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HAIIMOHAJIbHOM AKAJIEMHUU HAYK YKPAWUHBI
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Hacrosimiast pabora nocssitena 70-netuto Mucruryra oprannueckord xumun HAH
VYxkpaunbl. OHa COMEPKHUT 0030p NOCTIOKEHHA B 00JIACTH XMMHUHU T'€TEPOIMKINYCCKUX
COCITMHECHUH, KPATKyI0 HCTOPUYECKYIO CIIPaBKy M CBEACHHUS O pab0Tax KOJUICKTHBA
WucTHuTyTa 32 TIOCIIEAHNE TOIBL.

KuoueBble cioBa: OEH3MMHUIA30JIbI, OCH30THA30JIbI, WHIIOJCHUHBI, THPAHBI,
TI/IOHI/I-paHbI, (beHaSI/IHI)I, IIUAHUHOBLIC KpaCl/ITeJ'lI/l.

B Uncturyre oprammueckoid xumun AH YCCP, HaumHas ¢ ero co3maHus
B 1939 1., mpoBOMITCS CUCTEMATHYECKHE UCCIIECIOBAHUS pa3HOOOpa3HBIX TeTe-
POLMKINYECKUX CHUCTEM, MPEACTABIIOMINX TEOPETHYECKU WHTEpeC W mepc-
MEeKTUBHBIX ISl IPUMEHEHHUSI B Pa3HOOOPa3HBIX OTPACIAX HAyKH, MEIUIIMHEI,
MIPOMBIIIUIEHHOCTH, CEITLCKOXO03SHCTBEHHOTO POU3BO/ICTBA.

Xumus Ppenaznna

Temaruka nccnenoannit A. M. Kumnpuanosa (1896-1972) u ero cotpya-
HUKOB OXBaThIBaJIa, KPOME LUAHWHOBBIX KpAaCUTEICH, TAaKKEe PAI CMEXHBIX
obylacTeli OpraHMYecKOW XMMHH, TaKUX KaK CHHTE3 M HCCIEIOBAaHHE HOBBIX
TeTEPOLMKIMYECKUX COCINHEHUH, 0COOEHHO MPOMEXYTOUYHBIX NPOIYKTOB IPH
cuHTe3e Kpacutened. OOHUM W3 HamlpaBlICHHH MCCICAOBaHMH, Pa3BHBAaEMbIX
A. . KunpuaHoBBIM B MOCJIEBOCHHBIH NEPHOA, OBUIO YCTaHOBIICHHE CBSI3U
MEXIYy CTPOCHHEM Te€TEePOLUKIMYECKHX COCIUHEHUI M MX (PU3MOJIOrMYECKOil
aKTHMBHOCTBIO. OTO HAy4yHOE HAlpaBJICHHE OXBATHIBAJIO LIUPOKHHA KpyT
BOIIPOCOB XMMHUH (peHa3nHa, OEH30THa301a M NUPUAOTHA30JI0B. CyIIHOCTH
palboThl 3aKIIOYalach B YCTAHOBIEHHH CTPOCHUS HEKOTOPBIX IPHUPOIHBIX
AHTUOMOTHKOB, ITOUCKE HOBBIX (PU3MOJIOTMYECKH AKTHUBHBIX BEILECTB, CHUHTE3E
HOBBIX MEIUUUHCKHUX mpenapatoB. B 1947 r. mox pykoBoactBom A. U. Ku-
MpraHoBa ObUIM HaudaThl Hccienoanus mo xumun ¢GeHasuna (C. b. Cepebps-
weiid, 10. C. Po3ym, B. I1. Ueprenkuit) [1]. nsg cuHTe3a Mpon3BOIHBIX (heHa-
3MHa IIMPOKO HMCIOJIb30BANACh LIENOYHAs KOHAeHcausa no Bomo—Ays apoma-
TUYECKUX HUTPOCOECIUHEHUI C apOMaTHYECKMMU aMHUHAaMHU. BBl cHHTE3HpoO-
BaHBl AJIKWI- U AJIKOKCH(EHA3UHBI, TATIOTeHO- U TPUPTOpMETHI(PEHAZUHBI U HX
N-okcuapl, paa OpyTuX NPOU3BOAHBIX (peHasuHa. B pesyipraTe 3THX HCcaeno-
BaHMIA OBbUT pa3paboTaH MeTox cuHTe3a caHaszuHa (10-3tundenasuHona-1) (1) [2],
roMoJjora HpupoxHoro aHtuOuorvka nuonuanuHa (10-merundenasunona-1).
CaHa3uH mpolles UIMPOKKE KIMHUYECKHE HCIBITAHWS W Hallell NpUMEHEHHE
IIPY JICYEHUH HEKOTOPBIX (hopM TyOepKyesa.

* 3mech U jganee B HOoMepe (aMuius aBToOpa, ¢ KOTOPBIM CIIEAYeT BECTH IIEPEIHCKY,

OTMEUEHA 3BE370YKOI.
CaMBIMH Ba)KHBIMH JOCTHUXKCHHUAMU B 3TOM YacTU I/ICCJ'IG,E[OBaHI/Iﬁ ObLIH ycCra-
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HOBJIEHHE cTpoeHus U cuHTe3 N,N-muokcumo-1,5-nurunpokcudenasuna (2) —
MPUPOJTHOTO AHTHOMOTHKA HOAMHMHA, ocyulecTBiIeHHbI C.b. CepeOpsHbiM,
B. I1. Yepneuxum u A. U. Kunpuanoseim B 1950 1. [3, 4]. 310 OBLT MEpBEIit
CHUHTE3 aHTHOMOTHKA, BhIoaHeHHbBIH B CCCP.
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[Ilupoko wuccrenoBaINCh HYKJICO(GHUIbHBIE PEAKIUU 3aMelIeHHus (eHa3u-
HUEBHUX COJEH — AMHUHHPOBAaHUC aJIKPIJ'I(i]eHaSI/IHI/IeBI)IX conef/i, HUX KOHJACHCAIIUH
C KETOMCTUJIICHOBBIMU COCAMHCHUAMU U C YECTBCPTUYHBIMU COJIIMHU a30TUCTBIX
T€TCPOUUKIIOB. HpI/I 3TOM OBLIH IMMOJTY4YCHbI IUAaHWMHOBBIC KPACUTCIIU, IIPOU3BOI-
Hble (heHa3nMHa, HapuMep kpacutens 3 [5].
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3HaunTenpHAs cepus paboT TpoBeneHa ucxond u3  9,10-mmaneTwiau-
ruapodenaszuHa. [To cBOoMM cCBOWCTBaM OH TpECTABIsET COO0H THITMYIHOE apo-
MaTHYHOE COEIWHECHHE, KOTOPOE JIETKO HUTPYETCS, MPH XJIOPUPOBAHUU JaeT
MOHO- U JHUXJIOPIPOHU3BOAHBIC, IPUYEM 3aMECTUTEIh HaIpaBisieTcsl B B-10JI0-
xkeHue. Takum oOpa3zoM ObLT pa3paboTaH MeETOJ MPenapaTHBHOTO TOIYyYCHHs
2-HUTPO- U 2-aMHHO(]EHAZUHOB.

CuHres reTepoluKINIECCKUX coeqUHEHNH
AJIA ITOJTYUEHU A HIUAHUHOBBIX Kpache.ﬂeﬁ

Paboter A. WM. KunpranoBa u €ro COTpYAHWKOB, HaIpaBJICHHBIC Ha CHHTE3
[IMAaHMHOBBIX KpacHUTENeW, B 3HAYUTEIHHON Mepe pa3BHBAM XUMHIO HEOOXO-
TUMBIX TETEPOIMKINYCCKIX COCTUHCHUH [6].

E. 1. Cpra pazpaboTaiia OpUrHHaIBHBIE METOBI CHHTE3a MHOTHX MPOU3BO/I-
HBIX THAa30j1a M €r0 YeTBEPTUUIHBIX cojieii [7]. CHHTe3upOBaHbI 2-METHIOCH30-
THA30JIBI C Pa3HOOOpa3HBIMU 3aMecTUTeNsIMH B Oer3ompHOM siape (E. . Chrg,
. K. Ymernko) [7-10]. ITomy4deHsr 6eH3UMHAA305I6I ¢ PA3HOOOPA3HBIMHU 3aMECTH-
TENIsIMHU, B TOM 4HuClIe U reTepormkaniaeckumu (B. M. 3ybaposckuit) [11-15].
[lomydeHsl MUPUIUHBI U XWHOJWHBI, COAEpIKAIlUe 3aMECTUTENIN C TPOWHBIMH
CBSI3AMM B TOJIOKEHMSIX 2 U 4 W WCHOJb3yeMble IS TOJYUYEHHs] KpacurTenen
(I'. T'. Hsamoma) [16]. CuaTe3upoBaH 2-BHHHIIOCH30THA30J U IPyTHE OEH30THA-
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301bI, COJACPIKAIIHME 3aMECTHTCIM C JBOMHBIMU CBS3IMH B IOJIOKCHUU 2, U
M3YYCHbl PEaKIUUd MPUCOCIUHEHHS K HHUM HYKICOQUIBHBIX pPEarcHTOB
(A. 4. Unpuenxko) [17].

[TosydeHbl HOBBIE TPEXbSICPHBIC KOHICHCUPOBAHHBIC T€TEPOIIUKIIBI: THA30-
JIOXUHOKCAJIMHBI, TPUA30JI0-, MUPa30Ji0- U uMuaazodenzoruaszonsl (C. I'. dpun-
MmaH) [18]. Cucremaruueckue UCCICIOBAaHUS MIPOBEICHEI B 00JaCTH KOHIICHCH-
POBaHHBIX a30TCOJACPIKAIIMX METEPOIMKIOB — OEH300MCTHA30JI0B, OCH300MCOK-
Ca30JI0B, OCH30AMMUPPOJICHUHOB. [lONYYEHBI TETEPOIUKIMUCCKUE aHAIOTH
n-TUMETHIAMHUHOOCH3aIbAerIa (ypaHOBOrO, THUOPEHOBOTO M CeJICHO(EHO-
Boro psnoB (D. A. Muxaitnenko) [19].

BriepBbie mony4eHbl HEKOTOPBIE KOHACHCUPOBAHHBIC TE€TEPOLUKIIBI, COACP-
JKallyue SAPO THA30Jla, HAPUMEP THA30JOMUPUIUHBI, a TAaKKEe ME30MOHHBIC
azorcomepkamue rereporukiasl (H. H. Pomanos) [20]. Iloka3zano, 4ro mpu
B3aMMOJICHCTBUHU 0-aMHHOA30JIOB, B KOTOPBIX OTCYTCTBYET TAyTOMEPHS MEXKIY
SHJIO- M JK3OIMKIMYESCKIMH aTOMaMH a30Ta, ¢ m-OpoMarierodeHOHaMH 00pa-
3YIOTCS ME30MOHHBIC KOHJCHCHUPOBAHBIC —a30TCOACPIKALINEC TIETCPOIMKIIBI
(A. T'. Maiinanuuk) [21].

HccaenoBanus B 00,aCTH NUPOHOB, COJIeH MUPUJINS,
HX THO- H CEJICHOAHAJIOTOB M H€H30rOMOJIOTr0B

B 60-e rr. monMMeTHHOBBIE KPAacHUTENd Ha OCHOBE COJIEH MHUPWIMA U UX
reTepoaHaloroB OCTAaBAINCh MAlI0 HCCIENOBAaHHBIMH, XOTS OT WX H3YUYCHHS
MOJKHO OBLIO OXHJIaTh HOBBIX 3aKOHOMEpPHOCTEH IIBETHOCTH, & TAK)KE CBOMCTB,
MOJIE3HBIX JUIS PsJla HOBBIX OTpaciiell NMPHUMEHEHUsS, B MEpPBYI0 OdYepenb UL
nmazepHoil TexHukH. OcTaBaguCh HE HM3YYEHHBIMH CHUCTEMaTHYEeCKH U CaMU
KHCIIOPOJ- U CcepycoJiepiKalllie MIECTUYICHHBIE TeTEpOIUKIbl. AHATOTHYHbIC
MIPOM3BOHbIE CeJieHa ObITN MPaKTHYECKH Hen3BeCTHRIMU. A. V. TomMadeBbIM C
COTPYIHHUKAMH TPOBEACHBI MCCIIEOBAHUS B OOJNACTH CHHTE3a, XUMUYECKUX U
(PM3UKO-XUMUYECKUX CBOMCTB NMHUPOHOB M COJEH MHUPWINA U UX TeTepoaHa-
JIOTOB C IIeNBI0 JaJbHEHIIEro HCIOJIb30BaHMUsS COEAMHEHUH 3TOro THHa B
CHHTE3€ IMOJIMMETHHOBBIX Kpacuteneil. Oka3anoch, 4To Iu(TIPONUHWI)KETOHBI B
MPUCYTCTBUU OCHOBHBIX KaTaJIH3aTOPOB CIIOCOOHBI MPHUCOETUHSITH CEICHOBOIO-
pon ¢ oOpa3oBaHHEM NPOM3BOJIHBIX PaHEE HEU3BECTHOW TeTePOLUKINYECKON
cucTembl 1-ceneHo-y-mupoHa. B cinydae rentaannH-3,5-0Ha-4 ¢ BBICOKUM BBIXO-
noM oOpasyercst 2,6-muMmerni-1-ceneHo-y-nmupoH. B ciydae xe 1,5-mudennn-
NeHTaHKH- 1 ,4-0Ha-3 0HOBPEMEHHO ¢ 2,6-auheHn- 1 -ceneHo-y-mmpoHoM 00pa-
3yeTcs Takke 2-0eH3uIuIeH-3-0Kco-5-penun-2,3-nuruapoceneHodex [22].
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Hatinen oOmuii myTh MOMydYeHHsI paHee HE M3BECTHHIX 2,0-amapui-, 2,4,6-
Tpuapui- U 4-ankui-2,6-auapui3aMelieHHbIX COJICH CeNCHOMUPUINS, 3aKII0-
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YArOIIUNCSA B 00pabOTKE 3aMEIICHHBIX MTEHTAHINOHOB CMEChIO CEJIEHOBOOPOIa
¢ XJI0poBOAOpOIOM [23].

Usyuensl crnextps SIMP 'H, 3IeKTpPOHHOE CTpOGHHE, OCHOBHOCTh 2- H
4-IMPOHOB, THO- M CEJICHOMMUPOHOB M MX PEAKIIMOHHAS CIOCOOHOCTH [24-28],
a TaK)KE PEAKIIMOHHAs CIIOCOOHOCTh MUPUIIMEBBIX U OCH3OMUPHINCBBIX COJCH

[29-31].
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Xumus MNUPUMHUIUHOB U TYPUHOB

[Mox pykxoBoactBom B. M. UepkacoBa BBITONHEH UK PadOT MO XUMHH
MUPUMHUINHOBBIX U IyPHHOBBIX I'€TEPOLMKIIOB. BriepBrIe Mccie0BaHO B3aUMO-
NCWCTBHE aKTHBHBIX METHJIBHBIX TPYII METWINUPUMHUAWHOB C XJIOPAHTHIPHU-
JamMu KapOOHOBBIX KHCIOT [32].
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[lomydeH HOBBIM THI KETOHOB MHPHUMHUIMHOBOTO psfa W H3ydYeHa WX
TayToMeprsa. AKTUBHOCTh METHJIBHBIX TPYIIT B METHIMUPUMUINHAX H3ydeHa
TaK)Ke B peakiuyl ¢ JUMeTmIaneTaieM anMeTmidopmamuaa. CHHTE3UpOBaHBI
PEaKIMOHHOCTIOCOOHBIE E€HAMUHBI MUPUMHUINHOBOTO psifa (AUMETHIaMHUHO-
BUHWIMMAPUMHINHBI) M Ha WX OCHOBE — HOBBIE MPOW3BOAHBIE MHPUMUINHOB:
KETOHBI, THOAMH/IBI ¥ 3aMETIeHHbIE THPUMHUINHUITYKCYCHBIE KUCIIOTHI.

Bnepsrie B CCCP mory4eHs! 3TalOHbI ITATOKMHUHOBON aKTHBHOCTH — KHHE-
THH (6-bypdypunamuHOypuH, WK 6-QypdypuIageHuH) U 6-0OeH3UIaMUHO-
IypHH — W HOBBIC THIHBI IMUTOKWHWHOB ((UTOrOpMOHOB). Cpemu IMOCIeIHUX
HaleHsl Oojiee aKTWBHBIC COCIWHCHUS 110 CPaBHEHHMIO C dTajoHamu [33].
B pesynprare m3ydeHUs MUKIM3AIMA aMAHOTIMPUMHUINHOB yCTAHOBIICHBI (paK-
TOpBI, BIHMAIOIINE HA HAMpaBlieHME PEaKIUd W BBIXOIBI COOTBETCTBYIOIIMX
mypuroB (JI. K. Kypunenko) [34].

UccnenoBana peaknuss aMUIMHOB KapOOHOBBIX KHCIOT C aibJETHIaMI.
Peakmus mpoxomut ¢ oOpazoBanmeM 1,2-TUTHAPO-cuM-TPHA3HHOB TIO CXEME
IUEHOBOTO CHHTE3a. OTOT METOJ BIIEPBBIC HCIONB30BAH IS TOTYUYCHHS
MUPUMUINHOBBIX coeluHeHUH. HalineHsl peakiuu nepeaMuHUpOBaHHS a30Me-
TUHOB ¥ KETUMHHOB aMUJANHAMHU KapOOHOBBIX KHCIIOT, B Pe3yJbTaTe KOTOPBIX
oOpa3zyrorces Takke 1,2-TUTruApO-cum-TpHa3uHs [35].
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[Tomyden HOBBIN THHI TeTepuapopMa3zaHOB — HECUMMETPHYHBIEC MHPHMHUTHU-
HUTapmiopMazaHbl U CHMMETPUYHBIE MHPUMUINHII-2-hopMazansl. Ocyie-
CTBJICH AWCHOBHBIN CHHTE3 ¢ (hopMazaHaMH, comepkamuMu GpparmenT 1,2,4-a3a-
nueHa-1,3, KOTOpBIA TpH B3aUMOACHCTBHH € A(HUPOM alleTHIICHIUKApOOHOBOM
KHCJIOTHI B pe3ynbraTte 1,4-IUKIONPHCOeNNHEHHS MPUBOIUT K MPOU3BOIHBIM
1,4-murunpo-1,2,4-tpuasunoB (M. A. Hacwip) [36]. CuHTE3MpOBaHBI THAITUKIIO-
(danbl mupumuaraOBOTO psina (T. A. Jlamesckas) [37] u B KadecTBE JICHKOOCHO-
BaHWH CBOOOIHBIX PaTUKAIOB — aHAJIOTH MUGEHITTUKPIITHIPA3HHA, KOTOPbIE
CoJepKaT MHPUMHUANHOBBIE HUKIBI — N,N-TudeHnTHIpa3nHONTNPUMHUINHEL.
[Ipn B3anMOIEMCTBIN OKCATMIIXIIOPH/IA C aMIHONTMPUMHIMHAMH TTOJTY9IEHBI THPH-
MUIMHAIN30MAAHATHI, XJIOPAHTUAPUABI MTUPUMUIHHUIOKCAMUHOBBIX KUCIIOT H
MIPOIyKTHI uX Tipeodpazoanuii (M. B. bonapiper) [38].

CUHTE3UPOBAaHbl YCTOMYUBBIE AHUOHHBIE G-KOMIUIEKCHI U3 S-HUTPOIUPHUMHU-
IMHOB C aHMOHAMH areToHa M arerodeHoHa. [lokazaHo, 4TO MpH PEUUKIHU-
3aliy MHPUMHIAHOBEIN UK T0J] BIMSHUEM KapOaHMOHOB M CHIIBHBIX OCHO-
BaHWH TpeBpamiaeTcs B NMPOW3BOJHBIE NMHUpUANHA W OeH3oia. B pesymbrare
ANKWITUPOBAHMS aHHOHHBIX G-KOMIDIEKCOB MAPHUMHINHOBOTO psiia obpa3yercs
HOBBIH THUN AUTHAPOIMPUMHIUHOB, COJIEPKAIIANA HUTPO- M aJIKAIBHBIE TPYIIITEI
B TIOJIOXKEHHUU 5, KOTOPBIE OKUCIAIOTCA B TPYAHOAOCTYITHBIE S-aJIKHITHPUMHU-
munsel (I, S1. Pemennnkon) [39].

Hogble npeBpaiieHusi THOAMHUAOB ¢ AKTUBHOI MeTUJICHOBOM
rPYNIoi B NPOM3BO/IHBIE A30TCOAEPKAIMX IeTepOIHKI0B

B 1960-x rr. I1. C. Ilenskuc u ero corpyauuxu (P. I'. Iybenko, B. M. He-
wroeB, A. H. bopucesnu, A. JI. I'pabenko) mokasaiu, 4TO THOKapOaMOWIIH-
pOBaHHE apWIM30THOLMAHATAMH HATPUEBBIX MPOU3BOJHBIX COEANHEHUH, KOTO-
pBIe colep)KaT aKTHBHYIO METWJICHOBYIO TPyHIy (HampuMep IHaHyKCYyCHOTO
s¢upa [40], amermnanerona [41], (apuicynbdoHuI)areTUI(IUaH)METaHOB
[42, 43]), sBsercst OOIUM METOJIOM CHHTe3a (PYHKIIHMOHAIH3HPOBAHHBIX THO-
aleTaMuiOB Pa3IMYHOTO CTPOCHHS. BBIIO yCTAaHOBIEHO, YTO 3TH THOAMHUIBI
SBIISIFOTCSL MONMU(DYHKIIMOHATBHBIMA COCJMHEHHUSMH, CIIOCOOHBIMH BCTYTATh B
peaknuu Kak ¢ 3JeKTpoduiiaMH, Tak W ¢ HyKIeopuiamMu. ITO 00yCIOBUIO
IIMPOKOE TPUMEHEHHE YKa3aHHBIX PEareHTOB [UII CHHTE3a DPa3HOOOPa3HBIX
TeTEepPOLIMKIIOB.

A. H. bopucesnu noxa pykoBojctBoM M. O. JIO3UHCKOTO BIIEPBBIE MOTYUNIT
N-apuii-3-0kco(THOKCO)-2-(heHUITaAMUHOMETHIINCHOY TAHTHOAMUABl U U3Y4HII
WX peakIui KOHJACHCALMU U IMKJIM3alUU B MPOU3BOJAHBIE MUpa3oia (C Ipous3-
BOAHBIMH TuApasuHa), 1,2,4,5-cum-teTpazuna (c THUAPA3UHTUIPATOM), MHPH-
MurHa (C KapOOHATOM T'yaHWAWHA). DTUM CIOCOOOM ITOJTyYeHBI 3aMEIICHHbBIE

HOBOW KOHJIEHCHPOBAHHOM TETEPOIMKINYECKOW CHCTeMBbl — mupaszofo|3,4-c]-
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nupumuanHa. Mccmenoansl peaknuu N-apmir-3-0KCOOyTaHTHOAMHUIOB C OL-Ta-
JIOTEHKETOHAMH W JTHIXJIOpAIeTaTOM, KOTOPBIE TNPHUBOIAT K 00pa30BaHHUIO
2-apuaMuHO-5-(aTKOMIT)aporJI-3-alleTHIT-5-auITHO(GEHOB U TIPOU3BOTHBIX 2-
apIIaMHIHO-3 -aIleTHII-5-3TOKCUKapOOHMITHOGEHOB [44].

BrisicHeHO, YTO TpW HHUTPO3UPOBaHUHM N-apwii-3-0KCOOYTaHTHOAMHIOB
HUTPUTOM HATpUS B YKCYCHOW KHCIIOTE, HApSAY C THAPOKCHHIMHUHUPOBAHHEM
AKTUBHBIX METHJICHOBBIX TPYII ATHX COCIWHEHHWH, OCYIIECTBISETCS OIHOBpE-
MEHHasl TeTePOLUKIN3AINS THOAPIIAMHUAHBIX TPYII, MPOAYKTaMH KOTOPOM
sIBISTIOTCS 1-(6-R-0en3trazon-2-wmm)- 1 -ruipOKCHIMHIHO-2-TTPOTTAHOHBI — HCXOI-
HbIE€ COEAVHEHMs ISl CHHTE3a MaJIOM3yYEHHBIX MPOU3BOAHBIX 1,2,5-okcanu-
asoma [45].
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B. H. bpumyn coemectHo ¢ A. H. bopucesuuem u M. O. Jlo3uHCKUM
WCCIIEZIOBATIM PErHOCENIEKTUBHOCTh HUKIN3aluil N-apuii-3-okco0yTaHTHOAMU-
JIOB C TETEPOLUKINISCKUMH a30TcoiepKaluMu 1,3-muHykineodunamu [46—49]
W TIOKa3aJId, YTo U30MepHbie N-apuii-3-0Kkco0yTaHTHOaMUIbI, N-aJIKuil-3-apuii-
3-0KcO0yTaHTHOAMU/IBI TIOABEPTAIOTCSI aBTOKOHIEHCAWH 110 1 -amkui-5-(N-ankwi-
aMHHOTHOKapOOHM)-4,6-1uapui- 1,2-IUruIponupuIuH-2-THOHOB [47, 50].
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BMmecte ¢ xuMukamu-aHaJUTUKaMH XUMHUYeckoro Qakymnprera KueBckoro
yHuBepcutera uM. T. I'. [lleBueHko mox pykoBoAcTBOM 1. X. H. B. M. 3aiinieBa
MeTooM pH-meTpuyeckoro THUTpoBaHUS OBUIO IMpOBEAEHO H3MepeHue pKa
THOAaMUJIOB C aKTUBHOM METUJICHOBOM IPYIIION (RIN,RZN—3—OKCOHpOl‘[aHTI/IO—
aMHJIOB, 2-apWICyJIb(POHUITHOAIIETAMHIOB, 2-IIMaHTHOAIIETaMHI0B) [S1] 1 uc-
CJIEIOBAHO WX LHKIOALMIMPOBAHHE 3-apui-2-TponeHowaxjaopuaamu [52, 53].
Haiineno, 4tro mnpoaykTaMM peakuuu SBISIOTCS TPOU3BOJIHBIE 6-THOKCO-
nunepuanH-2-ona, 2,3-guruapo-4H-tuonupan-4-oma u nuruapo-4H-1,3-tu-
a3uH-4-oHa. 3aKOHOMEPHOCTH ITHX LUKIOKOHACHCAIMI MpoaHaIN3UpPOBaHbl U
CHUCTeMaTH3upoBaHkl B cTatbe [54]. Ha ocHoBe mpeaplaymux HccieoBaHUN

OnlIa pa3pa60TaHa npernapatuBHas METOAUKA CUHTE3a 5-0eH301I-6-METHIITHO-
3-3TOKCI/IKap6OHI/IJ'I,[[I/II‘I/I,[[pOHI/IpI/I,I[I/IH—2-OHOB U3 NOCTYIHBIX MCXOJHBIX COCOU-
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HEHUU — 3-OKCOMPOTAaHTHOAMUIOB M TUATHIITOKCUMETHIICHMaIoOHaTa [55].

EtOCH=C(COOEL),
PhCOCH,CSNHR —_—

EtOOC = COPh EtOOC _ COPh
Mel |
—_—
0) ITI S
R

(0) TTI SMe
R

BnepBrle mokazaHo, 9TO S5-0€H30MI-0-METHIITHO-3-3TOKCHKAPOOHMWIIATHI-
POTIMPHUANH-2-0OHBI CEIEKTUBHO PEarupyroT ¢ TeTePOLUKINIECKIMHU a30TCOIep-
xamumu 1,3-nuHyKneodmnaMu, obpasys MpH 3TOM psifi KOHACHCHPOBAHHBIX
MTOJIMIIMKJTMIECKUX TETEPOCHCTEM, B TOM YHCIIE W HOBBIX mupumo[2,3-d][1,2,4]-
Tpuazono[ 1,5-a|mupumunanaoB, mmpasonol,S-a]mupuno|2,3-d|mTupUMUIHHOB,
mupuno|2,3-d|mupuno[2’,3":3,4nupazomno[ 1,5-a JmupumuauaoB,  SH-mmupumo|2,3-
d]-tnazono[3,2-amupumunuaoB u 6eH3o[4,5 Jumunazo| 1,2-a|mupuno|2,3-d|nupu-
MuauHOB. OKazaiaock, 4TO S5-0€H30MI-6-METHIITHO-3-3TOKCHKAPOOHWITUTH/I-
POTUPHUINH-2-0HBI PearupyroT U ¢ azorcouepxkammmu 1,4-muHykineodunamu —
opmo-heHWICHINAMIHOM, OpmMOo-aMUHOTHO(EHOIOM U ATHICHIHaMUHOM. Peak-
U TIPOXOJUT KaK PEIHKIN3anus ¢ 00pa3oBaHHEM MPOU3BOAHBIX 3-(MMHIA3071-
2'-nn)-2-nupanoHa. [lo 3ToMy ke HaIlpaBIIEHUIO MPOXOJUT M B3aHUMOJEHCTBHE
5-06eH30MI-6-METHIITHO- 3-3TOKCUKapOOHMWIIIUTHIPOIIUPUINH-2-0HOB ¢ 1,5-111-
HykineopmwioM — 1,3-muamuHonponanoM [46—49]. Takum o0pazom, OTKpbHITa
HOBasi PEUUKIU3AIMI, KOTOpas MMeeT OOLIMil XapakTep W MOXKET HCIOIb30-
BaThCs KaK MperapaTuBHBIA METOJI CHHTE3a PaHee He M3BECTHBIX MPOU3BOI-HBIX
2-nupaHoHa.

CuHTe3bI OMOJIOTHYeCKH AKTHBHBIX reTepouunuKJI0OB

OmarM W3 croco0OB CHHTE3a YKAa3aHHBIX BHINIE COCAMHEHUH SBISETCS
IUKIIOAMINPOBaHNE THOAMHUIOB IPOU3BOIHBIMI HEHACHIIIIEHHBIX KapOOHOBBIX
KHCIIOT aleTHICHINKapOOHOBEIM  3(hUpPOM, MalleMHOBBIM aHTHAPHIOM,
a(upaMu MPOTHOIIOBOM KHCIOTH | Ap. [56]. B. H. bpumyn, A. H. Ecunienko n
M. O. Jlo3uHCKHiA BIEPBBIC IMOKA3AIH, YTO I MUKIOAMINPOBAHNS THOAMH-
JIOB MOYKHO HCIIOJIB30BaTh 3-apwil-2-MPOTNICHOMIXIIOpUILl [5S7-59] u ycraHo-
BWJIM, YTO 3TO B3aMMOJEWCTBHE WMeEET OOMMH XapaKTep W TMPOXOTUT KakK C
AIKIAYECKIMH, TaK W C [HUKINYeCKIMH TPOU3BOJHBIMH THOMOYEBHHBEI C
oOpazoBanreM N-aIMIITHOMOYEBHH M TPOM3BOMHBIX 2,3,5,6-TeTparuapo-4H-
1,3-tnasun-4-ona [60].

[IpenmymecTBamMu pa3pabOTaHHBIX METOJOB CHHTE3a MPOou3BOAHBIX 4H-1,3-
THa3UH-4-0HA SIBISIFOTCSA JOCTYIIHOCTh HCXOAHBIX COCIWHEHUMN, OJHOCTAJHMA-
HOCTb CHHTE3a, TEXHOJIIOTUYHOCTH MPOBEIEHIS SKCIIEPHMEHTA, BHICOKHE BBIXO-
161 (67—82%) 1 BO3MOXKHOCTH ITUPOKOTO BaphbUPOBAHMUS 3aMECTUTEINEH B ITOJIO-
JKeHUH 6 THmasmHOBoro Koubma. [locnmemunii (akTop WMEET CyIIecCTBEHHOE
3Ha4YeHHE MPH MTOUCKE OMOJIOTHUECKN aKTUBHBIX COETMHEHHH.

TecTsl Ha aHTUMHAKPOOHYIO aKTUBHOCTH TTOKA3aJH, YTO 2-apui-2,3-TUTHIPO-
4H-[1,3]tnazuno[3,2-a]0eH3uMUIa307-4-0HbI  SABJISIOTCS  MaJIOTOKCHYHBIMHU
coemMHCHUSAMH (B ombITax Ha O0enbix mMbimax JIJ{so 3200-3890 Mr/kT), KOTOpHIC
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MIPOSIBJISIIOT BBICOKYIO OAKTEPHUIMIHYIO aKTHBHOCTH (Ha ypOBHE CTaHIAPTOB —
nedrazuaumMa, nedorepasoHa U aMIUIMUIAHA) 110 OTHOIICHHIO K CTa(UIIOK-
KOKY 30JI0THCTOMY (S. aureus) u cuHerHoHoi nanodke (£. coli) [61]. Coenu-
HEHUS 3TOTO e KJIacca MOKa3alu 3HAUYNTEIBHYIO TepOUITUIHYI0 aKTUBHOCTh Ha
OJTHOZONBHBIX PacTeHUSX [62].

BrnepBrle momydeHa Tpylma paHee HE HCCICAOBAHHBIX OMOJIOTHYECKH aK-
THUBHBIX TPOU3BOJIHBIX |-aJIKOKCH-3-IHANKUIaMUHO-2-TIpOTIaHoa, 00JIaaato-
X 3HAYUTEIBHBIM yTepocTuMyiupytomuM neiicteueM (FO. B. Kopotkwuii,
M. O. Jlozunckwuit) [63—66]. IIpennoxkeH HOBBIH METOA MOMyYCHUS |-aTKOKCH-
3-IMaTKUIIaMUHO-2-TIPOTIaHOJIa B3aUMOJICHCTBAEM | -THATKUIIaMUHO-2,3-31I0KCH-
MpOMaHa ¢ TMEePBUYHBIMH W BTOPUYHBIMU CIIUPTAMHU B TMPHUCYTCTBUH KHUCIIOT
JIstouca (SnCl,, BF5+Et,0). B pesyibrare Moaudukanuu CTpyKTyphl B-aape-
HOOJIOKATOPOB HAWICH pSANl COCAUHECHUU, WUMEIONIUX YTEePOCTUMYIIHPYIOICE
JericTBue. BriepBble CUHTE3UPOBAH HOBBIM OPUTHMHAJIBHBIA YyTEPOCTUMYIUPYIO-
it npernapat agemon (1-amaMaHTHIITOKCH-3-MOP(hOIMHO-2-ITPOTIAHOTHIPO-
xnopuna) (4). AnemMon TPOSBIAET TakKe aHAIBTCTUYCCKUN, TPAHKBUIU3HU-
PYIOIIMHA ¥ HOOTPOIHBIA 3(P(GEKThI, YTO BBIFOJHO OTIMYACT €ro OT APYTUX
YTEPOTPOIHBIX CPEICTB. AJEMOJ MOTEHIIMATEHO MOXKET OBITh UCIIOJIB30BaH JIIS
nedenust 6one3Hu Anbnreitmepa [64].

CH,CH,OCH,CH(OH)CH,—N (0]
YAERY) 2 2 * HCI
4

AneMoI mposIBIISET BbIPaXEHHBIM KOHKYPEHTHBIM aHTaroHU3M I10 OTHOIIe-
HUKO K B-aﬂpeHOMI/IMeTI/IKaM, 4YTO HUMCECT MNMPUHIUNHAIBHOC 3HAYCHUC [JIA
KOMIIJIEKCHOHM Tepanuu poAoB. HecMoTpst Ha TO, 4TO ageModl ABIIAETCA CTPYK-
TYPHBIM aHaJIOrOM aHallpuJiMHa, OH IIPAKTHYCCKU HE BJIMACT Ha CEPpACUHO-
COCYUCTYIO JIEATEIIbHOCTh. Y CTaHOBJICHO, YTO aJeMOJI TIPOSBIISIET HEKOTOPYIO
B-anpeHOOIOKUPYIONIY0 aKTHBHOCTh U XOJIMHOMHMETHYeCKuid dddekr. Ane-
MOJI 3apErHCTPUPOBAH B YKpPaWHE M Pa3peilieHO €ro MPUMEHEHHE JUIsl CTHMY-
JIALIMY POJIOBOM AEATEIbHOCTH.

CI/IHTC3I/IpOBaHBI HOBBIC YCTBCPTUYHBIC COJIM adaMaHTaHCOACPKalluX
AJIKOKCHaMHUHOITPOIIAHOJIOB, KOTOPbIC MOKa3aJId 3HAUYNTEIIbHOC aHTUMUKPOOHOE
HeﬁCTBHe 1 IO IIOKa3aTeJIAM NPCBLIMIAIOT U3BECTHBIC ITPEIIapaThl O(l)HOKCElHI/IH,
¢dnykoHa3oi, ampoTepuiut [63—66].

CuHTe3bl CyJIl:(l)OHPlJ'ICOZlep)Ka].l[l/IX rerepouukK/jIoB

Hdnst cuHTe3a CyNnb(QOHMICOACPKAIINX TeTEPONUKINYECKHX COCTUHECHUH
WCIIOJIb30BAHbl Pa3JIMUHbIe TPOHM3BOAHBIE METHUIEHOUC(CYIL()OHMUITYKCYCHOM)
KHUCIIOTHL [67, 68]. Tak, TUHUTPUI METHICHONC(CYIb()OHMITYKCYCHOM) KUCIIO-
ThI B3aUMOJICUCTBYET ¢ JITWI(GopMUATOM € OOpa3oBaHUEM MPOIYKTOB 3ame-
menus C(1), C(5) umm C(1), C(3), C(5).

Peaknueli apmicynb()OHUIAETOHUTPUIIOB, JAUHUTPHIOB CYJIb(MOHUIAHYK-
CyCHOU U MeTuiIeHOUC(CyTb(POHUITYKCYCHON) KUCTOT ¢ 4-aMHHO-3-METUIITHO-5-
0KC0-6-R-4,5-muruapo-1,2,4-TpuasuHaMu  CHHTE3UPOBAHBI 7-amun0-3-R'-8-
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(R*-cynbdonnn)-1,4-auruaponupaszono[5,1-c][1,2,4]rpuasun-4-oHbl -
MEpBble  TPEJCTAaBUTENIM  TEeMHHAIBHBIX  CYJIb(OHOB, B  KOTOPBIX
TeTEPONMKINYECKHE SIpa CBS3aHBl HENOCPEACTBEHHO C AaTrOMaMH  Cephl
CyIb(GOHUIBHBIX TPy [69].

ApHITHIPA30HONIXJIOPHIbI TIINOKCHIIOBOI M IIaBeJIeBOH KHCJIOT
W apWITHAPA30HBI 3THII0BOT0 3GHpa GpPOMaANETHIITIHOKCHIOBOT
KHCJIOTHI B CHHTE3€ IeTePOUKIIOB

C. H. Kyxkototo, B. H. bongnapom, M. O. JIo3uHCKHM ¢ COTpyAHUKAMH pa3-
paboTaHbI JOCTYITHBIC CITOCOOBI TIOMYUYCHUSI apUIITHAPA30HOWIXJIOPUIOB TITHOK-
CHJIOBOW W IIABEJICBOM KHUCIOT W apHITHIPAa30HOB 3TWIOBOTO 3¢upa OpoMm-
AICTHITIMOKCUIOBOH KUCIIOTHI U TMPOBEACHBI PEAKIMU UX TeTePOLUKIU3AINH,
YTO JaJI0 BO3MOXHOCTh TOJYYUTh MHOTO a30T- U CEPYCOJICPIKAIIUX TeTEPOIIHK-
JIUYECKUX COCIUHCHUN, B TOM YHCIE COJEPKAIIUX pPa3IndYHble (YHKIHO-
HaJBHBIC TPYNIBL aMHHO-, a3WJ0-, W30(THO)IIMAHATHYI0, THAPA3UHHYIO U Jp.
[70-72].

Ha3BauHble BbIIIC THIBI COSAMHEHHMH SABIAIOTCS BaXKHBIMH CHHTOHAMHM IS
MOJyYEHUSI Pa3HOOOPA3HBIX KJIACCOB 3aMEIICHHBIX T'e€TEPOIUKIOB, 2 UMECHHO:
A-1,3,4-oxcagmazonona, 1,2,4,5-tetpasuna [73], xuHONIMHA, TeTpa3ona, 4-Trua-
30JMI0HA, TUPa30JI0Ha, UMHUAa30ma, 1,2,4-rpua3ona, 8-Tpua3suHOHA, a3€TUINHA,
nmuaaso[1,2-a|nupununa, wumunaszo[2,1-aJoenzotnazona [74], 2,3-guruapo-
1,4-0en3otnazunona-2, 2,3-muruapo-1,4-6eHsocenenasnHona, uMuaasol[2,1-b]-
Oensorrasoina [74], Tnaszono|3,2-a]6ersumugasona [74].

[TosrydeHbl HOBBIC TPOU3BOIHBIC OKCAIMA30Jia, THA30IMI0HA, 8-TPHa3HOHA,
[3,2-a]0en3uMmuaa3oTuazona u [3,2-b]0eH30THA30I0MMHUAA301a C OCTaTKaMH
apUITHAPA30HOB STHJIOBOTO 3(Hpa IIMOKCUIOBOM KUCIOTHI U apHITHIPAa30HO-
xyiopodopmuiia. [IpennoxkeHpl OpUrHHAIbLHBIC MaIOCTAMIHbBIE CIIOCOOBI CHH-
Te€3a TPYMHOAOCTYIHBIX TETEPOLMKIMUECKUX CHUCTEM THONHUpaHo[2,3-d|mupu-
MHUJWHA, 2,2'-3aMENICHHBIX TPOU3BOAHBIX 1,4-0€H30THA3NHOHA-2, THPUIA30JI0-
[3,4-aJmupumunnna, S-apun-5,6,7H-1,2,4-tpuazomno[1,3]tuazun-7-onos. Haii-
ACHBI HOBBIC OPUTHMHAJIBHBIC HAITPABJICHUA I'€TCPOLUKIIN3AIUN apUIITUAPAa30OHOB
STHJIOBOTO 3(upa OPOMOALECTHIITIMOKCHUIIOBON KHUCIOTHI B KOH/ICHCHPOBAHHBIC
reTePOLMKINYCCKAE CUCTEMBI THA30J00CH3UMK1a30JI1a U HOBBIC 3aMEIICHHBIC
MIPOU3BOIHBIC THA30JIa U OKcaTHoJaHa [73,74].

Xﬂopaﬂmupm[u apl/lJ'lI(lMl/lHOI.[IaBeJ'leBOfI u I[l/lapﬂJ'lHMHHOIIHXJIOpMaJIOHOBOﬁ
KHCJIOT B CHHTE3€ I'¢TCPOUKJIOB

B pa6otax O. B. Jlamkosckoii u A. ®. [1luBaHIOK, BHIIOIHEHHBIX MOJ PYKO-
BoactBoM M. O. Jlo3uHcKoro, pa3paboTaHbl NPOCThIE METOJBI MOTYUYCHHS
XJIOpaHTUAPUIAOB MOHOApUIIaMHUI0B maBeneBoﬁ KHCJIOTBI, apUJINMUOOUIIXIIO-
PUIOB IIABEJCBOW KHUCIOTHI M JIUXJOPAHTHUAPUIOB MOHOAPHUIDEHUIUMUHO-
IIaBeIeBOW KUCIOTHI. M3ydeHbl peaknuu WX HykieoQuibHOTO oOMeHa cC
JaNbHENIINMU XUMHUYECKUMHU TpeBpameHusMu B nsartuwieHasle O,S,N-coxep-
Kallyue TeTepOUUKINYeCKHe COSAMHEHUS Pa3iIMYHOrO CTPOCHHSA, B TOM HYHCIe
3aMmellieHHble 1,3-1ua3eTuAMHAUOHBI, 2,4-TIPOU3BOIHBIC A4-T1/1a30n1/1Ha, AMUIA30-
[1,2-a]oen3nmunasona, umunaszo[2,1-b]oersornazona u 1-tuazono[3,2-a]0eH3-
MMHIA30/1a, TeTpaszona, 2,4,6-Tpuokcorekcaruapo-1,3,5-S-tpuasuna, 2-0Kco-
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3-permnamuno-5,6-muruapo-1,4-oxcazuna [75-77].

BnepBrle CHHTE3UpPOBaHBI OMCAPUIMMHUIOMIXIOPUIBl AUXIOPOMATOHOBOM
KUCIOTHl [77]. Uepe3 Hamwuue TpeX PEaKIHOHHBIX IEHTPOB OHU SIBJISIOTCS
YAOOHBIMU CHHTOHAMHU JUIS MTOJYUYCHHUS LIEJIOTO Psa XUMHUYCCKUX COCAMHCHUN —
3aMelIeHHBIX (POCPOHOBBIX KHCIOT XHUHOJHMHA, 3,5-THapUiIMMHHO-4-XJIOPOIH-
pazona, Ouc(l-apui-5-TeTpa3oain)IuXIOPMETaHOB WIW MX HWMHHOIIPOU3BOJI-
HBIX, HOBBIX 3amemnieHHbIXx CH-kucnor. C ucnonb3oBanueM 4-apuiumMuHO-2,3-
JTUXJIOPXUHONIMHA (IMPOMEKYTOUYHOTO MPOAYKTa PEAKIUU OHCAPHIUMUIOWII-
XJIOpUJa AMXJIOPMAJIOHOBOW KHCIIOTHI) CHHTE3MpPOBAaHAa HOBas TeTEPOLMKIIH-
yeckas cucrema — 9,14-guruaporerpaszono[1',5':1,2]xunonunol3,4-b|xuHokca-
nuH. [lpennmoxkeH MeTox MONydeHUs 7-3aMEUIeHHBIX 2-XJIOp-2-3TOKCHKapOo-
Hui-2H-1,4-6en30trasun-3(4H)-0HOB ¥ HMCCIEIOBAaHBI MX PEAKIUU C HYKIIEO-
¢bunpHEIME areHTaMu. V3yueHbl XUMHUYCCKHUE MPEBPAIICHUS ITHX COCAMHCHHIMA
Y TIOJIYYCHBI HOBBIE CITUPOCOCAMHEHUS — 7-3aMeIIeHHBIC 3-THIPOKCU-2,3-AUTHI-
po-1,4-6en30THa3uH-2-cnupo-4-(2-okco-1'"-R-penmmmunazonuaua-5-o1sl) [78].

IeTepouuknuzanuu Ha ocHOBe 2-deHaAnMIUIeH-2,3-TUTHIPO-
1H-0eH3uMH/1230J10B M UX CTPYKTYPHUX aHAJIOTOB

M. O. Jlozunckum, U. b. /I3Bunuykom u O. B. BeinupaiineHko npoBeaeHbl pas-
HOOOpa3HbIe TeTEPOUMKIM3ALNN U PELUKIN3AUA Ha OCHOBE 2-(heHALMINACH-
2,3-murunpo- 1 H-6ersnmunazona (OIBU) u ero ctpykTypHBIX aHamoros [79—82].

Pa3paboran HOBBIN MeTO cuHTe3a DJIBM. Ha mepBoii ctanuu mpoBOIUTCS
alMIMPOBAaHUE 2-METWIOCH3MMHUA30/la apoOMJIXJIOpHAAMHU B IPUCYTCTBHH
TpudTHIaMyHa. Ha BTOpO# — moydeHHbIe MPOLYKTHI OABEPTalOTCs Ae3alMIn-
POBaHMIO NpU HarpeBaHuu c 1-OytanonoM wuiau MopdonnHOM. OOIMK BBIXOX
OJIBN 60—-89%.

- ArCOCI, (OAr
N NEt, N BuOH
Me — > / —
) TN,
N HN O
ArCOO —

H H
N N

— @i )—CH,COAr === @: —CHCOAr
N i

®JIBU ¢ 3aMemeHHBIMI THAPA3HHAME 00pa3yeT COOTBETCTBYIOIINE ATKUII-,
apui- U apowitruapa3onsl. Bzaumoneiicteue @JIbU ¢ deHmnruapasnHoM mpu
HarpeBaHUH B TPUPTOPYKCYHOM KHUCIOTE HE OCTaHABIMBAETCS Ha 0Opa3OBaHUU
(eHmITHIpa30Ha, a JIETKO COMPOBOXKIAETCA WHAOIM3AIMEN IO CXeMe PeaKIuu
dumepa ¢ obpazoBanueM 2-(2-apunuHaoin-3-un)- 1 H-6enzumunazonos. B3au-
moxeiicteue @®JIBU ¢ apowrruapazunamu npu 200 °C mpoxomut uepes
apOWJITUIPA30HBI, KOTOPHIE UKIN3YIOTCS ¢ 0OpazoBanueM 2-(3,5-muapuimnupa-
3071-4-m1)- 1 H-0eH3uMu1a30510B.
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[onyyennsie w3 @®JBU Oenzomnruapazonsl 3>(QQeKTUBHBI B CHHTE3E
2-(1,2,3-tnaguazon-5-un)- u 2-(3-apunmnupazon-4-un)- 1 H-6eH3umugazomnos.
[lepBbie 00pa3ylOTCS MpH B3aMMOICHCTBUH C THOHWIXJIOPHIOM, BTOPBIE — C
JUMeTHIIaneTaneM JUMETHI(OpMaMHUaa.

TpexxkoMnoneHnTHas nukiokonaeHcanuss OJIbBH ¢ apoMaTHUYECKUMU ajble-
TUJaMH 1 MOYEBHHOM IO cxeMe peakiuu buKMHEIIN MpOXOAUT B COJNSIHO-
KHCJIOM pacTBOpe W JAaeT O6-3ameuieHHble 4-apui-5-(2-0eH3UMUAA30InI)-2-
okco-1,2,3,4-TeTparuAponupuMHUIUHEI.

OxucnurenbHas ukiaokouaeHcanus ®JIbU ¢ o-amuHOTHO(DEHOIOM COTIPO-
BOJKAAETCS M30MEpH3alueid 1 gaet 3-apui-2-(2-6enzumunazomnin)-4H-1,4-6en-
30THa3uHBI ¥ (11H) u3oMepHeie UM 2H-1,4-0eH30THA3HHEL.

®/JIbU ynoOHBI 1iist cuHTe3a (QyHKIMOHATM3UPOBAHHBIX THpHIo|1,2-a]0eH-
3UMHa3070B. Tak, B peakusaX HUKJIOKOHJEHCALMU C MaJOHOHUTPUIIOM, TpH-
STHIOPTOMYPABBEUHBIM 3(QUPOM, STOKCUMETHICHMaTOHOHUTPHIOM M a3JIaKTo-
HaMHu 00pa3yloTcsi, COOTBETCTBEHHO, 1-aMHHO-3-apuii-2-1uaHo-, 1-apuin-4-apou-
2-(6eH3uMHa30I-2-1)-,  1-aMuHO-4-apoui-2-nmanonupuao| 1,2-a|oeH3umu -
azonsl u N-(3-apuin-4-6enzomn-2-okco-1,2,3,4-rerparuapornupuaol| 1,2-a|0ens-
MMUI23051-2-11)0CH3aMUIbI.

AnxunupoBanue kanueBblx coseit ®JIbU mpusomut k 1,4-nuapun-2-(2-
OeH3umuIa307)0yTan-1,4-1oHaM. OTH NPOLYKTHI IPH HarpeBaHUU C COJIs-
HOW KHCIIOTOH JIETKO LMKJIM3YIOTCS ¢ oOpazoBanueM 2-(1,5-nuapun-3-dypun)-
1H-6eH3uMn 12305108, a ¢ THAPAa3UHTHApPATOM HaroT 2-(3,6-auapun-2,5-aurum-
ponupuaazuH-4-un)- 1 H-OeH3uMuaa3onbl, KOTOpble MPH OEHCTBUH a30THCTON
KHCJIOTHI JIETKO OKUCISIOTCS 10 2-(3,6-nmuapuinnupunasun-4-mn)- 1 H-0en3umu -
a30JI0B.

[pu uccnenoanun ®JIBM u momydeHHBIX W3 HHUX COCIAMHEHHH OOHapy-
KEHBI U U3Y4EHBl HECKOJIIBKO HOBBIX CHIOCO0OOB I'eTEPOLMKIN3ANHN, KOTOPBIE HE
UMEIOT TPSAMBIX aHAJOTUH B XHMHUHM TETEPOIMKINYECKMX coequHeHud. Tax,
MPEIOKEH HOBBIMA MOJAXOJ K CHHTE3Y COEIMHEHMH C Y-HEe3aMEUICHHbIM MHUpH-
JWHOBBIM IIMKJIOM. B ero ocHoBe jexuT u3BecTHas peakuus ['andya ¢ oOpaso-
BaHueM 1,4-muruaponupuanHoB. HalineHo, yTo TUNU4YHAsA A1 HEe TPEXKOM-
MOHEHTHas] IMKJIOKOHAEHCAMsl TNPOXOAUT HETUNHYHO, €CIH B KauyecTBE
aIIBACTHIHOTO KOMIIOHEHTa HCHONb3yeTcs 4-(IMMETHIIaMHHO)O0CH3aIbAeTH I, a
B3aMMOJECHCTBUE OCYIIECTBISETCA B KHUIALIEH ykcycHoil kuciote. [Ipu Takmx
YCIIOBUSX 00OpazoBaHue coequHeHuil ¢ 4-(4-aumerwnamuHodenun)-1,4-murum-
POTIHMPHUANHOBBIM ITUKJIOM CONPOBOXKAAETCS apoMaTH3alyel 3a cYeT OTILeIuIe-
Hus N,N-IuMeTHIaHWINHA, YTO IPUBOAUT K COETUHEHHSM C Y-HE3aMEIIEHHBIM
MUPUAMHOBEIM IUKIOM. B 3TOH peakuuu B KaueCcTBE METHJICHKapOOHHIBHOTO
KOMIIOHEHTa MOKHO Hcnonb3oBats OJ[BU, ero cTpykTypHBIE aHANOTH (B KOTO-
PBIX TETEPOKOJIBIO MPEACTAaBICHO OEH30THA30IbHBIM, XHHOJIHHOBBIM, |-METHII-
OeH3UMHIA30IbHBIM MITH UMUIA30JbHBIM LIMKJIOM) U IUKJIOTeKCcaH-1,3-THOHBI.

B kauwectBe 1,3-N,C-aunHykneoduna TPUTOIHBI  3,5-TUMETOKCUAHHIIUH,
6-aMuHO-1,3-TUMETUINTUPUMUIUH-2,4-THOH, 5-amMuHO-3-MeTHII-1 -
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(eHMIIUPa3ol, METHI-P-aMUHOKPOTOHAT. Y CTAaHOBJICHBI 3aKOHOMEPHOCTHU
peakMy ¥ MeXa-HM3M apoMaTH3aliM, KOTopass TMpOXOJUT 3a CyeT
ne3apunpoBanus. B pesynb-Tare paspaboTaH mpemapaTUBHO YIOOHBIH U
o0ImMii  MeTox  CHHTE3a  Y-He3a-MEIIEHHBIX  (YHKIMOHATM3UPOBAHHBIX
COEIMHEHUI MUPUINHA, B TOM YHCJIe KOHJICHCUPOBAHHOTO C APYTUMH ITUKIAMHU
(XMHONMMHOB,  AKPUAWHOB, MTUPHUAO-[2,3-d|mupuMuauHOB, mHpa3oo[3,4-
b]nmupunuHOB).

Ha ocHoBe B3auMOAEHCTBUS MCXOAHBIX THIPA30HOB C ApPOMIIXJIOPH-
namMu, KapOoHOBbIMH KucioTaMu U JIM®A mnpu MOBBIIEHHBIX TeMIIEpaTypax
(150200 °C) paspaboran 3>pdekTHUBHBIA MeToN cuHTe3a 1-(S5-apuiImupasos-
3-mn)6ensumuia3osioB. HaiiieHo, 4To THAPa3MHONINM3HAS PELUKIN3AIH CTPYK-
TypHoro anaiora ®JIbU — 2-penanunuaen-2,3-qurunpodeH30THazona — mpo-
XOJUT 3HAYMUTENBHO Jierde, 0e3 alWIMpYIOIUX PpEeareHTOB M MPUBOAUT K
1,9-murunponupaszono[4,3-b][1,4]6en3oTnazuny.

OO6Hapy>XeHO MHULMUPOBAHUE PEUMKIN3alUN N-MOHO3aMEIIEHHBIX THIpa-
30HOB 2-(heHari- 1 H-6eH3uM1 1230108 allMiIMpPYIOUIMMH peareHTaMu. Peakimu
ONaroNmpHsATCTBYET MOBBIIICHHAS 3JIEKTPO(UIBHOCTD AllMIIMPYIOLIETO pearcHra,
W OHa OCYIIECTBISETCS TpPU JAEUCTBUH XJIOPAHTHIPHIOB M aHTHIPUIOB
KapOOHOBBIX KHCJIOT. Penmkimzainus npu MHULUUPOBAHUHU TPUPTOPYKCYCHBIM
AHTUAPUIOM HPUBOAUT K S-(o-TpuToparieTaMHHOAHWIMHO )TUPa30JIaM.

Takum oOpazom, HaipeHo, uro DJABU sBustoTcs HOCTYMHBIME H 3P deK-
TUBHBIMH pEarcHTaMH IMOJU(PYHKIMOHAILHOTO XapaKTepa W MHOTOIECTIEBOTO
HazHaueHus [79—82]. OHM NPUTOTHBI TSI CHHTE3a HOBBIX TeTEPOIUKINIECKUX
COEMHEHNH MHOTHX THIIOB.

XHUMHUA YACTUIHO THIPpUPOBAHHBIX A3UHOB

Hoctmwkenuss B xumun 1-QyHKINOHATBFHO 3aMEMICHHBIX T'€TePOKYMYIIEHOB
WCTIOJIB30BAHbI /ISl CHHTE3a YaCTUYHO THAPHUPOBAHHBIX MPOU3BOAHBIX 1,3-a3u-
HOB (TUPUMHUANHOB, 1,3-0kca3uHOoB, 1,3-THaznHOB). OOHAPYKEHBI HOBBIC BHYT-
PUMOJIEKYIISPHBIE MUKIH3ANUN |-(MMUIOMITHO )aIKIIITETEPOKYMYIJIEHOB, CTaB-
mvie 0a30d A CO3MaHMsS METOJOB CHHTE3a paHee HEW3BECTHBIX THIIOB 6-all-
KWIAICH- WA 6-MMUHO(YHKITHOHATN3UPOBAHHEIX 1,3,5-THamua3nHOB, MeE30-
uoHHbIXx 2H-1,3,5-tuanna3un-5-no-4-onatos, nepxiaoparos 1,3,5-tuaanazuHuii-
[2,3-b]0eH30KCa30MHUSA, a TakkKe IEpPBOro mpeacTtaBuTeNss N,S-comepka-
IUX YETBIPEXWICHHBIX TeTepmim3onnanatoB — 3-(1-amamaHTiun)-2-u301Ma-
HAaTO-2-TpUXJIopMeTIII-1,3-THaszeruanna [83, 84].

Halinen opurvHaiabHBIA NOAXOX K CUHTE3Y HOBBIX THUIIOB ISITU- U CEMHU-
YJIEHHBIX T€TEPOIUKIIOB C 3K30LMKINYECKOW TeTepOKyMYJIEHOBON TpyMIol —
2-m3onmanaro-1,3-6eH301MTHO(OKCOTHO)JIaHOB W 2-M30I1MaHaro- 1,3-6en3o0mu-
THENUHOB, KOTOPHIII OCHOBHIBAETCA HA paHee HEM3BECTHOM NMPHHIIUIE BHYTpPH-
MOJIEKYJISIPHOTO CY>KEHUS CEMHU- U JeBITHWICHHBIX TETEPOIHKIOB [84].

A. B. bons6yrom 1 M. B. BoBkOM n3y4eHBI BHYTPUMOJICKYJISIPHAS ITHKITA3a-
Ul CTPYKTYPHBIX M30MepOB |-(OyHKIIMOHATH3UPOBAHHBIX aJKUJITETEPOKYMY-
neHoB — N-ankminaeHkapoamMaTtoB u N-alKIIHACHMOUYEBHUH, KOTOpas OcCyIe-
CTBIIIETCSI 3a CUYET B3aMMOACWCTBUS 3JIEKTPOPIIBHBIX a30METHHOBOW WIIH
KapOOHIIIEHOHN TPYII ¢ apOMATHYECKUMH (TE€TEPOAPOMATHIECKUMH) SIPaMH C
00pazoBaHUEM HOBOH CBSI3M yTIepoa—yriepon [84].

Haiinena HOBast peakius TepMUIecKor murm3arui N-amkmmaaeH-O-apu-
kapOamaToB U N-ankuiuaeH-N'-apuIMOUeBHH, B KOTOPOH apoMaTHIECKOE SAPO
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BeICTynaeT B QyHKIun C-HYKICO(QUIBHOTO KOMIIOHEHTA. Y CTaHOBIIEHA POJIb
YCIOBUI U CTPYKTYpPHBIX (PAaKTOPOB, KOTOpBIE KOHTPOJIHPYIOT €€ MPOTEKaHHE,
BBISICHEHBI TMPEJEeNbl CHHTETHUYECKOrO0 NPHUMEHEHHs, a TakKXKe MpPeII0KEeHBI
HanOoJiee BEPOATHBIE CXEMBI IUKIH3AIui [85].

Pa3paboTansl MeTOABl MONyYEHUS HOBBIX YACTHUYHO THAPUPOBAHHBIX
TpudTopMeTHIZaMenieHHbIX OeH3| 1,3 |okcasnHoHoB, HadTo[1,3]oKCa3MHOHOB,
XMHA30JMHOHOB M OEH3XMHA30JIMHOHOB. [loka3zaHO, YTO peakuuu 2-TpHUranio-
reameTni-2H-1,3-0eH30KCa3MHOH-2-0HOB ¢ HYKJICO(QHUIBHBIMUA pearcHTaMu
SIBIIIIOTCS YTOOHBIMU METOJAMH CHHTE3a UX HOBBIX IPOU3BOIHBIX.

J11 MMHUHOAHAJIOTOB MHTEPMEIUATOB HUKIM3anuu N-ankuiauneH-O-apui-
kapb6amatoB — N-(1-apokcu-2,2,2-tpudtopatuin)-N'-apuikapOoguUMHUIOB —
HaliieHa peakiysl HeKaTaJUTHYECKOTO BHYTPHMOJIEKYJISIPHOTO aIlMIHPOBAHHS
OEH30IBHOTO siipa KapOOoaUMMUAHBIMU Tpynnamu. OOHapyxkeHo, 4TO (aKTo-
POM, KOHTPOJHPYIOIIUM OCYIIECTBIEHHE aTaKu KapOOJUMMMIHOW TPYIIBI Ha
ApOKCHJIBHBIA (DparMeHt, SBISETCS HYKICOPHIBHOCTH mocienHero. [lomyden-
HBI€ 3KCIIEPUMEHTANbHBIE PEe3yNbTaThl MOKa3adH, YTO LHUKIU3YIOTCS TOJBKO
KapOOJTMMMUIBI, COIEPIKAIIHE B MOJIOKEHNH 3 (DEHMITBHOTO S/Ipa IeKTPOHOIO-
HOpHBIE 3amecTUTend. Ha OCHOBaHMM MAaHHOW peakuuu pazpaboTaH MeETOx
CHHTE32 HOBBIX TUNOB 4-N-apuiaMuHO-2-TpudTopmerni-2,3-aurunpo-4H-
6ens[1,3]okca3suHOB.

IIpennoxken Meronm cuHTe3a N-apmwi(reTepui)-N'-MEeTOKCHKapOOHUITPH-
rajJoreHalleTaMUINHOB, OCHOBAaHHBIH Ha B3aWMOJEHCTBUM apuJI(TeTepu)-
amMuHOB C¢  N-(1-x7opo-2,2,2-tpuranoreHo))atuiuaeH-O-MeTiuikapbaMaTamu.
Pa3zpabotan o6muii nmpenapaTHBHO yIOOHBIM MOAXOJ K YaCTHYHO THUAPHUPO-
BaHHBIM TPUTAIOTEHMETHIICOAEPKAIIUM MUPUMUANHOBBIM CHCTEMaM, OCHO-
BaHHBIH Ha cnocoOHocTH N-apui(rerepri)-N'-MeTOKCUKapOOHMITPUTAIOTEH-
alleTaMUNHOB K BHYTPUMOJIEKYJIIPHOMY B3aUMOJEHCTBHIO 3a CYET 3JIEKTPO-
(GUIPHONH aTaku METOKCHKapOOHWJIBHOW TpYIIbI 10 apWiIbHOMY (TETEpHIIb-
HOMY) 3aMECTHUTENIIO, BBICTyMHaroneMy B GyHKIUH C-HYKICOPHILHOW COCTaB-
ssonien. [uxnmsanueit N-HaTHiI-N'-MeTOKCUKapOOHUIITPUTaJIOT €HAI[CTAMU -
JMHOB TIOJY4EHBl TPUTAJOreHMeTHI3aMelleHHble OeH3[/i]- n OeH3[f]xuHazonu-
HOHBI. B cBOIO ouepesb, Ha ocHOBE N-(pypo(THEHO, MHPA30JI0, U30KCA30J10)-
N'-MeTOKCHKapOOHMITPUTAJIOTEHAIICTAMUANHOB ~ CHHTE3HUPOBAHBI, COOTBET-
CTBEHHO, HOBBIE TPOHM3BOJHBIE (ypo[2,3-d|nupumMuant-4-oHOB, THEHO|[2,3-d]-
MUPUMUANH-4-0OHOB U H30KCa30110[5,4-d|mupuMuana-4-0HOB C TPUTAJIOTEH-
METHJIBHOM TPYTIION B MOJOKEHNUHU 2 TUPUMHUINHOBOTO sipa [86, 87].

I. C. Jlebenp 1 M. B. BoBk BIepBbIe HCCJICIOBAIM B3aUMOJCHCTBHUE
I-xnopankmireTepokyMmyineHoB u N-(1-xjopankmimieH)kapbamMaToB ¢ psSaoM
MpOU3BOAHBIX 2(3)-a3areTeprirykcycHbix kuciot [88]. Luknuzamnuei 1-xmopan-
KWJIU30IIMAHATOB C 3(UPaMU U HUTpUIAMH 2-TUPUII(0SH30THA30IMI)YKCYC-
HBIX KHCJIOT TMOJYYeHbI H30MEpHBIE TpH(TOpMeTMIIcoaepkamue mupuaof1,2-cl-
MUPUMUANHB U TmHpUMUI0[6,1-b][1,3]0eH30THaz0nbr [89]. llukmokonmeHca-
nuer 1-XJIopamKUIu30IIMaHaTOB U |-XJOpaNKUIKapOOIUUMHUIOB C TIPOU3BOI-
HeiMH 3-(1,2,4)-Tpra30iaMIyKCyCHOM KHCIOTHI MOJIy4eHbl H30MEpHBIE 1- 1 3-0K-
co(apumumuno)terparuapo| 1,2,4]tpuazono[1,5-clnupumununsl. TlokazaHo, 4To
1,1-muxnopankunuzonnanaTsl 1 N-(1-xyopankuinieH)kapbaMaTsl SBIAIOTCS
YAOOHBIMU DIIEKTPOPHUIBHBIMA KOMITOHEHTAMH T'€TEPOIMKIN3ANNN, KOTOpBIE
MPUBOJAT K T'eTEPOKOHACHCHPOBAHHBIM NMUPHUMHIUH-1-0HaM, a 1-XJjopayikui-
KapOOaMUMUIBl — K TeTepOKOHAeHCHpoBaHHBIM 1(3)-(N-apuiaMHHO)IUTHIPO-
MUPUMUTTHAM.
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Hailinena HOBas B XMMHUM I'€TEPOKYMYJIEHOB PEaKlds HETPUBHAIBHOM LUK-
Tu3aun 1 -XJI0panKuIKapOOAMUMUIIOB C TPUATHIAMHUHOM, Pe3yJIbTaToM KOTO-
poii sBiseTcs 0Opa3oBaHHE MUPHUMHUIOKOHACHCHPOBAHHBIX LBUTTEP-MOHHBIX
CTPYKTYp — 4-apui-6-MeTHI-4-TpUPTOPMETHII-2-TPHITUIAMMOHHO-3 ,4- TUTHAPO-
XHUHA30JIUHUIOB [90].

BrnepBeie ocymiecTBieHa IHUKIOKOHACHCALUS |-XJIOpaIKHUIKapOOIMUMHUIOB
C MIPOM3BOJHBIMHU a3areTepUIIyKCYyCHBIX KHUCIOT. Y CTaHOBIEHO, 4To N-(1-apwmi-
2,2,2-tpudrop-1-xmopatrin)-N'"-apuiikapOoIUUMUABl  PEarHpyIOT C TMPOU3BOI-
HBIMH 2-TIUPUANI-, 2-0€H30THA30JIMI- U 2-0€H3UMHUIa30IMIYKCYCHBIX KHUCIIOT,
o0pazyst KoHIeHcHpoBaHHBIE 1-(N-apHIHMMUHO)-3-TPUPTOPMETHITUTUIPOTTUPH-
MuauHbl. Hukausanus 1-xnopaikunkapOooauuMuaoB ¢ HATpuiaamu 3-(1,2,4)-
TPHA30JMITYKCYCHOM KHCIOTHI MPUBOIUT K 1-N-apHIMMUHOIIPOU3BOAHBIM, @ C
apupamMH 3TOH KHCIOTHl — K PEruou30MepHBIM 3-N-apHIMMUHOIPOU3BOJHBIM
[89].

[Ipu uccrnenoBaHUM XMMHYECKUX MPEBpalllEHH T'eTepOKOHIEHCHPOBAHHBIX
MUPUMUANHOB HAWACHBI paHee HE M3BECTHHIC perukin3anuu: 2,3-muruapo-1H-
nupuao| 1,2-clnupuMuanH-3-0HOB(THOHOB) TOJ AEUCTBHEM 0-OpPOMOKETOHOB H
STHIIOBOTO 3(hupa OPOMYKCYCHOHN KHUCJIOTHI B TIPOU3BOIHBIC 1,3-0KCa30JIMINHOB
u 1,3-THazonuANHOB; TeTepoKOHAeHCHpoBaHHBIX | H-3-tpuxiopmerni-4-
[IMaHOTTUPUMHUIMH- | -OHOB TIOJT ICHCTBUEM THApa3uHTUApaTa — B 1,2,4-Tpua3on-
3-un-2-rerepuinaeHaneTOHUTpuiIs [90].

B. A. Cykau, A. B. bonsbyT 1 M. B. BoBKk mpeanoxunu 1Ba METOA0JIO-
THYECKHUX TIOAX0/a K CHHTE3y HOBBIX BBICOKO(YHKIIMOHATM3UPOBAHHBIX ITPOU3-
BOAHBIX 2,3(3,4)-auruapo-1,3-a3un-4(2)-0HOB U UX KOHJIEHCHPOBAHHBIX aHAJO-
roB. [lepBblii U3 HUX SBIsSETCS BOIUIOMIEHWEM MpPHUHIMIA MOCTpoeHus 1,3-a3u-
HOBOT'O ITMKJIA MO cxeMme [5+1]-rerepormiin3anuu u 6asupyeTcs Ha peakiuu
JOCTYTHBIX 2-aJKuI(apui)aMUHO-2-MepKaNnTo- 1 -IHaHakpuIaMuaoB ¢ Kapbo-
HUIBHBIME coequHeHusMu [90]. B ocHOBe BTOPOTO JIEKUT HOBBIA BapHaHT
(hopMHUpPOBaHUS TETEPOIUKINIECKOTO siipa o cxeme [3+3]-muKIoKoHaeHC Ca-
LMY, KOTOPBIil ObUT yAaYHO pearn30BaH Ha MpUMepax B3auMoJIeHCcTBH 1-XJop-
ankwiusonuanatoB ¢ 1,3-C\N-, -C,0- u -C,S-OuHykineoGpWIbHBIMA pearcHTaMu
[90].

B pesynbraTe npoBeNeHHBIX SKCIEPUMEHTOB OMPOBEPTHYTHI JIUTEPATypHbIC
JTAaHHbIE OTHOCHUTENBHO CTPYKTYpHI MPOAYKTOB KOHICHCALMU 2-aJIKUII(apui)-
aMHUHO-2-MepKarTo- | -llnaHaKpuIaMHUIOB C ajJbJeruJaMi U KeTOHaMH U ycCTa-
HOBJIEHO, YTO B JEHCTBUTEIHHOCTH OHM SIBIISIFOTCS MPOM3BOIHBIMU O-aJIKHII-
(apum)amuno-2,3-quruapo-1,3-tuasun-4(1H)-ona. BiepBeie moka3ana BO3MOX-
HOCTb IPEBPALEHUS ITUX COCAMHEHHMU 0] AEUCTBHEM OCHOBAaHUMN B THUOJIATHI
6-mepkanTto-2,3-nuruaponupumunui-4(1H)-ona. Ilocnemuue nairor S-amkuiu-
pOBaHHBIE TIPOIYKTHI TIPH B3aUMOJICHCTBUH C TUMETHIICYIH(HATOM I OCH3UII-
XJIOPHUIOM, a TIpu 00pabOTKe pa3BEICHHON COJSTHOM KUCIIOTOM MPEBPAIIAOTCs B
ucxoaHble THasuHOHBIL. [lpu ankunupoBanum 2,3-aurunpo-1,3-tuazus-4(1H)-
OHOB 0-TQJIOT€HKETOHAMH, B pe3yJbTaTe PEHUKIN3AlNH THAa3MHOBOIO IHKJIA B
NUPUMUAVHOBBIN U MOCIEAYIOIIEH BHYTPUMOJIEKYJIIPHONH KOoHeHcanuu Topna,
oOpa3yroTcs mpousBonHbIe 2,3-muruaporueHo|2,3-d|mupumunni-4(1H)-ona.

[Ipu HarpeBaHNM B YKCYCHOW KHCIIOTe ObUIa OOHapy)XeHa HMX CKJIOHHOCTb
K TPEBPALICHUIO B H30MEPHYIO TETEPOLUKINYECKYI0 CHUCTeMYy 2,3-TUTHIpO-
teHo|[3,4-d|mupumunun-4(1H)-ona. JletanbHO M3Yy4eHO BIMSHUC TEMIIEpaTy-
PBI U IPUPOBI 3aMECTUTENEN Ha MMpOTEeKaHue 3Toro npouecca [91, 92].
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C uenplo CUHTE32a TPYIHOAOCTYIHBIX (PYHKIIMOHAIBHO 3aMEUICHHBIX 2,3-1u-
runpo-1,3-tnazun-4(1H)-0oHOB OBLIM KCCIIEOBAaHBI PEAKIMH | -XJIOPATKHIIN30-
nua”atoB ¢ N,N-IuxioankuiaMUHOLMaHOTHoaneTaMyuaamMu. [lokaszaHo, 4To B
ciyyae 1-xIOpOEH3MIM30IMAaHATOB 00pa3yroTcs coorBercTByromue 6-(N,N-
LHUKJIOATKHWIAMUHO))TPOU3BOAHbIE 2,3-auruapo-1,3-tnasun-4(1H)-ona. 1-Apun-
2,2,2-tpudtop-1-XJI0pITUIN30IMAHATEI, B 3aBUCHMOCTH OT CBOHMX 3JIEKTPO-
(UIBHBIX CBOMCTB, MOTYT AaBaTh KaK aHAJIOTMYHBIC THA3UHOBBIE TETEPOLMKIIBI
¢ TpU(TOPMETHILHON TPYNIIOH, TaK U MPOAYKTHl HEHUKINIECKOTO CTPOCHHS —
2-apui-3,3,3-tpudrop- 1 -unaHoTHOKpOTOHAMUABI [93].

Y CTaHOBJIEHO, YTO PETHOCENEKTUBHOCTD IMKIOKOHAEHCAUM 1-XJIOpalKui-
M30IMaHaToB ¢ 1,3-TMKETOHaMU M MPOU3BOAHBIMH 4-THAPOKCUNHpPaH-2-OHA
3aBHCUT OT CTPOEHHUS M30LMAHATHOTO KOMIIOHEHTa M MPUBOAMT K 3,4-muruapo-
1,3-0kca3uH-2-0HaM WIN CTPYKTYPHO H30MEpHBIM 2,3-muruapo-1,3-oxcasus-
4-onam. Ha ocHOBe mosTyueHHBIX TaHHBIX BIEPBbIE MPEATIOKEHA U pean3oBaHa
cxema cuHTe3a 3,4-nuruaponupumunud-2(1H)-oHoB (coennnennit bumxunen-
7M), KoTopast 6a3upyercsi Ha HUKIOKOHICHCANH |-XIO0pOeH3MIN301MaHaTOB C
Ne3aKTUBUPOBAHHBIMU €HAMUHAMH — 3(pHpamMu -aMUHOKPOTOHOBOM KHCIOTHI U
S,N(N,N)-HuTpokeTeHaneTaasiMd. B pesynpTare MOIy4YeHBI paHee TPYAHO-
JOCTYIHBIE |1-apun3amMenieHHbIe U (YHKIMOHAIN3UPOBAHHBIC MO MOJIOKEHHIO 6
MIPOM3BOAHBIE 3TOIM Ba)kKHOH rereponukindeckoi cucteMbl. CHHTE3MpOBaHHbIE
6-MEeTUNTHO-5-HUTPO-3,4-muruaponupuMuaua-2(1 H)-onsl sBustoTcss yaoOHBI-
MU CHUHTE3-0JI0KaMH IJIsl IPOBEACHHS PEAKUUi ¢ anupaTUIeCKUMHU U apoMaTu-
YEeCKUMH aMHUHAaMH, YTO TIO3BOJIMIIO MOJYYHThH Psl PasHOOOpPa3HBIX G-aMHUHO-
npou3BOAHbIX 3,4-muruaponupumuana-2(1H)-ona, koTopelie Mpyu HarpeBaHUH B
MPUCYTCTBUH CUJIBHOTO OCHOBAaHMS JEHUTPO3UPYIOTCS B NMPOU3BOJHBIE IUTO-
3uHa [93, 94].
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Hcnoab3oBanue NMPOU3BOAHBIX JJAKTAMOB B CHHTE3€ I'¢€TCPOLUKJIOB

OmHMM W3 HanpaBIeHHWH MPOBOJUMBIX B MHCTUTYTE WCCIENOBAHUHN IO XH-
MHU TETEPOIUKINYECKNX COEAMHEHUH SBIsieTCs pa3paboTKa METOJO0B CHHTE3a
a3areTepoIMKIIOB, COJAEPXKAIINX B CBOEH CTPYKType HACHIIMICHHBIH (hparMeHT.
K takuM coegwHEHUSM OTHOCSTCS KOHACHCHPOBAaHHBIE TETEPOIMKINIECKHE
CHUCTEMBl C OIHUM WJIH HECKOJHKHMH HACHIIIEHHBIMHA [HKIAMH, a TaKxke
®-aMHHOAKHII3aMEIIEHHBIE TeTePOIUKIIBl. JTH THITBI T€TEPOIMKIIOB TpPUBJIE-
KafOT BHUMaHHE CBOEH ONM30CThIO K MPUPOIHBIM COEAMHEHUSM, a TaKkkKe WX
pa3HOO0Opa3HBIM MCTIOIB30BAHNEM B KauecTBe (hapMalleBTHIECKUX IMPEraparos,
MECTHUIIUOB U JIp.

Cy1iecTByIOT /1Ba OCHOBHBIX IOAXO0Na K MOJYyYEHHIO YaCTHYHO HACHIIICH-
HBIX COEIMHEHWI STOr0 Kjacca — BOCCTAHOBIEHHE Te€TepOapOMaTHUECKUX
COCMHEHNH; WCIIOJIb30BaHHE B TETEPOLMKIN3AIMAX HACHIIEHHBIX (YHK-
[IMOHAJBHBIX TPOW3BOAHBIX. [ITOMOTBOPHBIM HamlpaBiIeHHEM B CHHTE3e Kak
MOJTMMETHIICH-, TaK U (-aMUHOAJIKWIBHBIX TE€TEPOIHKIIOB SBISETCS HCIOIB30-
BaHWE B Ka4eCTBE WHTEPMEIHNATOB TaK HA3bIBAEMBIX AKTHBHPOBAHHBIX (BopM
JTAKTaMOB — JIAKTUMHBIX M THOJAKTHMHBIX 3(HUPOB, arleTajeil TaKTaMoB, HMH-
JOWJIXJIOPHIOB U Ap. BhIcOkast peakonHasi CocOOHOCTh U JOCTYITHOCTh 3THX
COEIMHEHNH TO3BOJISIOT IHPOKO HCIIONB30BATh UX B TETEPOLMKINIAIIIX HIIH
Ha WX OCHOBE MONydYaTh COOTBETCTBYIOIINE IHUKINYECKHEC aMHUIUHBI U €HAMU-
HBI, KOTOPBIE TAKXKE SBISTFOTCSA IEHHBIMU MCXOAHBIMHI COSAMHEHUSMHU B CHHTE3E
Pa3HOOOpa3HBIX a3areTePOITUKIOB.

[IpumepoM ycCTIeNTHOTO HCTIONB30BaHUS YKAa3aHHOTO ITOAXO0JIa MOXKET OBITH
METOJ CHHTEe3a OCH3aHHEIMPOBAHHBIX |,2-TIOMTUMETHICHIIPON3BOAHBIX 1,3-1H1-
a3areTepoITMKIIOB. MeTo I 3aKiIovyacTcs B MUKIH3AIuu N-(2-rajoreHapwi)aMu-
OUHOB, WX N-anmi- u N-CyIb(OHWINPOU3BOIHBIX 33 CYET BHYTPUMOIIEKYIISAP-
HOTO apwirnpoBaHusi. VcxomHele coeTUHEHHS MOTYT OBITH MONy4YeHBI B OIHY
CTaIuI0 W3 JIAKTUMHBIX 3(QHUPOB WIM MUKIMYECKAX UMHIOUIXIOPUIOB U 2-Ta-
JIOTGHAaHWJIMHOB, 2-TAJIOTCHOCH3aMHIOB WK 2-TajJoreHOCH30JICYIb(OHAMHU-
noB. bt pazpaboTaHbI ABa IMyTH MX OUKIU3AIUH B MOJUMETHICHIIPOU3BOI-
Hble OeH3MMHAa30Jia, 4-xuHazonoHa H 1,2,4-Oen3tuaguasun-1,1-guokcuga B
3aBHCHMOCTH OT MPHUPOABI TAIIOTEHA, pa3Mepa HACHIIIEHHOTO IHKJIA ¥ HAIWIHS
AIEKTPOHOAKIENITOPHBIX 3aMeCTUTeNel B apoMaTHdeckoM siape. OanH U3 HUX —
TepMHUYECKas MUKIIM3ALKs, 3aKITI0YAI0IIAsCcs B HATPEBAHUH FICXOTHBIX COEIHMHE-
nii Beime 150 °C. Merox ymoOeH it cuHTe3a 1,2-TIOTMMETIIICHOCH3UMHU/T-
307108 ¢ aknenTopueiMu 3amectutessivu (K. I'. Hazapenxko, T. W. Ilupokas) [95],
a TaKoKe MIPOM3BOMHBIX 1,2-ToyrMeTHiIeH-4-XxrHazomona [96].
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Jpyroii myTh BKJIIOYAET HCIOJb30BaHHWE cUcTeMbl Cul-nuranm kak kara-
TU3aTOpa BHYTPUMOJIEKYIISIPHOTO apriaupoBaHus. Takoi moxxoy obecrieanBaeT
MpPEeKpacHbIe PEe3yNbTaThl IS OpPOMIPOM3BOMHBIX AMHIWMHOB M CyIb(HOHHI-
aMHUIMHOB. B 3TOM cily4ae IMKIM3alusl OCYIIECTBISETCS B MITKHX YCIIOBHIX
(80 °C, ameroHUTpPHI), a BBIXOABl KOHEUHBIX MPOAYKTOB MaJI0 3aBUCAT OT
pa3Mepa HaCHIIIEHHOTO NWKIA W HAIWYHS aKIENTOPHBIX 3aMeCTUTeNell B apo-
MaTHdeckoM snpe. KoMOnHMpoBaHHME ATHX BYX METOAOB JaeT BO3MOYKHOCTB
MOJYYUTh IIUPOKUHN CIEKTP MPOU3BOJHBIX 1,2-monumeTnies-1,3-aua3zarerepo-
IUKJIOB C Pa3TUYHBIMHM 3aMECTHTEISIMH KaKk B apOMAaTHYEeCKOM s/ipe, TaKk U B
HACBIIIICHHOM MOCTHKe. TaknuM 00pa3oM, IpOBEeIEHHBIC UCCIEIOBAHUS ClIEIaH
JIETKOJOCTYTTHBIMA 3TH TIPOW3BOIHEIC OeH3MMHIA30a, 4-xuHa3zonoHa u 1,2,4-
O6eHzoTnanuasuH-1,1-IMoKcHaa W OTKPBUIM IIMPOKHE BO3MOXKHOCTH Kak IS
MOWCKAa Cpelad HUX OHOJOTMYECKHW AKTUBHBIX COSAMHEHWH, TaKk W Ui WX
JANTbHEHIIero NCIOIb30BaHUsl B CHHTE3€ 0oliee CIOXKHBIX TeTePOIUKIMIECKIX
cuctem [97].

Nzydens! peakiny pelUKIN3aIIH C YIaCTHEM JIJAKTUMHBIX W THOJAKTUMHBIX
3¢upoB, a TakkKe NOJIYYEHHBIX HAa WX OCHOBE IMKIMYECKUX AMHUJAWHOB H
eHaMuHOB [98].

CHHTE3UpOBaHbI 2-XJI0p-2-3TOKcHKapOoHmI-4H-6er30[ 1,4 |tnaszun-3-0H61 [99],
M3 KOTOPBIX JIETKO TONYYaloTCsS pa3HOOOpasHble 2-apwil- W 2-TeTepHIIIPOH3-
BoxubIe [100-102].

S Cl
socl,
PhNHCOCH,COOEt ~ ——— @ ECOOEt
N~ ~o
H

Ho.ﬂyqeﬂne AUTHAPONIMPUINHOB

A. H. Koctiok u JI. M. Boso4HIOK BHECIH CYIIECTBEHHBIN BKJIAJl B METObI
(GYHKUMOHAIN3AMK AUTUApONMpUAnHOB. OHU IOKa3aly, 4TO S-He3aMelleH-
Hble 1,4-AUTUAPONIUPUIINHEI, KOTOPBIE B IOJIOKEHUH 3 HMMEIOT JIEKTPOHOAK-
LUENTOPHbIE TPYHIbI, MPUTOAHBI K 3IEKTPOGHIBHOH (QYHKIHMOHATU3ALNH.
N-benzun-3-unano-1,4-IUrUAPONUPUINH CENEKTUBHO aLMIMPYETCs TaKUMHU
BBICOKOAKTUBHBIMU peareéHTaMM Kak STHJIOKCATMIXJIOPU U TO3WIN30LUAHAT C
o0pa3oBaHMEM COOTBETCTBYIOIIMX MPOU3BOIHBIX. Ero ¢ocdopunupoBanue
JaeT BO3MOKHOCTh MOTYYHTH psia hocHopuiinpoBaHHBIX MPOU3BOIHBIX [103].
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N N
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Haiineno, 9ro 5-aMHHOMUPA30JIbI, S-aMHUHOU30KCA30J1, 2-aMHUHOTHA30JBl U
6-aMHHOYpalUIbl C BBICOKUMH BBIXOJIAMU TPUCOCAUHSIOTCS K N-OeH3miI-3-
IUAHTIHPUAMHARXIIOPUIY C 00pa30BaHUEM COOTBETCTBYIONMMX N-OeH3MiI-4-reta-
pui-3-mmmano- 1,4-guruaponupuanaos [104].

S NC
. 3N
N —
H N/k\

| t - S __
¥ o Nl
N R

CH,Ph

N—CH,Ph

A. H. Koctiok, /I. M. Bomousntok, /. A. CubrarynvH mokaszaiu, 9To O-XJIOpO-
B,B,B-TpudTopaTHIN30NMAHATET PEaTHPYIOT C O-METHI3aMEIICHHBIMHA CHAMH-
HaMHU B MPHUCYTCTBHU TPUAITHJIIAMHHA 1O [-TIOJIOKEHHIO €HaMWHa ¢ 00pa3oBa-
HUEM KapOaMOWIMPOBAHHBIX AaIlMJIAMHHOB, KOTOpbIE B TPUCYTCTBHHU BIArH
00pa3yroT eHaMUbl, NUKIU3YIOMIUECsS TOJ JEHCTBHEM CHIIBHBIX OCHOBaHHIMA
JABY unmu IBH B npousBoausie 5,6-quruaponupuanHoHoB-2 [105].

Me Me
)\/Z CF,CHCINCO N CF, DBU
N _— = /)\ .
( / NT Sal
0

. 0
> K n— N
Z=CN, COOEt, COMe, COPh
CF,

. M. Bomounrok, [I. A. Cubrarynue u np. pa3padoTand yaoO0HBIH 00mnid
METOJl CHHTe3a TPU(TOPMETHIICOAEPKAINX KOHICHCHUPOBAHHBIX TETEpPOIHK-
JIOB, 3aKJTIOYAIOIIMICS BO B3aUMOACHCTBHUM TPHQPTOP3aMEIEeHHBIX-1,3-arKeTO-
HOB C PSIOM DJIEKTPOHOOOOTAIIEHHBIX aMHHOTETEPOIHKIOB. Peakuns mpoxo-
JTUT PETHOCETICKTUBHO C BRICOKMMH BBIXomaMu [106].

F.C OH Q
Me Me .
o 0 R
e I~ — -
N NH, FC R! "N UNH,
R R

A. H. Koctiok, /1. M. Bonountok u JI. A. Cubratynun pa3pabotanyu HOBBIH
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MOJIX0X K CHHTE3y 4-Tpu(TOpMETHIMUPUAa3UH-3-0HOB, Oaszupyromuiics Ha
B3aMMOJICHCTBUU €HAMHUHOB C METHJIOBBIM 3(UPOM TPUPTOPIUPOBUHOTPATHOM
KHUCJIOTBl C MOCIEAYIOEeH LMUKIN3alNEeN MOJYyYEeHHbIX MPOAYKTOB C TUIpa-
3uHOM [107].

O OH
100 °C, 1 4 CF
PhCOMe + CF,COCOOMe ——>  py A
97% COOMe
0
F,C
NH,NH, * H,0 NH
3 N
HOAc  89%
Ph

Xumust cepycoaepikalx reTepoumKaoB

Hnst cuHTe3a pazHOOOPa3HBIX MOMU(TOPAIKMI3AMEIICHHBIX a30TCOAepKa-
HIUX TETEPOIMKIOB (MMPPOJIOB, MUPA30JIOB, TPHA30JIOB, YPALUIOB, MUPUMHIU-
HOB)  IIMPOKO  HMCHONB30BAINCH  1,l-IUTHAPONONUQTOPANKUICYIb(OHBI
(B. M. Tumomenko, 1O. I'. lllepmonosua) [108—110], Hanmpumep:

PhN=N
T SO,CH,Ph
H(CF,),CH,SO,CH,Ph + PANHNH, —— > HF,C N
NEt, N
Ph
R; . NaOCN, Re SO,CH,Ph
/ \ 1) Me3SIN3 NEt3 —
NN = RCFCHSOCHPh ——=  HN 0
a 2)HCl 2)HCl >N
0 H

[MonudropankaHIUTHOKAPOOKCUIIATEI B PEAKIUAX I[UKIOMPUCOCIUHCHUS C
JTUMETHIANCTUIICHANKAPOOKCHUIATOM JAI0T Mpou3BoaHbIe 1,3-nmutronos [111].

I[pu peakuuu B-monupTopaNKmi-B-UMHHOCYIL)OHOB € CEPOYIICPOIOM
B IIEJIOYHON cpefie C TMOCISAYIOMMUM TTOJKUCICHUEM COJITHON KHCIOTOM 00pa-
3yeTcsi CMECh 3aMEIICHHBIX 1,2-TUTHOI-3-THOHOB.

1)CS,, KOH Ry F,C )
R;CF,C(-NR)CH,SO,R —— 71
2) HCI S.

4-Drop-5-nomadropankmi-3H-1,2-muTroN-3-THOHEI 00pa3yroTCs MpH Harpe-
BaHWH 0., 3-HEHACHIIICHHBIX 3-OpoMauTHOA(HUPOB C deMEHTapHOH cepoit [112].

JWTHONTHOHBI XJIOPUPYIOTCS B MATKHUX YCIOBHSX C 00pa3oBaHUEM 3-XJIOp-
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THO-1,2-TUTHOIUEBBIX COJICH, KOTOPHIC JIETKO THAPOIH3YIOTCS ¢ 00pa3oBaHUEM
1,2-muTHO-3-0HOB, a IPU PEaKIUHU C aJTKWI- UK apUIIaMUHAMHU 00pa3yIoT Mpo-
AYKTBI 3aMCHICHUA 3K30HUKINYECKOTO aToMa CEPbl HA UMHUHOTPYIIILY — 3-umu-
HO-1,2-TUTHONICHBI.

Ry F R; F R,
>:<A\ cl, »zg\ H,0 —
S —_— +. —_—
N SNE7 > sa S<g

JIUTHONTHOHBI JIETKO OKHCISIOTCS Mema-XJIOpHAI0CH30MHOW KHCIOTOM
10 CyTb()UHOB, a TaKXKe OKHUCIIOTCS XJIOpaMHHAMH 10 CyJIb(HHUMHIOB
[113, 114]. IUTHUOATHOHBI KOHIECHCUPYIOTCS C THAPOKCUIAMUHOM M THApA3U-
HaMH, 00pa3ys OKCHMBI U THIPA30HbI.

Rg F R Rg

F F
»zg\ [0] — TsNNaCl

s S=zo
HzNOE/ \lizNNHPh
F

R, = HCF,CF,

IIpu peakiuu TUTHONTHOHA C 2 3KB. CyibpHUAa HATPUA C MOCIECAYIOIIAM
MIOJAKUCIICHUEM PEaKIIMOHHON cMecu oOpasyeTcss 2-MepKamnTOMpOU3BOIHOE
TPUTHUANCHTAJICHA, a TIOCJIe JOOABIeHUS K PEAKIIMOHHON CMECH METHIHOIUAA —
2-metuntuonpousBogHoe. [Ipu B3auMoAeNHCTBUM AUTHOJITHOHA C 3 3KB. CYJIb-
¢uma HaTpHU TOCTE TOJKUCIEHUS obpa3yercs 4-MepKalTOTHONHpaH-2-THOH.
OO6paboTka peakHOHHON CMECH METHIHOAMIOM NPUBOIAUT K 00pa3oBaHUIO
cmecu (1:1) mByx m3omepHbix THonmupantuoHoB (M. H. ®ecyn, B. M. Tumo-
menko, A. b. Poxenko) [115].
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Taxum obOpazom, p3.3pa60TaHLI METOJIBI CHHTE3a q)TopnoanbTopanKHHSa—
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MEIIEHHBIX 1,2-TUTHOJ-3-THOHOB, KOTOPBIC SBISIOTCS YIOOHBIMU HCXOIHBIMHU
JUTSI CHHTE30B HOBBIX ()TOPCOAEPXKAIIUX TETEPOIUKIOB C aTOMOM CEphI (IIU-
THOJI-3-OHOB, ~-UMHHOB, -OKCHMOB, -THPa30HOB, -UJIHJICHOB, -CyJIb(OUHUMUJIOB,
-CylIb(QUHOB, TaJIOTEH3aMEIICHHBIX IUTHOJIaHOB). [loka3aHo, YTO peakius
S-terpadropatun-4-prop-1,2-1uTHON-3-THOHA C CYJIb()UIOM HATPHUS TPUBOIUT
K (ropcomepkaimuM MPOU3BOIHBIM THOMHPAHTHOHAM WIIH TPUTHATICHTAICHY
(B. M. Tumomienxo, 1O. I'. llepmonosuq) [114, 115].

I'eTepouukan3anus Ha OCHOBE MOJHHHTPOAPOMATHYECKUX COeTUHEHU T

ITouck nyTteil mpeBpalleHusl MOTUHUTPOAPOMATUUECKUX COCTUHEHUN SABIIS-
eTCsl BXKHBIM C yYETOM HX MOCTymHOCTH. llokazaHo, 4To B-mukapOOHHMIBHBIC
MPOM3BOAHBIE TUHUTPO- U TPUHUTPOOEH30JIOB JIETKO MpeBpamaiTcs B (yHK-
[IMOHAJM3UPOBAHHBIE OEH30(YpaHbI MMyTeM BHYTPHUMOJECKYIISIPHOTO 3aMEICHHS
HUTpOTrpymIH [116].

NO, COR NO,
R
~ COR
o —— \
NO, 0O R

[peBpamieHns AU- WIK TPUHUTPOTOIYOJIOB B COOTBETCTBYIOIIHE AJThJICTHIbI
W TIOCJIEYIONIas Peakiys ¢ apujaMUHAMH MPHUBOJAAT K BHYTPUMOJICKYJISAPHOM
TeTepOIUKIN3ANUN ¢ 00pa3oBaHueM (QyHKIIMOHATH3UPOBAHHBIX WHIA3071-1-0K-
cuznos [117].

A30Tcoep:Kalnne reTepoIMKIIbLI Ha 0cHOBE (ochopruINpoBaHHBIX
HMUHOB M (PYHKIHOHAIU3HPOBAHHBIX reTePOIHEHOB

Pa3paboranbl cHHTE3Bl a30TCOAEPIKAINX TETEPOLMKIOB Ha OCHOBE (hocdo-
PUIMPOBAHHBIX A33aJUTMJIBHBIX CUCTEM. [lJIi KOHCTPYHpPOBaHMS TE€TEPOLIUKIOB
MOKHO HCHOJB30BaTh a3aajUIWIIbHBIA ()parMeHT, a30METHHOBYIO CBS3b HIIH
1,3-rerepomueHoByto cucreMy. Hamuune akxtuBupyromeir (hocopHOH rpymnmsl
B apuinaeHaMHHOpOCcPoHaTax 0OyCIOBIMBAET BO3MOXKHOCTH 1,2-H-ciBura u
TCHEPUPOBAHUS a30METUHHINIOB, KOTOPBIE JETKO 00pa3yloT MOHO- U OWIUK-
JMYECKHE MPOU3BOAHBIE (POCHOPUIMPOBAHHBIX MUPPOJUAMHOB IIPH B3aWMO-
nevicteuu ¢ munonspodmramu [118-120].

Br

TO(OEt)z CH,=CBr-COOMe (EtO)ZSOL—iCOOMe
Ph™ Ny

PhCHN—CHAr Ar
H

CrepeoceNeKTHBHOCTh MUKIONPUCOSANHEHHS 3aBUCUT OT criocoba reHepu-
pOBaHUS a30METUHWIMIOB. Hamuune B qunosspoduiie 0JHOBPEMEHHO aKTHUBHU-
pytoiero (COOR) u nykieodpyruoro (Br) 3amectutenell MO3BOJISET MOJNyYaTh
KOHJICHCUPOBAaHHBIC TPEX- U YETHIPEXUICHHBIC a30TCOICPIKAIINE TETSPOIMKIIBI
¢ parMeHTaMu aMHHO(POCHOHOBBIX U aMHUHOKAapOOHOBBIX KUCIOT [119, 120].
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[uknu3anusi UMHHOB € O.-MEPKANTOKapOOHOBBIMU KHCJIOTAMHU IO CBSI3H
C=N OTKpBIBacT IMyTh K MPOU3BOTHBIM THA30IHIOHOB ¢ (GOCHOPHUIHLHON TPYyTI-
moit [121-124]. PaspaboraHbl cHHTE3Bl (YHKIIMOHATHM3UPOBAHHBIX TETEPO-
JIMEHOB, UCTIOJIb30BAaHHBIX B MOJYYCHUH MATH- U MECTUUWICHHBIX TETEPOIMKIIOB
3a cuer peaknuii [4+1]- u [4+2]-muKnonpucoeuHeHus. TakuM IIyTeM MOKHO
nosrydath okcazadochommast [125-133], dochopumupoBaHHble OKCaTUA3HHEI
[134], muruapookca3suHbl U JUTHIPOOKca3oisl [ 133—135], Hanpumep:

0
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>rh <2O® g ccincorn B9 D—Ph
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Me,NCN
(RO),P(0)-CCI=NCOR ———»

Bricokast peakiimoHHasi CHOCOOHOCTH aKTHBHPOBAHHBIX MMHHOKapOOKCH-
JATOB TIO3BOJIIET HWCIOJB30BATh 3TH CHUCTEMBI IS aMHUHOAIKIINPOBAHUS
3IEKTPOHOOOOTAIEHHBIX TETEPOIMKIOB. TakuM IWyTeM CHHTE3MPOBAHBI, B
YaCTHOCTH, (PYHKIMOHATM3UPOBAHHBIE WHIOJBI, COAEpKammue (GparMeHThl
TpudTopananuna [136].

Ha ocHOBEe MMHIOMITXIIOPHAOB M MEPKANTOKAPOOHOBBIX KUCIOT pa3paboTaH
MIPOCTOH METOJl CHHTE3a OWOJOTHYECKH TNEPCIEeKTHBHBIX 1,3-0KcaTHojaH-5-
OHOB ¥ 3,1-0eH30KcaTHaH-4-0HOB, COMIEPKANTUX 3ANTUIIICHAYI0 aMUHOTPYIITY H
O TOPAKIIIBHBIH 3aMecTuTelNs ¥ aroMa C(2) rereponmkina. OCOOEHHOCTHIO
HOBOW TeTEPOLMKIN3AINH SBJISIETCS TO, YTO UMHUHHBIN aTOM yTJepona BBHICTY-
maeT B KadectBe 1,l-amekTpodmia, a kapOOKcHiabHAs (QYHKIOHS pearupyeT
csouM O-HyKiIeohuIsHEIM IeHTpoM [137].

0
0
/\( HSCH,COOH HSPh 0
S .0 <——— CF,CCIENCOPh ——> CF,
g~ ~NHCOPh
F,.C NHCOPh

IMokazano, 4to B3anMoOJCiHCTBUE CYNbOOHWINMUHOB TPUPTOPIUPYBATA C
dbochutamMmu TPUBOAUT K OKcazadocholMHaM ¢ TMATHKOOPIHMHUPOBAHHBIM
aToMoM Qocdopa, KOTOpbIe CIIOHTAHHO MEPEerpyNITUPOBBIBAIOTCS C MEPEHOCOM
CyNnb(GOHMIBLHOM TPYIIBEI OT a3oTa K yriepomxy ¢ ooOpazoBanmeMm C-cymbdo-
HUJIBHBIX TIPOU3BOMHEIX TpudTOopantanwHa [132].

CHHTe3bI reTepOINKINYeCKNX COeTUHEHMI C TOMOIIbIO PeaKIuid
3JIeKTPO(PUIbHONH BHYTPUMOJIEKYISIPHOM HUKIU3aluu 0J1epuHOB

506



H allCTHJICHOB

B pesynbpTaTe mpoBeCHHBIX UCCIEIOBAHUN YCTAHOBICHO, YTO PEAKLIUU MPO-
M3BOJHBIX 2-aJIWI-, 2-UMHHAMUI-, 2-TIPONapTHITHCHOMUPUMHUANHA, KOTOPHIC
MPOXOJAT MPHU YYaCTUU IIEKTPO(UIOB, MOKHO HAIMPABUTh B CTOPOHY 00pa3o-
BaHUs aHTYJISAPHBIX (O] NeicTBHEM Hoja, OpoMa, JUOKCHIA CEJICHA U rajiore-
HOBOJOPOJHBIX KHUCIIOT) WU JIMHEUHBIX (IO NEHCTBUEM KOHLICHTPUPOBAHHOM
CEpPHOM KHUCIOTHI) MPOU3BOAHBIX THUA30JUHO-, TPUTHAPOTHAZUHO-, THA30JIO-,
JTUTHIIPOCENICHOTHAa3NHOTHUEeHOTMpuMuIiHA [138].

YCTaHOBJICHBI 3aKOHOMEPHOCTH apHJICYIb(CHUIXJIOPUPOBAHUS UTsSL psijia
S-alKeHUN- U S-alKUHWI3aMEIICHHBIX JU-, TPHU-, TETPaa30TCOACPKAIIUX TeTe-
POLIMKJIOB. B HEMOMSIpHOM pacTBOpUTEIEC MPOXOIAT MPEUMYIIECTBEHHO peak-
MU ¢ 00pa3oBaHUEM MPOAYKTOB SJICKTPOPMILHOTO MPUCOCTUHCHHS TPOTHB
npaswia MapkoBHUKOBa. B mosspHOM pacTBopHTene 00pa3yroTcs mpeuMyie-
CTBEHHO MPOAYKTHI BHYTPUMOJICKYJISIPHOW IUKIU3ALMUUA MO MpaBuily Mapkos-
HUKOBA, MPUYEM C KOJIMUYECTBEHHBIMU BBIXOJAMH, €CIH B PEAKIIMOHHYIO CPEILy
BHOCHUTH J00aBku mepxyopara autus (B. M. Cranunen, A.W. BackkeBuy,
P. U. BacbkeBuu) [139-143], nanpumep:
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Uzydensl peaknnn HyKIe€O(QHUIHFHOTO 3aMeEIIeHHsS TajJOTeHOB B IPOAYKTaX
OpoMo- ® wWomonuKIM3auu 2-(2-mporenunTtro)-4(1H)-xnHazonmHoHa 1107
JIEUCTBUEM aMUHOB WJIHM KAJIMEBBIX COJIEH TeTepoapoMaTHYECKUX THOJIOB. B pe-
3yJbTaTe TOJMy4YeHbl (YHKIIMOHAIBHO 3aMEIIeHHBIE MPOU3BOJHBIE THA30JIO-
xuHa30MHOHA. OOHApYKEHBI AHTHOKCHIAHTHBIE CBOMCTBA ¥ TIOKa3aHa CITI0CO0-
HOCTb CHHTE3MPOBAHHBIX COCIWHEHHH MPOSBIATH KapIUOIPOTEKTOPHOE U Ba30-
muaTaTopHoe Aeicteue [144—146].

Peakunn »mexkTpoHIBHOTO TPHUCOETUHEHUS K HEHACHIIICHHBIM COeIrHe-
HUSM IIHPOKO HCIOIB30BAIMCH Ui CHHTE3a Pa3HOOOPA3HBIX T'eTEPOLUKIIHU-
YeCKMX CHCTEM, OJHAKO CEJCH- W TeJUTypCcoAeprKallue AIEKTPO(UIsl B TaKHUX
peaxusax panee ObUTH U3y9eHBI HEAOCTATOYHO.

ITokazaHo, 4TO OpH peakiuu MPOU3BOJHBIX 2-TIponapruiaTuo-5-R-1,3,4-ok-
Ca/inazoyioB ¢ (eHHUIICENEHTPUTATIOTEHHIAMI 00pa3yIOTCs TaJOTeHUIB! 6-rao-
reameTminaeH-2-R-1,3,4-0okcannazono[3,2-b][ 1,4,2 |tnaceneHa3sudus, a B CiIy-
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Yae MPOU3BOIHBIX 2-aJIHATHO-5-R-1,3,4-0kcagna3onoB ¢ (QeHUIICeNeHTPH-
rajJoreHu1aMu — aJTyKThl coctaBa 1:1 [147, 148].

Haiinensl HOBbIE BapHaHTBl peakIHMd 3JIEKTPO(UIBHOW BHYTPHUMOJIEKY-
JSPHOW WKIM3AIMY, HAIPUMEp, TaHAEMPEaKIUsl TeTePOLHUKIN3AMA HOJ0M
u(3-amni-4-okcoTneno| 2,3 -d | nupuMuAnH-2- W) AUCYNb(PUI0B,  TE€TEpOIUK-
JU3aNYs TeTapUITHOCEMUKAPOa3uIOB MPH ACHCTBHU alIKMIITaJOTeHUIOB, 2-a-
KEHUJI3aMEIICHHBIX MOYEBUH W THOMOYEBUH MpPU JEHCTBUU THOHWIXIIOPHIA
[145, 149, 150].

PazpaboTana reTeponukiIn3anus oJIe(UHOB M aleTUICHOB IO NEHCTBHUEM
TETparajoreHUI0B CeJieHa U TeJuTypa B MeXIy(a3HbIX YCIOBHUIX BOJa—AUITH-
JIOBBIHA A(UP, YTO MO3BOJMIO YBEIUYUTH BBHIXOJBI TE€TEPOILMKINIECKUX COCIH-
Henwmit [148, 151, 152].

OTKpbITa HOBasl peaKiysi OKHCIUTENLHO-BOCCTAHOBUTENFHON TeTEPOIMKIIN-
3allUyl aleTUWICHOB INPH JCUCTBUM JIHOKCHIIOB XaJbKOTEHOB M T'aJIOTCHOBOIO-
POIOB, MU KOTOPOH 00pa3yloTCsl cepy- M CelCHCOAEpIKalllue TeTepOLUKIH-
yeckue coenuHenus [ 138, 153—155], nanpumep:

Br

SeO,, HBr

PhC== CCOOH — > COOH

Se

__——-COOH Br
/
SO,, HBr \
O — > O S COOH

HoBbie peareHTbl JJisl r€TEPONUKIIN3ALUU

B pesynprare reTepoulMKIN3anUil 0-aNbIeTUIOKHCIOT (3¢UpoB) KapOo- u
TeTePOLMKINIECKUX PSAIOB ¢ OM(YHKIIMOHANBHBIMUA pearcHTaMHM MOTy4eHbI Ipo-
n3BonHbIe (pranaszun-1(2H)-ona, mupuno|2,3-dmipunazuna-5(6H)-oHa, dpypo[2,3-d]-
mupunaznH-4(SH)-ona u 8-R-3,4-murunpo-4H-mupunaszun(4,5-buHmon-4-oHoB.
Uzydens! rerepormknmzanuu 5-R-3-hopMuin-2-3ToOKCHKapOOHUIHH/ONIOB C €H-
aMMHOHAMH T'€TE€POLMKIMYECKOrO psifa Ha mpumepe 6-amuHOypauwioB. CuH-
Te3UpOBaHbl  |-reTapmi-3-okco-1,3-murunpo-2-uzo0eH3odypansl  peaknuei
0-aNbJETUIOKUCIOT apOMaTHYECKOT0 psifa C 3aMELICeHHBIMH INPOU3BOIHBIMH
WHJ0JIa U S-aMuHOnupa3oom [156].
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