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BBEJAEHHUE

VYcenexu B pa3paboTKe HOBBIX JIPQPEKTUBHBIX CXEM CHHTE3a MPHUPOIHBIX
COCMHEHUI C TMOJE3HBIMU CBOWCTBAMH BO MHOTOM OOYCIIOBJIEHBI JIOCTYIHOCTBIO
KITFOUEBBIX TOIU(YHKIMOHATBHBIX OJIOKOB-CHHTOHOB, OOJaalolMX MHOTOLEHTPOBOM
PEAKIIMOHHON CITIOCOOHOCTHIO M TIO3BOJISIFOIIMX KOHCTPYHUPOBATH CIOKHBIE MOJIEKYJIBI C
3aJaHHOU CTPYKTYPOM.

B 57Ol CBS3M OJHUM M3 MEPCIEKTUBHBIX HAIpPaBJICHHUM, pa3BUBAIOLIUXCS B
Nuctutyre Onoopranmnueckoit xumuu HAH bemapycu, sBisercss HCHoJIb30BaHHE
JIETKOJIOCTYMHBIX MPOU3BOJHBIX KapOO- MW TIeTEepOLUKIMYEecKUX [-mu- u  f-
TPUKAPOOHWIILHBIX COCIMHEHHM B MOJIHOM CHUHTE3€ PA3JIMYHBIX KJIACCOB MPUPOTHBIX
HU3KOMOJIEKYJISIPHBIX OHOPETyYISATOPOB (mpocTariaHuHOB, CTEpOUJIOB,
[IIyTAapUMHUJIHBIX AHTUOMOTUKOB, KapOMOHOB W Jp.) W HUX aHajuoroB. boratsbrii
CUHTETUYECKUN MOTEHIIMAJI YKa3aHHBIX MOJU(PYHKIIMOHAIBHBIX MPEIIECTBEHHUKOB
00yCJIOBJIEH MHOTOOOpa3neM XUMUYECKUX PEAKIM C ydacTUeM KETOMETUIECHOBOIO
(monmuketunHoro) gparmenta. [Ipu 3ToM M30UpaATENHHOCTh BKJIIOYEHUS Pa3IMYHBIX
IIEHTPOB KETOMETUJICHOBOTO (pparMeHTa B peaKlMd Ha pPa3jIM4HbIX ATanax
MHOTOCTaJIUHHOTO CUHTETHUYECKOIro Ipoliecca 00ecreunBaeTcsi UCMOIb30BAHUEM KaK
camux B-au- u B-TpuKapOOHUIBHBIX COSAMHEHUH, TaK U MPOU3BOJIHBIX UX €HOJbHBIX
dbopm. Cpenu B-TpukapOOHMIIBHBIX COSAMHEHUM TMHHAMOWJIIIPOU3BOIHBIE Kap0o- U
TeTePOIUMKINYECKUX [3-IMOHOB 3aHUMAIOT 0C000€ MEeCTO, Tak Kak (parMeHTt a,f3-
HEHACBHIIIEHHOTO KETOHa B WX OOKOBOW IIE€MHM CO3/1ae€T JOTOJIHUTEIhHBIC
CUHTETUYECKHE BO3MOXKHOCTH IS TPOBEACHHUS CENEKTUBHBIX XUMHUYECKHX
TpaHchopMaIiili ¢ y9acTUeM €HOHOBOM CHCTEMBI ITHX BEIECTB U MOJIYYCHHS HA UX
OCHOBE HOBBIX OMOJIOTMYECKU aKTUBHBIX COCTMHEHUH.

OTH CcOoeAMHEHHUS HAIUIA I[IUPOKOE TNMPUMEHEHHE B CHHTE3€¢ OMOAKTHUBHBIX
TETEPOIMKIIOB Pa3HO00pa3HOM CTpyKTyphl. OnHAKO aOCOIIOTHOE OOJBIIMHCTBO
TeTepOIMKIOB  ObUIO  TMOJYyYeHO Ha  OCHOBE  IIMHHAMOWJIIPOU3BOHBIX
TeTePOIUKINYECKUX [-TUKApOOHMIBHBIX coeauHeHui. OmucaHo JHIIh HECKOJIbKO
MPUMEPOB HCTOIB30BAHMS ITUHHAMOWJINPON3BOJHBIX IUKIIOTeKCaH-1,3-TMOHOB B
CUHTE3€ TETEPOIMKIIOB, a JaHHBbIC MO MPUMEHEHHWIO aHAJOTUYHBIX MPOU3BOIHBIX
UKJIONIeHTaH-1,3-1MoHa i1 KOHCTPYUPOBAHUS TETEPOIUKINYECKAX  CHCTEM
MPAKTUYECKH OTCYTCTBYIOT. Kpome TOoro, w3 MATUWIEHHBIX TETEPOIHMKIIOB,
MOJIYYCHHBIX Ha OCHOBE IIMHHAMOWIIPOU3BOAHBIX [3-TUKAPOOHWIBHBIX COCAMHCHHUM,
CaMBbIMH PaCIPOCTPAHEHHBIMHU OKa3aJUCh MPOU3BOJIHBIE MHUPA30Jia, a MPOU3BOIHBIC
M30KCa30Jia TPEJICTABICHbl JIMIIb HECKOJIBKUMH TpuMepaMu. Bmecte ¢ Tewm,
MIPOU3BOIHBIC M30KCA30J1a, KAK U MPOU3BOJIHBIE TMPA30Jia, IPEICTABISIOT OTPOMHYIO
BAXXHOCTH JIJISI CHHTETUYECKOU U METUIIUHCKOW XUMUHU.

Jlannasi paboTa mocBsIIeHa pa3paboTKe OPUTHHAIBHBIX CXEM CHHTE3a HOBBIX
TeTEPOIMKIOB HAa OCHOBE ITMHHAMOWIMPOU3BOJIHBIX KapOo- (UuKiIoneHTaH-1,3-
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JMOHA, IHMKJIOTreKcaH-1,3-1MOHa) W  TeTePOLUKIMYECKUX  [-ITUKapOOHMIBHBIX
COCIUHCHHUIM (TETPOHOBOM KHCIOTHI, 6-MeTui-(3H)-upan-2,4-nuoHa, 6-METHII-
nupuaud-2,4(1H,3H)-11oHOB).

OBILIAA XAPAKTEPUCTHUKA PABOTbBI

CBs3b pa0d0ThI ¢ HAYYHBIMH NPOrpamMmMamMu (IpoexkramMu), TemMamu. Tema
JMCCePTAIMd  COOTBETCTBYET TPUOPUTETHBIM HAMpaBiIeHUsIM (yHIAMEHTAIBHBIX U
NPUKIAIHBIX HAY4YHBIX HccienoBanuii Pecrryomiku bemapycs Ha 2011-2015 romer «2.
CynpamolieKkymsipHasi XUMUsl, XUMUYECKUNA CUHTE3 HOBBIX BEILIECTB M MATEPHAIIOB C
3aJIaHHON CTPYKTYpOH, (PYHKIMOHAIBHBIMU U (U3UKO-XUMHUYECKUMHU CBOMCTBAMHU.
HoBble xumudeckue MpOIyKThl U TeXHOJoruu: 2.1. HampaBlIEHHBIN CHHTE3 HOBBIX
(GYHKIMOHATBHBIX XHUMHYECKUX COCAMHEHUN U HCCIEOBaHUE 3aBHCHUMOCTEU
«CTPYKTYypa—CBOMCTBa», CyIpaMoJIEKYyJIsipHble, THOPHUIHBIE U  MOJIEKYJSPHO-
OpraHU30BaHHBIC BEIIECTBA U MaTE€pUaIbl HA UX OCHOBE, MPOIECCHI TTOJUMEPU3AIINH,
CTpYKTypa # (U3UKO-XMMHUUYECKHE CBOMCTBA CHUHTETHYECKUX M TMPUPOJIHBIX
nomumepoB» u  2016-2020 roael «2. XUMHYECKHW CHUHTE3 U TPOIYKTHD).
HuccepranronHas padoTa sBISETCS YacThlO TUIAHOBBIX MCCIIEOBAaHUMN J1a00OpaTopuu
XUMUHU TpocTarnanauHoB WHctutyta Omooprannueckoit xumuun HAH benapycu,
BBINIOJTHEHHBIX B pamkax npoekta BPODU-POOU XI12P-083 «Hoble meTomabl
GyHKIMOHATM3alUd KapOo- M TeTEPOIUKINYECKUX [-Tu- U B-TpUKapOOHUIBHBIX
coenunennity (Ne T'P 20122288, 2012-2014 rr.); npoekta BPODOU X13M-046
«CuHTe3 HOBBIX OHMOAKTHMBHBIX AHAJIOTOB MPOCTATJAHAMHOB M TETEPOILMKIOB Ha
OCHOBE IMHHAMOWJIIPOU3BOJHBIX IHUKINYECKUX [-TUKapOOHUIBHBIX COCAMHEHHIN
(Ne T'P 20131433, 2013-2015 rr.); mpoekta BPODOU X18YVKA-011 «/lu3aiin, cunte3
W HampaBJieHHbIE TPaHC(POPMAIUU T€TEPOLMKINYECKUX COCIMHEHUN psZia a30JI0B U
azuHoB» (Ne I'P 20180861, 2018-2019 rr.).

Hear wu 3agaum wucciaenoBanms. llens nuccepranmoHHOW pabOTHl —
pa3paboTka  METOJOB  CHHTE€3a  HOBBIX  TETEPOIMKIOB  HAa  OCHOBE
[IMHHAMOWJITIPOM3BOJIHBIX ~ Kap0o- ¥  TETEPONUKINYECKHX [-TUKapOOHMIBHBIX
COCIMHEHU.

[TocTaBneHHas 11e)1b TOCTUTANIACH PEIICHUEM CIICTYIOIINX 3a/1a4:

1.  Paspabotka mMeTo/a COMPSDKEHHOTO MPUCOSAWMHEHHS HUTPOAIKAHOB IO
€HOHOBOW CHUCTEME ITMHHAMOWIIIIPOU3BOAHBIX IHKIMYECKUX [3-TUKapOOHUIBHBIX
COCIMHEHU.

2.  Pa3paboTka MeToja XeMOCEJIEKTHBHOTO BOCCTAHOBJICHHUS HUTPOTPYIIITHI
HUTPOMETHIITPOU3BOAHBIX ITUKINICCKUX B-TPUKAPOOHMIIBHBIX COSTUHEHUH.

3.  Pa3zpabortka mMeTomoB (HOpMHUPOBAHHS TETEPOIUKINICCKAX CHUCTEM Ha
OCHOBE [-TpHKapOOHWIBHOW W HHUTPOMETHIBHOW TPYHNIHPOBOK 5,5-mumerwi-2-(3-
apui-4-HUTpoOyTaHOW ) IUKIIOTeKCcaH-1,3-AMOHOB.
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4.  HM3yueHue BapuMaHTOB XUMHUYECKOW TpaHCHOpPMALMH HUTPOMETHIHHOTO
3amectutens  2-(3-apui-4-HUTPOOYTAHOMII )IIUKIOreKCaH-1,3-THOHOB B JIpyrHe
(yHKIHMOHAJIBHBIE TPYNIHUPOBKU C IEJbI0 TOCIEAYIONIET0 WX HCHOJIb30BaHUS B
CUHTE3€ HOBBIX F€TEPOIMKIIOB U OMOAKTUBHBIX KOHBIOTATOB.

S. OcyliecTBiI€HHE PETHOCEICKTUBHOIO BOCCTAHOBJICHUS KapOOHMILHOMN
IPYNNbl alWJIBHOM wenu 5,5-mumeTnn-2-(3-apuii-4-HuTpoOyTaHOMI )IIUKIOTeKCaH-
1,3-110HOB 5 2-(3-apmit-4-HUTPOOYTaHOMI ) IIUKJIONIEHTaH-1,3- THOHOB 51
MOCJIEyIOIee  MCIOJIb30BAHME  MPOAYKTOB  BOCCTAHOBJICHUS B CHHTE3€
M30KCA30JICOACPKAIMX LUKIMYECKUX [B-IUKapOOHUIBHBIX COCIMHEHUH U UX
€HOJIBHBIX MPOU3BOIHBIX.

HayuyHnast HOoBM3HA:

1. [Ipennoxen 3¢ peKTUBHBIN METOJ CUHTE3a Kap0o- u
TeTEPOIUMKINYECKUX  [P-TPUKAPOOHWIIBHBIX  COCIUHEHUHW C  HUTPOMETUIIHLHBIM
3aMecTUTelIeM B OOKOBOH IIE€MU — MHOTOIIEJIEBBIX OJIOKOB-CHHTOHOB B CHHTE3€ HOBBIX
OMOAKTUBHBIX COCAMHEHUM.

2. Pa3zpaboTtan meTon cuHTE3a HOBBIX 4-apUITUPPOIUIANH-2-UIHICHOBBIX
MIPOU3BOIHBIX MUKIMYECKUX [-TUKAPOOHWIBHBIX COCTUHEHUM, COEPIKAIIUX B CBOCH
CTPYKType JIUKAapOOHWIBHBIA U MUPPOIUAUH-2-WIHACHOBBIN (apMakodOopHbIE
(dbparMeHTHI.

3. OcymiecTBieH CUHTE3 TeTparuipoOeH3N30KCa30JI0HOB u
TETParuIpoONH/1a30JI0HOB, COJIEPKAIIUX B CTPYKTYpPE MOJEKYJIbl KOMOMHAIUIO JBYX
TeTePOIUKINYECKUX (M30KCA30JI-U30KCa30/-, H30KCA30J1-U30KCA30JIMH-, MHPA30JI-
M30KCa30JI- U TTHPa30JI-u30KCa30JMHOBBIX ) (hapMaKoOHo(opoB.

4, Pa3paGotan  mpemapaTWBHBIA  METOJ  CHHTE3a  3-3aMEIIEHHBIX
M30KCa30JI0B Ha OCHOBE 3-3aMEMICHHBIX 5-3TOKCUU30KCA30JIMHOB.

5. Pazpaborana cxema MOCJIeI0OBATEILHOM TpaHchopManu
HUTPOMETHJIBHOTO 3amectuTenss B 2-(3-apuin-4-HuTpoOyTaHOMN )IUKIOTeKcaH-1,3-
JMOHAX B JIpyrue (PyHKIMOHAIbHBIC TPYNIMPOBKH C IIEJIbI0 CHHTE3a HAa MX OCHOBE
HOBBIX TETEPOIUKINYECKUX CUCTEM U KOHBIOTaTOB.

6. Oo6napyxeHa tpanchopmarus 2-apuiareTaibIeTUAHOTO (PparMeHTa B
3aMeIIeHHbIX  6,7-auruapooenso[d]usokcazon-4,5(H)-onax B  aneTo()EHOHOBYIO
TPYIIIUPOBKY B YCIOBUAX OKUCICHUS 0 [[KOHCY.

7. CHUHTE3UpOBAaHBI HOBBIE COCAMHEHUS, COAEPKAIINE B CBOEH CTPYKType
MUKJIAYECKU  B-TUKapOOHWIBHBIA W M30KCA30JbHBIN  (hapMakoopsl, myTeM
WCIIOJIb30BAaHUS B HUTPWIOKCHIHOM CHUHTE3€ TPOAYKTOB PErHOCEIEKTUBHOTO
BOCCTAHOBJICHMSI ~ KapOOHWJIBHOW  Ipymmbl  anWibHOH  mernu  2-(3-apui-4-
HUTPOOYTAHOWI )ITUKII0ANIKaH-1,3-THOHOB.
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ITos10:keHHs, BBIHOCMMBbIE HA 3AIIUTY:

1. [Ipoctoit > ¢deKTUBHBIM METOJ CHHTE3a HHUTPOMETHUIIPOU3BOIHBIX
Kap0o- M TETEPOIMKINYECKUX [-TpUKapOOHWIBHBIX COEAMHEHUNH Ha OCHOBE
JIETKOIOCTYMHBIX ITMHHAMOMIBHBIX MPEIIECTBEHHUKOB.

2. Merton CUHTE3a HOBBIX 4-apunmnuppOIUIUH-2-UIHIEHOBBIX
IIPOU3BOJIHBIX IUKINYECKUX [-AHMOHOB MYTEM XEMOCEJIEKTUBHOI'O BOCCTAHOBIJICHUS
HUTPOTPYIIEI B HUTPOMETHIINPOU3BOJHBIX HUKIMYECKUX [-TPUKAPOOHHUIIbHBIX
COCIMHECHMUSIX.

3. Merton CUHTE3a TeTparuIpOruH/1a30JI0HOB u
TeTparuipoOEH3M30KCA30JI0HOB, COJIEPKAIUX B OOKOBOM 1IENMU HM30KCA30JIbHBIM
(M30KCa30JMHOBBIN) (GparMeHThl, MyTeM 1,3-AUMOJSPHOTO HUKIONPUCOCTUHEHUS
HUTPWIOKCHUJIOB, TOJYYEHHBIX HA OCHOBE COOTBETCTBYIOIIUX HUTPOMETHIILHBIX
MPEIIECTBEHHUKOB, K TEPMUHAIBHBIM aJIKUHAM U aJIKEHAM.

4, Cxema mocieoBaTeabHON Tpanchopmanuu 3-(3-HUTPO-2-apUIIPOIINII)-
6,7-nuruapodenso[d]uzokcazon-4(5H)-oHOB B pyrue HpOM3BOIHBIC, COJCPIKAIINC
NbJICTUHYIO0, TUJIPOKCUIIBbHYIO, KapOOKCHIbHYIO, CIOKHOI(DHUPHYIO MJIM aMHIHYIO
TPYIITUPOBKHU.

5. CuHTE3 COEMHEHUMN, COJAEpk AIIMX B CBOCH CTPYKType KOMOMHAIIMIO
M30KCA30JIbHOTO M IHMKJIMYECKOro [-TUKapOOHWIBHOTO (PparMEeHTOB, MyTEM
(bopMHUpPOBaHUST M30KCA30JLHOTO IIMKJIA HUTPUJIOKCHUIHBIM METOJAOM B TPOIYKTaX
PErHOCENEKTUBHOTO BOCCTAHOBIIEHUSI KAPOOHWIILHON TPYMIbI allUILHOMN 1T  TISITH-
U MECTUWICHHBIX 2-(3-apuii-4-HUTpoOYyTaHOWI )ITUKII0AIKaH-1,3- THOHOB.

JIMYHBIA BKJIAJ COMCKATE/S1 YYCHON CTENEHHU 3aKIIF0YaeTCsl B IIPOBEICHUU
HKCIIEPUMEHTAIILHOM YacTh paboThl, pa3pab0OTKe METOANK, YCTAHOBICHUN CTPYKTYPHI
MOJIYYCHHBIX COCIWHECHUM, aHajdu3e JUTEpaTypHBIX JaHHbIX. [locTaHoBKa 3ajad,
WHTEpHpeTanus pe3yabTaTOB U MOATOTOBKA MAaTEPUAIOB ISl HAYYHBIX MyOIMKaIuii
ocymiecTBisiiack coBmectHo ¢ K.X.H. @. C. ITamkoBckum u akagemukom HAH
benapycu ®. A. JlaxBuuem. CHHTE3 HCXOIHBIX I[IMHHAMOWJIIIPOU3BOIHBIX
MIECTUWICHHBIX Kap0O- M TeTEePOLUKIMYECKUX [-AUKapOOHUIBHBIX COCIMHEHHM
npoBoawics npu ydactuu K.X.H. JI. b. PyObunoBa. dusmko-xuMudeckuil MeTon
ananuza coequHennii merogamu COSY, NOESY mnpoBoauics COBMECTHO ¢ J.X.H. A.
B. bapanosckum.

Anpobauuss auccepranuum u uHPopManmusa 00 WCHOJIb30BAHUM €€
pe3yabTaToB. Marepuanbl AUCCEPTAMOHHON PabOThI OBLIM MPEACTABICHB B BHUJIC
nokmnanoB Ha 1V, V u VI MexnyHapoaHsix KOHGEPEHIUAX «XUMUS, CTPYKTypa H
byukuus ounomonexym» (Munck, 2012, 2014 u 2018), MexayHapoaHOM KOHIpecce
[0 XUMHUHU TETEPOLUUKINYECKUX COEIMHEHUH, mnocBsiieHHoM 100-meturo co aHs
poxaenust Ausekcess HukxomaeBnya Kocra «KOCT-2015» (Mocksa, 2015). Yacts
JTAHHOW JHMCCEePTAIMOHHOW paboThl, ObUTA YJOCTOCHA NUIIOMAa TEPBOM CTEMEHU B
KOHKypCe Ha Jy4IlyIO MepBYI0 HayuHylo paboty cpeau acnupantoB HAH Benapycu
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(2014 r.) u nurioMa BTopoi creneHu Ha XIX PecnyOnnkaHCKOM KOHKYpPCE HayYHBIX
pabotr crygeHToB (2012 r.). Couckarenb IuUCCEPTAIMOHHOW pabOTHI SBISETCS
cTunenauaToM KoHkypca Ipesuaenra Pecniyonuku benapych s acnmpantos (2015
r.).

Ony6aukoBaHue pe3yJibTaTOB auccepTanuu. [lo Marepuanam nuccepranuu
onyonukoBano 11 pabot (oO6umM oO0beMoM 6.7 aBTOPCKUX JINCTOB), U3 HUX 7 CTaTeH
B PELICH3UPYEMbIX OTECYECTBEHHBIX M 3apyOCKHBIX HAYUYHBIX M3JAHUSAX U TE3UCH 4
JIOKJIaJIOB, TIPE/ICTABIICHHBIX HA MEKTYHAPOAHBIX KOH(DEPEHIUSX.

CTpykrypa U 00beM auccepramuu. Jluccepranus COCTOMT M3 OTJIaBICHUS,
NEPEeUHs COKpAIEHUH U YCIOBHBIX 0003HAUEHUH, BBEJICHHUS, 001N XapaKTepUCTUKU
paboThl, Tpex TIJIaB, 3aKiloueHus W Oubnuorpaduyeckoro cnucka. B rmase 1
MIPUBOUTCS JIUTEPATypHBbIN 0030p 3a nocieanue 20 JIeT Mo HaX0XKJICHUIO B IPUPOJIE
U OWOJOTMYECKOW aKTHUBHOCTH I[UHHAMOWJINPOU3BOJIHBIX IHUKIMYECKUX -
JTUKapOOHWIIbHBIX COCAMHEHHM, a TaKk)Ke METOJIlaM UX IMOJY4YeHUs UM NMPUMEHEHUS B
CUHTE3e¢ TeTepolukioB. [nmaBa 2 mocBdleHa OOCYXKJEHUIO PE3YJIbTaTOB
COOCTBEHHBIX HccheoBaHuil. ['aBa 3 COIEPKUT SKCIEPUMEHTANbHBIC JaHHBIE.
Pabota uznoxena Ha 163 crpanunax, coaepxxut 13 pucyHkoB u 63 cxembl. CHCOK
[UTUPYEMOM JTUTEPATyphl BKIIIOYAaeT 246 CCHUIOK.

OCHOBHOE COIEP KXAHUE PABOTbI

1 CuHTe3 HHHHAMOMJINPOU3BOIHBIX IIUKJIMYECKHUX [f-TMKAPOOHUIbHBIX
coequHenmii [1-3, 8]

[Muknuueckue B-au- U B-TpUKAPOOHUIIBHBIE COCIMHEHUS OTHOCSTCS K YHUCITY
HanOosee S(PPEKTUBHBIX MOMUPYHKIIMOHAIBHBIX MPEAINIECTBEHHUKOB B TOHKOM
OpraHUYECKOM CHUHTE3€ CJIOKHBIX MPUPOJHBIX U OMOJOTUYECKH aKTUBHBIX BEIECTB
paznuyHbix  kimaccoB. Cpea  HHX — IIMHHAMOWJINPOW3BOJHBIE  Kapbo- U
TeTePOIUKINYECKUX [-TUKapOOHWILHBIX COCIMHEHHM 3aHUMAlOT 0c000€ MecTo,
MOCKOJIBKY (DparMeHT o,[3-HeHACHIIIIEHHOTO KETOHa B WX OOKOBOW IIEMH CO37acT
JIOTIOJTHUTENIbHBIE CUHTETUYECKUE BO3MOXXHOCTH ISl TIPOBEACHHUS CEJICKTUBHBIX
XMMHUYECKUX PEaKLUN M0 €HOHOBOW CHUCTEME 3TUX BelecTB. [IpomykTel peakunw,
MOJIyYCHHbIE  HA ~ OCHOBE  ITMHHAMOWIINPOW3BOAHBIX  [-TUKapOOHHMIILHBIX
MPEAIMIECTBEHHUKOB, 00JIaJal0T  KOMIUIEKCOM  TIOJIC3HBIX ~ OMOJIOTHYECKUX |
ONTUYECKUX CBOMCTB.

[{uHHAMOUTTBLHBIC MIPOU3BOIHBIC MSATUWICHHBIX B-mukapOOHUITBHBIX
coeaunenuit [umknonentan-1,3-quona 8-10, TterpoHoBo#t kucimotel 11-13] wu
IIECTUYICHHBIX aHAJIOTOB [mumenona 14-19, 6-metmin-3H-nupan-2,4-guona 20 u 21,
6-metuin-1-ankun(apun)-1,3-rerparuaponupuann-2,4-nuonos 22-24] obpasyrores ¢
BBICOKAM BBIXOJIOM B PE€3YyJIbTaTE ajbJ0JbHO-KPOTOHOBOM KOHJeHcaunu KisiizeHa-
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[IImMuaTa  nerkodocTymHbIX — 2(3)-alleTHIIBHBIX — NPEAIIECTBEHHUKOB  1-7 ¢
apOMaTHYECKUMH aJIbJICTHIaMH.

0
Q CHO o) o
{  NH /CgHg 80°C Z
+ R R
o -H,0

O 8 (73%), 9 (65%)
o)

1
OHC o)
Z
\/\©,< NH /CgHg, 80°C a

o -H0 5 10(61%)
Q CHO o 0
{ NH/CgHg, 80°C /
0] + R o R
5 -H,0  69-75%
2 o 11-13
O O o}

+

CHO o)
{ NH/CgHg 80°C %
R R

-H,O  65-75%
14-19

CHO O O

{ NH/Py,CH;CO,H,45°C _
o)
R « R
o)

20 (60%), 21 (58%)

+

CHO Q Q
i {  NH/CgHg 80°C M
+ R
R > ™
70-92% 0
5.7 22-24

X=-Bn (5), -CH (6),-Ph-n-OCHs (7); R=n-CHj (8), -CO,CHj (9); R=H (11), u-OCHj (12), n-CO,CH (13);

R=H (14), M,n-(OCHj), (15), m-NO, (16), n-NO, (17); n-OCHj (18), m,n-(OCH,0) (19); R=n-OCHj (20),

n-F (21); X=-Bn, R=n-OCHj (22); X=-CH3, R=m,n-(OCH,0) (23); X=-Ph-n-OCHz R=n-CHj (24).

KonneHcanuss UMKIMYECKUX [-TpUKApOOHWIIBHBIX coeauHeHud 1-7 1o
OOKOBOM alETUJIIBHOM TpyIIe ¢ apoOMaTUYECKUMM ajbAerujiaMd HauboJsiee
0JIaronpUATHO MNPOTEKAET B ANpPOTOHHBIX PACTBOPUTENSX (XJopodopm, OeH301,
TOJIyOJI) B MPUCYTCTBUU BTOPUYHBIX AMUHOB B KaU€CTBE OCHOBHBIX KATaJIM3aTOPOB.
[Ipy cuHTE3e UMHHAMOWJINPOW3BOAHBIX  IMSATHYIEHHBIX  [-IUKapOOHMIBHBIX
coenuHeHnit 8-13 Hawiydimime pe3ynbTaTbl HaMU ObUIM  MOJYYEHBl MpU
WCIIOJIb30BAaHUM B KayecTBE pacTBopuTens O€H30Jla M TOdyosla, a B KauyecTBe
OCHOBAaHMSI MUIEPUAMHA C MOJIBHBIM  COOTHOILIEHUWEM [B-TpUKapOOHUIBLHOE
COEIMHEHHE / IUKIMYECKUA BTOPUYHBIM amMuH paBHbIM 1:1.5. I[lpum »TOM BBIXOA
coenuHenuit 8-13 cocraBun 61-75%. B ciaydae mMHHAMOWITIPOU3BOIHBIX JUMEIOHA
14-19 (Beixonm 65-80%) w nupumuH-2,4-nuoHoB 22-24  (Beixom 63-71%) -
TPUKAPOOHUIILHOE COECIMHEHUE U LIUKINYECKUN aMUH (MMUMEPUIUH) UCTIOIb30BaU B
cooTHoIeHuu 4:1.

B ciaywae KoHAeHcalMM JerujpaneTroBoil KHUCIOTBL 4 ¢  anbAeruaamu
HaWIy4dllUe pe3ysbTaThl MOJIy4alOTCsl MPHU HCIOJIb30BAHUM NHUPUMHA B KAueCTBE
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pacTBOpHTENIA, a B KAa4eCTBE Karajau3aropa — IHIEPUIUHA U JICASHOW YKCYCHOM
KACITOTEL. [lpm 3TOM  TemmepaTypy pEakIMOHHOM CMECH IIeJIecCOo00pa3Ho
nojaaepkuBath He Bbimie 55°C. Bwixon mmHHaMomampou3BogHbix 20 u 21 1o
naHHoMYy MeToay coctaBui 60% u 58% cooTBETCTBEHHO.

Jns ynoOcTBa BBIIETICHUS 1IEJIEBBIX cOequHEeHNN 8-24 Gojee pacTBOpUMBIC B
BOJAC [-TpUKapOOHUIBHBIC MPEAINICCTBCHHUKA 1-7 >KeIaTelIbHO HCIOJIb30BaTh C
HeO0oIbIHM (0.1 MONTBHBIM) H30BITKOM.

Coeaunenust  8-24  pa3nauyaroTcs  pa3sMepoM  IIUKIUYECKOTO B-
TUKapOOHMIILHOTO  ()parMeHTa, OTCYTCTBHEM JHOO HaJIMYWEeM TeTepoaToMa
(kucaopoma, a3oTa) B IMKIIC, a TaK)Ke MPHUPOJOH 3aMECTHTEISI B apOMaTHYCCKOM
KOJIBIIE.

2 1,4-ConpsizkeHHOe MPUCOeIUHEHNE HUTPOAJIKAHOB 10 EHOHOBOI cucTeMe

HMHHAMOWINIPOU3BOAHBIX IIUKJINYECKHUX B-TNKAPOOHUIBbHBIX COeIUHEeHUIt
[1-3, 8, 10]

ConpsbkeHHOE NPHUCOEAMHEHHE MOHOHYKJIECO(QUIbHBIX HHUTPOAJIKAHOB K
MHUXAdJIEBCKUM aKIENTOpaM MIUPOKO MCHOJB3YIOT MpU (HOPMUPOBAHUU HOBBIX
YIJIEpOA-yIIAEPOAHbIX CBSI3ed C OJAHOBPEMEHHBIM BBEJECHUEM HUTPOIPYMIBI B
oOpa3yromuecs Ipu 3TOM MPOIYKThl PEAKIMHU. Y HUBEPCAIbHOCTh METO/Ia CBS3aHa C
IIUPOKUM Pa3HOOOpa3reM MHXadJIEBCKUX JOHOPOB (HE(DYHKIIMOHATU3UPOBAHHBIE U
(YyHKIMOHATM3UPOBAHHBIE HUTPOANKAHBI) M AKIENTOPOB  (AUUKJIMYECKHE W
[IUKJINYECKHE 0, [-HEHACHIIIICHHbIE KApOOHWIIbHBIE U HUTPOCOSTUHEHUS, HUTPHIIbI).
CnocobHOoCcTh  OOpa3yromuxcst B~ 3TOW  pEaKIMU  HUTPOIPOU3BOJIHBIX
TpaHCPOPMHUPOBATHCS B OPraHUYECKUE COSAMHEHUS PA3IMUHbIX KJIACCOB 00YCIOBUIIO
UX TPUMEHEHHE B KayecTBE KIIOUEBBIX IOIYHNPOAYKTOB B CHHTE3€ KpacHuTenei,
[pernapaToB MEJUIIMHCKOTO U CEITbCKOX03IiCTBEHHOTO HA3HAUYEHHUS.

HecmoTps Ha TO, YTO CONpPSDKEHHOE NPUCOEIWHEHHUE HUTPOAIKAHOB I10
CHOHOBOM cHCTEME XaJKOHOB, 3aMEILEHHBIX IO AapOMAaTUYECKOMY KOJbILY
MPOU3BOJAHBIX KOPUYHOTO aibJCTHUa U CIOXKHBIX AS()UPOB KOPUYHON KHUCIOTHI
JOCTaTOYHO XOPOLIO HM3YyY€HO, CBEACHHUS O pEaKUUsX IUHHAMOWJIIPON3BOIHBIX
[UKJIAYECKUX [-TUKapOOHUIBHBIX COCIWHEHUM C HUTPOATKAHAMH B JIUTEPAType
OTCYTCTBYIOT.

[lpu w3ydenum peakuuun Mwuxa’ias ¢ y4acTHEM IUKIAYECKHX  [3-
TPUKApOOHWIIbHBIX COCAMHEHUN CIIEyeT YYecTb, YTO IOCJIEIHHUE B OTJIMYHE OT
XaJIKOHOB M CIIOXKHBIX 3(UPOB KOPUYHOM KHUCIOTHI MPEACTABISIIOT COOOM
BHUHUJIOTOBBIE KHCJIOTHI, KOTOPbIE MOTYT CYILIECTBOBaTh B BUJIE PaBHOBECHOM cMecH
snoo- (A, B) wu oxzo-muxmmueckux (b, I') ewnompubix Qopm. CrpykTypa
npeobsiajaloniero TayToMepa B 3HAYUTENBbHOM CTENEHM 3aBUCUT OT MPUPOJIBI
UKINYECKOro [-nukapOoHUIbHOrO (parMeHta (pasmepa IHMKIA, HAIHYUS WA
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OTCYTCTBHUS T'€T€POATOMA), OT arperaTHOro COCTOSIHUSI TAKUX BEIIECTB, OT MPHUPOIbI
UCIIOJIb3yeMOro pacTBoputens U T.1. Ilepexos 3HOO-IIMKINYECKUX TayTOMEpPOB (A,
B) B skzo-nukimmueckue (b, I') npuBoauT kK mpeoOpa3oBaHUI0 €HOHOBOM CHCTEMBI
OOKOBOI 11eNU B AUEHOBYIO, YTO JIeJIAeT peakiuio Muxasis no JjaHHomMy GparMeHTy
poOJIeMaTHYHOM.

X=CHy, O, S, N-R; Z=(CHg)n, CHAIk, CH(AIK),, CHa(CHAIK)CH,,
CH,C(Alk),CH, AIKC=CH n T.4.

B OTOM  CBfA3M, HAMM  M3y4Y€HAa  pEaKkuWss  HUTPOMETaHa  C
IIMHHAMOMJITIPOU3BOIHBIMU 8-24 B yCIIOBUSX OCHOBHOTO KaTaju3a C IEbI0 BBIX0/1a K
COOTBETCTBYIOIINM HUTPOMETUIIIIPOU3BOIHBIM — MHOTOIIEJIEBBIM
Mo YHKIIMOHATBHBIM  MPEAIICCTBEHHUKAM  HOBBIX  OMOAKTHMBHBIX  BEIIECTB
pasIUYHBIX  KJIAcCOB. Peakiuio MMHHAMOWIIIIPOW3BOAHBIX TATH- 8-13 wu
MIeCTUWICHHBIX 14-24 B-mukapOOHUIBHBIX COETUHEHUH C HUITPOMETAHOM POBOINIIH
MpyU KOMHATHOM TemImepaType, MpU 3TOM HUTPOMETAH SIBJSJICS W PEarecHTOM U
pactBoputeneM. IIoCKONIBKY, KaK YKa3aHO BBINIC, ITMHHAMOWIIPOU3BOIHBIC 8-24
MPEJCTABIISAIOT COOOM BUHUIIOTOBBIE KUCIIOThI, HEOOXOIUMO MCIOIh30BaTh OCHOBHBIN
KaTaJqu3atop B KOJMYECTBE 0oJjiee OAHOTO JKBUBaJeHTA. [lpu ucCmonb30BaHUU B
KadecTBe  OcHoBaHms  1,8-nmazaburukio[5.4.0]yHmeneH-7-eHa B peaKIuH
IIMHHAMOMWJITIPOU3BOIHBIX auMenoHa 14-19 ¢ HUTpOMETaHOM IIeNIeBbIE COCITUHCHHUS
31-36 ObTM BBIIENCHBI C HU3KUM BBIXOJOM. Hamu moka3aHO, 4TO HauIydIIne
pe3yabTaThl IOJYYArOTCAd NPH HCIOJIb30BAHUM B KadecTBe ocHoBanus 1,1,3,3-
terpaMmeTmwiryanuauaa (1.5 9kB.), Tak Kak oOpasymouecs ¢ HUM coiu  [3-
TPUKaApOOHUJIBHBIX COCIMHEHUN XOpOIIO PAaCTBOPUMBI B HUTPOMETAHE W PEaKIIMs
MPOTEKAET B TOMOT'EHHOM CpeJie.

B ykazaHHBIX = yCJIOBUSIX  HHUTPOMETaH  pearupyer Cco  BCEeMH
IIUHHAMOWJINPOU3BOIHBIMU 110 €HOHOBOM CHUCTEME ITMHHAMOWJIBHOTO (hparMeHTa 1o
cxeme 1,4-conpspkeHHOro mpucoeauHenus. HurpomerunmnponsBoanabie 25-36, 38-42
obOpasyroTcs ¢ BeixojoM 42-92%. Coenunenus 25, 26, 31-42 ycTOWUYUBBI, B TO BpeMs
KaK MPOW3BOAHBIE IUKIONEHTaH-1,3-quoHa 27 u TeTpoHOBOM KuCiIOThl 28-30 mpu
XxpoMarorpaduueckoi OUUCTKE YACTUYHO PACIaJatoTCsl.
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Ha npumepe HMHHAMOWIIPOU3BOIHOTO auMenoHa 14 ObLIO HCCIEI0BAHO
PUCOCAMHEHNE HUTPOITaHA MO EHOHOBOM cucTeMe OOKOBOM alMJIBHOM IIEMH B
AQHAJIOTMYHBIX YCIOBUAX (1.5 9KB. TeTpamMeTHUITyaHHAMHA, KOMHATHAs TeMIIepaTypa).
IIpu sTOM 1IENeBOM TPOMYKT peakimu 37 ObLI BBIACICH M3 PEAKIIMOHHOM CMECH
TOJIBKO € BEIXOA0M 30%.

NO
o © o O 2
=
r CHaNO, / TMG R
o) 0
8,9 25 (42%), 26 (91%)
NO,
o © Q7 P
G
CH3NO, / TMG
O 10 O o
NO
o o 0] (0] 2
F CH3NO, / TMG
O R —m/]/————— O R
o) o)
11413 28-30
NO
0O O O O 2
F CH3NO, / TMG
R—— R
o 57-89% o
14-19 31-36
o o NO,
R=H
C,HsNO, / TMG

CH3NO, / TMG

CH3NO, / TMG

_—
70-92%
22-24 40-42
R=n-CHj (8, 25), R=n-CO,CHj (9, 13, 26, 30), R=H (11, 14, 28, 31), R=mM-OCHj (12, 29),
R=m,n-(OCHs), (15, 32), R=m-NO, (16, 33), R=n-NO, (17, 34); R=n-OCHj5 (18, 35),
R=m,n-(OCH,0)(19, 36); R=n-OCHs; (20, 38), R=n-F (21, 39); X=-Bn,
R=n-OCHj (22, 40); X=-CH3 R=m,n-(OCH,0) (23, 41); X=-Ph-n-OCH3; R=n-CHj (24, 42).
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3 CejleKTMBHOE BOCCTAHOBJIEHHE HUTPOTPYNIIbI HUTPOMETHJINPOU3BOIHBIX
HMKJIHYEeCKUX B-TpUKApOOHMIbHBIX coennHennid. CuHTe3 4-apuiinuppoTuInH-
2-WINAEHOBBIX MPOM3BOAHBIX [2, 3, 8, 10]

HuTtpoMmeTunnpon3BoAHble HMUKIWYECKUX [-TPUKAPOOHMIBHBIX COEAUHEHUN
25-36, 38-42 saBnsoTcs ya0OHBIMH IPEAIICCTBCHHUKAMHU paHee HE OMUCaHHBIX (4-
ApWIMAPPOJIUINH-2-WINJCH)TPOU3BOIHBIX  IUKIMYECKUX  [-IUKapOOHHIBHBIX
coenuHeHnii. CHHTE3 MOCIEIHUX TMPEANOoaraeT XeMoCeIeKTUBHOE BOCCTAHOBJICHHUE
HUTPOTPYNIIBI HUTPOMETHIILHOTO 3aMECTUTENS B coeauHeHusx 25-36, 38-42 B
COOTBETCTBYIOIIME aMHUHOIIPOU3BOIHBIC, aMHHOTPYIIIa KOTOPBIX IN Situ crmocoOHa
BHYTPHUMOJICKYJISIPHO B3aWMOJICHCTBOBATh C KapOOHWIbHOW (yHKIMEH OOKOBOM
AUWJIBHOM LIETIH.

NO
0 0 2
r Ni-Ra/HCO,H-MeOH
S 25, 26
NO
o O 2
P
Ni-Ra/HCO,H-MeOH
O 27
NO H, R
fe) (0] 2 N
. Z
g r Ni-Ra/HCO,H-MeOH
_150
o 4-15% o
28-30 (2)-47-49
NO R
0O O 2

Ni-Ra/HCO,H-MeOH
R 50 (93%), 51 (67%)

Ni-Ra/HCO,H-MeOH
52-75%

38-42 (E)-54-58 (2)-54-58

R=n-CHj (25, 43), R=n-CO,CHs (26, 30, 44, 49), R=H (28, 31, 47, 50), R=m-OCHj (29, 48), R=m,n-(OCHj),
(32, 51), R=m-NO, (33, 52), R=n-NO, (34, 53); X=0O, R=n-OCH, (38, 54), R=n-F (39, 55); X=N-Bn,
R=n-OCHy (40, 56); X=N-CH3 R=m,n-(OCH,0) (41, 57); X=N-Ph-n-OCH; R=n-CH, (42, 58).

JI71s1 BOCCTaHOBIIEHUSI HUTPOTPYIIIHI MOMHU(PYHKITMOHATBHBIX COCTUHEHUN 25-
34, 38-42 wmbl ucnoab30BaliM HUKEIL PeHest B cmecu MertaHoina U 90%-Hoit
MYpaBbUHOM KHCJIOTBI TPH KOMHATHOW TeMIlepaType, MOCKOIbKY OOJBIIMHCTBO
(YHKIMOHATBHBIX TPYI, BKJIIOYAas KETOHBI, YCTOWYMBBI B YCJIOBHSX JTaHHOTO
MeToaa. CeleKTUBHOE BOCCTAHOBJICHUE B ATOW CHCTEME HUTPOTPYIIIBI COCTMHECHHMA
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25, 26, 31, 32, 38-42 npuBoaut K (4-apua-mupposIuanH-2-UiIHIeH)IPOU3BOAHBIM [3-
nukapOOHUIbHBIX coeauHenunt 43, 44, 50, 51, 54-58 c Beixomom 47-93%. U3
HECTaOUITbHBIX HUTPOMETUIITTPOU3BOTHBIX 28-30 COOTBETCTBYIOIIIHE
€HaMHHOIUKapOOHMIIbHBIE coeuHeHus 47-49 00pa3yroTces JMuIlb ¢ BRIX0a0M 4-15%,
BEPOSTHO, BCIICJICTBUE OBICTPOTO PA3JIOKEHHUS MCXOIHBIX BEIIECTB B KHCIOW cpee.
N3 coemuuenuii 33 u 34, comep)KaluX HUTPOTPYIITY B apOMAaTUYECKOM KOJIbIIE,
oOpa3yeTcs CJI0XKHAsI CMECh TIPOAYKTOB PEAKITNH, YTO 00YCIIOBIEHO OJHOBPEMEHHBIM
BOCCTAaHOBJICHHEM OOEUX HHUTPOTPYII M MEXKMOJICKYJSIPHBIM B3aWMOICHCTBHEM
00pa3yrIUXCcs IpU dTOM aMUHOTIPOU3BOAHBIX. BoccTaHOBIIEHHE MaIOCTAOUILHOTO
CTUPWJITIPOM3BOAHOTO 27 TaKXkKe TMPOTEKaeT HEU30UpaTeabHO C 00pa3oBaHHEM
TPYJIHOPA3ACIUMONA CMECH E€HAMUHOMPOU3BOJAHBIX 45 u 46. OgHako NpUMEHEHHE
JIOTIOJTHUTEJIBHOTO KOJIMYECTBAa HUKENS PeHes mpuBOIUT K (EHETHUINPOU3BOTHOMY
46 B Ka4eCTBE €IMHCTBEHHOTO MPOAYKTA PEAKIIHH.

Enamunoanonsr 43-58 u poJICTBEHHbIE UM COEIMHEHMSI, COUETAIOEe B cede
aMOMICHTHYIO HYKJICO(PMIHLHOCTh €HAMUHOB C aMOUICHTHOW 3JIEKTPO(UILHOCTHIO
€HOHOB, 00JIaJIal0T BBICOKMM CHHTETHYECKHUM IMOTEHIIMATIOM MPHU MOJTYYECHUU HOBBIX
reTePOIUKIIOB, JIEKapCTBEHHBIX u JIPyTHUX MOJIE3HBIX BEIIECTB.
EnaMuHokapOOHMIIbHAS TPYIIHUPOBKA OTHOCUTCS K TEPANeBTUYECKU 3HAYMMBIM
dbapmakodopam, a TUPPOIUIIMH- U MUTIEPUIUH-2-UITUICHOBBIC (DPArMEHTHI SIBIISIOTCS
CTPYKTYPHBIMH KOMIIOHEHTaMH MHOTHX MPHUPOJHBIX M CHHTETHUYECKHX BEIECTB,
o0JagaronMX MIMPOKUM CIIEKTPOM OHMOJOTHYECKON aKTUBHOCTH. [loaTOMy MOXKHO
OKHJIaTh, YTO €HAMUHOJAUKAPOOHUIIbHBIE coequHeHus1 43-58 MOTyT Takke o0nIaaaTh
MOJIE3HBIMH (hapMAKOJIOTHYECKUMU CBOWCTBAMH, B YACTHOCTU, TUCTAMUHIPTUUYECKOMH,
AHTUKOHBYJIbCAHTHOM U MPOTHBOBOCTIAIUTEIILHON aKTUBHOCTHIO.

B crextpax IMP 'H u °C coemunenuii 49, 54-56, 58 Habmogaercs yIBOCHHE
OOJBIITMHCTBA CUTHAJIOB. DTO YKa3bIBAET Ha TO, YTO B PacCTBOpE JerTepoxiaopodopma
(4-apuInUppOTUINH-2-UIH/ICH ) IPOU3BOAHBIC  IIMKIMYECKHX  [-IMKapOOHUIBHBIX
COCIMHEHUI CYIIECTBYIOT B BHUJIE PAaBHOBECHOW CMECH €HAMUHOAMKAPOOHUIIBLHBIX
pOTaMepoOB, B3aUMHO MPEBPANIAIONIUXCSI Yepe3 MPOMEXKYTOUHOE 0Opa3oBaHHE
unrepmennara /. Ilpu Hanmuumum rerepoaroMa B IUKIWYECKOM [3-TUKaApOOHUIHLHOM
(dbparMeHTe 3TO MPUBOIUT K 00pa30BaHUIO cMecH E- 1 Z-u30MepoB, Pa3INdaroInXCs
XapaKTEPOM BHYTPUMOJIEKYJISIPHOU BOJOPOTHOM CBSI3H.

E-n3omep il Z-nsomep
47-49,54-58 47-49,54-58

@A
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Ha ocHoBanuu Ttoro, uyro B cnekrpax AMP 'H SK30-ITUKIINYECKUX
€HAMHHOJIMKApOOHWIBHBIX COCIWHEHWN CIBUT cuUrHaisa mnpoToHa rpymnmnsl NH B
obmacth crmaboro ToJisi  OOYCJIOBJIGH XeJlaTHpPOBAaHMEM IMPOTOHa ¢  Oosee
AIEKTPOOTPULIATEIHFHON KapOOHMIBLHOM TPYIIION KETOHA, a HE CIIOKHOTO A(upa Judo
aMuJia, MBI TI0JIaraeM, 4To B pou3BoaHbIX 49, 54-56, 58 npeobnanaromuii potamep
uMeet E-koHdurypamuto. Ero 1015 B paBHOBECHOM cMeCH U30MEpPOB coeauHeHus 49
cocTaBigeT ~ 55%, a coequnenun 54-56, 58 — 70-90%.

B cnekrpax SAMP 'HuBC CHAMUHOJIMKapOOHUIIbHBIX coenuHeHui 49, 54-56,
58, 3amMca”HHBIX B JEHTEPOYKCYCHOM KHCIIOTE, YJBOCHHE CHUTHAJIOB HMCUE3aeT, YTO
CBsI3aHO ¢ oOpa3oBaHMEeM MMMOHHUEBBIX cojieil 2K B pesynbpraTte C-IpOTOHUPOBAHMS
€HaMHHOIMKapOOHMIIBHOTO (hparMEHTa 3TUX BEIIECTB B KMCJIOU cpe/ie.

4 Cunre3 6,7-quruapooen3o|d]uzokcazon-4(5H)-ouos u 6,7-muruapo-1H-
nHaa30J-4(5H)-0HOB ¢ H30KCAa30JIbHBIM H H30KCA30JIMHOBLIM ()parMeHTOM B
ooxoBoii nenu [4, 5, 9-11]

AHanmu3 JUTEpaTypHbIX JAHHBIX TIOKa3all, YTO CPEId MATUWICHHBIX
TeTEPOIMKIIOB, TIOJYYEHHBIX Ha OCHOBE ITUHHAMOWJINPOU3BOIHBIX IHUKINYECKUX [3-
JTUKapOOHWJIbHBIX ~ COCIMHEHUW, CaMbIMH  PacCHpOCTPAHEHHBIMH  OKa3aJlUCh
MPOU3BOAHBIC TMHpa3oia, a TMPOU3BOJHBIE M30KCA30ja TMPEICTABICHBI JIMIIb
HECKOJBKHUMH TpuMepaMu. Bmecte ¢ Tem, MNpPOW3BOAHBIE H30KCa30yia, KaK H
MPOU3BOHBIC TUPA30Jia MPEICTABISAIOT OTPOMHYIO Ba)XXHOCTH JJIi CHHTETHYECKOM
OPraHUYECKON U MEUIIMHCKON XUMUHU.

N3 nmureparypHOro 0030pa TaKXKe CIEAyeT, 4TO a0COIOTHOE OOJBITHHCTBO
TeTEPOIMKIIOB TIOJIyY€HO HAa OCHOBE IIMHHAMOWJITIPOU3BOJHBIX T€TEPOIMKINYECKUX
B-mukapOoHWIBbHBIX coeauHeHuil. OOpa3oBaHHE TeTEPOIMKIMYECKUX CHUCTEM Ha
OCHOBE IIMHHAMOWJIIIPOU3BOJHBIX  IHKJIOTeKcaH-1,3-TMOHOB  BKJIIOYAET  JIMIIb
BHYTPHUMOJICKYJISIPHYIO IIUKJIN3alUI0 ¢ 00pa3oBaHreM (PIIaBOHOBBIX MPOU3BOIHBIX, a
uHpopmaIus 00 UCTIOIH30BAHUH [TMHHAMOWITIPOU3BOAHBIX ITUKIIONIEHTaH-1,3-11oHa
B CHHTE3€ TE€TEPOIMKIOB MPAKTUYECKU OTCYTCTBYET. B 3TOW CBSI3M TpeacTaBisieT
WHTEpPEC HCCIIEeIOBAHNE CUHTETUYECKHX BO3MOXKHOCTEH ITMHHAMOUIIPOU3BOIHBIX
IIUKJIOTEKCaH- U IIUKJIONEHTaH-1,3-THOHOB B CHHTE3€ HOBBIX T€TEPOITUKIIOB.

Hanuume  HUTPOMETHJIBHOTO  3aMECTHTENsS W IUMKIMYEecKor  [3-
TPUKapOOHWIIbHOW  cHcTeMbl B 5,5-mumernn-2-(3-apui-4-HUTPOOYyTaHOWMI)-
nukiorekcan-1,3-nuonax 31-36, moaydeHHBIX Ha OCHOBE IMHHAMOWJITPOU3BOIHBIX
mumenona 14-19, mo3BosmsieT paccmMaTpwBaTh  HMX B KayecTBE  YJIOOHBIX
MPEIIECTBEHHUKOB M30KCa30JIbHBIX (M30KCa30JMHOBBIX), a TaK¥XKe
TEeTParuipoOCH3M30KCA30JbHBIX W TETPAruJIPOWHIA30JbHBIX  MPOW3BOIHBIX.
[TocnenoBarenbHOE TPOBEACHUE CEICKTUBHBIX XWMHUYECKHX TpaHchopMaiuid 1o
[MUKJIAYECKON [B-TpUKapOOHWIHHOM CHCTEME W HHUTPOMETHUIHHOMY 3aMECTHUTEIIO
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coenquHeHuid 31-36 TMO3BOJIMT 3HAYUTENBHO PACIIMPUTh KPYr OHMOAKTHBHBIX
POU3BOAHBIX, COJEPKAIINX B CTPYKTYpPE MOJIEKYJBI [IBa TETEPOLUKINICCKUX
bapmakobuodopa. C CHHTETUYECKON TOYKH 3PEHHUSI CYIIECTBEHHBIM SIBJSIETCS U TOT
dakT, YTO W30KCA30JbHBIM (M30KCA30JIMHOBBIN) (parMeHThl B IOJTYYCHHBIX
COCTUHEHMSIX OONamar0T JIaTEHTHOH  (YHKIMOHAIBHOCTBIO, KOTOPYIO TIpH
HEOOXOIMMOCTH MOXKHO PEalli30BaTh IYTEM PACHICTUICHUS 3TUX TETEPOIUKIIOB C
oOpa3oBaHHeM [-ITUKETOHOB, CHAMHHOKETOHOB, CHOHOB, [-THAPOKCHKETOHOB,
€HOKCHMOB, Y-aMHHOCITUPTOB U JIp. MU YHKITUOHATU3NPOBAHHBIX TPOU3BOIHBIX.

Hamu  moka3zaHo, 49TO  ONTHMAalbHBIM  METOJOM  CHHTE3a  0,7-
aurnapooenso[d]uzokcazon-4(5H)-onoB  59-64  sBisercs KumnsyeHwe 1 9KB.
[UKJIAYECKUX [B-TpuKapOOHWIbHBIX coequHeHuid 31-36 B BOJIHO-ITaHOJIHLHOM
pacTBope, cojepkaieM 1.5 9KB. TUAPOXJIOpHUAA THIPOKCUIAMUHA U 2 JKB. alerara
Hatpus. LleneBbie coennHeHus] mpu 3TOM 00pa3yroTcsi ¢ BbixogoMm 70-85%, BeIXoA
IIPUMECHBIX OKCUMOB 65-67 coctaBmin 5-11%. 6,7-Auruapo-1H-unmna3oi1-4(5H)-oHbl
68-71 nmomydensl ¢ Beixogamu 63-72% B pe3ynbrare peakiuu coeauHeHuit 31-34 ¢
1.1 5KB. TUJIpa3UHTUPATA B PACTBOPE ITAHOJA PYU KOMHATHOM TeMIeparype.

NH,OHxHCI, CH;CO,Na/EtOH

A
NO
0O O 2
NH,NH,xH,O/EtOH
KOMH. TemM.
o)
31-36 68-71 (63-72%)

R=H (31,59,65,68), R=m,n-(OCHs), (32,60,66,69), R=1-NO, (33,61,67,70), R=n-NO, (34,62,71),
R=n-OCHy (35,63), R=m,n-(OCH,0) (36,64).

dopmupoBaHUE JOMOJHUTEIBHOTO M30KCA30JIBHOTO OO M30KCA30JIHMHOBOTO
IUKJIa B MOJYYeHHBIX 6,7-muruapodensold]usokcaszon-4(5H)-onax 59-62 u 6,7-
auruapo-1H-unnazon-4(5H)-onax 68-71 mpoBOAMIIM HUTPUIOKCHIHBIM METOJIOM.
JletictBueM Ha coeguHeHust 59-62 u 68-71 denwnuzonuanara B O€H30J€ B
MPUCYTCTBUM  KaTaIUTHYCCKUX  KOJIMYECTB  TPUATWIAMUHA  T'CHEPHUPOBAHBI
HUTPUJIOKCHIHbIC HHTepMeauatbl M, koTopele In SitU B3auMOAEHCTBOBAIM C
TepMUHAIBHBIMU  alleTwieHamMu JmbOo  onedunamu. Ilpu »sTom w3 6,7-
auruapooenso[d]uzokcazon-4(5H)-onoB 59-62 u (¢eHmIaneTHICeHa B KaueCTBE
munoisipopuna ¢ BeixogaMu 39-50% mosyyeHbl Ouc-U30KCa30bHbIE MPOU3BOHBIC
72-74. Tlpn B3auMoJeNUCTBUM coequHEeHUN 59-62 co CTUPOJIOM U STUIBUHUIOBBIM
3(UPOM B YKa3aHHBIX YCIIOBHUSX OBLIM TOJYYEHBI H30KCA30JUHOBBIC MPOM3BOIHBIC
75-81 ¢ Beixomamu 20-60%.

B ciyyae 6,7-nmuruapo-1H-unnazon-4(5H)-oHoB 68-71 peakius
HUTPWJIOKCUJTHOTO CHHTE3a B OTHUX YCIOBHUSAX TNPOTEKAET MEHEE OJHO3HAYHO,
MOCKOJIBKY Hapsiy ¢ (OPMUPOBAHUEM H30KCA30JbHOTO (M30KCA30JIMHOBOIO) LIMKIA
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HabmomaeTcst B3ammojeiicTBie (eHmnm3onuanara mo rpymmne NH mupasomsHOTO
KOJIbIIa ¢ 00pa3oBaHKEeM KapOOKCaMHIHBIX ITPOU3BOIHBIX (ypeTaHbl 82, 84).

PhCH=CH,
—_—t

59-62. 68-71 PhNCO, Et3N_
R 20-60%

CeHe

N (X=O,NH)

PhC=CH ‘ PhCH=CH,

H2C=CHOC2H5
R
45-60%

80-85% | TsOH, CHCI;

82 (42%), 83 (12%) 84 (35%)

R=H (59,68,72,75,79,85); R=m,n-(OCH3), (60,69,73,76,80,86);
R=m-NO, (61,70,74,77,81,87); R=n-NO, (62,71,78);
R1=R2=H,R3=C(O)NHPh (82), R1=R2=OCH31 R3=H (83)

Jlannble ciekTpoB SAMP nmpoayKTOB HUTPUIIOKCHIHOTO CHHTE3a IMOKA3aJIA, YTO
BO BCeX ciydasx |,3-aumonspHoe LMKIONPUCOENNMHEHNE HUTpUIOKcuaoB M
YKa3aHHBIM JUNOSIpOoUIaM TPOTEKAeT PEruoCeNeKTUBHO, BCIEACTBUE YEro
00pa3yroTcs aiIyKThl ¢ 3,5-11M3aMeleHHBIM U30KCa30JIbHBIM (coeuHeHus /2-74, 82,
83) nubo m30KCca30MHOBBIM (GparMeHToM (coeawHenus 75-81, 84). Hampasienwue
MPUCOEIMHEHUS alETUJICHOB M 0Je(pUHOB K HUTpwiokcuaaMm WM moaTrBep:KaaeT u
AQHAJIN3 CIEKTPOB I'ETEPOSAACPHON MHOTI'OCBA3HOU KOPPEIALMOHHON CIEKTPOCKOIUHU
M30KCa30JIMPOU3BOAHBIX 72, 82 1 n30Kca30IMHa /5.

VY nBoeHue OOJBIIMHCTBA CUTHAJIOB MTPOTOHOB M aTOMOB YTJIEPOJia B CIIEKTpax
SIMP u30KCca30IMHOBBIX MPOU3BOJHBIX /9-81, 84 yka3bIBaeT Ha CyIIECTBOBAHUE 3TUX
COEIMHEHU B BUJIE CMECH JINACTEPEOU30MEPOB.

Hamu oOHapykeHO, 4TO 5-3TOKCHMM30KCa30auHbl /9-81 B KUCIION cpelie Jerko
TpaHCQOPMHUPYIOTCS B 3-3aMEILIEHHbIE N30KCa30bl. Tak, KunsyeHue coeiruHeHun 79-
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81 B xmopodhopMe B TNPUCYTCTBHUH  KATAMTUYCCKUX  KOJUYECTB K-
TOJIYOJICYTB(OKHUCIOTHl  COMPOBOXKIACTCS OTIICIUICHUEM MOJICKYJIBl 3TaHOJa OT
M30KCa30JIMHOBOTO TETEPOIMKIa W 00pa30BaHMEM COOTBETCTBYIOIIUX  Ouc-
M30KCa30JIbHBIX POU3BOHBIX 85-87 ¢ Beixogamu 80-85%.

MOXXHO TIPEACTaBUTh M OOPATHBIA MOPSJIOK ITOCTPOCHUS CTPYKTYpHI Ouc-
M30KCa30JbHBIX 72-81 W M30KCa30J1-MUPa30IbHbIX MPOU3BOAHBIX 82-84, Korma
BHavajie uaeT GopMUpOBaHUE M30KCA30JIBHOIO JTMOO M30KCA30IMHOBOTO (hparMeHTa
B OOKOBOM I1enu P-TpukapOOHWIbHBIX coeauHeHui 31-36. OnHako Ha mpumepe -
TpukeroHa 31 HaMHM ITOKa3aHO, YTO IIOJIYYUTh IICJIEBBIC OuUC-U30KCA30JIbHBIC U
M30KCa30JI-ITIPa30JIbHBIC MPOU3BOJIHBIC, UCITOIH30BAaB HUTPHIIOKCHUIHBIN MTOJAXO0] Ha
IIEPBOM 3TaIle CUHTE3a, HEeIeIeCco00pasHo.

PhNCO, EtsN, CgHg,
PhCCH unmn PhCH=CH,
31

Tax, mpu BBeIEHWH HUTPOMETHIIPOU3BOIHOTO B-TpukeToHa 31 B peakiuio ¢
(eHunaneTuiIeHoM JHOO0 CTHUPOJIOM B KAauecTBE AUMNOJAPOPUIOB B HPHUCYTCTBHH
dbeHmM3oIManaTa HEeIeBhIX N30KCA30JbHBIX U M30KCA30JMHOBBIX MMPOU3BOIHBIX HaM
BBIJICTTUTH HE y1aJI0Ch.

5 CuHTe3 HOBBIX (PYHKIIMOHAJIM3HPOBAHHBIX 110 00KOBOM Henu 6,7-
auruapoodenso[d]uzokcazon-4(5H)-oHoB Ha ocHOBe 5,5-TuMeTHII-2-(3-apuia-4-
HUTPOOYTaHOWI)IMKJIOTeKcaH-1,3-mnoHoB [6, 10]

Jpyroii  CHHTETHYECKM Ba)XXHOM  TpaHcpopMalued  HUTPOMETHIHHOU
TPYIIUPOBKYU SIBJIAETCS €€ MpeBpallleHne B KapOOHUIbHYIO Tpynmy (peakuus Heda).
Drta peaknusl HalLia MHPOKOE MPUMEHEHUE B CHHTE3¢ OHMOIOTHYECKH AKTHBHBIX
COCTMHCHHUH Pa3IMYHBIX KJIACCOB.

Hamu ocymecTBieHO TIpeBpalleHHe HHUTPOMETHIIBHOTO 3aMECTUTENS B
noJydeHHbIX 6,7-auruapooenso|d]uzokcazon-4(5H)-onax 59-64 B ampAerugHyro
rpymimy.

Peakiuio Heda npoBoawin aeiicTBUEM HAa HUTPOMETUIIIPOU3BOJAHBIE 59-64
METWIaTa HaTpusg U TMOCIeaylomeid o0padoTkoW 00pa3yronmxcs TpU  ITOM
HATPOHATOB KOHLIEHTPUPOBAHHOM CEPHOM KHMCIIOTOM B MeTaHouse npu -35 + -40°C.
ITpu sTom u3 coequuenuii 59, 61, 62 napsay ¢ anpaerugamu 91, 93, 94 (Beixoa 55-
84%) ooOpasyrorcs aneranu 88-90 ¢ Beixomamm 15-28%, BbIFCIIEHHBIE METOJIOM
KOJOHOYHOU xpoMmarorpaduu. KunsueHuem B aneroHe B NPUCYTCTBUU 7-
TOYOJCYJIb(OKHUCIOTH HMX TiepeBelrd B 1eneBble anpaeruasl 91, 93, 94. U3
coenquHenuir 60, 63, 64, coxepkamMxX >3JEKTPOHOJOHOPHBIC 3aMECTUTENIH B
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apOMaTUYECKOM KOJIbIIE, COOTBETCTBYIOLIUE alleTaIM MOJIY4YeHbl HE ObLIM, BBIXOJIbI
anpaerunos 92, 95, 96 cocrasuinu 55-70%.

dakTHYecKoe OTCYTCTBHE B crhektpax SMP 'H amppermmos  91-96
pumpHansHoii KCCB (3J 0-0.5 T'm) Mexay MpOTOHOM (OPMIIBHOH TIPYIIBI W
IPOTOHOM CMEXKHOTO C HEH METHHOBOro (parmMeHTa yKa3plBaeT Ha TO, 4YTO
MoJsieKkynaMm coeauHeHuid 91-96 mpucymia koHdopmalus, B KOTOPOH JIBYTIPaHHBIN
YTOJI MEXy YKa3aHHBIMHU ITPOTOHAMH OJIM30K K 90°.

o)
88-90 (15-28%) 91-96 (60-84%)
| p-TsOH, (CH3),CO,A

R=H (59,88,91), R=m,n-(OCHs), (60,92), R=m-NO, (61,89,93), R=n-NO, (62,90,94), R=n-OCH,
(63,95), R=m,n-(OCH,0) (64,96).

B pesynbpTaTe BOCCTAHOBHUTENBHBIX JIMOO OKHUCIUTEIBHBIX TpaHChOopMaIiuii
anpACTHAHON (QYHKIMU B coenuHeHUsAX 91-96 MoryTt ObITH MOJYYEHBI THIPOKCU- U
KapOOKCUIIPOU3BOAHBIC, HAa OCHOBE (DYHKIIMOHAIBHBIX TPYHIUPOBOK KOTOPBIX
MOXHO (OpMHUPOBATh CIOXKHOIPUPHBIE W aMUJHBIC JIMHKEPHl TMPU CHUHTE3E
OMOAKTUBHBIX KOHBIOTaTOB 6,7-muruapo6en3o|d]usokcazon-4(5H)-onoB Cc
(hapMaKoJIOTUYECKHA 3HAYUMBIMU MOJIEKYJIaMH, OOJIBITMHCTBO KOTOPBIX COJIEPKHUT B
CBOCH CTPYKTypE€ pasiuvHble TeTeporukiandeckue ¢pparMeHTsl. Cieayer OTMETHUTD,
YTO TUOpUIM3AIMS TPUPOAHBIX JHOO CHHTETUYECKUX OHOAKTHUBHBIX MOJEKYI
Pa3TUYHBIX KJIACCOB SIBISETCS 3(P(HEKTUBHBIM COBPEMEHHBIM CPEJICTBOM Pa3pabOTKu
JIEKapCTB HOBOT'O TIOKOJICHHUS JJIsl JICYEHUS IIUPOKOTO KpyTa 3a00JieBaHMi, 0COOEHHO
TakuxX, Kak pak, mamsapusi, Tyoepkynes u CIINI. C papyroéi CTOpOHBI, 3TH
(GyHKIMOHATBHBIE TPYIIUPOBKH, TaK )K€ KaK U albJETHJIHAs TPYINa, MOTYT OBIThH
MPEANIECTBEHHUKAMU 11EJIOTO PsAJia TETEPOIUKINYECKUX COCTUHECHUMN.

Tak, 60pOruaPUIHBIM BOCCTAHOBIICHUEM (DOPMIIIBHON TPYMIBI B COSTMHEHUH
91 OBUIO TOJIYYEHO THUAPOKCUMETHIIbHOE Mpou3BogHoe 97. C 1enplo ModydeHus
KapOOHOBBIX KHUCHOT anbaeruansl 91-96 oxucmmnu mo Jlxoucy. [lpoBenenue sToii
peakumu nipu 0°C ns coenurenuit 91, 93, 94 mpuseno k kapOOHOBBIM KucaoTam 98,
100, 101 c Bexomamu 37-46%. U3 coenunenuss 92 B 3THX yCIOBUSIX B KauecCTBE
€AMHCTBEHHOTO TMPOJIyKTa peakiuu oopasyercs ketoH 104. OxkucneHune aibIeruioB
95, 96 mpu 0°C mpuBOAWT K CIOXKHOUW cMecu BemecTB. [loaToMy ObLIO MpoBEAEHO
okucienue coequuenuii 95, 96 npu -30°C. B atom cinyuae u3 coequnenus 95 ¢ napa-
METOKCHJIBHBIM 3aMECTHUTEIIEM B apoOMaTHYeCKOM KOJIbIle C BBIXOJOM 34% Oblia
BhiZiesieHa kuciiota 102 Hapsimy ¢ HeOombmmM koaudecTBOM keToHa 105 (Beixon
15%). U3 anpaeruma 96 mapsay ¢ keroHoMm 106 (Beixox 17%) BmecTo KapOOHOBOM
kuciiotel 103 ¢ Beixogom 70% OBLT BBIEICH €€ CIIOXKHBIA MeTuioBbid ddup 110,
oOpasyromuiics nmpu o0paboTKe METAHOJIOM PEAKIIMOHHON CMECH.
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Mps1 nonaraem, uto keToHbl 104-106 sBISIOTCS pe3yabTaTOM OKHCIUTEIHHOTO

JICKapOOKCUIIMPOBAaHUS O0Opa3yIOMMXCs Ha TEPBOM ATale OKHUCICHHUS KapOOHOBBIX
kucior 99, 102, 103.

NaBH,/MeOH
MeOH/H"*
o ‘ oH ana 103 ¢ o OCH;
1)CrO5 pa36.H,SO,
’ ' CH,N
(CH;),CO Et,0
o 2)MeOH/H,0 0] ans 98 (46%), ©
91-96 98-103 100 (37%),101 (40%) 107-110
CrO3; pas6. H,SO
R=H (91,98,107), (CH:);)O 2904,
R=m,n-(OCHs;), (92,104).
R=m-NO, (93,100,108), O—N o
R=n-NO, (94,101,109), S~ |
R=n-OCHs; (95,102,105),
R=m,n-(OCH,0) (96,106,110). R
0]

104 (70%), 105 (15%), 106 (17%)

Coenunenus 98-103, oOpa3syromuecs B pe3yabTaTe OKUCIACHUS anbaeruaoB 91-
96, mpeacTaBISIOT COOOW O-3aMEIICHHBIC APUIYKCYCHBIE KHCIOTHI. OmHcaHBI
METOJIbI ~ OKHCIUTEIBHOTO  JIEKAapOOKCHIMPOBAHUS  ApUIYKCYCHBIX  KHCIIOT,
OpPUBOIAIIME K OOpa3OBaHMIO alBJETHIOB JUOO KETOHOB, BKIIOYAIOIINE
KaTaJu3upyeMoe COJIIMH M KOMIUIEKCAMH TEPEXOJHBIX METaUIOB MEPHOJATHOE U
a’pOOHOE OKHCIIEHUE, OKUCIEHHE (IMaleTOKCHMHOJ0)0€H30J0M, MEPMaHraHATOM H
nepcynbdarom kamus. [ 3THX 1enei Takke HCHOJB3YIOT (DOTOOKHUCIUTEIHEHOE
nexapOokcuianpoBaHue. JlaHHBIE TIO OKUCIHMTEIHLHOMY J1€KapOOKCHINPOBAHUIO
apUIYKCYCHBIX KHCJIOT B YCIOBHSX OKHCIeHHS 10 J[KoHCy B mnuTeparype
OTCYTCTBYIOT. Halo OTMETHTH, UTO B HalleM ciy4ae MPOAYKThl OKHCIHUTEIHHOTO
IeKapOOKCHUIMPOBAHMs ObUIM TOMYYEeHBl TOJBKO W3 COEAMHEHUH, COMEpKallnX B
apoOMaTHYECKOM SIAPE NIEKTPOHOAOHOPHBIE 3aMECTUTEIH.

Kap6onoBsie kucnorer 98, 100, 101 npu peiictBuu »>¢dupHOro pacropa
JMa3oMeTaHa ObLIU TIEPEBEICHBI B CII0KHbBIE MeTHioBbIe A¢upsl 107-109.

Ha npumepe anpaeruaa 91 namu Obl1a Kcciie10BaHa BO3MOKHOCTD MOTYYCHUS
COCTUHEHHH, CONIEpKalMX B  CTPYKType  MOJEKYJIbl  HM30KCA30JIbHBIH U
OCH3MMHUIA30JIbHBIN  TeTepOIMKIIBl. OJHAKO TPH KUISTYCHUH OSKBUMOJSIPHBIX
KoJimuecTB coeauHeHus 91 u o-peHmneHauaMuHa B XJIOPUCTOM METHJICHE B
npucyrctBu 0.5  9KkB.  LlepudaMMOHUHHUTpaTa  OOpa3oBaHUS  IIEJIEBOTO
OCH3MMH1a30IbHOTO MTPOU3BOTHOTO HE HAOIIOATOCH.



[TpocTeiiiuM METOJOM BBEAEHHUS TE€TEPOLMKINYECKOro (parmeHra B
CTPYKTYpHl cloXHBIX 3¢pupoB 107-110 sBnseTcss uX B3aUMOJACWUCTBHE C
reTepOLUKINYECKUMU aMUHAMH ¢ 00pa30BaHUEM COOTBETCTBYIOIINX aMUJIOB.

R=m-NO, (108, 112), R=n-NO, (109, 113). 112 (40%), 113 (35%)

B Hamewm ciydae mpu KunisiaeHud ciaoxkHbIX 3¢upoB 107-109 ¢ nupponuanHOoM
HaOJmoanock obOpasoBanue Tonbko amuaa 111  (Beixox 25%), a  amwuuos,
COJIEpIKaIINX 3aMECTUTEh B aPOMAaTHIECKOM IIMKJIE, BBIACIUTh HE yIaiock. B To xe
BpeMs kunsdyeHwe coeauHenud 108, 109 ¢ mpommmaMuHOM TIPHBENO K
cooTBeTcTBYrOmMMM amuaam 112, 113 ¢ Beixogamu 40 u 35%.

TpynHOCTh TOJNYYEHHUS] TETEPOLMKIOB MO albJACTUIHOW M CI0XHOI(PUPHOI
rpynne coeauaennid 91-96, 107-110 MoxHO OOBSICHUTH CTEpUUECKUMH (PaKTOpamu,
MOCKOJIbKY JTH TPYNIUPOBKH  PACMOJOKEHBI MEXIy JBYMS OOBEMHBIMH
dbparMeHTaMu MOJIEKYJIBI, 3aTPYTHSIOIIMMH TIOX0 K HUIM 00bEMHBIX PearcHTOB.

N H
O O O o oP°
1) MeONa / MeOH,
2) H,SO
o ) HoSO4 o
31

114 (31%)

Ha mnpumepe coenunenuss 31 Hamu Takke Oblla H3ydeHa BO3MOXKHOCTH
noiayuyeHus: (OPMUIBHBIX  MPOU3BOJHBIX  ITUKIMUYECKUX  [-TpUKApOOHMIBHBIX
coelvHeHU B ycnoBusx peakuun Heda. [lelictBueM Ha HUTPOMETHIIPOU3BOAHOE
31 wmerunara HaTpus U mocienyromeid oO0pabOTKOW pEeakIUOHHOW CMecu
KOHIICHTPUPOBAHHOM CEpHOM KHUCIOTOM B MeTaHoje npu -35 + -40°C dbopmuibHOE
npousBogHoe 114 Owuto monydeHo ¢ BbeIXoAoM 31%. OmHako OHO OKa3ajaocCh
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MaJIOCTaOMJIBHBIM — 3aMETHO pasidaracrtcia B IIPOLECCC XpOMaTOFpa(I)I/I‘{CCKOﬁ
OYHMCTKH U IIPU XPAHCHHUMU.

6 Cunre3 2-[3-apui-3-(5-peHnan3oxca3o1-3-ui1)MpoNuJI | Npou3BOIHBIX 5,5-
AUMETUJIINKIIOTeKCAH- U MHKJIONEeHTAaH-1,3-1M0HOB HA OCHOBE NMPOYKTOB
PeruocejeKTHBHOI0 BOCCTAHOBJIEHHS 2-(4-HUTPO-3-apHIOYTAHOMILHBIX)

npeaecTBeHHNKOB [7]

Hamu Takke OCyIIecTBICH CHHTE3 HOBBIX COCAMHCHUU, COJEp)KallNX B
CTPYKTYpE MOJIGKYJbI ~ M30KCA30JIbHBIM  TETEepPOIMKI W  [UKIMYECKyl -
JTUKapOOHWIIbHYIO  TPYNIUPOBKY (B CBOOOJHOM  Buae JOO B BHUJC
CHOJIMPOU3BOHBIX) IMyTEM PErHOCEICKTUBHOIO BOCCTAHOBJICHUS KapOOHMIbHOW
IPYIIBl  alMJIBHOW II€MM HUTPOMETHINPOU3BOAHBIX auMenoHa 31, 33, 34 wu
nukionenTan-1,3-nuona 25, 26 u mocieAyromero BOBJICYEHUS MPOAYKTOB
BOCCTaHOBJICHUS] B HUTPWJIOKCHU/IHBIN CUHTES.

Pernocnenuduyeckoe BOCCTAHOBIECHHWE KAapOOHUIIBLHON TPYIIBI alUIBHON
nenu coenunenunit 31, 33, 34 mpoBOAMUIM METOJIOM HOHHOIO THAPUPOBAHUS TOJ
JEUCTBUEM TPUATUIICHIIAHA B PacTBOpPE TPUDTOPYKCYCHOM KHUCIIOTHI, COJepKalleH
1% mnepxyiopara aUTHS B KadecTBe KuUCIOThl Jlptouca. BcnencrBue HuU3KOM
YCTOMYMBOCTH Ha BO3JIyX€ MPOJYKTOB BOCCTAHOBIICHUS TMOCJEIHUE TIpU 00paboTKe
XJIOPAHTUJPUIOM YKCYCHOM KHCIIOTHI B XJIOpOopMEe B MPUCYTCTBUU TPUITUIIAMUHA
ObLITM TIepeBeieHbl B eHoyanumaTel 115-117.

NO, o NO, NO,
O O Et3SiH,LiCIO4(1%) 0o Et3N,CH5COCI,
CF3CO,H _CHCl ‘ O
R Rl 60-75%
o (@]
o
31, 33,34 1154117 _No,

Et;N,CH5COCI, .] O R
CHCI,

NO,
0
Q 0
_NaBHCN, /g
Trcb HCI 0
o 120 (67%), 121 (72%)

NO,
25, 26 118, 119
CH,NL/Et,0
R=H (31,115), R=m-NO, (33,116), R=n-NO, (34,117); ‘
R=n-CH, (25,118,120,122), R=n-CO,CH, (26,119,121,123). OCH;

122 (78%), 123 (50%)

JInst  CeneKTUBHOTO BOCCTAHOBJICHHS KapOOHWIBHOW TPYNIBI IEMUA B
MATUYWICHHBIX [B-TPUKApOOHWIBHBIX COEIMHEHUSX 25, 26 ObUI mpuMeHeH OoJee
MATKHA METOJ] BOCCTAHOBJICHHS TI0]] ACHUCTBHUEM ITMAHOOOPTUIPHIA HATPUS B CMECU
terparuapodypana u 2 H. colTHONH KHUCIOTHI. [IpomykTel peakmuu 118, 119 Owutn
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BbIJIeTIeHBI ¢ Bbixojmamu 64 % u 52 % coorBercTBeHHO. M3 B-mukeronos 118, 119
ObLTH TToTyueHbl eHosanuiaatel 120, 121 u eHonbHBIE MeTHIOBBIC 3uphl 122, 123.

Jlnst hbopMUpOBaHKMS H30KCA30JIbHOTO IIMKJIA Ha OCHOBE HUTPOMETHIIHHOM
IPYIIHUPOBKY eHojanuiaaToB 115, 116, 120, 121 6wt Mcnoap30BaH HUTPUITOKCHTHBIN
meTona. JleficTBueM Ha yKa3aHHBIC COCIUHEHHUS (QeHMIM3OIMaHaTa B OCH30JIC B
INPUCYTCTBHM  KaTAIMTHYCCKUX  KOJHMYECTB  TPUITHIAMHHA  TCHEPHUPOBAHBI
COOTBETCTBYIOIINE HUTPHIIOKCHIHBIC HHTEPMEINATHI, KOTOPHIEC BCTYIIAIU B PEAKITUIO
¢ ¢denmmanernneHoMm. Ilociie KUCIOTHOH 00pabOTKM PEaKIMOHHOH CMecH
M30KCa30JIPON3BOIHBIC [-TUKApOOHUIILHBIX COCIUHEHUN OBLIN BBHIJCIICHBI B BHJIC
eHonarmiaToB 124, 125. B 1o BpeMsi Kak M30KCA30JPOU3BOIHBIC MATUUJICHHBIX [3-
TUKapOOHUJIBHBIX COCIMHEHUN OBLIM BBIJEICHB B BHJIE JUKETOHOB 126, 127.
BepostHO, eHoManpiaTHas TpyNmUpOBKA B MPOU3BOIHBIX ITUKIIONEHTAaH-1,3-11uoHa
HEYCTONYHNBA B YCIOBUIX KUCITOTHOW 0OpPabOTKHU.

[Ipu BBejeHUM XK€ EHOJIBHOTO MeTHiIoBOro sdupa 123 B HUTPUIOKCHUIHBIN
CHUHTE3 COXPaHSIOTCS eHOMP(HUPHAS U CI0KHOA(DHUPHAS TPYIIBI B IPOIYKTE PEAKIIMH
128, 4T0o MOATBEPKACHO CIIEKTPAIbHBIMU JTAHHBIMH.

— O —
4

|
0 c

__PhNCO |
0 sieatlgaat!
O

PN A

NO,

115, 116 L _ 124 (41%), 125 (43%)
- Q - Ph
* /
NO, M N )
(@) o C o
q @ R _PhNCO | ‘ @ PhC=Cl @
CeHg EtsN R ‘ R
o o) OH
O 120, 121 - /KO - 126, 127
- o) . o Ph
! (
NO, N Na \
C
PhNCO PhC= ﬂ
5 () o= 5 CH . C
OCHj, COZCH3 L OCHj OCHj,4 CO,CHs
123 128

R=H (115, 124), R=m-NO, (116, 125), R=n-CHj (120, 126), R=n-CO,CH, (121, 127).
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3AK/IIOYEHUE

OcHOBHBIE HAYUYHbIE Pe3yJIbTAThl JUCCEPTALUM

1. Pa3paboran >()PEKTUBHBI METOJ CHHTE3a HHUTPOMETHIIIIPOU3BOIHBIX
Kap0O- W TETEPOIUKINYCCKUX [-TpUKapOOHWIIBHBIX COeAUHEHUH mytem 1,4-
COMPSDKCHHOTO  TNPUCOCIAWHCHHS ~ HUTpOMETaHa 10  CHOHOBOM  CHCTEME
JICTKOJIOCTYIHBIX [IMHHAMOMIIBHBIX IIpe/iiecTBeHHuKoB [1-3, 8, 10].

2. Pa3paboTan MeToJ CHHTE3a HOBBIX 4-apHWIITAPPOIUINH-2-UIHICHOBBIX
IPOU3BOJHBIX  IMUKIMYCCKAX  [-IMOHOB,  BKIIFOYAIOIIMH  XEMOCEJICKTHBHOC
BOCCTAHOBJICHUE HUTPOTPYIIIBI B HUTPOMETUJIBHBIX IPEAIICCTBEHHUKAX IIOJ
NercTBUEM HHKeNss PeHes W MoCIenyromyl0 BHYTPHUMOJEKYJSIPHYIO ITUKIM3AIHIO
IPOAYKTOB BoccTaHoBjIcHU [2, 3, 8, 10].

3. Pa3paboTtan METO/]T CUHTE3a TeTparuJIpoONH/1a30JI0HOB u
TeTparuipoOCH3M30KCa30JI0HOB, COJIEPKAIUX B OOKOBOM II€MU HM30KCA30JIbHBIM
(M30KCa30JIMHOBBIN) bparMeHTsl, B pe3yabTare 1,3-nunossipHOro

[UKJIONPUCOCTUHEHNS HUTPUIIOKCUIOB, TTOJIYYEHHBIX HA OCHOBE COOTBETCTBYIOIIUX
HUTPOMETIIIBHBIX TIPEIIICCTBEHHUKOB, K TEPMUHAILHBIM AJIKUHAM W alkeHaMm [4, 5,
9-11].

4, Pa3paGotan  mpemapaTWBHBIA ~ METOJ  CHHTE3a  3-3aMEIIEHHBIX
M30KCA30JI0B IMyTeM KHUIAYEHUS 3-3aMEHIEHHBIX S5-3TOKCUM30KCA30JIMHOB B
xJiopoopMe B MPUCYTCTBUM KATATUTUYECKUX KOJIUYECTB M-TOIYOJCYIb(POKUCIOTHI
[5, 11].

5. Paspabotana cxema mociieaoBaTelbHoN TpaHchopmaiuu 3-(3-HUTPO-2-
apuinponun)-6,7-auruapooenso|duzokcazon-4(5H)-oHoB B Apyrue Mpou3BOIHBIC,
coliepKallue albJerHIHYI0, THAPOKCWIBbHYIO, KapOOKCUIIBHYIO, CIIONKHOI(PHUPHYIO
WM aMUIHYIO rpynmupoBkw [6, 10].

6. OcyIlIecTBIEH CHHTE3 HOBBIX COEOUHEHHM, COJEpkKaluX B CBOEH
CTPYKTYpE HHMKIMYECKUN [-TUKapOOHWIBHBIN ¥ H30KCA30JbHBINA (hapMakodopsl,
nyTeM (GopMUpOBaHUS M3OKCA30JBHOTO IMKJIA HUTPWIOKCUIHBIM METOJIOM B
MPOJIYKTaX PErHOCEIEKTUBHOTO BOCCTAHOBJICHUS KapOOHWIHHOW TPYMIBI allMIbHON
tenu 2-(3-apuia-4-HUTpoOyTaHOMI ) IIMKIIOaKaH-1,3-1M0HOB [7].

Pexomenpanum no NPAKTHICCKOMY HCIIOJb30BAHUIO PE3YJIbTATOB

1. OddexTuBHBIE METOJ CHHTE3a HUTPOMETHINIPOW3BOAHBIX KapOoO- U
TeTEPOIUKINYECKUX  [-TpUKApOOHWIBHBIX  COCIMHEHMH —  MHOTOIICJIEBBIX
MO YHKITMOHATBHBIX ~ TIPEIIIIECTBEHHUKOB HOBBIX OHMOAKTUBHBIX COCIWHECHUN
Pa3TUYHBIX KIIACCOB.
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2. Meton cuHTe3a  4-apUINMUPPOIHINH-2-WINICHOBBIX  POW3BOJIHBIX
Kap0O- W TeTEePOLMKINYCCKUX [-THMKapOOHUIBHBIX COCIWHCHHHA B KadeCTBE
ITOTEHIINATBHBIX TUCTAMUHIPTUYCCKUX, AHTUKOHBYJIbCAHTHBIX 51
IIPOTHUBOBOCIIATUTEIIBHBIX COCTUHCHHUH.

3. Meton cuntesa 6,7-gurnapooenso|d]uzokcazon-4(5H)-onoB u 6,7-
auruapo-1H-unna3on-4(5H)-oHOB ¢ HM30KCA30JIbHBIM W HM30KCA30JIMHOBBIM
dbparMeHTaMH B OOKOBOHM IICIH, IPEJICTABIISIONINX HHTEPEC B KAYECTBE HOBBIX
BCIICCTB C IIOTCHIMAJIBHOH IMPOTHUBOOITYXOJEBOH, IPOTHBOBOCIAIUTEIHHOM,
aHAJIBI€THYECKON U IPOTUBOMUKPOOHOM aKTUBHOCTBIO.

4. OYHKIIMOHAIIM3UPOBAHHBIC 10 OOKOBOH eI 6,7-
auruapobenso[d]uszokcazon-4(5H)-oubl Il TOJAYYCHHS HOBBIX OHMOAKTHBHBIX
KOHBIOTaTOB.
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P33IOMD

Houny FOmist Csapreeyna

CiHT33 rerapanbik/iay Ha BLICHOBE IILIHHAMAIIBBITBOPHBIX HBIKJIIYHBIX f3-
ABIKAPOAHIIBHBIX 3JIYYIHHSAY

KitouaBpisi ¢JI0BbI: KaHJIPHCAIBIS, TPBIKETOHBI, LBIHHAMALIBBITBOPHBIA,
HITpaaJgkaHbl, plIaKIbll Mixadis, MIppatiAbIH-2-1T1PH-AbIEHBI, TETIPAIIBIKIIbI,
1HJa3aJI0OHBI, 13aKCca3ajioHbl, IIbIKJIAJaTyudHHe, pIakieisi Hoada, akicinenHe mna
JI>KOHCYy.

Mbata paboThl: pacmpaiioyka MeTajay CIHTI3y HOBBIX TeTIpallbIkiay Ha
BBICHOBE IIbIHHAMAUJIBBITBOPHBIX KapOa- 1 TIeT3palbIKIiuHbIX [3-ABIKETOHABBIX
3IIyYDHHAY.

AO0’eKTHI acjie]aBaHHA: [[BIHHAMAUIBBITBOPHBIS KapOa- 1 reTapalbIKIIYHbIX
B-IBIKETOHABBIX 3JIyUYHHSY.

IIpagmer fpacciieaBaHHA: CIHT?3 HOBBIX TeTApalbIKiIay Ha BBICHOBE
[IHHAMA1JIBBITBOPHBIX KapOa- 1 TeTIPAIBIKIIYHBIX [3-IBIKETOHABBIX 3ITyUYdIHHSY.

MeTtaabl AacielaBaHHsI: Cy4acHbIS METajbl IpdlapaThlyHara apraHiyHara
ciumzy, 1D i 2D SMP-, IU-cnekrpackaris, Macc-CIIEKTPaMEeTpPbIs, 3JECMEHTHBI
aHaJli3.

ATpbIMaHbIA BbIHIKI i iX HaBi3Ha: PacripaniaBanbl 3()eKTHIVHBI METAl CIHTI3Y
HITPaMSILLJIBBITBOPHBIX KapOa- 1 TeT3palbIKIIYHbIX [-ABIKETOHABBIX 3JIYUSHHSY Ha
BBICHOBE JIETKaJaCTyHBIX ILIbIHHAMAalIbHBIX MamnsgpiaHikay. PacnpanaBansl metan
CIHT?3y HOBBIX 4-apbUIippaiAbIH-2-UTII9HABBIX BBITBOPHBIX IBIKITIYHBIX [-
IOBIKapOAHUIBHBIX 3ITYYSHHSY HUISIXaM XeMacelIeKThlyHara aaHayJeHHs HITparpymsl ¥
HITPaMSILIIBBITBOPHBIX IBIKIIYHBIX -TphIKapOaHUIbHBIX 3TYUYdHHSAX. PacnpalriaBaHsl
MeTaa CIHTA3y TATpariipaiHaasajoHay 1 TITparigpabeH3izakcazajioHay, sKis
3MSIIYaNbs y OakaBblM JIAHIYTY JaJaTKOBBI 13aKCa30JIbHBI  (13aKca3alliHABBI)
¢dparmenTsl. PacnpamaBaHbl Ip3mapaTblyHbl METaJ  CIHTI3Y  3-3aMelIvyaHbIX
13aKca3ojay Ha BHICHOBE 3-3aMEIIYaHbIX S-3TOKCI13aKca3adiHay y KiCJIbIM acspoiasi.
PacnpanaBana cxema XimiuHaii TpaHcdapMmanpli 3-(3-HiTpa-2-apeutnparin)-6,7-
nbirinpaden3a[d]izakcaszan-4(5H)-oHay y IHIIBIA BBITBOPHBISA, SKiS 3MSIIYAOLb
aJbABITIIHYI0, T1IPAKCIIBHYIO, KapOaKCUIbHYIO, CKajagaHadpipHyro abo aMmigHyro
rpynoyki. ASKbIIUAYIAEH CIHTI3 HOBBIX 3JIYUSHHSY, SKIS 3MSIIYaKolb Yy CcBaéi
CTPYKTYPBI UBIKITYHBI -AbIKapOaH1IbHBI 1 13aKCa30JIbHBI (hapMakaophl.

I'anina BbIKapBICTAHHSA: apraHiyHas XIMisl.
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PE3IOME
Jonny FOnusa CepreeBHa

CuHTE3 reTeponuKIOB HA OCHOBE IMHHAMOWINPOU3BOIHBIX UKJINYECKHX
B-nuKapOOHWIBHBIX COeTUHEHU I

KiroueBbie cioBa: KOHACHCAUUs, TPUKETOHBI, LHMHHAMOMWIIIPOU3BOHEIE,
HUTPOAJKAHbI, peakiuus Muxasis, NUPPOIUINH-2-UITUIACH-TUOHBI, TETEPOIUKIIbI,
MHA30JI0HbI, U30KCa30JI0HbI, IUKJIOMpUcoeanHeHue, peakuus Heda, okucienue mo
JIKOHCY.

Hean pabdoThl: pa3padoTKa METOJOB CHHTE3a HOBBIX T'€TEPOIIUKIOB HA OCHOBE
[IMHHAMOWJIMPOU3BOJIHBIX  Kap0O- M TETEPOUUKINYECKUX [-TUKapOOHUIIbHBIX
COCIMHCHUM.

O0BbeKTBI HCCJICOBAHNS: UMHHAMOWIIIPOU3BOIHBIC Kap06o- u
TeTePOIUKINYECKUX [B-TUKApOOHMIBHBIX COSTUHEHUH.

IIpeamer wuccaeAOBAHMS: CHUHTE3 HOBBIX TE€TEPOLIMKIOB HAa OCHOBE
[IMHHAMOWJITNPOU3BOJIHBIX Kap0o- MW TEeTEePOLUKINYECKUX [-TUKapOOHUIIbHBIX
COCIMHCHUM.

MeToabl  HWCC/IeIOBAHUSI:  COBPEMEHHBIE  METOABl  IPENApaTUBHOTO
opranuueckoro cunres3a, 1D u 2D SIMP-, UK-cniekTpockomnus, Macc-ClieKTpOMETPHs,
AJIEMEHTHBIN aHAJIU3.

IMosyyeHHble pe3yabTaThl U X HOBU3HA: Pa3padoTan r3hPpexkTUBHBIN METO
CHUHTE3a  HUTPOMETWINPOU3BOJIHBIX  Kapbo- U TETePOIMKIMYECKUuX -
TPUKAPOOHWIILHBIX COCJUHEHUNW Ha OCHOBE JIETKOJOCTYMHBIX ITUHHAMOWIBHBIX
MPEANIeCTBeHHUKOB. Pa3paboTan MeToJ CHHTE3a HOBBIX 4-apUINMUPPOIUIAUH-2-
WJINICHOBBIX TMPOU3BOJHBIX MUKIUYECKUX [-AUKapOOHUIBHBIX COCIUHEHUN MyTeM
XEMOCEJIEKTUBHOTO BOCCTAHOBJIEHUSI HUTPOTPYIIBI B HUTPOMETUIITPOU3BOIHBIX
[UKJIMYECKUX [-TpUKapOOHUIIBHBIX COEIMHEHMsIX. Pa3paboTaH MeETOH CHHTE3a
TETParuipoONH/1a30JI0HOB U TETPAruaPOOECH3U30KCA30JI0HOB, COACPKAITUX B OOKOBOM
e  JIOTIOJHUTEIBHBIM  M30KCA30JbHBIA  (M30KCA30JIMHOBBIN)  (parMeHThl.
Pa3zpaboTan npenapaTuBHBIN METOJI CHHTE3a 3-3aMEIICHHBIX N30KCAa30JI0B HA OCHOBE
3-3aMENICHHBIX S5-3TOKCMU30KCA30JIMHOB B KuCIOM cpene. Paspaborana cxema
XUMHUYECKOU TpaHchopMaIiu 3-(3-autpo-2-apusnponun)-6,7-
auruapooenso[d]uszokcazon-4(5H)-oH0B B apyrue TpOM3BOIHBIC, COAEPIKAIIHE
TBJICTUHYIO0, THUIPOKCUIIBLHYIO, KapOOKCHIBbHYIO, CIOKHOI(DHPHYIO MM aMHIHYIO
rpynnupoBkd. OCyIIECTBIEH CUHTE3 HOBBIX COCIUHEHWH, COJEpkKalluX B CBOEH
CTPYKTYpE HMUKIUYCCKUH B-TUKapOOHUIBHBIN U U30KCA30JIbHBIN (DapMaKo(OpHI.

Oo6s1acTh NpUMEHEHHA . OpraHUYEeCKasi XUMUS.
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SUMMARY

Dontsu Yuliya Sergeyevna

Synthesis of heterocycles based on cinnamoyl derivatives of cyclic g-dicarbonyl
compounds

Key words: condensation, triketones, cinnamoyl derivatives, nitroalkanes,
Michael  reaction, pyrrolidin-2-ylidene-diones,  heterocycles, indazolones,
iIsoxazolones, cycloaddition, Nef reaction, Jones oxidation.

The aims of the study: to develop methods for the synthesis of new
heterocycles based on cinnamoyl derivatives of carbo- and heterocyclic B-
dicarbonyl compounds.

The object of the research: cinnamoyl derivatives of carbo- and heterocyclic
B-dicarbonyl compounds.

The subject of the research: synthesis of new heterocycles based on
cinnamoyl derivatives of carbo- and heterocyclic B-dicarbonyl compounds.

Methods of investigation: modern methods of preparative organic synthesis,
1D- and 2D-NMR-, IR-spectroscopy, mass spectrometry, elemental analysis.

Obtained results and their novelty: An effective method for the synthesis of
nitromethyl derivatives of carbo- and heterocyclic B-tricarbonyl compounds based on
readily available cinnamoyl precursors has been developed. A method for the
synthesis of new 4-arylpyrrolidine-2-ylidene derivatives of cyclic B-dicarbonyl
compounds by chemoselective reduction of the nitro group in nitromethyl derivatives
of cyclic B-tricarbonyl compounds has been realized. A method for the synthesis of
tetrahydroindazolones and tetrahydrobenzisoxazolones containing additional
isoxazole (isoxazoline) fragments in the side chain has been elaborated. A preparative
method for the synthesis of 3-substituted isoxazoles based on 3-substituted 5-
ethoxyisoxazolines in an acidic medium has been designed. A scheme for the
chemical transformation of 3-(3-nitro-2-arylpropyl)-6,7-dihydrobenzo[d]isoxazole-4
(5H)-ones to other derivatives containing aldehyde, hydroxy-, carboxy-, ester or
amide functionalities has been performed. Synthesis of new compounds containing
cyclic B-dicarbonyl and isoxazole pharmacophores in their structure has been carried
out.

Fields of application: organic chemistry.
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