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CUHTE3 TA BUBUYEHHSA ®I3UKO-XIMIYHUX BJACTUBOCTEN MOXITHUX
S5-OEHETWJI-4-R-4H-1,2,4-TPIA30JI-3-TIOJIIB
Josons /1. B.
®dapmarneBTuuHui hakyasTery, [V Kypc
[Tomyk ©i0JIOTIYHO AKTUBHUX PEYOBMH Ha OCHOBI 1,2,4-Tpia3oiy € METOI0 JOCIHiKEHb
HAYKOBIIB YChOTO CBITYy, Y TOMY YMCHi 1 3amopi3bKOro JAEp:KaBHOTO MEIWYHO YHiBepcuTery. Snpo
1,2,4-Tpia3ony, M0 BUKOPUCTOBYIOTH SIK MATPHIIO JJIsI MOJCTIOBAaHHS XIMIYHHX CTPYKTYp, IPUBEPTAE
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yBary JOCHiTHUKIB y 3B 53Ky 3 HABHICTIO apOMAaTUYHOCTI, 10 OOYMOBIIIOE CTIMKICTh JaHOI CUCTEMHU
110 Nii OKMCHHKIB, BIJIHOBHHKIB, arpeCUBHOTO CEPEOBUIIA, III0 B TOMY YHCIIi, MOKE OyTH BUKJIMKAHE
BHCOKHWM, Y1 HABIIAKA HU3bKUM 3HAaYeHHSM pH.

HasBHicTs Ha (apManeBTUYHOMY Ta BETEPUHAPHOMY pPHHKY OpHUTIHAIBHUX JIIKAPCHKUX
3ac0o0iB, MO0 € CTPYKTYpPHHUMH MOXigHUMHU 1,2,4-Tpia30oiy, a TaKOXX YHCEJIbHI MAaTeHTH Ta HAYKOBI
CTaTTI, IO MATBEPKYIOTh BUCOKI MOKA3HUKH (PApMaKOJIOTTYHOI aKTHBHOCTI 0OTOBOPIOBAHOTO KJIACy
TeTepOLUKIIUHIX TOXITHUX € Oe33anepeyHrM apryMEHTOM TOro, IO MOZAbIli JOCIIPKEHHS B
JTAHOMY HAINpSIMKY € aKTyaJIbHUMH, & TAKOK MAIOTh MOTEHLIaJIbHY IPAKTUYHY 3HAUUMICTb.

ToMy MeTOl0 Hamoro AOCHIIKEHHS € LIJeCHpsSIMOBAaHE CTBOPEHHS HOBUX PEUYOBHH CEpEJ
noxigHux S-penernn-4-R-4H-1,2,4-tpia301-3-Ti0iB Ta BUBYCHHS iX (i3UKO-XIMIYHUX BIIACTUBOCTEH.

Jliss BUKOHAHHS TMOCTaBIIEHOI METH, a caMe 3 MeTol oTpuMmaHHs S-penernn-4-R-4H-1,24-
Tpia3oa-3-TIOMIB HA TEPIIOMY €Tali OTPUMAaHO OYTHJIOBHM e€cCTep TiIPOKOPUYHOI KHUCIIOTH.
Etepudikariito KucioTH MpoBEACHO OYTHIOBUM CHUPTOM IPH HAsBHOCTI KAaTaTITUYHOI KUJIBKOCTI
KUCIOTH cynb(arHoi. Ha apyroMy etami oTpruMaHO TiIpa3u]l HUISXOM Jii BOJHOTO PO3UMHY TiJpa3uH
TigpaTy B CIMPTOBOMY CEPEIOBHUINI HA BUIE3a3Ha4YeHHU ectep. [lani mpu HarpiBaHHI Tiapasumy 3
aMOHI  poJaHiZIOM y KHCIOMY CEpeIOoBHIN oTpuMaHo 2-(3-deHinmponaHoin)riapa3un-1-
kapoOotioamin. [Ipu B3aemoii rigpasumy 3 eTuii— Ta QPEeHUII30TIONIaHATOM Y cepenoBulli 1,4—miokcany
OTPHUMAaHO N-etr-2-(3-¢peninmnponanoin)rigpasin-1-kaporioamisn Ta N-denin-2-(3-
deninmpomanoin)rigpasid-1-kapoTioamia BiamosigHOo. Ha HacTymHil cTaaii mMpoBEIEHO MMKITI3aIliio
KapOTioaMiJiB KUI'ATIHHAM iX MPOTATOM JABOX TOAMH y JABOMOJBHOMY BOJHOMY PO3YMHI HaTpiit
rizpokcuny. B mopanmemomy Juis  poO3IIMpPEHHS CHEKTpY noxiaHux 1,2,4-Tpiazony OTpHUMaHO
2-((5-denernn-4-R-4H-1,2,4-tpia301-3-11)Ti0)HITPUIM  TOJaBaHHAM BIAMOBIIHUX TaJOTCHHITPHIIIB
(XJIOpaleTOHITpUITY, 3-XJIOPIPONAHHITPHITY, 2-XJIOpOoOeH30HITpHIYy) a0 S-heHerun-4-R-4H-1,2,4-
Tpia3oJi-3-TioNiB y JY)KHO-CIIUPTOBOMY cepeAoBuili. B noganpmomy orpumano ankin-2-((5-penerni-
4-R-1,2,4-tpiazon-3-in)tio)aner(mpomnand, 6eH3)iMmigatu. st OTpUMaHHS BUINEO3HAYEHUX CIIONIYK, SIK
Buximui  peuoBuHm  Bukopuctamu  2-((5-dpenermin-4-R-1,2,4-tpia3on-3-i1)Tio)aneTo(mpomaHo,
6en30)HiTprin. CHHTE3 MPOBOJWIM Y CEPEIOBHIII BiJNOBIIHOTO aOCOIIOTHOIO CHUPTY (IIPOMaHOIY
abo OyTaHOJy) Y IPUCYTHOCTI XJIOpodopMmy.

AKTyansHUM € moeqHaHHs 1,2,4-Tpia3ony Ta GparMeHTy MOJEKYIH S-aMiHO-2-XJIOPIIPUIUHY
JUI BUSIBJICHHS HOBUX BHJIB OiosoriuyHoi aktuBHOCTI. J[is orpumanns 6-(5-dpenermn-4-R-1,2,4-
TpPia30:1-3-11Ti0) M pUAUH-3-aMiHIB, K BUX1JHI PEYOBUHU BUKOPUCTAIU 5-¢penernn-4-R-4H-1,2 4-
Tpiazon-3-tionm. CUHTE3 MipUAUH-3-aMiHIB OYyJI0 MPOBEIEHO Y CEPENOBHIII MPOMIIOBOTO CIHUPTY Y
HPUCYTHOCTI 5-aMiHO-2-XJIOPIipUANHY.

3 METOI OTPUMaHHS HOBUX MAJIOTOKCUYHHUX O1OJIOTIYHO aKTUBHUX PEUOBHH HA OCTAHHHOMY
erami  cuHTe30BaHO  6-((5-benerni-4-R-1,2,4-tpiazon-3-intio)nipuauH-3-i1)-(aaKkia-,  TeTepu)
MeTaHIMIHH. B gKOCTI BHXiZHHX pedoBHH BHKOpHCTaHO 6-(5-beHernna-4R-1,2,4-Tpiazon-3-
urTio)mipuanMH-3-aMiHl  Ta  anpjaerinu. CHUHTE3 MNPOBOAMBCA B CEPEIOBHII KHCIOTH OITOBOI.
B nonanbimiomMy AOCHIIKEHO PEAKI[iI0 CEeNEKTUBHOIO BIJHOBJIEHHS BHIIEO3HAYEHHX PEYOBUH B
cepenoBuii 1,4-miokcany. B KocTi BITHOBHHMKA BUKOPUCTAHO HATPii OOpTiapu.

B xoxi BUKOHaHHS MOCHIPKEHS po3poOieHo crocidé orpumanss S-dpenermn-4-R-4H-1,2.4-
TPia30:1-3-TioJiB, X MOAAIBIINI CHHTE3 3 TAlIOreHHITpUIaMu Ta oTpuManHs psany 2-((5-penernn-4-R-
4H-1,2,4-tpia3on-3-in)rio)nitpmwiiB. Ha ocHoBi orpumanux 2-((5-¢enermn-4-R-4H-1,2,4-Tpia3oma-3-
im)rio)uiTpuniB  mpoBeaeHo cuHTe3  ankii-2-((5-dpenermn-4-R-1,2,4-tpiazon-3-in)rio)aner(mpornaH,
OeH3)imizariB. 3ampornoHoBaHO epEeKTUBHY METOAMKY oTpuMaHHs 6-(5-penerni-4-R-1,2,4-tpia3on-3-
1ITiO)MpUaInH-3-aMiHIB, sKI TIpH B3aeEMOJIi 3 ajbAerilaMd Ta KETOHAMHU Jald BiANOBIAHI
6-((5-dbenernn-4-R-1,2,4-tpiazon-3-i1Tio)mipuanH-3-i1)-(akisi-,  reTepuw)METaHIMIHK,  SKi B
MOJAJIBIIOMY TIAIaBAIUCS PEAKIlli CEIEKTHBHOTO BIJIHOBIICHHS TOJIBIHHOTO ami¢aTUIHOTO 3B’SI3KY.
BynoBy cHHTE30BaHHMX PEUOBHH MiJITBEP/DKEHO €JIEMEHTHHM aHami3oM, [Y-crekTpodoToMeTpieio
Ta *H SAMP-cniekTpoMeTpi€to, a X 1HAUBIAYaTbHICTh — XpoMaTorpadigyHUM METOIOM.
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