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CHHTE3 TA ®I3UKO-XIMIYHI JOCJIKEHHS TTIPA3H/IIB TA
LIIAEHTIPASUIB 2-(5-(4-METOKCH®EHLI),
(3,4,5-TPUMETOKCU®EHLT)-1,2,4-TPUA30JI-3-LJITIO)
AIETATHUX KUCJIOT

| Kuarouogi ciioBa: 1,2,4-tpua3os, CUHTE3, TiAPa3UIH, UIICHT1Ipa3uau

B mnani cunTe3y moximHux 3-Tio-1,2,4-TpHa3oiy 3a OCTaHHI JAECATHPIYUS Harparbo-
BaHO JIOCUTH MOTYKHHUH Marepian. Llel daxt 3ymoBineHo tum, mo 1,2,4-Tprua3onn BHKO-
PHUCTOBYIOTh HE TiJIbKH 3 METOIO CTBOPEHHS JIIKAPCHKHUX 3ac00iB, & TaKOX JJIsl BUTOTOB-
JICHHS1 PI3HOMAaHITHOT IPOAYKIIil, SIKY HIMPOKO 3aCTOCOBYIOTh Y CLIIbCHKOMY TOCIIOJIAPCTRI,
MIPOMUCIIOBOCTI PI3HOMAHITHHUX TaTy3sIX HAyKH TOIIIO.

ApceHan cydacHOi MEIWIIMHU MICTHUTh YUCIIEHHY KIJIBKICTh MpemnapariB — IMOXiTHUX
1,2,4-Tprazoiny 3 HAWPIZHOMAHITHIIIAM CIIEKTPOM 01070TI9HOT [ii.

MeTorw HamuWX JOCHiKEHb OyJI0 BHUBYCHHS Tigpa3uiB Ta LUIiICHTIApa3uiIiB
1,2,4-Tpuazon-3-inTioaneTaTHUX KUCIIOT, 1[0 MICTATH B MOJOXKEHHI 5 sapa 1,2,4-Tpuazoiny
MeTOKCH(EHUIBbHI pajuKaiy, a came 4-MeTOKCU(EHIIbHUH Ta 3,4,5-TpUMeTOKCU(EHIb-
HUU. 3aIiKaBICHICTH IIEI0 TEMATUKOIO 3yMOBIICHA PAHIIIe OeP)KaHIMHE Ta IMPOAHAITI30Ba-
HUMH JaHAMH CTOCOBHO BBeACHHS B 5-R-1,2,4-Tpma3on-3-inTioamerarHi 3aJUIIKy Tiapa-
3WHOTPYITH, SIKi BUSBIIA IPOTHMIKPOOHY Ta MIPOTUTYOEpKyYIIbO3HY Hito [3].

MaTepiaaum Ta MeTOAM AOCJIiAKEeHHS

B poGori BHKOpHCTaHO XiMiuHI MeToaW (peakiii TiApa3uHOINI3Y, KaTaliTHYHOI
KOHJIeH A1), (pi3uKo-XiMiuHI MeTOIM (eneMeHTHHH anani3, [4- 1 YD-ciekrpodoTomeTpis,
I[IMP- Ta Mac-crieKTpoMeTpisi, TOHKOIIapoBa XxpomMarorpadis).

[IpoTuMikpoOHY aKTHBHICTh BHUBUaIM Ha Kadeapi MikpoOionorii i Bipycomorii
3anopi3pKoro AEp:KaBHOTO MEIMYHOTO yHiBepcuTeTy (3aB. Kadenpu A-p med. Hayk Ka-
mutHu O. M.) y nociiiax in vitro METOIOM «CEepiitHUX PO3BEICHBY Ha PIKOMY KHBHIIb-
HOMY Cepe/IOBHILI. SIK )KUBHIIbHE CEPEeIOBHIIE BUKOPHCTOBYBAIH aMiHOTICTITH]I, TOTIEPE]-
HBO pO3BeNieHH Bonoto, pH cepenoBuma — 7,2. SIk eTajgoH NOpiBHSHHS BUKOPHCTOBYBAIU
CTAKPUNHY JIAKTAT.

PesyabrTaTm gocaigkeHHss Ta O0TOBOPEeHHH

Cunmemuuna ma (izuKo-XiMiuHa 4acmuHa O0CHIONCEHb

lNapazumy kapOOHOBUX KHCIIOT 3HAXOAATHh MIMPOKE 3aCTOCYBAHHS B MEIUYHIN MPAKTHUIIL
[2, 4] sx 3aco0u W14 TIKyBaHHS TyOepKyYIIb03Y, BIpyCHHX iHBa3ii Tomro. Tomy, 3alimMarodmnch mo-
IIYKOM Oi0JIOTIYHO aKTUBHUX PEYOBHH cepen S-moxinanx 5-(R)-1,2,4-tpuason-3-TioHiB, BBa-
JKaJTi 3a JIOIUThHE OIeprKaTH Tifpasuam S-(4-metokcudenin), (3,4,5-rpumerokcudenin)-1,2,4-
TpHa30JI-3-TioAIeTaTHUX KUCIIOT Ta BUBYUTH 1X OlOJIOTIUHY JIiFO.

CuHTe3 rigpa3uiB MOKHa 3AiHCHUTH JeKiibkoMa Metonamu (puc. 1) [2, 3]. Tepmit me-
TOX Tiependadae ofepKaHHs Tifpa3uay udepes3 MPOMDKHY CTaiilo erepudikarii BiImoBiqHOT
2(5-(4-metokcudenin), (3,4,5-tpumeTtokcudenin)-1,2,4-rpra3on-3iiTio) aneTaTHoi KUCIOTH.
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Hpyruit  merom mepenbagae  yTBOpeHHS —rimpazmmy 3 2(5-(4-metoxcudeHin),
(3,4,5-tpumeroxcudenin)-1,2,4-rpra3on-3inTio) anerary JOHaBaHHSIM Tipa3vHy TiApaTy B
0€3BOTHOMY CITUPTOBOMY CEpeloBHILI 3a momipHoro Harpisanus (65—70 °C). Tperiit meTon
nepenOavae B3aemonito  2(5-(4-metokcudenin), (3.4,5-tpumerokcudenin)-1,2,4-rpuazon-
3inTio) areTary 3 TIOHUI XJIOPUIIOM B O€3BOTHOMY CITMPTOBOMY CEPEIOBHILI, 1110 CYIPOBOIDKY-
€ThCS YTBOPEHHSIM xJopanriapuay 2(5-(4-merokcudenin), (3,4,5-rpumerokcudenin)-1,2,4-
TPHUa30-31ITi0) areTaTHol KUCIOTh. ['impasuan BUAULIIOTE TOJABAHHAM BOTHOTO PO3UMHY
Tipa3uHy 10 OJEPKAHOTO XJIOpaHTiApHTy. CriMparoYrch Ha BIIACHI JOCIIHKEHHS CITiT 3a3Ha-
YHUTH, 1110 HAHONITHMATBHIIIIAM € METOJ JBOCTAIHOTrO cHHTe3y (puc. 1), skuii mependadae
OZIepyKaHHS CIIOYaTKy CKJIaJHUX €CTEpiB BIAMOBIIHUX KUCIOT iX 10-roqMHHMM HarpiBaHHIM
3 HAJUIMILIKOM CIUPTY B TPHCYTHOCTI KAaTaTiTHYHOI KUIBKOCTI KOHIIEHTPOBAHOI CyIb(paTHOI
KUCIIOTH 1 TIOJAJIBIIMM T1APO3UHOII30M OZICPYKAHUX CKJIAHUX €CTEpPIB, OCKUIBKHM CHHTE30BaH1
PEUOBHUHH MAIOTh BUCOKHI BHXII, @ POMDKHI ITPOIYKTH CUHTE3y HETOKCHYHI (Taom. 1).

N-NH o AN, N—NH
RU N s- C R S- c c//
S - ~0-Alk - *N-NH,
O (1,2 68-88%)
N NH Q‘I’{ N N NH
7.8 So,
( : %o;f{)
N-NH  H, o  HNNH, N—NH , 0o
RY ps-c'cZ ——®» rA M)s-cc?
ocl N-NH,

R=C,H,0CH,-4, C_H,(OCH,) -3,4,5

Puc 1. Cunre3 rigpa3uaiB2-(5-(4-merokcudenin), (3,4,5-tpumeroxcudenin)-1,2,4-
TPUA30-3-111Ti0) aleTATHUX KHCJIOT

Sk BioMo 3 pKepen mitepatyp [2, 4], imigeHriapa3uan KapOOHOBUX KHUCIIOT BUSIBIISIOT
CIa3MOJIITHYHY, aHTHOKCHJAHTHY aKTHBHICTb, 3HAXOAATH 3aCTOCYBAHHSI B CHHTETHUHIH 1
aHATITUYHIN XiMil.

B 3B’s3Ky 3 nuM BBaXkaslu 3a JIOIUIbHE CHHTE3YyBaTH iiineHrinpasuan 2-(5-(4-MeTok-
cudenin), (3,4,5-tpumerokcudenin)-1,2,4-tpuazon-3-1Tio) areTaTHUX KUCIOT i BUBUUTH
iXHIO 010JIOTIYHY aKTUBHICTb.

SIK BUXiZHI PEUOBMHM AJISI CHHTE3Y BHUKOPHUCTOBYBAJIM OJCPKaHi paHille Tixpa3uau
2-(5-(4-metokcudenin), (3,4,5-tpumerokcudenin)-1,2,4-rpuazon)-3-TioaleTaTHUX KUCIOT
(1, 2). Y pasi B3aemonii nux riipasuiis 3 KapOOHUILHUMHU CIIOTYKaMH B KOHIIGHTPOBaHIH
areTaTHii KUCIOTI MpoTsiroM 12 Tomx oepsKyBajI BiAOBI IHI iigeHTiapa3ugn 2-(5-R-1,2,4-
TpHA30I-3-1JITi0) aleTaTHUX KUCIIOT (puc. 2, Tabm. 1).

o o)
A\Y
N—NH H/C-Rz N—NH y u y
R 1 _ _c// — L = R,% S—C—C—N—N—C—R,
! N _NH -H,0 N H
2
(1,2) N (3-12) , 74-98%

R = C,H,0CH,-4, C_H,(OCH,)-3,4,5; R =Alk; Ar

Puc 2. Cunre3 iminenrigpazuni 2-(5-(4-metoxcudenin), (3,4,5-rpumeroxcudenis)-
1,2,4-Tpua3o/1-3-iJITio) alleTaTHUX KUCI0T
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Taonumsa 1

®Di3uKo-XiMiuHi KOHCTAHTH riapa3uaiB Ta Llinenrigpasuais 2-(5-(4-metoxcude-
Hin), (3,4,5-TpumeTorcudeniin)-1,2,4-rpuazo/-3-i1Tio) aeTaTHUX KUCJIOT

N——NH

s

o

s &

N——N=—R,
Ne R R, T. mi., °C Bpyro- Buxin, %
CIIOJIYKH dopmya

1 CH,0OCH,-4 H, 270 C, H N,OS 96
2 CH,(OCH,),-3,4,5 H, 172 C,H, N,OS 76
3 CH,0OCH,-4 CH/CI 190 CH, CINO,S 75
4 CH,0OCH,-4 CH,O 243 C,H,,N,O,S 85
5 CH,OCH,-4 CH, N 215 C,,H,,N.O,S 77
6 CH,OCH,-4 C,H,0, 162 C,H,N,O,S 83
7 CH,OCH,-4 C, HO 228 C,,H N,O,S 92
8 CH,OCH,-4 C, H,O, 168 C,,H,,N.O,S 88
9 CH,0OCH,-4 C H N, 235 C,H,N,O0,S 82
10 CH,(OCH,),-3,4,5 CH,O 162 C,H,N.OS 79
11 CH,(OCH,),-34,5 | C, H,O, 182 C,,H,)N.OS 87
12 CH,(OCH,),-34,5 | C H N, 250 C,,H,,N.O,S 70

BynoBy cuHTE30BaHUX iJiACHTiApa3uIiB MIATBEPI)KEHO EJICMEHTHHM aHaJli30M
(tabx. 2), I[Y-cnekrpockomieto (Tabdmn. 3), a iX iHAUBIAyalbHICTh — XpoMarorpadiyHuM

MeTonoMm [5].

Ta

onwumsa 2

Pe3ynbTaTn BU3HAYEHHS €JIeMEeHTHOTO CKJIAAY Tiapa3uaiB Ta imigenrinpa3uais
2-(5-(4-meTokcudenin), (3,4,5-rpumerokcudenin)-1,2,4-rpiazon-3-iirio)
aleTaTHUX KHCJIOT

Ne 3naiieno, % Oouucaeno, %
CIOJTYKH H N S C H N S

1 47,30 4,69 25,07 11,48 47,11 4,55 25,11 11,37
2 43,94 4,82 19,71 9,02 23,87 4,69 19,81 8,98
3 57,25 4,82 17,62 8,07 57,25 4,77 17,33 8,12
4 58,01 5,59 15,37 7,04 57,93 5,69 15,44 7,12
5 60,96 4,42 16,16 7,40 61,08 4,25 16,37 7,14
6 59,66 4,64 15,04 5,9 59,12 4,43 15,27 5,87
7 53,80 4,01 17,43 7,98 53,44 4,18 17,05 7,73
8 55,13 5,07 15,31 7,01 55,23 5,18 15,44 7,35
9 62,10 4,38 20,28 6,63 62,22 4,30 20,47 6,51
10 60,96 4,42 16,16 7,40 61,08 4,25 16,37 7,14
11 58,52 5,40 20,47 7,81 58,37 5,34 20,51 7,64
12 55,91 5,67 13,58 6,22 56,03 5,78 13,34 6,45
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TaOonumsa 3
Maxkcumymu norinuHanus B [U-cnekrpax rigpa3uais Ta inigenrinpasuais
2-(5-(4-meTokcudenin), (3,4,5-rpumeroxcudenii)-1,2,4-rpuazon-3-irio)
alneTaTHUX KHUCJIOT

YacToTa NOIMHAHHS, cM™!
Cnosnyka s Amin-1
Vonme | Ve Voo | SN e
! 1511 2831 1152 1437 1612 1681 787
2 1499 2833 1134 1452 1609 1653 743
3 1508 2833 1157 1490 1595 1680 827
4 1501 2836 1116 1440 1612 1730 817
> 1499 2825 1136 1451 1587 1609 794
6 1485 2827 1137 1495 1614 1703 758
7 1485 2855 1136 1485 1612 1682 815
8 1495 2798 1155 1450 1598 1693 788
? 1503 2797 1122 1495 1612 1700 756
10 1512 2826 1124 1471 1598 1630 806
i 1523 2820 1134 1490 1608 1668 813
12 1520 2830 1093 1487 1605 1721 809

B IY-crekrpax rigpasumiB Ta imineHrinpasuni (tadm. 3) HasBHI cMyrn «Awmig [» B
mexkax 1721-1630 cm, mo xapakrepusytors C=O-rpynu, noasiiHi cMyru «Awmin 1I» B
Mexxax 1614—1587 ecm!, mio xapakTepusyioTsh koiauBanus NH- i C-N-rpyi.

Excnepemenmanvna uacmuna

lippaswmm 2-(5-R-1,2.4-Tprazon-3-inTio) anerarHux kucior (1, 2, tadu. 1

Cymim 0,01 MOJIb BiJIIIOBiAHOTO ecTepy 2-(5-(4-meTokcudenin),
(3.,4,5-rpumerokcudenin)-1,2,4-tpiazonin-3-Tio)-anerarHoi kuciotu, 2 mi 40%-ro pos-
YUHY TiApa3uHy rigpaty B 30 M eTaHOMY KU ATWIH 4 ToM. PO3UYMHHUK BUIIApOBYBAJIH,
3aJIUIIOK KpUCTali3yBaimu 3 eraHouy. JKoBTi kpuctanmivyhi (tadm. 1, 2, 3) pe4oBUHU PO3-
YMHHI B PO34MHAX MiHEPaJbHUX KUCIOT, B&KKO PO3YMHHI Y BOAI i CHMPTax, PO3UWHHI B
OpraHiYHUX PO3UMHHHKAX.

Iminenrinpazumm 2-(5-R-1.2.4-Tpuazon-3-inTio) anerarHux Kucaot (3—12, tabn. 1)

Ho pozunnay 0,01 momp BigmosigHOro rigpasumy (1, 2) B 30 MuI KOHIEHTPOBAaHOI
arerarHoi kuciotu jgonaBanu 0,01 Moib BIAMOBITHOTO albJeriny 4-xJI0poOeH3a baerij,
2-(eniniminazo[ 1,2-a]mipuaun-3-kapoaibaeriji, 4-MeToKCHOEH3aIbACT1I, 7-HiTpO-
2-dpenin-1,2,3,3a-rerparigpodenso[d]mipono[2,1-b]Tia3zon-1-kapbanpaerin,
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4-TimpoKCcH-3-MEeTOKCH-5-HITpoOeH3amberia,  2,4-AMeTOKCHOCH3aIbACTIN,  4-€TOKCH-
3-MeTOKCHOEH3aIbIET1 I, 4-(mMMeTHIaMiHO )OCH3aITbICT 11, 2-XJIOpOXiHOJIH-3-
KapOasIpJeriy), CyMilll 3ajHilagy 3a KIMHAaTHOI TeMreparypu Ha 12 rof, ocaau CIOIyK
3—-12 BindinerpoByBanu, npomuBaiu edipom i BucymyBaimu. OpepikaHi TakKuM YHHOM
imipenrigpasuan 2-(5-(4-merokcudenin), (3,4,5-tprverokcrderin)-1,2,4-Tprazon-3-i1Tio) are-
TarHuX Kucaor 3—11 (tadm. 1, 2) sBisttote coboro xoBTi (3—6, 8—12) abo momapaHuesi (7)
KpHCTaTiuHI PEYOBUHH Ba)KKOPO3UMHHI y BOJ1 i OpraHidyHMX po3uMHHHKaxX. [t aHamizy
CIIOJIYKH OUHIIIEHI 3 cyMilni qumeTridopmamia—Boxaa 1:1.

Y Xomi BUKOHaHHS POOOTH MOCHiIKEHAa MPOTUMIKpOOHA aKTHUBHICTH, BCTAHOBJICHA
3aKOHOMIpPHICTh 3B’S3Ky MDK XiMiYHOIO OY/IOBOIO Ta OiOJIOTIYHOIO Hi€I0 CHHTE30BaHHX
cnonyk. Pesynbsraru gocimipkeHHsI CBiqUaTh, M0 BBEACHHS METOKCH()EHUIBHOTO paanuKaia
B 5 TIOJIOKEHHS Siipa TPHA30JI0BOTO [IUKITY 3HAYHO Mi/IBUIILYE MOKa3HUKU IPOTUMIKPOOHOT
aKTUBHOCTI. Ha#binmpnry TpOTUMIKpOOHY AaKTHUBHICTH BHUSBISIOTH PEUOBHHU 3
3.,4,5-TpuMeTOKCU(PEHITEHUM paiKaioM. 3a pe3yiabTaTaMy JOCIiKEeHb TIPOTUMIKPOOHOT
aKTUBHOCTI HaMu oTpuMaHo no3utuBHe pimeHHs (NeU 2013-04373) Ha mateHT YKpaiHu.

BucHnoBku

1. TlpoBeneHo minecnpsiMoBaHui cuHTE3 12 HOBHX CIIONYK.

2. bBynoBy CHHTE30BaHHX PEUYOBUH MIiATBEPKEHO €JEeMEHTHUM aHamizoMm, IY-
CIIEKTPOCKOITIEI0, a 1X THIUBIAYyaTbHICTh — XpOMAaTOrpadiyHUM METOIOM.

3. JocmimKkeHo MPOTUMIKPOOHY aKTHBHICTh OTPHUMAHHX CIOIYK, PH ITbOMY BCTAHOB-
JIeHa 3aKOHOMIPHICTh BIUTMBY METOKCH(DEHITHHHUX PaJMKaIliB HA IPOTUMIKPOOHY JIitO0.
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0. I’ Camenrox, A. I Kannaywenxo
3anopoorcckuti 2ocyoapcmeentvlil MEOUYUHCKUTE YHUBEPCUMen

CHUHTE3 U ®U3UKO-XMMHNYECKUE NUCCIIEJOBAHUA
I'MAPASN 0B U MWIIMAEHI MAPA3ZUIOB 2-(5-(4-METOKCHUDEHNII),
(3,4,5-TPUMETOKCUDPEHWNII)-1,2,4-TPUA30JI-3-UJIITHUO) AUETATHBIX KUCJIOT

| KuioueBbie cioBa: 1,2,4-tpuas3on, CUHTE3, TUAPA3UIB, HIAICHTHIPA3U B

AHHOTANOUA

HayuHnast cTarhs MOCBAIICHA BAXKHOM Ipo0ieMe hapMalieBTUYSCKON HayKH, a UMEHHO —
pa3paboTKe HOBBIX, MAIOTOKCHYHBIX ¥ BEICOKOA((hEKTHBHBIX OT€YEeCTBEHHBIX JIEKAPCTBEH-
HBIX CPEJICTB C HIMPOKUM CIIEKTPOM OHOJIOTHYECKOM aKTUBHOCTH, KOTOPBIE MOTITH ObI KOH-
KypHUpOBaTh C JOPOTUMHU UMIIOPTHBIMU MPENapaTaMu, YTO SBISCTCS OAHUM U3 aKTyalbHbIX
3aaHuii (hapMaIeBTUYCCKON HAYKH.

OcHoBHas 1eNb PabOTHI — TIOWCK HOBBIX BBICOKOA(M(HEKTHBHBIX M MaJOTOKCHYHBIX
COCJIMHEHHI C TMOTEHIIHAIBHON (HapMaKOJIOTHYECKOW aKTUBHOCTBIO, YCTAHOBJIICHHE 3a-
KOHOMEPHOCTEH B3aUMOCBSI3U MEXKAY XUMHUYECKUM CTPOCHHUEM M OHOJIOTUYECKUM
JICHCTBHEM HOBBIX COCJAMHECHUN Ha OCHOBE S-TIPOU3BOIHBIX 5-(4-METOKCH(EHMUI),
(3.,4,5-Tpumerokcudennn)-1H-1,2,4-Tpuazon-3-tnoHa.

B poGote ncnonp30BaHbI XUMHUYECKUE M (PUIUKO-XHUMHUYECKUE METONBI (AIIEMEHTHBIN
ananu3, K- n Y®-cnexrpodoromerpus, [IMP- u Mac-cieKTpoMeTpusi, TOHKOCIOWHAS
xpomatorpadusi). [I[poTHBOMUKPOOHY0 aKTHBHOCTh U3y4aJid Ha Kadeape MUKPOOUOIOTHH
¥ BUPYCOJIOTHH 3arOpO’KCKOTO TOCYJAPCTBEHHOTO METUITMHCKOTO YHHBEPCUTETA in Vitro
METOJIOM «CEPHUIHBIX pa3BEACHUID Ha )KUJIKON NUTaroIel cpeze.

Paspaboranbl penapaTuBHbIC METO/IbI CUHTE3a, CHHTE3UPOBAHO, YCTAHOBIEHO CTPOE-
HUE U MHIUBUAYAIbHOCTh, U3yUeHBI PU3UKO-XUMHUYECCKUE CBOMCTBA 5-(4-MeTOKCU(EHNMI)-
1,2,4-rpuazon-3-tuona, 5-(3,4,5-rpumerokcudenmn)-1,2,4-rpuazon-3-tuona, 2-(5-(4-me-
tokcudennn), (3,4,5-rpumerokcudennn)-1,2,4-Tpuazon-3-MITHO) alleTaTHBIX KUCIOT, UX
TUJIPa3UIOB U WINJCHTUAPA3nI0B. M3yueHa NpOTUBOMUKPOOHAs aKTUBHOCTh CHHTE3UPO-
BaHHBIX COEIUHECHUM.

Nzydenne mpoTUBOMUKPOOHOW aKTUBHOCTH HOBBIX CHHTE3MPOBAHHBIX COCAMHEHUH
MO3BOJIMIIO YCTAHOBUTH BIUSHHUE HANWYUS W XapakTepa 3aMecTHUTeNel Ha JTaHHBIA BHJ
nedictBusi. MccnenoBaHus TOKa3aid, 4YTO BBEICHUE METOKCH(DEHHIBLHOIO pajuKaia
B 5 TOJOXEHHE sJpa TPHUA30JIOBOTO IMKJIA 3HAYUTEIHHO TIOBBIIIAET ITOKa3aTelu
MIPOTUBOMHUKPOOHON aKTHBHOCTH. HamOombmIyio TMPOTHBOMUKPOOHYIO aKTHBHOCTHIO
MIPOSIBIISIFOT BellecTBa ¢ 3,4,5-TpUMETOKCU(PEHIITBHIM PaIUKAIIOM.

Pa3spaboranpl mpenapaTUBHBIC METOABI CHUHTE3a TUAPA3UJOB M WIMJICHTHIPA3HUIOB
2-(5-R-1,2,4-Tprazon-3-uiTHO) alleTaTHBIX KUCIIOT, KOTOPBIE CTAIN MOTYTPOAYKTAMH JIJIs
MONy4YeHMs OCH3WITHACHT UAPAZHATIOB.

[IpoBeneHo OATBEPKIEHUE CTPOCHHS, YCTAHOBICHUE WHANBUIYaIbHOCTH U YUCTOTHI
MOJIYYCHHBIX BEIIECTB MPU KOMIUIEKCHOM HCIOJB30BAHUU XUMUYECKHUX IMPEBPAIlICHUN,
BCTPEYHOI'O CHHTE3a, AIEMEHTHOro aHanu3a, MK-cnexkrpomerpun, IIMP-cniekrpockonuu,
Mac-CIEeKTPOMETPHUH TOHKOCIIOWHOM XpoMaTorpaguu.

HccrnenoBana mpOTHBOMUKPOOHAS aKTUBHOCTBIO TIONYYEHHBIX COEIWHEHHWH, TpU
ATOM YCTAHOBJICHA 3aKOHOMEPHOCTh BJIMSIHHS METOKCU(CHWIPHUX paJMKaOB Ha
MIPOTUBOMUKPOOHOE JeiicTBHE.
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ABSTRACT

This scientific article is devoted to the important issue of pharmaceutical science —
namely, the development of new, low-toxic and highly-efficient medecins with a wide
spectrum of biological activity which could compete with expensive imported medecins,
and this is one of the important tasks of pharmaceutical science.

The main purpose of our work is the search of new high-efficient and low-toxic com-
pounds with potential pharmacological activities, determination of regularities between
chemical structure and biological activity of new compounds based on the S-derivatives
of 5-(4-methoxyphenyl)-1,2,4-triazole-3-thione and 5-(3,4,5-threemethoxyphenyl)-1,2,4-
triazole-3-thione.

Such chemical methods as alkylation, etherification, nucleophilic substitution and phys-
ical-chemical methods (elemental analysis, IR and UV spectrophotometry, NMR and mass
spectrometry, thin-layer chromatography) have been used during our work.

The methods of synthesis, have been developed, the structure and individuality have
been identified, physical-chemical properties of 5-(4-methoxyphenyl)-1,2,4-triazole-3-
thione, 5-(3,4,5-threemethoxyphenyl)-1,2,4-triazole-3-thione, 2-(5-(4-methoxyphenyl),
(3,4,5-threemethoxyphenyl)-1,2,4-triazol-3-ylthio) acetate acid, their hydrazides and
ylidenhydrazides have been studied.

The study of the antimicrobial activity of newly synthesized compounds has allowed to
establish the influence of the presence and nature of the substituents on this type of action.
Studies have shown that the introduction of a methoxyphenyl radical in the 5 position of
the nucleus triazole cycle significantly increases the performance of antimicrobial activity.
The largest exhibit antimicrobial activity of substance with 3,4,5-trimethoxyphenyl radical.

Preparative methods of synthesis of hydrazides and ylidenhydrazides among 2-(5-R-
1,2,4-triazol-3-ylthio)acetate acids have been developed, thee substances are intermediates
for benzylidenhydrazides.

The verification of the structure has been conducted, the identity and purity of the sub-
stances have been obtained by using the complex of chemical transformations, counter
synthesis, elemental analysis, IR spectroscopy, NMR spectroscopy, mass spectrometry, and
thin layer chromatography.

Antimicrobial activity of the obtained compounds with established law methoxyphenyl
radical impact on antimicrobial action was been investigated. The applic for patent of
Ukraine by results of biological tests has been issued.
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