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BBEJIEHUE

AKTyaJlbHOCTh TeMbl. CTUMYJIOM pa3BUTUS HCCIEIOBAaHUA B XHMHH
IeTePOIMKINYECKUX COCJUHEHUH, B TOM 4YHUCJIE MPOU3BOAHBIX MHUPa3oio[s,l-
c][1,2,4]tpua3uHoB, sBIsSETCS WX OHOJOTMYECKas AaKTUBHOCTh. CHUHTE3 HOBBIX
a30TUCTBIX TETEPOIMKIIOB, B TOM YHCJIC KOHJICHCUPOBAHHBIX CHCTEM, Ha OCHOBE
nupazono[5,1-c][1,2,4]tpua3uHoB  ABIASCTCS  Ba)KHOM  COCTABHOM  YacCThIO
OpPTraHUYECKOW XWUMHUU U MIPHUBJICKACT BHUMAHKE MCCIIECOBATEICH BO BCEM MHpE.

brnarogapss  oOHapyxenuto B psaay 1,2,4-TpuasvHOB  COEIWHCHMHM,
00JaaroMX BRICOKOW OMOIOTHYECKON aKTUBHOCTBIO, YCUIIEHHO MCCIIETYIOTCS MX
TeTEPOKOHICHCUPOBAaHHBIC TIPOU3BOIHEIE. Tak, HaTW4YMe MUPA30JIBHOTO KOJbIla B
MOJIEKYJIe MIPUBEIIO K MOJIYYCHUIO Pa3IUYHBIX aHaJIbI€THUKOB,
MIPOTUBOBOCIIAJIUTEIBHBIX, JKAPOTIOHIKAIOIMINX, aHTHOAKTEPHAIBHBIX CPEICTB.
[IpousBoansie nupazono[S,1-c][1,2,4]tpuazuHoB >(hPEeKTUBHBI TPOTUB BHUpPYCa
BUY u Haxomdar nOpUMEHEHHE B KauyecTBe aHTHOKCHUIAHTOB. CoBpeMEHHbBIC
npernapaTbl Ha OCHOBe THpasoio[5,1-c][1,2,4]tpua3uHoB TOKa3aiu CHIBHYIO
MPOTUBOOIYXOJIEBYI0 AKTUBHOCTh, KOHTPOJHUPYIOT POCT U MPOrpPEeCCHUpOBaHUE
PaKOBBIX KIJIETOK, TaK € SBJISIIOTCS XOPOIIMMU WHTHOMTOpaMU aHTHUJIIpa3bl U
UCIIOJB3YIOTCS B HAcTosiee Bpems Kak jguypetukd. I[lupasono[4,3-
c][1,2,4]rpnasun-cynbhoHaMubl  SBIASIOTCS WHTHOMTOpPAMU THPO3WHA3bI IS
MPEIOTBPAIICHUS TOCTOSSHHOW IMMHWTMEHTAllUM  Paay’KHOH  O0O0OJOYKH, HYTO
MPEMNSTCTBYET PA3BUTHUIO IJIAYKOMBI.

B cunTeTMueckoM 1iaHe mupaszono[5,1-C][1,2,4]TpuasuHbpl  Tak  Ke
MPEACTABIISIOT HWHTEPEC KaK TPEIIMICCTBEHHUKH APYTUX KOHJICHCHPOBAHHBIX
reTePOIMKINYECKUX CcUcTeM. Halnuue B CHUHTE3MPYEMbIX HaMU MHUpasono[s,l-
c][1,2,4]rpna3suHax BUIMAIBHO PACIOJIOKEHHBIX AMUHOTPYIIIBI U IIUAHOTPYIIIIHI
MO3BOJISICT  TMPOBECTH  I[HMKJIOKOHJCHCAIIMIO C  TIOJYYCHHEM  Pas3IMYHBIX
reTEPOKOHAEHCUPOBAHHBIX CUCTEM, Hanpumep, nupumuao[4',5':3,4nupazono[s,1-
c][1,2,4]Tpna3uHoOB.

Takue peakuuu MPEACTABISIIOT HAYYHBIH HHTEPEC, MOCKOJIBKY OTKPBHIBAIOT

HOBBIC IIYTU K CHHTC3Y PaA3JIMYHBIX KOHICHCHPOBAHHLIX TI'CTCPONUKITINYCCKHUX
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COEIMHEHUM, COJIEpKAIIUX B CBOEM cocTaBe mupazotio[S,l-Cc][1,2,4]Tpua3suHoBblii
¢dbparMeHT.

Kpome Ttoro, nmpousBoanbie nupazosno[S,l-c][1,2,4]Tpuasuna, coaepxamime
GyHKIMOHATBHBIE TPYIIIBI, TMPEACTABISAIOT WHTEPEC KaK TMPEIIICCTBEHHUKH
JIPYTUX KOHJICHCUPOBAHHBIX a30TCOICPIKAIIUX COCAUHEHUH.

B cBs3M C NpakTUYEeCKOW 3HAYMMOCTBIO COEAMHEHUH psiia nupazonold,l-
c][1,2,4]TpuazunoB pa3paboTka HOBBIX METOJ0B CUHTE3a
rEeTEPOKOHAECHCUPOBAHHBIX CHUCTEM W PA3JIUYHBIX NPOU3BOJHBIX HAa MX OCHOBE
SABIIAETCS AKTYAJbHOM 3a1a4ei.

Panee cuHTE3MpoBaHBI 3aMelleHHBbIC TUpa3odo[5,1-c][1,2,4]rpuasunsl. B
MPOJOJDKEHNE  WCCIEOBAaHMM HaMHM  TpoBefeHa  (GYHKIMOHAIM3AlUg 10
aMUHOTPYIINE C MPUMEHEHHWEM METOJIOB W INPUEMOB OPTraHMYECKOM XUMHUH, a
TaKke MEX(BHYTPH)MOJICKYJIIpHAs KOHACHCAIUS TOJA JEeUCTBUEM KapOOHUIbHBIX
COEIMHEHUN C MTOJIYYEHHEM HOBBIX F€TEPOKOHAECHCUPOBAHHBIX CUCTEM PA3TUUYHBIX
KJIACCOB, cojep Kamux mnupazoiio[s,1-c][1,2,4]tpua3uHoBelii parMeHT B CBOEM
COCTAaBe.

Hean uccaenoBanus 3aKitoyanach B pa3pabOTKe METOJIOB CUHTE3a HOBBIX
MPOU3BOJHBIX MHpa3oio[d,1-c][1,2,4]TpruasuHOB M TreTepOKOHIECHCHUPOBAHHBIX
CUCTEM Ha UX OCHOBE, M3YUYCHHS] XUMUUYECKUX CBOWMCTB U CTPOCHUS MOTYyUYECHHBIX
COCIVHEHNH.

JI719 HOCTHMKEHHUS TTOCTABIICHHOM LEIN PEIIAIUCh CICIYIOIIAE 3a1aYM:

-pa3paboTKa ONTUMAIBHBIX METOJIOB CUHTE3a (YHKIIMOHAIHHO 3aMEIIEHHBIX
nupazono[3,1-c][1,2,4]Tpua3uHoB;

-U3y4eHUE U TMPOBEJCHNE MEK(BHYTPH )MOJEKYISIPHONW TeTEPOKOH ICHCAIIUN
nupazono[3,1-c][1,2,4]Tpuasunos c MOJTy4YEHUEM HOBBIX
reTEPOKOHACHCUPOBAHHBIX COCTMHEHUHN Pa3IMUHBIX KJIaCCOB;

-U3y4CHUE XUMUYECKUX CBONCTB T€TEPOKOHJICHCHPOBAHHBIX COEIUHEHHI,
BKJTFOUAIOIINX MUpa3o0iioS,1-c][1,2,4|Tpua3uHoBbIi PparMeHT B CBOEM COCTABE;

-U3YUCHHUC CTPOCHUS ITOJTYUCHHBIX COCI[I/IHeHI/If/'I.
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OO0beKT HCCIeI0BAHMS — PEAKUHUOHHAs CIIOCOOHOCTh 7-aMUHO-3-mpem-
oyTmi-8-R-mmupazoinol[5,1-c][1,2,4]rpuasun-4(6H)-onoB u  3-mpem-0yTmn-9-R-
nupumuao[4',5':3,4nupazono[5,1-c][1,2,4]tpuazuHoB.

Ilpeamer wuccaegoBanusi — 7-amuHO-3-mpem-0yTmn-8-R-mmpazono[3,1-
c][1,2,4]rpuasun-4(6H)-oubl,  3-mpem-0yTnn-9-R-mupumuo[4',5':3,4 Jnupasoino
[5,1-c][1,2,4] TpuasuHbl ¥ KX MPOU3BOIHBIE.

Meroabl HcCCIeI0BAHMA — OpPraHWYECKUd CHUHTE3 (TEPMUYECKUN H
MUKPOBOJIHOBOM ), 3JIEMEHTHBIM aHain3, ClieKTpaibHbie MeTo bl (Y-, UK -, AMP
'H, IMP “C, MacC-CIEKTPOCKONHUS). XOJ MPOXOXKACHUS PEAKIUH W UYUCTOTY
coenmrHeHU KoHTposmpoBamu metogoM TCX Ha rutactuakax Silufol UV — 254,

HayuyHasi HOBU3HA.

-BriepBeie moaydeHbl HOBBIC MPOW3BOAHBIC MO AMUHOTPYIIE 7-aMHHO-3-
mpem-0yTni-8-R-mupazono[5,1-c][1,2,4]|tpuazun-4(6H)-0HOB ¢ HCIIOJIb30BaHHEM
peakuuii rua3oTupoBaHusi, (HOPMHIMPOBAHUS, AIMIMPOBAHUSA, HYKICOPHIHHOTO
MIPUCOCTNHCHUS-OTIICTUICHHUS.

- Pa3paboTaHbl HOBBIE CHHTETHYECKHE IMOJXOJbI K TMOJYYCHHUIO paHee He
onucaHHbIX umuAazo[1',2":2,3nupazono[5,1-C][1,2,4]Tpra3uHOB JE€UCTBUEM O.-
TUKapOOHWIIBHBIX COSAWHEHUN Ha 7-aMuHO-3-mpem-0yTmi-8-R-mupazomnol[5,1-
c][1,2,4]Tpra3uHsbl.

- BrniepBrie cunTe3upoBansl 3-mpem-0yTun-9-metuin-7-hpennn-12-R-7H,8 H-
nupumuof2,3;2°,3 Jmupazono[5,1-c][1,2,4|tpra3zun-4-0HbI KOHJCHCauen 7-
aMUHO-3-mpem-0yTui-8-R-nupazono[5,1-c][1,2,4]rpua3uHoB ¢ GeH3aTbAIIETOHOM.

- Bmepeie monyueHsl 3-mpem-0ytun-9-R-6H,10H-mupumuno[4°,5°:3,4]
nupasoio[5,1-c][1,2,4]rpuazun-4(6H),11(10H)-tuTHOHBI W  WCCIACIOBaHA HUX
peakIMOHHas CHOCOOHOCTh MO THOKCOTPYIINE C TOJYyYEHHUEM aJIKUJIMEpKamTo-,
TUAPA3UHOIIPOU3BOIHBIX. Ha OCHOBE TUApa3UHONPOU3BOIHBIX MOJYUCH Pl paHee
HEOIKMCAHHBIX apunuaeHruapasunonupumuo[4',5'":3,4 Jnupazono[S,1-
c][1,2,4]Tpna3uHoOB.

- Bnepseie CUHTE3UPOBAHBI 3-mpem-6ytun-13H-

terpazotio[1",5":3" 4" lTmupumuo[5',6':3,4 jnupazono[5,1-c][1,2,4]|Tpuazun-4-oHbl U



3-mpem-6ytun-9-R-11-azunonupumuo[4',5':3,4 Jmupazono[5,1-c][ 1,2,4 | Tpua3un-
4(6H)-THOHBI ~ TUA30TUPOBAHUEM B PA3IUYHBIX YCIOBHSX 3-mpem-0yTmi-11-
ruapasuno-9-R-mupumuno[4°,5’:3,4 Jnupazono[5,1-c][1,2,4]rpuazun-4(6 H)-
THOHOB.

- YCOBEpIIIEHCTBOBaHbl METOAbl CUHTE3a TPYIHOJOCTYIHBIX MPOU3BOIHBIX
nupazono[5,1-c][1,2,4]Tpra3uHOB ¢ HMCIIOIB30BAHUEM MHUKPOBOJHOBOI'O CHHTE3A
Ha cucreMe MARS (Microwave Acceleration Reaction System) ¢upmsr CEM
Corporation.

IIpakTHyeckass 3HaAa4YMMOCTH PadoThbl. Pa3paboTan psj mnpenapaTUBHO
JOCTYIMHBIX U 3(Q(EKTUBHBIX CIOCOOOB TMOJYYEHHS HOBBIX (PYHKIMOHAIBHO
3aMEIeHHBIX nupa3ono[5,1-C][1,2,4]Tpua3zuHOB U TETEPOKOHICHCUPOBAHHBIX
COCIMHEHUM, BKJIIOUYAIOMIMX (PparMeHT TpuazuHOBOro kojbla. I[lo pesynbraram
paboThl pa3paboTaHbl U BHEIPEHBI B YUEOHBIN MPOIECC METOIMUECKUE MaTepHaibl
1o Kypcy «OCHOBBI XUMHUH T€TEPOLUUKINIECKUX COETUHEHUID.

JInyHblil BKJIax aBTopa. HemocpencTBEHHO aBTOPOM OCYILIECTBIEH CUHTE3
HOBBIX IIPOU3BOJIHBIX nupazono[5,1-c][1,2,4] TPpUA3UHOB 151
reTEPOKOHACHCUPOBAHHBIX CHUCTEM Ha MX OCHOBE. IIpoBeleHO yCcTaHOBJIEHUE
CTPYKTYpPbl M aHajiu3 pPe3yJbTaTOB C opopmiieHHEM  TyOJUKAIUK;
CaMOCTOATEIILHO TPOBEIEHO O0O0OIIEHNE OTAENbHBIX 3TallOB HCCIEAOBAHUN H
JUCCEPTALIMOHHOM palOoThl B 1eqoM. COBMECTHO C HAyYHBIM PYKOBOJMTEIEM
1.X.H. Muponosuu JI.M. npoBoAUIOCH TUTAHUPOBAHKE TANIOB MTPOBEICHUS pabOThI
1 00CY>XJICHHE TOTYYEHHBIX PE3YJIbTATOB.

AnpoOauus padoThl.

OcHoBHBIE pe3ynbTaThl paboThl qokiaabiBanuck Ha |l u 11l Beepoccuiickoit
Hay4HOW KOH(pepeHIu «Ycnexu CuHTe3a U KomiuiekcooOpasoBaHus» (MocCKBa,
2012, 2014); The 6th International conference “Chemistry of Nitrogen Containing
Heterocycles” (XapwkoB, 2012); Kinacrepe koH(pepeHIIHIA IO OPraHUuIeCKONH XUMHUH
«OprXum-2013»  (Caunkr-IlerepOypr, 2013); MexnyHapoIHOM  Hay4HO-
npakTudeckon  kKoHpepennmu «TeopeTrmueckue W MPUKIATHBIE  ACHEKTHI

XUMUYECKON HAyKH, TOBAPHOU dKcmepTu3bl U oOpazoBanus» (Yebokcapswi, 2013);
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5-i1i MexayHapoIHOM HaydyHO-MeToinuecko kKondpepeHiuu «dapmobpa3oBaHue-
2013» (Boponex, 2013); VI Mexnynapoanoit kondepenuun HNOX PAH,
nocssmeHHon 80-neruto co aHa ocHoBaHus MOX PAH (Mockgra, 2014); 3-i
MexayHapoHOH MOJIOACKHONW HaydHOW KoH(pepeHimu «llokomenue Oymytiero:
«Barman  mononeix  yueHsix» (Kypck, 2014); MexayHapoaHol Hay4dHOUH
koH(pepenuuu «TeopeTrueckass U HKCIIEPUMEHTATIbHAS XUMHUSI TJ1a3aMU MOJIOJIEKHU
—2015» (MpkyTtck, 2015); MexnyHapoaHON HAyYHO-PAKTUYECKONM KOH(EepEeHITH
«Hayunpie mepcriektuBel XXI| Beka» (Hedrekamck, 2015); MexayHapoaHou
MOJIOZIC)KHOW HAyYHO-NPAKTUYECKON KOH(MEPEHIMU CTYIEHTOB, AacCHUPaHTOB U
MOJOJIBIX Y4YeHBbIX «DyHIaMeHTaIbHbIE U MPUKIIAIHbIC UCCIIEA0BaHUs B 00JacTH
xumun u sxonorun» (Kypek, 2015); Mexnynaponnom Konrpecce «kKOST-2015»

M0 XMMUU TETEPOLMKINYECKUX coenqunennii (Mockaa, 2015).



I''TABA 1 JIutepaTtypHblii 0030p (CMHTE3 M PEAaKIIHOHHAS CIIOCOOHOCTH

Npou3BOAHBIX 1,2,4-Tpua3uHa)

1,2,4-Tpua3unbl  TOPEACTABISAIOT  COOOM  KJIACcC  TETEPOIUKINICCKUX
COCIMHEHUM, WHTEHCUBHOE H3YyUYEHHE KOTOPBIX CBSI3aHO C  pa3HooOpaszuem
XUMUYECKHUX  CBOMCTB  COCAMHEHWUN, MX  I[IHPOKUMH  CHHTETHYCCKUMHU
BO3MOXXHOCTSIMU, a TaKXe HaJIu4heM Cpeld HUX OOJBIIOT0 KOJIMYECTBA

(1)PI31/IOJ'IOI‘I/I"IGCKI/I AKTHUBHBIX BCIICCTB CUHTCTHUYCCKOI'O XapaKTepa.

1.1 Cunre3 MPOMU3BOAHBIX 1,2,4-Tpua3uHoB "

IFr€TEPOKOHIACHCHPOBAHHBIX CHCTEM HA HX OCHOBE

CyliecTByeT MHOrO pa3jd4yHbIX METOJA0B TmonydeHus 1,2,4-Tpua3nHoB.
BbIOOp HCXOIHBIX pEareHToB 3aBUCUT OT BO3MOXXHOCTU ToiydyeHus 1,2,4-
TPUA3UHOB C 3aIaHHBIMU (PYHKITMOHATBHBIMU TPYIIIIAMHU.

Cxema 1.1



Krnaccuueckum MeTO0M MOJTy4YEHHUs 3aMENIEHHBIX 3-THOKCO(OKCO, aMHHO)-
1,2,4-Tpua3uHOB SABJISAETCS KOHIEHCAIMS THOCEMHKapOas3maa, aMUHOTyaHUIAWHA,
ceMukapOaszujia ¢ 0—JIUKapOOHWIbHBIMU COEAMHEHUSIMHU, O-KETOKUCIOTAMH, O-
JMKETOHAMU II1aBEJIECBOM KHUCIIOThI, TAJIOTEHAHTUAPUAAMU O-TAIOT€HKapOOHOBBIX
kucior [1-5] (cxema 1.1).

B ciywyae npumeHeHHs TNIHMOKcalld MOJdy4yaloT He3amelleHHble 3-X-1,2,4-
tpuasunbl (tne X = O, S, NH) [4]. Peakmuu, oOb9HO, MPOBOAST B BOJHOU
HIeJI0YH NpuU KurstaueHuu. [IpoayKT jnerko BoiensieTcss npu nojakucienuu 1o pH 7.

[M'unpasunasl o-aiaMMHOAKPUIIOBBIX KHUCIIOT (alleTypOBYIO, TUIIITYPOBYIO U
HSHAHTWJIAMUHOKOPUYHYIO) TP  HarpeBaHMM B  CIA0OMICIOYHOW  cpefe
IUKIM3YIOTCS C TIOJIy4YeHHEeM 3aMelneHHbIX 1,2,4-tpuasun-6(1H)-oHoB (cxema
1.2) [2].

Cxema 1.2

3amerniennsie  1,2,4-tpuasuH-6(1H)-0oHpI  MOTYT  OBITH  TOJYYCHBI
B3aUMOJCHUCTBUEM  THAPA30HWI  TaJOI€HUIOB  C a-aMuHOd(pUpaMHu B
TPUITUIIAMHAHE, KOTOPBIM OJHOBPEMEHHO CIY’)KMT M pactBopurenem [11].
Hcnonbp3oBanne aMuIpa3oOHOB M O-TAJTOTe€HA(UPOB MPUBOIUT K 0OOpPa30BAHHIO
1,3,5-Tpu3amernieHubix-1,2,4-tpua3un-6(1H)-onos [12,13].

K coBpeMeHHBIM MeTOAAM TONYYEHUS 5,5-AU3aMeIleHHbIX 1,2,4-Tprua3nuHOB
MOKHO OTHECTH B3aWMOJECHCTBUE aMHUJIOKETOHOB C THJIPA3MHOM C MOCIEAYIOLIEH

00paboTKOM MPOMEKYTOUHOTO MPOAYKTa cepoyriaepoaoM (cxema 1.3) [6].
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Cxema 1.3

C menpio MOMYYEHUS HE ONMHMCAHHBIX paHee MPOU3BOAHBIX S-METHIICHUJI-
1,2,4-Tpra3uHa U3ydeHa peaxiys B3auMOJACHCTBHS TUaleTia, (eHWITHApa3HHA C
Trokaporuapaszuaom u ero N-zamernieHHbIME. Tak, B3anMOCHCTBUE AUAIETHIIA C
TUOKapOTUIpa3uIOM B CIIUPTOBOM cpejie (METaHOJ) MPU HArpEBaHUM MPUBOJIUT K
BBIJICIICHUIO 4-aMuHO-6-MeTna-5-metmnennn| 1,2,4 [tpuasun-3(2H)-tnona (cxema
1.4) [7].

Cxema 1.4

Onncano [8-10] ucnonb3oBaHWE THUAPA3OHWI XJIOPUAOB I IOIYYEHHS

3aMenieHHbIX 1,2,4-Tpua3ut-5(4H)-0HOB.

Cxema 1.5

XJ0p JErko 3aMmelaercsd Ha amMuH (IMMETUJIAMUH, MUPPOJIMIUH, MHUIEPUIUH,

MOp(QoOJMH) B cpejie JMOKCaHa, JajibHeWIas oO0pa0oTKa MPOIyKTa 3aMeIIeHUs
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(opMasbAEruI0M MPU HACBIILIEHUU B CHUPTOBOM Cpelie MPUBOAAT K 3aMELICHHBIM
1,2,4-tpuasun-5(4H)-onam (cxema 1.5).

B XvMHM TEeTEepOLUMKINYECKUX COCAUHEHUN IIUPOKO MCHOJIB3YIOT I
CHUHTE3a METAJUIKATAIU3UPYEMbIe peaKkUHMH. MeTauIKaTaau3upyeMble pEeaKiiu
UCIIOJIB3YIOT W ISl TOJY4YEHUs MPOU3BOAHBIX 1,2,4-TpHa3WHOB, B KayecTBE
VCXOJHBIX COCJWHEHUN TNPUMEHSIOT THa30KapOOHWIbHBIE coenuHeHus [14-16].
Omnwucan cunres 1,2,4-Tpua3uHoB uepe3 BBeneHue kapOeHoBoit N-H rpynmer B
IPUCYTCTBUU POJHMEBBIX KaTtaiam3aTtopos [17-20].

B kauectBe HOBOro cmocoba mnoctpoeHus 1,2,4-Tpua3uHOBOrO ILMKIIA
OINKCaHa PEaKIUs O-1Aua30-f-KeTo3(PUPOB C TUAPAZUHOM U aMHUAOM, TPUBOASILIAS K
metmi 1,2,4-Tpua3uH-5-kapOOHOBOM KHCJIOTE€ WJIM aMMHUAaKOM M TUIPa3uaoM
KapOOHOBOW KHCIOTHI € TOJMy4yeHHeM MeTui-1,2,4-Tpua3uH-6-kapOooHoBOM
KUCIOTHI (cxema 1.6). Peakiuu BeyT B MpUCYTCTBHM OKUcIUTeNs [21].

Cxema 1.6

Bonbiioe BHHMaHME yAeNseTCs TMOMYYCHUIO XWHOJIMHOBBIX MPOU3BOJIHBIX
1,2,4-Tpra3zuHOB, MPOSBISIOIMINX IPOTHBOCYIO0pOkHOE nerictBue [22, 23]. Tak, 1-
(6-anmkokcu-3,4- muruapoxuHonaud-2(1H)-ummaeHmn) rugpasuHsl - KOHACHCHPYIOTCS
C YKCYCHOM KHCIOTOW C TIOJNy4eHHEeM §-(0CH3WIOKCH)-2-METHII-9,6-TUTUIpO-
[1,2,4]Tpuasuno[4,3-a|xunonun-1-ona [24].

B nurteparype mmpoko ocBemeHbl METOABlI CUHTE3a aMHHO-1,2,4-Tpra3nHOB
[5, 25-31]. Kmaccuueckoii cxemoii moiaydeHus 3-aMmuno-5-R-6-R-1,2,4-tpua3uHoB

SIBIISICTCS PEAKIIMS O-TUKETOHOB ¢ aMUHOTYaHHIMHOM (cxema 1.7) [32].
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Cxema 1.7

Jlist monmydenust 5-amMmuHO-1,2,4-Tpra3uHOB WCIIONB3YIOT ITUKIIA3AITUIO 1-R-
4-R2-1-aMI/IHO-4-HI/IaHO-2,3-HH&3&6}’T&I{I/ICHOB-1,3 (cxema 1.8) [33]. B cmyuae
CJICZIOB BOJIbI MPOXOJUT THUPOJIU3 aMUHOTPYIIIBI, TTOATOMY PEAKIIMHM MPOBOASAT B
aOCOJIIOTHBIX PACTBOPHUTEIISX.

Cxema 1.8

[IIupoko omucaHO MOJTy4YEHUE MPOU3BOAHBIX MHUPa30y0-1,2,4-Tprua3uHoOB,
o0JIaaloMX CIEKTPOM Ouosoruueckoil aktuBHOCTH [34-42]. CymiecTByeT aBa
MPUHITUITHATBHBIX METOJ1a UX TOTYyYCHUS:

a) CHHTOHOM TIOCTPOCHHUS SBJISIETCS TUPA30JT;

0) CHHTOHOM MOCTpOeHHUs siBisieTcs 1,2,4-TpuasuH.

Cxema 1.9
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B kayecTBe UMKIM3YIOMIETO areHTa MPUMEHSIOT METUJICHAKTUBHbBIC
coenuHeHud. Tak, 1eliCTBUEM HUTpUTA HATpuUs (CepHas KUCIOTAa) Ha S-aMUHO-4-
reTapmiazo-3-MeTwiI-1H-nmupas3osl ¢ MOCASAYIONIMM B3aUMOJEHCTBUEM MPOIYKTa
JTNA30 TUPOBAHUS c METHJICHKAKTHBHBIMH COCTMHCHUSMH TIOJTY9ICHBI
COOTBETCTBYIOIIUE THpa3oio[S,1-C][1,2,4]-rpuasunsl (cxema 1.9) [43].

MOo3KHO HCIOJIB30BaTh COIM Aua3oHus. Tak, conb 4-(3,4-aumMeToxkcudenm)-
3-3TUTINPA30JI-5-TUA30HUS JIETKO COUETAETCS C alleTUIIAIIETOHOM ¢ 00pa30BaHHEM
MUPA30JUITHAPA30HOB, I[HUKIU3AIMsI KOTOPBHIX B CEPHOW KHCIOTE Ha XOJOIY
MPUBOJUT K mupa3zono[5,1-c][1,2,4]tpuazunam (cxema 1.10) [45].

Cxema 1.10

Ipyroii Meron mnoaydeHus nupasoiio[5,1-C][1,2,4]tpua3nHoB OCHOBaH Ha
KOH/JICHCAIIUU 4-amuHO-3-MeTHIIMepKanTo-1,2,4-tpuaszun-5(4H)-ona c
METWJICHAKTUBHBIMU COECIUHEHUSIMHU B Cpelleé MUPUAMHA NPU KUIISTYEHUU (CXema
1.11) [44].

Cxema 1.11
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3amenieHHble uMuaa3o[2,1-Cc][1,2,4]TpuasuHbl TpEACTABISIOT UHTEPEC, TAK
KaK TPOSIBISIIOT aHTUOAKTEpUaJbHYI0O W MPOTUBOBUPYCHYIO aKTHBHOCTH [46].
Panee He ommcaHHBIC MPOM3BOJAHBIE MeTHiI-2-(4-okco-8-apun-2H,3H,4H,6H,7H-
umuaaso[2,1-c][1,2,4]tpua3un-3-ua)amneratoB  TOJYYCHBl  B3aUMOJCHCTBHEM
COOTBETCTBYIOIIUX MOHOIUKINYECKAX | -apwii-2-TUApa3oHOMMHUIA30UANHOB C
nuMetmipymapaTom [47].

B3aumoeiicteruem 1-amMuHO-2-THPa3NHOOCH3NMHUIA30JI0B c o-
KETOKapOOHWJIBHBIMU COEIUHEHUSIMU, 0-KETOKHUCIOTaMU WIIK X 3dUpaMu B cpefie
JeISHON YKCYCHOM KHCIIOTHI IMOJIYYaroT 3aMelleHHbIe OeH3nmuaasol2,3-b]1,2,4-
TpuasuHsl (cxema 1.12) [48,49].

Cxema 1.12

Onwucano  monyueHue  nuppoiio[2,1-f][1,2,4]rpuazun-2,4(1H,3H)-arona
KoHJeHcanuen »tii(2-kapdamoun-1H-nmuppon-1-un)kapdbamuna. Peaknuio BenyT B

ATaHOJIE B MPUCYTCTBUM 3TWiaTta Hatpus (cxema 1.13) [50].

Cxema 1.13
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Ucnonb3oBanue QopMamuaa npu  €ro KoHjaeHcanuu ¢ l-amuHO-2,4-
nu(MeToKCcuKapOoHmn)-3-MeTuia-1H-upposoM B CIUPTOBOM cpele MPUBOAUT K
MeTHIT 4-0Kc0-5-Metun-3H-tmuppoio[2,1-f][1,2,4]rpra3u-6-kapOOHOBOH KHUCIOTHI
(cxema 1.14) [51,52].

Cxema 1.14

IIpousBoansie 1,2,4-Tpra3suHOB, HMMEIOIIME OKCOrPYIIIly, HWHTEPECHBI B
IJIaHe OposBICHUST (apMaKoJIOrHYecKOW akTUBHOCTH [53-56]. OnuH M3 METOJI0B
MOJTyYeHUs] TPOU3BOAHBIX 1,2,4-Tpra3uH-6-0HOB — B3aWMOJICUCTBUE THAPAZUHUII-
raJIOTeHUI0B ¢ o-aMuHOd(upamu B ipucyTcTBur TOA. [lonydeHHble TpHUa3uHOHBI
BCTYNalOT B pPEAKUUd KOHACHCAIMM C ApPOMATHYECKUMHU  ajbJAEeTrUIaMu
(Oenzanbaerugom, 2-GypanbaeruoM U TUOGEH-2-KapOOKCaIbIETHIOM) B Cpelie
YKCYCHOW  KHCIOTBI B TPUCYTCTBUM  alerara Kajlus C  BbIACICHUEM
COOTBETCTBYIOIMUX S-apuuaeH-4H-1,2,4-rpuazun-6-onoB (cxema 1.15) [57].

Cxema 1.15

Onwucan MeToJl CHUHTe3a MPOU3BOAHBIX 1,2,4-TpuazuH-5(4H)-oHOB myTem

B3aUMOJIeHCTBUSL  (ypaHUI-2,3-1M0oHa C  MOJMCTOBOJOPOJHOM  COJIBIO  S-
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METWJIN30THOCEMUKapOa3ua, peakiifio BeAyT B cpejie alleTonuTpuiia (cxema 1.16)
[58, 59].
Cxema 1.16

B ciyyae B3auMo1eiCTBUS apUIMETUIIKETOHOB C JUATUIIOKCATIATOM B CpeJie
METaHOJIa B TMPUCYTCTBUU METWJIATa HATpPUS TMOIydaroT dTui 4-apui-2,4-
JIMOKCOOYTaHOBOM KUCIIOTHI, KOHJIEHCAIUSI KOTOPOTO ¢ MOUCTOBOIPOHOMN COJIBIO
S-MeTHIM30THOCEMUKApOa3uaa B MUPUANHE MPUBOJUT K 3-METHIMEpKanTo-6-(2-
OKco-2-apuiaTii)-1,2,4-tpuasun-5(4H)-ony. O6paboTka  meHTacylIbpUIOM
dbochopa KOTOPOro MPUBOJAUT K BHYTPUMOJICKYJISIPHOM KOHJEHCAIIMM C
BBIJICJICHUEM 3-MeTUIMepKanTo-/-apuntueHo[2,3-¢][1,2,4]rpuazuny (cxema 1.17)
[60].

Cxema 1.17

OnvM ¥W3 METOJOB CHHTe3a THa3oyo[3,2-b]- wimm  THaszono[2,3-
Cc][1,2,4]Tpra3uHoOB sBiIeTCS KOHIeHcauus Terparuapo|l,2,4]rpuasun-3(2H)-
THOHOB C TaJIOTEHYKCYCHOM KUCJIOTOM U ee d(hupaMu B CIUPTOBOM cpere [61].

O6e306onuBaroliee W MPOTHUBOBOCIHAIUTEILHOE JICMCTBHE  OKa3bIBAIOT

npenapaTtbl, HMEIIIME B CBOEM cocraBe TueHo[2',3":4,5 |nupumuno[l,2-
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b][1,2,4]rpuasunel. Ha mepBoii cTaauu ux moiaydeHus >tun 4,5-aumernn-2-(1H-
TeTpa3on-1-mr)tnodeH-3-kapOOHOBOM KUCIOTHI KUISITHIINA C TUAPAZUHTHAPATOM U
BBIIEIISIIIN 2,3-nuaMuH0-6,7-auMeTHaTHeHO[ 2,3 -0 JnupuMu AuH-4-0H, KOTOPBII
IIPY HarpeBaHUU ¢ (HEHAMMIOPOMHUIAMHU HUJTH €T0 4 3aMEICHHBIMH B CpeJie dTaHOJIa
B TPUCYTCTBUH  N-TONYOJICYTh(OKUCIOTHl  MPUBOJUT K  3aMEIICHHOMY
tueHo[2",3":4,5mupumuo[ 1,2-b][1,2,4]tpuasuny (cxema 1.18) [62].

Cxema 1.18

1.2 PeaknuonHas cnocodoHoctr 1,2,4-Tpua3sMHOB W KOHJEHCHPOBAHHBIX

cucTeM, BKIYarmux 1,2.4-tpua3zuHoBblii pparMenT

Peakunonnas cnocoOHocts 1,2,4-tpuazudoB 10 1990 roma omucaHo
noapobHo B o03ope [5]. B manHOM 0030pe nuTepaTtypbl Mbl IPHUBEAEM HOBBIE
CBEJICHUS M0 PEAKIUMOHHOW CMOCOOHOCTH (DYHKIMOHAIBHO 3aMElIEeHHbIX 1,2.4-
Tpua3uHoB. IllMpokue mepcrneKTUBbl B CUHTE3€ HOBBIX NPOM3BOJHBIX 1,2.4-
TpUa3WHA OTKPBHIBACT HAJIMYME METHUIMEPKANTOIPYyNIbl B KoJblie. ONKMCAaH CUHTES
HOBBIX MOHO- W JAHM3aMENICHHBIX-1,2,4-Tpua3uHoB, coAepXalmux THO(PEHOBBIE U

(bypaHOBbIE KOJIbIIA.

Cxema 1.19
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Tak  peakmuedr  Kpocc-codeTaHusi  S-aneTwi-3-MeTuiMepkanTto-1,2,4-
TpuasuHa C 2-(Tpu-H-OyTHWJICTAaHHWI)THOPEHOM B cpeAe TerparuapodypaHa B
NPUCYTCTBUE MAJUTAIUEBOTO KaTalInM3aTopa IMOJIydalT S-arneTui-3-THo(eH-2-u-
1,2,4-tpua3zun (cxema 1.19) [63].

BsaumoneiictBuem THJIpa3uHTHIpaTa C 6-0eH3mI-2-MeTUI-3-
MeTriMepKanTo-1,2,4-rpuasun-5(4H)-onom MPUBOIUT K 3aMEIICHUIO
METHUIIMEPKANITOTPYNIBl Ha THAPa3MHOBYH. 3-DenmnMeruneHruapasudo-1,2,4-
TPHA3WH TMOJYYalOT TPH B3aUMOACHCTBHM C OC€H3aJbJCTHIAOM, KOTOPBIA MO
JEHCTBUEM XJIOpHIA JKejle3a B JTaHOJIE MPUBOAUT K 3aMBIKAHHIO IMKJIA C
BbIICTICHHEM  6-OeH3mi-8-MeTmin-3-penuntpuasono|3,4-c][ 1,2,4]tpuazun-5(8H)-
oHa (cxema 1.20) [66].

Cxema 1.20

ApomaTHyecKHe aibAeruabl B aOCOJIOTHOM 3TaHOJE B NPUCYTCTBUH
KaTaJUTHYECKUX KOJIMYECTB CEPHOWM KHUCIOTHI pearupyroT ¢ 4-amuHO-6-R-1,2,4-
TpuasuH-5-ou-3(2H)-tTnonamu C  BbIAelcHHEM 4-apunuaeH-6-R-3-trokco-1,2,4-
TpuasuH-5-oH-3(2H)-TrOHOB [64].

Cxema 1.21
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[Ipu xonpeHcanuu 4-apununaen-1,2,4-Tpua3suHOB C MEpPKaNTOYKCYCHOM
KHCIIOTOU B THUOKCaHEe (0€3BOTHOM) MOTyUYEHBI 3-THa30auaAnHmI-1,2,4-Tpra3uHsl, a
B3auMojielicTBie 4-apuinjieH-1,2,4-Tpua3uHoB ¢ MOHOXJIOPYKCYCHOM KHUCJIOTOM B
cpene AIM®A mpuBoauT k 3-kKapOokcuMeTuiMmepkanTto-1,2,4-tpuazuHam (cxema
1.21) [65].

[lepcnexktuBHbIMH MHTHOUTOpaMu BUY sBIAIOTCS MpOU3BOJIHBIE HA OCHOBE
3-ruapazuHo-1,2,4-tpuazuna [67, 68]. IlpousBomnbie 3-amuHOTHMpa3zoni-1,2,4-
TPUA3MHOB TIOJIYYEHBI MPU B3aUMOJEHUCTBUHU 3-TuUapa3uHo-6-R-1,2,4-Tpua3un-
5(2H)-ona ¢ HMAHOYKCYCHBIM 3(HPOM HJIH MAaJOHOAMHHUTPHIOM B IIEIOYHOM
cpene (cxema 1.22) [69].

Cxema 1.22

Amuno3amernieHnble 1,2,4-TpuazuHbl pealMOHHOCTIOCOOHBI M HA UX OCHOBE
MOJMy4yaloT  HOBBIE  KOHACHCUPOBAHHBIE  COCAWMHEHHMs.  Tak,  OMHCaHO
B3aMMOJICHCTBHC 4-amuHO-3-MepkanTo-6-R-1,2,4-tpuasun-5(4 H)-oHoB C
XJIOpaHTHAPUAAMHA  (OKCATHIXJIOPUIOM, XJIOPALETHIXJIOPHUIOM) C TMOJyYCHHUEM
cooTBeTcTBYIOmuX [1,2,4]rprasuno|3,4-b][1,3,4]rnaguasunos (cxema 1.23) [70].

Cxema 1.23

Kunsuenne 4-amuuo-3-mepkanto-6-R-1,2,4-tpuasun-5(4H)-ona ¢ CS, B

IIEJOYHON cpeae NpuUBOAMT K Beigenenuio [1,3,4]ruaauasono[2,3-c][1,2,4]-
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TpHa3WHa, a TPU €ro B3aUMOACUCTBHM C MAJIOHOJUHUTPUIIOM TMOTyYarOT
nupazono[5,1-c][1,2,4]rpuazun-8-kapoorutpuisl (cxema 1.24) [71].

Cxema 1.24

B cBs3u mposiBiennem mupazono[4,3-¢][1,2,4]Tpua3suHoB OHOJIOTHYECKOM
aKTUBHOCTU [72] wWccienoBaHa €ro peakIMOHHas CHOCOOHOCTh. Tak, Tipu
KUISTYEHUU S5-a3uJONPOU3BOJHOTO B ATAHOJE BBIACIECH 7-MeTuiI-5-penunn-1H-
nupasoio[4,3-e]rerpazono[4,5-b][1,2,4]tpuasun (cxema 1.25) [76].

Cxema 1.25

CrocoOHOCTh 00pa30BBIBAaTH HOBBIC ITMKIBI HAa OCHOBE ITHPA30JIO-
c][1,2,4]rpua3unoB moka3aHa B padorax [73-75,77,78] (cxema 1.26).
Cxema 1.26

[Tupazono[4,3-e][1,2,4]TprazuHbpl  CX0KM TIO CBOEU CTPYKType ¢
MyPUHOBBIMU HYKJIEO3WJAaMH, KOTOPbIE€ HAXOAST IIUPOKOE TMPUMEHEHUE B

dbapmaxosioruu [79]. OnucaHo MoaydyeHUe HOBBIX COSMHEHUN Ha UX OCHOBE. Tak,
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3-meTmn-5-metuicynbdanmin-1H-nmupazono[4,3-¢e][ 1,2,4 | Tpua3un MOJIy4Y€eH
peakiueit  S-anetwi-3-metuncyiabGonmn-1,2,4-tpuasuaa ¢ TUAPOXJIOPUIOM
rugpasuHa. BzaumogeiictBue mnupaszono[4,3-¢][1,2,4]TpuasuHa ¢ = BUHUJIOBBIM
a¢upoM mpuBeiao K BoiAeIeHUIO 1-(1-3TOKCHAITHI)-3-MeTHI-5-MeTHIICYTb(haHNII-
1H-nupazono[4,3-e][1,2,4]tpuazuna [80] (cxema 1.27).

Cxema 1.27

CyXeHne MEeCTUWICHHOTO TPUA3WHOBOTO IUKJIA TIPOUCXOANT 51 B PEAKIUSIX
6-apui-3-xiop-1,2,4-Tpua3uHoB ¢ 0O-XJIOpKapOaHHMOHAMHU, B KaueCTBE KOTOPBIX
OPUMEHSAIOT  apWIXJIOPMETUICYIb(QOHBI,  XJIOPMETHI  mpem-0yTUiCcyab(oH,
XJIOPMETHIICYIb(OHAMUBI C BBIICIEHUEM NPOU3BOJAHBIX NMUpazona (cxema 1.28)
[81].

Cxema 1.28

Bricokoit peakiMoHHOW CHOCOOHOCTHhIO 00Jaal0T TaJoreH3aMeIeHHBIC
1,2,4-Tpra3uHbl.

Cxewma 1.29

3-bpom-5,6-nudennn-1,2,4-tpuasuH = JIETKO  BCTYNaeT B peaKIuu

HYKJI€O(I)I/IJ'IBHOFO 3aMCIICHUA C IICPBHUYHBIMHM aAMHWHAMMU. PCaKI_[I/II/I IIPOBOJAT B
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IPUCYTCTBUM KapOOHATa KaJIus U C XOPOIIMM BBIXOJOM BBIIEINSAIOT 3-aJIKUIAMUHO-
1,2,4-tpuazuns (cxema 1.29) [82].

[IponomxaroTcss HMCCIEAOBaHUS PEAKUUOHHON crnocoOHOocTH N-O0KCHI0B
1,2,4-rpna3uHoB. S5-Apuntuo-1,2,4-tpuasunsl  nomydarot u3 1,2,4-tpuasuH-4-
OKCHJIOB TI0 CXeMe: BHayayie MPOBOJIAT 3aMEIllEHHEe aToMa BOJOPOa B TOJOKEHHUE
5 TpHa3sMHOBOI'O KOJIbIIA APWITHOHAMHU B IPUCYTCTBUU TPUXJIOPYKCYCHON KUCIIOTHI
C mocienayomeld o0pabOTKOW MPOMEKYTOUHOTO MPOAYKTa OEH30MIXJIOPHUIOM
(cxema 1.30) [83].

Cxema 1.30

[TpousBoausie 1,2,4-Tpua3uHOB MOJABEpraroTcs neperpynmnuposkam. Tak, 5-
R-6-R'-3-(2-mupumun)-1,2,4-TpruasiHbl MeperpyIIIpOBHBAIOTCS B CPEIE TOMYoIa
B 10-(1H-1,2,3-tpuazon-1-wn)mupuno| 1,2-aJurmosnsr (cxema 1.31) [84].

Cxema 1.31

B kawectBe mpemapaToB, O00JaNaOMMX ~ MNPOTHBOIMHICIITUYECCKUMHU
CBOMCTBaMH, HAIJIM TNPUMEHEHHWE MPOU3BOAHBIE 3,5-muamuHO-6-R-1,2,4-
TPUA3WHOB, CPEAM KOTOPBIX 3,5-muamuHO0-6-(2,3-muxnopdennn)-1,2,4-tpuasun
(JITaMOTpUJI)KMH) UMEET OIPOMHOE MPOMBIIUICHHOE 3HaueHue [85-96]. Onnum u3

METOJIOB TOJIy4CeHHs JIaMOTpukuHA (3,5-muamuno-6-(2,3-nuxmnopdennn)-1,2,4-
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TpUa3uHa)  SBJISETCA  B3auMojeHcTBHE  2,3-IUXJIOpOCH30WIIMAHUIA  C
SKBUBAJICHTHBIMU KOJMYECTBAMHU JUME3WJIATHOM COJIM aMUHOTYaHWJWHA B
MPUCYTCTBUM METaHCYIb()OKHUCIOTH U OKcHIa Maruus [89].

[IpoTuBOANIAIIENTUYECKOE JICNCTBHUE OKa3bIBAIOT 1,2,4-Tpua3unsi,
coAepKalee B KAdeCTBE 3aMECTUTENI WHAOJbHOE Koublo. Ha cxeme 1.32
IOKa3aHbl XMMHYECKHE MpeBpallieHus S-aMuHO-6-(3,5-mu3amenieHubie-2-heHun-
1H-nrpon-1-un)-4,5-muruapo-1,2,4-rpuasun-3(2H)-THOHOB 01 IIEUCTBUEM
pa3IUYHBIX areHToB [97].

Cxema 1.32

B mocnenHee BpeMs MIMPOKO OMHMCAHO aIlMIMPOBAHWE 3aMelleHHbIX 1,2,4-
TPUA3UHOB, MPUBOJIAIIEE K BHYTPUMOJEKYJSIPHON ITUKIU3AIMHA, ¢ 00pa3oBaHUEM
COCIMHEHUN, 00JaJaroluX MPOTUBOONYXOJEBOM aKTUBHOCTRIO [98,99]. B
3aBUCUMOCTH OT MPUPOJLI ANMIUPYIOIIUX areHTOB (YKCYCHBIM aHTHUIPHUI WU
ATUIXJIOpALETaT), MOTYT OBITh TOJYYEHBl 3aMelleHHble Tpuazono[2,1-
aj[1,2,4]tpuazunel unu TtpuasuHo[2,1-aj[1,2,4]rpuaszunsl coorBercTBeHHO [100]

(cxema 1.33).
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Cxema 1.33

1.3. lIpumeHenne npou3BoAHbIX 1,2,4-Tpua3nHa

['ereporuknuyeckue  coenuHeHus  psga  1,2,4-TpuasuHa  SIBISIOTCS
OMOJIOTMYECKH aKTUBHBIMU COEIWHEHUAMH, oOjaaaronive (hapMakoJOrHYecKoH,
MECTUIIUTHON aKTUBHOCTAMHM, SIBJISIOTCS JTOOABKAMH IS PA3IMYHBIX OTpaciei
MIPOMBITIUICHHOCTH, B TOM YHCJIC, TTUIIIEBON MPOMBIILICHHOCTH, JKUBOTHOBO/ICTBE.
Cpeau mecTUIUIOB MIUPOKOE NMPUMEHEHHE MoNydmwin 4-amuHo-1,2,4-TpuasuHsbl,
obamaronie repOuIuaHON akTuBHOCTRIO [101-105].

6-Anun-1,2,4-tpua3uH-3,5-AMOHBI W WX  MPOW3BOAHBIC  IPOSIBIISIOT
repOUIIMIHBIE CBOWCTBA B IOCEBAX 3JIAKOBBIX KYJIbTYp (SUMEHb, MIIECHUIIA).
OMHOBPEMEHHO Ha OTUX K€ KyJIbTypaX OTMEYaeTCs POCTPEryIHpYroIIas
akTuBHOCTH [106,107].

B kauecTtBe pOCT CTUMYJIUPYIOIIETO CPEACTBA OMKHCAHO TPUMEHEHUE
rekcaruapo-1,2,4-tpuaszunona-3 [108] u asomernnos 1,2,4-tpuazunos [109,110].

Pocrperynupyromieii akTHBHOCTBIO 00samaroT 3,5-au3amenieHubie 1,2,4-
TPUA3UHOHBI-0, KOTOPBIE HUCIIOJIB3YIOTCA B CENbCKOXO3AMCTBEHHOW MPAKTUKE IS
MOBBIIEHUS ypOskast KynbTyp [111].

OYHTUIUIHYI0 aKTUBHOCTH TPOSIBISIOT 3-apmi-1,2,4-tpua3un-6-onsl. Tak
npemnapatsl Ha ocHoBe 3-enmn-1-(2,2,2-rpudropatiin)-1,2,4-tpuaszun-6(1H)-ona
MpUMEHSIOTCS Tpu OoprOe ¢ puTomaroreHamu Leptosphaeria nodorum [112].

B kadecTBe MHCEKTHIIMIOB MPUMEHSIOT HEKOTOPbIE MpPOHU3BOJHBIE 1,2,4-

TpuasuHa. B YacTHOCTH mpemnapaTel Ha OCHOBe 4,5-muruapo-6-merni-4-[(3-
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MUPHIAHUIMETHICH )aMuHO |-1,2,4-Tpra3un-3(2H)-0Ha HCMOIB3YIOT IS 3allUThI
menoHocHbIX maen Apis Mellifera ot BpegonocHbix HacekombIx [113].

[IpousBoaHbIC 1,2,4-tpua3un-3,5-1uoHa o0naaaroT LEHHBIMU
TEpPaneBTUYCCKUMH CBOMCTBAMH W TPUMEHUMBI, B YAaCTHOCTH, IS JICUCHUS
pPacCTpOICTB, KOTOPHIE pearupyroT Ha MOAYJHMPOBaHHUE perenrtopa nonamuHa D,
HalpuMep Takux 3a00JeBaHUN KakK IMMU30(PEHUI0, JENpeccu0 U 00JIe3Hb
[Tapkuacona  [114,115].  Hekotopsie  ammuO-1,2,4-TpuaswHbl  SBISFOTCS
aHTaroHMWCTaMU aJICHO3MHA U MPUMEHSIFOTCS [/l JICUEHUS MaTOJOTUM, B TOM YHUCIIe
BOCIAJIMTEIBHOTO TMOBPEKIACHUS TKaHEH W HEHpOJereHepaTHUBHBIX PacCCTPONCTB
[116].

CoenuHenuss Ha OCHOBE 1,2,4-TpUa3sMHOB OKa3bIBAIOT BIIASHUE Ha
IEHTPATBHYIO HEPBHYIO CHUCTEMY U SIBJISIOTCS TPOTHBOCYIOPOKHBIMHU CPEICTBAMU
[117]. K TakuM cpencTBaM OTHOCUTCS 3HAMEHUTHIN Ipernapar «JlaMoTpumKun»
i 3,5-nuamMuno-6-(2,3- quxiaopbenmnn)-1,2,4- tpuasun [85-93, 118-123].

OnuceIBalOTCSI  HOBBIC  IMPOWM3BOAHBIC  TpHa3WHA  (QHTHUIIPOTO30HHAS
KOMITO3UIIMSI), KOTOPBIE SIBIISIIOTCS MOJIE3HBIMU JJi1 OOpbObI C Mapa3uTHUUYECKUMHU
MPOTO30MHBIMU BO30YJIUTEISIMU, B YACTHOCTU KOKIMAUSIMH M UM TOJOOHBIMHU.
Koknuanos, KOTOphIA SIBJISIETCS OJHOM W3 00Jie3HEW, BBI3BIBAIOLIMX HauboJiee
CEPbE3HBI AKOHOMUYECKUU yIiepd TpH pa3BeICHUM KUBOTHBIX, TJIABHBIM
00pa30oM BBI3BIBACTCSA HECKOJIBKMMHU BHJAMHU MpocTeHImMx poja Eimeria, takumu
Kak E.tenella, E.necatrix, E.acervulira, E.maxima, E.brunetti u E.mivati [124].

[IpoTUBOOITYXOJIEBYI0 AKTUBHOCTH MPOSIBISIOT pa3InyHble OCH3ETUICH-
1,2,4-tpuasunsl [125,126] u [1,2,4]rpuazono[4,3-b][1,2,4]rpuasunsl [127]. Cpeau
HOBBIX MPOW3BOAHBIX 1,2,4-TpuasuHa ObUTM HaiineHsl 6-[2-ypan-2-wi)aTenun]-
1,2,4-Tpna3uH-5-0HbI, KOTOPHIE MPUMEHEHSIOT B KAa4eCTBE MPOTHUBOOITYXOJIEBBIX
cpencts [128].

Pa3paboTanbl HOBBIE JIEKAPCTBEHHBIE CPEJCTBa HA OCHOBE 3aMEIICHHBIX
cniupo-1,2,4-6eH3oTpua3zuHoB, okaseiBatomue aericteue Ha IHHC u nHamemmmx
MPUMEHEHUE JIJIS JICUCHUS W Tepaluy Pa3IuvHbIX matojorui, ceszanabix ¢ [[HC,

TaKUX KaK TMCUXUYECKOE U JIBUTaTeJIbHOE paccTpoiicTBa [129].
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Kak aHTHKOHBYJIBCAHTHI MIUPOKO MPUMEHSIOTCS MpemapaThl Ha OCHOBE 5,6-
oucapun-1,2,4-tpuasun-3-tuona [130,131].

B kadecTBe aHTHMOKCHIAHTOB B HACTOSIIEE BpeMs HAIUIA TPUMCHEHHE
HOBBIC IPOU3BOIHBIC TTHPa301o[5,1-C][1,2,4]tprazunos [132].

KomrmuiekcHble coemuuenus 4- (4-1maHoOCH3MIMICHAMUHO)-3-MepKaITo-5-
okco-1,2,4-tpuazuna Ha ocHoBe Co (II), Ni (II), Cu (II) u Zn (II) oGnamaroT
XOpOIIO BBIPAXKEHHBIM NPOTHUBOTPHOKOBBEIM 3dpdextom [133-135]. Tak xe
yCcTaHOBJICHO, uTo OwmsaepHsle komiuiekcel Cu (II) m Mn (1) ¢ amumom 5-
oensmnacH-3-(4-xnopbennn)-6-okco-5,6-muruapo-1H-[1,2,4]rpuasun-2-
THOKapOOHOBOH KHCJIOTHI MPOSBIISIOT HHTHOUPYIONIYI0 aKTUBHOCTh B OTHOIIICHUU
KJICTOK KapIIMHOMBI MOJIOYHOM KEJI€3bl U KJIETOK paKa TOJCTOM Kulku [136].

Kommnekcel 4-amMuHO-6-MeTIIT-3-THOKCO-3,4-nuruapo-1,2,4-tpuaszun-
5(2H)-on  ma ocumoe Cu (Il), Ni (), Co (), Zn (I1), Fe (lll) moxa3zamu
AHTUMUKPOOHYIO aKTHBHOCTh B OTHOIICHUHU TPAMIIOJIOKUTEIBHBIX OaKTepHil
(30JI0TUCTOrO CTApUIOKOKKA U CEHHOM NMaJOYKH), TPaMOTpUILIATENIbHbIE OaKTepun
(canpmonernta Typhimurium u kuiednas nanouka), apoxoku (Candida Albicans) u
rpudok (Aspergillus fumigatus) [137] .

B kadecTBe MPOTHBOMUKPOOHBIX CPEACTB HAXOMAT MPUMEHEHUE Pa3INUHBIC
reTePOIMKINYCCKHE MPOon3BoaHbIe 1,2,4-Tpuasuna [138-144].

[Tupposo[1,2-d][1,2,4]Tpra3unb TTOKa3aJIn 3HAYUTETHHYIO
IPOTUBOTPHUOKOBYIO aKTHUBHOCTh B OTHOIIIEHHWHU MaToreHHoro rpuba poma Candida
tenuis [145].

Eme omHMM CHJIBHOJAEHCTBYIONIUM MPOTHBOBUPYCHBIM IpenapaToM Ha
OCHOBE TpPUA3MHOB SIBIISIETCA «TPUA3aBUPHH» WM HATpUeBas COJb 2-
MeTriIcybdanua-6-autpol 1,2,4]rpuazono[5,1-c][1,2,4]rpuasun-7(4H)-ona,
muruapat. OH addextuBer npoTuB 15 BugoB rpunna, Bkiatouas Bupyc A/HINI
(cBunoro rpumma) u HS5NI1 (mTuubero rpumma) Ha JIH000M cTamuu OOJIE3HHU.

SIBngeTCs CUHTETUYECKUM aHAJIOrOM IyPUHOBBIX HYKJIEO03UJIOB (TyaHuHa) [146-

150].
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B nHacrosiimee BpeMss B KaueCTBE HOBBIX TMPOTHUBOOITYXOJIEBBIX U
OOJICYTONSAIONUX TIPETapaToOB HCIONB3YIOT COCAWMHEHHS psiga 8-apmn-2,6,7,8-
teTparuapounmuaaszol2,1-c][1,2,4]rpuasun-3,4-quonos [151-153]. 3,4-Tudennn-7-
(rerepo)apuwnumunaso2,1-c][1,2,4]|Tpua3uHbl TPOILLTNM KIMHUYECKUE UCTIBITAHUS U
MOKa3ajJu  BBICOKYIO  I[TMTOTOKCUYECKYI0 AaKTUBHOCTh TMpU  JIEMKO3e U
aJICHOKapIIMHOMBI MOJIOYHOM >kene3bl [154]. Psa npousBoasbix 1,2,4-TpuasuHa,
UMEIOIMUX B CBOEM CcOCTaBe (parMeHT THUIEpa3dHa TaK K€ MPOSBISICT
MIPOTHUBOOMYXOJIEBYIO aKTUBHOCTH [155].

B nHacrosiee Bpems yCcTaHOBJIEHO, 4TO 5,6-auapuii-1,2,4-Tpua3uH-3-THOBI
OKa3bIBAIOT HEHUPOMPOTEKTOPHOE [JEUCTBUE U HCHOJB3YIOTCS JJIsl JICUCHUS
HeHWpoAereHepaTUBHBIX 3a00yieBanuii [156].

[IpousBoansie 1,2,4-Tpua3zuHOB IPUMEHSIOTCA AJII OYUCTKH OTPaOOTAaHHOTO
paguoakTuBHOTO ToruBa [157, 158]. Tak, 6,6 -0uc (5,6-nuankun-[1,2,4]tpuazun-
3-m)-2,2 -OuNUpUANH HMCIOJIB3YyeTCs B KaueCTBE PACTBOPHUTEIS B Mpoliecce
AKCTPAKIIUU AKTUHUIOB IS pa3lleJICHUs] aKTUHUJIOB B OTPaOOTAaHHOM $JIEPHOM
toruuse [159].

B Hacrosimee Bpems MNpenioKEHO HCIOAIb30BaTh S5,6-nudenun-1,2,4-
tpuasuH-3(2H)-oHa B KayecTBE MOTCHIMAIBHBIX IPOTHBOBOCIAIUTEIBHBIX H
aHaJibreTu4eckux cpeacts [160].

CoBpeMeHHBIE TIpenapaTbl Ha OCHOBE mHppono[2,1-e][1,2,4]tpua3zuHoB
MOKA3aJu CHUJIbHYIO IMPOTHUBOOIYXOJEBYID AKTHUBHOCTh, KOHTPOJIMPYIOT POCT U
MPOTPECCUPOBAHUE PAKOBBIX KJIETOK. B KadecTBe WHTHOUTOPOB KHHA3bl B
MOCIICIHEE  BpeMs  aKTHMBHO  HMCHOJB3YIOT  5-(4-mopdomuHonupposo[2,1-
e][1,2,4]rpuasun-2-wn)nupumMuaua-2-amuael - [161].  Hosele  mmpasono[4,3-¢]
[1,2,4]Tpua3zun-cynbhoHaMUIbl SBISIOTCS XOPOUIMMU MHTHOMTOPAMH aHTUAPA3BI
M UCIOJB3YIOTCS B HacTrodllee BpemMsa Kak auypetuku [162]. Ilupazoso[4,3-
e][1,2,4]tpuasuH-cyabhoHAMUBI  SBISIOTCS HWHTUOMTOpPAMH THUPO3WHA3BI  JIJIS
NpEeAOTBpAIlCHUsI TOCTOSIHHOM  TMUTMEHTAIlud  paay>XHOM  00O0JIOYKHU, UTO

NPENSATCTBYET PA3BUTHUIO IIayKOMBI [ 164].
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AunTunponudepaTuBHbIM  JIeCTBHEM  00JaAalOT  MPOU3BOAHBIE  7,8-
muruapoumuaaso[2,1-c][1,2,4]rpuazun-4(6H)-ona [163].

AHanu3 nuTepaTypHOro o03opa IO METOoJaM IOJY4YeHUs M CBOMCTBaM
MPOM3BOAHBIX psina 1,2,4-Tpua3uHa, TOKa3al TMEPCHEKTUBHOCTD TMOIYUYCHUS
TeTEPOKOHICHCUPOBAHHBIX CHCTEM, COJIEPIKAIIUX B CBOEM COCTaBE TPHUA3HMHOBBIN
IUKI. ['eTepOKOHACHCUPOBAHHBIE COCAMHEHMS, COJEPKAIIME TPUA3UHOBBIN ITUKII,
B TOM uyucie nupaszono[s,l-c][1,2,4]tpuazunoBsiii, nupumuao[4',5'":3,4 Jnupazomno
[5,1-c][1,2,4]Tpna3uHOBEId HW  JIpyrde TPEACTABISAIOT TEOPETHYECKUH |
MPaKTUYECKUA MHTEpEC ISl Pa3IMYyHOIO POjJia UCCIEIOBAaHUM, a TaKXKe SBIISIOTCS
MEPCIICKTUBHBIMA B MPAKTUYECKOM IUIaHE B KAYECTBE OMOJIOTMYECKH AKTHBHBIX

COEeJIMHEHUN.
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I'JTABA 2 O0cy:xneHue pe3yibTaTOB IKCIIEPUMEHTA

Cpenn mpousBOAHBIX 1,2,4-Tpua3uHa 1O PEAKIMOHHON CIOCOOHOCTH
BEIZICISICTCST  4-aMUHO-6-mpem-0yTui-3-MeTuIMepKanTo-5-okco-1,2,4-tpruasus,
KOTOpBIi SIBJISIETCS. XOPOILIMM CHHTOHOM JIJIsi CUHTE3a HOBBIX COEJAMHEHHI Ha €ro
OCHOBE. DTO OOYCJOBJIIEHO HAJIMYMEM B COCTABE €r0 MOJIEKYJIbl PEaKIMOHHBIX
Ipyni: aMHuHO-, METHJIMEpKamnTo-, OKCO-, YTO TO3BOJISIET IPOBOJUTH
MHOTOYHMCJICHHbIE PEAKIIUU C UCTIOIb30BAHUEM METOJIOB U MIPUEMOB OpraHUYECKOM
XUMHH C TOJY4YeHHEM HOBBIX MPOM3BOJAHBIX. KpoMme Toro, Hajguuue B MOJEKYJe
1,2,4-TprazuHa aMHMHO- U METHJIMEPKANTOIPYIIIbI, PACTIONIOKEHHBIX Y COCEIHUX
aTOMOB TE€TEpOLMKIA JJaeT BO3MOXXHOCTh TPOBOJIUTH pA3IWYHBIC PEAKIIH
BHYTPUMOJICKYJISIPHON ¥ MEXMOJCKYIIPHOW KOHICHCAIIMU C MOJYYEHHEM HOBBIX
reTePOKOHJICHCUPOBAHHBIX CHUCTEM pasznuuyHoro Ttuma (rnaBa 1). Hawmm
OCYIIECTBIICH CHHTE3 HOBBIX T€TEPOKOHICHCHPOBAHHBIX CHCTEM Ha ocHoBe 1,2,4-
TPUA3MHOB M  HU3y4€Ha MX pEaKlUHMOHHAas CHOCOOHOCTh B PEAKIMIX
HYKJICOQUIBHOTO 3aMEIIECHUs, HYKJICO(PMIBHOTO MPUCOEAMHEHUS-OTIICIIICHNS,

KOHACHCAUU C Kap6OHI/IJIBHBIMI/I COCAMHCHUAMMA, TUA30TUPOBAHUA U JPYTUX.

2.1 CuHTe3 00bEKTOB HCCJICI0BAHUS

OObekTaMu  UccleoBaHUsl  BBIOpaHbl:  4-aMuHO-6-mpem-OyTuin-1,2,4-
tpuazun-3-(2H)-tuon-5(4H)-ou (1), 4-amuHO-6-mpem-0yTHi-3-MeTUIMEPKAITO-
1,2,4-tpnasun-5(4H)-ox (2), STUII 7-aMuHO-3-mpem-0yTHi-5-okco-6H-
nupasoso[5,1-c][1,2,4]-tpua3un-8-kapbonoBas kucnora (3), 7-amuHO-3-mpem-
OyTmi-4-okco-6 H-nupasono[5,1-C][1,2,4]-rpuasun-8-kapoouutpun (4), 3-mpem-
oyTwi-mupumuio[4°,5:3,4Jnmupaszomno[5,1-c][1,2,4]rpuasun-4(6H),11(10H)-muon
(5), 7-amuHO-3-mpem-0yTui-4-okco-6 H-nmupasoino[5,1-c][1,2,4]-Tpuasun-8-
KapOaMu (6), 7-amuHO-3-mpem-0yTuin-4-oxkco-6 H-nvupazonol[5,1-
c][1,2,4]tpua3un-8-kapooHoBast kuciota (7) u 3THa 7-aMHHO-3-mpem-0yTui-4-
THOKCO-6H-nnupazoino[5,1-C][1,2,4|rpua3un-8-kapOoHoBas kuciaota (8).

4-amuHO-6-mpem-0ytun-1,2,4-tpuazun-3-(2H)-tnon-5(4H)-on (1)

nojiydajin  ImyrTcM KOHIACHCAIIUU TI/IOKap6FI/II[paSI/II[a C KaJIMeBOM COJIbIO
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TPUMETHWINUPOBUHOTPATHON KHUCIOTHl B IIEJIOYHOM cpele NpH KUIMSIYEHUH B
TeUeHUE 4 9 W BBIICTIIIH O€oe KPUCTALINYECKOE BEIIECTBO C TEMIIEPaTypoun
mwiaBnennst 212-214°C, Ttemmneparypa IUIABIEHHsS KOTOPOTO M CIIEKTPAJIbHBIE
XapaKTepUCTUKUA COOTBETCTBYIOT OMUCAHHBIM [65]. MeTunupoBaHue COeIMHEHUS
| iogucThIM METWJIOM B BOAHO-METAHOJIBHOM PACTBOPE IIEJIOYM MPU KOMHATHOU
TeMmreparype mnpuBeiao K 4-aMuHO-6-mpem-0yTuin-3-meTunTro-1,2,4-rpua3us-
5(4H)-ony (2). Temmeparypa mmiaBinenus (125,5-126,5°C) u croekTpaibHbBIE

XAPAKTCPUCTUKHN COCIANHCHUA 2 COOTBCTCTBYIOT JIMTCPATYPHBIM AdaHHBIM (cxeMa

2.1) [166].

Cxema 2.1
9 o}
H,N Bu-t
. H,N Bu-t
~n CH,J, OH NN
- N N
S N AN -
H MeS N
1
Coenuuenune 2 UCIIOJIB30BAIA TS MUKJIOKOHJIEHCAIHN C

METUJICHAKTUBHBIMU COEIMHEHUSIMU NpPU KUIMSIYEHUH B OE€3BOJHOM MHPUIUHE,
TaKMMH KaK [IMAHOYKCYCHBIN 3(pup U MaTOHOAUHUTPUI (cxema 2.2).

Cxema 2.2

Onucano momydeHue coeAuHeHud 3 u 4 TepMHUeCcKUM crocobom [44].

Hamu AJI YBCIIMYCHMA BbIXOJd, COKpalllCHUA BPEMCHH IPOXOKIACHUA PCAKIINU U
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ObIcTpeiflieil HapaOOTKH OCYIIECTBICH CUHTE3 coeAuHeHuidl 3,4 B yCIOBHSX
MUKPOBOJHOBOT'O M3Iy4YeHHs. 3a/laBajiCh MapaMmeTpsl mpoiecca: MouHocTh 400
Bt, Bpems peakuuu 1 4, TemrnepaTypa KUMEHUsI pacTBOpUTeENa. Boijenensl Oenbie
KPUCTAUTMYECKUE BemecTBa ¢ T.0ul. 241-242°C - stun 7-amun0-3-mpem-0ytuin-4-
okco-6H-tmupazoino[5,1-c][1,2,4]rpua3un-8-kapOoHOBOK KHCIOTHI (3) M ¢  T.IUL
>305°C (pazmn.) - 7-amuHO0-3-mpem-0yTuin-4-okco-6H-nmupazono[5,1-
c][1,2,4]tpuazun-8-kapoonutpun (4). [lomydeHnusie coenwHeHWS 3 win 4 HE
JaBalld  TEMIIepaTyphl JIETIPECCMU TMPU CMEUICHUU 0O0paslioB, MOIYYEHHBIX
TEPMUYECKUM U MUKPOBOJIHOBBIM MeTO10M. CIIeKTpasibHbIE JAHHbIE COBIAIAIIH.

B cnekrpax AMP 'H (puc. 2.16) coenuHeHus 3 ©Ucue3aeT CUHTIIET MPOTOHOB
METWIMEPKANTOTPYIIIbl TIpU 2.56 M.J., UMEIOIIMICA B HANU4UK B criektpe SAMP
'H 4-amumo-6-mpem-6yrun-3-mernnmepkanro-1,2,4-tpuasun-5(4H)-ona (2) (puc.
2.1a). CuHrier OpOTOHOB AMHUHOTPYIIIBI CABUIaeTcs B cjaabdoe Ioyie 10
CPaBHEHMIO C MCXOJHBIM coeauHeHueM: 5.8 m.a. (2), 6.25 m.a. (3,4). B crmekTpe
COCMIMHCHUH 3 TPUIUIET TPOTOHOB METHJIBHON TPYIIBI STUILHOTO OCTaTKa

pacrnonoxeH npu 1.27 M.1., a KBaAPYIUIET METUIEHOBOM Tpyniibl — npu 4.27 M.1I.

Puc. 2.1. Cnektpsl SAMP H: 4-amuHO-6-mpem-0yTui-3-meTunamMepkanto-1,2,4-
tpuasun-5(4H)-ona  (2) (a); ITHI  [-aMuHO-3-mpem-0yTHi-4-oxco-6H-

nupazonio[5,1-c][1,2,4]rpuasun-8-kap6oHoBoi KHUcI0ThI (3) (0)
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B HWK cnektpe coemubenuss 4 (puc.2.2a) uMeeTcs B  HAIUYHU
XapakTepUCTUUECKas Mojioca NOrJaomeHus npu 2225 cm™ (C=N). B UK CIIEKTpax
coeuHeHu 3,4 TPUCYTCTBYIOT IOJOCHI MOTJIOIICHUS] BaJCHTHBIX KoJieOaHUM
rpymmsr C=0 (1640-1644 cm™) B onoxennu 4 mupasonorpuasuna. Ipu 1660 cm™
pacnoyioxkeHo BajeHTHoe kosieOanue (C=0) sgupHOi rpynnsl cOequHEHUs 3.

Macc-crieKkTphbl coe/InHeHui 3,4 moaTBepskaaoT ux crpoeHue: 279 [M'] (3); 232

[M] (4).

Scan 94 from _._ta\otherfiles\myronovych_sumi\2010\628-dep_20.11.2010.xms
Tk P

a 0
Puc. 2.2, 7-AmunHo-3-mpem-0yTun-4-okco-6H-nupaszono[5,1-c][1,2,4]

Tpuasun-8-kapbounutpmwr: UK cnekrp (a), macc-criektp (0)

Crpoenue 7-amuHO-3-mpem-0yTri-5-okco-6 H-mupazoino|[5,1-c][1,2,4]-
TprasuH-8-kapOoHuTpHa (4) Takke mogrBepxkaact crekrp SIMP °C (puc. 2.3).
Curnan aToMOB yriiepoja B mpem-OyTUIBHOM Tpynme HaxoauTcs npu 27,89 m.n.,
uMeeTcst curiai aroma yriaepoaa npu 112,59 (C=N). Curnan atoma yriepoaa C-4

naet pacuiernsienue npu 146,6-146,68 m. 1.
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Puc. 23. Crmextp SMP BC  7-amuno-3-mpem-Gyrun-5-okco-6H-

nupasoio[5,1-c][1,2,4]-Tpuasuna-8-kapOoHuTpHIIa
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[Tpu KUISTYECHUN 7-amuHo-3-mpem-0yTuin-4-okco-6 H-nupasosno[5,1-
c][1,2,4]tpuazun-8-kapoorutpuna (4) B M30BITKE MypPaBbUHON KUCIOTHI MOTYYEH
3-mpem-6ytunnupumuio[4’,5’:3,4]mupazono[5,1-c][1,2,4]tpua3usn-
4(6H),11(10H)-numoH (5) (cxema 2.3) [167].

Cxema 2.3

B UK chnekrpe coeauHeHuss 5 uUCUYE3a€T XapaKTEPUCTUUYECKAs IOJI0Ca
MOTJIONICHNsS HUTPUIBHON rpymmbel mpu 2228 cm™, nmeromasics B8 UK crexTpe
HMCXOJHOTO COCIMHEHUS, U TOSIBIIACTCS HOBAsI MOJI0Ca NOTJIomeHus npu 1685 cM,
OTHECEHHAsl K BaJCHTHBIM KOJIEOAHUAM KapOOHUIILHOUM Tpynmbl B mojoxkeHund 11
rerepourkia 5. CoxpaHsercs XapakTepUCTUUYECKas MOJI0ca NOorjaomeHus mpu 1673
cM!, OTHEeCEHHAs K BaJICHTHBIM KOJIECOAHMSIM KapOOHHILHON IPYIIIE! B OTIOKEHAN
4 nupazonoTpHua3uHa.

B cnekrpe SAMP 'H OTCYTCTBYET UMEIOIIUICS B HAJIMYUU CUHIJIET IPOTOHOB
aMUHOrpynmnsl npu 6.25 m.a. g coenuHeHus: 4. IlosBiuseTcss CUHIVIET MPOTOHA
rpymmst C-H mpu 8.1 M.I., 9TO COOTBETCTBYET JHTEPATYPHBIM IAHHBIM.
Cunrnersl rpynin NH pacnionoxkens! npu 12.01 m.a. u 14.67 M.

Macc-crekTp 3-mpem-oytunnupumuno[4’,5’:3,4nupazono[5,1-c][1,2,4]
tpuasun-4(6H),11(10H)-auona (5) noarsepxaaer ero crpoenue ([M'] 260).

[Tpu KUMSTYEHUN 7-amuHO-3-mpem-0yTri-4-okco-6 H-nmupasoo| 5, 1-
c][1,2,4]tpua3un-8-kapOonutpuna (4) B IMIETOYHON Cpelie BBIACICH 7-aMHHO-3-
mpem-0yTun-4-okco-6 H-nupazono[5,1-c][1,2,4 |tpua3un-8-kapbamug (6) (cxema
2.4) [167].
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Cxema 2.4

Kunsiuenue B 1mienoyHoit cpene ATui 7-aMUHO-3-mpem-0yTui-4-okco-6H-
nupaszono[5,1-c][1,2,4]rpua3un-8-kapOoHOBOW KHCIOTHI (3) ¢ MOCIeAyIOmeH
HeWTpanu3aluenl KaaueBOM COJIM COCJUHEHUS] 7 MPUBOJUT K BBIICICHUIO /-
aMuHO-3-mpem-0yTun-4-okco-6 H-nupazono[5,1-c][1,2,4 |tpua3un-8-kapOboHOBOM

KkucaoTsl (7) [44].

Cxema 2.5

Otun 7-amuHO-3-mpem-0yTin-4-truokco-6 H-upazono[5,1-c][ 1,2,4]rpuaszun
-8-kapOoHOBOM KHUCTOTHI  (8) MOMy4YeH KHUISYCHHEM COeIWHEHUs 3 B cpefe
MUpUIMHA ¢ TIeHTacylbduaom docdopa (cxema 2.6).

Cxema 2.6.
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Temneparypa miaBiaenust coequnenus 8 (145-150°C ) u cmekrpaibHbIE
XapaKTEPUCTUKN COOTBETCTBOBAIM ONTMCAHHBIM B [74].

B nmannoMm moapasjene npuBeAeH CHHTE3 UCXOIHBIX COCTMHEHUH.

2.2. CHHTE3 HOBBIX IeTEPOKOHICHCHPOBAHHBIX U JIMHEHHO CBSI3AHHBIX
cHCTeM Ha OcHOBe 3-mpem-0yTwia-9-R- numpummao[4’,5 :3,4]mupa3sosnol5,1-

c][1,2,4]Tpua3un-4(6H),11(10H)-1uoHOB(THOHOB)

NuTepec B TUIaHE CHHTETUYECKUX  BO3MOXKHOCTEH  MPEACTaBISIOT
npou3BoJHbIe  nupuMmuao[4’,5’:3,4]nupasono[5,1-c][1,2,4]rpuasun-4(6H), 11
(10H)-nmuonoB. OnucaHo MOJIYYCHHE WX KHIITYCHUEM 7-aMHHO-3-mpem-0yTHi-5-
okco-6H-mmpazono[5,1-c][1,2,4]-rpua3un-8-kapOooHUTpHIIA C MYpPaBbHHOM
kucinoToir [167]. He omucanHo mnoiyuyeHHE aHAJOTUYHBIX KOHJECHCHPOBAHHBIX
CHUCTEM, UMEIOIINX METUJIbHBIA 3aMECTUTENb B MOJIOKEHUHU 9 rereponmkia. Hamu
HCCJIEIOBAHO B3aUMO/JICHCTBUE 7-aMUHO-3-mpem-0yTHii-5-okco-6H-nmupazonol[5,1-
c][1,2,4]-tpua3zun-8-kapbonuTpuia (4) ¢ yKCYCHOW KUCIIOTOH, JCIIHOW YKCYCHOM
KUCJIOTOM, YKCYCHBIM AaHTHUAPUIOM M CMECBHIO JIEASSHOM YKCYCHOM KHCJIOTBI U
YKCYCHOTO aHTUApHUJia. IKCIEPUMEHTAILHO YCTAaHOBJIEHO, YTO MPUMEHEHHE
YKCYCHOM KHCJIOTBI, UMEIOIIEH B HAIMYUHU BOJY, HE TIPUBOJIUT K KOHJICHCAIINH 7-
aMUHO-3-mpem-0yTui-5-okco-6 H-nmupazoino[5,1-c][1,2,4]-Tpra3un-8-
KapOOHUTpUIIA TIPU KUTISTYEHUU B €€ U30bITKe. BhiieaeHbl HCXOAHBIC TPOAYKTHI 110
JTaHHBIM Xpomartorpaduyeckoro ananusa. Kumsdenue 7-aMuHo-3-mpem-0yTui-5-
okco-6H-nupazono[5,1-c][1,2,4]-tpuasun-8-kapoonutpmna (4) B JeasHOU
YKCYCHOM KHCIIOT€ Tak)K€ HE TNPUBOAUT K OOpa3oBaHHIO 3-mpem-0yTui-9-
meTuinupumuo[4’,5’:3,4 Jnupaszono[5,1-c][1,2,4] tpuazun-4(6H),11(10H)-1mona
9), Kak  3T0  ObUIO  ONWCAaHO  TNpU  TONy4YCHHH  3-mpem-
oyrwimupumuno[4’,5’:3,4nupazono[5,1-c][1,2,4] Tpuasun-4(6H),11(10H)-auona
(5), Tme 3amMbIKaHWE NWKJIA TMPOXOAUT B CpeAe MYpPaBbUHOM KHUCJIOTHI TIPH

KHUIITYCHHH.
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s monydenus: 3-mpem-0yTun-9-meruwimupumuao[4’,5’:3,4 jnupazono[5,1-
c][1,2,4]rpuazun-4(6H),11(10H)-muona (9) u3 7-amuHO-3-mpem-0yTHII-5-0KCO-
6H-ttupazono[5,1-c][1,2,4]-tpuasun-8-kapoouutpuia (4) HCIONB30BAIA CMECh
JEJSTHOM YKCYCHOW KHUCJIOTBI U YKCYCHOTO aHruapuaa. Kumsuenue coeguHenus 4
CO CMECBIO JIEASIHOM YKCYCHOM KHCJIOTBI M YKCYCHOI'O AaHTHIPUIA BENET K
CHWJIBHOMY OCMOJICHHUIO U TIPAKTUYECKU HE MO3BOJISET BBIACIUTH MPOIYKT PEAKIIUU.
Bo u3bexxanne OCMOJIGHHS PEAKIMIO BEJM, HE JIOMyCKas KHIIEHHS pacTBopa (He
oonee 60°C) B Teuenuwe 18 u. IIpoBoamiam Xpomarorpaduueckuil KOHTPOJIb
MPOXOKJICHUS PEAKIUH 110 UCUE3HOBEHHIO B TPOOE UCXOAHOTO KapOoHUuTpuia (4).
Hcnonb3oBanu TpeXKpaTHBIM N30BITOK YKCYCHOTO aHTuapuia (cxema 2.7).

Cxema 2.7

—~_— W w s~

3-mpem-bytnn-9-merunmupumuo[4’,5:3,4nmupaszomno(5,1-c][1,2,4]
tpuasuH-4(6H),11(10H)-quoH TOJlydeH W TpPU KHIITYCHHH CMECH YKCYCHOTO
aHTHIIpUA U JICNSHOW YKCYCHOM KHUCIOTHI C /-aMUHO-3-mpem-0yTui-4-oxco-6H-
nupasoio[5,1-c][1,2,4]rpuazun-8-kapdbamuom (6), HO MJaHHBIA METOA HE
VICIOJIB30BAJIM B JAJIBHEUIIEM, B CBSI3U C JOMOJHUTEIBHOU CTaUEN — THIPOIU30M

COCIMHEHHUS 4, BCICACTBUE YETO OOIIHMI BBIX0I KOHEUYHOTO MPOIYKTa HUXKE.
[Ipensioxken clenyronMii MeXaHU3M 3aMblkaHus LUKiIa (cxema 2.7a).

VYKCycHass KHCJIOTa WIM YKCYCHBIM aHTHIPUZ AlWIMPYeT aMHUHOIPYIY B
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nojokenud 7 mwmpasono[5,1-C][1,2,4]tpuasuna ¢ oOpa3oBaHuem  7-
AlWINPOU3BOJHOTO IO OOIUIENpPUHATOMY MeXaHu3My. JlanbHeilmmass araka
HyKJeouaa, B KadyecTBE KOTOPOTO BBICTYNAET aMHUHOTIPYIIa KapOaMHIHOTO
OCTaTKa, MO KapOOHWILHOMY aTOMy YTJIEpOja alHMIbHOTO OCTAaTKa MPUBOIUT K
KOHEUHOMY MPOAYKTY — 3-mpem-0ytun-9-metunmupumuao[4’,5’:3,4]
nupazono|5,1-c][1,2,4]tpuazun-4(6H),11(10H)-auony. BepostHo, 4TO B Cilydae
[MUAHOTPYIIIIBI B TOJIOKEHUH 8 mmpasono[5,1-C][1,2,4]rpuazuna, peaxmus
IPOXOJUT 4Yepe3 CTaauio o0pa3oBaHMsS aMHJa, BCICJACTBHE THAPOJIU3a
IIUAHOTPYIIIIBI B KUCIIOHN cpelie, MPH HarpeBaHUH ¢ YKCYCHOW KUCIIOTOM 7-aMHHO-3-
mpem-0yTni-4-okco-6 H-mupasono[5,1-C][1,2,4]tpua3un-8-kapOoHHUTpHIIA.

Cxema 2.7a

3-mpem-bytnn-9-merunmupumuo[4°,5’:3,4nmupaszomno5,1-c][1,2,4]
tpuasun-4(6H),11(10H)-qnon mpeacraBisieT coOOW OeXEBOE KPHCTAIHUYECKOE
BemiectBo ¢ T.ul. > 300°C, HepacTBOpMMOE B BOJE, KHCIOPOJCOAEPIKAIIMX
pactBopuTelsix. CTpOSHHE ero MOATBEPKICHO JTaHHBIMH JJICMEHTHOTO aHAJIM3a U

CIICKTPAaJIbHBIMHU MCTOJaMH aHAJIN34d.
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B UK cnexrpe coeauHeHus 9 ucdes3aeT Mojoca MOTJIOMIEHUsS] HUTPUIbHOU
rpynmsl opu 2228 cM™, umerormasics 8 IK CIEKTPE UCXOJIHOIO COeAuHEHUs 4, U
TOSBIISICTCS HOBAS T10JI0CA MOTJIONIeH)s mpy 1675 cM™, OTHeCeHHas K BaJICHTHBIM
KOJIeOaHUSIM KapOOHUIILHOW TPYIIEI B mosiokeHuu 11 rerepouukia. CoxpaHsercs
XapakTepucThueckas rMoJjioca moryomeHus npu 1690 cM™, OTHeCeHHas K
BAJEHTHBIM  KoJeOaHUsIM  KapOOHWJIBHOW  TIpynmel B IOJOXKEHUU 4

nupasojoTpuasuna (4) (puc.2.4a).

RE

(I
i

Puc. 2.4. 3-mpem-bytun-9-metunnupumuno[4’,5’:3,4|nupazomno|5,1-

c][1,2,4] tpuasun-4(6H),11(10H)-xunon: UK crextp (a); crextp IMP 'H (6)

B cnektpe AMP 'H coenumenns 9 OTCYTCTBYET  CHHIVIET NPOTOHOB
aMUHOTpynmnsl npu 6.25 M.J., UIMEIOIIMICS B CHEKTPE UCXOJHOTO COEAUHEHUS 4.
[losiBsieTcst cunraet npotoHoB rpynnsl CHs- npu 2.1 m.a. Cunrnerst rpynn NH
pacriooxxensl Tipu 11.1 m.a. u 14.5 m.a. (puc. 2.40).

B Y@ cnektpe coeauHeHust 9 MMEIOTCA YEThIpe MaKCHMyma MOTJIOIICHUS
Amax 340 (Ig € 1,447), 277 (Ig € 0,977), 248 (Ig € 1,805), 219 (lg € 2,427).

Heoxxunanublil pe3yabTaT MOTy4eH HaMU NP KUIISTYEHUU 7-aMUHO-3-mpent-

OyTmi-4-okco-6 H-niupasono[5,1-C][1,2,4]tpuasun-8-kapbamuna (6) B H30BITKE
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YKCYCHOTO aHruapuaa. [lo JaHHBIM SJIEMEHTHOTO aHalu3a M CIEKTPaJIbHBIX
XapaKTEPUCTHK HaMU BEIJICIICH 6,10-nuanerun-3-mpem-0yTun-9-
MeTumupumuao[4°,5’:3,4nupazono[5,1-c][1,2,4]rpuasuu-4(6 H),11(10H)-tnon
(10) (cxema 2.8). Peaknuio Benu py KUTITIYCHUU B U30BITKE YKCYCHOTO aHTHIPUIA
B TeueHue 3 4. [lpoBomunm xpomMarorpauyueckuii KOHTPOJIb MPOXOXKICHUS
peaxiuu.

Cxema 2.8

Hapsany ¢ 3amplkaHMEM HOBOM TE€TEPOKOHACHCUPOBAHHOM CHCTEMBI
MPOXOIUT JanbHEnIIee alEeTUIIMPOBAHUE 3-mpem-0yTun-9-
Metwinmupumuao[4’,5’:3,4nupazono[5,1-c][1,2,4]|tpua3zun-4,11-nuona no aromam
a3oTa  TreTepolMkia ¢ obOpazoBanweMm  6,10-nuanerun-3-mpem-0yTun-9-
meTunupumuo[4’,5’:3,4 Jnupaszono[5,1-c][1,2,4]tpuazun-4(6H),11(10H)-auona
(10).

BcrpeunsiM cHHTE30M — aleTUIIMPOBAHUEM YKCYCHBIM aHTHAPUIOM 3-
mpem-0yTuin-9-metrnupumuao[4’,5’:3,4 jnupazono[S,1-c][1,2,4]tpuazun-4,11-
nvoHa (9) B OTCYTCTBHE pacTBOPUTENS BbIeNeH 6,10-auanerui-3-mpem-0yTui-9-

meTuanupumuo[4’,5’:3,4 Jnupaszono[5,1-c][1,2,4]tpuaszun-4(6 H),11(10H)-auon
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(10). OOGpa3upl coequHEHUMN, TOJYUYEHHBIX OMUCAHHBIMU METOJIAaMU, HE JaBajH
TEMIIepaTyphl ACHPECCHH TPHU CMEIIMBAaHUU OOpas3loB, a WX CIEKTpPaJIbHBIC
XapaKTEPUCTUKHU COBMAIAIIH.

Coenunenue 10 — xenToe KPUCTAJUIMYECKOE BEIIECTBO, HEPACTBOPUMOE B
BOJIC.

B UK cnekrpe 6,10-auanetmn-3-mpem-0yTiin-9-metuimupumuao[4°,5’:3,4]
nupazono|5,1-c][1,2,4]tpuazun-4(6H),11(10H)-auona XapaKTEPUCTHUCCKHEC
KOJIeOaHNsT KapOOHMIBHBIX IPYII Haxomsites mpu 1741, 1709, 1676, 1636 cm™.
Ncuesaror xapakrepuctuueckue kosnedanus npu 1634 (amun 1), 1624, 1601 (amun
IT), umeromuecs B UK cnektpe kapdbamuaa (6).

Macc cnekrp 6,10-nuanerun-3-mpem-0yTun-9-merunnupumuao[4’,5’:3,4]
nupazoio|5,1-c][1,2,4]tpuazun-4(6H),11(10H)-auona MOATBEPIKIACT ero
cTpykTypy: [M'] 358 (11.6) (puc. 2.5a).

1Bf—|
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a 0
Puc. 2.5. 6,10-Aunanetmn-3-mpem-0ytun-9-metmmupumuno[4°,5°:3,4]
nupasono[5,1-c][1,2,4]rpuasun-4,11-nuon: Macc-criektp (a); crexktp IMP 'H (6)

1
B cnektpe AMP "H coenunenus 10 mosiBIAOTCA /1Ba CUHIJIETa IPOTOHOB
MHTEHCUBHOCTHIO 110 3H npu 1,5 u 1,89 M.11., OTHECEHHBIE K TPOTOHAM METHUIIBHBIX

rpyam ancCTUuJIbHBIX OCTATKOB. COXpaHSIeTC}I CHUHIJICT IIPOTOHOB METHUJIbHOM
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IPYMNIbI B MOJIOXKECHUU C? rerepouukia 10 npu 2,3 m.a. (puc.2.56), KOTOPBIN 11t
3-mpem-0ytun-9-metunnupumuno[4’,5’:3,4 jnupazomno[5,1-c][1,2,4]rpuasun-
4(6H),11(10H)-nuona (9) pacnosoxes mpu 2,1 m.1.

CunresupoBanHbie 3-mpem-0yTnin-9-R-mupumuno[4°,5’:3,4nmupazono[5,1-
c][1,2,4]rpuazun-4(6H),11(10H)-muoubr  (5,9) wWCHONB30BaIM JUIS  OJTYYCHUS
HOBBIX HEONHMCAHHBIX MPOU3BOIHBIX. XOPOIIO HW3BECTHO, YTO OKCOTpyInmna B
TETEPOIMKINYECKNX  COCMMHCHHUSX  3aMEMIaeTCs Ha  THOKCOTPYIITY  TIO
OOMICTIPUHATOMY MEXaHHU3MY HYKJICOQUIHHOTO 3aMemleHusi (depe3 KOMIUIEKC
Meiizenreiimepa). Hamuuue nByx okcorpynn B 3-mpem-0yTui-9-R-
nupumuo[4°,5:3,4mupaszomno[5,1-c][1,2,4] tpuasun-4(6H),11(10H)-muonax (5,9)
MO3BOJISIET MPOBECTU HYKJICOQUIbHOE 3aMEIIEHUE UX Ha TUOKCOTpyNIbl. Peakiuu
MPOBOJIMIM B cCpene OE3BOMHOTO TMHUPUAWHA TIPH KHUIITYEHUH C H30BITKOM
neHrtacyibuaa gocpopa B TeueHue 5-6 4. M30bIToK meHTacyibduaa gocdopa
yAAJISIIU TIOCJIe OKOHYaHUSI Peakiuy JoOaBlIeHUEM JTMCTUIUTMPOBAHHON Bojabl. Bo
BCEX CIIy4asX BeIAeTWIN 3-mpem-0yTmin-9-R-mupumuno[4’,5’:3,4 Jnupazomno|5,1-
c][1,2,4]rpuasun-4(6H),11(10H)-autuonsl (11,12) (cxema 2.9).

Cxema 2.9
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B kavectBe mnoOo4yHOro mnpoaykra wu3 ¢uiIbTpara MpU MNOJIYYCHHUH
coemnHeHus 11 BeIETWIM € HEBBICOKHM BbIXOOM (8 %)  3-mpem-
oyrwmupumuno[4°,5’:3,4 Jnupazono[5,1-c][1,2,4]rpuasun-11(10H)-ou-4(6H)-
tioH (13). Ilpu monyyenuun coenvHenus 12 u3 guibTpara HE yAAIOCH BBLACIUTH
MO0OOYHBIN MPOIYKT, T.K. 00HAPYKEHBI TOJIBKO €T0 CIE/IbI.

Coenunenust 11-13  mpencTaBisiOT KPUCTAIMYECKHUE  OKpAaIlCHHBIC
BEIIECTBA, CTAOMIBHBIC ITPH XPAHEHNH, HEPACTBOPUMBIE B BOJIC.

CtpoeHne  coeAMHEHUN  YCTAHOBJIEHO  COBOKYMHOCTBIO  JIaHHBIX
3JIeMEHTHOTO0 aHanuza, Y ®-, K-, IMP 'H-, IMP 13C—, Macc CIIEKTPOMETPHUH.

Ha puc.2.6a IIPUBEJICH K CIIEKT] 3-mpem-
oyrunnupumuio[4’,5’:3,4 nupaszono[S,1-c][1,2,4]tpuazun-4(6H),11(10H)-
matrona  (11); a  rtakwke  ¢parmentel WK  cnektpoB  3-mpem-
oyrwimmupumuio[4°,5’:3,4 Jnupazono[5,1-c][1,2,4]rpuazun-11(10H)-ou-4(6H)-
THOHA (13) (puc.2.60) U 3-mpem-0yTun-9-mMeTu-
nupumMuo[4°,5’:3,4Jnupasono(5,1-¢c][1,2,4]rpuasun-4(6H),11(10H)-mutrona (12)
(puc.2.6B)
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Puc. 2.6. WK cnoekrp 3-mpem-Ooytunmupumuno[4’,5’:3,4]mupazomno[5,1-
c][1,2,4]rpuasun-4(6H),11(10H)-mutnona (a); ¢parmentet MK cnekrpos: 3-
mpem-oyTunnupumuno[4’,5’:3,4nupaszono|S,1-c][1,2,4]rpuazun-11(10H)-on-
4(6H)-TroHa (13) (0) u 3-mpem-0yTun-9-mMeTui-
nupumuio[4’,5:3,4nupaszono[S,1-c][1,2,4]tpuazun-4(6H),11(10H)-qutrona (B)

CpaBnenne MK cnektpoB coegunennit 11-13 mokaseiBaer, uro B UK
CIIEKTpE 3-mpem-6ytunnupumuio[4’,5’:3,4Jmupazono[5,1-c][1,2,4]Tpra3un-
11(10H)-om,4(6H)-tnona (13) mpu 1679 oM™ HMeeTcs XapaKTEpHCTHUECKOE
konebanne KapGoHmIbHOM rpymmbl (C7=0), orcyrcrBytomee B MK crexTpax
coenquHenuid 11,12. OTHeceHUe MOJOCHI MOTJIOMICHHUS MPOBEAECHO HA OCHOBAHUU
TEOPETUYECKUX JAHHBIX U CIEIYIOIIUX BBIBOJOB U3 AKCIEPUMEHTAIBHBIX JTAaHHBIX
o pacTBOpuMOCTM B mienoyHoil cpene. Coemunenust 11,12 pactBopumbl B
HIEJIOYHOW Ccpeie, YTO OOYCJIOBIIEHO TayTOMEPHBIM MPEBPAIICHUEM THOHHOMN
dbopmbl B THONBHYIO hopMy 11a,12a (cxema 2.10), BciaeacTBUE HAJIMYMS TPOTOHA
npu atome asora B nosoxkernnn N™° rerepounkia. Coenaenne 13 HEPaCTBOPHMO
B IIEJIOYHOU Cpejie, UYTO MOKHO OOBSCHUTH HEBO3MOXKHOCTHIO TIEpeX0/ia THOHHOU
(GbopMBI B TAyTOMEPHYIO THOJBHYIO (hOpMY, BCIEACTBUE OTCYTCTBUS MPOTOHA TIPH

5 .
atome N°. Bo3MOKeH TayTOMEpHBIN MEPEXO]] OKCOrPYIIbl B THAPOKCUTPYIIILY,
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HaxoJsIIeNcs B NoyIokeHuu 11 rereponmkia, HO JaJbHEUIINE UCCIEAOBAHUS 110
METWINPOBAHUIO TUOKCOTPYIINBI, ITOKA3aJIM, YTO coenuHeHne 13 He moasepraercs
METWJINPOBAHUIO HOIUCTBIM MeTUIOM. Bee nepeuncnennsie (pakTopbl OAHO3HAYHO
MOATBEPKAAIOT OTHECeHHe monoc noryomenns B MK cnekrpax coenunenui 11-
13.

Cxema 2.10

Basenrneie koneGanuss rpymmn C=S pacmomnoxkensl mpu 1272 u 1175 cm™
(coemuuenne 11); 1199 u 1123 cm™ (coemuuenne 12) u 1176 cm™ (coeanHenne
13), uTro cooTBeTCTBYET JMTepaTypHbIM AaHHbIM [170]. “CkeneTrbpie” KoneOaHuUs

TPHUA3MHOBOTO KoJiblla HaxosaTcs npu 1094, 1030, 945 emt,

14.4978
11123
13618

6.5616
33166
—2.5003
—21039

Kr 9078 IMO

T T T T T T T T T T T T T T T T T T T T T T T T T T y t T
15.0 14.0 13.0 12.0 11.0 10.0 9.0 8.0 7.0 6.0 5.0 4.0 3.0 2.0 1.0
(ppm)

Puc. 2.7. Cnektp SIMP 'H  3-mpem-6yTnia-9-MeTHIMHPUMUIO
[4°,5:3,4]mupazomno5,1-c][1,2,4]rpuazun-4(6H),11(10H)-qutrona
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Crextpsl SIMP 'H moxrBepxkmaroT CTPYKTypsl coexmHenmii 11-13.
Tunuunelid criektp npuBeaeH Ha puc.2.7. Ilpm 1,36 - 1,38 m.n. pacnonoxeH
CUHTJIET MPOTOHOB mpem-OyTUIBHOW Tpymnibl, UHTEHCUBHOCThI0O 9H. Cunrier
nportona mpu C° rerepoumkia Haxogutes npu 8,15 m.a. coemmmenmit 11,13, a
CUHTJIET METHJILHOW TPYIIbl coeauHeHus 12 pacnonoxxed mpu 2,1 m.a. CuHTIETHI
MPOTOHOB MpHU aToMax a3zoTa coeauHeHui 11-13 pacmomoxensl npu 11,1 M. u
13,2-14,5 m.1.

Hna  3-mpem-6yrunmupumuno[4’°,5’:3,4nupazono[5,1-c][1,2,4]Tpuazun-
4(6H),11(10H)-mutrorna (11 ) cusr coektp SIMP °C (puc. 2.8). OtHecenne
CUTHAJIOB aToMOB yrieponaa cienyromee: 27,83 (C-(CHj)s); 37,57 (C-(CHy)s);
101,6 (C-12); 143,46 (C-7) ; 147,75 (C-3); 149,29-150,88 (C-4); 155,25 (C-13);
163,35 (C-9); 179,97 (C-11). Cpasuenme co cmexktpom SIMP “°C  (puc.2.3) 7-
aMHUHO-3-mpem-0yTui-4-okco-6 H-nupa3zonol[5,1-C][1,2,4] rpuasun-8-
KapOoHuTpuia (4) MoKas3bIBa€T, YTO OTCYTCTBYET CHUTHAJ aTOMOB yTJepojia MpHu
112,59 ™M.n., OTHECEHHBIM K aTOMy YIJIEpOJa ILMAHOTPYHIbl COEAUHEHUA 4.
Curnanasl aToMOB yTiepojia mpem-OyTUIBLHOTO 3aMECTHUTEN TMPAKTHUYECKH HE

MeHsIoT cBoM 3HaueHwus (27,89 (C-(CHz)s); 37,11 (C-(CHs)s) miast coequuenus 4).

TEN S \

|
MW

Puc. 2.8. Crmexktp SIMP °C 3-mpem-6yrunmmpumuno[4’,5’:3,4]mupasomno[5,1-

c][1,2,4]rpuasun-4(6H),11(10H)-autnona
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Curnas aroma yriaepojia B MOJOKECHHUH C* coemunenus 11 (149,29-150,88
(C-4) HEeCcKONbKO CIOBHHYT, YTO MOKHO OOBSCHUTH HAJIMYMEM THOKCOTPYIIIBI B
reTepOLUKIIE, a JUIsl coequHenus 4 cocrapisaeT 146,6-146,68 (C4).

Macc cnektpsl 3-mpem-0yTmin-9-metmmupumuno[4°,5’:3,4nmupazono[S,1-
c][1,2,4]rpuazun-4(6H),11(10H)-nutroHa (307 [M]) u  3-mpem-
oyrwimupumuao[4°,5’:3,4 Jnupazono[5,1-c][1,2,4]rpuaszun-11(10H)-ou-4(6H)-
TuoHna (276 [M']) moaTBepkaat0T X CTPYKTYpy (puc.2.9).

P02 can 4 _1_MASS SPECTRUM JER;

ABLE E

] 3
0] i

1%

N w { wlm| ¥
;45 Py \ga : ‘m I{‘ T
Sullel el
LAV P —— P R
a 0
Puc. 2.9. Macc cniektpsl: 3-mpem-oytunmupumuno[4’,5’:3,4] nupa3zono[5,1-
c][1,2,4]rpuasun-11(10H)-ou-4(6H)-tnona (a); 3-mpem-0yTun-9-

meTunupumuo[4',5':3,4Jnupasono[5,1-c][ 1,2,4]rpuasun-4(6H),11(10H)-

nuTroHa (0)

3-mpem-bytun-9-R-nmupumuno[4’,5°:3,4|nupazomno[5,1-c][1,2,4]rpua3un-
4(6H),11(10H)-mutnonsr (11,12) uMer0T B CBOEM COCTaBe JBE THOKCOTIPYIIIHI.
XOpoImIo HW3BECTHO, YTO THOKCO(METHIMEPKAIITO)IPYIIIBI JIETKO TOJIBEPTatoTCs
HYKJICOQUIHbHOMY 3aMEIICHHIO TPH JCHCTBUH aMHUHOB M HMX IPOHM3BOJHBIX,
rHjpa3suHa, CIUPTOB M JAPYrUX HYKICOQHUIbHBIX areHToB. Hamnmuwe AByx

THOKCOTPYII B TE€TEPOILMKIIE BBI3BIBAET BOMPOC: MO KAKOMY TMOJIOKEHHUIO OyIeT
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MPOXOJUTh aTaka Hykieodunaa? PaccMorpeHnue cTpykTypbl coeauHenun 11,12, a
Tak)Ke coeuHEeHHs 13 mOo3BOJIAET YTBEp)KIaTh, YTO HYKJICO(DUIHHOE 3aMEIICHHE
GyzeT IPOXOMMTH 10 THOKCOTPYIIe B mooxenne C TeTepolrKiIa, YTO MOXKHO
OOBSCHUTH TayTOMEpPHBIM paBHOBecueM (cxema 2.10), KOoTOpoe CIBHHYTO B
CTOpOHY MepkanTogopmbl B 1ienoyHoil cpene (11a,12a). Tuokcorpymnma B
MOJIOKEHUH 4 TeTepolrKia HE MEePeXOAUT B TaAyTOMEPHYIO MepKanTo(opmy, 4To
OOyCIIOBJIGHO CTPOEHHEM TETEPOLUKINIECKOM CHCTEMBI. KCIEPUMEHTAIBHO
MIOJTBEPKCHO, 4TO 3-mpem-6ytunnupumuiol[4’,5’:3,4Jnupazono[5,1-
c][1,2,4]rpuasun-11(10H)-ou-4(6H)-tvon  (13) He BcTymaer B peakiHu
HYKJICO(DUIBHOTO 3aMEIEHHS 110 THOKCOTpyTine B monoxennn C* rerepormiia.

[Ipu xunsuenun 3-mpem-0yTnin-9-R-nupumuno[4’,5’:3,4nupazono[5,1-
c][1,2,4]rpuasun-4(6H),11(10H)-mutnona (11,12) ¢ rTHIpasuHTHIPATOM B
CIIUPTOBOM cpefie B TedeHne 12-20 4 BBIACTIIN C HEIUIOXUMU BbhIxogamu (78-61%)
3-mpem-0ytun-11-ruapazuno-9-R-mupumuo[4’,5’:3,4nupazono[5,1-c]
[1,2,4]tpuazun-4(6H)-tuonsr (14,15) (cxema 2.11).

Cxema 2.11
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KoHeunbie mpoayKThl BbICISUIM ToaKucieHueM pasdasienHord HCI mo pH
5-6. Ilonyunnu OKpallleHHbIE KPUCTAIIMYECKUE BEIECTBA,
XpaHEHUH,

CTOMKHE IIpH
iaBsuecss 0e3  pasziokeHus. MexXaHu3M  HyKJI€O(UIBHOTO
3aMEIIECHHUs] TUOKCOTPYNIbl Ha THUJPA3WHOBYIO NPOTEKAET IO OOUICHPHHITOMY
MEXaHU3My  JUII  TETePOLUMKIMYECKUX  COCIUHEHUU
MeinseHreimepa.

gepes

KOMILJIEKC
Crpoenue coemuHennii 14,15 ycTaHOBIEHO MO JaHBIM 3JIEMEHTHOTO
aHaJu3a U CIEKTPAJIbHBIM XapaKTEPUCTUKAM.

B Y® cnekrpax coenunenuit 14,15 uMeeTcs B HaJIWYUKU MaKCUMYMBbI

norsiomenns pu 319,6 (0,502), 263,8 (2,17), 213,6 (1,511) (coequnenue 14) u
IIPUBEICH puc.2.10a.

281,8 (1,121), 2104 (1,555) (coemuuenue 15). Y@ cnexktp coemuHenHus 15
Ha

Macc CIIEKTP 3-mpem-0ytun-11-
ruapasuHonupumMuao[4’,5’:3,4nmupazono[5,1-c][ 1,2,4]tpuazun-4(6H)-truona(14)
MOATBEPKAACT ero CTpyKTypy (puc.2.100).

Intensd.- 05, 01 Imin#(1-50]
il 321280
4
; 200,145
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g ” CTTRTNGS, Werd 211
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\A
1800k \\/ \\ & 1 1000
- :
¢ \ : ¢ CTTHTANGS, Werhia 3131
\ s 3130054
\ SN 000 -
. \ / N
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\ & § e 12604
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Puc. 2.10.

YO

CIIEKTP 3-mpem-6ytun-9-metun-11-
ruapasuHonupumuo[4',5":3,4Jmupasono[5,1-c][ 1,2,4]rpuasun-4(6 H)-tnona
Macc  CHEKTp
c][1,2,4]rpuazun-4(6H)-troHa (0)

3-mpem-0ytun-11-runpazunonupumuno[4',5':3,4nupazono[5,1-

(a);
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B UK cnekrpax coenunenuid 14,15 uMerOTCS XapakTepUCTUUYECKUE MOJIOCHI
nornomenust rpymast NH mpu 3452 om™ (coenumenne 14) u 3444 com™
(coenuuenne 15) u rpymmer NH, mpu 3307 u 3198 cM™, COOTBETCTBEHHO.
Xapakrepucriaeckoe konebanne rpymms C=S pacrmonoxeno mpu 1199-1200 cm™.

UK cnektp coenqunenus 15 npeacrasien Ha puc.2.11a

o i T | TR R BB, B T e T L - T

E ASILM Samp 005

S Uf—

1 1 n w s : :
L\Fr, L‘g L\:)k rJ L ﬁ‘

nnnnn

a 0

Puc. 2.11. UK cnektp 3-mpem-06ytun-1l-runpaznno-9-MeTUIINPUMUIO
[4',5":3,4]mupazono[5,1-c][1,2,4]tpuasun-4(6H)-trona(a); cmextp SIMP 'H 3-
mpem-0ytun-11-rugpazunonupumuaol4',5':3,4 nupazono[5,1-c][1,2,4 | Tpuazun-

4(6H)-troHa(0)

B crekrpax SIMP 'H coemmnennii 14,15 (puc.2.116) coXxpaHSeTcs: CHHITIET
MPOTOHOB mpem-OyTwibHOU Tpynmnel npu 1,35-1.4 wm.a. Ilpu 6,5-6,6 wm.n.
PacCIoOKEHbl CUTHAJIBI MPOTOHOB THUIPA3MHOBOM TPYIIBI MHTECUBHOCTHIO 3H.
Cunrner npotoHa mpu C° TeTepoLHKIa PACIOIOKEH mph 8,4 M.I. (COeaHHEeHNUe
14), a cuHIJIET NPOTOHOB METHJIBHOW IpYyNIbl cCOeAUHEeHUs 15 — nipu 2,45 m.1.

Ha  ocnoBe  ruapasumHonpous3BogHbIX  1,2,4-Tpua3duHa  ONMCaHbI

MHOTOYHCJICHHBIC IMPOU3BOAHBIC, KOTOPLIC JICTKO HOJY4YarOT C HCIIOJIb30BAHUCM
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METOJIOB M NIPUEMOB OpraHuueckor xumuu. B nureparype onucano [169], uto nipu
JNEUCTBUM HUTPUTA HATPpUS B KHUCIOW Cpele Ha THAPA3HHOIPOW3BOIHBIC
pPa3IMYHBIX  TETEPOLMKIMYECKUX  CHUCTEM  BBIIETSIOT  COOTBETCTBYIOIINE
TETPa30JONPOU3BOJIHbIE. B KauecTBe KHUCION Cpeabl MPUMEHSIIOT pa3IuvHbIC
MUHEpaIbHBbIC KUCIOTH. Hamu mcciaenoBanbl peakiuy B3auMOJICHCTBUS HUTPUTA
HaTpusi B cpene oprodocdopHO KHUCIOTH WM MOIUPOCHOPHON KHUCHOTHI C
TUAPA3UHONPOU3BOAHBIMU 1,2,4-TpuazuHa. B 3aBUCMMOCTH OT NpPUMEHSAEMOU
KHCIIOThI B KaQU€CTBE CPelbl MPHU B3auMojaeucTBuu 3-mpem-0yTun-11-ruapasuno-
9-R-tmupumuo[4',5':3,4 nupazono[5,1-c][1,2,4|tpuazun-4(6 H)-tuono (14,15) ¢
HUTPUTOM HATPHUS BBIICICHB KOHJECHCHPOBAHHBIC CHCTEMBI  Pa3IMYHOTO
CTPOCHHUSI: 3-mpem-6ytun-11-a3uno-9-R-mupumuno[4',5':3,4 Jnupazomno[5,1-
c][1,2,4]rpuasun-4(6H)-tuonsl (16,17) (cxema 2.12) u 3-mpem-6ytnin-9-R-13H-
terpazotio[1",5":3" 4" lTmupumuno[5',6':3,4 jnupazono[5,1-c] [1,2,4]Tpuazun-4-oHsbl
(18,19) (cxema 2.12).

Cxema 2.12

Bo Bcex cnywasx peaknuio Bemu npu 0°C u mepememmBanun. BomaHbIi
pacTBOp HUTPHUTA HaTpus A00AaBISUIM TPU HHTEHCUBHOM II€pEeMEUIMBAaHUM U
nepememmmBan 30 muH (coeaunenus 16,17) wim 3 u (coemunenus 18,19).
[TpoaykThl peakiuu BBIMAJATM B OCaJOK (XpoMarorpapuueckuii KOHTPOJb

IMPOXOKACHUA peaKHI/II/I). HOHy‘—II/IJ'II/I KPpUCTATNINYICCKHNEC OKPAIICHHBIC COCAMHCHUA,
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pacTBOpPUMBIE B KHUCIOPOACOJEPKAIIMX PACTBOPUTEINSAX, HEPACTBOPUMBIE B BOJE,
xyiopodopme, 6eH3017Ie€.

[Io naHHBIM 3JIEMEHTHOIO aHalM3a M CHEKTPaJIbHBIM XapaKTepUCTUKAM
YCTaHOBJICHO, 4YTO KuIsidyeHue coeauHenuit 14,15 B cpeme mnomudocdopHOi
KHCIIOTBI ~ MPUBOAUT HE K oXugaeMbM  3-mpem-0ytmi-9-R-13H-
terpazoiio[1",5":3" 4" Tmupumuno[5',6':3,4 jnupazono[5,1-c][1,2,4]Tpuazun-4-
tuoHaMm (18a,33a) (cxema 2.13), a k poAYKTYy TUApPOIU3a coeaquuennii 18a,33a no
THOHHOII rpymme B monoxennn C* rerepormkna —  3-mpem-Oytun-9-R-13H-
terpazoiio[1",5":3" 4" lTmupumuo[5',6':3,4 jnupazono[5,1-c] [1,2,4]Tpuazun-4-onam
(18,33).

Cxema 2.13

Coenunenust 18,33 mpencTaBisilOT  OKPAILICHHBIE  KPUCTANIMYECKHE

BEILIECTBA, HEPACTBOPUMBIE B BOJIE M PaCTBOPUMBIE B nupuanne, [[M®DA.
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B K CIIEKTpE 3-mpem-6ytun-11l-azuno-nupumuao[4',5':3,4]
nupasono[5,1-c][1,2,4]rpuasun-4(6 H)-tuona (16) (puc.2.12a) mpu 2137 cm™
UMEETCs XapaKTEepUCTUYECKasi I0JIoca IMOTJIONICHHS, OTHECEHHAss K BaJICHTHBIM
koneOanusim Tpymmbl Ns, orcyrctBytomass B UK cnekrpe coemunenmii 18,33
(puc.2.126). B K CIIEKTpe 3-mpem-0yTun-13H-
terpazoiio[1",5":3" 4" lTnupumuno[5',6':3,4 Jnupazono[5,1-c][1,2,4]Tpuazun-4-oHa
(18) mosBIISIETCS MOJIOCA TOTIOMIEHHs KapOoHmbHOM rpymmsl (C*=0) mpu 1708
cm™, otcyrerByromast B MK criektpe coemuHeHnst 16 U HCXOMHOTO 3-mpem-GyTHil-
11-ruapasunonupumuzol[4',5":3,4nupazono[5,1-c][1,2,4]  Ttpuasun-4(6H)-tTrnoHa
(14) (puc.2.128). B UK cnekrpe coenuHeHuss 18 HeT B  HaIU4YUHU
XapaKTEePUCTHYECKOI MOJIOCHI MOMTOMEH s THOHHON Tpymms! (pu 1199 em™ s

coequuenus 14 v npu 1200 cm JUIsl coeiuHeHus 15).

Puc. 2.12. @parmentet UK cnextpos: 3-mpem-0ytun-11-azumo-
nupumuo[4',5':3,4] mupazono[5,1-c][1,2,4]tpuazun-4(6H)-truona (a); 3-mpem-
oytun-13H-tetpazono[1",5":3",4' nupumuno[5',6':3,4mupazoino[5,1-c][1,2,4]

TpuasuH-4-ona; 3-mpem-Oytuin-1l1l-ruapaszunonupumunol4',5':3,4 Jnupazono[5,1-

c][1,2,4] rpuazun-4(6H)-TroHa (B)
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Macc cnektpol coeaunenus 18 (2.13 a) u coegunenus 16 (puc.2.13 6)

MOATBEPKAAIOT UX CTPYKTYPY.

308 007E

0a.0073

g RER L wd B b wdERE

-
W L

Puc. 2.13. Macc CIIEKTPBI: 3-mpem-06yTun-13H-
terpazoio[1",5":3" 4" lTnupumuno[5',6':3,4 Jnupazono[5,1-c][1,2,4]Tpuazun-4-oHa
(a); 11-a3uno-3-mpem-Oyrunmmpumuno[4',5':3,4 jmupazomno[5,1-c][1,2,4] TpuasuH-
4(6H)-troHa (0)

[I1poKo UCHOJIB3YIOT BHYTPUMOJIEKYIISIPHYIO KOHICHCALIMIO TIPH IEWCTBUH
KapOOHMJIbHBIX COETUHEHUM Ha TMJIPa3uHOBYIO IPYIIY, B CIy4yae HAJIU4YUs aToMa
a30Ta B COCEIHEM IOJIOKEHUU TETEPOLMUKIOB Pa3IMYHOrO THUMA, C MOJy4YeHHEM
HOBBIX I'€TEPOKOHJECHCUPOBAaHHBIX cucTeM. HaMu mccinenoBaHO B3aMMOJEHCTBHE
coenuHeHus 14 ¢ mypaBbUHOM KHUCIOTOM (cxema 2.14) .

Peakumio mpoBOAMIM MpU KUTNISTYCHUU B TeueHue 6-7 1 3-mpem-0Oytun-11-
ruapasuno-9-H-nmupumuo[4',5':3,4 nupazono[5,1-c][1,2,4]rpuasun-4(6 H)-tnona
B M30BITKE MyPaBbUHOMN KUCIIOTHI.

[InanupoBanu  MPOXOXKIAEHHE  peakuud  (HOPMUIUPOBAHUSA IO
TUAPA3UHOIPYIINIE € TOCIEAYIOIIEM BHYTPUMOJIEKYJSIPHOW  KOHJEHCaluen
bopMHIIbHON TPYIIIbI 3-mpem-0ytun-11-(2-popmunruapasuno)-9-R-
nupumuo[4',5':3,4nmupazono[5,1-c][1,2,4]rpuasun-4(6 H)-tuonor (19) mo aromy
asora N'° rerepoumkia ¢ 06pazoBaHHEM HOBOH TeTEPOKOHICHCHPOBAHHOI

cucTeMBI — TuIa 19a.
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Cxema 2.14

OnHako, TaHHBIE AJIEMEHTHOIO aHAJIN3a U CIEKTPAJIbHBIE XapaKTEPUCTUKU
MOKAa3ajy, YTO B YCIOBHUAX DKCIIEPUMEHTA MPOXOJUT TOJIBKO (POPMHUIMPOBAHUE T10
TUAPA3UHOBON rpyIe c MOJIyYEHUEM 3-mpem-0ytun-11-(2-
dbopmuaruapasuHo JuupumMuao|[4',5":3,4 jnupazono[5,1-c][1,2,4]rpuaszun-4(6 H)-
tioHa (19). JlanmpHelinas BHYTPUMOJIEKYJIIpHAs LMKIM3ALUs HE MPOXOIUT B
YCJIOBUSIX MPOBEACHHOTO 3KclepuMeHTa. (CrieliaHa MOIMbITKA MPOBECTU PEAKIIUIO
BHYTPUMOJIEKYJIIPHOM LMKJIW3ALMK IYTEM KUIISTYEHUs coeauHeHus 19 B
IIOJIIPHOM PACTBOPHUTEIIE B YCIIOBUSAX TEPMUUECKOIO U MUKPOBOJIHOBOI'O Harpesa
UL TIOJYYEHUs  CJIO0XHOM  KOHJICHCUPOBAHHOM  CHUCTEMBI, BKJIIOYAIOLIEH
TETPa30JIbHBIN IIUKJI. Y CTAHOBJICHO IO JaHHBIM XpoMmaTorpaduu, 4To peaxkius He
npoxoaut. B UMK crnektpe coeauHenuss 19 mosiBageTcs moJjioca MOTJIOIMICHUS
KapOOHUJBLHON Tpynnel mpu 1679 em™, OTCYTCTBYIOILIAsl B CIIEKTPAX HMCXOIHBIX
coenuHeHusX. COXpaHsIeTcsl XapaKTepUCTUYECKOe KOJeOaHWe THOHHOW TPYIIIIBI

mpu 1175 em™ (puc.2.14a).
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B cnektpe SIMP 'H, manpumep, coemuuenns 19 (puc. 2.146) cumrier
nporona C*-H pacrmonoken mpu 8,35 M., a cuHrier mportona rpymmsi CHO

Haxoautes npu 10,48 m. 1.
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Puc. 2.14. UK crextp (a) u crnekrp SIMP 'H (6) 3-mpem-6yrun-11-(2-
dbopmuaruapasuHo JnupumMuao[4',5':3,4 lnupazono[5,1-c][1,2,4]rpuaszun-4(6 H)-

THOHAa

['unpasuHONIPOW3BOAHBIE  TETEPOIMKINYCCKAX  COCAMHEHHH  JIETKO
BCTYNAIOT B pEaKIMH C apOMaTUYCCKUMH aibAeruaamMu. 3-mpem-byTtmin-11-
ruapasuHonupumuo[4',5":3,4Jmupasono[5,1-¢][1,2,4|rpuasun-4(6 H)-tuon  (14)
Py B3aMMOJICHCTBHHM C apOMaTUYECKUMH anibaerugamMu (OCH3adbACTUIOM, -
OpoMOEH3aIbJACTHAOM, HN-HUTPOOCH3AIBIACTTAOM, #-XJOPOCH3aIBIACTTAOM, /-
JTUMETHIAMUHOOCH3AbICTUIOM, 3,4-TUTUIPOKCUOCH3ATBACTHAOM) B CIUPTOBOM
cpelne TMpU KUNSYCHUH B TMPUCYTCTBUU KATAIMTHYECKUX KOJIMYECTB CEPHOMU
KHCIIOTBI  O00pa3yloT COOTBETCTBYIOIIUE THAPA3OHbI — 3-mpem-OyTun-11-
apuiaeHruapasuHonupumuno[4',5":3,4 Jnupazono[5,1-c][1,2,4|rpuazun-4(6 H)-

onbl ( 20-25) (cxema 2.15). B 3aBUCHMOCTH OT MPUPOJIBI apuiiaibJAeTHIa BIXOa
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MPOJYKTOB peakiuu cocTaBsitoT 66-85 %. Coequnenus 20-25 HepacTBOPUMBI B

BOJI€, CIIUPTE, alleTOHE, OEH30J1e, HO XOPOILIO PACTBOPUMEI B nupuaune, [[M®DA.

Cxema 2.15

UK cnektper coennnenuit 20-25 mOATBEPKIAAIOT UX CTPOCHHE. THUIHYHBIN

UK cnexktp npuBesieH Ha puc.2.15 a.

Puc. 2.15. 3-mpem-byrun-11-penumunenruapazunonupumuno[4',5':3,4]
nupasono|5,1-c][1,2,4]tpuasun-4(6H)-on: UK cnektp (a); macc criektp (0)

B cnekrpax AMP '"H coemuneHnii 20-25 UMEIOTCS B HAIMYHH CHHIJICTHL
MPOTOHOB mpem-0yTuiibHOM rpynnsl npu 1.29-1.33 m.1. MynbTUIIIETH TIPOTOHOB
(hEeHWIBHOTO KOJIblIa PACIoioKeHbl npu /.7-8.3 M.11. B 3aBucMMOCTH OT Hamu4us
3aMecTuTeNeld B (EHUIBHOM KOJbIlE HAOMIOJAI0T MYJIBTUILIETH MPOTOHOB

unTeHcuBHocThio SH, 4H wiu 3H (puc.2.1a).
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Puc. 2.16. Macc-cnektp 3-mpem-0ytun-11-(n-opomdennnuacH
ruapasuHo ) nupumuao[4',5":3,4Jnupazomno[5,1-c][1,2,4]rpuazun-4(6H)-oHa; ceKTp
SAMP 'H 3-mpem-0ytnn-11-ruapaznno-10-(1'-pernndyranon-3'-
win)nupumuo[4',5':3,4] nmupasono[5,1-c][1,2,4]rpuazun-4(6H)-troHa (0)

Macc cnektp coequnenus 21 npuBeneH Ha puc. 2.16 a, a coequnenus 20 —
puc.2.156. 3-mpem-Byrun-11-ruapasuno-10-(1'-pennnOyranoH-3'-WiT)TUPUMHUIO
[4',5":3,4]mupazono[5,1-c][1,2,4]tpuasun-4(6H)-tnon  (34)  TOAyYWw I M  TIPH
kursiauennn (30 4) OeHzanballeToOHa ¢ coeAuHeHueM 14 B CIHMpPTOBOM cpene.
BMECTO OXKHAAEMOr0 THAPA30HA MPOILIO alKiiupoBanue mo atomy N
rerepouukia (cxema 2.15a). OcymectBisnu XpomaTorpaduyeckuii KOHTPOJIb

MIPOXOXKIEHUS PEAKIUU.

Cxema 2.15a
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B UK cnekrpe coegunenuss 34 npu 1699 cm™ HaXOJIUTCSA BaJICHTHOE
xonebanue rpymms C=0, a mpu 1175 cm™ — BanenTHoe KoteGanne rpymmsr C=S.
Crextp IMP 'H noxrsepxmaer crpyktypy, 8, m.a: 1,4 ¢ (9H, Bu-t), 2.5 ¢ (3H,
CHs), 2,7-2,9 n (2H, CHp), 6,1-6,2 1 (NHNH,), 6,8 ¢ (NHNH,), 7,1-7,6 m (5H,
Ph), 8,4 ¢ (1H, CH), 8,9 ¢ (1H, CH,,;,) (puc.2.1606).

Tuokcorpynma Jerko moJBepraeTcsi aaKWJIMPOBAHUIO TMOJ JEHCTBHEM
ANIKWIIMPYIOIUX areHToB. Hamu wucclieoBaHbl peakiuu alKUIUPOBAHUS TIOA
JEUCTBUEM MOAMCTOrO METWJa U aJKWITrajJoreHusoB. Bo m3bexxanue ocmolieHus
peakiy MPOBOAWIA B BOJHO-CIUPTOBOM pPACTBOpPE IIEIOYM MPU HEBBICOKUX
TEMIIEPATypax. MetunnpoBanue 3-mpem-0ytun-9-R-nmupumuno[4',5':3,4]
nupasoio[5,1-c][1,2,4]rpuazun-4(6H),11(10H)-mutrona  (11,12)  #HoaucThiM
METHJIOM TIPOBOJIMIM TPH KOMHATHOM TEMIEpaType B BOJHO-METaHOJIHLHOM
pactBope eakoro Hartpa (cxema 2.16). IIpomykT MeTWIMpOBaHUS BBINAJAECT B
OCaJOK 1O Mepe MpoXoXAeHUs peakuuu. [IpoBoamnu Xpomarorpapuueckuii
KOHTPOJIb MPOXOXKJIEHUS peakuu. Beinenunu 3-mpem-0ytun-11-mMetunmepkanro-
9-R-niupumuno[4',5":3,4mupazono[5,1-c][1,2,4]rpuasun-4(6 H)-tuousr (26, 27),
IPEJCTaBISIIOIINE COO0M KPUCTAIIIMUECKHUE BEIIECTBA, HEPACTBOPUMBIE B BOJE U
KHUCTIOPOJICO/ICPXKALIMX OPTraHUYECKUX PACTBOPHUTENSAX, HO PACTBOPHMBIE B

MMAPUJIVHE.

Cxema 2.16

R H (11, 26), Me (12,27)
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B UK cnekrpax coenuHeHuid 26,27 ucue3aeT XapakKTepUCTUUYECKas MOJIoca
noryionieHus npu 1199-1272 em™ (C=S), numeromasicst B UK CIIEKTpPax HCXOJHBIX
coemuuennii (11,12) u coxpasercs moxoca mormomenns mpu 1156 — 1147 em™,
OTHECEHHAass K BaJCHTHBIM KOJICOAHUSIM THOHHOM Tpynmnbl B TOJOXKEeHUH 4

rerepoiukia (puc. 2.17a).
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Puc. 2.17. WK cnektp 3-mpem-Oytun-ll-meTunmepKanTonupuMuIo-
[4',5":3,4]mupazoino[5,1-c][1,2,4]rpuazun-4(6 H)-troHa (a) u 3-mpem-0ytun-11-(u-
OyrunmepkanTo)nupumuao[4',5':3,4 Jnupazono[5,1-c][1,2,4]tpuasun-4(6 H)-ona
(0)

B CIEKTpe SAMP H, Harpumep, 3-mpem-0ytun-11-
MeTuamepkantonupumuo[4',5'":3,4 Jnupaszono[S,1-c][1,2,4]tpuazun-4(6 H)-trona
(26) mosBISIETCS CHUHTJIET MPOTOHOB MeETUIMEpKanTorpynmnsl mpu 4,1 M.
MHTEHCUBHOCTHIO 3.

AJNKWUIHpOBaHUE TPOTEKAET W C JAPYTUMHU AIKWJIUPYIONIMMH arc¢HTaMH,
HaIpuMep, ¢ OPOMHUCTHIM H-OyTHIIOM. Peakiinio mpoBOIWIA B BOJTHO-METAaHOJBHOM
pacTBoOpe IIeJI0YH MPU KOMHATHON TeMIiepaType IeHCTBUEM OPOMUCTOTO H-OyThia
Ha 3-mpem-oyrunnupumuno[4',5":3,4Jnmupazono[5,1-c][1,2,4]rpuasun-4(6H),

11(10H)-qutnon (11) B Teuenue 12 4 u BMeCTO OxupaeMoro 3-mpem-0ytun-11-
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(#-OyTrnmepkanTo ) nupumuao[4',5':3,4 Jnupazono[5,1-c][1,2,4]rpuasun-4(6 H)-
THOHA (28a) BBIJICITIIIH 3-mpem-0ytun-11-(x-
OyrunMepkamnTo)nupumuao[4',5'":3,4nupazomnol5,1-c][1,2,4]rpuasun-4(6H)-ou
(28) (cxema 2.17).

Cxema 2.17

B otnuume ot peakiuu ¢ HOAWCTHIM METHJIOM, TIPOIYKT aJKUJIUPOBAHUS B
0CaJIOK He BbIMajai. JJs BeIEICHUS TIPOIYKTa, PEAKIIMOHHYIO CMEChH MOAKUCIISIIH
7%-oit HCl no cmaGokwucmoit peakiuu. Hamudwe Kuciaod cpeapl MPUBOJUT K
HYKJICO(PMIHBHOMY 3aMEIIEHUIO (TUAPOIN3Y) THOKCOTPYIIIBI HA OKCOTPYIIITY.

3-mpem-bytnin-11-(u-0yruamepkanto )nupumuno[4',5':3,4 mupazono[5,1-
c][1,2,4]rpuasun-4(6H)-on mpeAcTaBiseTr coOOW  0eloe  KpUCTaTHYECKOe
BEI[ECTBO, HepacTBOpuMoe B Boje. CTpoeHHE YCTAaHOBJICHO 110 JIaHHBIM
3JIeMEHTHOT0 aHanuza, Y ®-, UK-, IMP 1H-, MacCC-CIIEKTPOCKOIHH.

UK cnextp 3-mpem-0ytun-11-(u-OyrunmepkanTo)nupumuno[4',5':3,4]
nupasono[5,1-c][1,2,4]rpuasun-4(6H)-on  (28) mnpuBenen Ha puc. 2.170.

1
[TosiBnsieTcss xapaktepuctudeckas mnojoca norjomenus npu 1709 cm ™ (C=0),
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orcyrcTBytomas B MK cnektpe ucxomHoro coenuHeHusi. B cnektpe SMP 'H
oTHeceHue curHanos mpotoHos: 0,9-1 m (3H, CH,CH,CH,CHy); 1,45 ¢ (9H, Bu-t);
2,65-2,8 m (4H, CH,CH,CH,CH3) 3,4-3,45 T (2H, CH,CH,CH,CHz); 8,8 ¢ (1H,
CH), 13,4 ¢ (ym., 1H, NH) (puc. 2.18a). Macc cmektp coemuHenus 28
MOATBEpkKAaeT ero crpykrypy 333,1492 [M + HJ', 355,1312 [M + Na]* (puc.
2.180).
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Puc. 2.18. 3-mpem-bytnn-11-(u-0ytunmepkanto )nupumuao[4',5":3,4]
nupasono[3,1-c][1,2,4]rpuasun-4(6 H)-ou: crextp SIMP 'H (a); macc criekrp (6)

WHTepecHble pe3ynbTaThl IOJNYYEHBI TPU B3aUMOJACHCTBHH  3-mpem-
oyrwimupumuao[4',5":3,4nupazomno[5,1-c][1,2,4]rpuazun-4(6H),11(10H)-nutroHa
(11) ¢ w-OyTwiOBBIM 3(PUPOM MOHOXJIOPYKCYCHOM KHCIOTHI (cxema 2.18). B
3aBUCUMOCTH OT TEMIIEpaTypbl W BPEMEHH NPOBEACHUS PEAKIMH BBIICICHBI
COCJIMHEHUS PA3JIMYHOTO CTPOCHHUs. B ciyyae MpoBENEHUS peakiud B BOJHO-
METAaHOJILHOM PacTBOPE IIEJIOYM TPU KOMHATHOM TeMIiepaType MoIydeH 3-mpem-
Oytun-11-[(#-Oyrokcuatanoar)mepkanTo Jnupumuno[4',5':3,4 [mupazono[5,1-
c][1,2,4]rpuasun-4(6 H)-tron (29). IoBeiienne temmeparypbl peakmuu 10 40°C

INPUBOAUT K BBIACICHHUIO COCAMHCHHA, CIICKTPAJIBHBIC XAPAKTCPHUCTHUKHU KOTOPOI'O
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COBMAJIa]IM CO CHEKTPAIbHBIMH XapaKTEPUCTHKAMHU COEAMHEHHUS, IMOJyYEHHOTO
npu METHUIIUPOBAHUH HOMUCTHIM METHIIOM 3-mpem-
oyruwimupumuno[4',5":3,4Jnupazomno[5,1-c][1,2,4]rpuasun-4(6H),11(10H)-qutrona
(11). OOpasubl coeTUHEHUH, MOyYEHHBIX IO OIMHMCAHHBIM BBIIIE METOAAaM, He
JaBalli TEMIIEpaTyphl NEMPECCHU TIPU CMEINIMBAHUK OOpa3oB M TEMIEPATYPHI
naBiieHust coBmananu. Coeaunenne uaeHTUGUIMpoBaIu Kak 3-mpem-0yTui-11-
MeTrmMepkanTormupumuo[4',5":3,4mupaszoinol[5,1-c][1,2,4|rpuasun-4(6 H)-tnoH
(26).

MonucTeiii MeTHI U H-OyTHIOBBIH  S(HUP MOHOXJIOPYKCYCHOH KHCIIOTHI
ABJSIFOTCS  QIKWIMPYIOIIMMU areHTamMu. B IIeno4Ho cpele  TayTOMEpPHOE
paBHOBECHE THOKCO — MepkanTtodopma s coenuHenus 11 cABUHYTO B CTOPOHY
Mepkantopopmsl (cxema 2.11).

Cxema 2.18
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MexaHu3M METHWIMPOBAHUS HE OTIUYAETCS OT OOUIEIPUHSITOr0, HO HaJM4Ke
CIIO)KHOM  KOHJICHCUPOBAaHHOW CHCTEMbI, BIHUAIOIIEH Ha paclpeaeiacHue
AJIIEKTPOHHON IUJIOTHOCTH OKa3bIBA€T BIIMSIHUE HA BBIXOJ MPOJYKTa, KOTOPBIN
HECKOJbKO HIke (78%) , yeM OOBIYHO NpPU METUIMPOBAHHM 00Jiee MPOCTHIX
MOJIEKYJ, Harmpumep 4-aMHHO-6-mpem-0ytui-1,2,4-tpuasun-3(2H)-tuon-5(4H)-
oHa (89%).

AHAJIOTHYHO  TPOXOAWT  AIKWIUPOBAHWE  H-OYyTHIOBBIM apupom
MOHOXJIOPYKCYCHOM KuCHOTHI. [loBbIIIEHHE TeMmepaTyphl peakiuu U HaIUYue
IICJIOYHOM  cpeabpl  NPUBOAMT K  TUApon3y  3-mpem-Oytuii-11-[(w-
OyTokcudTaHoaT)MepkanTo [nupumuao[4',5':3,4 |nupazono[5,1-c][1,2,4|rpua3un-
4(6H)-tTvona  (29) 1o CIOXHOX(PUPHONW  CBS3U  C  JaJIbHEUIIUM
neKapOOKCUIMPOBAHUEM MPOMEKYTOYHOTO (M3 PEAKIIMOHHON CMECH HE BBIICTISIIH)
3-mpem-0ytun-11-kapookcumerunmepkantonupumuo[4',5':3,4 Jnupazomno[5, 1-
c][1,2,4]rpnasun-4(6H)-tnona (29a) W BbIACICHHEM B KadyeCTBE KOHEYHOTO
npoaykra — 3-mpem-0ytun-11l-merunmepkanronupumuo(4',5':3,4 jmupazono[5,1-
c][1,2,4]rpuasun-4(6H)-tnona (26). I[IpoBoaunu xpomarorpaguuecKuii KOHTPOJIb
MPOXOKJICHUS PEAKIIUH.

BcerpeunblM cuHTE30M W3 coeqUHEHU 29 MpU HATPEBAaHUU B IIEJIOYHOU
cpene BBIJICJIEH 3-mpem-0ytun-11-metunmepkantormupumuio[4',5':3,4]
nupazono|5,1-c][1,2,4]tpuazun-4(6H)-troH (26).

3-mpem-bytnn-11-[(#-0yTokcuataHoaTt)mepkanTo Jnupumuao[4',5":3,4]
nupasoio[5,1-c][1,2,4]rpuazun-4(6H)-tuon (29) mnpenacraBiseT co0O# cBeETIIO-
KOPUYHEBOE BEIIECTBO, MJIABSIICECS C OCMOJICHUEM B OTIMYHH OT 3-mpem-0yTui-
11-metunmepkanronupumuo[4',5":3,4 lnupazono[5,1-c][1,2,4]rpuazun-4(6 H)-
THOHa (26) sBistONIErocss O€NbIM KPUCTAITMYECKUM BEILECTBOM TeMIlepaTypa
mwiasienuss koroporo Beime 300°C. Breixoma cocraBimstor 55% u 64 %
COOTBETCTBEHHO.

B UK cnekrpe coenunenus 29 (puc.2.19a) nosBisercst XapaKTepUCTHIECKOE
Konebanne KapOOHHIBHON rpymmbsl mpu 1699 cM™, OTCYTCTBYIOIMX B CIIEKTpE

coenuHeHus 26. CoxpaHsSeTcsl XapaKTepUCTUIECKOE KOJeOaHne THOHHOW TPYIIIBI
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mpu 1232 cm™ (mrst coemuuenns 26 npu 1156 cm™, puc.2.17a). Crextp SIMP 'H

npuBeeH Ha puc. 2.196.
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Puc. 2.19. 3-mpem-Byrtun-11-[(n-OyToKCcHATaHOAT)MEPKAIITO [HTUPUMHUJIO
[4',5":3,4]mupazono[5,1-c][1,2,4]rpuasun-4(6 H)-tnon: WK cmekrp (a); cmekrtp
SMP 'H (6)

Cnextp AMP 'H npuBezeH Ha puc. 2.190. B cnextpe AMP 'H coeannenus
29 uMeroTca B HAJIMYUU CUTHAJIBI IPOTOHOB OYTUIILHOTO OCTaTKa, MHTEHCUBHOCTH
KOTOPBIX COOTBETCTBYIOT IACUCTBUTEIHLHOCTH. CHHIIJIET MPOTOHOB METHJIEHOBOMU
IPYIIB PACTIOIOKEH TpH 2,7 M.J., a CHHIJIET NpoToHa atoma yriepoxa (C°)
HaXOJUTCH TIpH 8,6 M.JI.

buonornueckass akTMBHOCTh MOJYYEHHBIX COCIMHEHHN CIPOTHO3MPOBAHA
nporpammoit PASS (Prediction of Activity Spectra for Substances). 3-mpem-
ByTtun-9-R-nmupumuno[4°,5°:3,4 Jnupazono[5,1-c][1,2,4]rpuasun-4(6H),11(10H)-
auoHbl  (5,9) mokazanum  HaJIMYME ~— MPOTHUBOCYAOPOKHOM  aKTUBHOCTH,
MPOTUBOOMYXOJIEBOM AKTUBHOCTH, a TaK € SBISIIOTCS AaKTUBAaTOpPAMH pOCTa
KJIETOK COEIMHUTENbHON TkaHu opranuzma. Coenunenus (11,12) sBastorces
MOTEHUHUAIBHBIMA ~ MPOTUBOBUPYCHBIMU  mipenaparamu  (Pa>0,879); wmoryr

HaxXOJIWUTb IPHUMCHCHHC B Ka4CCTBC KOMIIOHCHTOB, BXOIJAINIMX B COCTaB
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MIPOTUBOOMYXOJIEBbIX penapaTos. 3-mpem-bytun-9-R-13H-terpasono
[1",5":3" 4" ITnupumuno[5',6':3,4 Jnupazono[5,1-c] [1,2,4]rpuasun-4-oust (18, 33)
MOTEHIIUAIBHO  3(QdEeKTUBHBI i1 OOpeOBI € HeHWpoAereHepaTUBHBIMU
3a0oneBanusimu  (Pa>0,666), a Takke B  KadecTBE IpemaparoB ¢
MPOTUBOANAOETHYECKON aKTUBHOCTHIO (Pa>0,441).

3amemenuble upumuao[4’,5’:3,4nupazono|S,1-c][1,2,4]Tprasunbl Tak xe
MPOSIBISIIOT ~ TMTPOTUBOMHUKPOOHYIO ~ aKTUBHOCTH B OTHOIICHHH  Pa3JIMYHBIX
MaTOT€HHBIX MUKPOOPTaHU3MOB.

B ngamnoM  paszmene  mpuBeneH — CHHTE3  3-mpem-0yTui-9-R-
nupumuo[4°,5’:3,4Jnupasono[5,1-¢][1,2,4]rpuazun-4(6H),11(10H)-nmuoHoB
B3aUMOJICHCTBHEM  7-aMUHO-3-mpem-0yTui-4-okco-6 H-nupasono[5,1-c][1,2,4]-
Tpua3uH-8-kapOoHUTpriIa(kapbamuma) ¢ KapOOHOBBIMH KHCIOTAaMH H  HUX
npou3BOAHBIMU. [loKa3aHO, YTO JEHCTBHE YKCYCHOTO AaHTHUAPHIA TIPUBOIUT
3aMBIKAHUIO IIMKJIAa C TIOCIEAYIONIMM alWJIMpOBaHUEM [0 aroMaM a3oTa
rereporukia. JleiictBue mnentacynbpuaa ¢ochopa MNPUBOIUT K 3aMEIICHUIO
OKCOTPYINI  HAa  THUOKCOTPYNIBI €  BBIACICHUEM  3-mpem-O0yTun-9-R-
nupumuo[4’,5’:3,4nupaszomnolS,1-c][1,2,4]rpuazun-4(6H),11(10H)-THoHOB,
THAPA3WHOIU3  KOTOPBIX MPUBOAUT K  3aMENICHUIO THOKCOTPYIIIBI — Ha
rUApasuHOBYl0 B monoxeHnn C' rerepommkia. Ilokaszano, 4To 06paGOTKa
HUTPUTOM HATPUS TMAPA3HHONPOM3BOAHLIX Ipu 0°C MPHUBOIUT B 3aBUCUMOCTH OT
MPUMEHSIEMOI KHUCJIOTBI K 11-a3uno-3-mpem-
oyrunnupumuo[4',5':3,4nmupasono[5,1-c][1,2,4]rpuasun-4(6 H)-tuony
(oprodocodochopHas KHCJIOTA) W 3-mpem-06ytun-13H-
terpazoio[1",5":3" 4" lTnupumuno[5',6':3,4] mupazomno[5,1-c] [1,2,4]Tpuaszuna-4-ony
(nomudochopuast kuciora). Kunsiuenne rufpasmHONPOU3BOJHBIX C MYpPaBbUHOM
KUCJIOTOM MO3BOJIUIIO MOJY4YUTh 3-mpem-0ytun-11-(2-
dopmunrrapazuno )upuMuao[4',5'":3,4 jnupazono[S,1-c][1,2,4]rpuazun-4(6 H)-
THOHBI. AJKHJIMPOBAaHUE TPOBOJIWIN AIKIIMPYIONIUMH areHTaMd B BOJHO-
METaHOJILHOM  pacTBOpE  WICJOYHM W BbiAenwIn  3-mpem-Oytui-11-(R-

MepkarnTo)nupumuo[4',5':3,4 Jnupaszono[5,1-c][1,2,4]|tpuaszuu-4(6 H)-THoHBI.
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[IpoBenen cunte3 3-mpem-6yTri-9-R-nupumuno[4’,5’:3,4nupa3zono[5,1-
c][1,2,4] tpuazun-4(6H),11(10H)-1uoHOB U B3auMOACHCTBHEM ¢ P,Ss moOIydeHBI
ero THOoaHANOrW. lMcciemoBaHbl peakiMud  HYKJICOPWIBHOTO  3aMEIIeHUS,
ATKWINPOBAHUS 110 THOKCOTpyTIe. Ha oCHOBE rupa3snHOMPOU3BOIHBIX MTOTYUYCHBI

HOBBIC ITPONU3BOAHBIC U IT'CTCPOKOHICHCUPOBAHHBIC CUCTCMBI.

2.3 Cunre3 3-[(akpua-9-on-10-un)merni]-5-R-6-R-1,2,4-Trpuazunon

Kak 6pmo omucano Beime, orcyrcTBue 100% ruapasuHa He Aano Ham
BO3MOXKHOCTH  TOJYYUTh  [-aMHUHO-3-mpem-0yTHi-5-okco-6 H-mmpazomnol5,1-
c][1,2,4]-tpuazun-8-kapOoruapasua, KOTOPBIH IUIAHUPOBAJIM HCIOJIb30BATh B
peaKkusaxX pa3IuyHOrO THMA 1O TUAPA3HHOBOM TpyIIe KapOruapazugHoro
ocratka. Hampumep, nanbpHeilIe reTepoKOHICHCAUA C TOJYyYEHHEM HOBBIX
MPOU3BOIHBIX, cojaepx ammx 1,2,4-TpUa3vMHOBBIA IUKJI B KauyeCTBE 3aMECTHUTEIS
(ocHOBHOM MeTOJ MOTy4YeHUs ankui(apui)-1,2.4-Tprua3uHoB).

Hamu nomyden runpasun (akpuna-9-on-10-um)ykcycnoit kucnotsl (30) [168]
MpY B3aUMOJEUCTBUU 85%-HOTrO TUAPA3UHTUAPATa B YCIOBUSAX MUKPOBOJIHOBOIO
uznyuenus B cucteme MARS ¢upmer CEM Corparation (mapamerpsl mporiecca:
MOIIHOCTh MUKPOBOJIHOBOTO HM3inyueHus — 400 Bt; Temneparypa — 82°C; Bpemst —
80 MuH) ¢ H-OyTUI0BBIM 3(hrpoM N-aKpUAOHYKCYCHOM KUCIOTHI.

B VY& cnektpe rumpasuma (akpumaoH-9-ui-10)yKCyCHOM — KHCIOTHBI
MAaKCHUMYyMBI TOTJIOICHUS HU3KOM MHTEHCUBHOCTH PACHOJIOKEHBI npu 341 HM U
389 HM, a ipu 257 HM 1 233 HM PacroN0KEHbl MAKCUMYMBI MTOTJIOLIEHNS BBICOKON
unteHcuBHocTu. B UK crniektpe runpasuna (akpumaoH-9-uin-10)yKCycHONW KUCIOTHI
BaJIeHTHOe KosieOanne kapOoHmibHON Trpymnmbl (C=0) KHUCIOTHOTO OCTaTkKa
pacronoxero mpu 1659 cm™, a BageHTHOe KONeOaHHE KAPOOHHIBHOM TPYIIIIbI
(C=0) rerepounkia Haxomgurcss mpu 1625 cM’. B o6mact 750 — 900 cm™
HAXOMATCS XapaKTePUCTUYECKUE TOJIOCHI TIOTJIOMICHUS (EHWIBHBIX KOJIEI.
BasenTHsie konebanns cesizeit C=C pacronoxeHs! B o6mactu 1400 — 1500 cv™,

Iuapazun (axpua-9-on-10-un)ykcycHoit kuciaotsl (30) UCMOIB30BAIU IS

nonyueHuss  3-[(akpun-9-on-10-um)mernn]-5-R-6-R-1,2,4-tpuasunos  (31,32).
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Peakiuu mpoBOJMIM NIPU KUIISIYEHUHU B T€YEHUE 3 4 B cpesie JIASHOM YKCYCHOM
KUCTOThI coenuHeHuss 30 C ameratoM aMMOHHUS H  O-JAUKapOOHUIIBHBIMU
COCIMHEHUAMU (IHrareTuaoMm, OyranauonomM-2,3) (cxema 2.19).

Cxema 2.19

Brixoga peaknuu konaeHcanuu coctaBisitor 45% (31) u 36% (32).
[Tonyununu oOKpalleHHbIE KPUCTAIUIMYECKUE BEIIECTBa, IUIaBsIIMecs 0Oe3
pa3lioKeHHs, YCTOWYMBBIE TMpu XpaHeHuu. [IpoBomunm xpomaTtorpadudecKuit
KOHTPOJIb TPOXOKACHUS PEAKIINU.

Crpoenue coenunennii 31,32 mOATBEPAKACHO JTAHHBIMU 3JIEMEHTHOIO

a"namuza u UK-, YO-, SIMP lH-CHeKTpOCKOHI/II/I.

i Intens NS, 0.0-1.0min #1-53]

x10* 358,160

336.1340

1y 380.0975

322,482 -
CTOHTENAD, WerH 31714

0 i

317.1397

C19HTBNA0, M:nNa ,339.19]
339.1216

MO G A A0 A KO AN AN B0 D 4D 0D 2D N0 MO M) UD M) KO N0 BN N M MG W @ W & 310 320 330 340 350 360 30 380 30 mz
o

a §
Puc. 2.28. 3-[(Axpun-9-on-10-un)merun]-5,6-gumernn-1,2,4-tpuazun: MK

cnekTp (a); macc-criekTp (0)
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B UK-cnektpax coemunenuit 31,32 (puc.2.20a) mpuUCYyTCTBYIOT IOJIOCHI
cooTBeTcTBYIOMME Konebanusam N-H cBszu (3200cm™ st coemuuenust 31 u pu
3196 cm*t U1 coenuHeHus 32). BanenTHoe konebaHue rpymisl C°=0 HaXoJJUTCs
mpu 1685-1687 cm™ (Wi akpumoH-9 BajeHTHOE KONeGaHHE KapOOHHIBHOM
rpymmsl — npu 1626 cmt). B obmactu  669-757 oM Haxomsarcs
XapaKTEePUCTUYECKHE MOJIOCHI OTJIOIIEHUS OEH30IbHBIX KOJEIl.

Macc-criektp coeaurenus (31) moarBepkmaet ero crtpoenue: 317.1397 [M
+ H]", 339.1216 [M + Na]" (2.2006).

B cnexrpax SMP 'H MYJIBTHILIET MPOTOHOB (DEHMIIBHBIX KOJIEI, BXOISAIINX
B COCTaB aKpUJAMHOBOTO KOJIblla, pacnoioxeH npu 7,1- 7,5 m.a. (32) u 7,3-8,4 m.1.
(31) uaTencuBnocteio 8H. Ilpu 7,6-8,4 M.1. HaxoIUTCA MYJBTUIUIET MPOTOHOB
(dbeHWIbHBIX 3amecTuTeNeld, MHTEeHCUBHOCThIO 10H, oTHeceHHBI K (DeHUTbHBIM
3aMECTUTENSAM B MOJIOKEHUM 5 U 6 TPUA3MHOBOro KoJjiblia. CHHIJIET MPOTOHOB
METHUJICHOBOM T'PYIIIIBI paconoxeH mpu 5,75 m.a. (31) u 6.3 m.a. (32).

ITo manaeM PASS, 3-[(akpua-9-on-10-mm)mernn]-5-R-6-R-1,2,4-Tpua3zunb
(31,32) mokazanu BBICOKYIO OHOJIOTHYECKYI0 AaKTUBHOCTb, CBSI3aHHYIO C
peryImpoBaHreM oOpa3oBaHHUs >KCHCKHMX IOJIOBBIX ropmoHoB (Prostaglandin El

antagonist, Gestagen antagonist).

2.4 7-Amuno-3-mpem-6yTnii-8-R-nupa3zono[5,1-c][1,2,4] rpnazun-4(6 H)-

OHbI B P€AKIMAX I'€TCPONUKIIU3AINUA U (l)yHKIII/IOHaJII/I3aHI/II/I

B opranudeckoil XMMUU OIMPOKO WCIOJB3YIOT METOJ[ IOJyYeHHUS
THIPa3UI0B KHCJIOT, HCIONB3Yys CIOXKHBIE OS(UPBl KHUCIOT, B TOM YHCIE
rerepormkandeckux. Onucano [44] monmydenue 7-aMuHO-3-mpem-0yTHiT-4-0KCo-
6H-tmmpazomno[5,1-C][1,2,4]tpuazun-8-kapOruapasuaa KUISTUEHUEM aTHIT /-
aMHHO-3-mpem-0yTui-4-okco-6 H-upasoino[5,1-c][1,2,4] rpuazun-8-kapOoHOBOI
kucioThl (3) co 100% ruapazuHom B ciupToBOM cpene. OTcyTcTBUE OE3BOIHOTO
rujipa3uHa MpHUBENO K 3aMeHe ero 85% runpasunruaparom. Kumsuenue stun 7-

aMUHO-3-mpem-0yTui-4-okco-6 H-nupa3zoino[5,1-C][1,2,4] rpuasun-8-kapOboHoBoii
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KUCIIOTHI (3) B CIUPTOBOW cpefie B TeueHue 3-4 4 ¢ rugpasuHruaparom (85%)
MPUBEIO K BBIJACICHUIO KPUCTALINYECKOTO TMPOAYKTa, KOTOPBIA IO JaHHBIM
DJIEMEHTHOTO  aHajuW3a W CICKTPaJbHBIM  XapaKTePUCTHKaM,  ObLI
UACHTH(DUIIMPOBAH Kak 7-aMuHO-3-mpem-Oytrimupasono[5,1-c][1,2,4]rpuazun-
4(6H)-ou (35) ( cxema 2.20).

Cxema 2.20

B mnpucyrcTBHM BOXBI HamNpaBIIEHUE PEAKIMHM MEHSETCS W BMECTO
HYKJICOQUIHHOTO 3aMEIICHUS DJTOKCUTPYNIBl Ha THUIAPA3HHOBYIO IPOXOJUT
HYKJIO(DUIIBHOE 3aMEeNIeHUE €€ Ha TUAPOKCUTPYIIY (TUIPOJINU3) C BhIACICHUEM /-
aMHHO-3-mpem-0yTri-4-okco-6 H-upasoino[5,1-c][1,2,4] rpuazun-8-kapOoHOBOI
kuciaoThl (7), KOTOpas B YCJIOBHAX OKCIEPHUMEHTA — TPOAOKUTEIBHOIO
KHIISTYEHUS — TTOJIBEpraeTcs AeKapOOKCHIMPOBAHUIO.

Onucano MOJTYYCHHE [44] 7-amuHO-3-mpem-0yTi-4-okco-6 H-
nupazoio|5,1-c][1,2,4]tpua3un-8-kapooHoBoii  KuciHOTel  (7)  IIEIOYHBIM
TUAPOIU30M ATUI 7-aMuHO-3-mpem-0yTun-4-oxco-6 H-nupazono[5,1-
c][1,2,4]tpua3un-8-kapOboHOBOH KUCIOTHI (3). Peakius mpoxoauT depe3 CTaJaHio

o0pa3oBaHus KaJueBOM COJU 7-aMUHO-3-mpem-0yTui-4-okco-6H-nupazono[5,1-
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c][1,2,4]tpua3un-8-kapboHoBoi KuciaoTel (7a). CBOOOJHYIO KHCIIOTY IOJTyYald
00paboTKOM pa30aBICHHON COJITHON KUCIOTOM. MBI MOAUGUIIMPOBATIN CHHTE3
OJTyYCHUS 7-amuH0-3-mpem-oyTrinupa3zoio[5,1-c][1,2,4]rpuasun-4(6H)-ona
(35), nmpoBoas peakiuio B cpene MDA npu KunsdeHUH dTHI /-aMUHO-3-mpem-
OyTmi-4-oxco-6 H-mupasono[5,1-C][1,2,4]tpua3un-8-kapOoHoBOM  KUCIOTHI  (3).
Takum oOpa3oM, HaMu MOIUGUIIMPOBAH METOJ MOIYUYCHHs 7-aMHUHO-3-mpem-
oyrwimupasoio[5,1-C][1,2,4]rpuasun-4(6H)-ona (35) w B JajdbHEHIIEM €ro
MoJIy4YeHHe TpoBoAWINd TepMmosin3oM B JIM®DA stun 7-amuHo-3-mpem-0yTun-4-
okco-6H-mupazono[5,1-c][1,2,4]tpuazun-8-kapoboHoBoii KUCIOTHI (3). OOpa3iisl
COCIMHCHUM, TIOJYYEHHBIX 10 OIMCAHHBIM BBIIIE METOJAaM, HE JdaBajH
TEMIIepaTyphbl JCNpeccCud NpU CMEIIMBAaHUU O0Opa3loB, a MX CIEKTpaJbHbIC
xapaktepuctuku coBnaganu. CoeaumHeHue 35 mpeactaBisieT coOOMl CBETIO-
PO30BOE KPUCTAUIMYECKOE BEIIECTBO C TeMIepaTypoii ruiasienus Boime 300°C,
HEpPacTBOPUMOE B BOJE, CHOUpPTE, alleTOHE, HO pacTBOPUMOE B JUOKCaHE,
nupuauae, [[M®OA.

UK cnektp 7-amuno-3-mpem-0oytunnupasonol5,1-c][1,2,4]rpuazun-4(6H)-
oHa (35) mpuBeneH Ha puc.l.21a. Jlna cpaBHenus Ha pucyHke 1.216 npusenen MK
CIICKTp 3THJI 7-aMUHO-3-mpem-0yTri-4-okco-6H-tmupasono[5,1-c][1,2,4]tpuaszun-

8-kapOOHOBOM KUCTIOTHI (3).

{1 67 0150 o 115

a 0
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Puc. 2.21. WK cnoekrtpel:  7-aMuHO-3-mpem-0yTuiamnupasono[s,1-
c][1,2,4]rpuazun-4(6H)-ona (a); »>TUaA  7-aMuUHO-3-mpem-0yTHiI-4-0KCcO-6H-
nupasono[3,1-c][1,2,4]rpuasun-8-kapGoroBoii kucnoter (6); cmextp SIMP 'H 7-

aMHHO-3-mpem-0yTuinupaszono[5,1-c][1,2,4]rpuasun-4(6H)-ona (B)

B UK cnekrpe 7-amuHo-3-mpem-OyTrnnupasono[5,1-c][1,2,4]tpuazun-
4(6H)-oHa HCUe3aeT XapaKTEPHCTUUECKas MOJI0ca IOrIomeHns mpu 1660 cm™,
OTHECEHHAas K BAJICHTHBIM KOJICOAHUSIM KapOOHUJIBLHOM TPYIIIBI CI0KHOA(PUPHOTO
OCTaTKa THJI -aMUHO-3-mpem-0yTrin-4-okco-6H-tmupasono[5,1-C][1,2,4]tpuaszun-
8-kapOOHOBOM KUCIIOTHI.

BanentHoe koneOaHue rpyIibl C'=0 reTEePOLUKIIAa HAXOAUTCS IIPU
1628 cm™ (st HCXOmHOTO coenuueHus 3 — mpu 1641 cm™). OctanbHbIE MONOCH
MOTJIOUIEHUS COOTBETCTBYIOT JIUTEPATYPHBIM JIAHHBIM.

B cnekrpe AMP '"H coeuuenns 35 (puc.2.21B) cHUHTJET MOPOTOHOB
AMUHOTPYMIBl HAXOAUTCS MpU 5,7 M.J.; CHUHIJIET MPOTOHOB mpem-OyTHIbHON
IPYIIIBI PACIoio)eH mpu 1,4 M.1., a CHHIJIET MPOTOHA C®-H maxomurcs pu 8.4
M.I. VHTEHCMBHOCTM NPOTOHOB COOTBETCTBYIOT JCUCTBUTENBHOCTH. B YO
CIIEKTPE MMEIOTCS TPH MaKCHMyMa TOTIOMIEHUs Amax (10 €), HM: 211 (2,005), 256
(2,078), 332 (0,681).

W3sectno [70, 71, 78], uro amuHOrpymma B anudaTUYECKHX W

ApOMAaTHYCCKHUX COCAMHCHUAX, B TOM YHCJIC TI'CTCPOHUKIMYCCKHUX, BCTYIIACT B



72

MHOTOUHWCJICHHBIE PEaKIMU: KOHJEHCAINH, AaJIKWJINPOBAHUs, alUJIUPOBaAHUS,
JMa30TUPOBaHMs U Apyrue. Hamu mpoBeneHo hopMUIMpOBAaHUE aMUHOTPYIITIBI 7-
aMUHO-3-mpem-0yTunnupaszoio[5,1-c][1,2,4]tpuazun-4(6H)-ona (35)
dbopmanpaerugoM. Peakiuio mMpoBOAWIM B IIEJIOYHOM Cpelie MpU KOMHATHOM
Temneparype B TedeHne 20 W M BBICAWIM  3-mpem-OyTui-/-
[(ruapokcuMeTHI)aMUuHO Jmupa3ono[5,1-C][1,2,4]rpuasun-4(6H)-on  (36) (cxema
2.21).

Cxema 2.21

3-mpem-byTnn-T7-[(THApOKCUMETIIT)aMHUHO [Tupa3oiio[5,1-c][ 1,2,4]tpuasun-
4(6H)-on (36) mpexacraBisgeTr coOOH Oelloe KPUCTAJUIMYECKOE BEIICCTBO,
pactBopumoe B nupuaunne, MDA, IMCO.

['uapokcurpymiy B MOJOKEHHE 7 TeTEPOIMKIAa MOXHO BBECTH HCIOIB3YS
U3BECTHYIO PEAKIMI0 B OPraHWYECKOW XMMHH — JUA30TUpOBaHUs. J(Ma3oHHUEBBIC
COIM  IIHUPOKO  TPUMEHSAIOTCS  KaK  TEPCICKTHUBHBIC  PEarcHTHI B
TeTEPOIMKIMIECKOM CHHTE3€. OJTO OOYCIOBJICHO TEM, YTO OHH MPOSBIISIFOT
CBOMCTBA, MIPUCYIITUE APOMATHUECKUM JTUA30HUEBBIM COJISIM, B TOM YHCIIC HAJTU4He
OHAONMKIMYECKOTO  aroMa  a30Ta  IO3BOJIIET  TMPOBOJIWUTH  PEaKIUU
reTePOKOH/ICHCAIINH, C TIOJYYEHUEM paHee HE ONMMCAHHBIX MPOU3BOHBIX [171].

Cxema 2.22
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Haubosnee BaxxHbI peakinu, UAYIIUE C BblIeTeHHeM a3oTa. [Ipu HarpeBaHuu
pacTBOpOB apwiauazoHus (00sraHO mporiecc BenyT B 40-50 % pacTBope cepHOU
KHCIIOTBI) AUA30TPYIIa 3aMeaeTCsl THAPOKCUIIOM.

HuazotupoBanue 7-aMHHO-3-mpem-OyTrianupasono|5,1-c][1,2,4]tpua3un-
4(6H)-ona (35) IpoBOAMIM HUTPUTOM HATpUs B COJIIHOKMCIION cpene mpu 0°C B
tedyeHue 30 wmwuH. [IpoMexyTOUHyIO COJIb JUA30HUS OTQPWIBTPOBBIBAIM U
KATSITIUIA €€ 2 9 B pa30aBICHHOW COJITHOW Kuciore (cxema 2.22). Breipenumu
KOPUYHEBOE KPUCTAILIMYECKOE BEIIECTBO, CTPOCHHE KOTOPOTO COOTBETCTBOBAJIO 3-
mpem-0yTui- 7 -ruapokcumnupaszoio[5,1-c][1,2,4]rpuazun-4(6H)-ony (37).

B UK cnektpe 3-mpem-0ytun-7-[(THAPOKCUMETHII)aMHHO [Tupa3oio[s,1-
c][1,2,4]rpuazun-4(6H)-oHa BAJICHTHOE KoJiebaHue TUAPOKCUTPYIIIIBI
pacronoxero mpu 3361 cm™ (puc.2.22a), BaleHTHOE KONeOaHIEe THAPOKCHIBHOM
TPYMIIBI 3-mpem-0yTun-7-ruapokcunupasoio[5,1-c][1,2,4]tpuasun-4(6H)-ona
Haxoautcss tipu 3170 cm™. Barenrtnbie KoseGaHus KapOOHWJIbHOW TPYNIbl B

-1
reTEepOIMKIIC UMEIOT OOBIUYHBIC 3HAYCHUS U pacioyioxkeHbl pu 1690- 1695 cm .
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Puc. 2.22. K CIIEKTP 3-mpem-OyTun-1-

[(ruapokcumeTriT)aMuHo Jmupas3ofo[5,1-C][1,2,4|tpuasun-4(6H)-ona (a); crekTp

SIMP 'H 3-mpem-6yun-7-runpokcunupasono|s,1-¢][1,2,4]rpuazun-4(6H)-ona (6)
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Crextpsl SIMP 'H moxrBepmaroT CTpyKTypy coemuueHmii 36,37. Crektp
SIMP 'H 3-mpem-0yTun-7-ruapokcunupasono[5,1-c][1,2,4]tpuaszun-4(6H)-ona
MIpUBEJICH Ha puc. 2.220.

CHHIrIeT TpOTOHOB THAPOKCUTPYIIIBI coeuHeHus 36 pacnosioxeH npu 4,05
M.J, @ THIPOKCUTpynIbl coeauuenus 37 — npu 3,35 m.a. CUHIJIIET IPOTOHA ITPU c®
reTEPOIMKIIA PacioyioxkeH mpu 6,9 m.a. (36) u 8,3 m.1a. (37).

AMUHOTpYyTITIa B TOJOXEHUH 7 7-aMHHO-3-mpem-OyTunnupazono[s,1-
c][1,2,4]rpuasun-4(6H)-ona (35) BcTymaer B peakUMd KOHJACHCAIMH C
anbJIeTUaMU, KETOHaMH C OOpa3oBaHMEM MMHUHOB. B KkadecTBe KapOOHMIBHBIX
COCIMHEHUA MBI HUCIOJIb30BAIM O-AUKETOHBI, OEH3aJIbALIETOH, apOMaTHYECKUE
aJIbJICTU]IBI.

B 3aBUCMMOCTH OT YCJIOBHI MPOBEACHUS PEAKIMH MPU HUCIOIb30BAHUU OL-
JUKETOHOB TIOJYYEHbl T'€TEPOLMKIMYECKUE COCIUHEHUS Pa3IUYHOTO CTPOCHHS —
9H-umupazo[1',2":2,3mupazono[5,1-c][1,2,4]rpuazun (39).

Cxema 2.23
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Kunstuenue 7-amuno-3-mpem-0ytunnupasonolS,1-c][1,2,4]rpuaszun-4(6H)-
oHa (35) ¢ mudeHWIPTAaHAMOHOM B JIEJTHOW YKCYCHOW KHCJIOTE MPHUBEIO K
BBIJICTICHUIO  3-mpem-0yTui-7-[(0eH30mI(peHUIMETHIINICH )aMUHO |ITupa3oio| 5, 1-
c][1,2,4]tpuazun-4(6H)-ona (40), a KWmsgueHUEe  CcoeOMHEHUs 35 ¢
Tu(ESHUIATAHANOHOM B JIEJSHON YKCYCHOW KHCJIOTE€ B TPUCYTCTBUU aIllerara
aMMOHHMSI  TO3BOJIWJIO  TIONY4YUThb  3-mpem-0yTun-4-oxco-7,8-nudennn-9H-
umuazol1',2":2,3 Jnupazono[5,1-C][1,2,4]tpuazun (39) (cxema 2.23).

[IpumeHeHre O-AUKETOHOB MPUBOJUT K PEaKUUd HYKICOPUIHHOTO
MPUCOETIMHEHUA-OTIICTICHUS] KapOOHUIIBHBIX COCIMHEHUM K aMUHOTpHUAa3WHAM C
MOJTYYCHUEM METHINACHAMUHOTIPON3BOIHEIX. [Ipeniosken cinemyronuii MeXxaHu3m
poTeKaHus peakiuu (cxema 2.23a).

[ToBbIIeHre  AACKTPOPUIBHOCTH  KapOOHWJIBHOTO  aTromMa  yriiepojaa
(3NIeKTpOPUIBHBIN KaTalu3 HYKICOPUIBLHOTO MPUCOCIUHEHHS) MPOXOAUT B
pe3yibTaTe MPOTOHUPOBaHUS O-AuKeToHa. Jlanee cienyer Hykieo(uibHas aTaka
HEMOICIICHHON Taphl AJICKTPOHOB aToMa a30Ta aMUHOTPYIIBI TETEPOIUKIA C
oOpa3oBaHUEM MMPOTOHUPOBAHHOTO aMHUHOKapOUHOA.

OOpatumblii TMepeHOC TPOTOHA C aromMa a3oTa Ha aTroM KHUCJIopojia
MIPOUCXOJIUT Ha CAEAYIOIeH cTaauu. HecMoTpst Ha TO, 9YTO OCHOBHOCTh aMUHHOTO
aToMa a30Ta BBINIE, YE€M TUJPOKCHIHHOTO aTroMa KHCJIOPOJa, B PEaKIMOHHOM
CMECH TMPHUCYTCTBYET ONPEICICHHOEC KOJUYECTBO MPOTOHUPOBAHHOTO  TIO
KHUCIIOPOZy aMHUHOKapOWHOJAa W OBICTPO MPOUCXOAUT OTIIEIUICHHE MOJICKYJIIBI
BOJIbI ¢ 0Opa3oBaHuEM KapOOKaTHOHA.

Crabunu3anus MOJIEKYJIBI IPOUCXOIUT B PE3YNIbTATE OTIICTUICHHS MPOTOHA
c oOpa3oBaHWEM KOHEYHOTO MPOAYKTa — WMHUHA.

Hanuume amerata aMMOHUSI TIO3BOJISIET 3aMKHYTh HOBBIM ITUKI (MMHAA30)
[0 aToMy a30Ta B MoJjioxkeHuu 6 mumpazono[S,1-C] [1,2,4]tpuasuna. 3aMmbikaHUE
HMKJIa TOPOXOAUT NpH JKMTeNIbHOM  Kunsuenuu (15  u).  IlpoBoaunu

XpoMartorpaduueckuii KOHTPOJIb MPOXOKACHUS PEAKIUH.



76

Cxema 2.23a

X

t-Bu

Coenunenusi 38-40 mpencTaBisitoT co0Ol OKpalleHHbIE KPUCTANIMYECKHE
BelllecTBa, mpudeM coeauHeHus 38,39 muaBsaTcs 0e3 passioKeHUs, B OTIUYHE OT
coeauuenus 40, KOTOPOE MpH TIABJIECHUH pa3jiaraercs.

Crpyktypa coenqunenuid 38-40 ycrtaHOBIIEHA IO COBOKYITHOCTH 3JIEMEHTHOTO
aHaJau3a U CIEKTPAJIbHbBIX XapaKTEPUCTHUK.

CpaBuenue UMK cnektpoB coeaunenuit 38-40 mokasano, uro Bo Bcex UK
CIEKTpaX HMEIOTCS XapaKTEPUCTHUECKHE IOJIOCHI TMOTJIOMICHHUS KapOOHWIbHBIX
rpynn rerepouukia npu 1672 — 1683 e, a s coemunenus 40 mosBiseTCS
MHTEHCUBHAs moJioca norjomenuss tmpu 1700 CM'l, OTHECEHHAasd K BaJICHTHBLIM
KosiebanusM kapOoHmiabHON rpymmbl  octatka Ph-C(O)-C(Ph)=. OcraibHbie

ITOJIOCHI ITOTJIOUIEHUS COOTBETCTBYIOT JIUTEPATYPHBIM JTAHHBIM.
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Puc. 2.23. Macc cnektpsl: 3-mpem-0yTun-4-oxco-7,8-nudennn-9H-
umuaazol1',2":2,3 Jnupazono[5,1-c][1,2,4]tpuazun (a); 3-mpem-OyTun-7-

[(Oen30mIeHMIMETHITUICH JaMHUHO [Tupasono[5,1-C][1,2,4 ] rpuasun-4(6H)-ona (0)

Macc cnekrtpsl coenuHeHud 39, 40 DOATBEPKAAOT WX CTPYKTYpPY
(puc.2.23).

B cnekrpax AMP 'H MYJIBTUIUIETB  (DEHWJIBHBIX  3aMECTHUTEJNIeH
pacrojnoxxensl ipu 7,3-7,4 m.a. (coequnenne 39) u 7,4-7,6 m.a. (coenurenue 40),
a CHUHIJIETBl METWIbHbIX rpynn npu 2,05-2,2 wm.a.  (coenuHeHue 38).
MHTEHCUBHOCTH TPOTOHOB COOTBETCTBYIOT CHHTE3UPOBAHHBIM COCIMHEHUSIM.
CuHIIIET MPOTOHA MpPHU aTOME YIJIEpOoJia MUPA30JIbHOTO KOJIbIA HAXOJUTCS MpH
6,35 (39), 6,0 (38) u 6,65 m.x. (40).

B YO CIIEKTpE 3-mpem-0ytun-7-[(6eH30mI)EHIITIMETUTUICH )
aMHHO |upazoo[5,1-c][1,2,4]tpuasun-4(6H)-ona TIOSIBJISICTCS MaKCUMyM
norionenus npu 256,4 (0,356) Hm, orcyrctBytomuii B YO cnekrtpe 3-mpem-
Oytui-4-okco-7,8-nupenmn-9H-umunazo[1',2":2,3 mupasono[5,1-c][1,2,4]
TpUa3WHa U CoXpaHseTcs Makcumym mnorionieHus npu 341,4 (0,264) um ( ans
coeauHenus 39 —u 326 (0,178) um).

Cusitet criektpst SIMP °C mst 3-mpem-6ytun-4-okco-7-R-8-R-9H-
nmuaaso[1',2":2,3 lnupazono[5,1-C][1,2,4|Tpua3suHoB, KOTOpbIE MPEACTABICHBI Ha

puc. 2.24.
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B cnektpax AMP BC coenunenuit 38,39 CHrHAIBI ATOMOB yriiepojia mpem-
OyTWIBHOHM Tpymbl Haxomarcs npu 27,58-27,79 (C-(CHz)s) m 36,76 (C-(CHz)s)
(coenunenue 38), a st coenunerus 39 npu 28,06 (C-(CHs)3); 37,06 (C-(CHs)s,
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Puc. 2.24. Cmextpst SIMP °C: 3-mpem-6yrun-4-okco-7,8-madenmn-9H-

umuaaso[1',2":2,3 Jnmupazono[5,1-c][1,2,4]tpuazuna (a); 3-mpem-6ytun-4-oxco-7,8-

mumetnin-9H-nmuaaso[ 1',2":2,3 Jmupazono[5,1-C][1,2,4]tpua3una (0)

CurHansl aToMOB yriepoaa (EHWIbHBIX 3aMecTuTenel coenuHeHus 39
Haxogarcs npu 129,08 u 130,18 mM.a., a curHanmel aTOMOB yIJiepoJa METUIIbHBIX
rpynn coeauHenus 38 pacnonoxensl npu 10,10 u 24,16 M.11., 4TO COOTBETCTBYET
JUTEPATyPHBIM TaHHBIM [5].

UccnenoBano B3auMojeicTBue 7-aMuHO-3-mpem-0yTun-8-R-nupazono[5,1-
c][1,2,4]rpuazun-4(6H)-onoB (7, 35) ¢ GenzanpareToHoM (cxema 2.24). Peakiuio
MPOBOAWIM B CIIUPTOBOM Cpejie MPU KUISAUYCHUH B TEUCHHUE MPOJOIKUTEIHLHOTO
Bpemenu (30 u). [IpoBommnu xpomaTtorpadudecKkuii KOHTPOJIb TMPOXOKICHUS
peakiuu. B pesynbrate noayuniu 3-mpem-0ytun-9-metmn-7/-henmn-12-R-7H,8 H-

nupumMuio[2,3;2°,3  [mupazono[5,1-c][1,2,4|tpuazun-4-onsi (41,42).
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[TonbITKM MPOBECTH PEAKIMIO0 KOHJCHCAIUU 7-aMHHO-3-mpem-0yTuin-8-R-
nupazono[5,1-c][1,2,4]tpuazun-4(6H)-onoe (R —COOEt, —-CONH,, -CN) ¢
OCH3a1ballETOHOM B YCJIOBHSIX OMHCAHHOTO BBIIIE SKCIIEPUMEHTA HE YBEHYAIHCH
ycnexoM. [loy4eHo HECKOJIbKO MPOIYKTOB PEaKIMH, KOTOPHhIE MBI HE CMOTJIA
UACHTUDUITPOBATH, IPUYEM TI0 TAHHBIM MACC-CIIEKTPOB BHUIHO, YTO TIPOUCXOIUT
pa3pylieHHe HUKIIA.

3-mpem-bytnn-9-metun-7-bennn-12-R-7H,8 H-ntupumuno[2,3;2°,37]
nupazono[5,1-c][1,2,4]rpua3un-4-oH6l —  OKpaIlleHHbIE KPUCTAJIIINYECKHUE
BEIIIECTBA, HEPACTBOPMMOE B BOJE M CIOHUPTE, HO PACTBOPUMBIE B alleTOHE,
xjopodopme, TMOKCaHe, MUPUIUHE.

Cxema 2.24

[Ipennoxken creayronmid  MexaHuU3M  KoHAeHcanmuu (cxema  2.25):
MpeJoIaraeM, 4T0 MPOXOZUT HykneodmmbHas araka atoma N° rerepoumkia,
MMEIOILIETO HEMOJIEJICHHYIO Mapy 3JEKTPOHOB MO 3JIEKTPOPUIBHOMY LIEHTPY, B
KaueCTBE KOTOPOrO BBICTYHaeT aToOM YrjiepoJa TMpu JBOWHOW CBSI3H, C
oOpazoBaHueM KapOokathoHa. Hamuuume amMuHOTPYNNBl B  TOJOXKEHUH 7
KapOOKaTMOHA TIO3BOJIAET OCYIIECTBUTh 3aMbIKaHHME IIMKJIa B pe3ysbTaTe
HYKJICOPWIHHONW aTaku MO KApOOHWJIBHOMY aTOMY YIJIEpoJa C TOCICTYIOITIM
OTIICIUICHHEM Bozbl. Bo3moxHa ataka aroma N° reTeporukia mo KapGoHUIBHOMY
aToMy yriiepojaa OeH3aaballeTOHa, HO B YCJIOBUSX PACCMOTPEHHOTO SKCIIEPUMEHTA

OHa HC ITPOUCXOIUT.
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Cxema 2.25

B UK cnekrpe coenuHenuss 41 BajeHTHOe KojeOaHHe KapOOHUIbHOU
rpymmsl Haxogutest mpu 1681 em™ (prc.2.25a).

B cnexrpax AMP '"H cunrmer MMPOTOHOB METWJIBHOM TPYIIbI PACIIOI0KEH
npu 2,2 m.a. (41) m 2,35 m.ja. (42); MyJabTUIUIET TPOTOHOB (DEHUIBLHOTO

3aMEeCTUTEN HaXoauTcs npu 7,25-7,65 M. 1.

R
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Puc. 2.25. 3-mpem-bytun-9-merun-/-dpenun-7H,8H-nupumuno[2,3;2°,3"]
nupasodo [35,1-¢][1,2,4]rpuasun-4-on: UK crextp (a); crexrp SIMP 'H (6)



81

Hynner mnpotoHoB (MHTeHCMBHOCThIO 2H) mpu arome yriepoaa B
MOJIOKEHUH 8 reTepolukiia Haxoautes npu 7,15 m.a.(41) u 7,6 m.a.(42), a cuarier
mpoToHa mpu atome yriepoga C' pacmonoxen mpu 6,8-6,9 M..; mpH 6.95 M.
HaXOJUTCSl CUHTJIET IPOTOHA MPU aTOME c*? reteporukia (41) (puc.2.256).

UccnenoBanbl peakiiy B3aMMOJICHCTBUSI apOMAaTUUECKUX aJIbJIETUIOB C 7-
aMUHO-3-mpem-0yTui-8-R-mupazomno[5,1-c][1,2,4]tpua3un-4(6H)-onamu (3,4,35).
Peakuuu mnipoBoAWIIM B Cpele TMOJSPHOIO PACTBOPUTENS C J00aBICHUEM
KAaTAJIMTUYECKUX KOJIMUYECTB CEPHOM KUCIOTHI (cxeMa 2.26).

Cxema 2.26

B kadecTBe apoMaTMUYeCKHX albJErMJIOB MCIOJB30BaJIM OCH3aJIbJCTUM, 7-
(N,N-mumernnamuno)oen3anpaerua, ¢ypdypon. Kunstwimm B Teduenue 5-7 u.
OcyuiecTBiIsAIN XpoMaTorpapuueckuii KOHTPOJIb MPOXOKIACHUS peakuu. Bo Bcex
ciydasix Bbyiemwia  7-(Ar-meTwimaeHaMuHO)-3-mpem-0yTii-8-R-nmpaszomno[ 5, 1-
c][1,2,4]rpuasun]-4(6H)-ousr (43-47).

Peakuuu mnpoxoaaT mo OOIIEU3BECTHOMY MEXaHU3MYy HYKJICO(PHIBHOTO
PUCOECINHEHUA-OTIICIVICHNS] alIbJIETHIOB K aMHHaM C 00pa30BaHMEM HMUHOB.
[lonmyyeHHble HMMHHBI  YCTOMYMBBIE KPHUCTAUIMYECKUE COEAMHEHMS, YTO
OOyCJIOBJIEGHO CTPOCHHEM aMHUHOB, BXOASIIMX B COCTaB TI'E€TEPOLMKIMYECKUX
COCIMHECHUM, U NIPUMEHEHUEM apOMATUYECKUX aJIbACTUA0B. Brixona peakuuii HE

OUYeHb BBICOKHE U KOJeOmoTes B peaenax 48 — 72%.
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Ctpoenue coenuHeHuii 43-47 yCTaHOBJIIEHO MO COBOKYIMHOCTH JaHHBIX

1
anemMeHTHOro ananusa, Y ®-, UK-, IMP "H-cnexrpomerpun.
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Puc. 2.26. UK cnektp 7-(heHUIMETUINACHAMIHO)-3-mpem-0yTui-4-okco-
6 H-rmpazono[5,1-c][1,2,4]rpuasun-8-kapbouutpuna (a); cektp SIMP 'H >t [7-
(beHnnmeTnnMACHAMUHO)-3-mpem-0yTri-4-okco-6 H-nmupazono[5,1-c][1,2,4]
TpHua3uH |-8-kapOOHOBOM KUCITOTHI (0)

B WK cnoekrpax BCeX CHHTE3UPOBAHHBIX COCOUHEHUM COXPaHAETCS
XapaKTepUCTHYeCKast mojoca mormommenust rpymmsi C'=0 mpu 1580-1614 cm™
(coenunenusi 43,44) u npu 1683-1685 em? (coenunenusi 45,46). BaneHtHOE
KoJieOaHre KapOOHWJIBHOW TPYIIBI dTOKCUKApPOOHUIBHOTO OCTATKa COEAMHEHUMN
43-45 wnaxomutcs mpu  1689-1720 emv’. B UK CIIEKTpe coeauHeHus 46
coxpamsieTcs: mosoca morouenns rpymmsl C=N mpu 2217 ev™. Turmussii UK
CIIEKTp MpUBEACH Ha puc.2.26a.

B criektpax SIMP 'H cunrser nporona rpymmsl -CH=N- pacronoxen npu
7,3-8,25 M.JI., 9TO COOTBETCTBYET JUTEPATYPHBIM JTaHHBIM. MyJIBTUIIIIET IPOTOHOB
(dbeHunpHOr0 3aMectTuTens Haxonures rnpu 7,1-7,7 m.a. Tunuunseiil cnextp AMP 'H

Ipe/CTaBIIeH Ha puc. 2.260.
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[IpencraBiastor  coOOM  OKpallleHHblE  KPUCTAJUIMYECKHUE  BEILECTBA,
YCTOMYMBBIE TIpU XpaHeHUM. He pacTBOpuUMBI B  KHCIOPOJACOAEPKAIINX
OpPraHUYECKUX PACTBOPUTEIISAX, HO paCTBOPUMBI B mupuanne, IM®DA.

Otun  7-amuHO-3-mpem-0yTmin-4-oxco-6 H-ttupasono[5,1-c][1,2,4 ] tpruazuH-
8-kapOOHOBOI KHCIOTHI (3) UCIIOJIB30BANU B PEAKIMIX AMA30TUPOBAHUSA C IIEJIBIO
HOJTyYEHUS! HOBBIX IPOU3BOJIHBIX.

Cxema 2.27

JlnazoTupoBaHKe IPOBOIUIN HUTPUTOM HATPHUS B COJITHOKHCIION Cpefie TIPH
0°C B Teuenune 30 muH U Beigenwan (3-mpem-0yruin-4-okco-6 H-mupaszoso[5,1-
c][1,2,4]rpuazunmn-7)nuazonnit xyuopun (48). Hapsgy ¢ amazoTupoBaHHEM TIO
AMUHOTPYMIE  TMPOUCXOAWT THAPOJIM3  ATOKCUTPYIIBI €  TOCIEAYIOIIAM
nekapOokcuiIrpoBanueM (cxema 2.27).

Conbp 1Ma30HHS — CBETJIO-KPHUCTAJUIMYECKOE BEIIECTBO, HE pPACTBOPUMOE B
BOJIE, CIIUPTE, HO PACTBOPMMOE B JIMOKCaHE, alleTOHE, XJopodhopme, MUPUIUHE.
YcTounBOE NpHU XpaHEHUH.

Kunsdaenune comm aua30HUS B COJITHOKHCIION Cpejie PUBEJIO K BBIICICHUIO
COCIIMHEHHUS, TEMIIepaTypa KOTOPOTO U CIIEKTPAJIbHBIE XapaKTEPUCTUKH COBITAIaTN
C COEAMHEHUEM, IIOJYYEHHBIM TIPpH JHA30THPOBAHUU  7-aMHHO-3-mpent-

oyruimupasoio[5,1-c][1,2,4]-tpuasuna-4(6H)-ona (35), u OBLIO
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UJIEHTU(PUITTPOBAHO KakK 3-mpem-0yTuii-/-ruipokcunupazono|s,1-

c][1,2,4]rpuasun-4(6H)-ona (37).

£ SILM Samp.25
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Puc. 2.27. (3-mpem-Bbyrun-4-oxco-6H-nupasono[5,1-c][1,2,4]rpua3unui-

T)nuazonuit xiaopua: UK cnekrp (a); ciektp AMP 'H (6)

B UK cnekrtpe (puc.2.27a) coenuHenus 48 nosBIAETCS XapaKkTepucTudecKas
10JI0CA MOTJIOWIEHUS Tpu 2238 em™ Cnextp AMP 'H IIOATBEPKAACT CTPYKTYPY
(3-mpem-06yTnn-4-oxco-6 H-upasono[5,1-C][1,2,4 ]| tpuazunni-7)aua3oHuii
xnopuaa (puc.2.266). CHHIIET MpoTOHA MpH aToMe yriepoga C° rerepormkia
PacIOJIOKEH npu 8,5 M.I.

Onucano [44], 4TO NpU KUMSTYCHUH STUI 7-aMUHO-3-mpem-0yThia-5-0Kco-
6H-tmupazono[5,1-c][1,2,4]-Tpua3zun-8-kapOOHOBOMA KHCIIOTBI (3) C
neHTacynibpuaoMm ¢ocdopa BBIIETIIOT 3TUI 7-aMUHO-3-mpem-0yTUuia-5-THOKCO-
6H-tmupazono[5,1-C][1,2,4]-tpuazun-8-kapooHoByro  kuciory  (8).  3amena
STOKCHUIPYIIIBI HA LHAHOTPYIIY B MOJOKeHMH atoma C° MHpa3soioTpHasuHa
MPUBOIUT K M3MEHEHHUIO HAMPABIICHUS peakiuu ¢ P,Ss.

[Tpu KUMSTYECHUN 7-amuHo-3-mpem-0yTui-5-okco-6 H-nupazoino[5,1-

c][1,2,4]-tpua3zun-8-kapbonutpuna (4) ¢ P,Ss B cpene nupuanna momyued N-(3-
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mpem-0yTun-4,8-nutuokconupasono[S,1-c][1,2,4]rpuazun-7-min)amua

MeTaauTuodocopHoit KuciaoTel (49) (cxema 2.28).

NC

Cxema 2.28

Hannuwe tumanorpymmel B mupasono[5,1-C][1,2,4]-rpuasuae OpUBOIUT K
HYKJICOQUIHPHOMY 3aMEIICHUIO €€ Ha THOKCOTPYMIYy ( peakiuio MPOBOIWIN B
U30bITKE neHTacylbpuaa dbochopa). OnHOBpEMEHHO IPOUCXOIUT
dbochopunupoBaHre aMUHOTPYIIIBI, KOTOPOE HE MPOXOAMIO Mpu 00padoTke 8-R-
nupasoo|5,1-c][1,2,4]-rpuazunoB (R —COOEt, CONHNH,).

Coenunenue 48 mpencTaBisieT cOOON KENTOe KPUCTAIUINYECKOE BEIIECTBO,
HEPAaCTBOPUMOE B BOJIE, 3TAHOJIE, XJIOpOoPopMe.

B K CIIEKTpE N-(3-mpem-06ytuni-4,8-mutrokconupaszono[ S, 1-
c][1,2,4]tpuazun-/-un)amuaa meTaauTHOPOCHOPHOM KUCIOTHI ~ OTCYTCTBYIOT
XapaKTEpUCTUYECKHUE TIOJIOCHI TMOIVIOMIEHHsS LUaHorpynnsl npu 2270 eM”t m
KapOOHHIBHOM TPyIIEl mpr 1690 cM™, ¥ MOSBIAIOTCA BaJCHTHBIC KOJICOAHMS
trokcorpymi mpr 1200 em™ u 1100 em™ (C=S), 750 em™ u 727 em™ (P=S) (puc.
2.27a). B cnektpe AMP "H uMeroTCsI CHHIIIETHI npoToHoB nipu 1,35 m.a. (mpem-
OytuisHOM rpymmbl) u 6,7 M.a. (NH-rpymmsr).

B Y@ — cniektpe coenuaenns 34 UMEOTCS YEThIPE MAKCUMYMa MOTJIOIIEHUS
Amax (19 €), HaM: 194,8 (3,133), 200 (3,077), 240 (2,314), 333,7 (2,23). Macc-ciekTp
N-(3-mpem-6ytnn-4,8- nutrokconupaszoio|S,1-c][1,2,4]tpuazun-7-wi)amuaa

MeTauTHOo(GOCHOPHOH KUCIOTHI MOATBEpKAaeT cTpoerue: 348 [M'] (puc. 2.286).
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Puc. 2.28. N-(3-mpem-byTtun-4,8-murrokconupaszono[5s,1-

c][1,2,4]rpuazun-/-un)amua metaautuodochopuoin kuciaorel: UK cnekrp (a),

macc-cnektp (0)

ITo JTAHHBIM PASS, 3-mpem-0ytun-4-oxco-7,8-R-9H-
nmuaazol1',2":2,3mupazono[5,1-C][1,2,4]tpuazunsl (38, 39) nposBunu ceds Kak
MOTCHITMAIBHBIC CPEACTBA JUIA JICUCHUS HEHPOJEreHEpaTUBHBIX 3a00JIeBaHUI
(Pa>0,767) u 6one3nn Anbureiimepa (Pa>0,700).

Jst 7-[(Ar-metununenamMuHo)-3-mpem-0yTui-8-R-nupazono[5,1-
c][1,2,4]rpuasun]-4(6H)-ousr  (43-47) HOpPOTHO3UPYETCA  MPOTHBOBHPYCHAsS
aktuBHOCTH (Pa>0,532) u npoTuBonnadeTnyeckas aktuBHOCTH (Pa>0,485).

B pesynbrare mpoBeNEHHBIX WCCICIOBAHWN YCOBEPIICHCTBOBAH METOJ
HOJIydeHuss  7-aMHHO-3-mpem-0yTuianupasoio[5,1-c][1,2,4]-rpuasun-4(6H)-ona
(0HOCTAIUIHBIN TIPOIECC) HA OCHOBE KOTOPOTO HCTOJB3YSl M3BECTHBIC MPUEMBI
OpPraHUYECKOW XWMHH TIOJYYCHBI MPOU3BOJHBIC C Y9aCTHEM aMUHOTPYIIBI: 7-
[(runpokcuMeTun)aMuHO|, THAPOKCH, [(OeHzomndenunmerwnuaeH)amuno], (R-
METWIHJICHaMUHO)upa3ono[d,1-c][1,2,4|tpuasunsl.  KoHnmeHncamuedr ¢ -

JUKETOHAMHU TOJIydeHbl 3-mpem-0yTuin-/-R-8-R-9H-umunazo[1',2":2,3 Jnupazoio
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[5,1-c][1,2,4]Tpua3un-4-0Hbl, a KOHACHCALMEH ¢ OCH3aIballeTOHOM BBIJICICH 3-
mpem-0yTun-9-metwin- 7 -penni-7 H,8 H-mupumuo[2,3:2°,3 Jmupaszomno[5,1-c]

[1,2,4]tpuasun-4-on. B pe3ynbraTe B3aMMOJCHCTBHUS 7-aMHHO-3-mpem-0yTui-4-
okco-6H-mmpazono[5,1-c][1,2,4]-Tpua3una-8-kapOboHuTpriia ¢ MeHTacyIbHUIOM
docdopa MOJTy4CH N-(3-mpem-06ytun-4,8-mutrokconupasoo|S,1-

c][1,2,4]rpuazun-7-wi)amua MeTaguTuohocHOpPHON KUCIOTHI.
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I'IABA 3 DkcnepuMeHTAJIbLHAS YACTh

UK cnektpsl cusatel Ha UK-Oypre criekrpometpe Agilent Cary 660 FTIR
0e3 mpeccoBaHus 00pa310B. DIEKTPOHHBIE CIIEKTPHI CHATHI HA CIIEKTpO(oTOMETpE
Shimadzu UV-1800. Criextpst IMP 'H B JIMCO-0g momydeHsI Ha CIIEKTPOMETpE
Bruker AM-300 ¢ paboueii gactoroii 300 MI'y u cniektpomerpe Varian Mercury
VX-200 ¢ paboueir yactotoir 200 MI'n, BHyTpeHHui crangaptr — ['MJIC.
Cnekxtpst IMP °C B JIMCO-ds mony4enst Ha criektpomerpe Bruker AM-300 ¢
paboueil yacroroit 75,47 MI'n, Buytpennuii ctangapt — ['MJIC. Macc-cniekTpsl
3amucaHbl Ha Macc-criektpomerpe MC-1302 u  macc-criektpometpe Bruker-
micrOTOF II.

YucToTy npoAayKkToB KOHTpoiupoBanu MetonoM TCX Ha nmnactunkax Silufol
UV — 254 B cucreme: xmopodopwm : aretoH (5,5:0,5), xmopodopwm : arnetoH (9:1),
xjaopodopm : aneroH (3:1), xinopodopm : meranon (4:1), xsmopodopM : METaHOI :
yKcycHas kucioTa (4:1:0,2).

Coenunenue | nomyyanu no meroauke [165].

3.1 CuHTe3 MCXOAHBIX COCAUHEHHUI

4-AMUHO-6-mpem-0yTa-3-mernatuo-1,2 4-rpuasun-5(4H)-on (2) [166].
PactBopsnu npu mepemenmBannu 0,002 mons 4-amuHO-6-mpem-0ytnn-1,2,4-
tpuasuna-3(2H)-tuon-5-ona B 30 Ma 1N BOIHO-METaHOJIBHOTO PacTBOpa €IKOTO
HaTpus (MeraHos: Boaa — 1:1). K pacTBopy mpu KOMHATHOW Temmeparype u
WHTEHCUBHOM IepeMennBanuu npuoasisui no kamism 0,002 monb HOoaucToro
MeTuiIa, nepeMemmBand 3-3,5 u npu Ttemmeparype 20-25°C. Ilo wMepe
MPOXOXKJEHUS PEaKIMu TNPOJYKT METWIMPOBAHUS BBHIMIAJaeT B  OCAJOK.
PeakimonHyt0 cCMECh OCTaBJISUTH Ha HOYb, BBITIABIINNA OCAJI0K OT(QUIHTPOBLIBATN U
cywmaT Ha Bo3ayxe. OYUCTKY MPOBOJMIIM MEpPEKpUCTAIIM3AIMEN U3 2-pornaHoia
U ToJTydanu 0eloe Kpucraumdeckoe Bemectso ¢ Ty, 125,5-126,5°C. Beixog 0,38
r (89%). M 214,29.

DIoeHT 111 XpoMaTtorpaduu — xsopodopm:aneroH (3:1).
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PactBopum B mnmpuaune, nuokcane, MDA, ropsuem cnupTe, aleToHE,
oen3oi. He pactBopuM B BoJIE.

Y®-criektp, Amax (19 €), BM: 212 (2,323), 229 (2,185), 294 (1,736)

UK crektp, v, cm™: 3302, 3198 (NH,), 2968, 1671 (C=0),1624, 1460,1388,
1358, 1302, 1232, 1188, 1056, 1023, 973, 907, 792.

Crextp SIMP 'H (IMCO-Dg), 8, m.1.: 1,32 ¢ (9H, Bu-t), 2,4 ¢ (3H, MeS),
5,8 ¢ (2H, NH,).

Macc-criektp M/Z (1o, %):214 (5,0) [M™], 200 (9,2), 199 (30,7), 198 (100),
197 (6,7), 182 (10,7), 171 (11,6), 167 (4,9), 159 (8,8), 144 (21,7), 115 (6,3), 103
(23,4),89 (9,4), 88 (8,7), 83 (7,8), 82 (14,0),74 (27,6), 73 (5,5), 67 (5,0), 61 (15,8),
57 (20,6), 43 (8,0), 41 (10,4).

Haiineno,%: C 44.8; H 6,6; N 26,3. CgH14N4OS. Brruncaeno, %: C 44,84; H
6,58; N 26,14.

ITII 7-amuHo-3-mpem-6yTni-4-oxco-6 H-nmpa3zono|5,1-c][1,2,4]-
Tpua3uH-8-kapoonHoBas kucjaora (3) [44]. K cycnensuun 1,07 v (5 mmoib) 4-
aMHHO-6-mpem-0yTui-3-mMetrunmepkanrto-1,2,4-tpuasun-5(4H)-ova  (2) B 5 mi
NUpUIMHA OpUOABISIM 7 MMOJb HUAHOYKCycHOTO 3¢upa. Kunstumu 3,5-4 .
Oxnaxxnanm, OT(HIETPOBBIBAIIH 0CaJIoK, CYIIWIIN Ha BO3JIyXE.
[lepexpucrannm3oBbiBain u3 AWoKcaHa. l[lomywanu OGenoe KpUCTAIIIMUECKOE
BeecTBo ¢ T, 242-244°C (pasn.). Beixox 0,94 r (68%). M 279,30.

DmioeHT Jy1s XpomaTorpaduu — xjaopodopM : Meranoi (9:1).

PactBopum B nuokcane, nupuaune, JIM®A. He pactBopum B ciupTe, BOJE,
IIEJIOYHON U KHUCIIBIX Cpeax, aleToHe, XJaopodopme.

YO-criektp, Amax (19 €), am: 254 (1,177), 316 (0,311)

UK crextp, v, cm™: 3499, 3238 (NH,), 3183, 2998, 2952, 1660 (C=0), 1641
(C=0), 1604, 1542, 1480, 1404, 1337, 1310, 1158, 1096, 1017, 957, 911, 836, 742,
664.

Crextp SIMP 'H, 8, m.u. (J, T'): 1,27 T (3H, J=7,2, CH,-CHs); 1,35 ¢ (9H,
t-Bu); 4,27 x (2H, J=7,0, -CH,-CH3); 6,25 ¢ (2H, NH,), 13,2 ¢ (1H, NH).
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Macc-ciektp M/Z (lo, %): 279 (100) [M™], 264 (19.8), 207 (48.4), 205
(68.7), 155 (48.6), 149 (26.8), 124 (43.5), 67 (25.8), 57 (21.5), 52 (14.1).

Hatineno, %: C 51,6; H 6,1; N 25,1. C,H17N5O5. Brraucieno, %: C 51,61;
H 6,13; N 25,08.

7-AMuHO-3-mpem-6yTni-4-oxco-6 H-nupa3zoo|5,1-c][1,2,4]-Tpua3un-8-
kapoonnTpua (4) [44]. K cycnensuu 3,21 1 (15 MMoib) 4-aMuH0-6-mpem-0yTui-
3-metmimMepkanTo-1,2,4-rpuasun-5(4H)-ona (2) B 10 M1 nupuarHa TPUOABITSLITA
1,13 r (21 wmmonb) MaJIOHOAMHMUTpUIA W Kunmatwiym 3,5-4 4. Oxuaxpanu,
OTQWIBTPOBBIBAIM OCAJ0K, CYIIMJIM Ha Bo3ayxe. OYUCTKY MPOBOJIUIU U3
nupuauHa. [lomyganu Geoe KpucTautmdeckoe BemectBo ¢ Ty, >305°C (pasm.).
Brixon 3,16 v (91%). M 232,25.

DmoeHT A1t Xpomartorpadguu — xsopodopm : metanos (9:1).

PactBopum B nuokcane, nupuaune, JIM®A. He pactBopuMm B criupTe, BOJE,
IIEJIOYHOM U KUCIIBIX Cpefiax, alleToHe, XJIopodopme.

Y®-cnektp, Amax (19 €), aM: 199 (1,572), 250 (1,870), 318 (0,388).

UK crextp, v, eM ™ 3300 (NH,), 2270 (C=N), 1690 (C=0), 1610, 1525,
1470, 1310, 1095, 995.

Cnektp AMP 1H, o, m.a.: 1,34 c (9H, t-Bu); 6,25 ¢ (2H, NH,); 14,2 ¢ (1H,
NH).

Crextp SIMP C, &, m.a.: 27,89 (C-(CHa)s): 37,11 (C-(CHs)s); 112,59
(C=N); 124,31 (C-8) ; 136,72 (C-7); 146,6-146,68 (C-4); 148,85-149,63 (C-3);
159,3 (C-9).

Macc-cniektp Mz (lom, %):232 (18.8) [M™], 217 (16.1), 189 (9,0), 123
(18,0), 122 (20,9), 109 (11,6), 92 (17,9), 79 (46,5), 68 (17,1), 67 (39,5), 66 (100),
57 (45,7), 53 (10,4), 52 (36,3), 51 (18,9), 50 (10,4), 41 (25,9).

Hatineno, %: C 51,7; H 5,2; N 36,1. C1gH12NgO. Brraucneno, %: C 51,72;
H 5,21; N 36,18.

3-mpem-Byrunnupumuno[4’,5’:3,4|nupazono[S,1-c][1,2,4] Tpua3un-
4(6H),11(10H)-nuon (5) [167]. Cmech 0,93 r (4 MMoIIb) 7-aMUHO-3-mpem-0yTHII-
5-okco-6H-nmpaszono[5,1-c][1,2,4]-tpuasun-8-kapoouutpuna (4) wu 20 wmi



91

MYPaBbUHOM KUCIIOTHI KUISTHIN B TeueHue 4 4. OuinbTpoBanu ropsdei, Guimbtpar
ymapuBanu 10 2/3 o0bema, no0aBmsuid 15 M JUCTUILTUPOBAHHOM BO/IBI.
OT¢dunsTpOBBIBAIN BBITTABIINN 0CaJIOK. Ounctky TIPOBOIUAIIH
nepeKpucTainzanue u3 MetaHoia. llomydanu KpHCTaNIMYecKOe BEIIECTBO
CBeTIIO-KenToro npera ¢ T,,221-222°C. Beixonx 0,77 r© (74%). M, 260,26.

DmroeHT 1 XpoMmaTorpaduu xjaopodopm : metanon (9:1).

PactBopum B 2-mpomnaHosne, IHOKCaHe, auneToHe, nupuauHe, MDA, B
nienouHou cpene. He pactBopuM B GeH3071€, BOjE, XI0podopMme.

Y®-cnektp, Amax (19 €), HM: 225 (1,440), 261 (1,946), 333 (0,857).

UK crektp, v, cM 1 3068, 2962, 2929, 1685 (C=0), 1673 (C=0), 1610,
1544, 1482, 1460, 1405, 1390, 1363, 1306, 1269, 1174, 1123, 1094, 968, 789, 740,
563, 523.

Cnekrp AMP 1H, o, m.a.: 1,38 ¢ (9H, Bu-t); 8,1 ¢ (1H, CH); 12,0 ¢ (1H,
NH); 14,67 ¢ (1H, NH).

Macc-ciektp M/Z (lor,, %): 260 (17,8) [M'], 217 (7,2), 150 (10,4), 137
(25,6), 106 (23,9), 105 (29,7), 85 (70,6), 83 (100), 71 (24,3), 55 (47,0), 43 (81,2),
41 (49,9).

Haiineno, %: C 50,7; H 4,6; N 32,3. C1;H12N¢O,.Beruucneno, %: C 50,77; H
4,65; N 32,29.

7-AMuHO-3-mpem-oyTHII-4-0KCc0o-6 H-mupa3zoJio[5,1-c][1,2,4]rpua3un-8-
kapo6amun (6) [44]. K cycnensun 0,46 r (2 Mmonb) coeauuenus 4 B 20 mun  2-
nponanosia npudasistk 0,56 ¢ (10 mmons) KOH u kunsatwmm 20 MuH, 0cajok
oTGuIbTpOBBIBATH. OYUCTKY MPOBOAMIA TPOMBIBAHUEM XOJIOJHBIM METAHOJIOM H
MOJTYYaJTd CBETJIO-KEJITOE KPHUCTAUITMYEeCcKoe BemiecTBo ¢ Ty, 284-286°C (pasmn).
Brixon 0,45 r (90%). M 250,26.

OmroeHT 11 XpomaTorpaduu xjaopodopm : metarom (9:1).

PactBopum B Bojae, nupuaune, anerone, MDA, JIMCO. He pactBopum, B

CIUpTE, TUOKCaHE, XJI0podopme.
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UK crextp, v, cM : 3444, 2960, 2928, 2870, 1700 (C=0), 1646 (C=0),
1634 (amun 1), 1624, 1601 (amun II), 1549, 1515, 1495, 1457, 1419, 1399, 1360,
1294, 1211, 1190, 1150, 1102, 1012, 967, 835, 789, 748, 705, 588.

Cnektp SAMP 'H, 8, M. 1,34 ¢ (9H, Bu-t); 5,8 c¢(2H, NH;); 6,6 c(ym1., 1H,
NH); 7,52¢ (yur., 1H, NH); 13,1 ¢ (1H, NH).

Macc-cniektp M/z (o, %): 250 (5,6) [M™], 218 (4,5), 207 (4,2), 205 (3,4),
190 (3,6), 121 (3,5), 119 (13,1), 117 (12,9), 97 (2,8), 87 (19,5), 85 (65,), 83 (100),
57 (24,5), 44 (61,9).

Haiineno, %: C 47,9; H 5,6; N 33,6. C1oH14N¢O,. Brrumuciaeno, %: C 47,99;
H 5,64; N 33,58.

7-AMUHO-3-mpem-0yTHi-4-oxco-6 H-nmupa3zoino|5,1-c][1,2,4] Tpua3un-8-
kapOoHoBasi kucjaora (7) [44]. Cmech 0,28 T (1 MMOIB) 3TN 7-aMHHO-3-mpen-
Oytui-4-okco-6 H-nmupazono[5,1-C][1,2,4]tpua3zun-8-kapOoHoBoit kuciaorel (3) u
0,11 r (2 mmonib) KOH B 10 M 2-mponaHoia KUMSATUIM B T€UEHUE 2 Y, OCATOK
oTguibTpoBbIBaIM U nofydanu 0,21 T kanueBoit conu (7-aMuHO-3-mpem-0yTuin-4-
okco-6H-tmmpazoino[5,1-c][1,2,4]rpua3un-8-mun)kapoboHoBoit kucimorel ¢ T, 257-
265°C (pasn). Berxon 0,21 r (73%). M 289,34

0,29 r (1 mMmonb) kamueBoil conu (7-amuHO-3-mpem-0yTHi-4-okco-6H-
nupaszono[5,1-c][1,2,4]rpua3un-8-m1)kapOOHOBON KHUCIOTHI pacTBOpsUA B 15 mut
nucTUUIMpoBaHHOM Boabl, goOaBmsmu HCl mo pH 5-6, BemaBmmii ocanok
OT(QWIBTPOBBIBAJIH, CYIIWIIN Ha BO3JIyXE. Ounctky TPOBOTUIIH
nepeKkpucTaimzaneit u3 MeraHona u  noinyyanu 0,23 GexeBoro
kpuctammnueckoro Bemecta ¢ T, >300°C. Beixox 0,23 1 (93 %). M 251,24

OmroeHT 11 XpomaTorpadguu xjaopodopm : metaHon (9:1).

PactBopum B mmpuaune, MDA, IMCO. He pactBopuMm, B cnuprte,
JTUOKCaHe, XJIopodopMme.

UK cmextp, v, cM ™ 3300 (NH,), 3200-3400 (OH), 1720 (C=0), 1690
(C=0), 1610, 1520, 1470, 1315, 1095, 995.

Cnektp SIMP 'H, §, m.1.: 1,30 ¢(9H, Bu-t); 6.15 ¢ (2H, NH,); 12.70 ¢ (1H,
COQH); 13,25 ¢ (yur., 1H, NH).
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Haitineno, %: C 47,8; H 5,2; N 27,9. C1oH13N503. Brruucneno, %: C 47,81;
H 5,22; N 27,87.

ITHI 7-amMuHO-3-mpem-0yTHI-4-THOKCO-6 H-Impa3zo.io[5,1-c][1,2,4]
TpUa3nH-8-kapoonoBas kuciaora (8) [74]. K cycnensum 0,56 T (2 MMOJIB) ITHII
7-amMuHO-3-mpem-0yTuin-4-oxco-6 H-mupazomno[5,1-C][1,2,4]|Tpua3un-8-
kapOoHoBoi kuciaoTel (3) B 5 mu nupuauHa npubasmsum 0,66 ¢ (3 MMOIb)
neHTacynbpuaa gochopa u xkunatwian 3,5 4. OuiabTpoBau ropsyei, 106aBIAIN
TUCTHIUTHpOBaHHYI0 Boay (1:1), pacTBOpuTENb yoamsiid, OCaJOK PAacTBOPSUIA B
JAM®A, nobaBnsau AUCTULUIMPOBaHHYIO Boay (1:1), ocanok oTrIbTpOBBIBAIH,
Cymmid Ha Bo3ayxe. llepekpucTannu3oBbIBAIM M3 JAMOKCAHA, WM MOJydYasH
OpaHKeBOE KpUcTaumueckoe BemecTso ¢ Ty, 145-150°C. Beixon 0,51 1 (87 %). M
295,37.

OmroeHT ans Xpomarorpaduu XJopopopM : METAHON : YKCyCHasl KHUCIOTa
(4:1:0.2).

PactBopum B nuokcane, nupuaune, JJM®PA, aneroHe, MIEIOYHOU Cpelne,
4acTUYHO B xyiopodopme. He pacTBopuMm B ciupTte, BOjE, KUCIOH cperie.

VO-criextp, max (19 €), 5m: 211 (2,075), 237 (1,609), 354 (2,237).

UK crektp, v, cM ™ 3433, 2956, 2927, 1665 (C=0), 1630, 1606, 1540, 1480,
1457, 1389, 1362, 1230 (C=S), 1144, 1008, 973, 941, 831,745, 661.

Crektp SIMP 'H, 8, m.x. (J, Tm): 1,27 T (3H, J=7,2, CH,-CHs); 1,35 ¢ (9H,
Bu-t); 4,27 x (2H, J=7,0, -CH,-CHy); 6,25 ¢ (2H, NH;), 13,2 ¢ (1H, NH).

Macc-criektp M/Z (lom, %): 295 (100) [M™], 293 (12,4), 256 (17,4), 234
(10,3), 213 (60,8), 211 (11,8), 160 (15,2), 128 (24,0), 109 (16,4), 97 (22,8), 96
(40,2), 76 (45,4), 72 (24,2), 62 (25,7), 41 (28,0).

Haiineno, %: C 48,8; H 5,8; N 23,7. C1,H17;N50,S. Brruucieno, %: C 48,80;
H 5,80; N 23,71.

3.2 CuHTE3 HOBBIX COCTUHEHU I
3-mpem-ByTui-9-mernamupumuno(4°,5°:3,4|nupaszono|5,1-c][1,2,4]
tpuazun-4(6H),11(10H)-nuon (9). K cycnensuu 1,16 r (5 mmons) 7-amuno-3-
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mpem-0ytui-4-okco-6 H-nupaszono|5,1-c][1,2,4]-tpua3un-8- kapbouutpuna (4) B
S M JeasHOM YKCYyCHOM KuciaoTsl mpubasisui 1,5 ma (15 MMoab) ykCycHOro
aHTUIIpUa, BBIICPKUBAIM B TeueHHe 18 4, He JoImycKas KUIIEHUS pPacTBOpa.
JoGaBmnsiu 15 M1 IUCTUILTUPOBAHHOM BOABI, OCaJ0K OT()PUIBTPOBBIBAIM, CYIIHIN
Ha Bo3ayxe. [lepexkpucTamiu3anuio BeIM KHUCIOTHO-LIEIOYHON 0O0pabOTKOM.
[Iponykt pactBopsuid B 5 M 25%-Horo ammuaka. OunbTpoBasiv, K GUIBTpATY
npuoOaBIsIIA pa3daBICHHYIO COJISTHYIO0 KUCIOTY (1:3) mo crmaGokuciioi peakiuu.
Ocanok OTGUIBTPOBBIBAIM, CYIIWIM Ha Bosayxe. [lomyudanu cBetiio-OexxeBoe
kpuctammyeckoe BemectBo ¢ Ty, > 300 °C (pasn.). Bexog 1,06 v (81%). M
274,28.

OmroeHT s Xxpomarorpaduu XJopogopM : METAHONI : YKCyCHasl KUCJIOTa
(4:1:0.2).

PactBopum B mmpunmue, JM®DA, ropsuem auokcane u auneroHe. He
pacTBOPUM B CIIUPTE, BOAE, XJI0pOdhopMe.

Y®-cnektp, Amax (19 €), aM: 340 (1,447), 277 (0,977), 248 (1,805), 219
(2,427).

UK crektp, v, eM ™t 3066, 2962, 2930, 1690 (C=0), 1675 (C=0), 1610,
1544, 1485, 1460, 1405, 1395, 1363, 1309, 1269, 1172, 1123, 1069, 968, 790, 740.

Cnektp SIMP 'H, §, m.x.: 1,36 ¢ (9H,Bu-t); 2,1 ¢ (3H, CHs), 11,1 ¢ (1H,
NH); 14,5 ¢ (1H, NH).

Hatineno, %: C 52,6; H 5,2; N 30,7. C12H14NgO,. Beraucneno, %: C 52,56;
H 5,11; N 30,66

6,10-{uaneTna-3-mpem-0yTun-9-meruanupumuao|4’,5’:3,4]
nupa3zouo[S,1-c][1,2,4] Tpuazun-4,11-guon (10).

Metoa A. Kunstumm 0,5 T (2 Mmonb) 7-amuHO-3-mpem-0yTuin-4-oxco-6 H-
nupazono|5,1-c][1,2,4]tpua3un-8-kapbamua (6) B 7-10 M1 yKCYCHOTO aHTHAPHUIA
B TEYCHHE 3 U, BBHIMABIIUN OCaTOK OT(WIBTPOBBIBAIM, CYIIMJIA Ha BO3IyXeE.
[lepexkpucTamin30BbIBAIM U3 METAHONA M TOJIyYaJld >KEITOE KPUCTAINYECKOe
BemrectBo ¢ T, 285-290°C (pasi.). Bexox 0,45 1 (63 %). M 358,36.

DmioeHT 11 XpomaTorpaduu xjaopodopm : metaron (9:1).
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PactBopum B mnupunune, JIM®PA. He pactBopum B coupre, BOJE,
xJi0poopme, TUOKCaHE.

UK crextp, v, eMm - 2970, 2933, 1741, 1709, 1676, 1636, 1587, 1538, 1500,
1379, 1300, 1241, 1150, 1097, 1028, 960, 869, 782, 613, 575.

Cnektp SIMP 'H, §, m.x.: 1,4 ¢ (9H, Bu-t); 1,5 ¢ (3H, CHa); 1,89 ¢ (3H,
CHy); 2,3 ¢ (3H, CHy).

Macc-ciektp M/Z (lom, %): 358 (11,6) [M*], 316 (14,0), 275 (91,8), 274
(40,6), 260 (66,9), 249 (70,6), 234 (42,5), 232 (66,8), 217 (23,6), 207 (50,1), 205
(51,6), 190 (27,1), 165 (41,0), 151 (29,3), 123 (36,1), 109 (20,6), 96 (40,9), 93
(32,3), 67 (100), 57 (6,5).

Hatineno, %: C 53,6; H 5,1; N 23.4. C1gH1sNgO,. Beraucneno, %: C 53,63;
H 5,06; N 23,45.

MeTton b. 0,8 r (3 MMOJIb) 3-mpem-0yTun-9-
meTuanupumuo[4’,5’:3,4 Jnupaszono[5,1-c][1,2,4] tpuazun-4(6H),11(10H)-1uona
(9) xunsTim B TedeHue 3,5-4 4 ¢ M30BITKOM YKCycHOTO aHrHiapuma. Ocalok
OTQWIBTPOBBIBAIM, CYIIMIIA HA Bo3AyXe. [lepekpucTaiiin3oBbIBaIn U3 METaHOIA U
HOJIYYMIIA JKEITOE KPUCTAIIMYECKOE BemecTBo ¢ T, 285-290°C (pasn.). Beixon
0,72 T (67 %).

OOpa3ipl  COCIMHEHHM, TOJYYeHHBIX MeTogamMu A u b He naBaim
TEMIEPaTypbl JACTPECCHH TPU CMEIIMBAHUM OOpa3IoB, a WX CHEKTPaJbHBIC
XapaKTEePUCTUKU COBMAIANIN

3-mpem-Byrunnupumuno|4’,5’:3,4|nupazono[S,1-c][1,2,4]Tpua3un-

4(6H),11(10H)-mutnon  (11). K cycnensun 0,52 t© (2 wmmonw) 3-mpem-
oyrunnupumuio[4’,5’:3,4nupaszono[S,1-c][1,2,4]rpuazun-4(6H),11(10H)-mnona

(5) B 5 mMi nupuawna npubasmsum 0,66 T (3 MMob) nieHTacynbduaa docdopa.
Kunsitunu 6 4, ¢punpTpoBasiv ropsuei, GUIbTpaT oxXJjaxaanud U J00aBisiid 7 M
JUCTUWITMPOBAHHOM BOJBI, YA pacTBOpUTENb. Ocanok pactBopsivd B 10 mi
JIAM®A u gobaBnsmm 20 M auctwumpoBaHHoW  Boxbl  (1:2).0Ocamok
orguibTpoBbiBaK. Cymmm Ha Bo3ayxe. DuUiabTpaT HUCMIONB30BATM IS

BBIJEJICHUS MI0O0YHOTO IPOAYKTa peaKiuu. Ouuctky MPOBOWIIN
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nepeKpucTaimzanel u3 2-nponanona. llomydanu >xkenToe KpUCTAUIMUECKOE
Bemtectso ¢ T, 289-290°C. Brixox 0,44 1 (75%). M 292,39.

OmoeHT 1 XpomaTtorpaduu xJopo@opM : METaHON : YKCYCHasl KUCJIOTa
(4:1:0,2).

PactBopum B mupuamue, IM®PA, B menounou cpeae. He pactBopum B
crupTe, Boje, XJI0podopMe, TUOKCAHE.

YO-criektp, Amax (19 €), aM: 214 (1,289), 311 (0,813), 375 (0,380).

UK criektp, v, cM : 3248, 3058, 2962, 1628, 1538, 1508, 1459, 1395, 1362,
1332, 1272 (C=S), 1175 (C=S), 1094, 1030, 945, 768.

Cnextp AMP 'H, 8, M 1,38 ¢ (9H, Bu-t); 8,15 ¢ (1H, CH); 13,2 ¢ (1H,
NH).

Crextp IMP 2C, 8, m.x.: 27,83 (C-(CHs)s); 37,57 (C-(CHa)s); 101,6 (C-
12); 143,46 (C-7) ; 147,75 (C-3); 149,29-150,88 (C-4); 155,25 (C-13); 163,35 (C-
9); 179,97 (C-11).

Haiineno, %: C 45,2; H 4,2; N 28,5. C11H12NgS,. Brruucieno, %: C 45,21;
H4,12; N 28,77.

3-mpem-Byrunnupumuno|4’,5’:3,4|nupazono|S,1-c][1,2,4] Tpua3un-
11(10H)-on-4(6H)-Ton (13). ®wibTpar, MOIYYCHHBIA B MPEABLAYIIEM OIBITE,
BBITIAPUBAIM J10CyXa, OCTaTOK pactBopsuid B 5 mi JIM®PA u goGapmsmu 10 mn
TucTWITUpoBaHHON BoAbI (1:2). Ocanok oTQUIBTPOBBIBAIM, CYIIMIIM Ha BO3IyXE.
[TepekpucTasIn30BbIBAIN U3 2-TIPOIMAHOJIA U TOJIyYaJIH KEJITOE KPUCTAIIIMYECKOE
BemecTBo ¢ T, 216-220°C (pasin.). Beixox 0,045 1 (8 %). M 276,32.

OmoeHT 1 XxpomaTtorpaduu xJopo@opM : METaHON : YKCYCHasl KUCJIOTa
(4:1:0,2).

PactBopum B nnokcane, nupuaune, JIM®A. He pactBopum B ciupTte, BoJE,
xjopodopme.

UK crektp, v, eM ™ 3253, 306710 2963, 1697 (C=0), 1628, 1539, 1509,
1458, 1306, 1362, 1333, 1176 (C=S), 1095, 1031, 946, 768.

Cnektp IMP 'H, §, m.1.: 1,38 ¢ (9H, Bu-t); 8,15 ¢ (1H, CH); 13,2 ¢ (1H,
NH).
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Macc-cniextp, M/Z (1o, %): 276 [M] (34,8), 261 (8,2), 233 (8,4), 232 (5,1),
202 (20,4), 200 (100), 194 (36,6), 168 (24,2), 167 (20,4), 166 (18,1), 137 (8,9),
136 (6,3), 135 (38,7), 121 (9,6), 105 (16.7), 104 (13,8), 103 (42,05), 102 (6,0), 83
(9,9), 79 (47,3), 63 (44,4), 52 (34.2), 51 (15,0), 50 (8,7), 47 (11,2), 45 (29,7), 41
(40,5).

Haitineno, %: C 47,7; H 4,4; N 30,3. C1;H{,NgOS. Brruucneno, %: C 47,81;
H 4,38; N 30,41.

3-mpem-ByTun-9-merunnupumuno(4’,5’:3,4|nupazono|s,1-
c][1,2,4]rpuasun-4(6H),11(10H)-mutuon (12). K cycnensuun 0,8 r (3 Mmoip) 3-
mpem-0yTrui-9-meTrnmupumuo[4°,5:3,4nmupaszono[5,1-c][1,2,4]rpnasun-
4(6H),11(10H)-muona (9) B 5 mn mupuaumHa npubOasmsm 2,22 T (10 MMOJb)
neHtacyibpuaa ¢docpopa. Kumarunu 2 49, GuiasTpoBasiv ropsiuend, QpuibTpar
OXJTKIAIN M TO0aBISUIH 5 MII AUCTUJUIMPOBAHHOMN BOJIBI, yIASUIA PACTBOPUTEIH
nox BakyymoM. Ocamok pactBopsiii B 10 mu JIM®A u goGabimsmu 20 mi
JUCTUIIMPOBAaHHON BOAbI (1:2). BrimaBmmii ocagok OTPUIBTPOBBIBAIM, CYIIMINA
Ha BO3JlyXe, MEPEKPUCTAILUIU3O0BBIBAIM U3 Z2-TIPOIAHOJIA U TOJyYaJld YEpHOE
KpUCTAIIMYECKOe BelecTBo ¢ Ty, 159-160°C Brixon 0,5 r (54%). M 306,41.

N3  ¢uubTpata  BBIAENEHBI  CIEAbl  MPOIYKTa,  KOTOPBIA  HE
UISHTU(PHUITIPOBATIH.

OmoeHT 1 XpomaTtorpaduu xJopo@opM : METaHON : YKCYCHasl KUCJIOTa
(4:1:0,2).

PactBopum B nuokcane, nupuaune, JIM®PA, He pacTBOpuUM B CIHPTE,
alneToHe, XxJopodpopme

Y®-cniektp, Amax (19 €), HM: 215 (2,141), 309 (1,110), 347 (0,991)

UK crektp, v, M 3413, 3204, 2958, 2926, 1620, 1594, 1525, 1454, 1391,
1336, 1199 (C=S), 1123 (C=S) 1080, 998, 948, 758.

Cnektp IMP 'H, §, m.1.: 1,36 ¢ (9H, t-Bu); 2,1 ¢ (3H, CHy). 11,1 ¢ (1H,
NH); 14,5 ¢ (1H, NH).

Macc-criektp, M/Z (lom, %): 307 [M], 292 (12,3), 264 (25), 225 (100),
198 (50), 181 (19,5), 156 (15,5), 128 (11), 64 (27,5), 59 (45).
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Haiineno, %: C 47,2; H 4,5; N 27,4. C1,H14sNgS,. Beruncaeno, %: C 47,06;
H 4,58; N 27 ,45.

3-mpem-byruia-11-ruapasunonupumuno|4’,5’:3,4|mupa3zodo[5,1-c]
[1,2,4]tpua3un-4(6H)-tuon (14). K cycnensuum 0,6 T (2 mmonw) 3-mpem-
oyrwmmupumuio[4',5'":3,4Jmupazomno[5,1-¢c][1,2,4]rpuasun-4(6H),11(10H)-mutroHa
(11) B 8 mu 2-nponanosna npudassum 0,75 Mt (20 Mmosb) 85%-HOTO THIPA3HH-
ruapata U KAnaTtuiad B TeyeHrne 20 4. OuibTpoBaNM TOpsAYEH, OXJAXKIAANIU U
npubasisin 7%-ayro HCl mo pH 5-6. Oxunaxnanu, ocagok OTGUIBTPOBLIBAIIH,
CYLIMWIN Ha Bo3ayxe. OUUCTKY MPOBOJIUIIM MEPEKpUCTAILIM3AIMEN U3 JUOKCaHA U
HOJTy4YHIH O€XKeBOe KPUCTAUTMUECKOE BelecTBo ¢ T, 285-286 °C. Brixox 0,45 T
(78%). M 290,35,

OnroeHT ans Xpomarorpaduu XJopogopM : METAHON : YKCyCHasl KHUCIIOTa
(4:1:0,2).

PactBopum B JIM®PA, JIMCO. He pactBopuM B cOUpTE, AUMOKCAHE,
xjopodopme, aleToHe.

Y@ cnektp, Amax (19 €), aM: 319,6 (0,502), 263,8 (2,17),213,6 (1,511).

UK criextp, v, em - 3452 (NH), 3307 (NH,), 3139, 2961, 2928, 1634, 1533,
1456, 1362, 1289, 1199 (C=S), 1149, 1071, 1018, 948, 869, 7309.

Cnektp SIMP 'H, §, m.1.: 1,4 ¢ (9H, Bu-t), 6,5 ¢ (2H, NHNH,), 8,4 ¢ (1H),
13,5 ¢ (1H, NH).

Macc-cniextp, m/z: 291,1135 [M + HJ", 313,0954 [M + Na]*, 329,0694 [M +
K]".

Haiineno, %: C 45,6; H 4,9; N 38,8. C11H14NgS. Brruucieno, %: C 45,52; H
4,83; N 38,62.

3-mpem-byTun-11-rugpazuno-9-meruianupumuno[4',5':3,4|nmupasono
[5,1-c][1,2,4]Tpua3zun-4(6 H)-tuon (15). K cycnensuu 0,61 1 (2 Mmmoib) 3-mpem-
oytun-9-metun-nupumuao[4',5'":3,4 Jnupaszono[5,1-c][1,2,4]tpuazun-4(6 H)-
11(10H)-nutnona (12) B 8 mn 2-mponanona mpudasimsum 0,75 mut (20 MMOJIB)
85%-Horo TUIpa3suHTUApPATa U KUMISTIWIN B TeueHune 12 4. OuIbTpoBaIn ropsyei,

oxyaxaanu u npubasisia 7%-uyro HCIl no pH 5-6. OtdunbTpoBbIBaid 0CajokK,
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cymmin Ha Bozayxe. [lepekpucramnmm3oBeiBany u3 auokcaHa. [lomydmim Oypoe
KpHCTaIUInYecKoe BernecTBo Maccoit 0,37 1 (61%) ¢ Ty, > 300°C. M 304,38.

Y@ cnektp, Amax (19 €), am: 281,8 (1,121), 210,4 (1,555).

UK crektp, v, M 3444 (NH), 3198 (NH,), 2959, 2924, 2861, 1600, 1536,
1454, 1438, 1390, 1361, 1290, 1254, 1200 (C=S), 1117, 1081, 948, 870,739.

Crextp SIMP 'H, §, m.1.: 1,35 ¢ (9H, Bu-t), 2,45 ¢ (3H, Me), 6,6 ¢ (ym. 3H,
NHNHy), 13,1 ¢ (1H, NH).

Haitineno, %: C 47,3; H 5,2; N 36,8. C1pHgNgS. Brrumcaeno, %: C 47.37;
H 5.26; N 36.84.

11-A3uno-3-mpem-oyruanmupumuno|4',5':3,4|mapa3zoao[5,1-c][1,2,4]
Tpuasun-4(6H)-tuon (16). K pacteopy 0,58 r (2 mmonb) 3-mpem-0ytmin-11-
ruapasuHonupumuao[4',5':3,4 Jmupazono[5,1-c][1,2,4|rpuazun-4(6 H)-tnona (14) B
10 mut oprodocdoproii kucaoTs! mpu 0°C U nepeMenIMBanuy 100aBIsIH PACTBOP
0,6 T (8 MMOIBb) HUTpHUTA HATpUs B 5 MJI BojbI (1 1), mepememmBanu 10 MuH mipu
TOW ke TeMmieparype. PUIbTpOBAIM, OCAAOK MPOMBIBAIN JIACTUIUIMPOBAHHOU
BOI0M 710 pH 6-7 MpOMBIBHBIX BOJI, CYIIUIIN Ha Bo3ayxe. [lepexkpucramin3oBbiBaiv
u3 MeraHosa. Ilonmydanu skentele KpucTamisl ¢ T, 184-185°C. Beixox 0,47 T
(78%). M 301.33.

OmioeHT 11 XpomaTtorpaduu XJopogopM : METAHOJI : YKCYCHasl KHCIIOTa
(4:1:0,2). PactBOopuM B criupTe, aleToHe, AUOKcaHe, nupuaube, MDA, IMCO.
He pactBopuM B Bojie, OeH3011e, XJI0podopme.

Y@ cniextp, Amax (19 €), am: 342.4 (0,445), 258,0 (1,166), 218,6 (0,91).

VK crektp, v, M 3285 (NH), 3199, 2931, 2966, 2137 (N3), 1605, 1536,
1478, 1461, 1391, 1363, 1329, 1201 (C=S), 1125, 1092, 951, 741.

Macc-cnextp, m/z: 301,1272 [M + H]", 323,1077 [M + Na]".

Hatineno, %: C 43,8; H 3,6; N 41,8. C;1H11NgS. Brrumncneno, %: C 43,85;
H 3,65; N 41,86.

11-A3uno-3-mpem-6yrun-9-merwnnupumuo|4',5':3,4|nupa3zoo|5,1-

c][1,2,4]rpuasun-4(6 H)-tuon (17).
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[Tonywanu ananoruyHo coeauHeHus: 16. OpanxkeBble Kpuctamibl ¢ T, 173-
178°C (pasi.). Beixox 0,36 T (58%). M 315,36.

OmoeHT 1 XpomaTtorpaduu xJopo@opM : METaHON : YKCYCHasl KUCJIOTa
(4:1:0,2). PactBOopuM B criupTe, areToHe, AUOKcaHe, nupuanne, MDA, IMCO.
He pactBopuM B Boje, OeH3o0i1e, XJopodopme.

Y@ cnektp, Amax (19 €), HaM: 251,4 (0,346), 355,2 (0,259).

UK crmextp, v, em™: 3223 (NH), 2967, 2931, 2136 (Ns), 1603, 1538, 1478,
1461, 1392, 1363, 1315, 1290, 1200 (C=S), 1157, 1119, 951, 838, 764.

Macc-cniektp, m/z: 337,1224 [M + Na]".

Haiineno, %: C 45,9; H 4,3; N 40,2. C15H13NgS. Brruucieno, %: C 45,71; H
4,12; N 39,97.

3-mpem-bytun-13H-terpasono[1',5":3'4' |nupumuao|5',6':3,4]
nupa3zouo[5,1-c] [1,2,4]tpuasun-4-on (18). K pactBopy 0,58 r (2 mmons) 3-
mpem-0ytun-11-ruapazunonupumuaol4',5':3,4 nupazono[5,1-c][1,2,4]Tpuazun-
4(6H)-tuona (14) B 10 M momudocdopuoit kucaorsl npu 0°C 1 nmepeMeIiBaHuu
nobasismn pactBop 0,3 r (4 mMmoinb) HUTpUTa HaTpus B S5 M Boawl (1 1),
nepeMenMBaiu 3 4 npu ToM xe temrieparype. OuiabTpoBaliv, 0CaJ0K IPOMBIBAIN
JTACTUUIMPOBAHHOW BOAOM 10 pH 6-7 MpOMBIBHBIX BOJ, CYLIWJIA HA BO3IYyXE.
[lepexpucTamin30BbIBAIA U3 METAHOJIA U TIOJIyYalid OPaHXeBOE KPUCTAJUITMUECKOE
BeecTBo ¢ T, 265-270°C (pasi.). Beixox 0,25 1 (44%). M 285,26.

OmioeHT 11 XpomaTtorpaduu XJopogopM : METaHON : YKCYCHasl KHCJIOTa
(4:1:0,2).

PactBopum B nupuaune, IM®DA, JIMCO. He pactBopuM B Boje, O€H30IeE,
xJjiopodopme, CIUPTE, aLETOHE, JUOKCAHE.

Y@ cnektp, Amax (19 €), HM: 255,2 (0,837), 283,4 (0,475), 354,6 (0,496).

UK criextp, v, cM " 3448 (NH), 3110, 2966, 2800, 1708 (C=0),1669, 1614,
1542, 1505, 1473, 1456, 1420, 1365, 1312, 1192, 1144, 1100, 1072, 948, 884, 845,
734 .

Macc-ciektp, m/z: 286,1162 [M + HJ*, 308,0979 [M + Na]*, 324,0718 [M
+ K]".
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Haiineno, %: C 46,4; H 3,6; N 44,3. C1;H{1NgO. Brraucneno, %: C 46,31;
H 3,86; N 44,21.

3-mpem-ByTun-9-merun-13H-rerpazono[1'",5":3',4' Inupumuao
[5',6':3,4] mupa3zouo|5,1-c] [1,2,4]Tpua3un-4-on (33)

[Tonyuanu ananoruyHo coeauHenus 18. OpaHXkeBOe KPUCTAIIUYECKOE
BemecTBo ¢ Ty, 230-235°C (pasin.). Beixox 0,21 1 (35%). M 299,29.

YO criektp, Amax (19 €), HM: 256,0 (0,648), 287,0 (0,686).

UK crektp, v, M 3214, 3059, 2964, 1695 (C=0), 1609, 1542, 1498, 1407,
1338, 1198, 1160, 1071, 997, 943, 853, 749, 675.

Haiineno, %: C 48.4; H 4,6; N 42.3. C1oH13NgO. Brruucneno, %: C 48,16;
H 4,34; N 42,14.

3-mpem-byTuia-11-(2-gpopmuaruapasuno)nupumunol4',5':3,4]
nupa3soJio|5,1-c][1,2,4]tpuazun-4(6 H)-tuon (19). Kumstumum 0,3 r (1 mmois) 3-
mpem-0ytun-11-runpazunonupumuao [4',5':3,4] nupazomno[5,1-c][1,2,4]rpuasun-
4(6H)-tnona (14) B 5 M MypaBbMHOW KHCIOTHI B TeueHHe 7 4. OXJIaKIaiH,
OT(QUIBTPOBBIBAIH BBITIABIIUI 0CaJIoK, CYIIUIN Ha BO3/yXE€.
[lepexpucrtamnuzoBsiBasii U3 nupuanHa. [lomydanu OexeBoe KPUCTAIMYECKOE
semectBo ¢ Ty, > 300 °C. Beixox 0,22 r (68%). M 318.16.

OmioeHT 11 XpomaTtorpaduu XJopoopM : METaHON : YKCYCHasl KHCJIOTa
(4:1:0,2).

PactBopum B JIM®DA, JIMCO. He pactBOopuM B cCHOUPTE, aIleTOHE,
xJjiopodopme, TMOKCaHe, TUPUANHE.

YO criekTp, Amax (19 €), HM: 261,6 (0,685)

UK crextp, v, eM: 3179, 3059, 2933, 2761, 1679 (C=0), 1597, 1537,
1510, 1477, 1379, 1320, 1175 (C=S), 1137, 1105, 951, 859, 824, 771, 722, 666.

Crextp SIMP 'H, §, m.x.: 1,35 ¢ (9H, Bu-t), 6,64 ¢ (2H, NHNH), 8,35 ¢
(1H, CH), 10,48 c (1H, CHO).

Hatineno, %: C 45,3; H4,5; N 35,2. C1o,H14NgS. Brrancaeno, %: C 45,28; H
4,40; N 35,22.
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Oo6mas MeTOAUKA MOJIy4YeHusl 3-mpem-0yTni-11-
apwinaeHruapasnnonupumuao(4’,5':3,4Jnupasono[S,1-c][1,2,4] Tpua3un-
4(6H)-onoB (20-25). K cycmensum 0,58 1 (2 mmoab) 3-mpem-0ytni-11-
ruapasuHonpumuao[4',5':3,4 jmupazono[5,1-c][1,2,4rpuazun-4(6 H)-tnona (14) B
10 miu1 2-iponanona npuoOaBIsUIA 4 MMOJIb CBEXENEPETHAHHOIO apOMATHYECKOTO
ampernga u 0,1 v HySOupomy. Kumsatumm 3 4. @unbrpoBanu ropsdei. K
oCThIBIIEMY (GUIBTpATy TPHOABISLIA 15 M AUCTHITUPOBAHHOW BOJBI, OCAJO0K
oTunpTpoBbBaA. OYNUCTKY MPOBOIMIN MEPEKPUCTATUIA3ANMEH U3 2-TPOITaHOIA.
OmoeHT ais xpomatorpaduu xiaopodopM : metanom (4:1); xmopodopm : MeTaHOI
: ykcycHas kucnota (4:1:0,2). PactBopumbl B nupuaune, JJM®DA, JIMCO. He
PacTBOPUMBI B CIIUPTE, BOJIE, AllETOHE, XJI0podopme, OeH30I1e, TUOKCAHE.

R —Ph (20). ITonyuanu OexeBoe KpucTaminiaeckoe BemiecTo ¢ T, 205-210
°C (pasa.). Bexon 0,54 1 (75 %). M 362,39

V®-ciektp, Amax (19 €), HM: 330,8 (0,650), 269,2 (1,009).

UK crmextp, v, cm™: 3326, 3171, 2966, 1703 (C=0), 1640, 1565, 1477,
1460, 1361, 1294, 1207, 1152, 1089, 999, 940, 907, 846, 758, 728, 697, 659.

Cnektp SIMP H, 8, m.n.; 14 ¢ (9H, Bu-t); 7,1-7,5 m (5H, Ph); 8,35¢c
(1H, CH); 8,5 ¢ (1H, CH=). Macc-cnektp, m/z: 387,1645 [M + Na]".

Hatineno, %: C 59,9; H5,1; N 17,8. C1gH15sNgO. Brruucneno, %: C 59,67; H
4,97; N 17,67.

R n-Br-C¢Hg- (21) IMonyyanu OexeBoe KpHCTALTMYECKOE BeiecTBO ¢ Ty,
198-200 °C. Brixon 0,72 1 (82%). M 441,29.

YO-criektp, Amax (19 €), aM: 264 (1,193).

UK cmextp, v, cM™: 3436, 3256, 3171, 3070, 2965, 2929, 1690 (C=0),
1651, 1584, 1522, 1485, 1459, 1380, 1329, 1289, 1223, 1161, 1069, 1040, 1004,
922, 866, 807, 763, 743.

Crextp SIMP 'H, §, m.1.: 1,4 ¢ (9H, Bu-t); 7,2-7.6 m (4H, Ph); 7,8 ¢
(1H, CH); 8,65 ¢ (1H, CH=). Macc-cnektp, m/z: 480,0678 [M + K]".

Hatineno, %: C 49,0; H 4,1; N 25,5. C13H17NgOBr. Beruucneno, %: C 48,98;
H 3,85; N 25,39.
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R n-NO,-CgH;- (22). [Tomyuann opaHKeBOe KPUCTAUIMYECKOE BEIIECTBO C
T, 180-185°C (pazn.). Beixox 0,65 r (80%). M 407,39.

Y®-cniektp, Amax (19 €), HM: 269,2 (3,171).

UK crmextp, v, cM™: 3268, 3106, 2976, 2934, 1700 (C=0), 1635, 1607,
1569, 1524, 1485, 1345, 1280, 1172, 1136, 1113, 1072, 1036, 942, 869, 813, 768,
740, 691.

Crextp IMP 'H, 8, m.x.: 1,4 ¢ (9H, Bu-t); 7,5-8,1 m (4H, Ph); 82c
(1H, CH); 8,5 c (1H, CH=).

Haitineno, %: C 53,2; H 4,3; N 30,6. C1gH17NgO3. Beruucneno, %: C 53,07;
H 4,17; N 30,95.

R n-Cl-CgHy- (23). TMonyuanu GekeBoe KpUCTAUIMYECKOE BEIIECTBO C Ty,
194-196 °C. Brixon 0,67 r (85%). M 396,84,

Y®-cnextp, Amax (19 €), aM: 263,4 (1,782), 319,8 (0,957), 389 (0,824).

UK cmextp, v, cM™: 3435, 3262, 3175, 2965, 2930, 1692 (C=0), 1649,
1592, 1532, 1514, 1492, 1459, 1394, 1362, 1326, 1215, 1174, 1089, 1040, 942,
861, 835, 771, 742.

Crektp SIMP H, 5, ma.: 14cC (9H, Bu-t); 7,25-7,5 m (4H, Ph); 8,7¢c
(1H, CH); 9,0 ¢ (1H, CH=).

Haiineno, %: C 54,6; H 4,3; N 28,5. C15H17NgOCI. Brrunucneno, %: C 54,54;
H 4,29; N 28,28.

R n-Me,N-CsH;- (24). TTonydanu KOpuuHEBOE KPUCTALTHUECKOE BEIICCTBO
¢ Ty, 215-216 °C. Beixon 0,58 1 (72%). M 405,46.

YO-criektp, Amax (19 €), aM: 260,6 (1,548), 363,8 (1,502).

UK criextp, v, cM : 3424, 3242, 3172, 3125, 2925, 2916, 1691(C=0), 1656,
1613, 1584, 1535, 1510, 1435, 1369, 1166, 1036, 994, 892, 861, 828, 798, 759,
680.

Crextp SIMP 'H, §, m.x.: 1,4 ¢ (9H, Bu-t); 3,57 ¢ (6H, Me,N-); 6,8-7,7 m
(4H, Ph); 8,9c(1H,CH); 9,6 ¢ (1H, CH=).

Hatineno, %: C 59,4; H 5,8; N 31,3. CyoH,3NgO. Brruucneno, %: C 59,26; H
5,68; N 31,11.
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R 3,4-(OH),-Cg¢Hs- (25). IMonyuanu sxearoe KpUCTaIMYECKOE BEIIECTBO C
Ty, 244-248 °C (pasn.). Beixon 0,52 1 (66%). M 394,39.

Y®-cnektp, Amax (19 €), HM: 200,6 (3,444), 271 (2,267), 313,2 (1,049).

UK crextp, v, cM ™ 3512, 3454, 3235, 3167, 3120, 2962, 2933, 1687 (C=0),
1651, 1612, 1584, 1512, 1447, 1363, 1303, 1284, 1264, 1169, 1037, 961, 923, 876,
742, 674.

Crextp IMP 'H, 8, m.1.: 1,4 ¢ (9H, Bu-t); 6,6-7,0 m (3H, Ph); 8,8 ¢ (1H,
CH); 9,7 ¢ (1H, CH=); 10,04 ¢ (1H, OH); 9,57 ¢ (1H, OH).

Haitineno, %: C 54,6; H 4,5; N 28,6. C1gHgNgO3. Beruncneno, %: C 54,82;
H 4,56; N 28,42.

3-mpem-Bytuia-11-meruameprantonupumuao(4',5':3,4|nupazoo[S,1-
c][1,2,4]tpuasun-4(6H)-tuon (26). Metox A. K 0,6 v (2 mMMmonb) 3-mpem-
oyrwimupumuio[4',5":3,4Jmupaszomno[5,1-¢c][1,2,4]rpuazun-4(6H),11(10H)-nutrona
(11) B BOAHO-METAaHOJBLHOM pacTBOpE IejIoud (MeTaHos: Boaa — 1:1) mpu
KOMHAaTHOM Temmneparype npubasmsuin 0,2 mu (3 MMOJIb) MOOUCTOrO METHIIA,
nepememBai B TedueHue 12 4. Ocalok OTQUIBTPOBBIBAIM, IPOMBIBAIU
JTUCTUJUIMPOBAHHOM BOON 10 pH=6-7 MpOMBIBHBIX BOJI, METAHOJIOM M CYIIIUJIU Ha
Bo3ayxe. Ilomyuanu Genbie kpuctamisl ¢ Ty, > 300°C. Beixox 0,47 1 (78%). M
306,42

OmroeHT 1u1s XpomaTorpadpuu xsopodopm : metaHod (4:1)

PactBopum B nupuaune, [IM®PA, JIMCO. He pactBopum B BOAE, CIUPTE,
areToHe, XJopodopme, THOKCaHe.

Y@ cnektp, Amax (19 €), am: 353,8 (1,088), 301,4 (0,611), 260,2 (0,997),
223,4 (1,522)

UK crektp, v, M 3370, 2966, 1614, 1588, 1546, 1525, 1485, 1445, 1389,
1355, 1327, 1300, 1238, 1156 (C=S), 1116, 1085, 943, 801, 704.

Crnextp SIMP 'H, §, m.1.: 1,45 ¢ (9H, Bu-t); 4,1 ¢ (3H, Me); 8,5 ¢ (1H, CH).

Harineno, %: C 47,2; H 4,8; N 27,4. C1,H14NgS,. Brruncneno, %: C 47,06;
H 4,57; N 27,45.
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Meton b. Ilpu mnepememmBanuu k 0,87 r (3 MMmonb) 3-mpem-
oyrwimmpumuo[4',5":3,4Jmupazomno[5,1-¢c][1,2,4]rpuasun-4(6H),11(10H)-mutroHa
(11) B BOIHO-METaHOJIBHOM pacTBOPE I1iesI0oun (MeTaHoJ: Boja — 1:1) mpubaBisu
0,7 mn (5 wMModb) H-OyTHJIOBOTO d3(QHUpa MOHOXJIOPYKCYCHOW KHCIIOTHI.
IlepememuBamu 12 49 mpu 40°C. Oxnmaxkmand, 0CaaoK OTHHUIBTPOBBIBAIIH,
MPOMBIBUIM JUCTUIUIMPOBAHHOM BOJOM 10 HEWTpaibHOM pH NPOMBIBHBIX BO/,
METaHOJIOM, CYIIWIH Ha Bo3ayxe. [lomyyanu 6enoe KpucTaminyecKkoe BEIIECTBO C
T.. > 300°C. Beixon 0,58 1 (64%). M 306,42.

OOpa3ipl  coeIMHEHUH, MONMy4YeHHBIX mo Merony A u b He npaBanu
TEMIEPATypbl JACTPECCHH TPU CMEIIMBAaHUH OO0pa3loB, a WX CIEKTpaJbHbIC
XapaKTEePUCTUKHU COBMAANN

3-mpem-byTui-9-merni-11-mernamepkanronupumuiao[4',5':3,4]
nupa3soiio|5,1-c][1,2,4|tpuazun-4(6H)-tmon  (27). Ilomywyamm  aHaJIOTHIHO
Merona A coemuHenus 26. Ilomydanu Oypoe KpUCTaATUYECKOEe BemiecTBO ¢ Ty,
117-120°C (pa3zn.). Beixox 0,39 r (61%). M 320,44.

OmioeHT i xpomatorpadguu xiopodopm : meranon (4:1). PactBopum B
nupuaune, JIM®PA. He pactBopum B BOje, COHMpTe, aleroHe, xjaopodopme,
JTMOKCaHe.

VO criektp, Amax (19 €), HM: 252,6 (1,911). UK crmektp, v, cm ™ 3333, 2959,
2929, 1615, 1565, 1480, 1458, 1388, 1361, 1249, 1147 (C=S), 1077, 1035,
946,775. Criextp SIMP 'H, &, m.ii.: 1,45 ¢ (9H, Bu-t), 2,65 ¢ (3H, Me), 2,75 ¢ (3H,
SMe). Haiineno, %: C 48,4; H 4,9; N 26,5. C13H15NgS;,. Berunciieno, %: C 48,75;
H 5,03; N 26,25.

3-mpem-ByTni-11-(n-6yrnnmepkanto)nupumuno|4',5':3,4]
nupa3soio|5,1-c][1,2,4]tpuazun-4(6H)-on (28). K 0,6 r (2 mmonw) 3-mpem-
oyrwimupumuao[4',5":3,4Jnupaszomno[5,1-c][1,2,4]rpuazun-4(6H),11(10H)-qutrona
(11) B BOIHO-METAHOJBHOM pacTBOpE MIeloun (MeTaHod: Boja — l:1) mpum
KOMHaTHOM Temneparype mnpubasisim 0,7 r© (5 MMonb) OpomucToro OyTuia.
Peakruto Benu npu nepemeruBanuu B Teuenue 12 4. K pactBopy npubasisiau 7%

HCI mo pH 6-7. Ocanok oT(GHILTPOBBIBAIM, MPOMBIBAIH AMUCTUILTUPOBAHHOM
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BOJIOM J10 HEUTPAJIbHOM Cpe/ibl TPOMBIBHBIX BOJI, METAHOJIOM, CYIIMJIA HAa BO3/yXeE.
[Monyuanu Oenoe KpUcTaIndeckoro Bemiectso ¢ T, 200-210 °C (pasi.). Beixon
0,46 r (69%). M 332,43.

DmioeHT 115 XpomaTorpaduu xsmopodopm : metaHod (4:1)

PactBopum B mupunune, JIM®PA, IMCO. He pacTtBopuM B Boje, CIUPTE,
alieToHe, xJopodopme, TMOKCaHe.

Y@ crnektp, Amax (19 €), am: 364,8 (1,018), 334,8 (0,996), 299,6 (1,257),
214,8 (1,956)

UK criextp, v, cm 3045, 2958, 2930, 2871, 1709 (C=0), 1640, 1614, 1584,
1541, 1507, 1482, 1455, 1407, 1361, 1336, 1184, 1158, 1119,1063, 1004, 875,
769, 736 .

Cnextp IMP 'H, §, m.1.: 0,9-1 m (3H, CH,CH,CH,CHj); 1,45 ¢ (9H, Bu-t);
2,65-2,8 m (4H, CH,CH,CH,CH3) 3,4-3,45 t (2H, CH,CH,CH,CHg); 8,8 ¢ (1H,
CH), 13,4 ¢ (ym., 1H, NH).

Macc-cnextp, m/z: 333,1492 [M + H]", 355,1312 [M + Na]".

Haitineno, %: C 54,4; H 6,1; N 25,5. C;5H20NgSO. Brwraucieno, %: C 54,21;
H 6,02; N 25,30.

3-mpem-byTni-11-[(n-0yTokcudTaHOAT)MepKanTo|nmupumuao [4',5':3,4]
nupa3zono[5,1-c][1,2,4] Tpnazun-4(6H)-tuon (29). K 0,87 r (3 Mmmoib) 3-mpem-
oyrwimupumuao[4',5":3,4Jnmupazomno[5,1-c][1,2,4]rpuazun-4(6H),11(10H)-nutrona
(11) B BOAHO-METAaHOJBLHOM pacTBOpE IeJIoud (MeTaHod: Boaa — 1:1) mpum
KOMHATHOU Temmeparype mnpubasmsum 0,7 mu (5 MMoib) uH-OyTuioBoro 3dupa
MOHOXJIODYKCYCHOM KHMCJIOTBI W IepeMemuBanu 24 4. PeakiMoHHYH CMeECh
HeirpammzoBam 7%  HCI. Ocanok  OTQWIBTPOBBIBATM  MPOMBIBAIH
JTACTUJUIMPOBAHHOW BOJAOW 10 HEUTPAIBHOM CPEIbl MPOMBIBHBIX BOJI, METAHOJIOM,
CyIuid Ha Bo3ayxe. [lomyyanu CBETIO-KOPUYHEBOE KPHUCTAIITUIECKOE BEIIECTBO
¢ T, = 280-285°C (ocm). Beixox 0,67 1 (55%). M 406,53.

OmioeHT 1u1s XpomaTorpaduu xjopodopm : metaHod (4:1)

PactBopum B nnupuaune, MDA, JIMCO, nuokcane. He pactBopum B Boje,

CIIUPTE, alleToHE, XJIopodopme.
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YO crextp, Amax (19 €), um: 348,8 (0,437), 256,0 (0,779).

UK crextp, v, cM ™ 2962, 2928, 1699 (C=0), 1581, 1536, 1510, 1453, 1387,
1346, 1232 (C=S), 1171, 1137, 1081, 999, 945, 815, 790, 788.

Crextp AMP 'H, §, m.1.: 0,8-1,1 M (3H, CH,CH,CH,CH3); 1,4 ¢ (9H, Bu-t),
2,7 ¢ (2H, SCH),C); 3,5-39 m (4H, CH,CH,CH,CHjz) 4,1-43 T (2H,
CH,CH,CH,CHg); 8,6 ¢ (1H, CH), 13 ¢ (ymr., 1H, NH).

Haitineno, %: C 50,3; H 5,6; N 41,3. C;7H,,NgS,0,. Brruucieno, %: C
50,24; H5,42; N 41,17.

I'mapa3ua (akpua-9-on-10-ui) ykcycnoit kucaorsl (30) [168]. K 0,1 r
(40 MMmonb) H-OyTunmoBoro 3¢upa N-aKpUIOHYKCYCHOW KHCIOTBI B S5 M 2-
npomanona nobaBmsuit 1 min 85 % -Horo ruapasunruapara. CUHTE3 Beld B
YCIIOBUSIX ~ MHKPOBOJIHOBOTO wu3iaydeHus B cucteme MARS (Microwave
Acceleration Reaction System) ¢dupmer CEM Corporation. ITapameTpsl mporecca:
MOIIHOCTh MHKPOBOJIHOBOTO M3inyueHus — 400 Bt; Temneparypa — 82°C; Bpemst —
80 muH. KoHTponps 3a xomom peakiuu ocymectBisuin merogoM TCX. Ocamok
OTQWIBTPOBAIM, CYIIUIUM HA BO3JyXE W MOIY4YaIH KPUCTAJUIMUYECKOE BEIIECTBO
xenroro usera ¢ Ty, 297 °C. Beixox 0,04 1 (43%). M 267,28.

Y@ cnektp, Mx (19 €), aM: 389 (0,062), 257 (0,165), 341 (0,054), 233
(0,116).

UK crmextp, v, e 3325, 1659(C=0), 1625(C=0), 1596, 1291, 1296, 1373,
802, 749, 761.

Hatineno, %: C 66,5; H 4,5; N 18,2. C15H13N30,. Beruucieno, %: C 67,18;
H4,47; N 17,89.

3-[(Akpua-9-on-10-um)merni]-5,6-rumernia-1,2 4-rpuazun (31). 0,53 r
(2 mmonw) rumpasuna (akpua-9-on-10-wn)ykcycHoi kucnotel (30), 0,23 T ( 3
MMOJIb) anerara ammonwus, 0,44 mu (5 MMoJb) Auanetruiia B 7 MI JICASHON
YKCYCHOM KUCJIOTHI KUTIATAT 3 4. OXJITaXIAI0T, 0CaJ0K OTHUILTPOBHIBAIOT, CyIIIAT
Ha Bo3ayxe. OYUCTKY ONPOBOAAT MEPEKpPUCTALIA3ALMEN U3 OHOKcaHa. [lomydanu
CBETJIO-KOpHYHEBBIE KprcTaiubl ¢ Ty, 245° C. Beixog 0,28 r (45 %). M 316,36.

YO crextp, Amax (19 €), HM: 255(0,991).
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UK criextp, v, cM = 3202, 1687 (C=0), 1626, 1594, 1493, 1464, 1377, 1294,
1259, 1181, 1142, 1104, 1064, 855, 752, 669.

Crextp SIMP 'H, §, m.1.: 1,9 ¢ (3H, CH3), 2,1 ¢ (3H, CHs), 5,75 ¢ (2H,
CHy), 7,3-8,4 m (8H, Ph).

Macc-cniektp, m/z: 317,1397 [M + H]", 339,1216 [M + Na]".

Haiineno, %: C 72,1; H 5,0; N 17,6. C19H1¢N4O. Beramucaeno, %: C 72,15; H
5,06; N 17,72.

3-[(AkpuaoH-9-nia-10)merni]-5,6-qudpenna-1,2,4-rpuasun (32).
[lonmywyanu anamornuno coenuHenuto 31. Boeixon 0,32 1t (36%), OexeBbie
kpucramisl ¢ T, 290-291° C. M 440,5.

YO criekTp, Amax (1g €), HM: 249 (0,442).

VK crextp, v, cM 3196, 3060, 1685 (C=0), 1632, 1597, 1488, 1374, 1293,
1266, 1180, 1064, 1007, 935, 757 (Ph), 695 (Ph).

Crekrp SIMP H, 5, m.1.: 6,3 ¢ (2H, CHy), 7,1-7,5 m (8H, Ph), 7,6-8,4 m
(10H, Ph).

Hatineno, %: C 79,1; H4,5; N 12,7. Co9H5N4O. Brruucneno, %: C 79,09; H
4,54; N 12,72.

3-mpem-byruin-11-ruapaznno-10-(1'-pennndyranoH-3'-uia)nupumMuao
[4',5':3,4]mupa3ono|5,1-c][1,2,4] Tpuazun-4(6 H)-tuon (34). K cycrnensun 0,58 r
(2 MMOJIb) 3-mpem-0ytun-11-runpazunonupumuno[4',5':3,4 mupazono[5,1-
c][1,2,4]rpuasun-4(6H)-tnona (14) B 10 ma 2-nponanona npudasmsum 1,3 r (9
MMOJTb) OeH3anmbarieroHa. Kunstunu npu nepememuBanuu 30 4. OuibTpoBaiu
ropsiueii. Ocaiok MPOMBIBAJIM HEOOJBIIMM KOJIMYECTBOM 2-mnponaHoiia. Cymuim
Ha Bo3ayxe. llepexpuctamnuzoBbiBanu u3 cmecu [IM®PA-Boga (1:1). [omywanu
Oenoe Kpucramnueckoe BemectBo ¢ Ty, 278-280°C. Beixox 0,63 r (72 %). M
436,54.

DmoeHT 11 XpoMmartorpaduu ximopodopm : aneroH (5,5:0,5)

PactBopum B mupuaune, [[IMDPA, JIMCO. He pactBopum B BOJ€, CIIUPTE,
JTUOKCaHe, XJopodopMe, alieToHe.

V@ crekTp, Amax (19 €), HM: 336,4 (0,732), 265,0 (1,010).
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UK crextp, v, cM™: 3336 (NH), 3305 (NH,), 3199, 3139, 2924, 1699
(C=0), 1650, 1557, 1539, 1479, 1403, 1368, 1290, 1213, 1175 (C=S), 1151, 1088,
1003, 956, 918, 855, 816, 743.

Crextp SIMP 'H, 8, m.1.: 1,4 ¢ (9H, Bu-t); 2,5 ¢ (3H, CHa), 2,7-2,9 1 (2H,
CHy), 6,1-6,2 1 (NHNH,), 6,8 ¢ (NHNH,), 7,1-7,6 m (5H, Ph), 8,4 c (1H, CH), 8,9
C (1H, CHa)-

Haiineno, %: C 57,9; H 5,5; N 25,8. C»1H»4NgOS. Brruucieno, %: C 57,79;
H 5,50; N 25,69.

7-AMuHO-3-mpem-oyTHiIApa3oJo[5,1-c][1,2,4]-rpuasun-4(6 H)-ou (35).

Metoa A. K cycnensun 0,28 T (1 MMOJB) 3THII-7-aMUHO-3-mpem-0yTun-4-
okco-6H-mupasoo[5,1-c][1,2,4]-Tpuasuna-8-kap6oHoBoii kuciaoTsl (3) B 10 mu 2-
nponanosia npudasisin 0,2 mu (5 mmoinb) 84% ruapasuHruapaTa U KUMATHIA B
teyeHue 10-12 4. Oxnaxnanu, A00aBIsIM AUCTWILIMpoBaHHYO Boay (1:1),
BBITIABIIIUN 0CaJIOK OT()UIBTPOBBIBAIM, CYIIUIN HA BO3yXe. OUUCTKY MPOBOIUIN
NEPEKPUCTALIN3AIMEd W3  2-TIPOMAHOJIA W TOJYyYaJId  CBETJIO-PO30BOE
Kpuctamnueckoe BemiectBo ¢ T,,>300°C. Beixox 0,13 1 (62%). M 207,21.

DmroeHT 11 XpomaTorpaduu xjaopodopm : metanon (9:1).

PactBopum B amoxcane, nmupuaumne, [IM®PA, JIMCO. He pactBopum B
CIIUPTE, alleToOHe, XJIOpopopMe, BOJIE.

Y®-cnektp, Amax (19 €), aM: 211 (2,005), 256 (2,078), 332 (0,681).

UK crmextp, v, cM™: 3437, 3298, 3162, 2615, 1628 (C=0), 1585, 1531,
1457, 1389, 1360, 1321, 1209, 1104, 947, 814, 781, 738.

Cnektp SIMP lH, o, m.1.: 1,4 ¢ (9H, Bu-t); 5,7 ¢ (2H, NH,); 8,4 ¢ (1H, CH);
13,71¢ (1H, NH).

Hatineno, %: C 52,2; H 6,5; N 33,8. C9H13NsO. Beraucneno, %: C 52,16; H
6,32; N 33,79.

Metoa b. 0,25 v (1 mMmonb) stun 7-amuHO-3-mpem-0yTuin-4-okco-4,6-
auruaponupasofio[5,1-c][1,2,4]-rpuaszun-8-kapooHoBoi KUCIOTH (10) KHIATHIN B
10 M1 B IM®A B teuenue 10-12 4. OunbTpoBanu, (GUIbTpaT OXJIAXKIAIIH,

no0apisii - qucTWUMpoBaHHyro  Boxay  (1:1), ocamoxk  oTHUIBTPOBBIBAIIM.
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[lepekpucTanin3oBbIBAIM W3  2-TIPOMAHOJIA M TOJIyYaldd  CBETIIO-PO30BOE
KpucTaJuIaeckoe BemiectBo ¢ Ty, > 300°C. Brixon 0,14 1 (69%). M 207,21.

OOpasupl coeMMHEHWH, MOJYYeHHBIX Mo Merony A u b He naBamm
TEMIIepaTyphl ACHPECCHH TPU CMEIIMBAaHUU OOpas3loB, a WX CIEKTpPaJIbHBIC
XapaKTEPUCTHKH COBMAIAIIH.

3-mpem-byTHi-7-[(rugpokcuMeTH)aMuHo |mupasono|5,1-c][1,2,4]
Tpuasud-4(6H)-on (36). K cycnensun 0,41 1t (2 MMonb) 7-aMuUHO-3-mpem-
oyruimupaszoino[5,1-c][1,2,4]rpuasuna-4(6H)-ona  (35), 0,5 ma (6 MMoOIb)
dbopManrHa B 5 MJ BOJBI IIPH MEPEMEIIUBAHUU 10 KaIUISIM JOOABISUTH PacTBOP
10%-noro NaOH mo pH 9-10. IlepememmBany mpu KOMHATHOW Temmeparype 18-
20 4. OunbTpoBanu, GUIABTPAT MNOAKUCIIM 10 pH 7, BbINABIIUNA OCaTOK
OT(QWIBTPOBBIBAIM, TPOMBIBATIN TOpsSUCH NUCTHIMPOBAHHOW BOJIOHM, CYIIMIIA Ha
BO3JyX€E M IOJIydaln 0eaoe KpucTaummyeckoe Bemectso ¢ Ty, 258-260 °C (pasi.).
Brixon 0,8 1 (68 %). M 237,23.

OmroeHT ans Xpomarorpaduu XJopogopM : METAHON : YKCyCHasl KHUCJIOTa
(4:1:0,2).

PactBopum B JIM®DA, JIMCO, nupuaune. He pactBOopuM B crouprte,
JIMOKCaHe, XJIopodopme, alleToHe, BOJIE.

Y@ cniektp, Amax (19 €), am: 211,4 (1,496), 265 (1,352), 319,2 (0,761).

UK crextp, v, cM ™ 3361 (OH), 2960, 1690 (C=0), 1604, 1536, 1458, 1364,
1290, 1169, 1020,934, 861, 773, 706.

Crextp SIMP 'H, &, m.x.: 1,38 ¢ (9H, Bu-t); 4,05 ¢ (1H, OH); 4,3 ¢ (2H,
CH,); 4,85 (1H, NH); 6,9 ¢ (1H, CH); 13,4 ¢ (1H, NH).

Hatineno, %: C 50,5; H 6,5; N 29,6. C1oH15N50,. Brraucieno, %: C 50,63;
H 6,33; N 29,54.

3-mpem-ByTui-7-ruapoxcunupaszono|s,1-c][1,2,4] rpuasun-4(6 H)-on
(37). K cmecu 0,41 t (2 MMoub) 7-amuHO-3-mpem-0oyTrnnupasoio[5,1-c][1,2,4]-
tpuazuna-4(6H)-ona (35) B 5 ma 15%-noit HCl mpu 0°C u mepememmBanuu
no6assii pactBop 0,41 T (6 MMOJIb) HUTPUTA HATPUS B 4 MJT TUCTHILTUPOBAHHON

Boabl (1 u), mepememBanu 30 MuUH Tpu TOH ke Temmeparype. OUIbTpOBAIIH,
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0CaJI0K ITPOMBIBAJIA IUCTUILIUPOBAHHOM BomoM u kunsitvin 2 4 B 10 mur 2 1 HCI.
Oxnakaanu 10 KOMHATHOM TeMIIEpaTyphl, 0CAI0K OT(PMIBTPOBLIBAIH, IIPOMBIBAIIH
JUCTUJUIMPOBAHHOW BOJIOM. OUMCTKY MPOBOJUIN PACTBOPEHUEM B Xyopodopme,
pacTBOp GWIBTPYIOT W U3 (QWIbTpaTa yAAISIA pacTBOpUTENb.  [lomyummm
KOPUYHEBOE KPUCTAUTMUECKOEe BemecTBO ¢ Ty, 189-191°C (pasn). Beixox 0,12 T
(29%). M 208,19.

OmnroeHT Ans Xpomarorpaduu XJopopopM : METAHON : YKCyCHasl KUCIOTa
(4:1:0,2).

Pacteopum B MDA, JIMCO, nupunune. He pactBopuM B cHupre,
JTMOKCaHe, XJIopodopme, alleToHe.

YO cnektp, Amax (Ig €), am: 193,2 (3,284), 200,2 (3,180), 254,8 (2,665),
325,2 (1,310).

UK crextp, v, cM : 3170 (OH), 2968, 2930, 1695 (C=0), 1602, 1530, 1458,
1364, 1310, 1271, 1158, 1122, 946, 867, 752.

Crektp SIMP 'H, &, m.x.: 1,4 ¢ (9H, Bu-t); 3,35 ¢ (1H, OH); 8,3 ¢ (1H, CH);
13,7 ¢ (yur. 1H, NH).

Hatineno, %: C 51,8; H5,7; N 26,8. CqH1,N4O,. Brruucneno, %: C 51,92; H
5,77; N 26,92.

3-mpem-Byrun-7,8-numernn-9H-umuaazo[1',2':2,3|lnupa3zono|5,1-
c][1,2,4]tpua3un-4-on (38.). K cycnensun 0,41 v (2 mmonw) 7-amuHO-3-mpem-
oyrunnupasoino[5,1-c][1,2,4]-tpuazuna-4(6H)-oxa (35) B 5 M JIeAsTHON YKCYCHOM
kucinoTel pubaBisu 1,54 v (20 mmons) anerara ammonus, 0,44 mi (5 MMOIB)
IMalEeTHIa U epeMernuBany npu remmeparype 45-50°C 15 u. Oxnaxaanm, 0camaok
orguibTpoBbIBAIH. llepekpucTaimu3oBbiBanu u3 OyTaH-l-ola U MoOdydaau
O0exxeBoe Kpuctaummueckoe BemectBo ¢ Ty, 269-270°C. Bexox 0,3 r (57%). M
259,28.

OmioeHT 11 XpomaTtorpaduu XJIopoopM : METaHON : YKCYCHasl KHCJIOTa
(4:1:0,2).

PactBopuM B ropsiueil ykcycHou kuciore, nupuausae, JJIM®PA, JIMCO. He

pPacTBOPUM B CIIHPTE, TUOKCAHE, XJI0pOodopMe, alleTOHE.
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YO crextp, Amax (19 €), HM: 253 (0,745), 361 (0,721).

UK crextp, v, cM ™ 3456, 3334, 3248, 3166, 2958, 1672 (C=0), 1625, 1590,
1532, 1460, 1418, 1352, 1269, 1118, 964, 901, 772, 704.

Cnektp SIMP 'H, &, m.a.: 1,35 ¢ (9H, Bu-t); 2,05 ¢ (3H, Me); 2,2 ¢ (3H,
Me); 6,0 ¢ (ymr. 1H, CH); 10,65 ¢ (1H, NH).

Crektp SIMP °C, §, m.x.: 10,10 (CHj); 24,16 (CHj); 27,58-27,79 (C-
(CHs)3); 36,76 (C-(CHg)3); 83,49 (C-11); 142,44 (C-3); 146,59-147,22 (C-4),
148,45 (C-12); 158,9 (C-8); 163,64 (C-7), 179,23 (C-10).

Haitineno, %: C 60,4; H 6,.6; N 26,9. C13H7N50. Bwraucneno, %: C 60,23;
H 6,56; N 27,03.

3-mpem-byTunia-7,8-mupenna-9H-umuaazo[1',2':2,3|nupa3soio[5,1-C]
[1,2,4]Tpna3un-4-on  (39). [lomywanu  aHamoru4yHo  coemuHeHus  38.
[lepexpucTaniu3oBbBAIM W3 MNHPUAMNHA U TOJyYadd  CBETJIO-KEITOE
KpucTaumueckoe BemectBo ¢ Ty, 241-242°C. Beixon 0,39 r (52%). M 383.41.

OmroeHT ans Xpomarorpaduu XJopogopM : METAHON : YKCyCHasl KHUCJIOTa
(4:1:0,2).

PactBopum B JIM®PA, JIMCO. He pactBopuM B cOUpTE, AUMOKCAHE,
MAPUIANHE, YKCYCHOU KUCIIOTE.

YO criektp, Amax (19 €), am: 326 (0,718).

UK crextp, v, cM™: 3478, 3252, 3168, 1683 (C=0), 1622, 1482, 1330, 1133,
930, 685.

Crextp SIMP 'H, §, m.x. (J, T): 1,4 ¢ (9H, Bu-t); 6,35 ¢ (1H, CH); 7,32 T
(4H, J=7,12, m-Ph); 7,4 T (2H, J=7,87, p-Ph); 7.5 n (4H, J=3,75, 0-Ph); 11,4 ¢
(1H, NH).

Crextp SIMP °C, 8, m.1.: 28,06 (C-(CHs)s); 37,06 (C-(CHa)s); 126,33 (C-
11); 129,08 (-Ph); 130,18 (-Ph); 133,18 (C-10); 141,5 (C-7); 142,45 (C-8); 146,97-
147,22 (C-4), 160,08 (C-3), 166,05 (C-12).

Macc-cniektp, m/z: 383,1741[M + H]", 405,1560 [M + Na]", 421,1299 [M +
K]".
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Haiineno, %: C 72,0; H 5,5; N 18,3. Co3H»1NsO. Brraucneno, %: C 72,06;
H 5,48; N 18,27.

3-mpem-ByTuia-7-|(6en3oundeHnamMeTHIHIeH)aMUHO | MUpa30.10[5,1-
c][1,2,4]Tpuasun-4(6H)-on (40). K cycnensun 0,41 r (2 MMonb) 7-aMHHO-3-
mpem-0ytunnupasono[S,1-c][1,2,4]-rpuasuna-4(6H)-ona (35) B 5 mu JensHoOU
YKCYCHOM KHUCIIOTHI TTpubaBisuin 0.63 1 (3 MMons) nudennmTanauona. Kunstunm
2 9. Oxmaxnand, o0cagok OTQWIBTPOBBIBAIN, CYIIWIA Ha  BO3IyXe.
[lepexkpucTamii30BbIBAIM M3 JUOKCAHA M TOJYYald >KEITOE KPUCTAINYECKOE
BemecTBo Maccoit ¢ Ty, 207-209°C (pasin.). Beixog 0,67 (84 %). M 399,41.

OmoeHT 1 XpomaTtorpaduu XJopoopM : METaHOJd : YKCYCHasl KUCJIOTa
(4:1:0,2).

PactBopum B JIM®A, IMCO, nupumune. He pactBopuM B cnupre,
JMOKCaHe, YKCYCHOU KHUCIIOTE, XJI0podopMe, alleTOHE.

Y@ cniektp, Mmax (19 €), aM: 341,4 (0,264), 256,4 (0,356).

UK crmextp, v, em™: 3442, 3377, 3253, 3176, 2970, 2929, 1700 (C=0), 1683
(C=0), 1630, 1536, 1502, 1444, 1352, 1327, 1151, 1122, 1082, 954, 828, 768, 743,
696.

Crextp SIMP 'H, 8, m.x. (J, T'm): 1,4 ¢ (9H, Bu-t); 6,65 ¢ (1H, CH); 7,4 T
(4H, J=6,9, m-Ph); 7,5 T (2H, J=7,12, p-Ph); 7,6 n (4H, J=3,42, 0-Ph); 13,15 ¢
(1H, NH).

Macc-cniextp, m/z: 400,1768 [M + H]", 422,1587 [M + Na]", 438,1327[M +
K]".

Haiineno, %: C 69,2; H 5,3; N 17,5. Co3H,1N50,. Breraucneno, %: C 69,

17; H 5,26; N 17,54.

3-mpem-byTui-9-merua-7-¢pennn-7H,8H-nupumuao[2,3:2°,37]
nupaszono [5,1-c][1,2,4]Tpua3un-4-on (41). K cycnensuu 0,6 r (3 mmonb) 7-
aMHHO-3-mpem-0yTunnupasono[5,1-c][1,2,4]tpuasun-4(6H)-ona (10A) B 10 mur 2-
nponanosia npubaBasm 1,3 T (9 mMmonb) OeH3anbarieToHa. Kunsitunu mnpu
nepeMeniuBanud B TedeHue 30 4. OunbTpoBanu ropsiueil. Ocalok MpOMbIBAIH

HEOOJIBIITUM KOJINYECTBOM 2-mporaHoa. Cymmnm Ha BO3yXE.
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[lepexkpucramiu3oBsiBasid U3 2-niponaHoia. [logyyanu kenToe KpUCTauIMuecKoe
Bemtectso ¢ T, 260-261°C. Beixox 0,55 1 (55 %). M 335,41.

DmoeHT 1 XpoMmaTorpadguu xjaopodop : ameroH — 5,5:0,5.

PactBopum B quoxkcane, nupunuue, JIM®A, [IMCO, anerone, ximopodopme.
He pactBopuM B Boze, ciupre.

YO crektp, Amax (19 €), aM: 341,.2 (0,613), 338,6 (0,607), 277,2 (0,575),
266,0 (0,588), 249,8 (0,589).

UK cmektp, v, cM - 3464, 3237, 3162, 2993, 2955, 2925, 1681 (C=0),
1628, 1585, 1509, 1475, 1420, 1353, 1280, 1178, 1151, 1093, 949, 909, 748, 728,
686.

Crextp SIMP 'H, 8, m.1.: 1,4 ¢ (9H, Bu-t); 2,2 ¢ (3H, Me); 6,9 ¢ (1H, Caoy-
H); 6,95 ¢ (1H, Cup- H); 7,15 1 (2H, C).Hp); 7,25 T (2H, J=7,1, m-Ph); 7,35 T
(1H, J=7,3, p-Ph); 7,65 n (2H, J=3,5, 0-Ph).

Hatineno, %: C 68,2; H 6,5; N 21,2. C19gH»1N50O. Brraucieno, %: C 68,06;
H 6,27; N 20,89.

3-mpem-ByTun-9-merun-4-oxkco-7/-penna-7/H,8H-nupumuao|2,3: 2°,37]
nupaszono [5,1-c|[1,2,4]Tpuasun-12-kapoonoBasi kuciaora (42). K cycnensuu
0,5 r (2 MMOJTh ) 7-aMuHO-3-mpem-0yTuin-4-oxco-6 H-mmpazono[5,1-
c][1,2,4]tpuazun-8-kapOoHoBoii kucaoThl (9) B 10 Ma 2-mpomnanona mpuoaBiIsuu
0,6 T (4 mmouip) 6eH3anpaleroHa. Kunsatuiam npu nepeMeiimBaHiy B TeueHue 25 4.
OunbrpoBanu  ropsuyed. DunbTpar oxJaxkmand u goOaBimsaum 10 i
TuCTUIIMpoBaHHOM BOJbI (1:1). BrimaBmmii ocamok OTGUIBTPOBHIBAIH, CYIIMINA
Ha BO3JyXe, MEPEKPUCTAIUIM3OBBIBAIM M3 2-TIPOTMAHOJa W TOJIY4Yald >KEITOe
KpUCTaIMYecKoe BemectBo ¢ Ty, 205-210°C (pasn). Beixox 0,46 t (61 %). M
379,22,

DImoeHT 111 XpoMmartorpaduu xsiopodopwm : ateroH (5,5:0,5)

PactBopum B quokcane, nupuaune, JIM®A, JIMCO. He pactBopum B BoJIE,
CIIUpPTE, alleToHe, XJIopodopme

YO criextp, Amax (19 €), am: 288,8 (2,594).
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UK cmektp, v, eM™: 3209, 2956, 1675 (C=0), 1626 (C=0), 1542, 1499,
1453, 1389, 1359, 1141, 969, 744, 698.

Crextp SIMP 'H, 8, m.i.: 1,35 ¢ (9H, Bu-t); 2,35 ¢ (3H, Me), 6,8 ¢ (1H, H.),
7,2-7,45 m (5H, Ph), 7,6 1 (2H, C-gH,), 12,7 ¢ (1H, OH).

Haiineno, %: C 63,2; H 5,6; N 18,4. C5H»1N503. Brraucneno, %: C 63,32;
H 5,54; N 18,47.

Oo0mass mMeroauka moJydyenuss 3Tl 7-(R-MeTmiauaeHamMuHo)-3-mpem-
OyTui-4-okco-6 H-nupa3zono[5,1-c][1,2,4] Tpua3uH]-8-kapO0HOBOH KHCJIOTHI.

K cycmen3sun 5 Mmoo 3Tun  7-aMUHO-3-mpem-0yTui-4-okco-6H-
nupaszono[5,1-c][1,2,4]rpuasun-8-kapOoHoBo kuciaoThI (3) B 10 mur 2-pomnanosia
NpuOaBiIsAId 7 MMOJIb apoOMaTHYecKoro anpiaeruaa (Oenzampaeruma, #n-N,N-
JUMETHWIaMUHOOCH3aberuaa, Gypdypona) u kunaruid 7-18 4. Oxnaxganw,
0CaJloK OT(UIBTPOBLIBATHN, CYIIWIA Ha BO3ayXe. PacTBOpUMBI B NHPHUIWHE,
JAM®A, JIMCO. He pactBopuMBl B CIHpTE, BOJIe, aIleTOHE, XJIopodopme,
OeH30J1e, TNOKCaHE.

DmioeHT 11 XpomaTorpaduu - xjaopodopw : anetoH (4:1).

AT [7-(pennamMeTHINIEHAMUHO)-3-mpem-0yTH-4-oxco-6H-
nupa3oo|S,1-c][1,2,4] Tpua3un]-8-kapooHoBoii KHCI0THI (43).

O4KuCTKY MPOBOAWIM TEPEKPUCTALIU3ANMEH W3 JTUOKCAaHA W TIOJydau
Oypoe kpucrammyeckoe BemiectBo ¢ T, 237-239 °C. Brixox 1,05 r (53%). M
367,41.

Y®-criektp, Amax (19 €), aM: 357,6 (0,379), 254,6 (2,473), 203,0 (4,000),
197,6 (4,000).

UK crektp, v, em ™ 3059, 3027, 2927, 2931, 1689 (C=0), 1614 (C=0),
1574, 1493, 1451, 1361, 1276, 1216, 1156, 1112, 1028, 865, 741, 696.

Cnextp SIMP 'H, 8, m.a. (J, T): 1,25 T (3H, J=7,2, CH,-CHs); 1,4 ¢ (9H,
Bu-t); 4,3 x (2H, J=7,0, -CH,-CH3); 7,1-7,5 m (5H, Ph) 8,0 ¢ (1H, CH), 13,3 ¢
(1H, NH).

Hatineno, %: C 62,2; H 5,8; N 19,1. C1gH,1N503. Beraucneuno, %: C 62,13;
H 5,72; N 19,07.
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tuaa-7-[N(N,N-qrumeTninaMmuno)peHHIMeTHIEHIUAMUHO | -3-mpem -
OyTmi-4-oxco-6 H-nupazono|5,1-c][1,2,4] Tpua3un-8-kapooHoBoii KHCJIOThbI
(44) OuuctKy NUPOBOIWIM TEPEKPUCTALIM3AIMECH W3 JAMOKCAHA W TOJIYyYasIH
CBETJIO-)KEITOE KpUCTaInueckoe BemectBo ¢ Ty, 254-256 °C. Bexox 1,23 T
(60%). M 396.47

Y®-cnektp, Amax (19 €), HM: 209 (3,750), 244 (2,118), 331 (0,908), 371
(0,994).

UK crextp, v, cM 3433 (NH), 2956, 2957, 1690 (C=0), 1606 (C=0),
1540, 1480, 1454, 1389, 1362, 1144, 1008, 973, 831, 745, 661.

Haiineno, %: C 63.5; H 6,6; N 17,8. C1H»NsO3. Beruncneno, %: C 63,63;
H 6,56; N 17,67.

T {7[(bypanni-2)MmeTwIuAeHAMUHO | -3-mpem-0yTuia-4-oxco-6 H-
nupa3ono[S,1-c][1,2,4]Tpua3un}-8-kapoonoBoii  kucjaoThl  (45). OuucTkKy
MPOBOJIMIIM TEepeKpUcTauIM3aned u3 Meranona. [lomydanu TeMHO-KOPUYHEBOE
KpucTaumyeckoe Bemectso ¢ Ty, 280-284 °C (pasn.). Beixox 0,86 r (48%). M
357.37

Y®-cnekTp, Amax (19 €), HM: 248 (3,959), 318 (1,068).

UK crektp, v, cM 3490 (NH), 1720 (C=0), 1580 (C=0), 1520, 1380,
1160, 905.

Haiineno, %: C 57,2; H 5,4; N 19,8. C1;HgN50,. Beruucneno, %: C 57,14;
H 5,32; N 19,62.

7-(DeHUIMEeTHIHIEHAMUHO)-3-mpem-0yTnii-4-oxco-6 H-nupa3zono|5,1-
c][1,2,4]Tpua3un-8-kapoonutpui (46). K cycnensuu 1,16 t (5 Mmmonb) 7-aMuHO-
3-mpem-0yTun-4-oxco-6 H-nupazono[5,1-C][1,2,4]|tpuasun-8-kapObonutpuna (4) B
10 mn 2-nponanona npudasmsuim 1,6 mu (15 mMmons) O6enszanbaeruna u 0,5 i
cepHoit kuciotbl. Kunstuam B Tedenwe 10 u. Oxnaxnanv, OTHUIBTPOBAIU
0CaJIoK, CYIIWIM Ha Bo3ayxe. OUMCTKY MPOBOAMIIA U3 CMECH JAHOKcaH : Boaa — 1:1.
[Monyuanu Genoe KpHcTammueckoe BemectBo ¢ T, > 300 °C . Beixoxg 1,15 r
(72%). M 320.35.

OmioeHT 115 XpomaTorpaduu - xjaopodopwm : anetoH (4:1).
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PactBopum B mupuaune, [IM®A. He pacTBopum B criupTe, BOJIE, all€TOHE,
xyopodopme, 6€H307€, TUOKCAHE.

Y®-cnektp, Amax (19 €), HaM: 322,2 (1,091), 254,6 (2,574), 202,0 (3,996).

UK crektp, v, em: 3415, 3143, 2927, 2217 (C=N), 1685 (C=0), 1626,
1571, 1542, 1509, 1456, 1364, 1342, 1299, 1190, 1133, 1011, 960, 899, 738.

Crextp SIMP H, 5, m: 1,35 ¢ (9H, Bu-t); 7,1-7,4 m (5H, Ph); 7,3 ¢ (1H,
CH), 14,0 c (1H, NH).

Haiineno, %: C 64,2; H 5,2; N 26,5. C;7H1,NgO. Brramcaeno, %: C 63,75; H
5,0; N 26,25.

7-(PeHNIMEeTHINAEHAMHHO)-3-mpem-oyTuanupasono|5,1-c][1,2,4]
Tpuasun-4(6H)-on (47). K cycnemsun 1 r (5 wmmonb) 7-aMuHO-3-mpem-
Oyrwimupasoio[5,1-c][1,2,4]rpuasun-4(6H)-ona (35) B 10 ™i 2-mpormaHoia
npubasisi 1,6 ma (15 mmonb) Oenzanpaeruaa U 0,5 M CEpHOM KHUCIOTHI.
Kunstumu B Tedenune 5 4. Oxnaxianu, OTGUIBTPOBAIU OCAJOK, CYIIMJIA Ha
BO311yXxe. OUMCTKY IPOBOJIMIIM U3 cMecU JuoKcaH : Boaa — 1:1. Ilomyyanu 6exeBoe
KPUCTAJIMYECKOE BemecTBo ¢ T, 285-286 °C. Beixox 0,98 1 (64%). M 307.35.

DmioeHT 11 XpomaTorpaduu - xjaopodopw : anetoH (4:1).

PactBopum B mupunune, IM®A. He pactBopuM B criupre, BOAE, allETOHE,
xyiopoopme, 6eH30I1e, TUOKCAHE.

Y®-cnektp, Amax (19 €), am: 341,8 (1,520), 336,8 (1,523), 332,8 (1,517),
262,6 (1,463).

UK crektp, v, oM 3462, 3234, 3136, 2954, 2926, 1683 (C=0), 1637, 1597,
1528, 1511, 1475, 1358, 1406, 1291, 1181, 1138, 1069, 964, 942, 802, 750.

Crextp SIMP 'H, &, m.a.: 1,4 ¢ (9H, Bu-t); 7,1-7,7 m (5H, Ph); 8,25 ¢ (1H,
CH), 13,0 c (1H, NH).

Hatineno, %: C 66,5; H 5,6; N 23,2. C17H17N5O. Brruucneno, %: C 66,45; H
5,54; N 22,80.

(3-mpem-ByTna-4-okco-6 H-nupasono|5,1-c][1,2,4| Tprnazununi-7)
auazonuii xjaopun (48). K cycnensuu 0,84 t (3 mmoub) 3T 7-aMuHO-3-mpem -

OyTui-4-oxco-6 H-nupazono[5,1-c][1,2,4]tpua3un-8-kap6oHOBON KUCIOTHI (3) B 5
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it 15%-noii HCl mpu 0°C u nmepememmBanuu nobasisau pactsop 0,62 r (9
MMOJIb) HUTPUTA HATpusi B 6 MJI TUCTWIIMPOBAHHOM BOJbI (1 1), mepemennBamu
30 muH mpu ToM ke Temmeparype. OTUIBTpOBaNIM BBINABIIMKA OCAJIOK,
IIPOMBIBAJIN JVCTAJIIMPOBAHHON BOJIOM. [Tonyunnn CBETJIO-XKEITOE
KpucTaumyeckoe BemecTo ¢ Ty, > 300°C. Brixox 0,6 1 (78%). M 253,67.

DmroeHT 15 XpomaTorpaduu xjopodopm : metaHoa — 4:1

PactBopum B nuokcane, nupunuue, JIM®A, [IMCO, anerone, ximopodhopme.
He pactBopuM B BOJie, 3TaHOE.

Y@ criektp, Amax (19 €), HM: 326,4 (1,334), 255,8 (1,612), 203,6 (2,919).

UK crmextp, v, cM ™ 3261, 3192, 3078, 2973, 2238 (N=N), 1717 (C=0),
1625, 1545, 1514, 1483, 1408, 1363, 1318, 1281, 1075, 945, 856, 741, 697

Cnektp SIMP 'H, §, m.x.: 1,37 ¢ (9H, Bu-t), 8,5 ¢ (1H, CH), 14,7 ¢ (1H,
NH).

Haiineno, %: C 42,8; H4,2; N 33,5. CoH1oNgOCI. Brruncneno, %: C 42,60;
H 3,94; N 33,13.

N-(3-mpem-byrnia-4,8-nuTuokconnpaszono|5,1-c][1,2,4] Tpuazun-7-
ui)amua Metaautuopochopuoii kucaorel (49). K cycnensuu 2,3 1 (10 Mmosib)
7-amuH0-3-mpem-0yTi-4-okco-6 H-nupazono[5,1-c][1,2,4]-rpua3una-8-
kapoonutpuna (4) B 10 mn nupunuHa npubaBimsm 3,33 r© (15 mmorb)
neHtacyibpuaa pochopa. Kunsatumm 3,5-4 4, punprpoBanu ropsuei, QpuibTpar
oxJaxaanu u noOaBimsan 10 M guctwummpoBaHHOM Boabl (1:1). BeimaBmmmit
0CaJIOK OT(QMIBTPOBBIBAIM, CYIIUIN HAa BO3JyXE, MEPEKPUCTAIITU30BHIBATIU U3 2-
IPOTaHOJIa M MOJIYyYaId JKEITOe KPUCTAUTMYECKOE BEIecTBo ¢ T, 266-267°C.
Brixon 2,4 v (69%). M 347,44,

OmroeHT 1t XxpoMmaTorpadguu xjaopodopm : MetaHon (4:1).

PactBopum B nupuaune, IM®PA, JIMCO, ropsuem anerone, nuokcane. He
pacTBOpHUM B XJ0opodopme, CIIupTe, BOJAEC

Y®-cnektp, Amax (19 €), aM: 194,8 (3,133), 200 (3,077), 240 (2,314), 333,7
(2,23)
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UK crextp, v, em ™ 3429, 3050, 2940, 2850, 1630, 1611,1560, 1486, 1453,
1410, 1355,1280, 1200 (C=S), 1100 (C=S), 1080, 1060, 1020, 933, 750 (P=S), 727
(P=S), 677, 642,571, 460.

Crextp SIMP 'H, &, m.1: 1,35 ¢ (9H, Bu-t); 6,7 ¢ (1H, NH).

Macc-ciektp M/zZ (lom, %):348 (7,3) [M'], 222 (3,8), 149 (8,9), 100 (18,2),
98 (28,8), 97 (7,7), 80 (7,1), 79 (100), 78 (14,5), 58 (3,6), 57 (7,3), 52 (69,2), 51
(52,2), 50 (26,4), 49 (53,2), 47 (8,4), 46 (1,3), 44 (1,4).

Haiineno, %: C 31,3; H 2,9; N 20,2. CogH(N5S4P. Bwruucneno, %: C 31,12;
H 2,88; N 20,17.
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BbIBO/IbI

1. VYcranomieno, 4Yto 7-amuHO-3-mpem-0yTria-8-R-nmupaszono[5,1-c][1,2,4]
Tpua3uH-4(6H)-0Hbl SBISAIOTCS yAOOHBIMH pearecHTaMH B CHHTE3€ HOBBIX
(GYHKIMOHATBHBIX ~ MPOW3BOJHBIX U TETEPOKOHJCHCHPOBAHHBIX  CHCTEM,
coaepkamux mupaszonolS,1-c][1,2,4]tpuazuHoBeiii  ¢parment. JlokazaHo, YTO
IIPHUPOJIa 3aMECTUTEIIS B TTOJIOKECHHUH 8 mupasono[5,1-c][1,2,4]rpuasun-4(6H)-oHOB
BIIUSICT HA XOJ] PEAKIUU.

2. PaspabGoTanbl MeToabl cHHTe3a paHee HeomucaHHbIX N-(3-mpem-0ytnn-4,8-
TUTHOKCconupazono[S,1-c][1,2,4]|Tpua3zun-/-un)amuaa MeTaguTHoGochopHOi
KUCJIOTBI WU TPOM3BOAHBIX umuaazo[l1',2":2,3|nupazono[5,1-C][1,2,4]rpua3zuHoB,
nupumniof2,3;2°,3 " [nupazono[5,1-c][1,2,4 | tpua3zun-4-0HOB.

3. BrmepBeie MpoBEEHO 3aMEIIEHUE OKCOTPYIN HAa THOKCOTPYIIBI B 3-mpem-
oytun-9-R-mupumuo[4',5":3,4 Jnupazono[5,1-c][ 1,2,4 rpuasun-4(6H),11(10H)-
JIMOHAX W HCCIIEIOBAHO HYKJIECO(MUIBHOE 3aMeElIeHHUEe M0 THOKCOTPYIIEe, KOTOPOe
MO3BOJIMIIO TIOJYYUTh AJIKUJIMEPKAITO-, TUIPA3UHOIPOU3BOIHbIC.

4, PazpaboTtansi METO/IbI CUHTE3a Ha OCHOBE TUPA3UHO
nupumuao[4',5":3,4Jnupazono[S,1-c][1,2,4]tpua3znHOB, NO3BOJISIIOMINE TOJYYUTh
aApWINJECHTHIPA3UHO-, a3UJOTPON3BOIHBIE U T€TEPOKOHICHCUPOBAHHBIE CUCTEMBI,
coAep Kallrue TeTPa30JIbHbIN [TUKIL.

5. TlokazaHa BO3MOXXHOCTh (OPMHUPOBAHUS TPUAZUHOBOTO IIMKJIA HAa OCHOBE
ruapasunia (akpua-9-oH-10-11)yKCyCHOM KHCIOTHI B PEAKITUAX C O-TUKETOHAMHU.

6. Hcmonb3oBaHne MUKpOBOJHOBOTO cuHTe3a Ha cucreme MARS (Microwave
Acceleration Reaction System) ¢upmet CEM  Corporation  mo3BOJMIIO
YCOBEPIIICHCTBOBATh ~ METOJIWKH  TIOJYYCHHMsS]  PA3JIMYHBIX  TPOW3BOJIHBIX,

conepkammumx nupaszono[S,1-c][1,2,4]rpua3uHoBbIi (pparMeHT.
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