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2. 3anopooicve

Knrwueewie cnosa: 1,2,4-tpuazon, 2-MeTOKCHU(PEHWIBHBIN paaukai, (U3UKO-XMMUYECKHE CBOM-
CTBa.

Peztome: CtaThsi MOCBSILEHA aKTyaJdbHON HAa CETOMHSIIHUIN JIeHb MpOoOIeMe MOMCKa HOBBIX OHO-
JIOTMYECKU aKTUBHBIX COEJIMHEHHH cpeau mpou3BoAHbIX 1,2,4-Tpuazon-3-trona. VMcciaenoBanbl peakuuu
noJsiydeHust cosieii2-[4-(2-merokcudenmn)-5-penni-1,2,4-tpua3on-3-wiTHo |aieTaTHON KUCIOTHI. M3yue-
HbI (PU3UYECKHE U XUMHUYECKIE CBOMCTB alOIyYEeHHBIX COCAUHEHHH.

Resume: The article is devoted to the issue date, the search for new biologically active compounds
including 1,2,4-triazole-3-thiol. The reactions producing salt of 2-[4-(2-methoxyphenyl)-5-phenyl-1,2,4-
triazol-3-ylthio]acetate acid. The physical and chemical properties of the compounds obtained.

AKTYaIbHOCTh. A3areTepoluKINIYeCKUEe COCAMHEHUS MPEACTABISIOT OOJIBIIION UH-
Tepec Uit MenuiuHbl U papmaruu [1-8]. DTo CBSI3aHO ¢ YCHEIIHBIM HCIOJIh30BAaHUEM
JTAHHOW TPYIIBI OPTAHUYECKUX COCIMHECHWI B Ka4eCTBE JICKAPCTBEHHBIX cpencTB. Cpenn
ATOW TPYMIBI BEMIECTB 0c000€ BHUMAaHWE TPUBIICKAIOT MPOu3BOaHBIC 1,2,4-Tpnazon-3-
THOJIA, Y KOTOPBIX OOHAPYKEHBI pa3IUYHbIE BUIBI OMOJIOTHYECKOM akTHBHOCTH [1-4].

Leab:u3ydeHne METOJOB CUHTE3a M YCTAaHOBIICHHUE (DM3UKO-XMMHYECKHUX CBOWCTB
coneit 2-[4-(2-meTokcudennn)-5-penni-1,2,4-tpua3oi-3-uiaTHo |aleTaTHONH KUCIOTHI.

3agauu.

1) cuHTE3UpOBaTh UCXOAHBIN 4-(2-MeToKcHpenmn)-5-hennn-1,2,4-Tpua3omn-3-THor,

2) TPOBECTH peakiuu adkuiupoBaHus 4-(2-metokcudenmn)-5-pennn-1,2,4-
TpHUa30JI-3-THOJA C UCTIOJIB30BAHUEM Ol-XJIOPAIIETATHOU KHCIIOTHI;

3) ucciie1oBaTh peakuy mojrydeHus coyieil 2-[4-(2-mertokcudenwmn)-5-pennn-1,2,4-
TpHUa30JI-3-WITHO |alleTaTHONW KUCIOTHI C OPraHNYECKUMHU ¥ HEOPTAaHMYECKUMHU OCHOBAHH-
SIMH;

4) MOATBEPANTH CTPOCHHE CHHTE3MPOBAHHBIX COCTUHEHUHN C MTOMOIIBIO 3JICMEHTHO-
ro ananusza, ¥ ®-, UK-cnekrpodoromerpuu u 'H SIMP-cniekTpockonuu, a UX UHIUBUya-
JBHOCTH - METOJAOM XPOMAaTO-MacCC-CIIEKTPOMETPUH;

5) no pe3yapTaTaM BHpPTyalbHOTO ckpuHUHTA (mporpamma PASSONline) mposectn
OMOJIOTMYECKUE MCCIIE0BaHUsl MOJYYEHHBIX COCIMHEHUMN; UCCIEA0BaTh OCTPYIO TOKCHY-
HOCTh U aHTUMHUKPOOHYIO aKTUBHOCTh CUHTE3UPOBAHHBIX COCTUHECHU.

Martepuansl u MeToabl. CuHTE3 UCXOmHOTO 4-(2-MeTokcudenmn)-5-penmn-1,2,4-
TpUa30J-3-THOJA OCYIIECTBIISUICS TI0 OMUCAHBIM B JIUTEPATYpPE METOJMKAM MOCTPOCHUS
TeTePOIUKINIECKOTO KoJblia 1,2,4-Tpra3ona ¢ 3aMECTUTEIISIMH TI0 TPEThEMY, Y€TBEPTOMY
U raToMy mosoxeHus M [1]. JIst aToro kuciaoty OSH30WHYIO MOABEPTad PEAKIIHHA ITCPH-
dbuKkanuy, ¢ MOCICTYIONNM THAPA3UHOIU30M TOTYUYEHHOTO CloKHOTO 3dupa. [lomyden-
HBI B pe3yibTaTe HYIKEOPUIHLHOTO TMPUCOSTUHEHUS 2-METOKCH(PEHWI-U30THOIIMAHATA
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TUOCEMHKApOa3uJl MOJBEpraau IIETOYHOM BHYTPUMOJIECKYJSIPHON TeTEpOLMKIU3AIUU.
[TonyueHue 1ENEeBBIX TPOAYKTOB OCYIISCTBIUIN ATKWIHpOBaHUEM 4-(2-MeTOKCUpEHWT)-
5-bennn-1,2,4-tpuazon-3-THojia XJIOPAETaTHOW KHUCIOTOW C TOCIASAYIUM IOTydeHUEM
COJICH ¢ OpraHMYeCKHMMH U HEOPTaHWICEKUMU OCHOBaHMsIMH [1].

UccnenoBanne PU3NKO-XUMHUYECKHUX CBOMCTB MOJYUYEHHBIX HAMU COEIMHEHUI MPO-
BOJIWJIM TIO METOAAM, KOTOpble npuBeneHbl B ['ocynapctBenHor dapmakonen YKpauHBI.
TemnepaTypy IJIaBICHUS ONPEECISIN OTKPBHITHIM KaOWUISIPHBIM CIIOCOOOM Ha mpudope
IITIT (M). CtpoeHue BELIECTB MOATBEPKICHO € MOMOIIBIO 3JICMECHTHOTO aHAJIKM3a Ha MPHU-
6ope Elementar Vario L cube (CHNS), MK-ciekrper (4000 - 400 cm™) 6bumn cHATHI Ha
monyine ALPHA-T criekrpomerpa Bruker ALPHA FT-UR. 'H SIMP criextpsI coeaHHEHMIA
ObUTH 3amucaHbl ¢ oMoInblo criekTpomerpa «Mercury 400» (pactBoputens - IMCO-dg,
BHYTPEHHUH CTaHIIAPT - TETPAMETHJICHIIaH). XpOMaTO-MacC-CIIEKTPaIbHBIC UCCIICIOBAHMS
npoBoamin Ha npudope Agilent 1100 Series LC/MSD System, croco0 MOHH3aLUU - XH-
MUYecKas noHu3anus npu armocheprnom nasierauu (APCI).

Pe3yabTathl 1 ux o0cyxaenue. CuaresnpoBano 13 comelt, JaHHBIC TPUBEICHBI B
tabmune 1. C nenbto noucka OMOJOTMYECKH aKTUBHBIX COCIMHEHUN YacTh CUHTE3UPOBAH-
HBIX BEIECTB MOABEPIIACh OMOJIOTHYECKUM HcciieaoBaHusIM. CUHTE3UPOBAHHBIE KUCIOTY
Y COJIM M3y4Yalid Ha OCTPYIO TOKCUYHOCTb, TPOTUBOMUKPOOHYIO M TPOTUBOTPUOKOBYIO aK-

TUBHOCTDB.
s,
\ y
N \O—

OCH;

Tabnuya 1.Conu 2-[5-dennn-4(2-meroxcudennn)-1,2,4-rpraszon-3-uitno |aneTaTHbIX KHCIOT

CoennHenue R T ., °C Bpyrro-dopmyaa | Beixoa, %
1 H 248-249 C17H1503N3S 63,1
2 Na >305 ¢ paznoxeHneMm C17H14N3NaOsS 47
3 K >296 C PA3JIOKCHUCM C17H14N3KO3S 29
4 Mg 222-225 C34H28MgNGOGSz 54
5 Ca 186-190 C34H25CaNgO6S2 51
6 Zn >300 ¢ paznoxenuem | CasH2sNgOsS2Zn 77
7 NH,4 208-211 C17H18N4O3S 70
8 H3N'CH; 194-196 C18H20N403S 87
9 H3N"(CH,), OH 113-118 C19H22N404S 35
10 H,N"(C,H,0H); 227-230 C21H26N40O5S 66
11 HN"(C,Hs),C,H,OH 124-126 Co3H30N404S 84
12 HN"(C4Ho)s 185-187 Co9H12N4O3S 73
13 NUNIEPUINHUN 171-174 C22H26N4O3S 79
14 MOp(bOJII/IHI/Iﬁ 198-200 C21H24N404S 86

Tabauysa 2.JlanHbie SIEMEHTHOTO aHAIN3a CHHTE3MPOBAHHBIX COCIMHCHHIA

Cnonyka 3uaiineno, % O6uucieno, %
C H N S C H N S
1 59,81 4,43 12,31 9,39 59,79 4,46 12,34 9,36
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Cnonyka 3uaiineno, % O6umucieno, %
C H N S C H N S
2 56,18 3,87 11,55 8,85 56,19 3,88 11,56 8,82
3 53,84 3,73 11,05 8,48 53,81 3,72 11,07 8,45
4 57,93 4,02 11,94 9,09 57,92 4,00 11,92 9,10
5 53,68 3,69 11,06 8,47 53,67 3,71 11,04 8,43
6 54,76 3,74 11,23 8,81 54,73 3,78 11,26 8,77
7 56,95 5,08 15,61 8,94 56,97 5,06 15,63 8,95
8 58,08 5,44 15,01 8,58 53,25 541 15,04 8,61
9 60,83 6,31 13,55 1,72 60,85 6,32 13,52 1,74
10 56,67 5,53 13,93 7,99 56,70 551 13,92 7,97
11 56,51 5,88 12,54 7,21 56,49 5,87 12,55 7,18
12 66,15 8,03 10,66 6,11 66,13 8,04 10,64 6,09
13 61,99 6,11 13,16 7,49 61,95 6,14 13,14 7,52
14 58,88 5,66 13,05 7,51 58,86 5,65 13,07 7,48

NK-criekTpbl CHHTE3UPOBAHHBIX COCTMHEHUNA XapaKTEPU3YIOTCS HATMYUEM TIOJIOCHI
MOTJIONIEHUS, XapaKTepHOU sl colell kKapOOHOBUX KHUCIOT, KoTopbie coaepxkatr COO -
rpynny B ipenenax 1420-1300 emt NH-rpynmy B npeaemrax 3500-3300 cm, momockimor-
noreHust (DeHUIBHOTO Koibla B mpemenax 1470-1400 cm™, momocsr komeGamms C-S-
rpym B mpeaenax 600-520 cm™ ta C=N-rpymm B npexenax 1650-1610 cm™.

CUHTE3UpOBAaHHBIE COCIMHEHUS COJIEPKAT B CIIEKTpPaAx 'H IMP psa XapaKTEpPHBIX
CUTHAJIOB TIPOTOHMPOBAHHBIX aMHHOB. HarmpumMep, B CIIEKTpe TMATUIAMMOHUECBOM COJIM Ha-
OJroaeTCsl TPUIUIET U KBAAPYIUIET ¢ eHTpamu mipu 1,38 ta 2,90 m.u. u curser npu 7,15 M., B
CTEKTPE AMATIIIMOHOITAHOJIAMMOHHUEBOH COJTM — KBAIPYIUIETHI TPH 3,25 M.4. U TPHUILICTHI TIPU
1,45 m.u., cunraer npu 7,05 m.4., a Takke curHan OH-rpymmeiB Buaerpurmiera mpu 3,55
m.a.'H SIMPcriekTp GeH3MIaMMOHHEBOIT COMXAPAKTEPH3YETCS cuarIIeTOMNCH,-rpymms! ipu
3,82 m.u. mmymnpTuTUIeToM CeHs-rpymmst ipu 7,15 — 7,75 m.a. MopdonmaueBas coib Xapakre-
PU3YETHCS COBOKYITHOCTBHIO CUTHAIOB IMMPOTOHUPOBAHHOTO MOP(OJIMHA B BUJE IBYX MYJIHTHII-
neroB npu 3,25 m.u. Ta 3,92 m.u. u cunraera npu 8,99 m.u. [IunepazuHmii KATHOH ONMCHIBACT-
Csl IPUCYTCTBUEM CHHIJIETOB TIPOTOHOB Tipy 2,80 M.4. Ta 3.45 m.u. [TumepunuHmreBas compb xa-
PaKTEPU3yeTCs CUTHAIAMH TIPOTOHOB JIAHHOTO OPTaHMYECKOTO OCHOBAHWS B BUIC MYJIbTUIIIC-
ta mpu 1,50 M.u. u ipu 2,60 m.9. 1 cuarera npu 7,05 m.4.

HccnenoBanue ocTpoil TOKCHYHOCTH MPOBOAMIN 1O dKkcnpecc-metony B. b. [Ipo3o-
POBCKOTr0 Ha OeJIbIX HeMHEUHBIX KpbicaX. [1o pe3ynbratam uccieqoBaHusi OCTPOM TOKCH-
YHOCTH OBUTO ycTaHOBIEHO, 4TO JI/[50 ATOTO KiTacca XMMHUYECKUX COCTMHEHUA HAXOIUTCS
B nipenenax ot 356 go 1800 mr/kr. Ilo kmaccudukamuu K. K. CumopoBa coOTBETCTBEHHO
oHM npuHaIekKaT K 1V - V xnaccam TOKCHYHOCTH (MaJOTOKCHYHBIC U TPAKTHYSCKU He-
TOKCUYHBIC BeleCTBa). V3 MpHUBEIEHHBIX JaHHBIX TaOMUIBI 1 BUIHO, YTO HAUMEHEE TOK-
cuaHoe coequHenue - (5.12) u Hanbosiee TOKCHUHOE coeTHEHNUE - (5).

Taonuya 3.0ctpast TOKCUYHOCTH 2-[4-(2-MeTokcudenmn)-5-hennn-1,2,4-tpuazon-3-uiTHo )aneTaTHoi
KHUCJIOTHI U €€ COJIer

Coequnenune LDsg, MI/Kr Coequunenne LDsg, MI/Kr
1 356 + 90 5 1053 + 66
3 1160 + 224 10 947 + 87
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12 1800 + 371 - -

HccnenoBanusi mpOTUBOMUKPOOHOTO M MPOTUBOTPUOKOBOTO JIEUCTBUS MPOBOIAMIH
METOJIOM «CEPUNHBIX PAa3BEICHUIN» B )KUIKOU MUTATEIBHOM CPENIE, UCIIOb3Yys TAKUE TECT-
mraMMbl MukpoopranuzMoB: Staphyllococcusaureus 209-P, Escherichia coli 675, Pro-
teusvulgaris 5, Bacillusanthracoides 1312, Pseudomonas aeroginosa 165.

Tabauya 4. AHTUMUKPOOHASI aKTUBHOCTH coutet 2-[4-(2-metokcudennn)-5-denun-1,2,4-tpuazon-3-
WJITHO |alleTaTHON KUCIIOTHI

MunumManbHast GakTepruocTaTudecKast KOHICHTpALusl, MKT/MJI
Coemnenne Staphyloccus | Escherichia Proteus Bacillus Pseudomonas
aureus coli vulgaris anthracoides aeroginosa
1 250 500 500 62,5 250
4 250 250 500 250 250
8 62,5 250 250 31,25 250
11 500 250 250 31,25 250
12 250 500 500 62,5 500

W3 npencTaBieHHBIX JaHHBIX mabauysbi4d BUIHO, YTO K OOJIBITMHCTBY CHHTE3UPO-
BaHHBIX coeJuHeHMK wyBcTBUTENBbHBI Bacillus anthracoides. Cpenn cuHTE3MpOBaHHBIX
BEIICCTB MPHUBJICKIIM BHUMaHUE HATPUEBAs W JHUATAHOJAMMOHHUEBAs COJIM UCXOJHOM KHC-
JOTHI, K KOTOPBIM OKa3anuchk 9yBcTBUTENbHBIMU Bacillus anthracoides. A Taxxe ammonu-
eBas coJib, K KOTOPOH YyBCTBHTEIBHBI 2 IITaMMa, a mMeHHO Staphylococcus aureus u
Bacillus anthracoides. Kak 3TanoHbl cpaBHEHHS MCIIOIb30BaId dTaKpHUIMHA JIAKTAT U Qy-
palMUTHH.

BoiBOabI. YCTaHOBJICHBI ONTHMAJbHBIC YCIOBHS TOJNydeHus coyierd 2-[4-(2-
MeTOKCH(EeHI )-5-penmi-1,2,4-tpua3oi-3-mitro JaneTaTHOH KUCIOTHL. OnpeseneHo, 9To
comu 2-[4-(2-meTokcudennn)-5-penmn-1,2,4-tpruazon-3-uiaTHo |alleTaTHONH KUCIOTHI OT-
HOCSTCS K KJIACCY MAJIOTOKCHYHBIX MM MPAKTUYCCKH HETOKCHYHBIX coeTMHEeHUH. CaMbIM
aKTUBHBIM ~CPEIU JIPYTUX COCIUHCHUH OKa3aJics MOHOA3TaHOoiIamoHud 2-[4-(2-
MeTOKCH(eHI )-5-penm-1,2,4-tpuaszon-3-mituoJanerar. Cpeid MHKPOOPTaHH3MOB Ca-
MUM YyBCTBUTEIIBHBIM K CHHTE3UPOBaHHBIM BerecTBaM siBisiercs Bacillus anthracoides.
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