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Hukmzanuein  (2-tnokco-3-mermn(atun)-4-metni-3H-rrason-5-mn)-(rnocemukap6asua-1-1mi)-mMetaHo-
HOB TOIy4eHsl 5-(2-trokco-3-mermwi(atmin)-4-merun-3H-Tnazon-5-um)-2,4-muruapo-[1,2,4]-rpuazon-3-rHoHs!,
B MOJIEKYJIAX KOTOPBIX THA30JbHBIN U 1,2,44pHa30/bHbIA [IUKIIBI HEMOCPEICTBEHHO CBSI3aHBI JAPYT C APYTOM.
VY CTaHOBIIEHO, YTO MOTyYEHHbIE OUC-TETEPOLUKIIBI ANKUIMPYIOTCS B MEPBYIO O4EPEb MO K30LUKINYECKOMY
aTOMy Cepbl TPUA30JILHOTO KOJbL@ ¢ 00pa30OBaHUEM COOTBETCTBYIOLIMX S5-Cynb(aHWINPOU3BOIHBIX, a yXKe
HOCIIEIHIE PEarupyroT ¢ JIeKTPO(HIbHBIMU PEarcHTaMH IIPEUMYIIECTBEHHO 110 aTOMY a30Ta BO BTOPOM IO~
noxenud 1,2,41pua3onpHOro HUKia.

CoriacHo NpeBapuUTeIbHOMY JIabOPaTOPHOMY CKPMHUHTY, BCE CHHTE3UPOBAHHBIE COEAMHEHHS 00a-

aoT GYHIUIUAHOH U POCTCTUMYIHUPYIOIEH aKTHBHOCTBIO.

Bubn. ccoinok 18.

B mnocnemnue pecarunerus xumus 1,2,4Tpuasosa W THa30la, a TaKKe MX
MEpKalTOIPOM3BOAHBIX  NPHUBJIEKACT TNPHCTAIbHOE BHUMaHWe Onarojaps —IIu-
poKOMy  CIEKTpy  (U3MOJIOTHYECKOH  aKTUBHOCTM  —  aHTHOaKTepHaIbHOH,
MPOTUBOOITYXOJIEBOH, TUIIOTJINKEMHYECKO, AHTUTUIIEPTEH3UBHOM, aHTHIEN-
peccanTHOH © aHambreruueckoid [1-13]. B wmomekymax GoONbIIOrO YHCNA H3-
BECTHBIX  JICKAPCTBEHHBIX IMpemapartoB  coxepkarcs  1,2,41puasonbHbii  (pu-
0aBUpUH, aHACTPO30J, BOPO30J, (IIYKOHA30J, BOPHUKOHA30J, (QypaldiIdH) H
THA30JbHBI  (TeMUHEBPUH, LEPOTOKCHUM, (rama3on, HOPCYIbGha30n)  LHUKIbI
[14]. TlpouwsBoaHble YyKa3aHHBIX TETCPOLMKIOB IIMPOKO MPUMEHSIOTCS TaKXKe
B CEIBCKOM XO3fiCTBE B KayecTBe XHMHYECKHX CpPEACTB 3aIlUTBl M Peryiisi-
TopoB pocra pacreHuil. Cpenu HuUX 0cCOOBIH HMHTEpec MPEACTAaBISIOT TrepOu-
uuael  (amutporn, ¢uykap6asoH, wundenkap6a3oH, cynbdeHTpaszoH), (yHruuu-
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ael (amucyabpom, GutepraHoi, TpuasOyTHa) U MHCEKTHUUAB (Mcazodoc, Tprazodoc)
pana 1,2,494puasona, a Takxke repounuab (Mepenacer, THa30MUp, OeHA30/IMH, OEH3THA-
3ypoH), GyHrumuas! (3TaboKcam, H30THAHKI, OKTUIIMHOH, THA0CHAa30:, (IIyTHAHWI,) H
MHCEKTULNBl (MMUAAKIIOTH3, THAIIPOHIJ, THAKJIONPHI) THAa30JbHOTO psiga. Bmecrte ¢
TeM OOJBIIIOHN MPAKTHIESCKU WHTEPEC MPEJCTABIACT TAKXKE CHHTE3 COCTUHEHHI C KOM-
OMHauuel JByX reTepOLUKIIOB, HOTCHIMAIBHO 001a1al0INX HOBBIMHU (PH3HOJIOTHYECKH-
MU cBoiicTBamMH. M3BECTHO, 4TO NMpH JUIMTEIHLHOM NPUMEHEHUH TIECTHLIUIOB Y BPEIHBIX
OpPTraHU3MOB BO3HUKAET PE3UCTEHTHOCTD 110 OTHOIICHUIO K ATHM BEIIEeCTBaM, YeM U BBI3-
BaHa HEOOXOAMMOCTH IOCTOSTHHOTO OOHOBJIEHHS apceHaja MEeCTUIHIOB M XUMHUYECKUX
CPE/CTB 3aIIMUThl PaCTCHHH.

Vcxons n3 cka3aHHOTO HaMU OBITH OCYIIECTBIICHBI IIeJICHANIPABICHHBIN CHHTE3 HO-
BOTO psifia COCIMHEHHH, COJEpXKAIIMX HENOCPEACTBEHHO CBS3aHHBIE APYr C IPYroM
TPHUA30JIbHBIA U THA30JIbHBIN IIUKJIBI, UX IMIUPOKask ()YHKIIMOHATM3AIINS, & TAKXKE U3Y4YCHA
Omonornyeckas akTHBHOCTP MTOTyYSHHBIX IIPOU3BOIHBIX.

O0cy:xneHne pe3y1bTaToB

BsaumogeiictBueM  2-THOKCO-3-MeTHI(3THII)-4-MeTHII-2, 3-TUTHAPOTHA3Z0JI-5-1T)-
(THocemukap6a3u-1-mn)-metaHoHoB (1,2), momydeHHsIX M0 Metoauke [15], ¢ u36bITOU-
HBIM KOJIMYECTBOM BOAHOTO PACTBOpA €AKOTO KajlH B YCIOBHUIX HATPEBAHUS HAMH MOJY-
YeHbI MPOAYKTHI [HUKIM3ALUH — 5-(3MeTHI(3THII)-2-THOKCO-2, 3ZIUTHAPOTHA30I-5-1T)-
1,2-murunpo-[1,2,4frpua3osn-3-THOHBI.

[Mony4yeHHbIe COCTUHEHHUS. MOTYT HAXOAUTHCS B Pa3IMYHBIX TAYTOMEPHBIX hopmax,
B KOTOPBIX [IBa ITOJBIKHBIX aTOMa BOZOPOAA MOTYT (PHKCHPOBATHCS KAaK IPH SK30LHUK-
JMYECKOM aTOMe Cepbl, TAK M MPU aTOMax a30Ta TPHA30JbHOro IuKia. Hannuue B
criektpax SIMP *3C pezonancusIx normouenuii B 061act 166-167M.1., COOTBETCTBYIO-
mux cBsa3u C=S,yka3pIBacT Ha THOHHYIO CTPYKTYPY MOJIEKYJI 3THX BemmecTs. Mcxond u3
9THX JAHHBIX AJIsl coeluHeHui 3,4 BO3MOXXHBI JiBe TayToMepHble ¢popMel — A u B. B
HOJIB3Y CTPYKTYPBI A CBUIETENBCTBYET TOT (haKT, YTO XUMHYECKHI CABUT (X.C.) CUTHATA
aToMa yriiepofia THOHHOH I'PYNIBI B TPHA30JIbHOM KOJIbLE CMEIleH oYty Ha 20 M.a. B
CHJIbHOE TOJIC MO CPABHEHHUIO C CHUTHAJIOM TOW K€ IPYIIbI THA30JbHOTO IMKIA, T. K. B
9TO TayTOMEpHOil opMe yKasaHHbIH aTOM yriepoja MomaaacT B 00JacTh aHH30TPOII-
HOT'O MarHUTHOTO SKPaHUPOBAHUS IUKIMYECKOM aBOMHOMN cBsi3u C=N.
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1,35,7,9,11,13,15,17 R = CHg; 2,4,6,8,10,12,14,16,18 R = C,H5
R!= CHj, CH,COOH, CH,COOCH3, CH,CONH,, CHoCgHs, CHRCN, CHoCH,0CgH 4-Br-p,

HccnenoBanus mokasaiu, 4To coequHeHus 3,4 JIerKO alKWIMPYIOTCS Kak He3zame-
[ICHHBIM, TaK U aKTUBUPOBAHHBIM 3JIEKTPOAKIETITOPHBIME IPYIIIaMu ¢ 00pa3zoBaHueM 5-
cynbhanminpon3Boubix  (5,6), 4TO HAXOMUTCS B COOTBETCTBUM C JaHHBIMH pPadoT
[16,17]. O6 SsameleHnd B MOJIYYEHHBIX COETUHEHHMAX CBHICTEILCTBYIOT BEJIUYHHBI
xumudeckux caBuro NH-mpotono npu 13.20-14.36M.1. 1 S-AIKWIBHBIX TPYII B
crektpax SIMP 'H, a rtawke muka C=S rpymmsl B oGmactu 166-167m.1. B crekTpax
SAMP °C.

Bsi6opouno coemuenns 5a (R= R = CHy) 1 6a (R= GHs, R* = CH,) BoBicucHs! B
PEaKIury ¢ 3MCKTPOPIIHHBIMU PEArecHTaMU — aKPUIIOHUTPIIIOM, (DCHIITH30IMAHATOM H YK-
CYCHBIM aHTHJIPUJIOM, PUBEALINE BO BCEX CIIydasX K MPOJYKTaM alKWIUPOBAHUSI [0 BTO-
pOMy aToMy a30Ta TPUa30JIbHOTO KOJbl@. OCYIIECTBICH KUCIOTHBII U HIECTOYHON THAPO-
713 npoaykToB ruanyTHimpoBanus 9 u 10 B amuast 13, 14 u xucnotsr 11, 12, coorserct-
BEHHO. B3anMmoseiicTBreM coeauueHuii 5a,6a ¢ yKCYCHBIM aHTHAPUIOM U (HCHUIN30IIHA-
HATOM CHHTE3MPOBAHbI COOTBETCTBYIOIIHE allCTHITPOM3BOaHbIe 15,16 u anmmmasr 17,18.

[Ipu cuHTe3e MPOU3BOMHBIX 7-18 BaXKHOM CTPYKTYPHOU 3ajaucii SBJsICTCS ONpee-
JICHUE MECTa 3aMEeIleHUs] B TPUA30JIbHOM LIUKIIE, TIOCKOJIBKY 3TH COEJNHEHHS] MOTYT Ha-
XOJIUTHCS B Pa3HBIX TayToMepHBIX Gopmax |, I m l11.

96



L
X\N A /N
=N

U3 anammsa crektpos SIMP *C crenyer, uro mpomssommbie 7-18 mo cTpoeHHMIO
AHAJIOTUYHBI COCIMHEHUSM 5 U 6, T. K. B 9TUX CIIEKTpax BEJMYMHBI X.C. CUTHAJIOB aTo-
MOB YIiiepojia ABYX I'e€TE€pOLMKIIOB COeIMHEHHH 7-18 mpaxkTHdeckd COBMAAaloT C X.C.
COOTBETCTBYIOIMX ATOMOB yIiIepoia HCXOAHBIX IPOIYKTOB 5 1 6.

B pa6ote [18] mpoBeaeHo riyOoKoe CIIEKTPaIbHOE HUCCIIEA0BaHUEe OOMBLIOro psiaa
5-aMuHO3aMeleHHbIX 3-MeTuicybdanmn-[1,2,4]-cpuaszonos meronamu SIMP *H u *°C.
B cooTBeTCTBHY C JaHHBIMH aBTOPOB, X.C. aTOMa YIJIEpOJa TPEThEro I0J0KEHUS TpHa-
30JIFHOTO IMKJIa u3oMepa | Habmonaercs B obnactu 149.6-153.1m.1., a B popmax || u
Il — B uaTepBanax 157.7-160.7u 145.4-146.1m.4., cOOTBETCTBEHHO. B criekTpax Bc
SMP cHHTE3MpPOBAHHBIX COEMUHEHUH 5-14 cHUTHAMBI yKa3aHHOTO aToMa yriepoja
nposiBisitorcss B oomactu 153.94-154.90u.1., uro cornacyercs co cTpykrypoit |. He-
GOIBIIOE yBENHUCHHE BEIHUMH X.C. B criekTpax SIMP °C coexunenuii 15-18 csizano ¢
3JICKTPOHHOAKIICTITOPHBIM 3P HEKTOM KapOOHMILHOM IPYIIIBI TPH aTOME a30Ta.

bronornyeckuii CKpUHMHI IIOKa3all, YTO CHHTE3MPOBAHHBIC COCIMHEHUS IpPOSIB-
JSIIOT IIEHHOE COYeTaHWe POCTCTUMYJMpYIOUIEro M (yHrHOUOHOTO nedcTBus. Tak,
POCTCTUMYJIMPYIOIIAsi aKTUBHOCTH coeauHenuii 3, 5b,c,d,e,g, 6b,c,e,g u 8 B skcrepu-
menTe cocraBuiia 80-100%rm0 cpaBHEHHIO C IIUPOKO MPUMEHSEMBIM IIpEernapaToM rere-
poaykcuHoM. B To ke Bpems coenmnenus 5a,c,g, 60 u 8 B konuentpamusax 0.1u 0.01%
HOJIHOCTBIO IIOJABIIIOT POCT IPHOKOB IIBUILHOM TOJOBHY HIIECHHIBI, 8 B MUHUMAIBLHOM
konuenrpaun 0.001% —ot 60 no 90%.3TH naHHBIE CBUIETEILCTBYIOT O MEPCIIEKTHB-
HOCTH JIaJIbHEWIIINX UCCIIEJOBAaHUH B HOBOM PSIly CHHTE3HPOBAHHBIX COSJANHEHUH B TIIa-
He TIOMCKa NPerapaToB C COYETaHHEM ABYX Ba)KHBIX CBOMCTB.

3KCHepHMeHTaJ'[LHaH 4acTb

Crekrpsr SIMP *H u '3C cusarer ma crmexrpomerpe “Mercury-300” ¢ pa-
Goueir yactoroir 300 MIy B pactBope DMSO-a+CCl, (1:3). TCX mposene-
Ha Ha wiactuHkax “Silufol UV-254", smoent — aneron-rexcan (1:4).

Cuntes  5-(3-meruwa(armin)-4-mernia-2-tuokco-3H-Tuazo0a-5-ui)-2,4-quruapo-
[1,2,4]-rpua3on-3-tuonoB  (3,4). CycneHsuo THOCeMuKapbasuma 1 wim 2
(0.01mon2) m KOH (0.016 mons) B 20 mn Bompl kumsatat 3 u. Ilocie oxmaxnie-
HUS pacTBOp QWIBTPYIOT, a (QUIBTPAT TOJAKUCISIOT YKCYCHOH KHCIOTOH. UYe-
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pe3 yac BhINABIIKE B 0CAJ0K coeuHeHus 3 Wik 4 QUIbTPYyIOT U CYIIAT HA BO3/IYyXeE.

Coenunenne 3 (R=CH;). Bensie kpuctamnsl, T.m1. 280-282C (¢ pasnoxkenuem),
BoixoJ 2.02 (82%).Cuextp AMP 'H, §, m.z.: 2.54 (¢, 3H, 4-CHs); 3.67 (¢, 3H, 3-CHs);
13.56 [yur.c, 2H, (NH)2]. Cnextp AMP 3C, §, m.z.: 14.50; 34.11; 116.50; 140.8; 142.56;
166.78; 185.83. Haiimeno, %: N 22.78; S 39.50. C7HsNaiSs. Beruucieno, %: N 22.93; S
39.37.

Coenunenne 4 (R = GHs). Benbie kpuctamisl, T.w1. 264-266C (¢ pasnoxkenuem),
BeIxox 2.2 2 (85%).Cnexrp SIMP [, 8, M., Iy: 1.36 ¢, J=7.1, 3H, 3-ChCHy); 2.57
(c, 3H, 4-CH); 4.30 , J=7.1, 3€H,CH); 13.27 fc, 2H, (NH),]. Cuextp °C SIMP,
6 m..0 12.18; 14.05; 42.07; 105.77; 140.24; 142.43;.886185.43 Haiineno, %: N
21.88; S 37.54. &11oN4S;. Beiuncieno, %: N 21.68; S 37.23.

Cunre3 Ccyab(aHHINPOU3BOAHBIX 5-(3-MeTna(3Tmia)-4-meTuia-2-Tuokco-3H-
THa30-5-u1)-2H-[1,2,4]-Tpnazoena (5a-d, 6a-d). K pacteopy 0.01monz KOH u 0.01
mons coequuennst 3 wik 4 B 1001 BOZBI IPH OXJIAXKICHUH U TIOCTOSIHHOM IIepeMellnBa-
Hun nopiwmsamu gobasistior 0.01mons ankumupyroniero peareHTa. PeakiimoHHyo cMech
ocTaBnsOT Ha HOub npu 20-25C, 3aTeM coeuueHns 5 umm 6 oTOUILTPOBBIBAIOT, MPO-
MBIBAIOT BOJIOH U CyIIAT Ha BO3IyXe.

Coenunenne 5a (R=R'=CHa). Benbie kpuctambl, T.mw1. 200-202C (tonyon), BbI-
xox 2.22 (85%).Coextp SIMP 1, 8, M. 2.65 ¢, 3H, 4-CHy); 2.72 ¢, 3H, SCH); 3.67
(¢, 3H, 3-CHy); ~13.20 6.m.c, 1H, NH).Criexrp SIMP °C: 8, m.1.: 13.83; 14.07; 33.87;
111.57; 138.20; 153.5; 154.2; 185.4iineno, %: N 21.80; S 37.60. 8H10N4S;. Boi-
yuciieno, %: N 21.68; S 37.23.

Coenunenne 5b (R=CHs;; R'=CH,COOCH;). Xentsie xpucramisl, T.m1. 92-93C
(rexcan/6ensomn, 1:1),Beixoq 2.22 (70%).Crnextp SIMP H, 8, m.0.: 2.68 ¢, 3H, 4-CH);
3.67 ¢, 3H, 3-CH); 3.75 ¢, 3H, OCH); 4.03 ¢, 2H, SCH); 13.95 ¢m.c, 1H, NH).
Haiineno, %: N 17.98; S 30.71.6H:5N40,S;. Berunciieno, %: N 17.71; S 30.40.

Coenunenne 5¢ (R=CH;; R'=CH,CONH,). Benbie kpucramibl, T.II. 196-198C
(romyomn), Beixox 2.342 (78%). Cnexrp SIMP 1, 8, ma.: 2.72 ¢, 3H, 4-CH); 3.67 ¢,
3H, 3-CH); 3.82 ¢, 2H, SCH); 7.04u 7.46 fu.c, 2H, NH,); ~13.7 6.mr.c, 1H, NH).
Cnextp SIMP °C, 8, m.1.: 13.92; 34.11; 35.47; 111. 53; 138.96; 152.0;.25468.43;
185.21 Haiineno, %: N 23.46; S 31.70.48,,Ns0S;. Beruncaeno, %: N 23.24; S 31.91.

Coenunenne 5d (R=CH;; R'=CH,CgHs). XKenrsie kpuctamisl, T.1m1. 91-93C (Gen-
30i), BeixoJ 2.12 (63%).Criextp SIMP 1, 8, M. 2.73 ¢, 3H, 4-CH); 3.68 ¢, 3H, 3-
CHy); 4.38 ¢, 2H, SCH); 7.20-7.41 4, 5H, GHs); 13.78 §u.c, 1H, NH).Haiineno, %:
N 16.96; S 28.48. GH14N4S;. Beruncneno, %: N 16.75; S 28.76.

Coenunenne 6a (R=GHs; R'=CH;). bensie «kpucramne, t.au1. 180-
182C (romyon), Beixon 2.18 2 (80%). Crnextp SIMP 1, §, wmua., Iy: 1.34 ¢,
J=7.1, 3H, 3-C}CH3); 2.65 ¢ 3H,4-CH); 2.75 ¢ 3H,SCH); 4.29 ¢,
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J=7.1, 3€H,CH;); 13.89 gmc, 1H, NH). Crexrp SIMP °C, §, m.x.: 12.27; 13.39;
14.08; 41.70; 112.00; 137.51; 153.30; 154.10; B3 Diineno, %: N 20.74; S 35.02.
CoH1oN4Ss. Berumcneno, %: N 20.57; S 35.31.

Coemunenne 6b (R=GHs, R’=CH,COOCH,). Benble kpuctamisl, T.m1. 123-128C
(rexcan/6enson, 1:1),Beixox 2.152 (65%).Cnexrp SIMP [, §, m.n., Ty: 1.34 @, J=7.1,
3H, 3-CHCHy); 2.74 ¢, 3H, SCH); 3.72 ¢, 3H, OCH); 4.01 ¢, 2H, SCH); 4.29 (,
J=7.1, 3€H,CH;); 14.05 gm.c, 1H, NH). Cexkrp SIMP °C, §, m.x.: 12.27; 13.38;
33.44; 41.77; 51.90; 111.50; 137.94; 151.90; 154®092;185.08 Haiineno, %: N
17.20; S 28.93. GH14N4O5S;. Beruncieno, %: N 16.95; S 29.11.

Coemunenne 6¢ (R=GHs, R'=CH,CONH,). Bensie xpuctamnsl, T.m1. 167-169C
(rexcan/6enson, 1:1),Beixox 2.842 (90%).Cuekrp SIMP [, §, m.n., Iy: 1.35 @, J=7.1,
3H, 3-CHCHy); 2.73 ¢, 3H, 4-CHy); 3.80 ¢, 2H, SCH); 4.30 &, J=7.1, 3€H,CHy);
7.00u 7.38 fur.c, 2H, NH,); ~13.5 6.mi.c, 1H, NH). Haiineno, %: N 22.48; S 30.19.
CioH13N50Ss. Beruucieno, %: N 22.20; S 30.50

Coemunenne 6d (R=CHs; R’=CH,CgHs). Bensie kpucramisl, T.m1. 98-100C (6en-
30i), Beixog 2.472 (71%). Crexrp SIMP 1, s, M., Iy: 1.34 ¢, J=7.1, 3H, 3-CECHy);
2.76 ¢, 3H, 4-CH); 4.29 &, J=7.1, 3€H,CH,); 4.40 ¢, 2H, SCH); 7.17-7.40 1, 5H,
CeHs); 13.78 fuu.c, 1H, NH). Haiineno, %: N 16.30; S 27.39. 16H:6N4Ss. Boruncieno,
%: N 16.08; S 27.60.

Cunre3 cyabpaHuanpousBoausix 5-(3-merwia(3Tmin)-4-mernia-2-ruokco-3H-
THa30-5-m1)-2H-[1,2,4]-Tpnazoena (5¢f,6ef). K cycnensun 0.01monz KOH B 10mn
JAM®A npu nocrosinHoM nepemeninBanny npuoasisitor 0.01mons coenunenus 3 nnu 4
110 obpasoBanus cond, 3areM no6aisior 0.01mons xmopamneroHnTpria. PeakinoHHYO
CMECh HarpeBaroT 3 y IpHU 70-80C. 3arem mon HE3kuM maBienueM MDA YAAJSIOT,
0CTaTok 06pabaThIBAIOT BOJOM, 0CAI0K (DUIBTPYIOT U CYIIAT HA BO3AYXE.

Coenunenne 5e (R=CH;; R’=CH,CN). Xenrtsie kpucrammsl, 1.1 204-206C
(CHCly), Beixon 2.322 (82%).Cnekrp SIMP H, §, m.n.; 2.74 ¢, 3H, 4-CH); 3.69 ¢,
3H, 3-CH); 4.18 ¢, 2H, SCH); 14.36 ¢ui.c, 1H, NH).Haiineno, %: N 24.42; S 33.70.
CoHoN5S;. Berumciieno, %: N 24.71; S 33.94.

Coenunenne 5f (R=CHs;; R'=CH,CH,OC¢H4-Br-p). Benbie kpucramist, T.mi. 80-
82°C (CHCH), Bexon 3.552 (80%). Ciextp IMP H, 5, M., I'y: 2.71 ¢, 3H, 4-CH);
3.52 {, J=6.5, 2H, SChJ; 3.68 ¢, 3H, 3-CH); 4.28 {, J=6.5, OCH); 6.85u 7.35 {1,
4H, GH,); ~14.0 6.m.c, 1H, NH).Haiineno, %: N 12.31; S 21.32. ,€H;sBrN,OS;. Boi-
yuciieHo, %: N 12.64; S, 21.69.

Coenunenne 6e (R=GHs, R'=CH,CN). Xentele kpucramnsl, T.1. 174-176C
(CHCIy), Boixon 1.99 2 (67%). Cextp SIMP 1, 5, M., Iy: 1.35 @, J=7.1, 3H, 3-
CH,CHy); 2.73 €, 3H, 4-CH); 4.16 ¢, 2H, S-CH); 4.31 &, J=7.1, 3€H,CHy); 14.24
(yur.c, 1H, NH).Haiineno, %: N 23.31; S 32.06. EgNsS;. Beiuncieno, %: N 23.55; S
32.34.
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Coenunenne 6f (R=GHs; R'=CH,CH,OC¢H,4-Br-p). benbie kpucramisr, 1.1t 53-
55°C (CHCH), Bixoxn 3.662 (80%).Crextp SIMP *H, 8, m.xi., I'y: 1.32 ¢, J=7.1, 3H, 3-
CH,CHy); 2.70 ¢, 3H, 4-CH); 3.51 {, J=6.3, 2H, SCk); 4.26 1, 4H, OCH, u NCH,);
6.83u 7.32 (1,1, 4H, CgHy); 13.97 6.m.c., 1H, NH). Crexrp SIMP *°C, §, m.x.: 12.31;
13.47; 30.72; 30.0; 35.5; 41.79; 66.40; 112.32;.186131.67; 137.74; 152.0; 154.1,
156.99; 161.26; 185.0Maiigeno, %: N 12.40; S 21.33. ¢H,:BrN,OS;. Beruuciaeno,
%: N 12.25; S 21.03.

CuHTe3 cyabdpaHmanpon3Boaubix 5-(3-mermin(3Tmia)-4-mernia-2-tuoxco-3H-
THa30J-5-m1)-2H-[1,2,4]-Tpna3zena (59, 69). K pacteopy 0.02mon2 KOH B 10.m7 me-
tanosa npubaeisstoT 0.01mons coenunenns 5b win 6D U peakUHOHHYIO CMECh KUTISATST
2 y ¢ 0OpaTHBIM XOJIOIMIBHUKOM. MeTaHOJ yIajsioT, OCTaTOK pacTBopsitoT B 10 .m7 Bo-
Ibl M NOAKUCISIIOT YKCycHON Kucnoroi. CoeauHenus 5g win 6g QUIBTPYIOT, IPOMBI-
BAIOT BOJOH U CyLIaT Ha BO3yXeE.

Coenunenne 59 (R=CH;; R’=CH,COOQOH). Bensle kpuctamibl, T.m1. 224-228C
(CHCly), Beixon 2.222 (74%).Cnexrp SIMP q, §, m.n.: 2.72 ¢, 3H, 4-CH); 3.67 ¢,
3H, 3-CH); 3.94 ¢, 2H,SCH); 12.65 ¢mu.c, 1H, OH); 14.00 fur.c, 1H, NH). Criexktp
SIMP °C, §, m.a.: 13.93; 33.99; 34.07; 111.20; 138.68; 152.10;.15468.94; 185.48.
Haiigeno, %: N 18.29; S 31.53.8;0N40,S;. Beruncneno, %: N 18.53; S 31.81.

Coenunenne 69 (R=CHs; R'=CH,COOH). Benble kpucramsi, T.11.193-195C
(CHCI), Beixon 2.24 2 (71%). Cuextp SIMP M, &, m.a., Iy 1.26 @, J=7.1, 3H, 3-
CH,CHy); 2.72 ¢, 3H, 4-CH); 4.01 ¢, 2H,SCH); 4.26 &, J=7.1, 2H, 3¥H,CH3); 12.65
(m.c., 1H, OH); 14.001f.c, 1H, NH). Cnextp SIMP °C, 5, m.1.: 12.28; 13.54; 34.22;
42.19; 111.09; 139.15; 152.74; 153.98; 169.33; A84aiineno, %: N 17.51; S 30.12.
C10H1oN4O,Ss. Beruncneno, %: N 17.71; S 30.40.

Cunre3 5-(3-mermn(3Tnin)-4-meTna-2-tuokco-3H-Tuazomn-5-ui)-2-merTui-3-me-
Tacyiabpanuia-2H-[1,2,4]-tpuazoaos (7, 8). K cycnensun 0.01mors KOH B 20
CYXOT0 alleTOHAa IPH IOCTOSHHOM nepemernnBanuu npudasistor 0.005mo0na coenune-
Husg 3 i 4, 3atem 0.011mons numermiicynbdaTa 1 peakIMOHHYIO CMeCh KUIATAT 1 .
Ocamok KHSO, otduisTpoBsBaoT, GHUIBTPAT MMOCIEC yIAPUBAHKS 00padaTHIBAIOT BO-
noit 1 GuibTpyroT. OcasoK BRICYIIMBAIOT U HEPEKPUCTAIIM30BBIBAIOT M3 CMECH I'CKCaH-
6enson (1:1).

Coenunenne 7 (R=CH,). Bensie kpuctamnsl, T.m1. 200-202C, Brixon 2.122 (78%).
Crextp SIMP *H, §, m.1.: 2.71 ¢, 6H, 4-CH u S-CHy); 3.67 ¢, 3H, 3-CH); 3.76 ¢, 3H,
CHs-tpuazon). Cnekrp SIMP 13C, o, m.a.. 13.77; 14.90; 33.85; 34.69; 111.33; 138.30;
152.85; 153.94; 185.5Maiineno, %: N 17.51; S 30.12. #8,,N4S;. Beruucneno, %: N
20.57; S 35.31.

Coenunenne 8 (R=GHs). Bemble kpuctamisl, T.awi. 141-143C, seixox 2.30 2
(81%). Criextp SIMP 'H, 8, m.xi., I'y: 1.34 ¢, J=7.1, 3H, 3-CHCHy); 2.72 ¢, 3H, 4-
CHy); 2.75 ¢, 3H, SCH); 3.78 ¢, 3H, NCH,); 4.28 &, J=7.1, M, 3-CH,CH,). Haiine-
Ho, %: N 19.29; S 33.16.6H14N4Ss. Beraucnieno, %: N 19.56; S 33.58.
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Cunre3 3-[5-(3-merna(aTnin)-4-meTna-2-Tuokco-3H-Tuazo001-5-ui)-3-MeTmii-
cyiabdpanmi-[1,2 4] rpuazon-2-ui]-nponuonurpuios (9, 10). K cycnensun 0.01lmonn
coenunenus 5a umm 6a B 107 metanona npu 10-15C 1 NOCTOSAHHOM MepeMeELIMBAHUM
nopuusimu npubasisitor 0.018 mons tpustnnamuna, 3atem 0.01moas akpunoHuTpHia.
PeaknMoHHYIO CMECh KMIATAT 3 ¥ M OCTaBIsIOT Ha Houb Tipu 20-25C. Ocanok oThuibT-
POBBIBAIOT U CYLIAT HA BO3/YXE.

Coenunenne 9 (R=CHg). Benble kpuctamisl, T.m1. 160-163C, seixon 2.602 (84%).
Crextp SIMP 'H, 8, m.x., [y 2.74 (s, 6H, 4-Chlu S-CHy); 3.03 , J=6.9; 2H, CHCN);
3.68 ¢, 3H, 3-CH); 4.33 {, J=6.9; 2H, NCH). Haiizeno, %: N 22.20; S 30.65.
C11H13NsSs. Beiuucieno, %: N 22.49; S 30.89.

Coemunenne 10 (R=CHs). Benbie kpucramnsl, T.m1. 126-128°C, Beixox 2.28 2
(70%). Criexrp SIMP 'H, 8, m.x., I'y: 1.34 ¢, J=7.1, 3H, 3-ChCHy); 2.73 ¢, 3H, 4-
CHy); 2.76 ¢, 3H,S-CH); 3.02 {, J=6.4, 2HCH,CN), 4.29 &, J=7.1, 3€H,CHy); 4.34
(r, J=6.4; 2H, NChpuason). Crextp SIMP *°C, §, m.x.: 12.22; 13.42; 15.27; 17.39;
41.71; 43.59; 111.46; 116.36; 138.24; 153.48; 144185.16 Haiineno, %: N 21.31; S
29.29. GoH15N5Ss. Beruncneno, %: N 21.52; S 29.56.

Cunres 3-[5-(3-meruma(aTui)-4-meTnin-2-Tuokco-3H-Tra301-5-ui)-3-MeTHII-
cyaspannn-[1,2 4]tpuasoen-2-uwi]-nponanoBbix kucaor (11, 12). Cycmensuro 0.01
mons coequuenns 9 wim 10 B 10 .y 8% KOH kunarsar 4-5 y 10 moJIHOro BbIAEIIEHUS
ammuaka. Ilocme oxmaxmenust no6asistior 10 mz Bozpl, 3aTeM pacTBOp (MIBTPYIOT,
¢unprpar noakucisitot 10 mr HCI. Yepes wac ocamok OTGHIBTPOBBIBAIOT M CYIIAT Ha
BO3JyXeE.

Coenunenne 11 (R=CHs). Bemsie xpucramisl, T.u1. 204-206C, Beixon 2.48 2
(75%). Cuextp SIMP *H, 8, m.x., I'y: 2.73 €, 3H, 4-CH); 2.76 ¢, 3H, SCH); 2.82 ¢,
J=6.9, 2H, COCH); 3.67 ¢, 3H, 3-CH); 4.26 {, J=6.9, 2H, NChHrpua3zon); 12.85
(ur.c, 1H, OH). Haiineno, %: N 16.77; S 29.00.:6H,4N4O,S;. Beruncieno, %: N 16.95;
S 29.11.

Coenunenne 12 (R=CGHs). Benble kpucTtamuibl, T.IUI. 200-202C, Bbixox 2.68
(78%). Criextp SIMP 'H, 8, m.xi., I'y: 1.32 ¢, J=7.1, 3H, 3-CHCHy); 2.71 ¢, 3H, 4-
CHy); 2.74 ¢, 3H, SCH); 2.84 ¢, J=6.9, 2H, COCL); 4.24 , J=6.9, 2H, NChtrpua-
3om); 4.29 &, J=7.1, ¥, 3-CH,CHy); 12.68 f(u.c, 1H, OH). Haiineno, %: N 16.02; S
27.69. GoH1gN4O»S;. Beruncaeno, %: N 16.26; S 27.93.

Cunre3 amuaoB 3-[5-(3-merma(3Tnin)-4-meTna-2-Tuokco-3H-Tnazomn-5-ui)-3-
MeTmiacyabpanmi-[1,2 4] pua3zon-2-ui]-nponanoBoii kucaorsl (13, 14). CycneHsuto
0.01mons coemunenus 9 unu 10 B 12 vz konuenrpupoBannoi HCl nepemermmsaror 12 4
nipu 20°C. PactBop Heiirpanmusyior Na,COs 10 pH 6-7.0can0k OTQUILTPOBBIBAIOT, MPO-
MBIBAIOT BOJIO U MEPEKPHUCTAIIN30BBIBAIOT U3 3TAHOJIA.

Coemmnenne 13 (R=CHs;). Bemble xpucrammel, T.m1. 185-186C, Beixox
2.98 2 (90%). Crextp SIMP 'H, &, m.x., Iy: 2.70 €, 3H, 4-CH); 2.72 ¢, 3H,
SCH); 2.80 €, J=6.9, 2H, COC}H; 3.67 ¢, 3H, 3-CH); 4.23 ¢, J=6.9; 2H,
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NCH,); 6.63u 7.27 ¢,c, 2H, NH,). Haiineno, %: N 20.95; S 28.89. 1¢H:sNs0S;. Bri-
yucieHo, %: N 21.26; S 29.20.

Coenunenne 14 (R=CGHs). Benble kpucTamibl, T.IUI. 147-149C, Boixox 2.90 2
(85%). Criextp SIMP 'H, &, m.x., I'y: 1.32 ¢, J=7.1, 3H, 3-ChCH5); 2.70 (c, 3H, 4-
CHy); 2.72 (c, 3H, SCh); 2.75 , J=6.9, 2H, COC}; 4.30 (, J=6.9; 2H, NCh-rpua-
3oim); 4.35 &, J=7.1, 3€H,CHg); 6.62u 7.28 ¢,c, 2H, NH,) Haiineno, %: N 20.03; S
27.77. GoH17NsOS;. Beruncneno, %: N 20.39; S 28.01.

Cunre3s 5-(3-metua(3Tmin)-4-mMmeTua-2-ruoxco-3H-Tuazo001-5-mi)-2-anernia-3-me-
Tiicyiabganna-2H-[1,2,4]-rpua3onos (15, 16). Cycnensuto 0.01monsa coequnenus 5a
i 6a B 15m7 yKCYyCHOro aHruapuAa KUIATAT S 4. MI30BITOK YyKCYCHOT'O aHTMIPUIA BbI-
MapuBalOT, OCTaTOK oOpabareiBaroT pactBopom NaHCQ, 3atem Bomoit. Ocamok oT-
(UITBTPOBBIBAIOT, CYIIAT U MEPEKPUCTATUTU3OBBIBAIOT U3 TOJIYOJIa.

Coenunenne 15 (R=CH). Kopuunesbie kpuctamisl, T.u1. 243-248C (c pasnoxe-
HueM), Beixon 2.402 (80%).Criextp 'H IMP, 8, m.1.; 2.64 ¢, 3H, COCH); 2.70 ¢, 3H,
4-CHy); 2.80 ¢, 3H, SCH); 3.68 ¢, 3H, 3-CH). Haiineno, %: N 18.41; S 32.26.
C10H1oN4OS;. Boiuncieno, %: N 18.65; S 32.02.

Coenunenne 16 (R=CHs). XKenteie xpucramiel, T.m1. 180-182C, srixon 2.50 2
(80%). Criexrp SIMP 'H, 8, m.a., Iy: 1.35 ¢, J=7.1, 3H, 3-ChCHy); 2.65 ¢, 3H,
COCH); 2.67 ¢, 3H, 4-CH); 2.79 ¢, 3H, SCH); 4.32 , J=7.1, 3€H,CHjy). Cniexp
SIMP °C, §, m.a.: 12.20; 13.55; 14.65; 22.05; 41.81; 109.96; 140154.82; 159.33;
167.78; 185.78Haiineno, %: N 17.63; S 30.21.¢H,N,OS;. Beruucaeno, %: N 17.82;
S 30.59.

Cunre3 pennnamuaos 5-(3-mermin(3Tua)-4-meruwi-2-ruokco-3H-ruazoun-5-ua)-
3-mermincyabdanni-[1,2,4]-Tpua3on-2-kapéonoBoii kucaorsl (17, 18). Cycrnensuto
0.01 monsa coenunenus 5a win 6a, 0.01lwons pennnmuzonuanara B 20.m1 CyxXoro Tomayo-
Ja B MPHUCYTCTBUU KATAJIUTHYECKUX KOJIMYECTB MUpuUAMHA KUMATIT 3 y. Ocagok oT-
¢unbTpoBEIBAIOT, KUIATAT B 50%5TaH0€, 3aTeM CHOBa OT(QMIBTPOBBIBAIOT U CYIIAT HA
BO3JyXeE.

Coenunenne 17 (R=CHs). XKenrsle kpuctamsl, T.m1. 192-194C (c pasnoxe-
uuem), Beixoa 3.202 (85%).Crnextp SIMP H, 5, M1 2.66 ¢, 3H, 4-CHy); 2.80 ¢, 3H,
SCHs); 3.70 ¢, 3H, NCHg); 7.10-7.72 f1, 5H, C¢Hs); 9.84 ¢, 1H, NH). Cnextp SIMP
C, 5, m.1.:14.16; 14.79; 33.95; 109.76; 117.72; 120.83; 124.127.99; 128.03;
136.36; 141.11; 145.88; 154.03; 158.93; 186.M3iineno, %: N 18.26; S 25.16.
C15H1sNsOS;. Beiuncieno, %: N 18.55; S 25.48.

Coenunenne 18 (R=CHs). Kopuunessie kpuctamisl, T.m1. 170-172C, Beixon 2.75
2 (70%). Cuextp SIMP *H, &, m.a., Iy: 1.37 ¢, J=7.2, 3H, 3-ChCH,); 2.67 ¢, 3H, 4-
CHy); 2.84 ¢, 3H, SCH); 4.33 , J=7.2, 3€¢H,CHj); 7.10-7.72 1, 5H, GHs); 9.88 ¢,
1H, NH). Haiineno, %: N 17.60; S 24.21. 16H,:7NsOS;. Boruncieno, %: N 17.89; S
24.57.
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SNPLIPSHIUSPU B9 UKURSULRE UUShINRE3UU R 5-(2-#POLUN-3H-@hUNT -5-PL)-
[1,2,4]-SCPULNL-3-BFPNLP UOULSSULULECE UbLEEL

U. U. ¥L8UL3UL

(2-Bhopun-3-utphi(tphy)-4-Utphi-2,3-nhhhnpnphwqgn)-5-h)-(phnutdhyuppughn-1-hy)-
Ukpwintitph ghjjugudwdp hhutught dhpwjuypnmd uinwugdty b 5-(2-phopun-3-utphi(kphy)-4-
ubkphy-3H-phwqn)-5-hy)-2,4-nhhhnnpn-[1,2,4]-inphwqn)-3-phnuubp, nnpnig Unjklnyubpnid
phwgnuyghtt b wphwgniuyhtt ghyjtpp widhpwlwinpbt dhwgws b hdhwtg htn: dhpghtiitpu
wihpynd  u  Epqnghlihy  8&Uph wwnund, wpwgwgubing hwdwywwnwupwb - 5-
unippwthjmswngyuyubp: Unwugqus ynipkph hbnwqu wijhjugnudp puguprwybu ppwind b
1,2,4-nphwgniuyhtt  onuyh Gpypnpn nhppnid  qudnn  wqnuh  wwndh  Unwn: Untn- b
Epyunbnujupws wswigyuitph juoniguspp hwuwnwwndly £ 'H b BC UUNR b mwppuljub
wbwihqh wnjuyubph hhdwb Ypu:

Luwputwluwl qwpnpwwnnp  thopdwpynudubph  wppyniipnmd - uhipkqus  tnipkph  Unwn
hwjnbwptpdly - wpnwhuyndus $niughghnught bt wdwpipwihy  wlwnphynipniuubph
hwdwnpoipni:

SYNTHESISOF 5-(2-THIOXO-3H-THIAZOL-5-YL)-[1,2,4 TRIAZOL-3-
THIONE DERIVATIVES POSSESSING FUNGICIDAL AND GROWTH
STIMULANT ACTIVITIES

A.M.KNYAZYAN

Russian-Armenian (Slavonic) University
123, O.Emin Str., Yerevan, 0051, Armenia
E-mail: knyazyan86@inbox.ru

By cyclization of (2-thioxo-3-methyl(ethyl)-4-methg,3-dihydrothiazol-5-yl)-
(thiosemicarbazide-1-yl)-methanones in the basiindimns the 5-(2-thioxo-3-
methyl(ethyl)-4-methyl-3H-thiazol-5-yl)-2,4-dihydid ,2,4]triazol-3-thiones with
directly connected thiazole and 1,2,4-triazole eycwere obtained. The latter are
alkylated at the exocyclic sulfur atom with therf@tion of the corresponding 5-sulfanyl
derivatives. Further alkylation of these compousd$stitution occurs mainly at the
nitrogen atom in the second position of 1,2,4-tlazing. The structures of a new series
of mono- and disubstituted derivatives were protgdH and*C NMR spectra and
elemental analysis.

A preliminary laboratory screening has shown thatdynthesized compounds have
a combination of expressed fungicidal and growithgaint activities.
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