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Q6umas xapakTepnceTnkKa padoTht
AKTY2JLHOCTDL TeMbl

Pazpaborka MamocrajuiuBIX METOAOB  CHHTE3a  TPYAHOMAOCTYNHBIX  HIH
TIPAKTHYECKH BAXHBIX TETEPOLMKIHYSCKHX COCAHHEHHH HAa OCHOBE JIETKOMOCTYIHOIO,
XeNaTeNblo BO30OHOBIAEMOTO, HCXOMHOTO CEHIDbA — OJIHA U3 CTPATETHMHCCKHX 3adad
opranuteckoil Xxmvun. B aToM kouTekcre, cuHTE3n Ha ocrose (iypdypona u ero,
JNOCTYNHBIX B  OJHy-ABE CTAQ¥HM, NPOH3BOJHHIX  SBNSIOTCA  NEPCIEKTHBHBIM
HanpasiermveM, Tak kak ¢ypdypos MoxeT OBITH JIETko MOMYHeH NPAKTHYECKH B
HEOrpaHNYecHHOM KOJIHYCCTBE M3 NICHTAHO30COACPKAIHX OTXOJ0B CEILCKOI0 X03AHCTRA
U JIcpeBo0OpafaThIBalomei TPOMBIIIICHHOCTH (I09aTKM M CTEOIH KyKypy3bl, CTe6mH 1
JIy3ra noCONHEYHHKA, COOMA H T.AL.).

B wnacrosmeit pabotTe paspabaTeIBacTCA YHHBEPCATBHBIM MCTOA MOCTPOCHHS Ha
ocHore (ypdyporna 3TNOKCHH3OMIIONOB, KOWICHCHPOBAHHBIX C PANTHUINIMU A30T-,
KHCJIOPOA- H CEPYCOACPXAMMMH IEeTCPOLUMKIAMH: OKCA3HHOM, OKCa3oNIOM, THA3ZHHOM,
THA30JI0OM, XHHA30JIHHOM, MHPUMIINHOM, WX 6CH308HHEHHPOBHHHBIMH aHajoraMu, a
TaKxke ¢ nupposio]2,1-clxusoxcannnom u nupponof1,2-a}f1,4)6emsoanazermuom. Taxum
o0pasoM, mpeJIOKCHIEI, 6a3npylomuiics Ha BO3GGIOBIAEMOM H/HITH IETKOIOCTYITHOM
CBIpBC, MOAXOA JCNACT HOCTYIHLIMH A7 NMPaKTHICCKOTO H3YMCHHA IEPETUCTECHIEIE
BBIINE TICTCPOUUKIIMYCCKHAC CHCTEMBI, KOTOPHIE SABAAIOTCA aubo HOBBLIMY, nnbo
TPYAHOZOCTYIUIBIME HHBIMH cIIoco0aMu,

CTpaTerna CHHTE3a BK/IOYaeT B ce0d IOBe CTagnM: MONYYeHHE Ha OCHOBE
dypdypona azarerepounxioB, cojepxamyx o-QypWIAMUHOBHIH (parMenT M MX
nocnenyomad  peakuys TAASMHONO AUILIHPOBaHMs / LUKIONPHCOCHMHEHMA C
anruapunaMi  o,B-HenpenensHbIX  KapOOMoBRIX kHCHOT. MccnemoBanme MceXaHM3Ma,
perMo- M CTCPCOHANPABICHHOCTH TWOCIEAHCH peakium HOCHT ¢yHIAMEHTAIbHBIN
XapakTep W CHCTEMaTHYeCKH u3ywaeTcs Ha Kadenpe opraHudeckoif xuvuu PYIH
naunnat ¢ 2004 roga B pamxax npoekros POOU. Jlannaa paGora BHIIOJHEHAa B
cootreTcTeHA ¢ IwianoM HUP PYJIH — tematuyeckuii rmnan Muunucrepersa 06pazosanns
¥ Hayku P® u mopgepxkaHa rpantamu POOU Ne 13-03-00105-a (2013-15 rr), 13-03-
90400_Vxp_¢p a(2013-14 7).

He:ts paGors

1. PaspaGoTka MeToIoB momydenus —ruapupomamimix  d-(dyp-2-un)-
3AMEUIEHHHIX  OKCa30MOB, OKCA3WHOB, THA30NOB, THAINHOB, XHIOKCANWHOB,
MHPUMHAMHOB, WX OCH30AHHENMPOBAHHRIX AaHANoOro, a Takke mapponofl,2-
alxunokcamuuoB 1 nupponof1,2-al[1,4]anazenuHos;

2. CHucTeMaTHdeckOe H3YYeHUS peakipiu N-alIHpOBaHHsA NEPeqaUCIeHIIRIX
BHIHIE TETCPOLHKIOB QHTHAPHAAMH H  XJIOpaHTHAPHAAMH  «,[3-HempeAeNbHEIX
KapOOHOBBIX KHCIOT ¢ TNOCJACAYIOIMM TAHIEMHBIM [4+2]-BHYTpUMONEKYIIPHEIM
LUKIIONPUCOETHHEHHEM ATKCHIISHOTO paguKana K ¢ypaHOBOMY KONBILY;



3. Hccnenonanue peruo- " CTCPCOHANPABIEHHOCTH peakmu
BHYTPHMOJIEKYIIIPHOTO IHMKIONPHCOCAHHERNS B 33BHCHMOCTH OT 3aMECTHTC/CH,
HMEIOMHXCT B HCXOAHBIX CyGerparax fl yCNOBHIH CHHTE3a.

Hayunasa nos1n3ing pafors:

Bcee TNOJIYYEHHRIC B AMCCEPTALMM PE3YALTATHL ABJIIOTCH OPUIMHAABHBIMK KM HE
ONACLIBAJIHCH paHee.

Ha ocrore moclefioraresIbHOIO AUMAHPOBaHHS / BHYTPUMOJCKYIAPHOH peakiuy
Juasca-Anpaepa  Mexay  o-dypuwiasarerepouMkiIaMH M aHrMapumammr - @,b-
HEeHACHIEHULIX KHCJOT paspaboTan OOGMmHN TMOAX0Q K CHHTE3Y H3OMHIOJNOB,
aNHENHPOBAHHEIX € IMPOKMM HabopoM a30T-, cepy- M KHCIOPOICOAepKAIIUX
TeTepOIUKIIOB.

Ha OCHOBE 370H CTpAaTCTHH BIIEPBLIC Owrtn NoNy4eHEl CHCTEMBI

anoxcu]1,3)tuazono|2,3-alusounaona, snokcuf1,3}ruasuno[2,3-aluzonnnona,
snoxkcunsornnonof1,2-6](1,316emsoTnazona, anokcuHzonnosnof2, 1-alnepumunnna,
anokcuzonHgeno|2, -aluupposo[2, 1 -cJxunokcanuna u snokcuasoungosof1,2-

c]muppono[1,2-a){1,4]6eq301na3enmHa.

Bnepeple  otoT  moaxom GBI MCmone30BaH N4 ceuresa  8,10a-
anokcr[1,3Joxcaznuo[2,3-almsonnmonon. Ilokazano, w10 nonywuts Tem xe crnocoGoM
snoxcumsoungono1,3Jokcazonsr 4 Gernsokcazonn He MPEACTABIAETCS BOIMOKHBIM. B
pe3ynbTaTe  MOCNCIOBATEALHOCTH  cTaguit  koHnewcaumu /  amwnupopanssa [/
LMKIIONPUCOEAHIEHHA GbUIH BIIEPBEIE MOydens! dnokcu[l,3]ruazono{2,3-alusonnnon-,
snokxcuausonugosof 1,2-5][1,3]6ensoTnazon-n snokcu[1,3]nazuno[2,3-
alH30HBI0IKApOOHOBbIE KHCIOTHI.

Ipennoxennsrif MeTon okazancs 0coGenHo 3heKTHRHEIM L1 TOTYHEHs CHCTEM,
COICPKAUIMX XHHA30MHOBRIH M HepuMuIHHOBEIM dparMents. THoxasamo, uTo
NPONYKTHl  kouasncaimu  ¢ypdypolloB ¢ opmo-amunHoOeHsuaaMusoM H® 1,8-

avampHonadTanHoM — —  o-QYPHI3AaMEMEMHBIC  TETPArHAPOXHIA30MMHbL H
TETPArHAPONECPUMHANHEL, CYIIECTBYIOT TONLKO B HMKIMYCCKOi dopMe, YTo yBeaHuNBaeT
BHIXOJ 1CACBEIX 2,4a-onoxcunzonigono|1,2-5]xnnazonuHos H 7b,10-

3MOKcUM3onHz0N0[ 2,1 -a]nepivunuios go 90 %. BeneacTue BBICOKON CKIOHHOCTH K
okucaeunio  ceasy CHp-NH 8 2-dypwmuppono[l,2-alxunokcanuuax u  4-
bypwmupposno[1,2-a]{1,4]6ea3onnasennuay, WM CHHTE3a  COOTBETCTBYIOMHX
snoxcuusorHgonof2,1-alnuppono|2, 1-cjxunoxcarnos H  3IoKcHH30HHA06[1,2-
clmipposof1,2-a][1,4]6emsonnazenunor  Gein paspaboTan OAHOPEAKTOPHRIT HOIXOA,
TIO3BONMBITHI B MONTOPA Pa3a YBEIHMUTH BEIXOJ LEIEBLIX aITyKTOB.

Ipakrnyeckan 3naunmocth_ paGorbl cocTour B paspaloTke Ha OCHOBE
HPOAYKTOB T1epepabOTKH  OTXOMOB CEALCKOTO Xo3diictea — Qypdyponma M ero
TIPOU3EOIHE!IX, MPOCTEIX METONOB CHHTE3A 3MOKCHM3IOWHIOIOB, KOHIEHCHPOBAHMMEIX C




OKCA3UMIOBBIM, THA30JBHBIM, THAIWHOBSIM, XHIIA30JHNOBLIM, NEPUMHIUHOBLIM,
1upponof 1,2-a]xuHokcanuHOBHM H muppojiofl,4]anaszeminossiM ¢parmenTaMu.

Crenens 10CTOBEDPHOCTH PEIVABLTATOR

JlocToBepHOCTs  pE3YNBTATOR  HPOBEAEHNBIX HCCIEHOBAlMA  NOATEEPKIACTCA
HCIONB30BanMeM  paja  QM3HKO-XUMHUECKHX  Merofom:  MK-cmektpockormm,
enektpockomuu SIMP 'H, “°C, XPOMAaTOMAaCC- M MAacc-CIEKTPOMETPUH, 3INEMEHTHOIO
4HATH32 ¥ PCHTTEHOCTPYKTYPHOTO aHAIH3a.

Anpofanus paorer

Pesynerarn pa®oTe! poxraasisarnch 1a Beepocchiickoil HaywHoit xondeperumm,
nocedmennod  80-neTmio  xummgeckoro  dakynsrera UIY  «Teopetwuccxas m
IKCMEPUMEHTAILHAT XHMHA [1a3aMH MoJoaexu» (23 — 26 max 2013 roma, Hpkyrck),
Tpetseit Beepoccuiickoii HaywHo#l xoudepenmii (€ MEKIYHAPOMUBIM  yuacTHeM)
«Yenmexu cHHTe3a H KoMIekcooGpasosanus» (21 — 25 anpens 2014 roga, Mocksa),
neppoM  Mesxaucunomaapiom Cuvmosuyme no Meamuuuckoii, Oprammieckoit o
Bronorugeckoit Xumuu « MOBH-Xum» (25-28 max 2014 roxa, Hossiit Ceer, Kpram).

Hy6anxannu

Ocnornoe cosmepxalie AUCCEPTAHMOHHOH paoThl OTPAKECHO B 6 HAyUHBIX
nyOnvKaupax, B TOM 4YHCAE 3 CTATBAX B H3JAHHAX, pekoMengoBammeix BAK mmn
pa3MELICHH MaTEpHAI0B JHCCEpTaumii, M 3 Te3HcaX MHOKIAJOB HAa HAYUHBIX
koHepeHIBMX.

CTpyxTypa v ofLeM paboThr

Hucceprauus 065eMom 218 cTpaHuIl cOCTONT K3 BRefenus, 0630pa IHTEPATYPHEIX
JAuHLIX, O0CYXIACHUA DPEe3YNLTATOB paboThl, JKCNMEPUMEHTANBHON YACTH M BHBOMOB.
Conepwur 41 Tabmauy, 120 cxem, 15 pucynkos. BuGmuorpadms sxmouaer 107
HanmeHoBanmil.  JIuTepatypeblii  0G30p paGoTsl  mocesmeH  nojydenHio  7-
oxcabnunknof2.2.1 renTeHOB, aHIENAPOBAHHBIX € Pa3HYHBIMM TETCPONUKIAMY, Ha
OCHOBE BUyTpUMoIekynapHo#t peaxwn Humeca-Annaepa (IMDAF). B nurepartypriou
o030pe NpmBEAcHH MaHHBIE, OIyGiskosaHHsle mocite 2005 ropz. B obcyxmennu
PE3YNBTATOB PacCMaTpHBAIOTCA COGCTBEHIBIE AOCTHMKEHHS HCCIEJOBAHAL  ABTODA,
AHTEPNpETAIMA  CIEKTPOB K ofocHoBalMe  CAEMAHHBIX  ABTOPOM  BBIBOLOB.
BKcnepnMexrranbﬂau HacTh BKITIOYAET CITHCAHHE METONHK CHHTE3da H OYHCTKH HCXOQHEIX
H IefEBHIX COeMHEHHH, a Takke (I3uKOo- XMMHIECKHE KOHCTAHTH CHHTEIUPOBAIIEIX
1IPOAYKTOB.



Ocnobnoe coxepxatine paGorst

1. CHnTe3  JNMOKCHH3OMMI0:10B,  KCHXEHCHPOBRHHLIX ¢ OKCA30aaMHu,
OKCATHHAMD, THA30JIAMH Il THAIMHAMH

Hcnons3oBaHHLI B paduTte TIOAXO0X K 3a,6-2MOKCHH3OHHIOIaM,
KOHAEHCHUPORAIMIBIM ¢ HWHBIMH TETEPOLHKNAMHM, 3aKU0YaeTed B  KOHIECHCAUUH
dypdyponos ¢ azorHcTeEIMM OuHyKneodumamu u mocnedyomeit Tpancopmamn
ofpasyiouxcs NPH 3TOM  o-hypHRa3areTepouHxnoB nod gelicTBHeM anrHAPHIOB
HeTpeACIBHBIX KapOOHOBEIX KACIOT B HENEBbIC BEICCTRA.

Ilna  cHOTE3a  JIOKCHM3OHIIONOE, KOHICHCHDOBAHHEIX € OKCZ3MHOBEIM U
OKCa30JIbHBIM (parMeHTaMu Takcit MOAX0N KAKCTCS HETIPHEMIIEMEIM, T.K. H3BECTHO, YTO
2-tbypun-1,3-oxcazunsl B 2-dypun-1,3-0kcazomHmIHEl HAXOIMTCH B [ACcTBOPAX B BUIE
TAyTOMEpPHEIX CMeceil ¢ coOTEeTCTRBYOInuMHE ocHoBansiiMu 1lndda, a nonoxenne
papHOBECHS B GOJLUIMHCTBE COy9aeB CHIBHO CMEMIEHO B CTOpoHy HenHod dopwet. B
repeoii yactdH paboTsi MBI TOKA3ATH, WTO TaKME TAayTOMEDHBIE CMECH BO3MOMKHO
HCTIONB30BATE A1 NOJTyIeHHA 3NOKCHI3OHHIONOB ¢ TIPHEMITEMBIMH BBIXOJAMU.

Peaxnya 3-aMHHONIPOIIAHONIA C 5-RI-¢ypq)ypona1\m TIPA KOMHATHOH TeMNepaType B
npucyteTeun 6e3soguoro MgSO, nasana paBHOBECHKIC TayTOMepHBIE CMecH ocloBanuii
lndda 1a-h u 2-gypunoxcasusor 2a-h, B KOTOPHIX COAEPKAHHE LMITHIECKOH GopMBI
2a-h xoaeGazocs B npegenax 12-27 % (cxema 1). Bnusuue 3amecturens R' onpenensno
ckopocTh B3amMofeiictena  dypdypornor ¢ wnpoiraHomamunom. 5-Hurpodypdypon
pearnpoeat 3a 10 muu npu 0 °C, 5-apunsamemchusle — npu 20 °C 3a cytkH, a 5-
metoxcudypdypos He yAaIoCh BBECTH B PEAKLUIO.

Cxema I
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Ipu B3amMoneiictBim TayToMepHIX cMecedl 1 2 2 © MaNeHHOBHIM aHIHMAPUIOM
HITH aKpIIOIIXIOPHIOM B peakiuio BeTynany 2-dypun-1,3-oxcasumst 2a-h (cxema 2).
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Peakums npoTekana duepes ofpasopanne N-alHAHPOBAINONO NPOMEKYTOMIIONO
npoaykta  2*¥  KaK  BHYTPHMONSKYTADHOE  3x30-[4+2]-umximonprcoemunenme
ManeuHamuznore auetodta Kk dypasosomy aueny. C MajleHHORLIM aHIUPUIOM
TayTomeps! 1,2a-h ¥ B quXnOpMeTane, U B aLETONE 06PA3OBHIBAM CMECH H30MEPOB 3A U
3B c COOTBETCTBEHHO yuc- W  mMp@HC-PACTIONONEHMEM DIOKCHIHOTO MOCTHKA
oTHocuTensHO mpoToHa H-10b, ¢ cymmapmmvu meixonamm 16-60%. Copepkanne
nuactepeomsoMepa 3A  xomeGamoct ot 80% mo 100%. C AKPHJIOHIIXIIOPHIOM
dypdypunamaurr 2a,b pearnpyior crepeocnenuduuno, obpasys msomeps d4Aab, a c
6poMconepixamiM 2¢ - CTEPEOCENEKTHBHG, AaBad CMech nsomepos 4Ac/4Be »
cooTnomeRruu 64/36 (cxema 2).!

2-DypunGeH3oKcasHHBl -~  OpOAYKTHl  koniencammu  dypdypormor  m
Gen30aHHeTHpoBalBIX  1,3-aMHHONPONAII0:I0B (2-ruppokcHMeTHAAHKMIMHA M 2-
AMUHOMETII(CHOMA), PEATHPYIOT © MAICHHOBHM AHIMAPIIOM aHATOTHYHO, IPUBOIA K
CMECAM H30MEPHEIX [0 B3aHMHOMY PACTON0KENHIO SNOKCHIHOTO MOCTHKA H IpoToHa H-
5a u H-4b, cootpercTaenno, 3nox<cnn30mmono[2,l-a][3,1]6eH30icca3ym-IO-Kapﬁo}iosle
KHCIOT SAa-¢ u SBa-c wm snokcuusonsnonof1,2-5]3,1]6em3okcasmn-1-kapGoHoBbIX
kucnor 7Aab u 7Bab (cxema 3). Axpmimonmxnopua Taloke crocoGen BCTynath B
PCaKUHI0 ¢ MPOAYKTAMH KOHAGHCALUMH Ha OCHOBE 2-IHJIPOKCHOCH3MIAMHHA H
$ypdyposa, nasas kapGoxcwine cogepsxatmii annykr 6.
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Cxema 3
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o
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OTMeTHM, 9TO TPOMEXYTOUHEIE NPOAYKTEL KougeHcammn GypdypomoB u 1,3-
Gunyxneodunos (cxempl 2 M 3) Havn B AIOMBHAYATBHOM BHAE HE BEIISIANNCH, 2
BBIXOAS! 31yKTOB 3-7 NpHBEACHBI HA HCXOAHBIC AMUHOCTIHDTHL.

Hosryanrs OTHM MCTOROM INOKCHH3OHMHIONIO0KCA3HHAL HIIH HX
Ge130anMENMPOBAHHBIC [IPOM3BOATIBIE 112 OCHOBE 2-GYPAIKCTOROR HE YIAETCH.

! 3xecs u manee OpHENTAINHIO “Y30B0r0” IIPOTOKA B HIoMepaxX A i B onpenensms nudo MeTomom PCA, mufo ¢
HCIIOMb30BAHHCM QBYMEPHEIX CIeKTpos AJ0.
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Mu1 nonsitanich pacnpocTpaHHTh METOOMKY HA CHHTe3 dniokcu[1,3)okcazonof2,3-
almonnzonos. C aroit nensio B peakimu ¢ dypdyporom 6eia waywen psax 1,2-
aMMHOCMAPTOB: KONAMHH, 2-aMIHO-2-METHROPONAHON M opmo-amuHodeHon. Bee
PEaKIMH IHKIONPHCOSIHHERHS 06pasyIoLXes npy JTOM A30MeTiioB 8§ NPOBOANNH C
MAIEHHOBEIM alifHApuaoM B guxnopmeTanc npu 20 °C unu g kunsgigem Geusone (cxema

4).
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ITo manuen IMP “H npr koHICHCAUMH TaHONAMHHA U dypdypona obpazyetcs
TONRKO IEMHOH TayToMmep - aTbAMMHH 8a, peakuws 2-MeTHI-2-aMUHONpPOUAHONA €
dypdyponom B xunsmesM GeH3one @cT TayToMepHYO cMmech 1,3-okcasomumama 9 u
ocuosatl 1Hudda 8b B coornomennu 38:62. U3 opmo-amnuodenona odpasyeTcs
Toneko azovered 8c. IIpn geiicTeun ManemuoBoro aHruapuaa ocnosanne udda 8a
no.THMepIBYCTCA, cMech 9 u Bb mpempainaeTcs B HepasachuUMylo XpoMatorpadriecku
PeaKlHMOHHYIO MacCy, B KoTopoH, mo pmawurim SIMP, conmepikarcs jnmb ciefml
OKHAEMOTO OKCA30NOIIOKCHHIONHI0Ma A, a HKMHH 8¢ npespamaetcy B MamenuuMug 11
(cxema 4).

H3gecTHO, 4TO 2-aMMHO3ITAHTHONBI H 3-aMWHONPONAHTHONA! NP PEAKIMH C
apOMAaTHYECKUMH  anbJeruJaMe  o5pa3zylor ¢  BHICOKHM  BEHIXOHOM  INIPOLYKTHE
KOHIEHCAINH, KOTOphie CYMECTBYIOT HCKIIOMATEIRHO B UHKIHIECKOil THOAMUHATBHON
thopme. D10 MOBYAIITO HAC OCYINECTBUTS KOHEHCAIMIO 3TANTHONA ¢ ypdyposnom u ero
5-METHI3aMELIEHHBIMA H MASICMHOBRIM QHIMAPHAOM HIH 2aKPHIOHTUIOPHIOM B PEKHME
one-pot. B pesynmpTare ¢ J0CTAaTOYNO BBICOKMMM BHIXOJAMHM OBLIH IONYYEHbH!
[1,3}rrazonof2,3-almonmnomsr 12 m 13, PeakuMt TNpOTeKacT Kak  TOMMAHO
ALTHPOBAHME-BUYTPUMONEKYIIPHOE  ox30-[4+2]-imxnonpucoequneime  (cxema  5).
Tnazonom3oMHI0NOKAPGOHOBEE  KMCIOTH  12a,b  monyvenms B Buge cMeceit
FEOMETPIMECKHX H30MEPOB A u1 B € yuc- M mpanc-pacionokeHueM SIOKCHIHOTO
MOCTHKA OTHOCHTENEHO 1ipoToHa H-9b. MakopHrle n3omepsl xapGoHorkix kicnot 12Ba
# 12Ab GpiH BHIZENCHEI B MHIMBHAYQTSHOM BHAC ApoGHOH KpHCTAmTM3AIMCH M3
sravona. ITpu mx orepudukanun METaHoNoOM B OPHCYTCTBHMA CEpHOH  KHCIOTHI
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00pa3oBLIBATHCE cMEcH M30MepHBIX 3¢upos 13Aa,b/13Ba,b, uto cBHuETENLCTBYET, MO
HaIIeMy MHEHHIO, 0 peTpo-pearuuu Jnnsca — Asmbepa obpasosasumxces 5GHpoB.

Cxema 5
COH o MeO,C o
R R ANl s
1 4
@ Nj 3 5 noj’
Y e g e
CHC™ 27 'R —%— 1282 MZOIVH’ 138a (52%)
* CO.H L4 13Bb 21%)
A~ NHHCL 20 o = anm 1282 .
" cH 020':: 16 @ N 282k A2ap
Ch, .16 ) ] MO o
1.CHCl, 20 °C, 124 H S R \/(N
2. CHp=CH-COCV NEt, 12a-
:R=H (49 %) A/B = 15/85 . j
PhMe, 3,2540 4 AL i e
13Aa 21%)
a 13Ab (42%)
BF3-OEty Ac,0 ‘:(/<
—_— N
20°C, 24 4 (n 14a) @ £ \gae
OAc
14a:R=H (67 %) 15 (25 %)

14h: R = Me (57 %)

ITocnenoBatenbitad peakid ¢ypdypoIoR ¢ rHAPOXIOPHIOM 2-aMHHOSTAHTHONA B
mpucyteteru Et;N B CHCIL; (20 °C) 1 3ateM ¢ akpiSIOWIXNOPUIOM B TONYONie TpPH
KMIITYCHHH JaeT OfMH H30Mep THazonouzoungonos 14a,b ¢ mpauc-pacnosnoxcHuem
3NOKCHAHOTO MoOCTHKa # mpotona H-9b (cxema §). Twuasonriioe Konsuo =B
THa30J0dNoKCHu3onHAoMe 14a mpA jeficTBMHM YKCYCHOTO aHTHApHAA B NIPHCYTCTBHH
adupara Tpexdropuctoro Gopa paciuerieTcs, NPeBpamasch B 3-aleTOKCHH30MHIOJIOH
15.

AHanoryyHo aMHHOTHONY B pekHMe one-pot pearupyet ¢ ¢ypdyponamu u
MaNeHHOBBIM aHruApuaoM (aKpAJIOMNIXNOPHIIOM) €ro apoMaTHyeckuit amamor 2-
avmmornoenon (cxeMa 6).

¢ s
SH 1. MgS0,, CH,Cl, (et N
. 20°C, 34 LA™ ’ MeOH/ H*
NHy b . MeoWH

Cxema 6

" " R
- 24
I N 2.MecO AN ¢ coM A
. .o =0 16
C’Hc/(o_)\R o t6aR=HEo% A1
16b: R = Me (33 %)
16¢: R = Br (6 %)

1.MgSO4, CHCl NS, O s H
20°C, 3 | MJ PhMe X
F _— N [
2. NEl, CH;=CH-COC )\\ a224
PhMe, A (FnaR = H)

17 18 (28 %)

Peaknus TIPOMEKYTOTHOTO 2-¢ypwi-2,3-guruapo-1,3-6eH3oTHasona c
MANeHHOBRIM aHruapuaoM mnpotexaer npu 20 °C u npusomur x ofpasoBanwmo
m3ouHaono[1,2-5][1,3]6en3otnazon0xkapboHOBLIX KHCJIOT 16a-¢ c mparc-
pacnosIoKeNHeM IHOKCHIHOTO MOCTHKA OTHOCHICNBHO npotoHa H-4b. B cayuae’ 5-
Opomsamemenmioro  ¢ypdypona  peakums — KOHACHCAUMA,  BEpOATHO,  M3-3a
KOHKYPHpPYIOIMX  TIponeccOR  HykieodrumsHoro  saMemenms — atoMa  Gpowma,



COTIPOBOXAETCA CHITRHBIM OCMOCHHEM M BLIXO LIESIERBOr0 annykra 16¢ He npeRbial 6
%.

Ilpn  nocnemomaresnsHoM JeiictBym Ha 2-amuHotHodeHon  dypdypona n
aKpWIONAX/IOPHAA M3 PCaKUMOHHOH  CMeCH  XpOMATOrpadyeckH  Kpome
mzonHIono0ensotnazona 18 (20%) ObLT BBIZENCH MPOMCKYTOYHBIH N-akpunownsi-2-
dypuntenzotnazon 17 (15%). YecauueHne npogoMXUTCIBHOCTH KHNAYCHHA B TONYOJIe
TIPHBO/IMT K YBETHHIEHUIO BEIX0/1a LIMKI0anaykTa 18 1o 28%.

Kucnora 16a (R = H) 6s11a npodrepuduupoBata MeTaHO10M [o adupa 19 (cxema
6). IIpn stoM B oTnuune oT srepudnkauny kucnor 12Ba u 12Ab npotekannsa peTpo-
JIHEHOROTO pacriajia He HabIoRanoch.

Peakiua  3-amunonponmantnona ¢ ¢ypdyporaMH H  aurmapumamu  o,B-
HENpeAETbHBIX KHCNOT B DPEXHUME oOne-pol TPOTEKAeT AHACTEPEOCENeKTHBHO, Kak
BHYTPHUMOIEKYIAPHOE ak3zo-[4+2)-uHKIONpUCCE UHEHHE c obpazoBanueM
anokcu([1,3]ruazunof2,3-aluzonnno:mos 20a,b u 21 ¢ yMepenmnsiMu Brrxogamu (cxema 7).

B nonyyennnix THasMHOH30HMHAO0NAX 20 u 21, B 0TNHUNE OT paHee OMMCAHHBIX HA
cxeme 6 THa30M0u30uHR0/0B 16, 18, npoton H-10b u sriokcHaHbIH MOCTHK MMEIOT tuc-
OPHEHTAIHIO.

Cxema7
COzH o
oA o
— NG N
CH,Cl AN
¢ 1 w o ’s"’}=
i\ ‘R=H gy
S H 202 R=H (48 %)
R . CHO  CHzClz, MgS04 Rﬂ\(" ] 206: R = Me (45 %}
HNT"sH 20°C, 24 o s) CH=CH-CGCI
NEty PhMe,
A 34
| tanaR=ry _ té
2126 %)
2. JUOKCHHIONHAOALI, KOMIEHCHPOBAHHBIE ¢ NHPAMHANHAMH H
XHIIOKCATHHAMI,
Terepounxmmnyeckne COETUTIEHHA, cojepKamue TFPUMUTITHOBEIH H

XHHOKCATMHOBBIE (parMenTs!, SBIFIOTCS OCHOBHBIMH CTPYKTYPHBIMH MOTHBAMH
ATKATOH0B M JIEKAPCTBEHHBIX [IPenapaToB, NPOARIAIONIX PA3IHIIYI0 GHONOTHYECKYIO
AKTHBHOCTE. JUIs CHIITE3a 3MOKCHH3OHHIOIOIMMPUMMINHOB MEI, IO 3HAJIOTHH C AMHHO- H
THOCTIMPTaMH, OCymecTBWwIH peakumio 13-guamupouponasa ¢ dypdypoioMm B
XI/IOPHCTOM METHSICHE B NPHUCYTCTRHM Gessoaroro MgSO,. Ilo nanusv MP 'H 6suta
TIOJTy9eHa CMeChL TpeX NpPOLYKTOB KOHIEHCAIIHH 22-24 cpexn m’ropmx npeoGnanan
dypwisaMeIneHHbIi nupuMaIun 22. )
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Cxema §

oy s
N,
NZ
{/\er [\ CH:Oly, MgS0s _ m /\r\)
\NHz * one 2614 22 (58 %) 23 {14 %!
24 (28 %)

Oaxaxo HaM lie yaanock 1eao0parhk YCIOBHA UIR OCYIICCTBICHNSA TpaHcdopManyu
3TOH CMeCH B UENEBBIE SMOKCATHPUMHAC[2, 1-a]luzonngonsl. U B ciIy4yae MancHHOBOTO
QHTHAPANA, H B Cly4ac axKpANOWIXIOPHAA OGPA30BEIBAINCHE MHOTOKOMIOHCHTHBIC
CMECH, BBIICNHTL, H3 KOTOPHIX OKUNAeMBIE MPORYKTBI He yAaiock. IlomsItky
OCYHICCTBUTH  AHANOTHYHBIE Ipeppawenus ¢ 1, 4-guammuodyramomM u 1,2-
ITHICHAMAMIIOM TAKXKE OKajaNMChH HeyzaunbiMiu. HanpoTis, Genzoamnenuposanumi
1,3-AnaMunonponan - opmo-aMHHOMETHNZHILIUH, TIpY KoHZeHcatn ¢ ¢ypdyponamm
MPUBOJHI C XOPOLIMMH BEIXOZaMHu K 2-QypwixuHazonuuam 25a-c, KOTOpHE MOX
IeHCTBHEM  MUIEMNOBOIO  @HTHAPHIA MNH  aKpWwIOMIXJAOpPHAA B pe3ynbTare
XEMOCENIEKTHEHOTO ALIJIMPOBAHMA 10 aToMy a30ota N-3 ¥ mocielylolero 9xso-[4+2}-
LMKTONIPHCOCAMHENHA, MPEeBPAllaNic, B CMECH  H30OMEpIBIX  M30HHAono[1,2-
blxunazosmros 26a-c 1 27 (cxema 9).

S ol
—_ *oOHCTN TR

C el p ’CHZClZ M504
D NN FOH ()\'/\
A
s OCHH M/ R o g CHECHCOCIEL, Z1AaH H 278aM A
o

PhMe A 3u 27 (32 %) ArB =55/44

10 MuH -2 N
(\I\N oH A 0
'\,/NJ:\O 25a<c = N
HA \=/R i
AN 0
H .
[°]

Cxema 9

SR An e o
26¢: R = Br (26 %) A/B=76/24
Brixon ¥ cooTHOmenHe HioMepon A u B B ciywanx o6paszopasinst agaykros 26a-c

3ABHCAT OT pagvkana R B noso:xeHuH 2, TEMIIepaTypsl PCakiyH H PACTBOPUTENA, 1O, KaK
mpaBuno, wW3oMepsl A ¢ yuc-pacrionoxersieM H-4b M 3MOKCHAHOTO MOCTHKA
ppeaGnanator, Tlpa  BiauMopelictsun  2-gypunxusazonuda 252 ¢ u30eiTROM
akpwilownCIopuaa OB BEIISTCH, KPOME HEIAMEMENHOIO Mo 5-0My IOJOXKEHHIO
nenranukIa 27, eme M npoAyKT ABoliHoro aumwiapoBaiug 28, KOTOpP.IE € NOMOIIBIO
nipeTounoro ruapupyiomero peaxropa «H-Cube Pron™ Grin mpespamen B xmason
29. Kucnota 26a B BHAe cMecH H30Mepos Obuia npeBpalnena B MeTwiosbii 3dmHp.
1IpeoGmanaronuit m3omep adupa 30A Ouin BLIEISH KPHCTUIH3ALHEN H CENEKTHBHO
BOCCTAHOBJNICH B H30uHA010[ 1.2-b]xunazonnn 31A (cxema 10).
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Cxema 10

J o
7UNH {
| ZeqvCHpecHCOC! [ Ha. 10% Pa/C NN
WAL A | 2o orren I h 10%PdG
N —— LA, Ao AN
{ H Y, EtN, PhMe, 8, 154 CHCl, N2
L ] S 0

Ez/go
25a 28 (26%) 28 (86%)
C(\ OH MeOH/‘H’ A @(\ 0,Me O:\ 0 Me
Hz, 10'/. PdIC
30A (70%) 31A (95%)

Jlanee B JOMHHO-PEaKIMA ¢ MaJICHHOBBIM AHMAIPHAOM (aKPIIOWIXIOPHIOM) Gbltn
HCCTeJoBaHB  (ypwisamenienssie mepuMiguust 32a,b, koTopsie ofpasyrorcs npu
B3anmosieHcTaun 1,8-quamunonadTamma ¢ dypdyponom unn 5-metindypdyponoM.

Cxema ll
@ AnA 32a (R = H) ‘
CH,=CH-COCVEtN,
s el e T2 =CE TR O
P+ OHeTNg e NH o PhMe, 8,24 [
NH, H H
32a; R =H(85%) 34A
32b: R = Me (57%) 34 {36 %)

= AM =36/64
oo

Me,co 20°C, 1A
A

t@; &Lm

33a:R =H (65 %) A/B =831
33b. R= Me (94 %) A/B =54/46

2-Qypun-2,3-aurnapo-1H-nepuimunuust 32a,b  nerko BCTYNAKT B AOMHHO-
PEaKUHMI0O € MUICHHOBHIM AHTHAPHIOM MIH AKPWIOWIXIOpHoM, ofpasya cMecu
u30MepHBIX 7b,10-3n0KcAn30Mmionof2, 1 ~alnepumuanios 33a,b 1 34. B xuciore 33a,
noxyqenioif mpu 20 °C, usoMep A ¢ yuc-pacnionoxennesm npotona H-7a u snoxcuamoro
MocTrKa npeobnamaet. JuactepeocenexTusHOCTE ofpasosarms axayxros 33b u 34 npu
20 °C nHeBbIcoKa, @ NOBBINCHHC TEMIIEPATYPEI IPOLECCA MOBBIMIAET BLIXOX afAyKTOB, HO
YMCHBIIACT CENEKTHBHOCTE. MaxopHere m3oMepsl 33Aa u 34B Boijerensr s
mﬁvmmryanmom BHJIE TIOC]Ie ApobHOi KpHcTaL3auny u3 cMmeck ~-PrOH-IM®A unu
xpomarorpaduposanus,

Cxema 12

4 0 Me
&ii f _ MeowH® gi iOzMe H3, 10% PAC . :
CHLCI,
H 7N | NH

35A (80%) 36A (95%)
Hocne 3Tcpudmkamm MeTalo;ioM  CMECH  M3OMEpHBIX  KHcneT  33a

npeobnanatomuit n3omep >dupa 35\ OpiT BoyleNeH B HIONBHAYANbHOM BHIE
12



kpucrarmsanueit (cxema 12). Ero ruapuposanse B nporodroM peaktope na 10% Pd/C
TPOTEKA10 CEICKTHRIO TO KpaTHOH CBA3IM OKCAaOMIMKIOTEITCHOBOr0 (iparMeHta ¢
o0pa3oBanieM Npou3BogHOro 36A.
3. DnoKeHu30RUZO0ILL, KOIIC¢HCHPOBAHHDBIE c
NUPPONOGEH3XHIOKCATHHOBLIM QPArMENTOM
4-Gypunnuppono[1,2-ajxuiokcaniner 37a-¢ GLUTH CHETE3UPOBAHET HO OIHCAHHON
MeToquKe W3 N-(o-amuHodernun)mpposna, S-3amentenusx ¢ypdyponos B nprcyTeTBIH
AlCk; v Sersotpuazona (BTA), n Ge3 Buijencnus cpady Ske BBOAWIMCH B Peakiimo ¢
MAICHHOBEIM aHruapuaoM. Buifop Takoro moaxoma 611 06ycnomneH BHICOKOH
CKJIOHIIOCTBH) XMHOKCATHHOBOTG KOMTBLA K apoMaTH3aMH 33 CYET OKHCICHHS 1O CBA3M
C4-N5.

Cxema 13

B
AN R0, AICH;, BTA @[ o
<jr 4\|/\/)-CH0 CH,Cl, ﬁ E/)‘R

37 ae
a b ¢ d e
R H Me Br NO: 2-NO,CeH,
Buixon 38, 78 20 77 (A+B) 19 40

Ilpn narpesanmu B Gewsone peaxusd NPOTEKWId IHACTEPEOCCIEKTUBHO C
ofOpasoBanueM KHCHOT 38a-e, MMEIONWX mpanc-pacnoyioxenue npotona H-14b u
OMOKCHOHOTO MOCTHKA. JJICKTPOHOAKHENTOpIas HHTporpynma B HcxoguoMm 37d u
CTEPHYCCKN OOREMHAT HHTPOQEHUNBHAS B IMPPOIOXHUOKCATHHE 37€ 3HAYATCIHLHO
CHIDKAIOT BBIXOJ LENeBLIX a/uTykTon 38d 1 38e.

Tomxo G6poMsamcmenman xucnora 38¢ olpasyeTcs B BHAEC CMECH ABYX
ZHACTEPEOHIOMEPOB, B KOoTOpoit npeofmajaeT mpanc-m3omep 38cA, cootrowenve
38cA/38¢B  ~ 64/36. Tlonyucunbie kucnotet 38a-e mpedctasnsior  coboit
Tpyanopacteopimeie gake B JMCO nopomkn. ITosToMy © uens:o MOBBILIEHHA HX
pacTBopHMOCcTH xucaoTH 38a,b Gbumn nperpanenst 8 MeTHnoBkie 3duper 39a,b (cxema
14).

Cxema 14

X, (X
MeOHH* < H,, 16% P/C & M
—_— N \ —— N

Ana3%a
[ o
Meo,c R Me0,C
39a (3G%),
30b (53%} 49 (33%)

13



TlpocTpancTeennoe CTpoeHHe OMIIOF0 W3 WPOAYKTOB STEpHPHKAIFH  Gbls0
GANO3HATNO YCTAUOBNEHO ¢ mosomeio PCA? (pucywok 1), MeTunorgii s¢up 39a sarem
ObII  XCMOCCACKTHMBHO  BOCCTAaHOBAeH  BomopoaoM ®a 10% Pd/C 1o
3MOKCHH30HH0I0XHHOKCATHHA 40.

wr,
b

Pucynor 1. Monexyrapuas cmpyxmypa semuzosozo supa (10aRS,11SR, 12RS, 14aSR, ! 4bRS)-10-
oxco-10,10a,11,12-mempazudpo-14bH-12, 14a-3noxcuusoundoao(2, I-alnuppoaof 2, 1-c Jxunoxcarun-1 -
Kkapdonosoti kucronut 39a.

TInpposoxnuokcanut 41 ¢ ypHIBHIAILIEIM 3aMECTUTENEM BT CHHTC3HPORAH 3
MHPPOIOANIINIR W (YPHIAKPONICHHA aHATOTHMHO COEAMHEHHAM 37 M Ge3 Bhrieenus
6L BBEREH B pEAaKIMIO C MAEMIOBLIM AHTHAPIAOM R KuImeM Gemsone. Peaxmma
npoTexaTa JIETKO yepes obpazoBane N-auwisHoro TIPOH3BOHOTO,
BIYTPUMOTIEKYNIApHas peaxuus [withca-Agpdepa B KOTOpOM TPHEOAMNA K CHCTEME
dypo{3',2":5,6}usonnno|2,1-a]aupponof2, 1-c]Jxnuoxcanuna 42 ¢ BbixonoMm 70% {cxema
15).

Cxema 15

O -

N v = A

t Ni,  CHCh, AIC (:[N%/\/ 04\:)% C[
. ETA N O PhH, A g

WCHO “

o

43 (30%) MeO,C Z 42 (70%) HOL
Kncrnotho-karamsapyeman TepudMkanus kucIOTH 42 MeTAINONoM npoTekana
Tpyano. CooTBETCTRYIOMMIT MeTHNORLIH 3dup 43 GhuT Momywen ¢ BrxomoM 30%, ero
cTpocHRe G110 noaTBEpXRAcHO MeToRoM PCA.

2 Astop Bhipakaet Gnaronaprocts Ax.aL Xpycranesy B. I 3a cxémxy 1 vHTepnpeTaiiio naHHex PCA ofpazuos
39a, 43, 48
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Pucynok 2. Monexyaapras cmpyxniypa smemunogozo s¢upa (1 Oa.SR,l ISR, 15aRS, 15bRS)-10-0kco-
10,10a,11,15,15a,15b-2excazudpodypol3'.2":5,6]usoundonof 2, 1-aj[2, 1-c]xunoxcarun- 1 1-xapbonosoi
kucaomsr 43.

4. InoKCHN3ONHIOILY, KOUJeHCHPOBAHIbIE c
nHpposiofen3oanaenHHoBbLIM GParMenToM.

4-Qypummipponobensonnasenmausl 45 nomydentl mno peakimm  Bumwiepa-
Hanupansckoro aeiictuem POCI; B aueroHuTpuiic M3 COOTBETCTBYIOLMX aMHA0B
44a,b, CHMTC3HpOBAHHEIX M3 XJOPDAHIMAPHEOB NHPOCIU3ECBHIX KHCIOT W 2-
mapponanbensamuna, Ioce uuii noJfydeH No IHTCPATYPHO METOSHKE B JIRE CTAIUK
M3 HUTPHJIA ANTPAHWIOBOM KHCIOTH M 2,5-anMeToOKCHTe Tparuapodypana.

Cxema 16
MeO 0
ON _LAM, °'
AcOH
T, EL0 EGN, PLH, A
I
N o] N
IO s EXvo 2
i P \
L LR iy ToR N
432 (98%)
44b (38%) 45b (43% )

TMonyuenusiit TakaM ob6pazoM dypmmameuleHHsiii nupporobensoanasenny 4352
ObLT BOCCTAHOBIEH TIHAHOGOPTHIPHIOM HaTpHa B KHCIOH cpefie N0 COOTBETCTRYIOMETO
nuragponpoussonHoro 46a. Ero HC BBIAENLIH B BHAY BHICOKOH CIGIONHOCTH K
OKHC/IeNHo 1o cBa3u C4-N, 2 BBOIMIH B PeakuHIO ¢ MAJICHHOBBIM MM IHTPAKOHOBEIM
anruapHfavy. IlepBolayansHoe aMTHPOBARHE COTPOBONKIACTCA NMOCHEAYIOLULM K30~
[4+2)-1mrsonprcoe e EueM B pe3ylabTaTe tHero o0pasyloTcs 3MokcHA3onHRono[1,2-
clnuppone[1,2-a][1,4]6enzoanazennn-12-kapGonossle  kucnots:t  47a-¢ B BHAC
eIHHCTBECHHOTO M30Mepa H ¢ XopomuM BerxomoM (cxema 17). TTonoxenne MetnnnHoit
pYITE B anmykTe 47¢ IPHITHCAHO 110 AHATOTHH C HAITHMH TIPEIhLIYIHMH paGoTamir,

* Vladimir P. Zaytsev, Fedor L. Zubkov, Flavien A.A. Toze, Daria N. Orlova (Lisovaya), Maria N. Eliseeva, Dmitry
G. Grudinin, Eogenia V. Nikitina, and Alexey V. Varlamov. “5-Amino- and 5-Amino-Substituted
Epoxyisoindolo[2, 1-a]tetrahydroquinolines and 10-Carboxylic Acids: Their Synthesis and Reactivity”. Journa! of
Heterocyclic Chemistry, 2013, 50 (I}, 18-38.
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Cxema 17

aR'=R2=H

2|
b)R'=xMe,RZ=H 47a(30%) O R com
©) R'=H, R%Me 47b (30%)
4TAc (47%, A+B)
B
N R
S @&
MeOH zv'c 1y TBe O MECOIH

IpocrpancTBennoe  ctpoenue mcrwiosoro 3dupa 48 6huto  onmosHado
ycranoeneno metozoM PCA (pucynox 3).
Cxema 18

47s 43(19%)

V4auTeiBaa HEBBICOKHI BEIXOZ LCHEBEIX npoaykros 47 mocxie Beex CTaqHii, MEL
NOTBITANHCE YIPOCTHTE CHHTES HHPPOobezoaHasennukapbonosstx kuciot 47. Hexoas
uz  ragpoxsopuaa  2-mupponiobemsmiamMuHa  H GypdyponoB, B mpHCyTCTBHM
GenzoTpuasola, B OAHY cTammio GEUTH TomydyeHm Gemzonmazemmmnr 46a,b (cxema 17).
3atem orn coeamuennd 6¢3 BLIACICHHA BBOMLTICE B PEAKIMIO € MANEHHOBBIM
auruapraoM. Berxon koHewnsx xucnot 47a,b B a1oil cxeme coctasun 40% B nepecuéte
Ha moxoamwntid Gemsunamun, 9ro Ha ~ 10-20 % pwime, yeM B ueTHIPEXCTAJMIHOM
nipouecce.

eI
>
Pucynox 3. Mozexyaspuas cmpyxmypa stemuiogozo s¢pupa (11aRS, 125R, 13RS, 15aSR, 1 5bSR)-11-
oxco-11,11a,12,13-mempazudpo-9H,15bH-13, 1 5a-snoxcuuzoundoaof 1, 2-cJnupporo{ 1, 2-
aj[ 1, 4]benzo0uasenun-12-xapbonosoii xucromot 48.

B obobmeme DONYYCHHBIX  JAHIEIX, MOXKHO cKa3ars, gT0
auactepeocenektusHocTh IMDAF peaxiyiit CUNEHO H TPYOHOMpEACKAIYEMO 3ARHCHT O
NpHPOJSI IMEHA, COMEPKAUIEro reTepomnkmiuecknii Gypdypuravunupit ¢parMent.
OueBHaHO, 3TO CBAIANO KaK C NOTOKEHHEM TAYTOMEPHOTO PABHOBECHA B HCXOAMEIX, TAK
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H ¢ kondopMarronHeMH 0COGCHHOCTAMH MCCIEAOBANHLIX (-(DYPHNA3ATETEPOIIKIOR,
Kpome artoro B cnywae B3auMogeficTeusa 2-QypHBaMeIENHBIX a3aTeTEPONUKIOB C
MATCHHOBEIM  AHPMAPHIOM, BIHTIHE HA CTEPEOCENEKTHBHOCTh  OOpasylomaxca
APOLYKTOB OKa3LIBAaT HE TONLKO TPUPOAA BTOPOLV TeTEpOAToMa B UHKIE, HO I
TeMIeparypa, NpH KOTOPoH MPOBOAMICH peakiusd HHKIonpacoenunenut. O wausnud
NpHPOJIBHl IHEHOGUIA 1A AMACTEPECOCENCKTHBHOCTh DEakUMH TOBOPUTH emé Gonee
CIOXKNO, TAK HaMH B KaueCTBE MOJCTBHLIX OBIIM MCILITAHBL TONMBKO MATEHHOBHIN
aHIMADHA M aKkpuioMnxiopua. IIDH 3TOM BRIXOABI LENERBIX ANIYKTOB B CIyuae
HCMOJIB30BaHHA HOCIEIHETO OKA3AMCh HEBBICOKM.

Buisoanl

1. VcranosneHo, HUTO LHKIMYECKME TayTOMepHeie (OPMEl  ITPORYKTOB
xorgeHcauun ¢ypdyponos ¢ 1,2- u 1,3-azabuHykncodmiamu crocoGHsl BCTYNATh B
peaKupIo  TOCICAOBATENBIION0  anImpoRauns /  BHyTpUMONeKysipHoro [442]-
OVKIONPHCOEIHHEHHS NIOA [eHCTRHEM aHTHAPUMIOR Q,f3-Henpenenshnx kucnoT (IMDAF
peakims) ¢ 00pazosaHueM alHETHPOBAHHLIX 3a,6-2MOKCHH30HHIOIOB.

2. Ilpennoxkera HoBas KHACTEPEOCENEKTURHAA CTPATErUs CHHTEIR 3a,6-
9TMOKCHH30UM/0JIOB, KOHJCHCHPOBAHHLIX C OKCA3HHOBHIM, THAIUHOBEIM, THA30MBHBIM,
NMHPHMHIAUHOBERIM, ITHPA3HIIOBEIM H JHA3CITHHOBRIM d)parmcxrram{.

3. PaspaGoramtt  sdexTHBHEIE METOAR cunTe3a 4-¢ypHIsaMemERHLIX
NIWPPONIOXMHOKCANHKIIOB 1 MHPPONIOOCH3I0AHA3CTINHOB, TTO NO2BOMIVIO Ha octose IMDAF
MOAXONa MOMYIHThH CHCTEMII 3noxcun3onngo:iof2,1-aJmppono[2,l-clxnnokcanuua u -
[1,2-a]{1,4]6en30nuazennna,

4. TTokasano, 410 peaKims MEXAY HACHIIIEHHLIMH a-
BUHIWIQYpUI3aMEITEHHEIME TeTEPOLMCIaMA H aHTHAPHNAMH O, B-IIeIPeNCIBHEIX KHCNOT
HC OCTAHABJIMBACTCA HA CTadiH AITUTHPOBAMIA, 4 CONPOBOXIACTCS IOaNbHelimieit
BHYTpUMONCKY/ApHOH peakumeii Jlunnca-Anpaepa, B KOTOpOil B KaYecTBE OHEHA
y4yacTByeT BHHIIGYpHuiEHEIi parMenT.
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JIncomasn Hapra Haxonacena (Pocens)

3]10!(6"“30]"]}10.]’";], KoWwiencHpoRannLie ¢ THIPHPOBIANHBIM rerepoaznioBLIM

H FeTepoa3onbHLIM PparMenTamu

B paGote m3ydeno B3amMopelicTBHe «-(pypITa3arcTEpOLHKIOB C AHTHOPHAAMH
o, B-HenpegebHEIX kucHoT. [loka3aHo, WTO peakiks COUPOBOXHASTCH CIIOHTAHHEIM,
BHYTPUMONEKYApubivM  [4+2]-unkstonuprcoequiemeM N-alkeHWILIOTO (parMelTa X
¢dypanoBoMy, KOTOPOC NPHBOAUT K 06DA30BAHHIO MOIHTETEPOLMKIOB, COCTOAIIAX H3
SMOKCHU3OHIIOMbIOTO ()PArMEHTa, KOHACHCHPOBAIHOIO C OKCA3HHORBIM, THA3HHOBBIM,
THA30/ILHGIM, MMPHMHIMHOBEIM, THDA3UIIOBLIM M IHA3CHHIOBHIM  ()parMeHTaMH.
Veranopnero, uto 1,3-aMUHOCIIMPTEL B 2HANOIMYHBIX YCIOBUIX HE [IPEBPAMATUCE B
nexessle  7,9a-amoxenf1,3Joxcasonof2,3-alnsonnnoms.  PaspaGotay  npemapaTHBHBII
MCTOA AOJTyYeHHAS anokcuHsonnono|2, 1-ajaupponof2,1-clxunoxcannn-11- u

smoxcuuzonnaonof1,2-cjnuppono[1,2-al[1,4]6en30a1a3enmui-12-xap6oHOBEIX KUCTIOT.
Lisovaya Daria Nikolaevna (Russia)

Epoxyisaindoles fused with hydrogenated heteroazines and heteroazoles

moietics

Interactions of a-furyl azaheterocycles with anhydrides of o,B-unsaturated acids
were studied. It was established, that reaction undergoes spontancous intramolecular
[4+2]-cycloaddition of N-alkenyl fragment with furan ring, resulting heterocycles formed
epoxyisoindol fragment, fused with oxazine, thiazine, thiazole, pyrimidine, pyrazine and
diazepine moietics. Established that 1,3-aminoalcohols didn’t transform into target 7,9a-
epoxy[1,3]Joxazolo[2,3-alisoindoles in the same conditions. Synthesis of
epoxyisoindolo[2,1-alpyrrolo2,1-cjquinoxaline-11- and epoxyisoindolof1,2-

c]pyrrolo[1,2-a][1,4]benzodiazepine-12-carbonic acids was developed.
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