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Pe3rome. B cmamve npugedernvl pe3yibmamvl UCC1e008aHUS GIUAHUSL NPOUZBOOHBIX NUPAZ0IOHA U
U30KCA30JI0HA Ha aKmMueHocnmbsv qbepMeHma KCAHMUHOKCUOA3A.
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Resume. New results of pyrazolone and isoxazolone derivatives interaction on purine base ex-
change are given.
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Axmyanvnocmp. Ilatonornyeckoe cOCTOSTHUE, OOYCIIOBJAEGHHOE HAPYIIEHHEM O00-
MEHA MMyPUHOB U TOBBIIICHUEM COICPXKaHUS MOYEBOM KUCIQTHI B IJIa3Me KPOBH, Ha3bIBa-
eTcsi mojiarpoil. ModeBasi KHCIIOTa SIBISIETCS KOHEUHBIM META00IMTOM, 00pa3yIOIUMCS IO
neicTBreM (hepMeHTa KCAHTUHOKCH]1a3a B OpraHM3Me U3 IyPUHOBBIX OCHOBaHUM. Benen-
CTBUE IUIOXOM PacTBOPUMOCTH MOYEBasl KMCJIOTa MOKET OOpa3OBbIBaTh B TKAHSX KpH-
CTaJUIbl, YTO B JAJIbHEHIIIEM MPUBOAUT K PA3BUTHIO BOCTIAUTENILHOM peakliiy, COPOBOXK-
natomierics 00mbt0. [ nedenus 3a00eBaHus UCIIOIB3YIOTCS aJUIONYPUHOJ (KOHKYPEHT-
HBII UHTUOUTOP) U (pedykcocTaT (HEKOHKYPEHTHBIN MHIUOUTOp (hepMeHTa KCAHTUHOKCHU-
nasbl) [1,2]. OcHOBHOM MpoOIEMO TIPH CO3aHNHU MPENapaToB JJIs JICUCHHs TI01arphl, sSB-
JSI€TCSl TOKCUYHOCTh. DTO U CTUMYJUPYET. MOCTOSAHHBIN MOMCK HOBBIX CTPYKTYp, CIIOCO0-
HBIX 2 (HEKTUBHO HMHTUOUPOBATH paboTy (hepMeHTa KCAaHTHHOKCH1a3bl. ClleIyeT OTMETHUTb,
YTO B MOCIEIHEE BPEMsI HHTEPEC K MOUCKY HOBBIX COCTMHEHUHN, CIIOCOOHBIX d(PPEKTUBHO
MHTMOMPOBATh pabOTy KCAaHTUHOKCHAA3bI, BO3poC [2-4]. Tak, ObLIO MOKa3aHO, YTO MPOU3-
BOJHBIE 2-M30KCa30JMHA MOTYT BBICTYIaTh B POJIM MHTHOUTOPOB KCAaHTUHOKCUAA3bl [4]. B
HacTosIeN paboTe U3yUYeHO BIMSHUE HEM3BECTHBIX paHEe NMPOU3BOJHBIX U30KCA30JI0HA U
MMpPa30JI0Ha HA aKTUBHOCTh (DEPMEHTA KCAaHTUHOKCHUA3a.

Ilenw: novick coeavHeHn, >P(HEKTUBHO MHTHOMPYIOMMX (EPMEHT KCAHTHUHOKCH-
Aa3y ¢ IeNIbI0 JaTbHEUIIETO UCTIOIb30BAHNS B KAYECTBE MPOTUBOIOIATPUYECKUX COETUHE-
HUM.

3aoauu:

1. OnpenenuTbs MHrHOUPYIONTYIO CIOCOOHOCTH MPOU3BOIHBIX MUPA30JIOHA.

2. OnpenenanTb HHIMOUPYIONIYI0 CIOCOOHOCTh MPOU3BOAHBIX H30KCA30JI0HA.

3. CpaBHUTH UHTUOUPYIOUIYIO CIIOCOOHOCTD UCCIIEIOBAaHHBIX COSAMHEHUN.

Mamepuansl u memoowl ucciedosanuii. VIzydenue cnocoOHOCTH MOTYyYEHHBIX CO-
eAUHEHUI WHTHOMPOBaTh padboTy (hepMeHTa KCaHTHHOKCHAa3za mpoBoawim mnpu 37°C B
YCIOBUSX OTKpBITOro Bo3ayxa rpu pH 7.4 (pocdartueiit 6ydep). st Toro, 4ToOb! OIIEHUTH
WHTHOWPYIOIINE CBOWCTBA CHHTE3UPOBAHHBIX COCIUHEHHIA, UCTIOIB30BaIM METOINKY, OC-
HOBaHHYIO Ha CIIEKTPO(HOTOMETPUUECKOM ONPEIEEHUN KOJIMYecTBa 00pa30BaBILIEHCs MO-
4yeBo KucCaoThl B Y D-ob6mactu npu 293 um [4]. K OydepHomy pacTBopy 100aBIIsIA KCaH-
tuH (20 uM), cunTesupoBanHoe BemiecTBo (5,3 uM) (pactBop B IMCO) u dhepmenT. B ka-
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YEeCTBE KOHTPOJIS UCIIOIH30BAIM PACTBOP KCAHTHHA M MCCIIEyEMOTO0 BEIIECTBA (JJ1s1 HUBE-
JUPOBAHUS TIOTJIOMICHUS TIpY JUTHHE BOJHBI 293 HM). CTaHIapTHEIN 00pa3er mpeacTaBisiI
coboii pactBop B Oydepe kcantuna (20 uM) u dpepmenTa. I1o pa3HOCTH ONTHYECKUX TLIOT-
HOCTEM CTaHJApPTHOIO W OIBITHOTO OOpPAa3lOB OMpeAessid % HUHIUOWpOBaHUS NEUCTBUS
(dbepMeHTa B IPUCYTCTBUU CHHTE3UPOBAHHOTO COCTMHEHUS C KOHIIEHTpanuen 5 WM.

Pe3yabTaThl M UX 00CY:KI€HHE HCCIICIOBAaHHBIC BEIIECTBA MPOSBUIA HHTUOUPYIO-
IIMe CBOIMCTBA, KOTOpPhIC MPUBEACHBI B TabmuIIe 1.

Tabauya 1. Unrnbupytoiue CBOMCTBA COSAMHEHUMN
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W3 panHBIX TaOIUIEI BUAHO, YTO HAaHMOOJIEee aKTUBHBIM COCIMHEHHEM OKa3aJioCh Be-
mecTBa 6 U 7, aKTHBHOCTHh KOTOPBIX CPaBHMMA C UCIIOIh3YEMBIM B HACTOSIIEE BPEMS aJlIo-
MypyUHOJIOM. B 11€J10M mpocMaTpuBaeTCsi 3aKOHOMEPHOCTh, YTO HA MHTHOUPYIOIINE CBOM-
CTBa OKa3bIBAECT MOJSPHOCTH 3aMECTUTENIEH B CTPYKTYPE COCTMHEHUMN: YeM OOJIbIIIE MOJIsIp-
HBIX TPYNIUPOBOK B MOJIEKYJie, T€M CTENEeHb MHTHMOMpOBaHUs OoJibiiie. B Toxe Bpewms,
HAJIMYKME B MOJIEKYJIC HEMOJSPHBIX AJTKUIbHBIX 3aMECTUTENICH MPUBOJIUT K YMEHBIICHUIO
aKTUBHOCTH.

Buoieoowt.

1 Bamernienne y aToma a30Ta BOJI0pojia Ha PeHUIHHBINA 3aMECTUTENh Y TPOU3BOTHBIX
OUPA30JI0HA ITPUBOJIUT K CYILIECTBEHHOMY YBEJIMUYCHUIO aKTUBHOCTH.

2 JIByxKoJyibuaThle TMPOU3BOJIHBIE TTUPA30JIOHA U U30KCA30JI0HA 00J1a7al0T HEBBICO-
KON @aKTUBHOCTBIO B CPABHEHHUH C TPEX- U YETHIPEXKOJIbYATHIMU COCTUHECHUSIMH.

3 Hanuune nonspHbIX 3aMecTUTeNeH (METOKCUTPYIIIBI M aToMa (TOpa) B MOJIOXKE-
HUSIX 3 1 4 apUIILHOTO 3aMECTUTENISI MPUBOJUT K CYIIECTBEHHOMY YJIYUIICHUIO HHTHOUPY-
IOIIIUX CBOMCTB.

E.A. Kurpik, E. V. Klintsou
PYRAZOLONE AND ISOXAZOLONE DERIVATIVES
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