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MeToabl cuHTe3a 3-TUAPOKCUITUPPOJI-2-OHOB,
CIHUPOAHHETMPOBAHHBIX NATH- M IIECTHYWIEHHBIMHU reTepOoLUKIAMHA

Huxura Anexceesnd TperbsikoB, Anapeii Hukonaesnu Maciansen
IlepMckuii rocynapcTBEHHBIN HAallMOHAIBHBIN UCCIEN0BaTENbCKIH yHUBEpCUTET, Ilepmb, Poccus

AnHoTtanusi. OnucaHbl JUTEpaTypHble MCTOYHUKH, ONHCHIBAIOIINE CHHTE3 CIIMPOCOCIMHEHHH, COIepKallux 3-
THIPOKCUIIMPPOI-2-0HOBEIN (pparment. Llens aToro nureparypHoro o063opa — MmokazaTb MECTO U yIOOCTBO METOJIOB
CHHTE3a CHMPOCOSANHEHHH, COIEPKAMX 3-THAPOKCUIIUPPOI-2-OHOBBIH ()parMeHT, UMEHHO retepouukinzanueid 1H-
UPPOJI-2,3-JMOHOB 10 CPABHEHHIO C IPYTUMH METOJJAMHU UX CHUHTE3a.
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Methods of synthesis of 3-hydroxypyrrol-2-ones
spiro-annulated by five- and six-membered heterocycles
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Abstract. Literature sources describing the synthesis of spiro compounds containing a 3-hydroxypyrrol-2-one fragment
are described. The purpose of this literature review is to show the place and convenience of methods for the synthesis of
spiro compounds containing a 3-hydroxypyrrol-2-one fragment heterocyclization of 1H-pyrrol-2,3-diones, compared
with other methods of their synthesis.
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Memoouvl cunmesa 3-eu0poxkcunuppo-2-oHoa...

B nurepaTtype ommcaHel METOABI CHHTE3a ClIE-
IOYIOIIUX KIJIACCOB CIUPOCOECIUHEHHH, COfepxkKa-
IHUX  3-TUAPOKCHUITUPPON-2-OHOBBIH  (PparMeHT:
CIUPO[ MUPPOII-2-IIUKIONEHTAH |-5-0HOB, CIU-
po[muppon-2,3'-pypan]-2-0HOB,  cUpO[MUPPOII-
2,3'-nuppon]-5-onoB, crupo[nuppon-2,3'-uHaon]-

5-0HOB,  cHupo[mUppPoA-2,5'-UMHUAA30]]|-5-0HOB,

cniupo[nmuppon-2,5'-Tuazon]-5-oHoB,  croupo[mup-

pOJI-2-IIMKJIOT€KCaH|-5-0HOB, Crupo[nuppon-2-
MUpPaH|-5-0HOB, CIUPO[MHUPPON-2-MUNEPUINH]-5-
OHOB, CHHUPO[MUPPOA-2,2'-MUPA3UH]-5-OHOB, CIIH-
po[muppon-2,2'-XUHOKCANIMH]-5-0HOB U CIIU-

po[nuppon-2,2'-TunazuH]-5-0HoB (cxema 1).

Cxema 1

Oopa3oBanue
cnupo[muppo-2,1’-nuKsaoneHTan]-5-onoB
B nmuTeparype mmeroTcs Ba mpuMepa oopaszo-
BaHWs 3-THAPOKCHUITHPPOII-2-0OHOB, aHHEIMPOBAH-

HBIX CITMPO-LHUKIJIONICHTAHOBBIM IUKJIOM.

NH,

OH

B ——

5 N\, O O,
N
H

[Ipu B3ammonetictBum L-tpuntodana u 3-(1H-
WHJO0JI-3-11)-2-0KCOIpoITaHaMH1a oOpasyercs
3-runpoxcu-4,7,8-tpu( 1 H-uagon-3-mm)-1-azacmu-

po[4.4]aoH-3,7-mueH-2,6,9-TpuoH [1] (cxema 2).

Cxema 2

[Ipu B3ammonetictBun N-apwi-9H-hiayopeH-9-

MMUH OKCHJIOB U ATHI 2-OeH3unOyTt-2,3-mueHoata

obpasyrorcs  atmnm  3'-6em3mn-4',5'-muokco-1'-

\//

¢denuncrupo| payopen-9,2'-nupponunun]-3'-

kapOokcunatsl [2] (cxema 3).

Cxema 3
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B mepBoM ciydae TPOMCXOTHUT 3aMbIKAaHHE
TUAPOKCUTIHPPOIOHOBOTO IIUKIIA 33 CYET MOCIEI0-
BaTeILHOr0 oOpasoBanms csseit C-C¥" u N'-
C*"°, BO BTOPOM — MOAMMHKAIHUSA HMEIOLIEr0Cs
NHPPOJILHOTO HHUKJIA.

Oo6pa3zoBanne cnupo[nuppoa-2,3’'-pypan|-2-oHoB

B nureparype ommcaHbl HECKOJBKO MPHMEPOB
CHHTE3a 3-THIPOKCHITHPPOINI-2-OHOB, aAHHEIHUPO-
BaHHBIX CIUPO-()YpaHOBBIM IMKIOM. Bo Bcex mc-
CIICIOBAHHBIX CITy9asX MPOUCXOINUT HAJICTPOHKaA 3-
TUAPOKCHITUPPOI-2-OHOB CIUPO-PypPaHOBEIM IIHK-

JIOM 3a CYCT MOCJICI0BATCIBHOI'O O6pa30BaHI/I}I

(0]
0) (0]
L ¢ :
N7 N O
Ar OH
0 0

cemseit  C*-C* u  0-C(=0)-C""°¢pypanoBoro
UK.

[Ipn B3aNMOJEHCTBUN 3-apoun-1H-
nuppoio[2,1-c][1,4]6en30kca3un-1,2,4-TpUOHOB C
5,5-TMMETHIIUKIIOTeKCaH-1,3-THOHOM BCJIEICTBHE
HykneopunbHoi artaku rpymmamu S-CH u OH
CHONBHOW (OpPMBI  KapOOLMKINYECKOTO €HOJa
atomoB C* u C’ muppono6eH3oKcasHHTPHOHA C
paspeiBom cBsisu C’-O’06pasyrorcs 3'-apomn-4'-
rUApPOKCH-1'-(2-ruapokcudeHm )-6,6-TMMETHII-
6,7-murunpo-2H-crinpo| 6enzodypan-3,2'-muppoi|
-2,4,5'(1'H,5H)-tpuonst [3, 4] (cxema 4).

Y OHp

Cxema 4

[Ipn B3aUMOJIEHCTBUH 4-apoun-5-
METOKCUKapOOHMI-1 H-nuppon-2,3-AMO0HOB C Xpo-
MaH-2,4-1MOHOM WM C 3aMEIICHHBIMM XWHOJIMH-
2,4(1H,3H)-nuonamMu BCIEICTBHE HYKICOPHIBHOM
ataku rpynnamu S-CH u OH enonbHOI (opmbl

TreTepOLMKINYEcKoro eHona atoma C’ u rpymmsl

COOMe nuppoIiInoHa ¢ OTIICIICHUEM MOJICKYJTBI

MeTaHoja 00pa3yloTcsi COOTBETCTBEHHO 1'-apmil-
3'-apoun-4'-runpoxcu-2H,4H-criupo[ hypo[3,2-c]
xpomen-3,2'-uppon]-2,4,5'(1'H)-rpuonsl wimm 1'-
apun-3'-apoun-4'-runpoxcu-2 H-crimpo[ dypo[ 3,2-
c|xunonun-3,2'-muppon|-2,4,5'(1'H,5 H)-TprnoHbI
[5] (cxema 5).
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Cxema 5

[Ipn B3aUMOJIEHCTBUH 4-apoun-5-

MeTOKCUKapOoHu-1 H-muppon-2,3-a1uoHoB ¢ 2-

ruapoKcuHaQTaNuH-1,4-IMOHOMIIO  aHAJOTUYHOM

cxeme obpasyrotcst 1'-apun-3'-aponi-4'-runpokcu-
2H-cnimpo[nadro[2,3-b]dypan-3,2'-muppon]-
2,4,5',9(1'H)-tetpaonsi [6] (cxema 6).
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Cxema 6
[Ipn B3aNMOJEHCTBUN 3-apoun-1H- 3YIOTCS 4-anun-3-ruapokcu-1-(2-

muppoio[2,1-c][1,4]6en30kca3un-1,2,4-TpUOHOB €
Pa3IMYHBIMA KETOHAMU BCIIEACTBUC HYKICO(DUITb-
Hoit ataku rpynnamu S-CH u OH enonbHO# dhop-
MbI MeTHIKeToHa atomMoB C** u C’ uppoIo0eH-

30KCA3UHTPHOHA C paspbiBoM cBssu C’-O’ o6pa-

T ;i% [apen

ruapokcudenmn)-7-okca-1-azaciupo[4.4 |HOH-3-
eH-2,6-auoHBl 1 4-amui-1-(2-rugpoxcudenun)-
1H,8H-6,3"-meTano[ 1,3]quokcenuno|5,6-
b]muppon-2,3,8-tpuonsl [7] (cxema 7).

OH

Cxema 7

Oo6pa3oBanue
cnupo[muppoa-2,3’-nuppo]-5-oHoB

B nuteparype ommcaHo OOJBIIOE KOIHYECTBO
MIPUMEPOB  CHHTE3a 3-THIPOKCHUITUPPOII-2-OHOB,
AHHEJIMPOBAaHHBIX  CIUPO-IUPPOJILHBIM  ITUKJIOM
(MM MHIOJIBHBIM (hparMeHTOM ).

B GoJBIIMHCTBE MCCIIEIOBAHHBIX CITy4aeB Mpo-
HMCXOIUT HAACTPOWKA 3-THUAPOKCHUIHPPOII-2-OHOB
CIHPO-MIAPPOTBHBIM ITUKJIOM (WM HWHJOJIBHBIM
(dbparMeHTOM) 3a CUET TOCIEIOBATEIILHOTO oOpa-
c’-c?”  m  N-C(=0)-

C*P"’muppoNbHOTO IUKIIA BCIICACTBUE aTaKh COOT-

30BaHUS CcBsI3en

BerctByromero 1,3-CH,NH-0unykieoduna MoHo-
OUKIAYecknx 1 H-muppoi-2,3-1THoHOB W TeTepe-
HO[e]mppo-2,3-TUOHOB.

[Ipu B3aUMOJICHCTBUH 3-apowmi-1H-
nppodo|2,1-c][1,4]6en30kca3un-1,2,4-TpHOHOB ¢
1,2,3,4-TeTparuipOXNHOTMHOMBCIIC/ICTBUE  HYK-
neoduasHOM artaku rpymnamu f-CH u NH xuno-
nuHa atoMoB C™* u C* muppooGeH30KCa3sHHTPHO-
Ha ¢ pacmervienneM cessu C’-O’ obpasyrores 3-
apomnn-4-ruapokcu-1-(2-ruapoxkcudenun)-5',6'-
nurunpo-2'H,4' H-cniupo[ muppoin-2,1'-nupporno| 3,
2,1-ij|xunonun]-2',5(1H)-muonsl [8, 9] (cxema 8).
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[Ipn B3aNMOJEHCTBUN 3-apoun-1H-
nuppoio[2,1-c][1,4]6en30kca3un-1,2,4-TpUOHOB C
N-anKkuIaHWIMHAMH BCIIEACTBHE HYKJICO(QUILHON
ataku rpymnamu S-CH u NH anumnmnHa atomoB

3 4
C*n C’ nupponoOEeH30KCa3uHTPUOHA C pacIier-

nemnem cBasu  C’-O’oGpasyrorcs  1-amkun-3'-
apoun-4'-runpokcu-1'-(2-
THIPOKCU(EHNIT)CIIUPO[ MHAOIHMH-3,2 -uppoi |-

2,5'(1'H)-puonst [10] (cxema 9).

Cxema 9

I[Ipu  B3ammopeicTBUU 1-apui-4-amu-5-
MeTOKCHKapOOHMI- 1 H-muppo-2,3-THoHOB c
AIMKJIMYECKUMH €HAMUHAMHU BCIIEACTBHE HYKJIEO-
¢wipHOM ataku rpynnamu S-CH u NH enamunHoi

4
(bOpMI:I AIIUKIIMYECKOTO0 €HaMHHa aromMma C' u

rpynmel COOMe TmupposiinoHa C OTIIEIICHHEM
MOJICKYJIBI MeTaHoJa oOpa3yroTcs 1-apwi-4-armi-
3-ruapoxkcu-1,7-nuazacnupo[4.4]Hon-3,8-11eH-

2,6-nmuons! [11-20] (cxema 10).
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Cxema 10

[Ipu B3aumoneiicteun 1-apun-4,5-nuapoun-1H-
OUppO-2,3-AUOHOB C 3-aMHUHOOYT-2-CHHUTPUIIOM
BCJIECTBHE HYKICO(MUIBHOW aTaku Tpylnnamu f-
CH u NH enamunnO# (opmMbl OyTEHHUTpHIIA aTo-

mMa C’ ¥ ¥ KapGOHMIBHON TPYIIIBI APOHMIEHOTO

Ard \,/‘1M
1

dparmenta y aroma C’ mupponauona ¢ oTmernie-
HUEM MOJIEKYJBI BOABI 0Opa3ytoTrcs 1,6-muapui-4-
apowi-3-THApOKCH-8-MeTHI-2-0Kco-1,7-
nuasacnupo[4.4]uon-3,6,8-TpueH-9-

kapOonuTpunsl [21] (cxema 11).
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Cxema 11

Ar
N
Ar?
0 o)
[Ipu B3aUMOJICHCTBUH 3-apowi-1H-

rppodo|2,1-c][1,4]6en3okcazun-1,2,4-TpHOHOB ¢
AIMKIIMYECKUMH €HAMUHAMHU BCIIEJICTBHE HYKJICO-

¢dbunpHO# ataku rpynmamu f-CH u NH emamuaHON

dopmsr ipornerona atomo C* u C* mupponoGen-
30KCA3UHTPHOHA ¢ paspsiBoM cBsisn C’-O’ o6pa-
3y10TCsl 4-aponi-1-(ruapoKCu(eHM )-3-THIPOKCH-

1,7-mmazacnupo[4.4]HoH-3,8-1HeH-2,6-THOHEl U
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MOCTHKOBBIE 1-(2-ruppokcudennn)-4-apui-

1H,6H-6,8"-metanonupposio[2,3-e][1,3]okcazenun

-2,3,8(7H)-tpuons [22—-6] (cxema 12).

2 3 2
0. _O RWR \_ K
R3
@ P NH O 0
R!
Ar

OH Wr

O O

0 o
Cxema 12
[Ipu B3aUMOJICHCTBUH 3-apowmi-1H- numeTtnn-2',3"-quruapo-5'H-

rppodo|2,1-c][1,4]6en30okca3un-1,2,4-TpHOHOB ¢
AITKAJTOUTHBIMH 1-ankmi-3,3-quMeTHI-2-
aszacrmpo[4.5]neka-1,6,9-TpueH-8-0oHaMHu BCIIEICT-
BHe HyKjiIeoduabHOU ataku rpymnamu f-CH u NH
€HaMUHHON (OPMBI a3acIUpPOICKATPUECHOHOB aTo-
MoB C** 1 C? muppomoGeH30KCasHHTPHOHA ¢ pac-

urerutennem cesi3u C*-0’ o6pasyrores 7'-ankmi-3"-

apoun-4"-ruapokcu-1"-(2-ruapoxcudennn)-3',3'-

nuctupo[ ukIiorekcan-1, 1’ -mapponusua-6',2"-
appon]-2,5-auen-4,5',5"(1"H)-TpuoHsl U MOCTH-
koBble 11’-ankwmin-4'-apui-1'-(2-ruapoxkcudeHm)-
8',8'-mumernn-7',8'-qurunapo-1'H,10'H-

criupo[ uKIIorekcan-1,6'-
[57,10“meTanoaumuppoino[2,1-b:2",3'-
e][1,3]okcazenun]-2,5-muen-2',3',4,10'-reTpaoHbI

[27-30](cxema 13).

Cxema 13

[Ipu B3amMomeHcTBUN METHIT 1-apwi-3-arui-

4,5-nnokco-1 H-uppoi-2-kapOOKCHUIaTOB ¢ HUMHU-

TUAPOKCH-6,6-TUMETHII-0, 7-TUTHAPOCTUPO [ MHAOJI-

3,2"-muppon]-2,4,5'(1H,1'H,5H)-tpuonst  [31-39]

HamMH AuMenioHa obpasyrotcst 1'-apun-3'-anmn-4'- (cxema 14).
H
N
R? R2
MeO.__O \
0] (0]
AI'\N \ O Ar\N
R! Y axX
O 0 (6]

Cxewma 14
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[Ipn B3aNMOJEHCTBUN 3-apoun-1H-
nuppoio[2,1-c][1,4]6en30kca3un-1,2,4-TpUOHOB C
3-aMHHO-5,5-TMMeTHIIITUKIOreKC-2-eH- 1 -oHaMu

BCJIC/ICTBUE HYKJICO(MWIBHON aTakud rpynmnamu [-

CH u NH enamunHOH (OpMBI IUKIOTEKCEHOHA

atomoB C* u C’ muppono6eH3oKcasHHTPHOHA C
pacmennennem cBszu  C'-O°  obpasyrorcs  3'-
apou-1'-(2-rugpoxcudenun)-4'-rugpokcu-6,6-

JUMETWI-6,7-quruapocnupo[ uuou-3,2"-nuppoi|-

2,4,5'(1H,1'H,5H)-tpuonsl [40—44](cxema 15).

Cxema 15

[Ipu B3aumonelicteuu 2-apui-8-apomn-3,4-
auruaponuppoino| 1,2-a|nupasun-1,6,7(2H)-

TPUOHOB C 3-aMUHO-5,5-AUMETHILHUKIOrEKC-2-€H-
1-onamu HYKJIeO(MIbHON

BCJIICOACTBHUC aTaKu

rpynnamu f-CH u NH enamunHON hopMBI HIUKITO-

rexceHona atomoB C* um C' mupponomupasus-
TproHa ¢ paciieruienneM cszu C'-N’ oGpasyrores
1'-(2-(apunamuno)atrn)-3'-apousn-4'-ruipokcu-
6,6-nuMeTun-6,7-muruapocnupo[ uHA0a-3,2 -up-

pon]-2,4,5'(1H,1'H,5H)-tpuons! [45] (cxema 16).

\
(o R
N O
g )
O - N
N \ 2 HN\/\
Ar 7
Ar!
o 0
Cxema 16
[Ipu B3aUMOJICHCTBUH 1-apun-5- 10-6en3omn-8-ruapokcu-1,3-mumetmn-2,4,7-Tpu-

MeTokcukapOooHmI-4-penmn-1 H-muppon-2,3-

JTUOHOB ¢ 6-aMHHO-1,3-TUMETHITypaliioM BCIICII-
cTBHE HyKJIeopuabHOW ataku Tpymmamu S-CH u
NH enamunHOif dopmsl ypammma atoma C' u
rpynmel COOMe TmupposiinoHa C OTIIEIICHHEM

MOJICKYJIBI METaHOJIa 00pa3yloTcs METHII 6-apuil-

HN_ _N

okco-1,2,3,4,6,7,8,9-oktarunpo-5H-5,8-MeTaHo-
upumuao[4,5-¢][1,4] mnazenuH-5-kapOOKCHUIIATHI

nu l-apun-3-6enzonn-4-ruapokcu-1',3'-numeTn-
criupo[muppoi-2,5'-nuppoio| 2,3 -d | mupumuaiH |-
2'4'5,6'(1H,1'H,3'H, 7' H)-tetpaonbl  [46]
Mma 17).

(cxe-

Cxema 17
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[Ipu B3aumoneiicteun 1-apun-4,5-nuapoun-1H-
nUppoi-2,3-AUOHOB c 6-amuHO-1,3-
JUMETHITYPaliIoM BCIIEACTBHE HYKICOPHIBHOM
ataku rpymnamu f-CH u NH enamunnoii gopmsr

ypamuna atoma C* ¥ kapGOHMIBEHOM TPYMIIBI apo-

uIbHOTO (parMenta y atoma C’ mmpponmuona c
OTIICTICHUEM MOJICKYJBI BOABI oOpasyrorcs 1,6'-
nuapui-3-aponn-4-ruapokcu-1',3'-mumeTuncnupo-
[muppon-2,5'-nuppono|2,3-d|nupumunun]-2',4',5
(1H,1'H,3'H)-tpuonst [47] (cxema 18).

Arl__O N
. O
Ar\N N 0
Ar?
0 0
Cxema 18
I[Ipu  B3ammopeicTBUU 1-apui-4-amu-5- el COOMe muppoaroHa ¢ OTIICITICHHEM MoJIe-
MeTokcukapOoHwI-1 H-muppon-2,3-muoHoB ¢ 3- KyJBI MeTaHoIa o0pa3yroTcs 1,1'-aumapun-3'-ammi-
(apunamuHo)-1 H-uHneH- 1 -oHaMu BCIICJICTBUE 4'-runpoxcu-2 H-ctiupo[unaneno| 1,2-bmappon-3,2’

HykKiaeopmipHOW aTtaku rpymmamu S-CH um NH

eHaMUHHOH (opMbl HHIeHOHOB atoma C’ u rpym-

-ttuppon|-2,4,5'(1H,1'H)-tpuonst [48-50] (cxema
19).

0]
MeO O Q
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Ar! HN—x 2
NN -
R
o 0
Cxema 19
IIpu  B3aumogeiictBun  1-apun-4-apoun-5- ma C* u rpynmer COOMe NHppOJIIMOHA ¢ OTIIEN-
MeTOKCcHKapOOHMI- 1 H-muppo-2,3-THoHOB c JICHHEM MOJIEKYJIbI MeTaHoIa o0pa3ytores 1-apui-

1,3,3-TpumeTri-3,4- TUT U APON30X MTHOJTHHAMU
BCIICJICTBHC HYKJICODUIHLHOW aTakW Tpynmamu f-

CH u NH enamunaHO# (hOpMBI H30XHUHOJHUHOB aTO-

3-apown-4-ruapokcu-5',5 - numetnn-5',6'-murunpo-
3'H-cimpo[mmuppoi-2,2'-muppoio| 2,1 -a]uzoxuHo-

nnH]-3',5(1 H)-muons! [51-53] (cxema 20).

R!
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MeO O
1 Y K
Ar\N \
Ar?
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Cxema 20
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[Ipn B3aNMOJEHCTBUN 3-apoun-1H-
nuppoio[2,1-c][1,4]6en30kca3un-1,2,4-TpUOHOB C
1-ankun-3,3-numeTun-3,4-IMruApON30XUHOIMHA-

MU BCIIEJCTBHE HYKICO(PWIHLHOW aTaku TPyIIaMu

p-CH u NH enamuHHO# (POpPMBI M30XWHOIHMHOB

Rl
R2
/N
0 0 3
R 0
Q? 4
R
NN - N
Ar HO
o)
0 0

atomoB C* u C’ muppono6eH3oKcasHHTPHOHA C
paspeiBoM cBszu C*-O’ o6pasyrorcs 3-apomn-1-(2-
rugpokcudennn)-4-rugpokcu-5',5 - numetnn-5',6'-
muruapo-3'H-ciupo[nuppon-2,2'-nuppoio|2,1-a)

n3oxuHonuH|-3',5(1 H)-nuonst [54-56] (cxema 21).

Cxema 21

B HEKOTOpBIX caydasx MPOUCXOANUT 3aMBIKAHUE

TUIPOKCUNIAPPOJIOHOBOTO LIUKJIA 32 CYET MOCIEN0-
o 3 spiro 1

BaTeNbHOrO OoOpasoBanusi ceszeir C'-C n N'-

C’BCrIEICTBYE aTAKHM HMHHOB M3aTHHA COOTBETCT-
Byromumu kerodpupamu. [Ipu B3aumoneiicteuu 3-

(benmmumuno)-1 H-uanen-2(3H)-ora u metun 3-

ZT
C)/
;

OKCOIIpONIaHOATa  BCJEACTBUE  HYKJICO(PUIIBHOM
ataku rpynnoi f-CH eHonbHON GOpMBI OKCOIIpO-
nanoara atroma C’ MHIEHOHA ¢ mocIeAyromeit
BHYTPUMOJIEKYJSIPHOH LUKJIN3aed o0pa3yroTcs
3'-amun-4'-ruapoxcu- '~ eHuncnupo| MiHA0NH-

3,2"-uppoin]-2,5'(1'H)-nuonsl [57] (cxema 22).

o -
N
s
Ph
Cxema 22
B TpexKOMITOHEHTHOH peakIud WHIOJIOB, IH- METHII 4'-runpokcu-2,5'-aguokco-1"-apmn-1',5'-

MCTI/IHaHCTI/IHCHI[PIKap6OKCI/IJ'IaTa U AaHUJIHWHOB II0

cxemMe, OJIM3KOM K BBIIICOIMHCAHHOM, 00pa3yroTcs

TUTHAPOCTIHPO[ MHIOIHH-3,2 -uppoi]-3'-

kapOokcuiatel [58, 59] (cxema 23).

N
O COOCH;
R O
Ar\
o+ H *AINH——= N R
N Yy COOCH;
H COOCH; o
OH
Cxema 23

B TpeXKOMHOHeHTHOfI pCaKkuu MU3aTUHOB, aJl-
KNI Z—OKCOHpOHaHOEITOB U  MOHO3aMCUICHHBIX

AaMHHOB BCJICACTBUC, IO MHCHHUIO aBTOPOB, IICPBO-

Ha4yaJbHOTO TPUCOEAVHEHHS aMHUHa K aToMy
C’w3atiHa ¥ MOCIENYIOMIEH HYKICODHIBHOMH aTa-

ku rpynnoii f-CH enonsHON QopMel oKcompora-
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Hoata atoMa C’ MMMHOHMHIONMHOHA C MOCTIELYIO-
el BHYTPUMOJICKYJISIPHOW LHMKIM3anuel, oOpa-

Q 0

0
NSps o R O s _RS
| + R* + H,N
R
o)

R2

3y10Tcs 4'-TUapoKCUCTIUPO[ MHAOANH-3,2"-uppo]-

2,5'(1'-H)-nuons [60-63] (cxema 24).

Cxema 24

Oopa3oBanmue
cnupo[muppoa-2,5'-umMmunasos]-5-onon

B muteparype ommcansl 8 mpumMepoB 06pazoBa-
HUS 3-TUIPOKCUITHPPOII-2-OHOB, aHHEIIUPOBAHHBIX
CIHMPO-MMHUIA30JIbHBIM IIUKIOM. Bo Bcex ciydasx
MIPOMCXOANT HAJICTPOUKA 3-THAPOKCHUITHPPOI-2-
OHOB CITUPO-UMHJA30JbHBIM IIUKJIOM 3a CYeT T0-
ClleI0BaTebHOr0 00pasoBanms cesseit N'-CP7 y
N’-C(=0)-C*" uMHIa30/I6HOTO KOJbI[A BCISACT-
1,3-NH,NH-

BUC aTaKn COOTBCTCTBYIOIIICTO

ouHyKiIeodnIa MOHOIMKINYECCKUX | H-uppo-
2,3-IMOHOB U TeTepeHo| e]mppo-2,3-aHuOoHOB.

[Ipu B3amMomeWcTBHM S-aTKOKCHKapOOHMII-1-
apmi-4-anui- 1 H-muppon-2,3-1M0HOB ¢ MOYCBH-
HaM# BCIIEJCTBUE HYKJICO(DHIBHON aTaky aMUHO-
rpymmamu ModesuH atoma C’ u rpymmsr COOAlk
MUPPOJITUOHOB C OTHICTIICHUEM MOJICKYJIBI CITUPTA
obpasyrorcs 6-apmin-9-amui-8-ruapokcu-1,3,6-
Tpuaszacnupo[4.4]uon-8-en-2,4,7-rpuonsl [64, 65]
(cxema 25).

R2

AIKO 0
Ar 2
NN
Rl
O O

\
N\(O
rR? O
N~ Ar_ NH
H N
0 R!
OH

Cxema 25

[Ipu B3aUMOCHCTBUHI 3-ammn-1H-
nmppodo|2,1-c][1,4]6en30okca3un-1,2,4-TpHOHOB ¢
THOMOUYEBHHAMU

BCJIEICTBUE  HYKJICO(pHUILHOU

aTaK¥ aMMHOIPYIIIAMH THOMOYEBHMH aTtoMoB C* 1

C’ mHppPoT06EH30KCA3HHTPHOHA ¢ PACIICIUICHHEM
cesi3u C*-O° o6pasyrorest 9-awm-8-rumpokcu-6-(2-
ruapokcudenm)-2-Tuokco-1,3,6-Tpuazacmpo
[4.4]H0H-8-eH-4,7-110HKI [66, 67] (cxema 26).

R

S
L
o N
H
NN
Rl
O 0

2
\ S
T Wl
R
7
N 0
H ‘Q\ Nogs
OH
o

OH

Cxema 26

[Ipu B3ammoneticTBun 1-apui-4-aponia-5-MeTOKCH-

kapOoHwI-1 H-muppon-2,3-nuoHoB ¢ nud)eHUITya-

HUJIWHOM  BCJICJICTBHE HYKJICO(DHILHONH aTaku

AMUHOTPYIIAMK TyaHHAMHA aTomMa C’ M TpyIbl



Tpemwvsxos H.A., Maciusey A.H.

COOMe nupposauoHa ¢ OTIIEIICHUEM MOJICKYJIbI

MeTaHoJa o0pa3yrTcs 6-apuin-9-aponi-8-ruapo-

1

MeO 0 NH
Ph J\ Ph

KcH-2-uMuHO- 1,3-mudenm-1,3,6-rpuazacnupo

[4.4]HOH-8-eH-4,7-mn0oHEI [68, 69] (cxema 27).

Cxema 27

Ar
\N \ H
Ar?
o 0
[Ipu B3aUMOJICHCTBUH 3-apowmi-1H-

nppoio|2,1-c][1,4]6en30kca3un-1,2,4-TpHOHOB ¢
IA(EHWITYaHUANHOM  BCIIEACTBHE HYKJICO(DUIIb-
HOM aTakW aMUHOTPYNIIAaMH TyaHHJHHA aTOMOB
C* u C’ nuppono6eH30KCa3sHHTPHOHA C PACIIEI-

nennem cBsasu C*-O° o6pasyrorcs 9-apomn-6-(2-

Ph Ph
0] \N N/
H H

N7 N

Y

Ar

O 0

TUApOKCcH(DEHIT)-8-THAPOKCH-2 -UMUHO- 1,3 - e-
Hun-1,3,6-tpuazacnupo(4.4]HoH-8-¢H-4,7-THOHBI U
9-aponnn-6-(2-rugpoxcudeHu)-2-uMHUHHO-4, 7 -1 -
okco-1,3-mudennn-1,3,6-tpuazacnmpo[4.4 JHoH-8-

eH-8-omnartsl [ 70, 71] (cxema 28).

Cxema 28

Oo6pa3oBanue
crnupo[nuppo.a-2,5'-Tua3zoi]-5-onon
B nureparype onucansl § mpuMepoB o0pa3oBa-
HUA 3-TUAPOKCUMUPPOII-2-OHOB, aHHEITUPOBAHHBIX
CIIUPO-TUA30JILHBIM IUKJIOM. B GoNbIIMHCTBE CiTy-
4aeB MPOUCXOIUT HAJCTPOIKa 3-TUAPOKCUTTUPPOII-
2-OHOB CHUPO-THA30JIBHBIM ILUKIOM 3a CYET IO-

Spiro

clleoBaTeIbLHOr0 oO0pasoBaHus cBsizeil S-C u
N’-C(=0)-C*""°THa30/IbHOT0 KOJIbLA BCICACTBUC

aTaku COOTBETCTBYIOIIETO 1,3-SH,NH-

NI,

Oounykneoduna  rerepeHo|e]nuppoi-2,3-TUOHOB.
[Ipn B3aumopeiicTBum 3-apoun-1H-nuppono[2,1-
c][1,4]6en30kca3un-1,2,4-TpUOHOB ¢ THOOCH3aMHU-
JIOM BCJICACTBHUE TOCIIEIOBATENbHON HYKICO(DUIIb-
HOW aTakd MEpKalTO- U aMUHOTPYNIOH THOJIHU-
MUIHOH dopMbl THOGeH3amMuaa atomo C* u C
MUPPOIOOECH30KCA3UHTPUOHA C Pa3pBIBOM  CBSI3H
C*-O° obpasylorcs  9-apom-8-ruapokcu-6-(2-
runpokcudenmn)-2-penwi-1-tua-3,6-1uazacnupo

[4.4]H0H-2,8-m1en-4,7-mnoHE! [72, 73] (cxema 29).

S
v, O
L ¢
N7 N\
Ar
S o)

Cxema 29
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IIpn B3aumopelictBuu 3-apoui-1H-nupposo
[2,1-c][1,4]6en30KCa3uH-1,2,4-TpUOHOB ¢ THOAIIC-
TaMHUJIaMH BCJIEJCTBUE TOCIENOBATENbHON HYK-
neoUIbHONW aTakd MEpKanTo- ¥ aMHUHOTPYHIIOi
THOMUMH/IHOH (OpMBI THOALETaMuaa atoMos C*
u C’ mupponoGeH30KCa3sMHTPHOHA C Pa3phIBOM
ceasu C*-O’ obpasyrorcs 9-apomi-8-ruapokcH-6-
(2-ruppokcudennn)-2-metunes- 1 -tua-3,6-auasa-

criupo[4.4]HoH-8-eH-4,7-THOHEI. MertuneHoBas

O O
S
PN
NN N~
H
Ar — >  OH
0 o

rpynmna o0pa3oBaHHOTO COEAMHEHHS MOXKET B3au-
MOJCHCTBOBATh C €Ie OJHON MOJEKYJIOH MUpPPO-
J00CH30KCAa3UHTPHOHA BCJIECICTBHE HYKICO(DUIIb-
HO aTaku atomMa C* mIPPOT06EH30KCA3MHTPHOHA
c o0pa3oBaHHEM 3-apomn-3“-((9-aponn-8-
THIPOKCH-6-(2-ruapokcudenni)-4,7-1mokco-1 -
THa-3,6-nuazacnupo|4.4|HOH-8-eH-2-WIHIeH) Me-
TIN)-2-ruapokcu- 1 H-muppono[2,1-c][1,4] GeH30K-
casuH-1,4(3"H)-nuonos [74] (cxema 30).

0]
HO
0} 0]
| N
2 0] Ar
N7 N R\ o
(0]
Ar N~ J
O O
6]
r S O
N
OH / Ar
O
OH

Cxema 30

IIpu B3aumoxeiwicTBuu  3-anumi-1H-uppono
[2,1-c][1,4]6eH30Kca3uH-1,2,4-TpUOHOB C THOMO-
YeBUHAMH WM C THOCEMHKapOa30HAMH BCIIEACT-
BHE IIOCJIEIOBATEILHON HYKICOMUILHOW aTaku

MEpKaNTo- ¥ aMHHOTPYNIIOW THOIUMHUIHOU (op-

MBI THOMOYEBHH atomMoB C** u C7 muppomoGeH3ox-
CasHHTPHOHA ¢ paciierieaneM cesi3u C’-O’ o6pa-
3ytoTcs 9-aruin-8-ruipokcu-6-(2-ruaporcrudeHm)
-2-umuHo-1-THAa-3,6-Mnazactpo  [4.4|HOH-8-¢H-

4,7-muonsl [67, 75-77] (cxema 31).

S
O O
R2 )J\ S
H H
N g
R
O O
Cxema 31

[Ipu B3ammopeiicTBun m3onponun 2-(1-apun-4,5-
IoKco-2-pennn-4,5-aurunpo-1 H-nupposn-3-un)-

2—0KCO&LICTaTOB C TPIOMO‘-IGBPIHOfI, C YydacCcTuem

Ph S

A\

H,N
OPr-i

NH,|

S
0
0 HQN/<\
L N

AQHWJIMHOB 00pa3yloTcs 2-aMUHO-6-apui-9-((apui-
amMuHO )((peHrmn)MeTriIeH)- 1 -tua-3,6-11aza-cnupo

[4.4]HOH-2-eH-4,7,8-TpuoHHI [ 78] (cxema 32).

Ph 0
AN

Cxema 32
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Ha mocnenHe#t cramuu peakiu MPOUCXOIUT
aMUHHPOBaHUE CHUPO(ypaHTHA30JIa apUIaMHHA-
MU, 00pa3yIONUMUCS B pe3yJIbTaTe TOOOYHOU pe-
aKIUU PACIICIUICHUS IIMKJIA HCXOJHBIX MUPPOII-
IHOHOB 110 cBs3aM N'—C? u N'-C° oJ, IeHCTBUEM
THOMOYEBHUHBI [78].

Oo6pa3oBanue
cnupo[nuppo-2,1’-nuKiorekcan|-5-ouos,
cnupo|nuppoa-2,4'-nupan]-5-oHoB U
cnupo|nuppoa-2,2'(4’)-nunepuann]-5-onon

B nurepatype ommcaHbl eqMHWYHBIE TPUMEPHI

00pazoBaHus 3-THIAPOKCUITUPPOII-2-OHOB, AaHHEIH-

EtOOC

POBaHHBIX  CHHPO-IMKIOTEKCAHOBBIM,  CIHPO-
MMUPAHOBBIMH CITUPO-TTUTICPUTUHOBEIM IIHKIIAMHU.
Boccranosnenuem stun 7-metuin-1,2,8,9,10,11-
rexcaruapo-6H-0en3o| cJuzokcazono[2,3-b][1,2]
OKCa3HMH-2-KapOOKCHIIaTa MOJIEKYJISIPHBIM BOAOPO-
ooM  oOpasyiorcsi  2-THAPOKCH-6-MeTmi-1,2,7
,8,9,10-rekcarunpo-3H,5 H-nuppono[2,1-ijungon-
3-o0 u (£)-3-rugpokcu-6-(1-ruapokcunponan-2-
wiuaeH)-1-a3zacnupo[4.5]nexkan-2-o1  [79]

Ma 33).

(cxe-

HO HO
O 0
H,
N T NH
“ - OH

Cxema 33

Ilpu B3aumopelicTBuM 3T 2-(4-aMUHO-6-
¢dTopxpomaH-4-mi)aneTata ¢ AUITHIOKCAIATOM B

cpede STuiaTta HaTpusl oOpasyercst 3T 6-¢Top-

H,N COOEt
F (COOEY), F
NaOEt
O

4'5'-nuokcocnupo[xpoMan-4,2'-nupponuut|]-3'-

kapOokcunat [80] (cxema 34).

Cxema 34

I'mpponus 15%511n-9"
2,3,13,14,15,15"rekcaruapo-1 H-6en30[2,3]aze-

o[ 6,5,4-hiluanommsun-4,11(5H,9" H)-nrona

-TUAPOKCHU-

BCJIEICTBHE BHYTPUMOJIEKYJISIPHON IHMKIM3AIAN

OPUBOIUT K 00pa3zoBaHuio 3“-3THiI-12-TUIpOKCH-
1,2,3,3,4,5,11°,12-oxtarunpo-6H,13 H-6en30[ b]
nHaon3uHO[ 8,1-hiluamomusun-6,13-nnona  [81—

84] (cxema 35).

0]
HO 0O
N
O T'upponus N
B ———
NH N
o 0)
Cxema 35
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[Ipu B3aumopeiictBun m-OyTun 4-aMUHO-2- BUHWITIUIIEPUINH- | -KapOOKCHIaT, KOTOPHIA LIUK-
MeTHI-4-BUHWITUIIEPUIH- | -kKapOokcunata ¢ 2- nu3yeTcss B m-OyTHI 3-METOKCH-7-METHI-2-0KCO-
METOKCUAKPUJIOBOH KHCJIOTOW oOpasyercs mi- 1,8-muazacnupo[4.5]nek-3-eH-8-kapOokcmnar [85]
OyTHiI 4-(2-MeTOKCHaKpUIIaAMHIO)-2-METHI-4- (cxema 36).

O

0 MeQ,
== NH, HO —= HN
OMe
MeO
i

%H\
1

N
COOBu COOt-Bu COOt-Bu
Cxema 36
Oo6pa3oBanmue 1,4-NH,NH-6unykneodpuna rerepeHo|e]|nuppod-
cnupo|nuppoa-2,2'-nupa3uH|-5-0HoB 2,3-TNOHOB.

B muteparype omumcanbl aBa mpuMepa oOpazo- [Ipu B3ammoneiicTBum 3-3TOKCHUKapOOHMII-1H-
BaHWs 3-THAPOKCHUITHPPOII-2-0OHOB, aHHEIMPOBAH- nmppodo|2,1-c][1,4]6en30kca3un-1,2,4-TpHOHOB ¢
HBIX CHOHPO-MIUPA3MHOBBIM IMKIOM. Bo o00omx IraMUHO(Gypa3aHoOM BCIIEJICTBUE HYKJICOPHIHHOM
CIIy4asx TPOUCXOOUT HAACTPOHKa 3-THIPOKCH- aTaK¥ aMHHOTPYIIIAMH JUAMHUHO(Ypa3aHa aTOMOB
MAPPOI-2-OHOB CITUPO-TTUPA3UHOBEIM (MU CITHPO- C** 1 C* mHppo106EH30KCA3HHTPHOHA C Pa3PhIBOM
XUHOKCAIIMHOBBIM) ITUKJIOM 3a CYET IOCJIeIOBa- CBSI3U c’-o’ obpasyrorcs4-runporcu-1-(2-
TenbHOrO OobpasoBamms caseir N'-C¥" u N'- THIPOKCHAPHI)-3 -3TOKCUKapOoHuI-4' H-cipo
C(=0)-C”"’ mupa3uHOBOTO (MIM XHMHOKCATHHOBO- [muppon-2,5'-[1,2,5]okcamuazomno| 3,4-b JnupasuH]-
r'0) KOJIbIIa BCJICJICTBUE aTaKH COOTBETCTBYIOIIETO 5,6'(1H,7'H)-nnonsr [86] (cxema 37).

g /N\

K N Hen N pooc” _ N/O
S /O N
N~ \,—COOEt H,N N / N H
» HO
O O o R
HO
Cxema 37

[Ipu B3aumopeiicTBuM  3-apwui-1H-uppoIno rugpokcuapmn)-1',4',4",5'.6',7',8',8"-okrarumpo-
[2,1-c][1,4]6en30Kca3un-1,2,4-puoroB ¢ N,N'- 3'H-crimpo[nuppon-2,2'-xunokcanu|-3',5(1 H)-
JUTAPOKCUITUKIIOTeKCaH-1,2-THaMIHOM BCIIEJICT- JUOHBI,  TIeperpynmupoBbBatommecs B 4,4'-
BUE HYKJIEO(QWIbHONW aTaKu aMUHOTPYIIIaMH LIUK- IUrUApOoKCcH-1-(2-ruapoxcuapui)-3',5-1uoKco-
norexkcanauamuaa atoMoB C** u C* muppomnoGen- 1,3',4',4",5,5',6',7,8',8"-nekaruapo-1'H-cipo
30KCA3MHTPUOHA C pa3spbiBoM cBs3su C*-O’ o6pa- [muppon-2,2'-xuHokcanuH]-1'-un  Oenzoater [87]
3yIOTCS 3-apoun-1'4,4'-rpurugpokcu-1-(2- (cxema 38).
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NHOH

oS

Cxema 3 8

Oo6pa3oBanue
cnupo[nuppoi-2,2'-TuazuH|-5-0HoB
[Ipn B3aMMOJAEHCTBUN 3-apoun-1H,6H-
nuppono[2,1-c][1,4]6en3okcazenun-1,2,4-TpUOHOB
C 0-aMHUHOTHO(EHOJIOM BCIIEACTBUE TMOCIEI0Ba-

TENbHOW HYKJICO(UIBHOW aTakd MeEpKamro- |

AMMHOTPYTINIOi aMuHOTHO(EHOa aToMoB C* i C7
MUPPOIOOEH30KCA3ETMHTPHOHA C Pa3pPbIBOM CBSI3H
C’-0’o6pasyrorcs 3'-apoun-4'-rugpoxcu-1'-(2-
(runpoxcumetnn)perun)cimpo[o6enso[b][1,4] tua-

3uH-2,2"-uppon]-3,5'(1'H,4H)-quousr  [88] (cxe-

Ma 39).

SR

Y ZNCOAr

HO

Cxema 39

3akiaoueHue

MeToasl 00pa30BaHUsl THIPOKCHIIUPPOJIOHOB,
AHHEJIMPOBAHHBIX CIHPO-LUKIAMH, Pa3IHYaroTCs
[0 3HAYMMOCTHA. MeTOoIbI, OCHOBAaHHBIE HA MOIH-
(UKaLMKd MMEIOLIETOCs MUPPOJILHOIO IMKIIA HIH
Ha «HAJICTPOMKE» 3TOro IUKJIA, SIBISIOTCS TPYIHO-
JIOCTYMHBIMH Ul mpuMeHeHus. Y HaobopoT, Me-
TOABI CHHTE3a THAPOKCUIIUPPOJIOHOB, aHHEIUPO-

BAaHHBIX CIIUPO-IHUKIAMU, OCHOBAHHBIC HA B3aUMO-

JICCTBUM MOHOIIMKITUYECKUX THPPOIIHOHOB HITH
reTepeHonuppoanoHos ¢ 1,3- u 1,4-0uHyKIIC0-
(WILHBIMU peareHTaMH TPEJICTABISIOTCS BEChMa
yIOOHBIMU, TMpeNapaTHBHBIMHU, JIETKO MaclITaOu-
PYEMBIMH.
DuHAHCHPOBaHUE

Pabora BemMonHeHAa TpM (QUHAHCOBOW IOA-
nepkke MwunoOpHayku P (mpoekt Ne FSNF-
2023-0004).
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