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binp € curHamoM po3BUTKY MOPYIIEHB Ta 3alaIbHUX TPOIECiB B opraHi3mi. lle Haii-
BaYUIMBIIINHA 3aXUCHO-TTPUCTOCYBATBHAN MEXaHI3M, 0 3a0e3redye 30epekeHHs iHan-
Biga. CuibHa Ta TpuBana Aist «00IBOBOrO» MOApPA3HUKA, KA BUHUKAE Y pa3i TpaBM abo
MicIIsl XIpypriYHUX MaHIMyJSIIH, IEPETBOPIOE 3aXMCHY PeakIito OpraHi3My B IIKiITHBHHA
(hakTop, AKHIA € MPUINHOIO BTOPUHHUX MOPYIIEHB ¢izionoridaux nporecis [ 1, 2]. s 60-
poTHOH 3 00JIEM 3aCTOCOBYIOTH aHANITETUYHI 3aCO0H, SIKi MOJUIAIOTh HA HAPKOTHUYHI Ta He-
HapkotuyHi. [lepmi nitoTh Ha HeHTpanbHy HepBoBy cucteMy (LIHC), cnpuunHioroun 3BH-
KaHHsI (0Mmioian), Apyri AifoTh Ha nepudepuyHi nentpu [3]. Ha cydacHomy erami mupoke
3acTocyBaHHS HAOyB KeTOpoJIak. BiH 3a cTymeHem aHanresii mepeBakae iHII HECTEPOiTH]
MpoTH3anaibHi npenapatu [4, 5]. BogHodac MoxnnBi BusBH 1M00i9HOI il [5], cepen axkux
€pO3MBHO-BUPA3KOB1 ypa)keHHs IITYHKOBO-KHUIIKOBOro Tpakty (ILIKT), kpoBoTeui, nepgo-
pais BUpa3Ku, TOCTPUH MAaHKPEATHT, JKiHoue Oe3IUTiAs Ta iH., CIIOHYKAIOTh JI0 OUIYKY
HOBHX BHCOKOC()EKTUBHHX aHAITETHKIB.

[NoxiaHi MipUMiIUHY € MEPCIEeKTUBHUMU IS TIOAAIBIIOTO HociimpkeHHs. [lipuminn-
HOBE AJpO € CKJIaJ0BOI0 HYKICTHOBUX KHCIOT, BitaMiHy Bl Ta Bxoaute m0 ckiangy Oa-
raThOX JIIKAPCHKHX IperapariB, HAPHUKIIA alMKIOBIPY, METHIYPALUIy, TPUMETOIIPHMY,
xnopununy, propadypy ta iH. OcTaHHIM 4YacOM CHHTE30BaHO Psijl HOXITHHUX MIPUMIAUHY 3
IITUPOKHUM CTICKTPOM 010JIOTiYHOT aKTHBHOCTI — aHTUMIKpOOHA [6], TpoTHITYXJIMHHA [7] Ta
npotuBipycHa (antu-BlJI-1) [8] akTuBHICTB. BomHOYaC BiJOMO, 1110 KOH/IEHCOBaHI TTOXiTHI
1,2,4-Tprazony BUSBIAIOTH BUCOKY aHANTe3ylouy akTUBHICTE [9]. ToMy € Bucoka HWMOBIp-
HICTb, 1110 TIO€HAHHS MPUMIIMHOBOTO Ta TPHUA30JIBHOIO IIUKJIIB MOXKE MPU3BECTH JIO BU-
SIBY aHAJITETUIHOI Jii.

MeToro 1i€i poOoTH OyIo 3iICHEHHS CHHTE3Y PEYOBHH Yy psAy S-MeTwin-3-apui-[1,2,4]
Tpuazoino[4,3-a]nipuMiuH-7-01y Ta BUBUYCHHS aHAJITE3yI0Y0i aKTMBHOCTI CHHTE30BAHUX
CIIONYK.

MaTtepianaum Ta MeTOAM AOCJIiAKEeHHSH
O0’ekTaMK ~ HamIOTO0  JOCHIDKEHHS 00paHO ToXigHi — S-metwn-3-apui-[1,2,4]
Tpuaszono[4,3-ajuipuminuH-7-oiy (3 a—e), siki OyJI0 CHHTE30BaHO IIijl Yac KOHJCHCAIii Ta
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MTOAJTBITIOT IUKITI3aIlli 6-MeTHII-2-MeTHIICYTbGaH I puMianH-4-01y (/) 13 BiAMOBITHUMUA
3aMiIIEHUMH TiIpa3ugaMu OeH30HHOI KUCHOTH (2 a—e) (PUCYHOK).

VYei posunnaukn i pearentu (Bix Aldrich ta Acros) BukopucToBYBanmu 0e3 jo-
JATKOBOi ouncTKU. KOHTpONb 3a XOIOM peakiiii Ta YMCTOTOI CHHTE30BaHHX CIIOIYK
3MIMCHIOBAIM METOJOM TOHKOIIapoBOi xpomartorpadii Ha turactuakax Silufol, F 254,
1x10 cwm, emroerTr — cyminrn xiaopodopM—meTaHon i eruianerar—rekcat (9:1 ta 1:1 v/v
BIJIMIOBi/IHO), 13 3aCTOCYBaHHsAM YD-IeTeKTOpa 3 TOBKUHOIO XBUIII OPOMiHEHHs 254 Ta
356 um. Temmeparypy TJIaBJICHHS BUMIPSHO Ha MajorabapuTHOMY HAarpiBaJbHOMY CTOJI
3i cnocrepexxunm npuctpoem PHMK 05 (VEB Analytik, Dresden). Criextpu 'H-SIMP
3HiManu Ha criekTpomeTpi Varian Gemini 400 MHz (BryTpimHiit cranmapt TMC, po3-
yuHHUK [IMCO-d6).

[lepBuHHY OIIHKY aHAJTe3y0U0l AaKTUBHOCTI BUKOHAHO HAa MOJICJISIX TEPMIUHOT («rapsi-
9a TUTaCTUHKA» ) cTMyIsmii [10].

PesyabTaTm gocaigxkeHHsd Ta 0o0TOBOPEeHHH

Buxigauii 6-meTui-2-Metuincyinbpaninmipumiani-4-on (/) ofepkaHO 3a METOAOM
[11]. INapasunn 3aMimeHnx OeH30HHUX KUCIOT (2 a—e) ofepkaHi 00pOoOICHHSIM BiITOBI-
HUX €CTEepiB TiIPAa3UHUHOM B €TaHOII 32 MeToioM [ 12].

SCH, O 1}7—1:;{
m + NHNH i N/L"}\OR
! |
o -HOH
so Ao, ] oo,
1 23 e Jae

Puc. Cxema cuHTe3y MOXiTHUX
5-merna-3-apua-[1,2,4]Tpuazonol4,3-ajnipuminun-7-oay (3 a—e)
R =a) H, b) OCH,, ¢) CH,, d) Br, e) OCHF,

Buxigauii 6-meTuin-2-mMeTuicynbpaninmipumiania-4-on (/) ofepkaHO 3a METOAOM
[11]. 'igpa3zuam 3amineHnx OeH30MHUX KUCTOT (2 a—e) onepskaHi 00poOIeHHM BiAIOBIA-
HUX €CTEPIB TiIpa3uHUHOM B €TaHOII 3a MeToaoM [12].

Cunmesy 5-wemun-3-apun-[1,2,4]mpuaszono[4,3-a]nipumioun-7-onie( 3 a—e).

Cymim 1,56 T (0,01 momnp) 6-MeTn-2-meTuicyiabaniamipuMigna-4-ony (1) Ta
0,01 momnp BiamoBimHOTO TiApasuny (2 a—e) HarpiBaiu 0e3 pO3YMHHUKA MPOTAToM 1 roj 3a
temneparypu 170—-180 °C. PeaxiiifiHy cymim 0X0JIOKYBaJH 0 KIMHaTHOI TeMIepaTypH,
po3tupanu 3 50 M TponaHoIy-2, BiA(QLIETPOBYBaIH Ta CYIIHIH.

S-Memun-3-¢henin-[1,2,4]mpuazonof4,3-aJnipumioun-7-on (3 a). Buxin 78%. 3uaiine-
H0,%: N 25,3. C _H, N,O. Pospaxosano, %: N 24,8. Cnexrp [IMP (JIMCO-d6): 2,34 (c,
3H, CH,), 5,69 (¢, 1H, CH), 7,43-8,14 (m, 5H, CH,), 13,0 (ym. c., 1H, OH).

S5-Memun-3-(4°-memoxcugpenin)-[1,2,4]mpuazonof4,3-ajnipumioun-7-on (3 b). Bu-
xix 69%. 3naiineno,%: N 21.5. C,H,N,O,. Pospaxosano, %: N 21.8. Cnekrp IIMP
(AMCO-d6): 2,32 (c, 3H, CH,), 3,86 (c, 3H, OCH,), 5,68 (¢, 1H, CH), 6,96 Ta 8,03 (1-1,
4H, CH,), 13,0 (ymr. c., IH, OH).

S5-Memun-3-(4 -memuncpenin)-[1,2,4]mpuasonof4,3-aJnipumioun-7-on (3 ¢). Bu-
xig 83%. 3maiimeno,%: N 23,5. C,H,N,O. Pospaxosano, %: N 23,3. Cnekrp IIMP
(AMCO-d6): 2,33 (c, 3H, CH,), 2,37 (¢, 3H, CH,), 5,84 (¢, 1H, CH), 7,33 Ta 8,00 (1-1, 4H,
CH,), 13,2 (ym. c., 1H, OH).
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5-Memun-3-(4’-opomepenin)-[1,2,4]mpuazonof4,3-aJnipumioun-7-on (3 d). Buxin 85%.
3uaiineno,%: N 18,2. C H N,O. Poszpaxosano, %: N 18,4. Cnexrp I[IMP (JIMCO-d6):
2,35 (¢, 3H, CH,), 5,81 (¢, 1H, CH), 7,69 Ta 8,03 (a-1, 4H, C.H,), 13,2 (yu c., 1H, OH).

S-Memun-3-(4°-ougpnyopomemorcughenin)-[1,2,4]mpuaszono  [4,3-anipumioun-7-on
(3 e). Buxin 69%. 3naineno,%: N 19,5. C H, F,N,O,. Pospaxosano, %: N 19,2. Cnektp
[IMP (IMCO-d6): 2,34 (c, 3H, CH,), 5,82 (c, 1H, CH), 7,34 ta 8,11 (n-n, 4H, CH,), 7,45
(t, 1H, OCHF, J = 73,5 '), 13,2 (ym. c., 1H, OH).

JlocuipkeHHs aHaITre3you0l aKTUBHOCTI BUKOHAHO HA OUIMX HEMIHIMHUX MHUIIaX-CaM-
Kax, po3miigHeHux y BiBapii 1Y «IHcTHTYT dhapmakonorii Ta Tokcukomorii HAMH VYkpai-
HU», Macoro 20 + 2r. TBapuH yTpuMyBalld Ha CTaHJAPTHOMY Xap4OBOMY palliOHi 3 JTOCTY-
oM 10 ki ta Bogu ad libitum.

TecT-pedoBUHM (OCIIKYBaHA PEUOBHHA Ta PEUOBHHA MOPIBHIHHS KETOPOJIAK) BBO-
IIAJTA TBAPWHAM B TECT-A031 25 MI/KT MacH Tijla BHyTPIIIHbOIIUTYHKOBO 3 BUKOPHUCTAHHSIM
SK PO3YMHHMKA BOXHO-CIUPTOBOI cymiwi (5% crnupra) i3 10oJaBaHHIM SIK €MyJbraropa
5%-ro TBiHy-20. O0’€M o7ep>KaHOi BOAHO-CIIMPTOBOT €MYIIbCIi, 10 BBOAWIN TBApUHAM, HE
nepeBuiyBas 0,2 M1 Ha TBapHUHY.

V TecTi «rapsuoi racTuHKWY Ha niprtani Hot-plate metter (Ugo Basile, ITamis) Tec-
TyBaHHA POOWIIM Ha MUIIAX (TI0 5 y TpyTi), Y IKAX BUXiHE 3HAUY€HHS JIATEHTHOTO TIePioy
peakuii «oOnu3yBaHHsI» Nanku He nepesuirysaio 20 c. JlarentHuil nepion peakuii B ce-
KyH/Iax BUMIPIOBAJIH miciisi 1 TOJ MiCIist BBEJCHHSI TECT-PEUOBUH. PO3paxoByBaliu MPOIEHT
3MIHM JIO BUXIJTHOTO JIATCHTHOTO MEPioJly PeaKilii B KOXKHIH IpyTii.

Craructnyae oOpoOSIeHHS Oflep’KaHUX Pe3yNIbTaTiB 3/iHCHIOBaIN 32 MeTooM CThIO-
nenTa [10]. Jocroipaumu BBaxkanu 3minu 3a p < 0,05.

Pesynbratn  JOCHiKEHHS aHANTe3ylodol akTHBHOCTI  S-mertmi-3-apui-[1,2,4]
TpHuazono[4,3-a]nipuMiaguH-7-01iB (3 @—€) B TECTi «rapsiua TIACTHHKa) HABEJICHO B Ta-
OwnIt.

Tabnums
AHaJre3ywua akTUBHIiCTBH 5S-MeTuiI-3-apuii-[1,2,4] Tpuazono|4,3-a] mipumiaun-7-oJis
(3 a—e) B TecCTi «rapsiua mJIacTHHKA»

JlarenTHH# nepiox peakitii,
PeuoBuna, Jlo3a, M £ m, cex 3miHa TIaTEHTHOTO
mudp MI/KT . nepioxy peakuii, %
BUXI1JIHE 3HAYCHHS 60 xB
3a 25,0 9,70 + 1,59 23,70 £ 5,86 +144,32*
3b 25,0 12,54 £2.71 27,98 £ 4,81 +123,12%
3c 25,0 9,42 +£0,86 26,78 £ 6,32 + 184,28*
3d 25,0 9,52+ 1,34 20,22 £ 6,21 +112,40*
3e 25,0 11,04 £2,21 21,82 +3,71 +97,64%*
Kertopomnak 25,0 9,28 +1,13 19,74 + 2,18 +112,71*

Mpumitka:*—p<0,05.

BcranoBieHo, mo Ha MoOJei TEPMIYHOI HOIUIENITUBHOI CTUMYIIAIIT HU3Ka TOCTi-
JUKYBaHUX CIIOJIYK 3HAYHO IEpeBakae Impernapar MmopiBHIHHS — KeTopoJiak. Tak, HailBuU-
Iy aKTHUBHICTB Y TECTI «rapsiua MIaCTUHKA» OyJI0 BiJ3HAYCHO [Tl CIIONYKH 3 ¢, siKa Mic-
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THTHh METHWIBHY TPYIy B YETBEPTOMY IOJIOKEHH] apMIIBHOTO 3aMiCHHKA, [0 CTAHOBUTH
184,28% 3MiHM JIaTEHTHOTO NIepioay peakuii, BogHovac sk y keroponaky — 112,71%. Ta-
KUM YHHOM, Jlisl JOCIIIJDKYBAHOT CIIOJIYKH 3 ¢ TIepeBepIIye JIit0 KeTopoiaky Ha 71,57%.
Jnst cnonyk 3 a (6e3 3amicHuKa B apuibHOMY ¢parmenTi) Ta 3 b (i3 METOKCHIBHOIO
TPYIIOI0 B YETBEPTOMY ITOJOKEHHI apUIBHOTO 3aMiCHHMKA) 3MiHA JIATEHTHOTO TIEPiomy
peakii cranoButh 144,32% ta 123,12% BinmoBinHo, TOOTO 00HMIBI TOCIIKYBaHi CIIO-
nyku (3 a ta 3 b) nepeBepuyroTh 1it0 ketroponaky Ha 31,61% ta 10,41%. Cnonyka 3 d,
SKa MICTUTH SIK 3aMiCHUK aTOM OpOMY B YETBEPTOMY IOJIOKEHHI apMIIBHOTO 3AJIHIIKY,
BHSIBIISIE aHANTE3yI09y aKTUBHICTH HA piBHI penapary nopiBasaas (112,40%). Brenen-
HS IBOX aTOMiB (PIIyopy B METOKCHIIBHUHN pajKall y 4eTBEPTOMY ITOJIOKEHHI OEH3EHO-
BOTO KiJIBIISl IPU3BOJAUTH JI0 3HUIKCHHS aHANTE3y040i akTUBHOCTI (97,64%) mOpiBHSHO
31 ciontykoto 3 b (123,12%) na 25,48%, a nmopiBHSHO 3 pedepeHc-IpenaparoM KeTopo-
makoMm — Ha 15,07%.

Takum ywmHOM, TOXimHI S-metwn-3-apwi-[1,2.4]rpuazono[4,3-a]uipuMinuH-7-011y €
MEPCHIEKTUBHUMH JJIS1 TOJANIBIIOT0 TIMOOKOTO JOCTIKEHHS T4 MOXKYTh CTaTH OCHOBOIO
JUTS CTBOPEHHSI HOBOTO aHAJITETHYHOTO 3ac00y.

BucHnoBkmu

1. CunTe30BaHO psii MOXiAHUX S-meTuin-3-apui-[1,2,4]tpuazonol4,3-a]nipumianH-
7-0J1y KOH/ICHCAIII€I0 Ta MOJANBIION0 IIUKITI3AI€10 6-METHII-2-MeTHIICY b a1 PAMITHH-
4-01y 3 BiIMTOBITHUMH 3aMINIEHUMU TiIpa3uaMu OCH30MHOI KUCIOTH. byToBy Ta 9UCTOTY
BCIX OJICp)KaHUX PEUOBHH MinTBepmKkeHo nannmu 'H-SIMP-cniekTpockormii.

2. IlpoBeneHui CKpUHIHIT Ha AaHAJITCTHYHY AaKTUBHICTb NOXITHHX S-MeTHII-3-
apwi-[1,2,4]Tpuazono[4,3-a]mipuMianH-7-0y B JOCHIIAX in Vivo Ha MOJCI «rapsdoi
TUTACTUHKI) CBIAYUTH, 110 HAWBHIY aKTHBHICTH Maja CIIONyKa, SIKa MICTHTh METHJIbHY
IpyIly B 4ETBEPTOMY IOJIOKEHHI apMJIBHOTO 3aMiCHMKA, 110 CTaHOBUTH 184,28% 3miHn
JATEHTHOTO Mepiofy peakiii, e mepeBepiye Ail0 pedepeHc-npenapary KeTOpoiaky Ha
71,57%. BBeneHHs ranoreHiB B apuiibHUE (parMeHT NPU3BOAUTH O 3HIKCHHS aHaJre3y-
104901 aKTHBHOCTI CITONTYK.
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"Yepuueoeckuil Hayuonansuviil nedazocuieckuil ynusepcumem umenu T. I [lleguernro
2TV «Hdnemumym gpapmaronoeuu u mokcuxoroeuu HAMH Vkpaunory, 2. Kues
CUHTE3 U AHAJIBTETMYECKAS AKTUBHOCTbD [TPON3BOAHBIX
5-METUIJI-3-APUJI[1,2,4]TPUA30JI0[4,3-ATIMPUMNAMH-7-OJIA

Kawuesble ciaoBa: metui-3-apui-[1,2,4]rpuazono[4,3-a|nupuMuanH-7-0JbI, KETOPO-
JIaK, aHAJIbI€THYECKasi aKTUBHOCTh

AHHOTALOUA

Bonp sBRsSieTCs cUrHAJIOM pa3BUTHS BOCIHAJIUTENBHBIX IPONECCOB M Pa3IUYHBIX
HapymieHuil B opranm3sme. OHa mpencTaBisieT co00i BaKHEWIIMI  3alIUTHO-
MPHUCIIOCOOUTENBHBIA MEXaHU3M, 00€CIeUNBAIONINI COXPAaHHOCTh JAaHHOTO MHIWUBUAA,
HO CHUJIBHOE U JJTUTEIHHOE BO3ACHCTBHE «O0JIEBOTOY pa3ipakUTeNs MPeBpaliaeT 3allnuT-
HYIO PEaKLHIO OpraHu3Ma BO BPEIHBIN (pakTop, KOTOPBIN SBISETCS IPUIMHON BTOPUIHBIX
HapyIeHU (U3HOIOrMYECKUX MPOLECCOB.

Lenpto paboThl OBLIO OCYIISCTBIACHHE CHHTE3a BEIICCTB B PSAYy S-METHI-3-
apui[1,2,4]rpuazono[4,3-a|nupuMHINH-7-0J1a U U3yUYEHUE HUX aHAJIbIE3UPYIOLIEH ak-
THBHOCTH.

OO0beKxTamMy HAIIero MCCIeI0BAaHUS BBIOpAaHBI MPOU3BOAHbBIE S-MeTni-3-apui[l,2,4]
Tpuazoi[4,3-alnupuMuaANH-7-051a, KOTOPbIE CUHTE3UPOBAHbl KOHJCHCAIIMEH U TOCIe-
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IYIOMIEeH IUKIIU3AIeH 6-MEeTHII-2-MeTHICYIb(QaHmIITHPUMUAINH-4-01a ¢ COOTBETCTBY-
IOIMMU 3aMENICHHBIMU TUpa3uaaMi OeH30iHON KucaoThl. [lepBuuHas olleHKa aHaIb-
re3upyroneil akTHBHOCTH MPOBEIEHA HAa MOJENAX TePMUUECKON («ropsidast MiiacTHHA)
CTUMYJISIUH.

CuHTe3upoBaH  psi  HOPOU3BOAHBIX  S-metmn-3-apun[l,2,4]tpuazono[4,3-a]
MUPUMHUIWH-7-0]1a, WX CTPOCHHE M YHUCTOTA MOATBEPXKACHBI MaHHBIMH 'H-SIMP-
criekTpockonuu. VccienoBaHa aHAIBre3upyOIIasi aKTHBHOCTh MPOU3BOIHBIX S-METHII-
3-apun[1,2,4]rprua3ono[4,3-a]J0MpUMHINH-7-0J1a C LEJIbIO BBISIBIEHHS CBA3H «CTPYKTY-
Pa—aKTUBHOCTHY.

IIpoBeneHHBII CKPUHMHI Ha HaJlW4yuMe aHaJblEeTUYECKOW aKTHUBHOCTU  JUIS
MPOU3BOAHBIX S-meTmi-3-apui[l,2,4]tpuasono[4,3-aJnupuMuANH-7-01a B ONBITAX in
Vivo Ha MOJIENIN «TOpSYEH TUIACTUHKWY MOKa3all, YTO caMas BhICOKas aKTUBHOCTH ObLIa
OTMeYeHa /ISl COeTMHEHHS, COJEPIKAIeT0 METHIIFHYIO TPYTIITY B YETBEPTOM TMOJIOKEHUHU
apUIBHOTO 3aMECTUTENs, KoTopas cocTaBisieT 184,28% u3MeHeHUs TaTEHTHOTO IEPHO-
Jla peakIuy, 4TO MPEeBOCXOAMT JeiicTBue pedepeHc-npenapara keroponaka Ha 71,57%.
BBenenne raioreHoB B apuiIbHBIN (PparMeHT MPUBOIUT K CHIDKEHUIO aHAJIBIe3UPYIOIIei
AKTUBHOCTH COCIMHCHUH.

A. G. Ogorodnik !, V. A. Yanchenko !, L. S. Bobkova?, N. M. Seredinska?,

A. M. Demchenko?

! Shevchenko Chernihiv National Pedagogical University
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SYNTHESIS AND ANALGESIC ACTIVITY 5-METHYL-3-ARYL[1,2,4]
TRIAZOLO[4,3-4]PYRIMIDIN-7-OLES DERIVATIVES

Key words: 5-methyl-3-aryl[1,2,4]triazolo[4,3-a]pyrimidin-7-oles, ketorolac, the
analgesic activity

ABSTRACT

Pain is a signal of inflammation and disruption of the body. It is the most important
protective and adaptive mechanism that ensuring the safety of the individual. A strong
and prolonged effect of “pain” irritant arising in injuries or after surgical manipulation
transforms the protective reaction of the body to harmful factor that is the cause of
secondary violations physiological processes.

The aim of this work was the synthesis of substances in a series of 5-methyl-3-aryl
[1,2,4] triazolo [4,3-a] pyrimidine-7-o0l and study the analgesic effect of the synthesized
compounds.

The objects of our research were selected derivatives of 5-methyl-3-aryl [1,2,4]
triazolo [4,3-a] pyrimidine-7-ol, which were synthesized by condensation and subsequent
cyclization of 6-methyl-2-metylsulfanilpirymidyn-4-ol (1) with the corresponding
substituted benzoic acid hydrazide The primary evaluation of analgesic activity conducted
on thermal stimulation models («hot platey).

A number of 5-methyl-3-aryl [1,2,4] triazolo [4,3-a] pyrimidin-7-ol derivatives were
synthesized, and their structure and purity were confirmed by 1H NMR spectroscopy.
The analgesic activity of 5-methyl-3-aryl [1,2,4] triazolo [4,3-a] pyrimidin-7-ol was
investigated in order to reveal the structure-activity relationship.
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The screening for analgesic activity for 5-methyl-3-aryl [1,2,4] triazolo [4,3-a]
pyrimidin-7-ol derivatives in in vivo experiments on hot plate models showed that the
highest activity Was noted for the compound containing the methyl group in the fourth
position of the aryl substituent, which is 184.28% of the change in the latent period of the
reaction, which exceeds the action of the reference preparation of ketorolac by 71.57%.
The introduction of halogens into the aryl moiety leads to a decrease in the analgesic
activity of the compounds.

A series of 5-methyl-3-aryl [1,2,4] triazolo [4,3-a] pyrimidine-7-ol derivatives
were synthesized by condensation and subsequent cyclization of 6-methyl-2-
metylsulfanylpirymydyn-4-ol with relevant substituted hydrazide of benzoic acid. The
structure and purity of obtained compounds were confirmed by 1H NMR spectroscopy.
The analgesic activity of 5-methyl-3-aryl [1,2,4] triazolo [4,3-a] pyrimidin-7-ol was
investigated in order to reveal the structure-activity relationship.

The screening of analgesic activity of 5-methyl-3-aryl [1,2,4] triazolo [4,3-a]
pirymidyn-7-ol derivatives in vivo models for «hot plate» shows that the highest activity
was noted for compound containing methyl group in the fourth position of the aryl
substituent, which is 184.28% change latent period reaction, that exceeds effect reference
drug ketorolac at 71.57%. The introduction of halogens in the aryl fragment leads to a
decrease analgesic activity of compounds.
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