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Hespaxxatoun Ha 3HAYHWN CHHTeTWYHHMI moTeHmian (3H-xiHa30miH-4-1Ti1eH)riapa3uiB
KapOOHOBUX KHCJIOT Yy KOHTEKCTI (yHKIllOHam3alii Ta OTpUMaHHA Ha I1X OCHOBI HOBHX
KOHJICHCOBAHUX TETEPOIMKIIIB, METOJI iX CHHTE3y 3aIMIIAIOTHCS HEJOCTAaTHHO BUBYCHHMH. Kpim
TOTO, JIaHl IMIOJ0 iX O10JIOriYHOI aKTUBHOCTI Ta 3B’S3KY «OYIOBa-Ilis» € BaromMor0 ITiJICTABOIO IS
PO3pOOKH HOBHX METOMIB iX MOOYJOBM 3 BHKOPHCTAaHHSIM pPI3HOMAHITHUX pearcHriB. LlikaBumwu
o0’ekTaMu 'y 1bOMYy IulaHi BUSBWIHCH (3H-xiHazomiH-4-umigeH)rigpasuan  N-3axuIieHux
aAMIHOKHCIIOT, 5IKi € €()eKTUBHUMHU CHHTOHaMH Yy moOynoBi 2-[1,2.4]tpuasonol|1,5-C]xiHa301iHOBUX
CHCTEM, a BBEJICHHS allMJIbOBAHUX aMIiHOKHCIOT JI0 MOJICKYJIH 4-Tipa3uHOXIHA30JiHY J03BOJISIE
[IJICCIIPSIMOBAHO 3MIHUTH iX (i3MKO-XIMi4HI Ta O10JOTIYHI BJIACTHBOCTI, IO BIJKPUBAE HOBI
MEPCIEKTUBH IS iX TMPAKTUYHOTO 3aCTOCYBAaHHS Ta HACTYITHUX XIMIYHHMX MEPETBOPEHb. THUM maue,
110 BOHH JIETKO IMiIal0ThCsl MO (iKailii — 3aMiHi «IIHKSPHHUX» aNIKii-(aJIKapuil-, apri-, TeTapui-)
rpym Ha iHOI PparMeHTH, 30KpeMa Ha aMiHOBMICHI.

Ha mnepmomy erami IOCTIIDKEHHS TMPOBEACHUHA 3aXUCT aMIiHOTpynu amiHokucioT (1)
PI3HOMAHITHUMHU alWJIIOIOYUMHU peareHTaMu (OITOBUH aHTiIpUA, OCH3OUIXJIOpHUI Ta mpem-
OyTtokcukapOonin). Ortpumani B pesymbraTi peakuii N-3axumeni aminokucinotu (2) Oymu
ytuitizoBasi in Situ 3 N,N “kapOoHiIA1iMiTa30JI0M 3 OIEpP)KAHHAM BiAMOBIIHKUX iMiga3omiais (3), ski
0e3 BHIUICHHS IpU B3aemojii 3 4-TigpasuHoxiHazoiiHoMm (4) yrBoproBanu (3H-xiHa3oiiH-4-
umiaen)rigpasuau N-anunamMiHokucoT (5, cxema).

Ha npyromy erami Oyna mpoBeicHa peakiis NUKIOKOHAEHcamil rigpasumiB N-amerwi-
(6eH3011-Boc-)-3axuIieHnx aMiHOKUCIOoT (5) B yMOBax KHCJIOTHOTO Kartamidy (KWITSTiHHS B
onToBiil kucioti). [Ipu 11bOMY BCTaHOBJIEHO, IO PE3YIHTATOM PEAKIl € TpUa30Jio[C|XiHA30IIHH
(6). BuHATKOM € IMKIOKOHICHCAIlsI Boc-3aXHIIEHUX aMIiHOKHCIOT, B pPe3yiabTaTi sKOl
YTBOPIOIOTHCSI ~ TaKOK  allMJaMiHO3aMIIIEHI  TPUa30jo[C|XIHA30MiHM, 1[I0 TIOB’A3aHO 3
MepeannIioBaHHAM aMIHOTPYNH. BaxkiuBo, 1110 y JaHOMY BHUIMAJKY BiIOyBaeThbcs perUKiizalliiHa
i3oMepizanis 3a Jlimporom, a came meperpymnyBanHs [4,3-c]-i30MepiB y BIAMOBiAHI 2-3aMillleHi
[1,2,4]tpuazoso[1,5-c]xinazominu (6).
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Ha tperhomy erami AOCHIIKEHHS MPOBEICHO 3HATTA 3aXHCTYy 3 aMiHOTPYIU. Po3risHyTO
METOAM KHUCJIIOTHOTO T1IPOJIi3y Ta TiApa3uHONI3y (cxema). Y BCIX BHUIAIKaX JOJATKOBO MPOTIKA€E
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HykJIeo(iTbHA erpanallis mipuMiIMHOBOTO MUKITY. [Ipy 1IbOMYy YTBOPIOIOTHCS opuriHaibHi 2-[(3-
aMiHOAJIKiJI-(aJKapuII-, alKreTapui-, apui-))-1H-1,2,4-rpuasos]anininau (7).

JUisi CHMHTE30BaHMX CIIOJNYK IPOBEJCHO IOCHIPKEHHS Ha aHTHUPAIUKAIbHY, aKTONPOTEKTOPHY,
MpOTHU3aNaIbHy aKTUBHOCTI. OTpUMaHi CIOJYKH IPOSBISIOTh BUCOKY aHTUPAJAUKAIbHY aKTUBHICTD
B KoHIeHTpamii 10 M, sika KOHKypYe 3a aKTHBHICTIO 3 IPEIAPATOM TOPIBHAHHS — ACKOPGIHOBOIO
kucioToro. Ha#inem BupakeHa nis xapaktepHa s (3H-xiHazomiH-4-UtieH)riapa3umiB
OEH301IaMIHOKHCIIOT Ta Boc-3aXUIIEHUX MOXIIHUX, SKi 1HTOYIOTh YTBOPEHHS BIIBHHUX PaHUKaIIiB
Ha 54-92%. BcTaHoBieHO, IO aKTOMPOTEKTOPHA aKTUBHICTh XapaKTepHa JIJIsl TPUA30JI0X1HA30I1HIB,
AKI B SIKOCTI (JIHKEPiB» MICTATh aMiHOETHJIbHY Ta aMiHONPOIMUIbHY TPYNU 3 alUeTHIbHUM Ta
OCH301JILbHUM 3aXHCTOM aMiHOTPyMH. J[aH1 CIIOJIYKH TIEPEBUIIYIOTh aKTUBHICTE MigpoHary Ha 12-
39%. IlpoTu3ananpHa aKTHUBHICTh HAaWOUIBII XapakTepHa Uil TiApasuiaiB, $Ki MICTAThH
aMIHOMETHJIbHY Ta aMiHOOCH3UIIbHY <JIIHKEPHY» TPyNy, 3aXulieny Boc. JlocmiKyBaHl CIIOIYKH 3a
CWJIOK MPOTH3AMaIbHOT Al MEepeBUINYIOTh akTuBHICTH Jlukiodenaky Ha 15-30%. Pesympratn
JOCTIPKeHb OylIM BHUKOPUCTAHI JJisi BCTAHOBIGHHS JCSIKUX 3aKOHOMIPHOCTEH «CTPYKTypa -
aKTUBHICTB», SKI BHKOPUCTOBYIOTHCSA JUISI TONAIBIIOl pPO3pPOOKH e()EeKTHBHOTO HAMPSIMKY
ONTHUMI3aIli] TAHOT TE€TEPOIUKIIIYHOT CUCTEMH.

®YHKIIOHAJI30BAHI 2'-KAPEOKCAMIJIOJAE30KCUBEH30IHU B PEAKIIII 3
I'IAPASUHOM
Mocxgina B.C.*?, Ula6nukina O.B.*?, Kykywixina K.B. L Jlomoywka M.O.%,
Twenko B.B.l, Xunsa B.I1:
! KuiBcbkuit HanionansHuii yaiBepcurer imeni Tapaca Illepucnka
2 IHcTuTyT GiloOopraniuHoi ximii Ta Hadroximii im. B.I1. Kyxaps HAH Ykpainu, shablykina@ukr.net

Cuctema 1e30KcHOEH30iHY, IO 37aBHAa BiJloMa $K 3py4HUH O00’€KkT i 1OOYyIOBU
PI3HOMaHITHUX apui3aMmillleHuX CTpykTyp [1], moci 30epirae CBOIO WIHHICTH JI OPraHigYHOIO
cuHTe3y [2]. Pi3HOMaHITTS XIMIYHUX MEPETBOPEHb NE30KCHUOCH301HY 3a0€e3MeuyeThCsl O€AHAHHAM
eNeKTPOPUIHLHOI KETOTPYyNmH Ta HYKICOPUIBHOTO IEHTPY — AaKTUBHOI METHJICHOBOI JIAHKH.
BoueBub, HassBHICTh JOAATKOBOI aKTMBHOI (DYHKII B CTPYKTYpi J€30KCHOECH30iHY MOKE 3HAYHO
PO3MIUPUTH KOJIO MPAKTUIHO 3HAYMMHUX ITEPETBOPEHb 32 YUACTIO TAHUX CIIONIYK.

Panimme Hamu Oyno oTpuMaHo psa amifiB 2'-kapookcuae3okcu6en3oiniB 1 [3]. [lani cnomyku
JIETKO MOKYTh OyTH CHHTE30BaHi Ha OCHOBI 3-apHIIi30KyMapHHIB 2 MPH HarpiBaHHI 3 BTOPUHHUMH
amiHaMu (cxema 1); HaWOUIBII 3pYYHUM BUSBWIOCH KUII'ATIHHA B MopdomiHi. Taki moxigHi
3aIliKaBWJIM HAC TEpPeayCciM MOXKIIMBICTIO TPOBEJACHHS pEakiliii 3a aKTUBHOIO METUJICHOBOIO
JIAHKOO, KUCJIOTHICTh $KOI MOPIBHSHO 13 HPOCTUMH JI€30KCMOEH30THaMM 30UTbILIEHA 3aBISKU
2'-amigHiN ynkmii. JiicHo, aminu 1 jerko pearyroTh i3 JUMeETHIALETaIeM AuMeTmiIhopMaminy
(DMFDMA), a OymoBa NpOAYKTIB 3alle)KUTh BiJ XapakTepy 3aMiCHHKAa B TMOJIOKEHHI 2
ne30KkcuOeH30iny. B 3aragpHOMY BUMaIKy aMifu 1 mepeTBOPIOETHCS Ha €HaMIHOBI MOXIJHI TUIY 3
[4]; ane npu HASIBHOCTI 2-T1IAPOKCUTPYNH B apUJIbHOMY 3aMICHUKY MPOAYKTOM peakiiii BUSIBUIIUCH
aminu 2'-kapOokcuizodiaBoHiB - crionyku 4 [5] (cxema 1).

HasiBHicTh BOX kapOOHUIbHUX (QYHKIIH B 2'-kapOokcaminofe30KCHOeH30iHax 00yMOBIIIOE
PI3HOMAaHITHI CHHTETUYHI NEepeTBOpeHHs. [laHa yacTHMHA AOCHIKEHb MPUCBSUEHA IOCITIIKEHHIO
peaxkiiif 3 N-Hykieodinamu.

Mertoro mpeacTaBiaeHoi poOOTH OyI0 MOCTIDKEHHS aMiiB 2'-KapOOKCHIE30KCHOCH30THIB SIK
KapOOHUTPHUX TOXITHUX B peakIisiX 3 CHJIbHUM OiHyKJIeo(piIoM — TiIpa3uHOM. 3aBIsSKU
MOTepeaHIM JTOCHIKEHHSIM [6] Oyi0 BCTaHOBIIEHO, 10 MPHU HarpiBaHHI 2’'-kapOOKCcaMii01€30KCH-
6en3oiHiB 1 y cnuproBomy po3uuHi 3 1.05 Ta Ouiblle eKBiBaJIeHTaMH TiAPa3HHTIAPATY B MEPIIY
4epry OuiKyBaHO YTBOPIOETHCS Tipa3oH 5 (cxema 2). Ane moxiaHi 5 mpu moJaiblioMy HarpiBaHHI
JICTKO MHKII3YIOThCs B 4-apui-2,5-muriapo-1H-6enso[d][1,2]xiasenin-1-oam 6, ski mpocrimie
oTpuMaTd Oe3nocepeHbO 3 BIAMOBITHHX 130KyMapuHiB 2. ToMy B YHCTOMY CTaHi Hamu Oyio
BHJTYYEHO JIMIIE KiJIbKa rigpas3oniB 5 (cxema 2).
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