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POBENIEHO EeKCIEePUMEHTAJNbHE JIOCIiIKEHHS

BILIUBY TIOXIZIHUX 4-MOHO- Ta 3,5-1u3amirie-
Hux 1,2,4-Tpraszosia Ha 1mepedir rocTporo 3aralib-
HOTO Tpoliecy. BeranosieHo, 1o OibIIiCTh 10-
CJTJKYBAaHUX PEYOBUH MTPOSIBUIIN TTPOTUBATIATBHY
akTuBHiCTh. HailGinbin BUpaskeHy aHTHEKCYyIa-
TUBHY [IiI0 NIposiBUJIa criojiyka 13, sika 3MeHInye
HaOPsIK JIanku y mypis Ha 43,5% (p<0,05). [Toxiz-
Hi 4-MoHO- U 3,5-nusamimienux 1,2,4-tpuasony €
MEPCIEKTUBHOIO TPYIMOI0 OPTaHiYHUX PEYOBUH
JUTST TIOJIAJIBIIIOTO CUHTE3Y i (hapMaKOJIOTiYHOTO
CKPUMHIHTY 3 METOI0 CTBOpPEHHsI Ha ix 0Oasi Hecre-
POiTHUX TPOTU3ATIAIBHUX MTPETapaTiB.

Knatouosi crosa: 4-mono- ta 3,5-nusamirieni 1,2,4-tpu-
a30J1a, IPOTU3Ala]bHa aKTUBHICTb.

BCTVII

Cumnromu 3anajieHHst Ta 6iJ1b € OJJHUMU 3 Hali-
OLIBII PO3MOBCIOIKEHUX KIIHIYHUX MIPOSBIB Pi3-
HOMAaHITHUX 3aXBOPIOBaHb. Y PEBMATOJIOTIUHIN
MPaKTHUIL JIJIsE OCATHEHHST MPOTU3ANAIbHOTO Ta
aHAITeTUYHOTO e(EKTIB HalbiIbII YacTo 3acTO-
COBYIOTBCSI HECTEpOIIHI TPOTU3ANAJIbHI TIpera-
patu (HII3II) ta nHenapkotuyni anaiaretuku [3].
Jlikapcbki 3acobu, 10 3aCTOCOBYIOTHCS JIJIST YCY-
HeHHd a0o ToJiertentus 60Ji, 32 MexaHi3MoOM il
MaioTh TepudepudHnii i HeHTpaJbHUH (HaKTO-
pU BILUIMBY Ha HOIUIENTUBHY adepeHTHY CUCTe-
My. AHa/ITeTUYHUI eDeKT CIIPSIMOBAHUI B OCHOB-
HOMY Ha TiepudepuyHi MexaHizMu (HOpMyBaHHS
6OJIIO i TOB’sI3aHUI 3 TPUTHIYEHHSIM CHHTE3Y 1PO-
crarnanaunis (I1T), seiikorpuenis (JIT), Gioren-
HUX aMiHiB Ta KiHiHiB [9, 11]. IIpoTusanaspHa Ta
3HeO0JI0I0YAa aKTHBHICTH 0OYMOBJIEHA 3/10HICTIO
HIT3II npurnivyBaTt akTUBHICTb IIMJIOOKCUTEHA-

3u (I1O) — kioyoBoro epMeHTy mepeTBOpeHHs
apaxiIoHOBOI KUCJIOTH B rpocTarjaananun. OaHak
6inpiricts HII3IT € HemocTaTHBO ePeKTUBHUMUI
Ta MaioTh nobiuny miio [8§, 10].

3acrocyBanns Bcix HII3II mozke npusBojm-
TH JIO TIOIIKOKEHST iHTEPCTHILiI0 HUPOK Ta PO3-
BUTKY iHTepcTUIliasibHoro Hedputy. Bigomo, 1o
[IPU PEBMATOIZTHOMY apTPUTi, XBOPOOi, sSIKa OTpe-
Oye GaraTopivHOTO OE31EePEPBHOTO BUKOPUCTAHHST
HII3II, 3a ranuMu aTororoaHaTOMIYHUX JIOCJII/-
JKEHb 4YacTOTa iHTEPCTUIliaTbHOTO HedpuUTy 10-
csrae 100%. @epment 11OT-2 B inTepcTuiii Hu-
POK BIZICYTHIiH, TOMY NpPU3HAYEHHSI CEJTeKTUBHUX
ITOT-2 inribiTopiB He BIUIMBAE HA PiBEHb TJIOMe-
pysspuaoi ¢inwsrpamii. HII3II, ski npurHiuyorhb
aktuBHicTs [1OT-1 (amernicaminuiaoBa KucjaoTa),
BUKJIMKAIOTh BPAKEHHS IIIJIYHKOBO-KUIIIKOBOTO
TPaKTY, HiK TIpenapar, siki inrioyiors I{OT-2 [7].

B ocranHi poxu yBara XiMiKiB-CUHTETUKIB
MPUBEPHYTA JIO CUHTE3y HOBUX moXiguux 1,2,4-
Tpuaszosy. BusBieHi peyoBUHHU, SIKI OKa3yoOTh
MPOTUMIKPOOHY, aHTHUTICTaMiHHY, Kap/iOTPOIIHY,
MIPOTU3ANATBHY TA AHTUOKCUIAHTHY JIi10. Y 3B’SI3KY
i3 1IUM TONTYK e(DeKTUBHUX JIiKiB 3 HI3bKOIO TOK-
CHYHICTIO Ta MPOTHU3ANMATHHOIO AKTUBHICTIO 3aJTH-
ITIAETHCS AKTYATbHUM TUTAHHSM hapmakoJiorii [ 1,
4]. HasgBHiCTb Ta BipOTiIHICTh TAKUX BUJIiB IIPOTU-
3armajgbHol aKTUBHOCTI 4-MOHO- Ta 3,5-au3amilie-
Hux 1,2,4-Tprazosia MPOTHO30BAHO 3a PE3YJIbTa-
TaMU JIECKPUTITOPHOTO aHAJI3y KOMIT IOTEPHUX
nporpam OPAKYJI Ta PASS.

Meroto pocyipkeHHsT OyJI0 BUBYEHHSI 3aJI€K-
HOCTI TPOTHU3ANATbHOI aKTUBHOCTI BijJl XiMiuHOI
CTPYKTYPU CHUHTE30BaHUX 4-MOHO- Ta 3,5-7u3a-
Mimenux 1,2,4-TpuasoJia.

MATEPIAJIA TA METO
JOCIAKREHHA

O6G’ekTOM HamMX OCJiKEHb Oysm oOpasi
4-mono- Ta 3,5-nu3amimnteni 1,2,4-rpuazosy. [1po-
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TABJINIIA 1
IIpoTtusanaibHa aKTUBHICTb 4-MOHO- Ta 3,5-Au3amimenux 1,2,4-Tpuasony
N L | | rnenn | " | e | OFewmamana |

1 6,9 1,26 £ 0,11 - 26 8,7 0,81 +0,12* 37,2
2 3,7 0,96 = 0,08 15,8 27 4,1 0,76 = 0,09* 41,1
3 5,9 0,84 +£0,07* 26,3 28 34 0,79 £ 0,08* 38,8
4 6,3 0,76 £ 0,09* 33,3 29 31 0,85 +0,12* 34,1
5 5,5 1,11 £ 0,08 2,6 30 9,2 1,18 £ 0,07 8,5
6 7,3 1,23 £ 0,09 - KonTposb 1,29+ 0,12 -
7 9,1 1,36 £ 0,11 - 31 39 1,07 £ 0,09 9,3
8 8,9 1,27 £0,12 - 32 3,4 0,84 +0,11* 28,8
9 10,3 1,31 £ 0,14 - 33 5,2 0,88 +0,12* 25,4
10 10,5 0,98 0,07 19,0 34 5,1 091 +0,13* 22,9
Kontposb 1,14+ 0,08 - 35 3,0 0,98 0,09 17,0
11 7,5 0,94 £ 0,09* 22,3 36 11,4 1,24 + 0,11 -
12 4,9 1,21 0,09 - 37 10,9 1,26 £0,12 -
13 7,0 0,68 +0,11* 43,8 38 2,6 1,29 £0,11 -
14 9,1 0,85 +0,12* 29,8 39 2,7 1,33 0,14 -
15 10,4 0,72 £ 0,09* 40,5 40 29 0,79 £ 0,19* 33,1
16 6,5 091 +0,07* 24,8 KonTposnb - 1,18 £ 0,09 -
17 4,8 1,33 £0,12 - 41 8,1 0,89 +0,10* 28,2
18 11,3 1,02 £ 0,10 15,7 42 10,5 0,81 +0,08* 34,7
19 11,4 1097 +£0,08* 19,8 43 8,7 0,88 +0,11* 29,0
20 12,5 1,29+ 0,16 - 44 9,7 0,84 +0,12* 22,3
Konrpounb 1,21 0,11 - 45 6,7 0,95+ 0,13* 23,4
21 71 1,12 £ 0,12 13,2 46 11,1 0,77 £ 0,09* 37,9
22 9,6 1,04 +0,07* 19,4 47 11,7 0,71 +£0,11* 42,3
23 54 1,09 £ 0,07 15,5 Jlukmo-denax | 8,0 0,59 £ 0,09* 52,0
24 4,1 1,19 £ 0,08 78 Anaunrin 50,0 0,67 +0,08* 45,5
25 9,7 0,78 +0,11* 39,5 KonrpoJb - 1,23+ 0,13 -

Ipumimxa: * — docmogipuicmo pisnuyi 6 nopisnsnui 3 konmpoaem, P<0,05.

TU3ANAJIbHY AaKTHBHICTH 4-MOHO- Ta 3,5-mu3a-
mimenux 1,2,4-tpuasomny (cmos. 1-47) BuBuUammM
Ha MOJIeJIi TOCTPOTO 3aMajibHOTO HAOPSIKY, BUKJIHU-
KaHOTO CyOIJIAaHTAPHUM BBEIEHHSIM B OJIHY i3 Jia-
MoK HIypiB stororera — 2% po3unHy (hopMastiHy.
Jocuian poBoamin Ha Giux rypax Jinii Bictap
060x crareii Macoro 145-180 r. [Jocaimxkysani pe-
4oBMHM BBOAMIM B 11031 0,05 JI/I, | BHYTpilIHbOLI-
gyakoBo 3a 30 XB. M0 BBeleHHS (DIOTOTEHHOTO
arenTy. KoHTpospHa Tpyma TBapuH OTpUMYyBaja
PO3UMH HATPio XJTopuay i TBIH-80 y BiIOBIIHUX
no3ax. Yepes 30 XB. i alToHEBPO3 3aIHBOI JTATTKT
nypa Beon 0,1 M 2% pozuuny dhopmaniny. 3a
JIOTIOMOTOI0 OHKOMETPY BUMIPIOBaJIN 00’€M JIaTIKK
710 TTIOYATKY /IOCJIIY Ta B MOMEHT MaKCUMaJIbHOTO
PO3BUTKY HAOPSIKY — Yepes 4 rojl. AHTHEKCY/IaTHB-
HY aKTUBHICTb CIIOJIYK OL[IHIOBAJIM 3 iX 3/1aTHICTIO
3aTPUMYBaTH PO3BUTOK HAOPSIKY JIAllOK Y JOCTi/I-
HUX TBapUH y NOPIBHSHHI 3 KOHTPOJIBLHOIO IPYIIOO
1 BUpaxkaJyii y BiZIcoOTKax. JK mpemnapart mopiBHAHHSA
BUKOPHUCTOBYBasn aukiaodenak narpio (E/, =8
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mr/kr). CTyminb MpUTHiYeHHsT HaOPSKY PO3paxo-
ByBasin 3a (GoOpMyJIol0: % mpurHideHus = (YK —
Yo) / Yk * 100, xe Yk i Yo — BignosigHo o6’em
JIATIKKA B KOHTPOJIi Ta gocii [ 2, 5].

Pesynsratn ekcriepuMeHTaTbHUX TOCTiKEHD
06pO06IIEH] 3a IOTTOMOTOIO METOJLY BapialliifHOI cTa-
TUCTUKHU 3 BUKOPUCTAHHSAM KOMIT IOTEPHUX TPOT-
pam [6].

PE3YJIBTATU JOC/IIGKEHHA
TA IX OBTOBOPEHHA

Pesynbratn BUBUEHHS aHTHUEKCYIATUBHOI aK-
TUBHOCTI CHHTE30BAHUX CIOJYK YV PALY 4-MOHO- 1
3,5-mu3amimniennx 1,2,4-rpuaszony (cron. 1-47) Ha-
BezieHi B Tabu1. 1. AHauli3 IaHUX TOKAa3YeE, 1110 Cepell
xpopuzi 1-ameramino-4-zamimenux 1,2,4-Tpu-
azony (cmon. 1-11) mpoTwsamanpHy aKTUBHICTH
TPOSIBUIIN CTIONYKU 2, 3, 4 i 10, AKi mpurHidyBaam
nepebir HaOpsKy Janku y mrypis va 15,8-33,3%.
Bupaxkeny mpotnsananbHy akKTUBHICTD TTPOSBUIA
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criosiyka 4, sika B /103i 6,3 MI/Kr BUKJIUKAJIA TIPU-
rHiYeHHs (HJIOTOTEHHOTO HAOPSIKY JIATIKU Y Iy PiB
Ha 33,3% (p < 0,05).

Bimpmicts  3,5-puMerni-4-aminozaminieHux-
1,2,4-tprasony (cmos. 12-22) peyoBUH BUKJIHKA-
I0Th TPUTHIYEHHST (DJIOTOTEHHOTO HAOPsIKy Jial-
Kku y mypis Ha 29,8-43,8% (p<0,05). Haiibinbm
BUPAKEHY AaHTHEKCY/ATUBHY aKTUBHICTH IPO-
aBUa cronayka 13, gdka B 1031 7 MT/KT BUKJIUKA-
Jia 3MeHIIeHHs 1epebiry hopMaTiHOBOro HaGpsIKy
ganku y mrypis mHa 43,8% (p<0,05). 3amina n-
muMeTnIaMinobersuIizeHamMinosoro (cmom. 13)
paKany Ha 7n-6poMOEH3 NI HAMUHOBUH (CITOJI.
15), 2-okci-5-6pombGensuIiIeHaMiHOBHIT  (CTIOT.
14), 2,4-nquxnopbensunigenaminosuii (cmou. 16),
o-okcubensmnenaminoBuii (cmos. 19) i n-me-
TokcubeHsuigeHaminosuii (crosr. 18) npusso-
JIUTH /10 3MEHIIIEHHS aHTUEKCYIaTUBHOI /ii.

B pany rigpoxnopunis 3-zamimenux 5-(2-
eToKkciakpuauHia-9-rio)noxigaux  1,2,4-tpuaso-
ay (cmom. 23-29) BupakeHuWil TPOTHU3ATATBHII
edeKT IPOSIBUJIN CIOJYKH 25-28, siKi BUKJIHKa-
JIU 3MEHIIEHHS eKCIepUMeHTaTbHOTO (hopMali-
HOBOTO HaOpsKy Janku y urypiB Ha 34,1-41,1%
(p<0,05). Haiibisbiry aHTHMIIOTICTHYHY /i0 TIPO-
aBUJIa CHoJyKa 27, dKa BUKJIMKAga 3MEHITeHHS
nepebiry popMaiHOBOro HaOPSIKY JIANKK Y MLy PiB
na 41,1% (p<0,05).

Cepez rigpoxsopuiB 3-3amilieHnux-5-(akpu-
nuHL-9-Tio)noxiguux 1,2,4-tpuazony (cmoa. 30-
40) mpoTuzanaabHuil epeKT MPOSBUIN CIIOJYKH
32, 33 i 34, sxi npurHiuyBaau HaObpsik 10 28,8%
(p<0,05), mopiBHIOIOUN 3 KOHTPOJEM. TeHIEHTII0
710 TIPOSIBJIEHHST TIPOTU3AIAIBHOTO e(heKTY BUSBU-
s criostyku 30 i 31, siki 3MeHmnyoTh nepebir dhop-
MaJIiHOBOTO HAOPSAKY JIAlKK y IIypiB Ha 8,5% i
9,3%, BIAIIOBIAHO.

Yci nmocuimpkeni kongencosani noxizxi 1,2,4-
Tpuazono(3,4-8)tiazony (cron. 41-47) npossuian
MPOTUEKCYAATUBHY aKTUBHICTH, IKa 3HAXOIUIACH
B intepsaii Bix 22,3% no 42,3% (p<0,05). Haii-
OLTTBIITY TIPOTH3ATIABHY /IO BUSIBUJIA CIIOJIYKa 47,
gka B 71031 11,7 MT/KT 3MeHIITy€e IOoTOreHHNii Ha-
Opsik Jraniku y urypis Ha 42,3% (p<<0,05). 3amina
OPOMETUIIBHOTO (CIIOJ. 47) paguKaly B MOJIEKYJI
noxiguux 1,2,4-tprazono(3,4-B)Tia30ry Ha aMiHO-
KapOoHiTbHUIT (cro. 46), atom 6pomy (cror. 42),
aToM Tizporeny (crmos. 43) BUKJIUKAE 3HIKEHHS
MPOTU3ANATbHOI AaKTUBHOCTI.

Takum uyumHOM, BBejleHHsT B MoJjiekynay 1,2 4-
Tpuasosy n-6poMOEH3UITIIEeHaMiHOBOTO, 72-METOK-
CUOEH3UIIIIEeHaMiHOBOTO,  1-INMETIIOCH3UITiIe-
HaMiHOBOTO, 2-0KCi-5-OpoMOGeH3WIIiIeHaMiHOBOTO
Ta OKCHU(EHITbHOTO 3aMiCHUKIB MPU3BOAUTH 0
MiJIBUIIEHHST TIPOTH3alajbHOl akTUBHOCTI. Bera-

HOBJICHI Pe3yJIbTaTH MOXKYTb JI03BOJIUTH PEKO-
MEHJIyBaTU JIAHUI PSIJI IOXIIHUX JIJIS1 TIOAJIBIIIOTO
BUBYEHHsI (hapMaKOJIOriuHOI aKTHUBHOCTI 3 Iepc-
MEKTUBHICTIO PO3POOKH TIpenapaTiB s JIKyBaH-
Hs1 GOJILOBUX CHH/POMIB Ta 3allajIbHUX TPOIECIB
pi3HOI eTioJorii.

BHUCHOBKU

1. Ilpu BuBYEHi aHTHUEKCYIaTUBHOI aKTUBHOCTI
conyka 13 smenmye dJororeHHuii HabpsAK y
mypis Ha 43,5% (p<0,05).

2. IMoxigui 4-mono- 1 3,5-musaminenux 1,2,4-
TPHUA30JYy € TIEPCHEKTUBHOIO TPYIIOI0 OPTaHIYHIX
PEUOBUH JIJIs1 TTO/IAJIBIIOTO CUHTE3Y i (hapMakoJio-
TYHOTO CKPUHIHTY 3 METOIO CTBOPEHHS Ha ix 6asi
HECTEPOiTHNX MPOTU3ATIATbHIX TTPENaparTiB.
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B.B.Illuxosa. 3asucumocmv npomueosocna-
AUMENbHOU AKMUBHOCTU 0M XUMUYECKOU CMPYK -
mypol 6 psdy 4-mono- u 3,5-0uzamewennoix 1,2,4-
mpuaszona. Xapvkos, Ykpauna.

Kmouesvie cnosa: 4-momno- u 3,5-ousamewenivie
1,2,4-mpuasona, npomusosocnaIumMeNvHaAsl AKMUG-
HOCMND.

IIposedeno ucciedosarue 6AUAHUSL NPOUIBOOHBIX 4 -
MOHO- U 3,5-0usamewennvix 1,2,4-mpuasona na meue-
HUe 0CmPoz0 BOCNAIUMENLHOZ0 NPOUECCa. Yemanoeie-
HO, MO OONLULUHCTNGO UCCAEOYEMBIX BEUCCTNE NPOSABUILO
npomusosoCnalumenviyto  axmushocms. Haubonee
BLIPANCCHHOE AHMUIKCCYOAMUBHOE Delicmeue nposieu-
J10 coedunenue 13, Komopoe ymenvuiaem omex 1anku y
xkpoic na 43,5% (p<0,05). Ilpoussoonvie 4-mono- u 3,5-
Jusamewennvix 1,2,4-mpuasona S6asiomest nepenex-
TMUGHOLL ZPYNNOLL OPLAHUUCCKUX COCOUHEHULL 015l Oab-
Heuulez0 NPoBedeHUs: CUHME3A U PaAPMAKOLOZUUECKO20
CKPUHUHZA C UETIBIO CO30AHUS HA UX OCHOBE HECTNEPOUO-
HbIX MPOMUBOBOCNALUMETLHBIX NPENAPAmos.

V.V.Shikova. Dependence of antiinflammatory
activity from chemical structures in a line 4-mono-
and 3,5-direplacing 1,2,4-triazole. Kharkiv,
Ukraine.

Key words: 4-mono- and 3,5-direplacing 1,2,4-
triazole, antiinflammatory activity.

The experimental research of influence deriva-
tive 4-mono- and 3,5-direplacing 1,2,4-triazole on
the course of acute inflammatory of process is car-
ried out. It was showed, that the majority of studied
substances have antiinflammatory activity. Most ex-
pressed antiexudative the action has shown in sub-
stance no. 13, which reduces swelled leg at rats on
43,5% (p<0,05). Derivates of 4-mono- and 3,5-dire-
placing 1,2,4-triazole are perspective group of organ-
ic substances for the further realization of synthesis
and pharmacological screening with the purpose of
creation on their basis of nonsteroidal antiinflamma-
tory drugs.
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N3yyeHne aHaJbreTH4€CKOM U MIPOTUBOBOCHIATIUTEIbHON

aKTUBHOCTHU B psny 7,8-au- u 1,7,8-Tpu3amenieHHbIX
3-MeTWIKCaHTHHA

B.1.Kopnauenko, b.A.Camypa, 1.B.Kupees

XapbKOBCKasi TOCyIapCTBEHHAas 300BeTepUHApHast aKaaeMMUsl,
HaunoHanbHbI (hapMalleBTUYECKU YHUBEPCUTET
XapbkoB, YKparHa

eJIbI0 MCCIIEI0BaHUsI OBbLIIO U3yYeHKe MPOTHU-
HBOBocnaﬂMTeﬂbHoﬁ M aHaJbreTUYEeCKON aK-
TUBHOCTH BIIEPBble CHHTE3UPOBAHHBIX 7,8-1H-
n 1,7,8-TpusameriieHHbIx 3-MeTHJIKcaHTHHA. Mc-
cJIeJIOBaHMS aHAJIbreTUUECKO aKTUBHOCTH ITPOBE-
JIEHO Ha KPbICaX HA MOJIEJIN YKCYCHBIX «KOpUeily,
a TMPOTUBOBOCHATUTEIbHYIO AKTUBHOCTb — Ha
MOJIEJT  OCTPOTO BOCHAJUTETHbHOTO OTEKa, BbI-
3BaHHOTO (PJIOTOTEHHBIM areHToM. BrisiBiaeHo co-
exqunenue 2-7-n-xaopobensuia-8-N,N'-MeTu/mm-
MepasuHo-3-METUIKCAHTHH, KOTOPOE YMEHbBINAET
KOJIMYECTBO YKCYCHBIX Kopueil Ha 46%, cHIKA-
eT pasBuTHe (PJIOTOTEHHOTO OTeKa JIAIKHU Y KPBIC

Ha 44,2% 1 110 aKTUBHOCTHU COIIOCTABUMO C JINKJIO-
(enakom. Ycranosiseno, uro 7,8-qu- u 1,7,8-tpu-
3aMeIeHHbIX 3-MEeTUJIKCAHTUHA SIBJISIIOTCS TIepC-
MEKTUBHOM IPYIIION OPraHUYeCKUX BEUeCTB JIJIs
JaJIbHENIero CUHTe3a U IPoBeaeHust (apMaKo-
JIOTUYECKOTO CKPUHUHTA C 11eJIBI0 CO3/ITaHMs Ha UX
OCHOBE BEIECTB C aHAJbIeTHYeCKUMHU U IPOTUBO-
BOCITAJINTEIbHBIMU CBOHCTBaMHU.

Kntouesvte caoga: 7,8-nu- u 1,7,8-Tpusamerientoie
3-MeTUJIKCAaHTUHA, aHAIbIeTHIeCKasi U TIPOTUBOBOCIIA-
JINTEJIbHASL AKTUBHOCTb.
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