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BzaumogeiictreM 4-amuHo-5-(2-ankokcudenun)-4H-[1,2,4]Tpua3on-3-THOIOB ¢ 3aMellICH-
HBIMU (peHAIMIOpOMHIAMH CHHTE3UpOBaHbl 6-(2'-ankokcudenun)-3-apui-7H-[1,2,4]rpuaso-
110[3,4-b][1,3,4]tnagua3unsl. Ha 0CHOBaHWHU JaHHBIX OHOJOTHYECKUX HCIIBITAHUN BBIBICHA

B3aUMOCBA3b MCKIAY XUMHUYECKON

YKa3aHHBIX TPUA30JI0THAANA3UHOB.

CTPYKTYpOH M aHTHOAKTEpHAILHONH aKTUBHOCTBHIO B PSAY

KuarueBble ciioBa: TPUA30JIOTUAANA3UHBI; CUHTE3; aHTI/I6aKTepI/IaHLHa$I AKTUBHOCTD.

Panee monmyuen psan tpuasonotuaguasunon (TT/), co-
JIepKalfX B MOJIOKEHNN 6 adKuiIbHBIN [1] nim 4-amkok-
cU(eHUIIbHBIN [2], a B MOJOKEHUH 3 — 3aMelIeHHbIH (de-
HWIBHBIA paliKabl, HCCIICA0BAaHbI OMOIIOTHICCKHE CBOM-
ctBa TT/l. Cpenu HUX BBISBICHBI COCTUHEHUS, KOTOPHIE
MPOSIBJISIOT OJIM3KYI0 K HOPCYNb(])a3oily aKTHBHOCTh, HO
ycTynarT (ypa3onuoHy M0 aHTHOAKTEpUANTbHBIM CBOW-
ctBam [1, 2]. YcTaHOBIEHO TakKe TOPMO3SIIEE JICHCTBUE
HekoTopblx TTJl Ha pocT capkomsl 45 u 37 B mpexnenax
35-47 % [1].

B npencraBnenHol pabore omwmcansl 3,6-auapui-7H-
[1,2,4]rpuazono[3,4-b ][1,3,4]tnagnazuaer  (XV — XL),
CoJIepIKaIlre B MOJOKEHUU 6 2-aTKOKCU()CHWIHHBIN, a B
MOJIOKEHUU 3 — 3aMelICHHBIA (DCHUJIBHBIN DPajMKAaIIbI,
MOJTy4eHHbIe B3auMoOJeHcTBHEM 4-aMUHO-5-(2-aJIKOKCH-
benmn)-4H-[1,2,4]tpuazon-3-tuomnos (I — III) ¢ 3amernieH-
HbeIMH (eHarmnOpomuaamu (IV — XII) B npucyTcTBUN K-
BUMOJIBHOTO KOJMYECTBA THAPOKCHIA Kamus (Metom A).
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CunresupoBanneie 3tum myrem TTJ, rme R!=C,Hs,
C;H,, B ommmune ot metokcunponsBoausix (XV — XXII),
MONyy4arTcs ¢ HU3kuMu Bbixonamu. Hapsny ¢ TT] u3 pe-
AKIIMOHHOMW Cpe/ibl B HEKOTOPBIX CIydasix BbIJEIEH U OXa-
paKTepU30BaH MPOMEKYTOUHBIH HELMKIM30BAaHHbIN IIpO-
nykt (X, XIV). [Ipusenena cxema cunresza TT/] mo me-
Tony A.

Brixon TT/] moBblmaeTcs, KOTAa pPeakmHiO MPOBOISAT
MIPH HETIOCPEICTBEHHOM B3aMMOICHCTBUN TPHUA30JITHOJIOB
11, III ¢ penammnopomunamu IV — XII (merox B). Dtum
MyTeM TIONYyYeHBl 2-3TOKCH- U 2-TIPONOKCU()EHUIIbHBIC
npousBoaHbie TTJ] (XXIII — XL) ¢ cpaBHUTEIBHO BBICO-
KHMH BBIXOJAMH.

OueBUIHO, YTO BBLACISIOMIMICS B MPOLECCE PeaKiu
HBr xaranu3upyeT BHYTPUMOJIEKY/SPHYIO LUKIM3ALHUIO,
TaK )K€ KaK U B CIIydac B3aMMOICUCTBHS (DEHAIMIOPOMHE-
JIOB C 2-THO-4,5-TUTHIPOMMHIA30I0M, C 00pa3oBaHHEM
3-benmn-5,6-muruapoumuasol2,1-b Jtuazonos [3, 4] uiau
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I- XL, R'=CH; (I, XV — XXII), C,H; (I, XXIIT — XXXII), C;H; (ITI, XIII, XTIV, XXXIII - XL).

R?=H (IV, VIII, XIII, XV, XIX, XXIII, XXVII, XXXIII, XXXVII), F(V, XVI, XXIV, XXXIV), CI (VL, XIV, XVII, XXV, XXXV), Br (VIL, XVIII,
XXVI, XXXVI), NHCOCH; (IX, XXVIII), NH, (XXIX), C,Hs0 (X, XI, XX, XXI, XXX, XXXI, XXXVIII, XXXIX), C,H,O (XII, XXII, XXXII, XL).
R®=H (IV - VII, IX, XIII - XVIIL, XXIII - XXVI, XXVIII, XXIX, XXXIII - XXXVI), CI (X, XX, XXX, XXXVIII), NO, (VIII, XI, XII, XIX, XXI,

XXII, XXVII, XXXI, XXXII, XXXVII, XXXIX, XL).
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(heHaMIOPOMHUIIOB ¢ THOMOYEBUHOHM, NPUBOJISIICE K
4-pennnruazonam [5].

AnerunbHoe npousBogHoe XXVIII nezauetunupo-
BaHO 17 % COJNSIHOM KHMCIOTOM U IOJIy4€HO aMHHOIPOU3-
BojgHOe XXIX.

B SIMP 'H cmekrpax TTJ] mpHCYTCTBYIOT CHTHAJBI
SCH,-rpynimsl, IPOTOHOB OCH30JbHBIX KOJEL, aMHHO- U
AJIIKOKCUTPYTIII, YTO JI0Ka3bIBa€T UX CTPOCHHE.

HUccnenosan mace-criektp 3-(4-xnopdenni)-6-(2'-3to-
keudenun)-7H-[1,2,4]rpuazono|3,4-b][ 1,3,4|tnamuazuna
(XXV) u nmpuBezieHa obmas cxema ero pacnana. M3 cxe-
MBI CJIEIYeT, YTO TUCCOLMATHBHAs MOHHU3ALM COEeTUHE-
HUs XXV, ¢ HEKOTOPBIMH 0COOSHHOCTSIMH, COOTBETCTBYET
pacmamy 6-ankwi- u 6-(4-aaKoKCH(EHUITEHBIX )IIPON3BOA-
HBIX, ONMMUCAaHHBIX B paboTax [1, 2]. B macc-cniekrpe mpu-
CYTCTBYIOT IMHK MOJICKYJIApHOTO MOHa ¢ m/z 370/372, 2
KIIIOYEBBIX NHMKa A, B, MogyuyeHHBIX 3IMMHHUPOBAHUEM
or M* 2-atokcudennnmana (voH ¢ m/z 147), a takxke
4-xnopdeHnnnmana ¢ JoKanu3auel 3apsaa Ha rerepo-
OUKIAIeCKOM ocTatke (noH B, m/z 233), muk mona C ¢
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MaccoBbIM 4uciioM 206 ¥ IUKH, NOJIY4YEHHBIE paclagoM
nonos A, B, C. B ommune OT paHee H3yUEHHBIX
macc-cnektpoB TT/ [1, 2], npu pacnage XXV nabmrona-
eTcst BBIOpocC cepsl (MoH ¢ m/z 338/340) oT MONIEKYISpHO-
ro uoHa. M3BectHo, uto anmumuHupoBanue S u SH or M*
OoJiee xapakTepHO AJIs pacnaja npou3BoAHbIX 1,2,4-Tpua-
301108 [6, 7].

3KcnepuMeHma/szaﬂ Xumuveckas 4acniv

Crekrper SIMP 'H 3aperucrpupoBanbl Ha mpubope
“Varian Mercury-300 VX B IMCO-d,, BHyTpeHHHUIA 3Ta-
mon — TMC. Macc-CekTp CHST Ha CIEKTPOMETpe
“MX-1321 A” c mpsIMBIM BBOJIOM BEIIIECTBA B HOHHBIN HC-
TOYHMK TIpU dHepruu uoHmzauuu 60 3B, m/z (I, %).
TemrmepaTypa TUIaBJIeHUsI ONpeeieHa Ha MUKpOHArpeBa-
tenpHOM cronuke “‘bosmmyc” B °C. TCX coenuneHMit
npoBeseHa Ha miactuHkax “Silufol UV-254 B cucteme
pactBopuTteneit stunanerar — Oensoi, 2:1 (I — I, XIII,
X1V); sTunanerar — meraHoin — Boaa, 10:2:1 (coenune-
Hus XV — XL). [Iposisneane YO-cBeToMm.
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XapaKkTepuCTHKH CHHTe3HPOBAHHBIX COEIMHEHUH

Tabnuma 1

CoennHenune R! R? R? Beixon, % T. m., °C R Bpyrro-popmyna
I CH, 74 234-236 0,54 CoH,(N,0S
i C,Hs; 71 157 - 158 0,62 C,oH,N,08
I C;H, 69 127 - 129 0,69 C,,H,,N,08
XIII C;H, H H 47 79— 81 0,37 CoHN,0,8
XIV C;H, 1 H 50 98— 99 0,74 CH,4CIN,0,8
XV CH,4 H H 60 168 — 169 0,57 C,;H,,N,08
XVI CH, F H 59 216-217 0,59 C,,H,5FN,0S
XVII CH, 1 H 67 223-224 0,61 C,,H,5CIN,0S
XVIII CH,4 Br H 61 211-212 0,61 C,,H,;BrN,08
XIX CH, H NO, 59 224226 0,59 C,7H3N50,8
XX CH, C,Hs0 CI 75 178 — 180 0,57 C,oH,;CIN,0,S
XXI CH, C,H0 NO, 69 226 - 227 0,56 CoH7N50,8
XXIT CH, C,H,0 NO, 62 200 — 201 0,57 CyH,,N50,8
XXIIT C,H; H H 63 167 - 168 0,63 CgH N,0S
XXIV C,H; F H 58 195196 0,67 C,H,sFN,0S
XXV C,H; CI H 59 184185 0,69 C,gH,sCIN,OS
XXVI C,Hs; Br H 62 175176 0,74 C,sH,sBrN,08
XXVII C,H; H NO, 61 183 — 184 0,65 CyH,5N5O5S
XXVIIT C,H, NHCOCH, H 57 133135 0,54 CaoH oN50,S
XXIX C,H; NH, H 73 124126 0,62 C,gH,;N508
XXX C,H; C,H{0 cl 66 180 — 181 0,62 Cy0H,4CIN,0,8
XXXI C,H, C,H,0 NO, 62 235-236 0,67 CaoH oN50,S
XXXII C,Hs; C,H,0 NO, 65 172-173 0,66 Cy,H,3N,0,S
XXXIIT C;H, H H 67 93-95 0,73 CoH gN,0S
XXXIV C;H, F H 66 160 — 161 0,70 C,oH,,FN,0S
XXXV C,H, 1 H 61 147 - 149 0,72 C,oH,,CIN,0S
XXXVI C:H, Br H 62 137 - 139 0,72 C,oH,,BrN,08
XXXVII C;H, H NO, 68 147 - 149 0,69 C,oH,;7N50,8
XXXVIII C;H; C,Hs0 I 60 135137 0,79 CyH,,CIN,O,S
XXXIX C:H, C,H;0 NO, 63 172174 0,74 C,HyN50,8
XL C;H, C,H,0 NO, 64 73— 74 0,79 Cy3H,sNL0,S

I[aHHI)Ie OJICMCHTHOI'O aHaJIu3a N, S YAOBJICTBOPAIOT
BbIYHCJIICHHBIM 3HAYCHHAM.

Oo0mas MeTooMKa CHHTe3a 4-aMHHO-5-(2-aJIKOKCH-
(ennn)-4H-[1,2,4]tpuazon-3-ruoaos (I —1III). Cwmecs
0,05 Monp KanMeBOW CONM 2-aJIKOKCHOSH30MJITUTHOKAp-
6a3unoBoi kuciotsl [8], 3,2 1 (0,1 monab) 100 % ruapazu-
Ha W 4 M1 Boabl KUISATAT 3—449 mpu Temmeparype
100 — 105 °C 1o OKOHYaHHUS BBLICICHUS CEPOBOJOPOA.
3arem cmech pa3daBistoT 250 MIT BOJIBI, JOOABISIFOT COJISI-
HYIO KUCJIOTY J0 HEUTPaIbHON PEaKIMH U OCTaBISIOT HA
HOYb. Ocaziok OT(HUIBTPOBBIBAIOT U MEPEKPUCTAIITU30BBI-
BaroT u3 OeHsona (tadm. 1, 2).

O6masi metonuka cuHTe3a 3-apui-6-(2'-meroxcu-
thennn)-7H-[1,2,4] tpuazoo|3,4-b][1,3,4]TMagua3NHOB
(XV — XXII, metoa A). Pacteopsitor 0,22 1 (0,004 Monm)
ruapokcuna kamust B 20 Mn atanona, godasmsitor 0,89 v
(0,004 momnp) I, 3atem 0,004 MoJTb COOTBETCTBYHOIIETO (he-
Haropomuaa. CMech KUIATAT S — 6 4 U OCTaBIAIOT Ha
HOYb. BrImaBmmii ocamok oT¢MIBTPOBEIBAIOT. B cimydae,
KOTJa HEeT 0CajKa, 3TAaHOJI OTTOHSIOT, BEIIECTBO OCaXKIa-
10T Botoi. Ocafiok OT(UIBTPOBBIBAIOT U MEPEKPHCTAILIH-
30BbIBaIOT U3 ranona (XV — XIX), ronyona (XX, XXII),
mumerwicynbdokcuna (AMCO) (XXI) (tabm. 1).

O6mass MeToguka cuHTe3a 3-apuia-6-[2'-3Toxcu(2'-
nponoxcu)penu|-7H-[1,2,4]rpuasono[3,4-b |[1,3,4] Tua-
auazuHoB (XXIII — XL, metox B). Cmecs 0,004 mous 11,
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I, 0,004 Mone cOOTBETCTBYIOMLIETO (heHAUMIOpOMHIA U
20 M1 9TaHONA KUIATAT 6 — 7 4, OONBIIYIO YacTh STaHOJNA
OTTOHSIFOT ¥ J00aBISIOT BOJY, BBIMABIIMA OCaJOK OT-
(OUITBTPOBBIBAIOT U MEPEKPHCTAILTU30BBIBAIOT U3 ATAHOJIA
(XX - XXX, XXXII - XL), IMCO (XXXI), Toryona
(XXXII) (tabm. 1).

4-Amuno-5-(2'-nponokcugenni)-3-penanuarno-4 H-
[1,2,4]Tpuazoa (XIII) momyuen u3 0,22 r (0,004 moib)
ruapokcuaa kanust, 20 mi aranona, 1 r (0,004 monp) 111 n
0,8 r (0,004 momp) henanmnOpomuna mo meroay A. Iepe-
kpuctaumzoBbiBatoT XIII u3 aranona (tabim. 1).

4-AMHHO-5-(2'-nponoxcupenn)-3-(4-xa0ppenanui-
T™0)-4H-[1,2,4]Tpuazoa (XIV) mnonyuen w3 0,221
(0,004 monb) tumpokcuga kamwus, 20 mu dtaHoma, 1T
(0,004 monp) I u 0,93 r (0,004 monb) 4-x10pdeHaru-
Oopomuaa o merony A. IlepexpuctammuzoBsiBatoT XIV u3
staHoja (tabm. 1).

Macc-cnekrp coequnennst XXV, m/z (I, %): 372(10),
370(25) M", 357(34), 356(16), 355(84), 340(8), 338(18),
329(17), 293(16), 257(12), 234(28), 233(18), 222(73),
221(10), 219(40), 216(44), 207(20), 206(20), 194(44),
193(19), 191(13), 184(21), 179(16), 178(13), 163(12),
161(19), 160(43), 154(13), 152(21), 148(26), 147(32),
146(13), 140(39), 139(47), 138(100), 137(16), 135(34),
133(54), 129(20), 121(71), 120(98), 119(15), 112(41),
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Tabnuma 2

Cunexrpsl SMP 'H CHHTE3HMPOBAHHBIX COeIHMHEeHH N

Coennne-
HL;IC Xumuueckue caBuru, Mm.a., J (I'n)
1 3,89 (¢, 3H, OCHjy), 5,26 (yur. ¢, 2H, NH,), 13,66 (1, 1H, SH), npotons! 6en3onbsroro komsua — 7,03 (nun, 1H, J, 7,5, 71, 7,5, J5 1,0,),
7,09 (nn, 1H, J; 8,4, 1, 1,0), 7,40 (an, 1H,J, 7,5, 1, 1,7), 7,49 (num, 1H, J, 8,4,J, 7,5, 15 1,7)
I 1,40 (T, 3H, J 6,9, CHy), 4,17 (x, 2H, J 6,9, OCH,CH3;), 5,20 (1, 2H, NH,), 13,65 (c, 1H, SH), npoToHb! O€H30/15HOTO KOJIbIA —
7,00 - 7,09 (m, 2H), 7,40 (a0, 1H, J, 7,6, J, 1,8), 7,47 (nnn, 1H, J, 8,4,1,7,4,J5 1,8)
11 0,97 (t, 3H,J 7,4, CH3), 1,72 — 1,84 (m, 2H, OCH,CH,CHj;), 4,04 (T, 2H, J 6,7, OCH,CH,CHj;), 5,19 (¢, 2H, NH,), 13,65 (c, 1H, SH),
TIPOTOHBI OeH3ospHOrO Kostbiia — 7,00 — 7,09 (m, 2H), 7,40 (a0, 1H, J, 7,6, J, 1,8), 7,47 (ann, 1H, J, 8,4, ), 7,4, J5 1,8)
XIII 0,96 (1, 3H, J 7,4, CH3), 1,72 — 1,85 (M, 2H, OCH,CH,CH3), 4,06 (1, 2H, J 6,6, OCH,CH,CHs), 4,85 (c, 2H, SCH,), 5,54 (u1, 2H,
NH,), npotons! 6eH30bHBIX Konen — 7,04 — 7,12 (m, 2H), 7,43 — 7,50 (m, 2H), 7,50 — 7,56 (M, 2H), 7,60 — 7,66 (M, 1H), 8,06 — 8,11
(m, 2H).
XIV 1,09 (t, 3H, J 7,4, CHy), 1,78 — 1,90 (M, 2H, OCH,CH,CH3,), 4,05 (t, 2H, J 6,3, OCH,CH,CHj3), 5,00 (¢, 2H, NH,), 5,02 (¢, 2H, SCH,),
MIPOTOHBI OeH30mpHbIX Konenr — 7,00 — 7,10 (m, 2H), 7,44 — 7,51 (m, 1H), 7,51 — 7,56 (m, 2H), 7,83 (nn., 1H, J, 7,7, J, 1,7), 8,06 — 8,11
(m, 2H)
XV 3,76 (c, 3H, OCHj), 4,29 (c, 2H, SCH,), npoTons! 6eH30mbHbIX Konen — 7,05 — 7,12 (m, 2H), 7,41 — 7,54 (m, SH), 7,86 — 7,91 (M, 2H)
XVI 3,76 (¢, 3H, OCH;), 4,29 (c, 2H, SCH,), npotoHs! 6en30ibHbIX KOer — 7,05 — 7,11 (M, 2H), 7,47 — 7,54 (m, 2H), 7,18 (M, 2H), 7,95
(m, 2H)
XVII 3,75 (¢, 3H, OCH3), 4,30 (c, 2H, SCH,), npotoHs! 6eH301bHbIX Koaen — 7,05 — 7,11 (M, 2H), 7,44 (m, 2H), 7,48 — 7,54 (M, 2H), 7,90
(M, 2H)
XVII 3,75 (c, 3H, OCHy), 4,29 (c, 2H, SCH,), npotoHs! 6eH30mbHbIX Koden — 7,05 — 7,11 (M, 2H), 7,47 — 7,54 (m, 2H), 7,59 (M, 2H), 7,82
(m, 2H)
XIX 3,81 (¢, 3H, OCHj3), 4,42 (c, 2H, SCH,), npotoHs! 6eH30nbHbIX KOIen — 7,07 — 7,16 (M, 2H), 7,49 — 7,56 (M, 2H), 7,74 (1, 1H, J 3,0),
8,27 - 8,36 (M, 2H), 8,72 — 8,75 (M, 1H)
XX 1,47 (1, 3H, J 7,0, OCH,CHj;), 3,77 (¢, 3H, OCHj;), 4,18 (xs, 2H, J 7,0, OCH,CH3), 4,25 (¢, 2H, SCH,), npoToHbI O€H30JIbHBIX KOJeL
— 7,06 —7,12 (m, 3H), 7,48 — 7,54 (m, 2H), 7,80 (nn, 1H, J, 8,7, 1, 2,3), 7,91 (n, 1H, J 2,3)
XXI 1,47 (r, 3H, J 7,0, OCH,CHj), 3,78 (¢, 3H, OCH;), 4,28 (x, 2H, J 7,0, OCH,CH3), 4,32 (c, 2H, SCH,), npoToHbI GEH30IbHBIX KOJel| —
7,06 — 7,13 (m, 2H), 7,34 (1, 1H, 1 9,0), 7,49 — 7,55 (m, 2H), 8,10 (uz, 1H, J; 9,0, J, 2,4), 8,37 (n, 1H, J 2,4)
XX 0,99 (r, 3H, J 7,3, CH,CHy), 1,52 (m, 2H, CH,CH3), 1,80 (M, 2H, CH,CH,CHs;), 3,78 (¢, 3H, OCHj;), 4,20 (x8, 2H, J 6,3, OCH,), 4,32
(c, 2H, SCH,), npotonsl 6eH30abHbIX Koten — 7,05 — 7,14 (m, 2H), 7,34 (1, 1H, J 9,0), 7,48 — 7,55 (m, 2H), 8,10 (az, 1H, J; 9,0, J,
2,3), 8,37 (n, 1H, J 2,3)
XXHI 1,13 (r, 3H, ] 7,0, CHy), 3,99 (x8, 2H, J 7,0, CH,CHs), 4,26 (c, 2H, SCH,), npotoHs! 6eH30ibHbIX Koien — 7,03 — 7,10 (m, 2H),
7,41 - 7,52 (m, 4H), 7,55 (an, 1H, J, 7,5, J, 1,7), 7,87 — 7,92 (M, 2H)
XXIV 1,12 (r, 3H,J 7,0, CHy), 3,99 (x, 2H, J 7,0, OCH,), 4,26 (c, 2H, SCH,), npotons! 6eH30ibHbIX Koner — 7,03 — 7,10 (m, 2H),
7,45 -1,55 (m, 2H), 7,18 (m, 2H), 7,97 (M, 2H)
XXV  L12(t, 3H,J 7,0, CHy), 3,99 (x, 2H, J 7,0, OCH,), 4,26 (c, 2H, SCH,), nporons! 6eH30ibHbIX Konew — 7,02 — 7,10 (m, 2H),
7,45 -1,56 (m, 2H), 7,45 (m, 2H), 7,91 (M, 2H)
XXVI 1,12 (t, 3H,J 7,0, CHy), 3,99 (x, 2H, J 7,0, OCH,), 4,26 (c, 2H, SCH,), npotons! 6eH30bHbIX Konel — 7,02 — 7,10 (m, 2H),
7,45 -17,56 (m, 2H), 7,60 (m, 2H), 7,84 (M, 2H)
XXVII 1,15 (t, 3H, J 7,0, OCH,CHj;), 4,04 (x, 2H, J 7,0, OCH,CH3), 4,38 (¢, 2H, SCH,), npotoHs! 6eH30i1bHbIX KOTel — 7,04 — 7,10 (M, 2H),
7,46 — 7,50 (m, 1H), 7,53 (an, 1H, J, 7,8, 1, 1,9), 7,74 (1, 1H, J 8,0), 8,28 — 8,35 (M, 2H), 8,71 — 8,73 (m, 1H)
XXVIII 1,11 (1, 3H,J 6,9, CH;), 2,07 (¢, 3H, CHj), 3,99 (x, 2H, J 6,9, CH,CHs), 4,20 (c, 2H, SCH,), 9,99 (¢, 1H, NH), npoToHbI O€H30/1bHBIX
konery — 7,03 — 7,10 (m, 2H), 7,44 — 7,51 (m, 1H), 7,51 — 7,55 (m, 1H), 7,66 — 7,71 (m, 2H), 7,78 — 7,83 (M, 2H)
XXIX 1,12 (r, 3H,J 6,9, CHy), 3,98 (x, 2H, J 6,9, CH,CHj3), 4,07 (¢, 2H, SCH,), 5,52 (11, 2H, NH,), npoToHbI OEH30JILHBIX KOJIEL| —
6,56 — 6,61 (m, 2H), 7,01 — 7,09 (m, 2H), 7,42 — 7,55 (m, 2H), 7,55 — 7,61 (m, 2H)
XXX 1,14 (t, 3H,J 6,9, CHj3), 1,48 (1, 3H, ] 6,9, CH3), 4,00 (x, 2H, J 6,9, OCH,), 4,18 (x, 2H, ] 6,9, OCH,), 4,21 (¢, 2H, SCH,), npoToHst
GensonpHBIX Konery — 7,03 — 7,11 (m, 2H), 7,45 — 7,56 (M, 2H), 7,09 (n, 1H, J 8,7), 7,81 (an, 1H J, 8,7, J, 2,2), 7,93 (z, 1H, J 2,2)
XXXI 1,16 (t, 3H, J 7,0, OCH,CHs;), 1,47 (1, 3H, OCH,CHj;), 4,02 (x, 2H, J 7,0, OCH,CH3), 4,29 (x, 2H, J 7,0, OCH,CHs), 4,29 (c, 2H,
SCH,), nporons! 6en30mbHbIX Kosten — 7,04 — 7,11 (m, 2H), 7,34 (1, 1H, 1 9,0), 7,45 — 7,56 (m, 2H), 8,12 ((nn, 1H, J, 9,0, J, 2,4), 8,39
(m, 1H,J 2,4)
XXXII 1,00 (r, 3H, J 7,4, CH,CHy), 1,16 (1, 3H, J 7,0, OCH,CHy), 1,46 — 1,59 (M, 2H, CH,CH,CH3), 1,76 — 1,86 (M, 2H, CH,CH,CH,), 4,03
(x, 2H, J 7,0, OCH,CHy), 4,21 (1, 2H, J 6,3, OCH,), 4,29 (c, 2H, SCH,), npotoHs! 6eH30mbHbIX Koaen — 7,04 — 7,11 (M, 2H), 7,34 (n,
1H,J 9,0), 7,46 — 7,56 (m, 2H), 8,12 (a1, 1H, J; 9,0, J, 2,4), 8,39 (1, 1H, J 2,4)
XXXIII 0,78 (1, 3H,J 7,4, CH;), 1,48 — 1,60 (m, 2H, CH,), 3,89 (t, 2H, J 6,6, OCH,), 4,24 (¢, 2H, SCH,), npoToHbl O€H301bHBIX KOJIEL —
7,04 —7,10 (m, 2H), 7,86 — 7,90 (m, 2H), 7,41 — 7,54 (m, 5H)
XXXIV 0,78 (1,3H,J 7,4, CH;), 1,47 — 1,60 (M, 2H, CH,), 3,89 (t, 2H, J 6,6, OCH,), 4,24 (¢, 2H, SCH,), npoToHbI O€H30/IbHBIX KOJIELl —
7,03 -7,10 (m, 2H), 7,44 — 7,54 (m, 2H), 7,14 — 7,22 (m, 2H), 7,92 — 7,99 (m, 2H)
XXXV 0,79 (1, 3H,J 7,4, CH;), 1,48 — 1,60 (M, 2H, CH,), 3,89 (t, 2H, J 6,6, OCH,), 4,26 (¢, 2H, SCH,), npoToHbI 6€H30bHBIX KOJIEL —
7,04 -17,10 (m, 2H), 7,48 — 7,54 (m, 2H), 7,42 — 7,47 (m, 2H), 7,88 — 7,92 (m, 2H)
XXXVI 0,79 (1, 3H,J 7,4, CH;), 1,48 — 1,60 (M, 2H, CH,), 3,89 (1, 2H, J 6,6, OCH,), 4,24 (¢, SCH,), npoTOHBI 6€H30/IbHBIX KOJIEL] —
7,03 -7,10 (m, 2H), 7,45 — 7,53 (m, 2H), 7,57 — 7,62 (m, 2H), 7,80 — 7,85 (M, 2H)
XXXVII 0,81 (1, 3H, J 7,4, CH;), 1,52 — 1,64 (m, 2H, CH,), 3,95 (t, 2H, J 6,6, OCH,), 4,37 (¢, 2H, SCH,), npoToHbI 6€H30IbHBIX KOJIEL —

7,05 7,11 (m, 2H), 7,47 — 7,54 (m, 2H), 7,74 (1, 1H, 1 8,1), 8,29 (mu, 1H, T, 8,1, 1, 1,6, 15 0,9), 8,34 (nax, 1H, J, 8,1, 1, 2,2, J5 0,9),
8,74 (un, 1H, J, 2.2, 7, 1,6)

XXXVIII 0,84 (1, 3H, ] 7,4, CH), 1,47 (1, 3H, 1 7,0, CH,), 1,55 — 1,67 (m, 2H, CH,), 3,96 (1, 2H, J 6,6, OCH,), 4,19 (x, 2H, ] 7,0, OCH,), 4,35

XXXIX

XL

(yur. ¢, 2H, SCH,), nporons! 6eH3onbHbIX Koner, — 7,08 — 7,14 (m, 2H), 7,51 — 7,61 (m, 2H), 7,13 (1, 1H, J 8,8), 7,86 (axn, 1H, J; 8,8, J,
2,3),7,94 (1, 1H, J 2,3)

0,81 (t, 3H, J 7,4, CH;), 1,47 (1, 3H, J 7,0, CH;), 3,92 (1, 2H, J 6,6, OCH,), 4,27 (¢, 2H, SCH,), 4,28 (x, 2H, J 7,0, OCH,), mpoToHbI
OensonbHbIX Kosten — 7,04 — 7,10 (m, 2H), 7,46 — 7,53 (M, 2H), 7,34 (1, 1H, J 9,0), 8,10 (an, 1H, J; 9,0, J, 2,4), 8,37 (1, 1H, J 2,4)

0,81 (t, 3H, J 7,4, CH;), 1,00 (t, 3H, J 7.4, CH;), 1,46 — 1,62 (m, 4H, CH,CH,), 1,76 — 1,85 (M, 2H, CH,), 3,92 (1, 2H, J 6,6, OCH,),
4,21 (1, 2H, J 6,3, OCH,), 4,27 (c, 2H, SCH,), npotoHs! 6eH301bHbIX Koaen — 7,04 — 7,10 (m, 2H), 7,46 — 7,53 (M, 2H), 7,35 (1, 1H, J
8,9), 8,10 (mn, 1H, J, 8,9, J, 2,4), 8,37 (1, 1H, J 2,4)
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Tab6unuma 3

. YETOM KOJIMYECTBA aKTHBHOTO BEILIECTBA B TAOJETKAX Ipe-
AHTHOAKTepHAIbHAS AKTHBHOCTb M3YYE€HHBIX COCHHEHUH y 1 P

mapara (nmpomsBoactBo OAO “bopucoBckuii 3aBox Meu-
IUHCKUX Mpernaparos”’, PecryOnuka bemapyce, . boprcoso).

HHaMCTp 30HBI OTCYTCTBHUSA pOoCTa MHKPOGOB, MM

CoenuHeHHE Staphylococcus Aureus 1 Sh. Flexneri E. Coli I/ICCHeZ[OBaHI/ISI IIOKa3ajn, 4YTO 2-MeTOKCI/ICI)eHI/IJ'IBHBIe
20% 0838 0> npousBoznHbie XV — XXII npossistor cnalbyro aHTHOAK-

XXII 153+0,6 11,010 10,0£0 10,00 TEpPUaIbHYI0 aKTHBHOCTH TOJBKO B OTHOLICHUH TPaMOT-
XX1v 103+£0,6  100+0  10,6+£06 11,3£0,6 pHLATENBHBIX MUKpPOOpranu3MoB (d = 10 — 11 mm). B or-
XXV 100+0  105£05 103£0,6 10,5+05 IMYKE OT HUX, DTOKCH()EHUILHEIE IIPOM3BOAHLIE 0bIana-
XXVI 10,0+0  10,6+06 100+10 10,0+ 10 I0T aHAJIOTMYHON AaKTHBHOCTBIO B OTHOIIEHHH BCEX
XXVIL 100£1.0  103+£06 123+06 11,6£06 UCIIONb30BaHHBIX IITAMMOB MHKPOOPTaHHU3MOB, 3a HC-
XXVIL  146+15  100+0  113+06  10,0+0 kitoueHneM coepuHennit XXIX, XXX, KoTopble OKa3bl-

XXIX 160£10  160£20 1000 106£06  pajor yMepeHHOE ASHCTBHE HA IPAMIIOIOKHTCILHBIE MUK-

XXX 176+15 180+10 13,0+10  10,0+0 pOOBI, TIOIABIIAA UX POCT B 30HE AUAMETPOM 16 — 18 MM
XXXI 10040 100410 136%15 100510 (ra5y 3).

XXXII 10,010 100+1,0 113+06 11,3£06
XXX  22,0+£2,0 23,6+1,5 17010 156+15
XXXIV  186+1,5 180+10 153406 160+1,0
XXXV 200£2,0 196+1,5 160+1,0 163006
XXXVI  17,0+1,0 190+10 156405 160+1,0
XXXVIL  123+0,6  100+0 13,606 11,0£1,0

CpaBHUTENEHO aKTUBHBIMU OKA3alHCh 2-MPOTOKCH(e-
HuwibHble npou3BoaHble XXXITT - XXXVI u XXXVIII,
MOAABIISIONIAE POCT BCEX HCIONB30BAHHBIX MHKpPOOPIa-
HU3MOB B 30HE C auameTpoMm 15—23 MM, omHako mpu
9TOM 3aMeTHO ycTynawoomue ¢dypasonunony (d=

24 —25 mMm).

XXXvil 180+1,0 183+0,6 17,0x1,0 153+0,6 )
XXXIX 133406 120410 125405 12040 Ha ocHOBaHMHM MOTyYEHHBIX DKCIIEPUMEHTAIIBHBIX JaH-
XL 11.0+0 10.0 40 HBIX BBIABIICHA B3aMMOCBA3b MEXIY XHMHYECKOH CTPYK-
Dypasomunon 250+2,0 24.6+15 240+10 240420 TYypoH U aHTHOAKTEpHAILHOH aKTHUBHOCTBIO B DSy

6-(2'-ankoxcudennn)-3-apun-7H-[1,2,4]tpuazono[3,4-b |-
[1,3,4]Tnagna3mHOB.
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SYNTHESIS AND ANTIBACTERIAL ACTIVITY
OF 3,6-DIARYL-7H-[1,2,4]TRIAZOLO[3,4-b][1,3,4]THIADIAZINES

M. A. Iradyan’, N. S. Iradyan’, N. S. Minasyan?, R. V. Paronikyan', and G. M. Stepanyan’
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A series of 3,6-diaryl-7H-[1,2,4]triazolo[3,4-b ][1,3,4]thiadiazines containing 2-alkoxyphenyl in position 6 and substituted phenyl radicals in position 3 have
been synthesized by the interaction of 4-amino-5-(2-alkoxyphenyl)-4H-[1,2,4]-triazole-3-thioles with substituted fenacylbromides in the presence of potassi-
um hydroxide or by ingenuous interaction of thiols with fenacylbromides. A relationship between the chemical structure and antibacterial activity of the obta-
ined 6-(2'-alkoxyphenyl)-3-aryl-7H-[1,2,4]triazolo[3,4-b][ 1,3,4]thiadiazines has been established on the basis of biological test results.

Keywords: triazolothiadiazines; synthesis; antibacterial activity.
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