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OBHIASA XAPAKTEPUCTHUKA PABOTbI

AKTYaJbHOCTh _ pa®oThl. TpaaulMOHHBIMU 3aJja4yaMH  OPTraHUYECKOM XUMHUU

ABIIAIOTCS: pa3padoTKa 3 (HEKTUBHBIX METO/I0B CUHTE3a HOBBIX COEIMHEHUI, HCCIIEJOBaHHE
O0COOCHHOCTEH CTPOEHHUS, PEAKIMOHHOM CHOCOOHOCTH M BO3MOXKHBIX MPAKTHUYECKHX
NpUMEHEHU HOBBIX BemecTB. Cpean Bcero MHOrooOpasusi OpPraHMYECKHUX BEILECTB
3HAYUTENBHYIO JIOJIO0 COCTABIISAIOT FeTepOIMKInYeckue coeanHenus. Oquumu u3 Hanbosee
TEOPETUYECKH BaXHBIX M MPAKTUYECKH LEHHBIX KJIACCOB SBIISIIOTCS MSATHYJICHHBIE
a30TCOJIEprKalie TeTePOLMKIIbI, B YACTHOCTH MMHAA30JIbl, 00TaTO MPEICTaBICHHbIE CPEIU
MPUPOTHBIX U OMOJIOTHYECKN aKTUBHBIX COSAMHEHUH.

HecMoTpss Ha orpoMHOe KOJIMYECTBO PAOOT, MOCBSIIEHHBIX Pa3IUYHBIM AaCIEKTaM
XUMHHM HMMHJIa30JI0B, MHOTHE MpOoOJeMbl OCTAlOTCS HepemEHHbIMH. B wacTHocTH, As
MHOTHX BaXXHBIX KIJIACCOB MMHAA30J0B OTCYTCTBYIOT YAOOHBIE METOABI CHHTE3a. Tak,
XOpOIO M3BECTHBIM crmocod cuHTe3a N-OKCHIOB HMHUIA30JI0B IyTEM KOHACHCAIUU
MOHOOKCHMOB (-JIUKETOHOB C aMHWHaMU M albJEerHJlaMy, Kak IpaBWJIO, HE IO3BOJISIET
noyiydatb N-OKCcHIbI 1-apuiMMKIa300B CO CBOOOIHBIM BTOPBIM ToJIOKeHHEeM. CunTaercs,
YTO OCHOBHOM NMPUYMHOMN ABIISIETCS HECTAOMIBHOCTh JAHHBIX COEIMHEHUN U X CKIIOHHOCTb
K JIETKOW MeperpynmnupoBKe 1-apuianmmnia3osn-2-oHbl.

Ieab paborbl. Pa3zpaboTka MeTola CHHTE3a, H3YYEHHE 3aKOHOMEPHOCTEH

o0pa3oBaHUsl U OCOOCHHOCTEHN CTPOEHUS |-apIMMHIa3010B U UX N-OKCHIIOB.

Hayunasi HoBu3HA. OCHOBHBIM PE3YyJIbTaTOM IMPOBCACHHBIX HUCCIICIOBAHUN SIBJISICTCS

pa3paboTka HOBOTO 3(P(dEeKTUBHOrO MeToAa cuHTe3a |-apunumuaaszolioB. [IpennoxxenHas
CUHTETHYECKAasl CXeMa 3aKJII04aeTcsl B MOJyUYeHUHU |-apuinMuia3oioB B BUJE CTAOUIIBbHBIX
KOMIUIEKCOB MX N-OKCHJIOB H MOCJIETIYIONIEM BOCCTAHOBICHUHN N-OKCHIHON (yHKITUH.

HaiineHo, 4To KoHAeHCaIMsi MOHOOKCUMOB (L-IMKETOHOB C apOMaTHYECKUMHU aMUHAMU
1 hopManbAeTUIOM B MIPUCYTCTBUU ddupaTa TpudTopHuaa 6opa MPUBOIUT K 00pa30BaHUIO
paHHEee He M3BECTHBIX CTAOWIIBHBIX JOHOPHO-AKIETITOPHBIX KOMILIEKCOB TpudTopuma 6opa
¢ N-okcunamu 1-apuiamMuaa3oyioB. Y CTaHOBJIEHBI BO3MOKHOCTH M OIpaHUYEHUS JaHHOU
peaKiuu, a Takke 0COOCHHOCTH CTPOCHHSI 00pa3yroIMXCcsi KOMIUIEKCOB. [loka3zaHo, 4To:

- JlaHHasg KOHJEHcalusi OTKpbIBaeT yAOOHBIH MyTh K l-apuinumugaszosam,

CcoJCprKalum B 4 1 5 MOJIOXKEHUAX AJIKWJIBHBIC, apUJIBHBIC U alTWJIBHBIC 3aMCCTUTCIIN,



- KOMIUIeKCHI TpudTopuaa 6opa ¢ N-okcuaamu 1-apui-4-kapOaMOUTIUMHUIA30JI0B HE
00pa3yroTcsi, 0THAKO caMi N-OKCHIbI MOXKHO TIOJYYUTh C MTPEBOCXOAHBIMU BBIXOJAMU. DTH
COCIMHCHHUS BeChMa YCTOWYMBBI B CHJy OOpa3oBaHHUS MPOYHOH BHYTPUMOJECKYIISPHOU
BOJIOPOJTHOM CBSI3U MeXAy N-OKCHUAHBIM atoMoM Kuciopoga M NH-mmporoHom aMuaHOU
TPYIIIIbI;

- JJaHHBIM  CMOCOOOM  HE  yJaaeTcss  MOJYYHTh  KOMILIEKCHI  N-OKCHJIOB
1 -aprIMMHIa30J10B, COEPIKAMUX B 4 TOJOKEHUN ITOKCHUKAPOOHWIBHYIO TPYIITy, KOTOpas
MPEMNATCTBYET OOPa30BAaHHIO MPOYHOU CBS3M MeXAy Tpudtopuaom 6opa U N-OKCHUIHBIM
aTOMOM KHUCJIOPOJa.

[IpennoxeHHbld CUHTETUYECKUN MOAXO]l SKCHEPUMEHTAIBHO MPOWIIIOCTPUPOBAH Ha
NpUMEpe TMOJYYECHHUS IIUPOKOTO PsAJa HOBBIX 1-apUIMMHMAA30J0B C Pa3IMYHBIMU
(GYHKIIMOHAIBHBIMU TPYIIIAMH B apWIBHOW 4YacTH W 4, 5 TOJOXKEHHSIX WMHUIA30JIbHOTO
KOJIbIIa, B TOM YHUCJI€ TPYAHOAOCTYIHBIX 1,5-1napuiuMuia3zosos.

IIpakTuyeckass 3HaYuMoOcTh. PaspaGoran mnpoctoii u 3PQeKTHBHBIA MeETOX

nosyyeHust 1-apunumuniazonoB U ux N-okcnsoB. C IOMOILBIO 3TOT0 METOAA CHHTE3UPOBAH
PS1 HOBBIX MPOM3BOAHBIX UMUA30J1a, IEPCIEKTUBHBIX KaK C TOUKH 3pEHUSI BO3MOKHOCTEM
UX JanbHedmedl (QyHKOUOHanmM3alMM, TaK M € TOYKM 3pEHHMsS MOTEHIMAIbHOU
OuosIornyeckod aKTUBHOCTH. B 4aCTHOCTH, MOIy4eH psJl FeTepOLUKINYECKHX aHAJIOIoB
MIPUPOAHOIO IPOTHBOPAKOBOTO MpernapaTa komoperactaTuHa A-4.

JIMYHBIM BKJIAJ aBTOPA 3aKJIHYACTCs B BHIIOJIHECHUH BCEX ATAIOB ﬂHCC@pTaHHOHHOﬁ

paboOThI, OT TMOCTAHOBKH IETW M 3a7a4 HWCCIEAOBAHUS, IJIAHUPOBAHUS W TPOBEICHUS
JKCIIEpUMEHTa J0 OOCYXJICHHS TMOJYYEHHBIX PE3yJbTaToB, (POPMYJIHUPOBAHUS BBIBOJOB U
HAIIMCAHUY CTATEN.

AnpoGauusi__pa6orbl. OCHOBHBIE pe3yabTaThl paboThl JokjagsiBanuch Ha [II

MexayHapoaHoil KoH(pepeHIIUn «XUMHUS TeTEePOLMKINYeCKUX coenauHeHuin» (Mockaa,
2010); VII, VIII u IX MexayHapogHOM KOHIPECCE MOJIOABIX YUYEHBIX MO XUMHHU H
xumudeckor texHoioruu (Mocksa, 2011, 2012 u 2013); Bcepoccuiickoli koH(MepeHIIUH
«Opra"nuueckuii cuHTe3: XuMus U TexHoaorus» (ExarepunOypr, 2012); MexnyHapoaHoi
HAay4YHON KOH(EpeHLHUs CTYIEHTOB, aCMHUPAHTOB U MOJIOABIX YUEHBIX «JlomMoHOCOB-2012»

(Mockaa, 2012).



Iyoaukauuu. [lo Teme nucceprauuu omyOIuKoBaHO & paboT: 2 cTatbu B

MEXTYHAPOJHBIX KypHAIaX M T€3UCH 6 TOKIA10B KOH()EPEHINH Pa3InIHBIX YPOBHEH.

O0bem ¥ __cTpyKTYypa padorbl. Jluccepraums wusnoxkeHa Ha 164 crpaHunax

MAaIIMHOMMCHOTO TEKCTa U COCTOUT U3 JINTEPAaTypHOro 0030pa, 00CYXJEHHUs Pe3yJbTaToOB
HCCIEN0BaHUsA, IKCIIEPUMEHTAIBHOW YacTH, BBIBOJOB, CIIMCKA IUTUPYEMOM JINTEPATYPHI U3

174 naumeHoBaHUH, conepkuT 29 Tadnui, 47 cxem, 2 pUCyHKa U 25 MpUIIOKEHUH.
OCHOBHOE COAEPKAHUE PABOTbI

OIHUM W3 OCHOBHBIX METOJOB CHHTE3a N-OKCHIOB HMMIA30JI0B SIBJISICTCS
KOHJICHCAIIMSI MOHOOKCHMOB O-JIHMKETOHOB C aMHHaMHM H ainpjaerugamu. OmHako i
nonydeHuss N-OKCHIOB 2-He3aMEHIEHHBIX |-apWIMMHIA30JI0B 3TOT CHOCO0 OKazayics
HernpuroieH. [lepBbie TOMBITKH TOJYYUTh 3TH COCIUHEHMS KAaTAIM3UPYyEMOM KHUCIOTOM
KOHJICHCAIlMe! MOHOOKCHMMOB (-[IUKETOHOB JHOO C apOMaTHYeCKUMU aMUHAMU U
dbopmanbaeruoM, 1100 ¢ MPEABAPUTENHHO MOTYyYeHHBIMU N-apuiIMeTHICHAMUHAMH ObLTH
npeanpuHsThl eme B 70-x romax XX Beka. O0a crnocoba He MpUBEIU K YCIEXY, MO3BOJIUB
MOJTYYUTh JIUIIh OTPAaHUYCHHBIA Ha0Op COCIMHEHHH, KaK MPaBUI0, ¢ HU3KUMHU BBIXOJIaMHU.
Meroabl cuHTE3a, OCHOBAHHbIE Ha KOHJACHCAIMU O-aMHUHOOKCHMMOB C OPTOMYPaBbHUHBIM
3(UpOM WM KOHJEHCAIMH O-TAUMMHUHOB C albJOKCUMAaMHM TaK)Xe TAlOT HU3KHE BBHIXOJBI N-
OKCHUJIOB |-apuUiIMMHIa30JI0B; KPOME TOTO HMCXOIHBIC O-IAUMHHBI U O-AMHUHOOKCHMBI
3a4acTyI0 TPYAHOIOCTYIHBI.

OcCHOBHOM NPUYMHON HEyJay, MO-BUIUMOMY, SIBJISICTCS JAOMIBHOCTH N-OKCHJIOB
2-He3aMeNIeHHBIX HWMHIa30JioB. WM, B 4YacTHOCTH, WUX CKIOHHOCTb K JICTKOH
MepPErpynmnupoBKe WMHUJIa30J1-2-OHbI, BO3MOXKHOW Kak B MPOIECCe CHUHTE3a, TaK M Ha

CTaJUsX BBIICIICHUS U OYUCTKU MPOAYKTA PEAKILIVH.
1. Iloanyyenne 1-apuia-4,5-numernn-1H-umugazosnos

MBI OpeanoNOXKWUIU, UYTO  cTabuiau3upoBaTh  N-OKCHUABI  2-HE3aMEIIEHHBIX
1 -apuauMuIa3070B MOKHO, ToJydast ux B Buje N-ankokcu- (N-alluioKCcu-) MPOU3BOIHBIX,
HUCXOMSl W3 0-aJTKOKCH- (0-aIlMJIOKCH)UMHUHOKETOHOB WJIM CBSI3bIBasS MX B KaKOW-THOO

KOMIIJICKC B IMTPOTECCC CUHTC3A.



JleiicTBUTENbHO, KOHACHC Al MOHOOKCHMa OyTaH-2,3-1uoHa 2 ¢ hopManbIeruioM u
apoOMaTHUYECKUMU aMUHaMu 1a-3 B NIPUCYTCTBUU SKBUMOJBHOTO KoyiMuecTBa 3(upara
TpudTopuaa 60pa MPUBOAUT K KOMIUiekcaM Tpudropuaa 6opa ¢ N-okcuaamu 1-apuin-4,5-

numeTui- 1 H-umunazonos 4a-3 ¢ Berxonamu 55-85% (cxema 1).
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R =H (a); 2,4,6-(CH;); (6); 4-OCHj; (B); 2,4,6-(OCHs3); (r); 3-F (n); 3-Cl (e); 4-NO, (ix);
3-Py (3); 4-NH, (mn).

B peakiuio jerko BCTymarT apoMaTHYECKUE aMHUHBI, COJEpKaIIie, KaK 3JIEeKTPOHHO-
NOHOpHBIE (m-aHu3uaAuH 10, me3uauu 1B, 2,4,6-TpUMETOKCUaHWINUH 1T), TaK U 3JIEKTPOHHO-
aKUenTopHble rpynmnbl (4-HuTpoaHWIMH 1k, 3-amMuHOmMMpUIWH 13), a Takke CHIBHO
CTEpPUYECKU 3aTpynHEHHBIE apuiamMuHbl (Me3uauH 10, 2,4,6-TpuMeTOoKCHaHWIUH 1r).
OCHOBHOCTh apOMaTHMYECKOTO aMUHA HE OKa3bIBAaeT 3aMETHOrO BIIMSHHUS Ha BBIXOJ
MPOAYKTa KOHACHCAIUH.

IIpoBenenue konaeHcauu okcuma 2 ¢ 1,3,5-tpuapuin-1,3,5-tpuazunanamu 3 BMECTO
KOMOMHaIuMu apuiamuHa 1 u ¢opmanbaeruia mo3BoisieT B HEKOTOPBIX CIIy4asiX MOJY4YHUTh
O6opTpudToprIHbIE KOMIUIEKCH 4 ¢ OOJIBIIMMH BBIXOJAMH, a TaKKe HWCKIIOYUTh U3

peaKHHOHHOﬁ MAacCChbl TO 3HAYUTCIIBHOC KOJINYCCTBO BOJbI, KOTOPOC BHOCHUTCA C paCTBOPOM
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dbopmanuHa (cxema 2).
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R =H (a); 4-OCH; (B); 3-Cl (e).



Kak ynomunanocs Bbinie, N-OKCUIbI 2-HE3aMEMIEHHBIX UMU/Ia30JI0B TP HATPEBAHUU
UX B pacTBOpE CIOCOOHBI MpETepIieBaTh MEPErpyNIUPOBKY B UMHUJIA30J1-2-OHBI, 3a4aCTYIO
9TO NPOUCXOAUT YXKE B IMPOLECCE CHHTE3a, a TAKXKE NPH KHUISYEHUU B HEKOTOPBIX
PacTBOPUTENSAX U IIPU MEPEKpPUCTAILIN3AIUU. B IPOTUBOIOI0KHOCTh 3TOMY, ITPOU3BOIHBIE
4 kpucCTAM3YIOTCS 0€3 00pa3oBaHuUsl MPOJYKTOB Pa30oKEHUs! I MEPErpyNInupoOBKU U, B
OCHOBHOM, YCTOMYMBBI K JUIMTEIIbHOMY Harp€BaHUIO B OPraHUUYECKUX PACTBOPUTEIISX.

1-Apwi-4,5-mumernn-1 H-umunazonsl  Sa-e,3,1 ObUTH TIOJIYY€HBI BOCCTAHOBJIICHHEM
KOMIUIEKCOB 4a-3 jKeJie30M B YKCYCHOM kucioTe (cxema 1). B ciydae HUTpOIIPOU3BOIHOTO
4K B 5TUX YCIIOBUSIX TaKXKE MPOUCXOAUT BOCCTAHOBJICHUE HUTPOTPYIIIBI, B PE3YJITATE YETO
obpasyercs 1-(4-amuHodenunn)-4,5-numeti- 1 H-umunazon Su.

Crpoenue coenuHeHnii 4 W S OBUIO TOATBEPXKICHO naHHbIMU SIMP lH, Macc-
CHEKTPOMETPHUU U DJIIEMEHTHBIM aHATU30M.

B cnekrpax AMP 'H coenunenuit 4a-3 Habm0gaeTCs XapaKTEepHbIN y3KUW CHUHIJIET,
COOTBETCTBYIOLIMN MPOTOHY BO BTOPOM IMOJIOKEHUM HMMHAA30JIbHOTO KOJIbIA, B paiioHe
9.16-9.58 m.n (B IMCO-dg). Ilo cpaBHeHuro ¢ N-okcuaamu 1-apuinMuIa30Ji0B, HE
conepxkamumu BF; rpynny, oH ciBUHYT B 00:1acTh ¢1ab0ro mosist MpuMepHo Ha 1 M.1.

B wMacc-cnexktpax coeauHeHuil 4a-3 NPUCYTCTBYIOT CHUTHAJIBI, COOTBETCTBYIOIINE
KaTUOHY [M-F]" u curnans KaTUOH-paJuKaia [M-BF;]", a Taxxe JOBOJIbHO HHTCHCUBHBIH
CHTHAN OCKOJIKa ¢ m/z = 49, cooTBeTCTBYIOMiT KaTHoHY [BF,] .

Crtpoenue OOpTpUPTOPUAHOTO KOMIUIEKca 4a ObUIO OJHO3HAYHO OMPEICICHO C
MOMOLIBIO PEHTTEHOCTPYKTYpHOro aHanusza. CoennHeHue 4a Kpucramumsyercs u3 OeHzona

B BHJIe coibBaTa coctaBa 4ax1/6C¢Hg (puc. 1).

Pucynok 1. Ctpykrypa coenunenus 4a o nanabiv PCA.



2.2 lloayyenue 1-apuia-4- u 1-apuia-S-anuin-1H-umuaa3zosion

Kak u3BecTHO, OJTHUM U3 OCHOBHBIX METOJOB CHUHTE€3a N-apHIMMHAA30JI0B SBISAETCS
N-apunupoBaHue TreTepolUKINYecKoro Koiblua. OaHako HecMOoTps Ha Ooublloe
KOJIMYECTBO PaboT, MOCBSIICHHBIX 3TONH METOA0JOTHH, KPYT MOJIy4aeMbIX TaKUM 00pa3oM
COCIMHEHUN OYE€Hb OTPAaHUYEH, YTO CBSI3aHO C KPUTHYECKUM BIIMSHUEM CTEPUUYECKHUX
3aTpyJHEHUN KakK B apWJIMPYIOLIEM areHte, Tak U B caMoM umupaazone. Kpome toro, npu
apWIMPOBAaHUM UMHA30J1a, COAECPKAIIET0 HEOANHAKOBBIE 3aMECTUTEIIN B MOJIOKEHUIX 4 U
5, oOpasyercsi CMeCh pETrHOM30MEpPOB C TMpeoldiialaHueM HauMEHee CTEPUYECKU
3aTPYAHEHHOTO.

B To ke Bpems pa3paOoTaHHBI B JaHHOW pabOTe CIMOCOO IMO3BOJSET IMOTy4YaTh
3aBEJOMO OINPEJEJIECHHBI PETMOU30MEp, CTPOEHUE KOTOPOTO ONpEelesieTcs ITPUPOaoi
HCXOJHOTO MOHOOKCHMA 0.-TUKETOHA.

Tak, nnsa nonydenus: 1-apun-4-anetuin-S-MeTHIMMUAA3010B 10 MBI HCTIOIB30BANIH
JIETKO JOCTYTIHBIN HUTPO3UPOBAHUEM aneTuiIaleToHa CUMMETPUYHBIN
3-(TUAPOKCUMMUHO ))IEHTaH-2,4-110H 8.

Kongencanuss okcuma 8 ¢ apomaTHuecKMMH aMHMHAaMH U (HOpPMalIbIETHIOM B
npucyTCTBUU 3dupara TpupTopuaa O0pa MPUBOIUT K OOPTPHUPTOPHIHBIM KOMILUIEKCAM

N-okcuaos 1-apun-4-anerun-S-metii- 1 H-umnnazonos 9 ¢ Beixogamu 48-83% (cxema 3).
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Cxema 3

R =H (a); 4-OCHj3; (B); 2,4,6-(OCHj3); (1); 4-CH;3 (k); 3-NO, (41); 3-NH, (m).
Komriekebl 9 o cpaBHEHHIO C NMPOU3BOAHBIMUA 4 3HAYUTEIBHO MEHEE YCTONYMBBI.

OnHako JAaHHBIE PEHTIEHOCTPYKTYPHOTO aHajau3a s coenuHeHnit 4a u 9k (puc. 1 u 2)

CBHUACTCIBCTBYIOT O TOM, YTO KOMIIJICKCHI 4 1 9 UMEIOT aHAJIOTHYHOE CTPOCHHUC.



Pucynok 2. CtpykTypa coenuHeHus 9k 1o janasiM PCA.

Haubonee BeposiTHas NMpUYMHA MEHBIICH YCTOWYMBOCTH KOMILIEKCOB 9 COCTOUT B
TOM, 4TO aToM OoOpa B HUX HMMEET MaKCUMaJIbHOE KOOPJIWHALMOHHOE YHCIIO YEThIpE,
MO3TOMY MEXAY HUM M aTOMOM KHUCJIOpOJa KapOOHWJIBHON I'pyNIbl HE MOXKET BO3HUKATH
JOTIOJHUTEIBLHOIO  JOHOPHO-AKIENTOPHOTO B3auMOJICUCTBUS. boiee TOro, AOMKHO
BO3HUKATh OTTAJIKWBAHHME MEX]Yy OTPUIATENILHO 3apsKeHHOM O60opTpudTOopuIHOM Tpynmon
Y HETMOAEIEHHBIMU 3JIEKTPOHHBIMU [TapaMU aTOMa KUCJIOPO1a KapOOHUIIbHON TPYIIIIEL.

Ctpoenune coenuHeHud 9 mnoxarBepxkaaercs AaHHbIMH SAMP '"H u 13C, Macc-
CIIEKTPOMETPUU U BJIEMEHTHBIM aHanu3oM. B cnekrpax AMP 'H coenumennii 9 curHan
MPOTOHAa BO BTOPOM IMOJOKEHHH WMHUJA30JbHOTO KOJbIA MPOSBISIETCS B BHUJE Y3KOIrO
cunriaera B oo6mactu 9.53-9.78 m.a. B JIMCO-dg u 8.18-8.44 m.n. B CDCl;. Takum
obpa3om, mipu 3anucu crekTpoB B JIMCO-dg curaan 3Toro mpoToHa cMENaeTcs B 00J1acTh
cuiIbHOTO ot Ha 1.2—1.4 m.11. o cpaBHEHMIO ¢ ero nosoxkenueMm B CDCls, B To Bpems Kak
MOJIOKEHUE CHUTHAJIOB OCTaJIbHBIX MPOTOHOB U3MEHSIETCA He3HauuTenbHo. Cremyer
OTMETUTH Takke, 4To mpu 3anucu cnektpoB B JIMCO-dg yacto Habmtomaercs yaBOEHUE
CUTHQJIOB BCEX IMPOTOHOB: B JOMNOJIHEHHWE K OCHOBHOMY CHUTHAJIYy KaXKJIOTO IPOTOHA
TOSIBJISIETCS JIOTIOJTHUTEIBHBIA CUTHAT C OJIM3KUM XUMUYECKUM CIBUTOM, HO 3HAYUTEIHHO
MeHblIell nHTeHcuBHOCTU. B cniekTpax 3amucanubix B CDCl; takoii a3 dexT oTcyTcTBYeT.
W nna panee onucaHHBIX KoMIulekcoB 4, cnekTpsl AMP 'H KOTOpBIX OBLIM 3allMCaHbl B
JIMCO-dg, mo100HOTO YyIBOCHHMS TaK)Ke HE HAOII01aI0Ch.

Boccranoiienue coequHeHuit 9 10 cooTBeTCTBYIOIMX 1-apui-4-anerui-S-metuin-1H-
umugazonoB 10 (cxema 3) ObUIO OCYIIECTBIICHO NIEHCTBUEM jKelle3a B YKCYCHOW KHCIIOTE

wm ¢dopmuarom ammonus B mnpucyrctBuu Pd/C. Tor dakrt, 4YTO KOHICHCAUUS W



BOCCTAHOBJIEHHE MOTYT OBITH MPOBEACHHI B OJHOM U TOM XK€ pacTBopHTese (YKCYCHOM
KHCJIOTE WM CHUPTax) MO3BOJISIET MPOBECTH ATH MPOLECCHl OJHOPEAKTOPHO, YTO B
HEKOTOPBIX CIydasx JaeT OOJbIINE CyMMapHBIE BBIXOIBI.

OHOpPEaKTOPHBIN CIIOCOO0 MOKET OKa3aThCs BEChbMa MOJIE3HBIM U B TOM Cllydae, Koraa
BBIJICJICHUE TPOMEXKYTOUYHBIX OOPTPUPTOPUAHBIX KOMILIEKCOB 3aTpyAHEHO. Tak, 3TOT
moAxoJ OBLT HWCIOJB30BaH IS CUHTE3a 6,6-aumeTun-1-apwui-4,5,6,7-tretparuapo-1H-

O0en3umuIa301-4-oHoB 12 (cxema 4).

0
NOH NH,
6} 0 N
N 1) Et,0'BF; </ l CH;
+ | ] + CH,O ——— N
X 2) Fe, AcOH, A CH
R __ 3
H;C©  CH, T )
11 7 \. 77"R 12a,,n

Cxema 4
R =H (a); 4-OCHj; (B); 4-COOCHj3; (H).

Ucxonnblii  2-(TUAPOKCUHUMHHO)-5,5-quMeTunuukiorekcad-1,3-nuon 11 jerko
MOJIy4aeTCsl HUTPO3UPOBAHUEM JIUMEIOHA.

ITockonpky okcuM 11 HeyCTOWYMB TIpM HarpeBaHUM B PacTBOpPE, OCOOCHHO B
MPUCYTCTBUU KHUCJOT, CTaJIUs KOHACHCAIMK MPOBOAWIACH TP KOMHATHOU TeMIEpaType B
teueHne 20 YacoB; TOCJIENYIONIEe K€ BOCCTAHOBJICHHUE JKEJIE30M OCYIIECTBISAIOCH
OOBIYHEIM 00pa3oM. BeiieneHue u oyucTka MpOU3BOAHBIX 12 HE MpeiCTaBiIsieT mpodieM,
9T COEIWHEHUs] OBbUIM TIONYy4YeHBI C BbIxogamu 44-52% Ha 1Be cTaauu, cuuTas Ha
UCXOIHBIN okcuM 11.

Crpoenue coeauHeHuid 12 Obulo MOATBEpXkACHO naHHbIMU SIMP 'H u 13C, K
CIEKTPOCKOIIUH, MaCC-CIIEKTPOMETPHH M JIEMEHTHBIM aHAJIU30M.

JI71st mosty4yeHus: MPOU3BOAHBIX |-apUIMMKIA30JI0B, COAEPKAIINX AllUIbHYIO TPYIIY B
5 monokeHuH, OBLT UCTIOIB30BaH CHUMMETPUYHBIN 2,6-0MC(THAPOKCHMMUHO )ITUKIOTEKCAHOH
13, jerko AOCTYNHBI HUTPO3UPOBAHUEM IUKIOTeKCaHOHA. OJIHa M3 OKCUMHBIX TPYyMI
coenuHeHUs 13 Urpaet posp 3aluIIeHHON KapOOHUILHON () YHKIIUH.

B nmanHom ciydae xoHmeHcanus okcuma 13 ¢ apunamuHamMu U (HOPMATBIETHIIOM
MPOBOMIIACH B IPUCYTCTBUH JIBYX YKBHBAJICHTOB dupaTa TpudTopaa 60pa, 4To CBI3aHO C

MOTEHLMAIBHON BO3MOKHOCTBIO KOMHHCKCOO6paSOBaHI/IH MOCJEeAHEr0 KakK ¢ N-OKCHUIHOM



TPYNIoi, Tak U C OKCUMHOW Trpymnmnoi. B cuiy TepmMuueckod HecToMkocT okcuma 13
KOH/JICHCAIIMH MPOBOJUINCH B YKCYCHON KUCIIOTE IPU KOMHATHOM TeMIIepaType B TEUCHHE
20 vacoB. bopTpudropuanpie KOMIUIEKCH N-OKCHUAOB 1-apwii-7-ruapokcunmMuHo-4,5,6,7-
terparuapo-1H-6en3umuazonos 14 Obln mosiydeHsl ¢ BeixoaMu 65-68% (cxema 5).

Crpoenue coeauHenuid 14 mnoxareBepkaeHo AaHHbIMU SIMP 'H u 13C, K-
CHEKTPOCKOINHU, MACC-CIEKTPOMETPHUH U FJIEMEHTHBIM aHAIH30M.

B cnekrpax SMP 'H coenmuennit 14 curaan [IPOTOHA BO BTOPOM IOJOXKCHUHU
MMHJIa30JIbHOTO KOJIbIa TposBisieTcss B oomactu 9.50-9.62 m.a. (B8 IMCO-d¢) u B oTiinume

OT KOMIIJICKCOB 9, B TJAHHOM CJIy4a€ CUTHAJIbI IIPOTOHOB HC Y/IBAMBAIOTCA.

_BF;

NH,
OH Q
N Et,O'BF Fe
+ | + CH,O =2 </ B </
(@] /\/R AcOH AcOH, A
NOH
la,B,H —
13
N\ \ 14a,B,1 N\ \ 15a,8,H
Cxema 5

R =H (a); 4-OCH; (B); 4-COOCHj3; (n).

B Mmacc-cniektpax coequHenui 14, He 0OHapyXUBaeTCsd HU MOJEKYJISPHOIO IHUKa, HU
CHTHasa, COOTBeTCTBYIomero yactunam [M-F]', B To e BpeMs MHTEHCHBHOCTH CHUTHANA
kaTioHa [BF,]” ouens Bennka (47-98%).

BoccranoBieHne kene3oM B KUISIIIEH YKCYCHOM KHCIIOT€ COIpPOBOMKIAETCS
THJIPOJIM30M OKCHMMHOM TpyINIbl U TO3BOJIAET MONY4YUTh 3-apui-3,5,6,7-rerparuapo-4H-

O0ceH3nMmTa301-4-0HbI 15 ¢ Beixomgamu 45-55% (cxema 5).
2.3 [Tosryyenue npou3BoaHbIX 1-apui-S-mermi-1H-umuna3zo1-4-kapo0HOBBIX KHCJIOT

Jlns momydenust 3¢upos 1-apunummnaszon-4-kapOOHOBBIX KHCIOT, B COOTBETCTBUU C
Halllel CUHTETUYECKOM cTpaTeruel, B KauecTBe MPEAIIECTBEHHUKA Obl1 BEIOpaH 3TUIIOBBIN
3¢up 2-(TUAPOKCUUMHUHO)-3-0KCOMACIISTHON KUCIOTHI 16.

OpHako mpoBeJeHUE KOHJIEHCALMU B Pa3jIMYHbIX YCIOBUSAX HE IMO3BOJISET MOITYYUTh
OOpTPUPTOPUIHBIE KOMITJIEKCHI COOTBETCTBYIOIMX N-okcnaoB. KonaeHcauuu npuBoaunu
K CIIO’)KHOM cMmecu BemecTB. I[lo-BunuMoMy, Halnyue 3TOKCUKapOOHWIBHOM Ipynnsl B 4

ITIOJIOXKCHHUHN HMMHIAA30JIbHOI'O KOJIbIIda JACJaCT HCBO3MOXHbBIM 06paSOBaHI/Ie CTaOMIIBLHBIX
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KOMILUIEKCOB N-OKCHJIOB HMMHAA30J0B C TpUPTOpUAOM OOpa BCIEICTBHE OTTAJIKUBAHMS
MEXAY OTPULATEIbHO 3apsDKEHHONM OOpTPUPTOPUAHON TpPYNIION W HENoAeIEHHBIMU
JIEKTPOHHBIMU TIapaMU aTOMOB KHCJIOpOJA 3TOKCUKApOOHWIBHOW Ipymmbl (QaHAJIOTMYHO
YMEHBLIEHHUIO CTAOMIIBHOCTHU 4-alleTUIIIPOU3BOAHBIX 9, 0 YEM OBIJIO CKAa3aHO BBILIE).

B Toxe Bpems N-penmmamun 2-(TUIPOKCHUMHHO)-3-OKCOMACISTHOW KHUCIOTHI 18
JIETKO BCTYIAET B KOHJIEHCALMIO ¢ 00pa3oBaHUEM CTaOMIbHBIX N-OKCUAOB 1-apuii-5-MeTui-

N-dennn-1H-nmunazon-4-kapbokcamuon 19 (cxema 6) ¢ Berxogamu 75-98%.

Ph
NHPh NH, 5 /H\N/ 0]
OH \ Fe N NHPh
0 S EL,0BF; N O  AcOH, A </ |
+ _ + CHZO —_— </ l T
0~ “CH > e N™ “chH
3 R N~ g, HCOONH, 3
18 1a,1,K,0 3 Pd/C —
- N
/ \ TR

N\ /\R 19a,1,k,0 20a,1,K,In
Cxema 6

R =Ph (a); 3-F (n); 4-CHj; (x); 2-CH3-5-NO, (0); 2-CH;3-5-NH, (m).

OueBugno, N-deHunamujaHas Trpynmna, Kak W ITOKCUKApOOHWIIbHAs, JeiacT
HEBO3MOXXHBIM 00pa3oBaHue OOPTPUPTOPUAHBIX KOMILJIEKCOB TIO paHee OINHUCAHHBIM
npuurHaM. B 1o xe Bpems camu N-okcuabl 19 0ka3bIBarOTCS JOCTATOYHO YCTOMYHMBBIMU
BCJICJICTBHE 00pa30BaHMs IPOYHON BHYTPUMOJICKYISIPHON BOJOPOIHOM CBS3H.

Panee mono0HBIN A dekT Obl1 oTMedeH st N-OKCHIIOB 1-aJIKIIIMMHIA30710B. bbu1o
MOKa3aHO, YTO MPU 3aMEHE CIOKHOA(UPHOW Tpynmbl Ha KapOaMOWIbHYIO N-OKCHIBI
CTAHOBSATCS YCTOMYMBBI K IEPErPYIIIUPOBKE B UMHUIA30J1-2-OHBI.

BoccranoBnenne mnpousBoauHbix 19 mo 1-apwi-5-metun-N-denun-1H-umumazon-4-
kapOokcamMuoB 20 OBLIO OCYIIECTBIICHO KEJI€30M B YKCYCHOW KHCJIOTE WU (HOpMHATOM
aMMoHus B mpucytctBuu Pd/C.

Crpoenue coenuHennii 19 u 20 ObUI0 TOATBEPXKICHO nHaHHBIMH SMP q
CIIEKTPOCKOIINH, MAaCC-CIIEKTPOMETPUM M DJJIEMEHTHBIM aHanu3oM. B cnekrpax SIMP 'H
coequHeHni 18 curHaa nOpoToHa BO BTOPOM TOJIOKEHUHM MMHUJIA30JIbHOTO  KOJIbIIA
nposiBiisiercs B obmactu 8.91-9.05 m.a. (AMCO-dg), uro TumwaHo misi N-OKCHUIOB, HE
CBSI3aHHBIX B KOMILIEKC ¢ Tpudropuaom 6opa. [lpu 3amucu crnektpoB B CDCls, nmonoxenue

CUTHAaJIa 3TOrO MPOTOHA HaxoAuTcs B obsactu 8.05-8.49 m.x.
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2.4 lloayuenue 1,4- u 1,5-quapunia-1H-umuaazosios

JnapunumMuaa3olibl SBISIFOTCS OCOOCHHO NPUBIIEKATEIBHON CHHTETUYECKOHN LIEJBIO,
MOCKOJIbKY MHOTHE COEAMHEHMSI 3TOTO psiJia MPOSBISIIOT pa3inyHble BUJIbI OUOIOTHYECKON
akTUBHOCTH. OHAKO OTCYTCTBUE JOCTYITHOTO OOILIEro MeToja CHHTE3a 3TUX COEIUHEHUU
CUJIBHO 3aTPYJIHSAET U3YYCHUE UX CBOWCTB.

[lepBoHauanbHO B KAyeCTBE MPOCTEUINEro NPEAIIECTBEHHUKA JJIsI CHUHTE3a
N-okcunoB 1,5-1MapuanMumIa3oioB Mbl UCIIOJIB30BAIIN 0-U30HUTPO30AIETOPEHOHEI, JIETKO
MoJIy4aeMble HUTPO3UPOBAHUEM alleTOEHOHOB ANKWJIHUTPUTAMU B KUCIOW WU LIEIOYHOU
cpene.

Opnako mpoBeeHUE KOHJEHCAIMM B MOJOOpaHHBIX paHee YCIOBUSX MPHUBOIUIO K
CJIO’)KHOM CMECH BEUIECTB, BBIACIUTH U3 KOTOPOM LIEIEBOM MPOAYKT HE ynanock. [loaTomy
OBUIO pEIIeHO BBECTH B PEAKIUIO MPEABAPUTEIHFHO MOMYyYEHHBIH OOpTpU(TOpUIHBIN
KOMIUIEKC 0i-M30HUTPO30a1leTO(hEeHOHA.

[Ipu mombITKE CHHTE3a 3TOTO KOMIUIEKCA cMmelneHneM sdupara tpudropuaa 6opa c
HAaTpPUEBOU COJBI0 4-OpoM-a-U30HUTpO30alleToeHOHa B O€H30Jie NpU KOMHATHOU
TemIepaType ObLT MOTy4YeH KOMILIEKC TpudTopuaa oopa ¢ 4-0poMOEH30MHOIN KUCIOTOM 25
(cxema 7), CTpo€HHE KOTOPOTO MOJATBEPXKAEHO criekTpoM SIMP 'H, MAaCC-CIIEKTPOM, a TAKKE
THAPOJIU30M J10 4-OpoMOEH30MHON KUCIIOTHI M 3JIEMEHTHBIM aHaiin3oM. OOpa3zoBaHUE ATOTO

COEJIMHEHUS, IO-BUIUMOMY, OOBACHSAETCA NeperpynnupoBkoil bekmana.

_~BF;
o) NOH O S
OH COOH
H 1) NaH, PhH 1) NaOH
—_— J——
2) E,OBF; 2) HCI1
Br Br 25 Br
Cxema 7

B 10 xe Bpems mis 0-M30HUTPO30IMponuodeHoHa 26, COAEp)KaIIer0 METUIHHYIO
TPyNIy B CG-TIOJIOKEHUU K OKCHMHOM BMECTO aTOMa BOAOPOJA, NMEpPErpynnupoBKa TaKOIro
THNA HEBO3MOXKHA. M JEMCTBUTENBHO, B 3TOM CJIyd4ae KOHJEHCALMS MPOTEKAET C
o0Opa3oBaHnEM KOMIUIEKCOB TpudTopuna 6opa ¢ N-okcumamu 1-apui-4-meTui-S-heHu-

1H-umuazomnos 27 ¢ Beixonamu 50-84 % (cxema 8).
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_BF;
0]
H;C__NOH INH: \ cn
N 3
XN EtzOBF3 /+
+ | +CH,O0 — = <
o v AcOH A N
R
26 1r,k,T1,J1,0
/ R 27r,k,T1,0 28r,K,T,p
Cxema 8

R =4-CHj; (k); 2,4,6-(OCHj3); (1); 2-Cl (T); 2-CH;3-5-NO, (0); 2-CH3-5-NHCOCH; (p).

BoccranoBiienne npou3BOAHBIX 27 ObUIO OCYIIECTBICHO 3JKEIE30M B YKCYCHOM
kuciore ¢ Beixogamu 60-85%. B cmywae HuTpompousBogHro 270 B mpoliecce
BOCCTAHOBJICHUS TPOUCXOIUT 00pa30BaHUE al[MIIAMUHOIIPOU3BOIHOTO 28p.

Crtpoenue coenuHeHuit 27 u 28 ObLI0 MOATBEPKICHO NaHHBIMU SIMP "Hu BC, UK
CHEKTPOCKOITNHU, MACC-CTIEKTPOMETPHUH U AJIEMEHTHBIM aHAIH30M.

Hus cunre3a 1,4-nuapuinuMuia3ogoB ObLI UCHONB30BaH |-(TUAPOKCUMMHHO)-1-
¢bennnnponan-2-ox 29. Kongencamus okcuma 29 ¢ apunamuaamu 1 u popmanbaeruiom B
MpUCYTCTBUU 3(upaTta TpudTopuaa 60opa MPOXOJUT COBEPIICHHO aHATIOTUYHO TAKOBOM /ISt
PETHON30MEPHOTO OKCHMa 26 ¥ MPUBOIAUT K 00pa30BaHUIO0 KOMILIEKCOB TpudTOpHIa 6opa C

N-okcunamu 1-apun-4-penu-5S-metun- 1 H-umunazonos 30 ¢ Beixogamu 56-84% (cxema 9).

F3
O/
}q
EtZO BF3 74
I/IHC A AcOH A
la,B,c,T
30a,B c,T 31a,B c,T

Cxema 9

R =H (a); 4-OCH; (B); 2,3-(CHj3), (¢); 2-Cl (T1).
Boccranosienne npon3BogHbIX 30 keyne30M B YKCYCHOM KHUCIOTE TJIaJAKO TPHUBOJIUT
1-apun-4-penun-5-metun- 1 H-umunazonam 31 ¢ Berxomamu 65-82%.
Crpoenne coemuuennii 30 u 31 6buto moaTeepxaeHo manusivMu SIMP 'H u °C, K

CIICKTPOCKOIINH, MACC-CIICKTPOMCTPUHU U 3JICMCHTHBIM aHAJIU30M.
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Boprpudropunnsie komruiekchl N-OKCHI0B aAuapuianmuaazoioB 27 u 30 1o
YCTOMYHMBOCTH CPaBHUMBI C 4,5-TUMETUITIPOU3BOJHBIMU 4 U MOTYT OBbITh MOJABEPTHYTHI
OYHCTKE C UCIHOJB30BAHMEM KOJOHOYHOM xpomMarorpaduum Ha CHJIMKareie WId
MEePEeKPUCTAIUIM3AIMHU; TIPU 3TOM O00pa3oBaHUsl MPOJYKTa MEPErpyNIUPOBKH B CKOJBKO-
HUOY/Ib 3aMETHBIX KOJTUYECTBAX HE MPOUCXOIUT.

B cnekrpax AMP '"H xommiexcos 27 u 30 HabmogaeTes XapaKTEPHbIX Y3KUH CHUHIJIET,
COOTBETCTBYIOLIMNA MPOTOHY BO BTOPOM IMOJOXKEHHH HMHIA30JIBHOTO KOJIblIa B 00JacTH
9.40-9.82 m.n. (B8 AMCO-dp).

B wmacc-cniektpax coenuHenuidt 27 u 30 HaOnOgaroTCs CpelHEW HMHTEHCHUBHOCTH
CHTHAJIEI, COOTBETCTBYIONINE KaTHOH-paaukazaM [M-BF;]", a Takxke oueHb MHTEHCHBHEII
CurHaAI ¢ m/z = 49, COOTBETCTBYIOIIMH KAaTHOHY [BF2]+, HO, B OTJIMYME OT paHee
TIONYYEeHHBIX KOMIIekcoB 4, curHan katuoHa [M-F]° mmeer nm6o oOueHb HH3KYIO

HMHTCHCHUBHOCTD, 100 He IMPOABJIACTCA BOBCC.

2.5 TIloayuyenue 1,5-TuapmiuMmuAa30J10B, SIBJASIONIUXCA TeTEPOUUKINYECKUMH

a”HajioramMm komOperacratuHa A-4

MeO KOM6peTaCTaTI/IHBI — AHTUMHUTOTHYCCKUC arcCHThI,
(v

o BBIICNIIEMbIE W3 KOPBI F0KHO-a()pUKAHCKOTO JepeBa

MeO Combretum Caffrum. Haubonee s3ppekTUBHBIM U3 HUX
OMe oy fBisercs komOperactatuH A-4 (puc. 3), KOTOpBIH

OMe OOHapy>KUJ1 BBICOKYIO LHUTOTOKCHYECKYIO aKTHUBHOCTH

Pucynox 3. KomOperactatun A-4 .
MPOTHB IHUPOKOTr0 HabOPa 3I0KAYeCTBEHHBIX OITyXOJIeH

YEJIOBEKA, BKJIIOYAIOIMIMX MHOKECTBO JIEKAPCTBEHHO-YCTOMYMBBIX KJIETOUYHBIX JIMHUM.
OnHako HCIONB30BaHUE caMoro KomoOperactatuHa A-4 3aTpyAHEHO B CHITY JIAOMIIBHOCTH
IMC-TBOMHOMN CBSI3U, CKJIOHHOW K JIETKOM MEperpymnmnupoBKe B TpaHC-(pOpMy C TMOTHOM
MOTEPEN IUTOTOKCUYHOCTH.

B nocnegnue roapl Beaylied TEHASHUUEH INpPU TMOUCKE OHMOJOTMYECKH AKTHBHBIX
aHaJioroB KomOperactaTuHa A-4 CTaHOBUTCA MOJIU(DUKAIMS €ro MOJEKYJIbl IyTeM
BKIIIOYCHHUS IMC-0JIE(UHOBOTO MOCTHKAa B TeTeponukindeckuii  ¢parment. Tax,

OCYIICCTBJICH HaHpaBJ’IeHHbeI CHHTC3 aHaJIOI'OB KOM6p€TaCTaTI/IHa A-4, BKJIIOYAOIINX
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5-uneHHBIE a30TUCTbIE TeTEPOLHKIIBI (MHPa30il, UMHUAA30J, OKCA30J), KOTOPhIE MPOSBUIN
BBICOKYIO IIPOTHBOOITYXOJIEBYIO aKTUBHOCTb.

HecMoTpss Ha MpOSBIEHHYIO JOCTATOYHO BBICOKYIO OHOJOTHYECKYI0 aKTHBHOCTD,
NPOU3BOJHBIE 1,5-AMapUIMMUAA30I0B UCCIEA0BAHbI SIBHO HE AOCTaTOYHO. DTO CBSA3AHO C
TPYAHOCTBIO CHHTE3a YKa3aHHBIX COCTUHEHUH.

Ananu3 cTpoeHus komOperactaTiHa A-4 U psiia €ro TeTepOLUKIMYECKIX aHaJIOroB,
ONMCAaHHBIX B JIUTEpAType, TMOKa3bIBAET, YTO OONBIIMHCTBO M3 HUX oOjamaet obmien
CTPYKTYpHOH OCOOEHHOCTBIO, @ WMEHHO: OHM COJAEp)KaT BUIMHAJIBHO PACIOJIOKCHHBIE
OEH30JIbHBIE KOJIbIIA C AJIEKTPOHOIOHOPHBIMHU 3aMECTUTEISIMU B TIoJIoKeHUsX 3 u 4. Yame
BCETO B pOJIM TaKUX 3aMECTHTENEH BBICTYNAOT METOKCH-, aMUHO-, JUATUIAMUHO-,
alMIaMUHO-TPYIIIIHI.

[Ipu cuHTE3e TeTePOLMKINYECKHX aHAJIOTOB KoMmMOpectatnHa A-4 B KadecTBe
OKCHMHOH KOMITOHEHTBI, KOTOpask ONpeesiseT MPUPOTy 3aMECTUTEIIEH B MOJIOKEHHUIX 4 1 5,

MBI UCIIOJI30BaIU a-OKCHMHH0-3,4-nHMeT0KCanonH0(beH0H 32 (cxema 10).

(CH;),S04 A1C13 3 (CH3)2CHONO
—_—
NaOH, H,0 CHC13 HCl Et,0

HO OH H;CO OCH;  H;CO OCH; H;CO OCH;

Cxema 10

B kadyecTBe aMMHHOW KOMIIOHEHTBI, KOTOpas OMpenesseT MPUPOIY 3aMECTHTENS B
MEPBOM TIOJIO)KEHWM WMHJa30j1a, Obutm BBIOpaHbl 2,4,6-TpUMETOKCHAaHWINH 1Ir,
3-autpoanunud 1J. IlpoBeneHwe KOHIEHCAIMM B CTaHAAPTHBIX YCIOBHUSIX IO3BOJIHUIIO

noty4uTh Komiuiekchbl 33r u 3341 ¢ BeixogaMu cooTBeTCTBEHHO 73% u 79% (cxema 11).

/BF3
NH 0]
2 }\I CH3 [H] N CH3
N Et,O'BF
32 +] +CH202—3></+| 4’</ |
XR N OCH; N OCH;
1r,a — p—
/ [ OCH
N '\R 33r,a OCHj N\ ’\R 34r,m 3
Cxema 11

R =2,4,6-(OCHj3); (1); 3-NO, (41); 3-NH; (m).
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Jlns BoccTaHOBIEHUS Tpou3BOAHOrO 3341 ObLT MCMONB30BaH (OpMUAT aMMOHHS B
npucyrctBun Pd/C, droObl m30exaTh BO3MOXKHOTO IPH BOCCTAHOBIIGHHUH IKEJE30M B
YKCYCHOM KHCIIOTE alluJIMpOBaHus oOpa3yromelics amuHorpynmnsl. Mimugazon 34M B utore
OB TIOJIYYEH C TIOYTH KOJTUYECTBEHHBIM BBIXOA0M (98%).

Takum 00pa3om, HECMOTpsST Ha HAJIUYME TakKUX OOBEMHBIX 3aMECTUTENEH, Kak
TUMETOKCU(EHUTIbHAS W TPUMETOKCU(CHWIbHAS TPYNIbl B COCEIHHUX TOJOXKCHUSX,
CyMMapHbIl BbIXOJ coeAuHeHUU 34r u 34M, HCXOAS W3 MPOCTHIX NPEAIIECTBEHHUKOB,
coctaBui 63% u 77% COOTBETCTBEHHO.

Coenunenust 34r,m nepefansl Ha Ouonornueckue ucnbitanuss B ®I'Y MHUOU um.
IT.A. T'epuena.

BbBIBO/1bI

1. Pa3pabotan mOpocTOM  pPETrHOCENEKTHBHBI  METOJl  CHHTE3a  MPOU3BOAHBIX
l-apunuMuIa307I0B, HE3aMEIICHHBIX Mo mojoxkenuto 2. IlokazaHo, u4To mnpupoda u
MOJIOYKEHUE 3aMeCTUTENIeH B apWJIBHOM (PparMeHTe HE OKa3bIBAIOT CYIIIECTBEHHOTO BIUSHUS
Ha BBIXO/]I TPOYKTOB.

2. HaiineHo, 4To KOHAEHCAIUS MOHOOKCUMOB 0O-AUKETOHOB C apOMAaTHYECKUMHU aMUHAMU U
dopmanbaeTuOM B MPHUCYTCTBUU dduparta TpupTopuaa 6opa MPUBOIUT K 0Opa3OBaHHUIO
paHee He U3BECTHBIX CTAOMIBHBIX IOHOPHO-AKIIENTOPHBIX KOMIUIEKCOB TpudTOopuaa 6opa ¢
N-okcumamu l-apuiMMuIa30510B. Y CTaHOBJIEHBI BO3MOYKHOCTH M OTPAaHUYCHUS JAHHOU
peaKuuu.

3. Ilokazano, 4To 1-ambJOKCUM-2-KETOHBI HE MOTYT OBITh HCIOJB30BaHbI B CHHTE3EC
MMHJ1a30J10B (10 KpaiiHel Mepe, B HCCIEIOBAaHHBIX YCJIOBHUSX) BCJIEACTBUE MPOTEKAHUS
psAlla KOHKYPUPYIOIIMX MPOLIECCOB, B YACTHOCTH, MEpEerpynnupoBku bekmana.

4. HccnegoBanbl OCOOCHHOCTH TOBEACHUS MPOUZBOAHBIX  2-(TMAPOKCUMMHHO)-3-
OKCOMAcCJSHON M 2-(THAPOKCHHUMHHO)-3-0KCO-3-(DeHMIMPONMMOHOBON KUCIOT B JaHHOM
koHJeHcauuu. Haitgeno, uyro N-okcuasl 1-apun-1H-umuaazon-4-kapOokcamMuIoOB He
00pa3yloT KOMIUIEKCHI ¢ TpudTopugom Oopa, HO YCTOHYMBHI K TEPETPyNIUPOBKE B
MMHJ1a30J1-2-0HbI OJIarogapss 0Opa3oBaHUIO MPOYHON BHYTPUMOJICKYJISIPHOW BOJOPOIHOM
CBSI3U.

5. B xone paboThl CHHTE3UPOBAHbI U 0XapaKTEPU30BAHBI KOMIUIEKCOM (DU3UKO-XUMHUUYECKHUX

MeToA0B 70 HOBBIX OPTAHUYECKUX COCIMHEHUI.
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