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2-(5-(3-HITPO®EHII)-4-AMIHO-1,2,4-TPUA30J1-3-INITIO)ALIETAT,

O BuUABNAE

(57) Pedpepar:

®epym(ll) 2-(5-(3-HiTpodpeHin)-4-amiHo-1,2,4-Tpnaszon-3-inTtio)aueTtat opmynu:
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LLIO BMABMSIE TiNOrMiKeMiYHY aKTUBHICTb.
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KopucHa mopgenb Hanexutb A0 MeauumHn Ta dapmadii i Moxe 6yTu BUKOpUCTaHa Y CTBOPEHHI
HOBMX BIOMOriYHO aKTMBHMX CMOMYK, @ TAKOX OpUriHanNbHKX Nikapcbkmx 3acobiB y pagi noxigHux 1,2,4-
TpyMasony, WO BUKOPUCTOBYOTbCA ANA  ¢apMakoKOpeKUii naToMoriYyHMX CTaHiB, 3YMOBMNEHUX
abConTHOK  HEeJOoCTAaTHICTIO  iHCYMiHY BHacnigOK MOEAHAHOrO BMIMBY  Pi3HUX  €HOOTEHHUX
(reHeTMYHMX) Ta eK30reHHUX YMHHMKIB, L0 NPU3BOAATE A0 MOPYLUEHHSA BCiX BMAIB OOMiHY pEYOBWH,
YPaKeHHs1 CYAVH, HEPBIB, Pi3HMUX OpraHiB i TKAHWH.

LlykpoBun giabet - ogHe 3 HanbinbLL NOLIMPEHNX 3aXBOPHOBAHbL SIIOANHW, WO CKragae 6rnmsbko 4-
5 % Bciei nonynauii, a y ocib nicns 65 pokie - 10-15 %. AkTyanbHicTb npobrnemu Lykposoro giabety
3yMOBEHA He TifbKM 3HAaYHOO MOLLMPEHICTIO 3aXBOPIOBAHHS, a U TUM, LLO BiH € Ba30l0 ANg po3BUTKY
CKNagHUX CYNyTHIX 3aXBOPOBaHb Ta YCKNaaHeHb, paHHbOI iHBanigHOCTI Ta CMEPTHOCTI.

HarakTmBHILULMUMM  LYKpO3HWXKYyouMMKM  3acobamu € noxigHi cynbgoHinceyoBuHu, BiryaHigw,
iHriGiTOpK a-rnoko3naasu, rmitasoHun. Ane 3acTocyBaHHS BULLIEBKa3aHMX 3acobiB MOXe Npu3BecTn o
HebaxaHnx nobiyHMX edekTiB, Takmx $K: HygoTa, GnoBoTa, cnabkiCTb, aHOPEKCIA, XOBTAHWULA,
"MeTanesun" nNpucmak y poTi, BiACYTHICTb aneTuty, MOTEMHIHHSA Cedi, MeTeopu3Mm, LUKIpHI BUCUMMW,
ToLLO.

Haibinbw 6nmn3bkum, 3a XiMIYHOK CTPYKTYpPOH Ta aKTMBHICTH, aHanorom peyvyoBMHM, LLO
3agaBnseTbCA, € KapbyTamia, wo npossnse rinornikeMivyny gito (Mawkosckun M.[. JlekapcTBeHHble
cpeactBa. - 15-e u3g., nepepad., ucnp. n gon. - M.: OO0 "UspaTtenbctBo HoBasi BonHa", 2005. - C.
558) i mae dopmyny:

O
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lMpoTe peyoBMHa NPOSBMASE HEAOCTAaTHLO BUCOKY FiNOrmikeMiyHy Aito. AHanorom Ans peyvoBuHW,
Lo 3aaBnseTbes, € rmimenipug (Glimepiridum), wo BuaBnse rinornikemisytody gito (Mawkosckmun M.
JlekapcTBeHHble cpeacTtBa. - 15-e u3g., nepepab., ncnp. n gon. - M.: OOO "MspatenectBo HoBas
BonHa", 2005. - C. 561-562) i mae chopmyny:
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CyTTeBi 03HaKM aHarnora i KOpUCHOI Moaeni, Wwo 36iratTbecs, € Taki:

HasABHICTb B CTPYKTYPi HITPOreHBMICHOIo N'ATUYNEHHOrO reTepoLnKy;

MPUCYTHICTb B Monekynax obox Cnomyk LUECTUYNEHHOMO LUMKIY 3 BUMPaXEHUMU apoMaTuyHUMM
BNacTUBOCTAMM;

MOINEKYNV AaHUX PEYOBUH MICTATb aTOMM BYrfeLlo, WO MatoTb CTYNiHb OKUCHEHHS -3,-2 i -1;

HasiBHICTb B 060X MoneKynax peyoBuH atomy OKcureHy

HasiBHICTb B 060X MorieKynax pedoBuH atomy Cynbdypy.

Taka cTpykTypa cnonyku 3abesneuye: OOCTYMHICTb peakTuBIB AN CuHTe3sy, Oinblw npocTy
METOLMKY OTPUMAHHS | Mae OiNnbLUi NOKA3HMKK MiNOrNikeMi4YHOT aKTUBHOCTI.

B oCHOBY KOPUCHOiI MOZeni NOCTaBNeHO 3agady CTBOPEHHS HOBOI GiOMOriYHO aKTUMBHOI CMOMYKK,
LLIO MOXe 3HaNTW CBOE 3aCTOCYBaHHS K OpUriHanbHWIA nikapcbkmin 3acid B psagy 1,2,4-Tpyasony i gka
NPOSIBIISIE BUCOKY TiNOrnikeMivyHy akTUBHICTb.

MocTaeneHa 3agayva BupiwyeTbes TuMm, wWwo depym(ll) 2-(5-(3-HiTpodeHin)-4-amiHo-1,2,4-Tprason-
3-inTio)aueTat B nonoxeHHi 5 aapa 1,2,4-tpmasony Mae 3-HiTpodeHinbHU pagukan, npu Ny atomi
anpa 1,2,4-Tpnasony MICTUTb amiHOrpyny, a TakoX Mae B CBOEMY cknagi ioH depymy Ta
aBoBaneHTHU atom Cynbdypy i Mmae dopmyny:
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Cnonyky, Wo 3asBnseTbCs, OTPMMYIOTb B3aemogieto kanito 2-(5-(3-HiTpodeHin)-4-amiHo-1,2,4-
Tpuason-3-inTtio)auetaTy Ta depym (II) cynbdaTy y cepegoBuuli Boam npun temnepatypi 65-67 °C.

Mpuknag.

[o po3unHy, yTBOpeHOro HarpiBaHHaM cymiwi 6,68 r (0,02 monb) kanito 2-(5-(3-HiTpodeHin)-4-
amiHo-1,2,4-Tpuason-3-intio)auetaty i 10 mn Bogn gogatotb 1,52 r (0,01 monb) depym (Il) cynbdaty.
PeakuinHy cymiw HarpiBaloTb Ha BOAsHIA GaHi. BigdinbTpoBylOTb, NepekpucTani3oByloTb 3 BOAMU.
Buxig cknagae 5,72 r (82 % B pospaxyHKy Ha kanii 2-(5-(3-HiTpodpeHin)-4-amiHo-1,2,4-tpnason-3-
inTio)auetar). KopuyHeBa kpuctaniyHa pevoBuHa 3 T, 260-262 °C (3 Boaw), NErko po3ynHHa y Bogi,
PO34YMHHA B OPraHiyHMX PO3YMHHUKAX.

3HanpeHo, % C 37,25; H 2,53; N 21,76; S 9,93; CZOHlG Fe N1gOgSs.

BupaxysaHo, % C 37,28; H 2,50; N 21,74; O 19,86; S 9,95.

B IY-cnekTpi cnonyku, Wo 3aaBNAETLCS, HasiBHI CMyri NornnHaHHsa -C=N-rpynn y unkni npun 1557
oM™, C-S-rpynu npun 686 oM™, acumeTpunyHoi NO,-rpynu npu 1538 oM™, apomaTu4dHol rpynu npmn 1592
cM™, amiHorpynu npu 3323 cm™,

MoxxnmBy rinormnikemiyHy akTUBHICTb HOBOI PEeYOBMHM OUiHIOBaNM 3a 3MiHaMW KOHUEHTpauii
rIOKO3M KPOBI TBAPKWH Nicns it 0AHOPAa30BOro BBEAEHHS.

Ak TecT-cuctemmn 6ynmn BUKOPUCTaHI Lypu-camui niHii Wistar, macoto 180-200 r, siki yTpuMyBanmch
B CTaHOApTHUX YMOBax BiBapito. TBapuHu 6ynuv posaineHi Ha rpynuv no 6 nigaocnigHuX y KOXHIn (n=6).

CKPUHIHF NpOBOAWMMM Ha TBapuHax, AKi MPOTArOM TWXHS OTPUMYBanuM CTaHOApPTHWUWA KOpM 3
AOCTaTHbOIO KiMbKICTIO BYIMEBOAIB, Tak SK BUPAa3HICTb LIYKPO3HMXKYHOHOro edekTy npenapatis y
iHTAKTHUX TBAPWH TaKOX 3aNeXWTb Bif XapakTepy xapyyBaHHsA. [ns Toro, wob BUKMYUTU BNAUB X
Ha BCMOKTYBaHHS JOCHiAXyBaHOI pe4OBMHU iX 3anviiany ronogHMMm NnpoTAroM HoOui.

PeyoBunHy, WO AOCNIOKYETLCA, BBOAUNN NepopanbHO 3a AONOMOrow 30HAA y BUrMsAi BOOHOMO
po34nHy abo TOHKOAMCNEPCHOI BOAHOI eMynbCii, cTabinizoBaHoi TBiIHOM-80, y BUNagKy HepPO34YMHHOCTI
crnonyku B Bogi. [Jo3a koxHoI cnonyku cknagana 1/10 Big it MonekynapHoi Macu.

BusHayeHHs rMoko3n B KPOBi MPOBOAMIOCH 3 BUKOPUCTaHHSIM eKCrpec-aHanisatopa rrokomeTpa
"Gamma mini". Mpobwu KpoBi Ansa aHanisy 6panu i3 XBOCTOBOI BeHM [0 Ta vepes 2, 4, 6, 8 roanH nicns
BBEOEHHS PEYOBUHMU.

[ns npoBedeHHA eKCnepuMeHTy TakoX OynuM cdOpMOBaHi KOHTpONbHa rpyna TBapwH, SKi
oTpuMmyBanu nnauebo - Body OUCTUNBbOBaHY B €KBIBaNeHTHIW KiNbKOCTi, Ta rpyny, SKii BBOAWMM
LYKPO3HWXKYOUMA npenapaT, noxigHe cyrnbdOHINCe4oBMHN 3 MOKOMiHHA - rnimenipya (4 mr/kr), wo
MaKCMMarnbHO HabnwkaeTbCa OO0 HOBUX PEYOBMHU 3a CTpyKTypow. PesynbTatm BunpobyBaHb
HaBeaeHi y Tabnuui.

Tabnuus
cratu- yepes 2 yepes 4 yepe3 6 | uyepes3 8
Ne H " cTuuni| A0 BBE- rog. nicnsi| rog. nicnsa | rog. nicns| rog. nicns
a3Ba BBeJeHOI Cronyku OEHHS
n/n napa- cronykM BBELEHHS | BBEJEHHS | BBEAEHHS| BBEOEHHS
MeTpu CMOonyKu CMOMyKM | CMOMyKW | CNOMyKku
1 KoHTponb (Boga X+Sx |3,71+0,122|3,51+0,181|3,76+0,237| 3,71+0,16 |3,56+0,185
ANCTUIbOBaHA) % 100 95,05 100,54 100,54 96,76
X+Sx |3,55+0,147|2,63+0,105|1,56+0,095|1,66+0,102/1,85+0,084
2 | nimenipua % 100 74,40 44,56 47,43 52,67
A% - -20,56 -55,98 -53,11 -44,09
®epym(ll) 2-(5-(3- X+Sx [4,95+0,092)|3,08+0,101|1,56+0,091|1,43+0,084(1,35+0,067
3 | HiTpOheHin)-4-amiHo-1,2,4- | % 100 62,29 31,65 28,96 27,27
Tpuason-3-inrtio)auertat A% - -32,76 -68,89 -71,58 -69,49

MpumiTkM: X£SX - cepeHin piBeHb rmoKo3n o Ta Yepes 2,4,6,8 roanH nicna BBeAEHHS CNOSTyKK,
MMIonb/n; % - cepeaHin piBeHb rnoKo3n Ao Ta Yepes 2,4,6,8 roauH nicns BBeAEeHHS Cnonyku, %;
A% - pi3HMLSA B NOPIBHSAHHI 3 KOHTPOSEM.
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3 pesynbTaTiB gocnigkeHHs BuaHo, wo depym(ll) 2-(5-(3-HiTpodeHin)-4-amiHo-1,2,4-Tpnason-3-
inTio)aueTaT nposiensie GinbLi NOKa3HUKM FNOrMiKeMidHOI akTUBHOCTI.

®OPMYNA KOPUCHOI MOLEN!I
DPepym(ll) 2-(5-(3-HiTpodbeHin)-4-amiHo-1,2,4-Tpnason-3-inTio)auetat opMynu:;
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LLIO BMSIBNSE TNOMNIiKEMiIYHY aKTUBHICTb.

Komn'toTepHa BepcTka J1. JIutBuHeHKo

[epxaBHa cnyba iHTenekTyanbHOi BNacHoCTi YKkpaiHu, Byn. Ypuupkoro, 45, m. Kuis, MCI1, 03680, YkpaiHa

A0 “YKkpaiHCbKMI iIHCTUTYT NPOMMUCIIOBOI BriacHocTi”, Byn. na3yHoBa, 1, M. Kuis — 42, 01601



