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Bsaumoneiictue N',N3,2-Tprapuin-6-ruapokcn-6-MeTHI-4-0KCONHKIOreKcaH- 1,3- TukapOoKkcaMUI0B ¢ TH-
JIpa3sugaMH KHCIOT U THOCEMHKapOa3uaIoM IMPHUBENIO K 00pa30BaHUIO HOBBIX NMPOM3BOIHBIX THAPA30HOB U
1,2,4-Tpua3on-3-TrHoHa cOOTBeTCTBEHHO. CTPYKTypa MOTYYCHHBIX COSIMHEHNH YCTaHOBIEeHA ¢ moMornisio MK
u AMP 'H cniekrpockonuu. MccienoBana aHTUMUKPOOHAs aKTHBHOCTh HEKOTOPHIX MOMyYEHHBIX COEMHEHHIA.
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CHHTe3 W YyCTaHOBJIEHHE TIPaKTHUYECKOW IIeH-
HOCTH THAPA30HOB AaKTyalbHBI, TaK Kak (parMeHT
T'HJ[pa30Ha TPUCYTCTBYET B CTPYKType psiia OHOJIO-
TMYECKU aKTUBHBIX coeauHeHwil [1], oOmamarommx
AHTUMUKPOOHOH [2—5], MPOTUBOBOCIIATUTEIILHOH [6],
aHaAJIbreTH4YecKoi [7], aHTUIPOTO301HOM [8], mpoTH-
BOTyOepkyne3noit [9], mporuBocymopokuoii [10] u
KapAnompoTeKTopHOU akTHBHOCTHIO [11]. KomOuna-
LS PA3IMYHBIX (PYHKIMOHAIBHBIX I'PYII B IHIPA30-
HaX MPUBOIUT K OOJIBIIOMY KOJIMYECTBY COCIMHEHUH
C YHUKaQJIbHBIMHU (PU3HUECKUMU U XUMUUECKUMH CBOII-
crBaMu. HekoTopble 13 HUX MOT'YT IPUMEHSATHCS B Jie-
YeHUH 3a00JICBaHUN IEHTPATLHOW HEPBHOW CHCTEMBI
[12], a Takke B MOJEKYJISIPHO-TAPreTHOM Tepanuu
MEIUKaMEHTO3HOro yedeHust paka [13, 14]. Crpyk-
TYPHbIEC aHAJIOTH TMAPA30HOB MOKA3aJIM XOPOILIHE pe-
3yJBTaThl IPH HUCCIICIOBAHUM MX B KadyeCTBE MPOMO-
TOpPOB pocTa pacteHuit Buna Nicotiana tabacum L. n
Arabidopsis thaliana [15].

O®parment 1,2,4-Tpuaszona-3-TUOHAa BCTpeEYaETCs
B CTPYKTYpEe MHOTHX NPHUPOAHBIX U OHOIOTHYECKH
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aKTHBHBIX coequHeHui [16, 17], Hampumep, B Ou-
MUKIMYECKUX aHKCHOIUTHYECKHUX JIEKAPCTBEHHBIX
CpeAcTBax — d3cTazoname, anmpasoiame (cxema 1),
B TPUIITAHOBOM Tipemapare aronucta 5-HT1 (pu3a-
TPHIITAHE) U B aHTUMUKPOOHBIX ITperaparax Ha OCHO-
BE CHHpONUNIEpUIUHII-1,2,4-TpHa3zonuanH-3-THOHA
[18-22]. Jlnst cuHTe3a oONamarolux aHTUMHKPOO-
HOM aKTUBHOCTBIO TFE€TEPOLMKINYECKUX COETUHEHUI
¢ ¢parmentoM 1,2.4-Tpuazona-3-THOHA UCTIONB3YIOT
PeaKINIo KETOHOB ¢ THOCeMuKapoazuaom [23-27].

Taxum obpaszom, cMHTE3 COeaUHEHUH ¢ (pparMeH-
TaMU THApa3oHOB U 1,2,4-Tpuaszona-3-THOHA MeEp-
CIIEKTUBEH MPHU TOTYYSHUN OMOIOTHYECKN aKTUBHBIX
COCIMHEHHH U AJIS CO3/IaHMS Ha MX OCHOBE HOBBIX Jie-
KapCTBEHHBIX IPEnapaToB.

Ha cxeme 1 mpuBemeHB IpUMEphl OMOIOTHIECCKA
aKTUBHBIX THAPA30HOB M INpousBoaHoro 1,2.4-tpua-
3051-3-THOHA, obnanatonte aHTUMHUKpoOHOo# (1) [4],
aHTHIIpoTo3oiHoM (2) [8], anTumukpooHo# (3) [21],
MIPOTUBOBOCIIATTUTEIILHON aKTUBHOCTHIO (4) [6]. ['u-
npa3oH 5 uHrHOHpyer depmeHT (ochomurcrepasy
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Cxema 1.
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10A, OTBETCTBEHHBIN 3a HEBPOJIOTHUYECKUE U MCUXO-
JIOTHYECKHe paccTpoiicTpa (tmm3odpenns) [14].

Panee Hamu ObITH MTOTy4YeHBI HOBBIE IPOU3BOHBIE
OKCOUUMKJIOreKkcaH-1,3-mukapOookcaMuioB KOHAEHCa-
LUel aMUI0B alleTOYKCYCHOM KUCIJIOTHI C apoMaTHye-
CKUMHM aJlbIerMJaMH B IPUCYTCTBUM OCHOBHOIO Ka-
TaNM3aTopa MUIEPUINHA B 3TAHOJIE NPU KOMHATHOM
temneparype [28—31]. bbutn u3y4eHsl peaxiuu momiy-
YeHHBIX coepnHeHnid ¢ N-Hykieodminamu [29] u ux
okucnenue no baitepy—Bumnurepy [33].

B nponomkenne n3ydeHnss CBOHCTB IPOU3BOTHBIX
LIUKIIOTeKcaHoHa [28—34] u ¢ 1eibio MOoIy4eHus: Ho-
BbIX COEIMHEHMM, O0ONafarolux IOTEHIUAILHOM
OHOJIOrMYECKON aKTUBHOCTBIO, MBI UCCIIC/IOBAIA B3a-
umozeiicteue  N'N3 2-Tpuapui-6-ruapokcu-6-me-
THI-4-0KCONUKIIOTeKcaH-1,3-1ukapOoKkcaMu10B
C TUApa3uJaMH KHCIOT M C THOCEMHUKapOa3uioM.
bpun monmy4yeHpl HOBBIE MPOW3BOIHBIE THIPA30HOB
u 1,2,4-tpuazona-3-TuoHa COOTBETCTBEHHO. B3anmo-
JIEHCTBHE DKBUMOJISIPHBIX KOJTHYECTB 4-OKCOIMKIIO-
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rekcas-1,3-mukapOoKkcaMuI0B 6a—M ¢ THIpa3HIaMu
CaITUITUIIOBOH, M30HUKOTHHOBOU W 71-TONYOJICYIb(}O-
HOBOU KHUCJIOT TMPU KHUIBSTYCHUU B dTAHOJE MPOTEKACT
1Mo KapOOHWJILHOW TPYyIIE aJUIUKIA ¢ 00pa30BaHH-
€M COOTBETCTBYIOIIUX TUAPa30HOB 7a-T, 8a, 0, 9a—e
(cxema 2).

I'mopazonnas ¢opma coemmHeHWH 7-9 mOA-
TBEpXKAACTCS MPUCYTCTBUEM B crnekrpax AMP nan-
HBIX COCJIMHEHUN B3aUMOJAECUCTBUS IPOTOHA IIPHU
arome C* muxna (3.65-4.42 M. 1.) ¢ IIPOTOHOM HpH
arome C? mnukia (3.12-4.04 m. n.). Cursan mpoToHa
rpyrmbsl NH, He cBS3aHHOH ¢ OSH30JIBHBIM IIUKIIOM,
TaKKe JTOKa3bIBaeT INMPENIOKEHHYIO CTPYKTypy. Be-
JIMYAHBl XUMAYECKUX CABUIOB CHHIJIETOB IPOTOHOB
JnByx rpynn NH apunaMuaHbIX 3aMECTUTENIEH CIBU-
HYTBI B 00J1acTh O0JIee CHIILHOTO MOJISI [0 CPAaBHEHUIO
C XMMHUYECKUMH CJBHIaMH MCXOIHBIX COEAMHEHUH
6a—m [28-30].

OO6pazoBanme THAPA30HON (HOPMBI B COCTHHEHUSIX
7-9 MOXHO OOBSCHUTH €€ CTaOMIN3aIueil 3a cueT Me-

J)KYPHAJI OBLIEM XUMMU tom 92 Ne2 2022
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Cxema 2.
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R!= H, R2= 4-BrC4H,, R3= OH, X = CH (6a, 7a); R! = Me, R2= 4-CIC¢H,, R*= OH, X = CH (66, 76); R' = Me, R2 = riupu-
nue-3-u11, R3= OH, X = CH (6B, 78); R' = C], R?= 4-Me,NC¢H,, R3=OH, X =CH (6r, 7r); R'=H, R?>= 3,4-(MeO),C¢Hs,
R3=H, X = N (61, 8a); R = MeO, R2 = 4-MeC¢H,, R*= H, X = N (6e, 86); R' = H, R2= Ph (62, 9a), 4-Me,NC,H, (63, 96),
4-Et,;NCH, (61, 98); R' = MeO, R2= Ph (6K, 9r), 4-i-PrCgH, (61, 911), 4-Me,NCgH, (6m, 9e); R! = H, R2 = 4-EtOC,H, (61,
10a); R! = MeO, R? = tuen-2-un (60, 106), mupuaun-3-un (6m, 108); R' = Cl, R?= 4-Me,NC¢H, (6r, 10r).

JKMOJIEKYJISIPHBIX BOLOPOAHBIX CBsi3el. [eTeponukin-
3anus, I0-BUANMOMY, HE IPOTEKAET U3-3a HU3KOU Hy-
KJI€O(UIBHOCTH aTOMOB a30Ta B I'MJpa3uIaxX KUCIOT.

IIpu B3auMoOAEMCTBUM TTPOU3BOHBIX ITUKIIOTEKCA-
HOHa 61, H—11 C THOCEMUKapOa3nI0M B SKBUMOJIIPHOM
COOTHOLICHUH B AHAJOTHYHBIX YCJIOBHMSAX IIOJyYe-
el N® N8 7-tpuapun-9-runpokcu-9-meTun-3-tuok-
co-1,2,4-tpuazacriupo[4.5]nexan-6,8-auKapOokcaMu-
el 10a-T.

JKYPHAJI OBLLENA XMMMU Ttom 92 Ne2 2022

OtcyrctBue B MK cnekrpax coennnenuit 10a—r
BaJIGHTHBIX KoneOaHMi conpspkeHHOH rpynmsl CO
anuuukia, csisu C=C u npUCyTCTBHUE MOJIOC BaJIEHT-
HbIX KkosieOanuii Qparmenta N(C=S)N npu 1336-
1360 cm~!, C=S mpu 1592-1600 cm~!, a Taxxke HaIu-
yye curHanoB npotoHos rpynn NH mpu atomax C! u
C? (8.05-8.54 m. 11.), C* (10.33-10.46 M. 1.) ¥ cUrHa-
na npotoHa 1pu atome C® (3.54-4.46 M. 1.), pe3oHu-
pytomiero ¢ nporonoM npu atrome C’ (3.67-4.00 m. 11.),
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Tadnanua 1. AHTIMHKpPOOHAsI aKTUBHOCTE coeinHeHwmi 70, 80, 9B, 10a, 10B

MIIK, MKr/Mi

Coenunenue Escherichia coli ATCC 6538-P Staphylococzcggzazureus ATCC Candzdagc;lé)_zggzgs NCTC

76 1000 1000 1000

80 1000 1000 1000

98 >1000 >1000 1000

10a 500 500 1000

108 500 500 1000
Dypannnux 250 125 -
Jnoxcuaux 62.5-1000 3.9-62.5 -
@DryKkoHa3071 - - 8-31

B criektpax SIMP 'H noarsepkaroT npejioxkeHHy0
CTPYKTYpy crmpocoenuueHnit 10a—r u UCKITIOYAr0T
BO3MOXKHBIE aJIbTEPHATHUBHBIC €HAMUHHYIO M HMHH-
HYIO CTPYKTyphl. [Ipu cpaBHEHHH CIIEKTpaIbHBIX Xa-
paKkTepUCcTUK cnupocoenuHeHuit 10a—r ¢ UCXOTHBIMU
LUKJIOTECAaHOHAMU 6T, H—11 00HAPYKEHO, YTO BEITUYU-
Ha XUMHUYECKOTO C/IBUTA Ty0sieTa POTOHA IIPH aToMe
C® mkna B criekTpax coeauHenuii 10a—r cmenieHa
B oOmacte Oonee cuipHOrO mois (2.78-3.12 m. 1.,
J 11.4-12.0 T') [29, 30].

Coenunenus 20, 30, 4B, 5a, B uccieqoBanbl Ha
MPOSIBIICHHE AHTUMHUKPOOHOM aKTUBHOCTH K IITAMMaM
rpamoTpunarensusix (Escherichia coli ATCC 25922)
U TPaMIOJIOKUTEIbHBIX Oaktepuit Staphylococcus
aureus ATCC 6538-P, au3mmx rpuboB pona Candida —
Candida albicans NCTC 885-653. Bwuin ycraHOoB-
JIEHBl MHUHHMMAaJIbHBIC TOJABISIONINE KOHIEHTPAIMU
(MIIK), xotopsie Bapbupytotrcs ot 500 mo 1000 Mxr/
I (Tabm. 1).

Takum 00pa3zoM, B3aMMOJICHCTBHEM 3aMEIIEHHBIX
6-TUAPOKCU-6-MeTUII-4-0KCOLUKIIOTeKCcaH- 1,3 -mukap-
OOKCaMHJIOB € THIPA3UIaMHU KUCIOT U THOCEMHKAP-
0a3uI0M MIOJTY4YCHBI HOBBIC POU3BOHBIC THIPA30HOB
u 1,2,4-tpuazon-3-TuoHa.

OKCIIEPUMEHTAJIBHA S YACTb

UK choexktpsl 3aperncTpupoBaHbl Ha MpuOO-
pe Specord M-80 B Ttabmerkax KBr. Cnekrpsr SIMP
"H nomyuens Ha cnekrpomerpax Bruker DRX 500
(500 MI't) u Bruker AVANCE III HD 400 (400 MI'm)
B /IMCO-d,), BHyTpeHHHUI CTaHAApPT — TETPaMETHII-

cuJIaH. Macc-CIeKTPhl CHATHI Ha CIIEKTPOMETPE YITb-
Tpa-BOXXX-MC (komonka Waters Acquity UPLC
BEH C18 1.7 MkM, oABYKHBIC (ha3bl — AllETOHUTPHI
1 BOJIa, CKOPOCTh IoTOKa — 0.6 Mi1/mMuH, metekrop ESI
MS Xevo TQD). DnemeHTHBIA aHaNU3 BBHIIOJIHEH HA
anemeHTHOM aHaiuzarope Euro EA3028-HT s ox-
HoBpeMeHHoro onpenenenus C, H, N. Temnepatypst
TUTaBIIEHUS OTpeneseHsl Ha mpubope Melting Point
M-565.

N!,N3 2-Tpuapun-6-rugpokcu-6-meTui-4-okco-
LUKJIOTeKcaH-1,3-mukapOokcamMuIpl 6a—m Tomyvanu
10 M3BECTHBIM MeTomukaMm [28—30].

O0masi Meroguka cuHTe3a coegfuHenuii 7-10.
Cmecr 0.005 w™omp  N,N',2-Tpuapmi-6-Tuapok-
CcH-0-MeTHI-4-0KCOIUKIOTreKcan-1,3-nukapOokca-
vuga u 0.005 moms ruapasuaa camuImioBoi (7a—r),
W30HUKOTHHOBO (8a, 1), 77-T0oIyoIcynbp)OHOBOM KHC-
noTel (9a—e) niu Tnocemukap6asuaa (10a—r) B 25 mn
STUIIOBOTO CHHPTAa KUIATHIN 2.5 4, 3aTeM OXJIaXIa-
sii. Beinagiime KpucTamibl OTQUILTPOBBIBATIM U KPH-
CTAJUTU30BAIM U3 ITUIIOBOTO CITUPTA.

2-(4-bpompennn)-6-rugpokcu-4-[2-(2-ruagpox-
CI/I(l)eHI/IJI)FI/IIlpa3HHHJII/IIleH]-6-METI/IJI-N1,N3-)1H-
(pennnuukiiorekcan-1,3-1ukapooxkcamMmun (7a).
Brixon 56%, 1. mn. 200-201°C. Cnekrp AMP 'H
(400 MI'y, AMCO-dy), 8, M. 1.: 1.33 ¢ (3H, Me), 2.35
1 (1H, C’HAHB, J 14.0 T'w), 3.01 a1 (1H, C’HAHB,
J14.0 Tw), 3.31 1 (1H, C'H, J 12.0 '), 3.75 x (1H,
C3H, J 12.0 T), 3.88 T (1H, C?H, J 12.0 I'r), 4.94 ¢
(1H, OH), 6.77-7.87 m (18H, 2C¢Hs, 2C4H,), 9.55 ¢
(1H, C'CONH), 9.66 ¢ (1H, C3CONH), 11.21 ym. ¢

J)KYPHAJI OBLIEM XUMMU tom 92 Ne2 2022
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(2H, 2-HOC4H,CONH). Haiineno, %: C 63.34; H
4.87; N 8.81. C;3H;;BrN,O,. Brruaucneno, %: C
63.16; H 4.98; N 8.93.

6-T'uppokcu-4-[2-(2-ruagporcupeHnJ)ru-
upa3nﬂn.ﬂl/meﬂ]-6-MeTnJ1-N1,N3-Im(2-MeTI/IJ1-
pennn)-2-(4-xaoppenna)uukaorexkcan-1,3-gu-
kap6okcamua (76). Beixox 32%, 1. 1. 245-247°C.
Cnektp SIMP 'H (500 MI'n, AMCO-d), 8, M. 1.: 1.40
¢ (3H, CHj;), 1.80 ¢ (6H, (2-MeC4H,),), 2.05 n (1H,
C°HAHB, J 14.0 T'n), 2.48 n (1H, C’HAHE, J 14.0
I'm), 3.10 1 (1H, C'H, J 12.0 T'y), 3.70 T (1H, C*H J
12.0T1), 3.90 1 (1H, C*H,J12.0 1), 5.10 ¢ (1H, OH),
6.88-7.30 m (16H, 4C,H,), 7.86 ¢ (1H, C!CONH),
9.18 ¢ (1H, C?*CONH), 11.15 ¢ (1H, C*=NNHCO),
11.70 ¢ (1H, 2-HOC¢H,). Haiineno, %: C 67.62; H
5.50; N 8.75. C3¢H35CIN,Os. Bprumcneno, %: C
67.65; H 5.52; N 8.77.

6-T'uappokcu-4-[2-(2-ruaporcueHns)ru-
aApasuHuangeH]-6-meTna-N!, N3-qu(2-mern-
hennn)-2-(nupuanH-3-uia)uuKiaorekcan-1,3-gu-
kapOoxcamuj (7B). Boixon 51%, 1. mn. 234-235°C.
Cnektp SIMP 'H (400 MI'u, JIMCO-d,), 8, M. n.:
1.41 ¢ (3H, Me), 1.81 ¢ (3H, 2-MeC¢H,), 1.82 ¢
(3H, 2-MeC¢H,), 2.36 n (1H, C’HAHE, J 14.0 I'n),
2.99 n (1H, C’HAHB, J 14.0 T'n), 3.18 1 (1H, C'H,
J 12.0), 3.90 n (1H, C°H, J 12.0), 3.95 T (1H, C°H,
J 12.0), 5.11 ¢ (1H, OH), 6.76-8.43 m (16H, 3CH,,
Py), 9.06 ¢ (1H, C'CONH), 9.23 ¢ (1H, C3CONH),
11.12 ¢ (1H, 2-HOC¢H,CONH), 11.60 ym. c¢ (1H,
2-OHCH,CONH). Haiineno, %: C 70.86; H 6.00; N
12.24. C34,H;5N5O,. Boraucineno, %: C 70.69; H 6.11;
N 12.12.

6-T'uppokcu-4-[2-(2-ruaporcueHn)ru-
Apa3vuHUIUAeH]-6-MeTUJa-2-(4-TUMeTHIAMHU-
Hodenna)-N,N3-1u(2-xmo0ppenna)unkaorex-
can-1,3-nukapooxcamup (7r). Beixon 53%, 1. m.
203-204°C. Cnekrp AMP 'H (400 MTI', IMCO-dy),
5, M. 1.: 1.37 ¢ (3H, Me), 2.47 n (1H, C’HAHB, J
14.0 T'm), 2.93 ¢ [6H, 4-(Me),NCH,], 3.04 n (1H,
CSHAHB, J 14.0 Tn), 3.69 1 (1H, C'H, J 12.0), 3.85
T (1H, C?H, J 12.0), 4.09 1 (1H, C*H, J 12.0), 5.49
c (IH, OH), 6.46-7.87 m (16H, 4C¢H,), 9.39 ¢ (1H,
C'CONH), 9.41 ¢ (1H, C’CONH), 11.21 ym. ¢ (2H,
2-OHC¢H,CONH). Haiineno, %: C 63.87; H 5.41; N
10.43. C55H;5C1,N50,. Beraucaeno, %: C 63.64; H
5.34; N 10.60.

JKYPHAJI OBLLENA XMMMU Ttom 92 Ne2 2022

6-I'mapoxcn-4-(2-N30HUKOTHHOUJITHAPA3HU-
HUJIUJAeH)-6-MeTna-2-(3,4-1umMmeToxkcudeHuI-
Nl,N3-I[I/I(l)eHI/IJIIII/IKJIOFeKcaH-1,3-I[I/IKap60KcaMI/IIl
(8a). Boeixon 30%, 1. m. 231-232°C. Cnekrp AMP
'H (500 MI'u, IMCO-d), 8, m. 1.: 1.30 ¢ (3H, Me),
2.48 1 (1H, C°’HAHB, J 14.0 '), 2.93 n (1H, C’HAHE,
J 14.0 Tu), 3.10 o (1H, C'H, J 12.0), 3.58 ¢ (3H,
2-MeOC¢Hs), 3.60 ¢ (3H, 2-MeOC¢H;), 3.90 T (1H,
C°H, J 12.0), 4.42 n (1H, C°H, J 12.0), 4.88 ym. ¢ (1H,
OH), 6.70-7.50 m (17H, 2C¢Hs, CcH;, Py), 9.48 ¢ (1H,
C'CONH), 9.67 ¢ (1H, C3’CONH), 10.80 ¢ (1H, NH).
Haiineno, %: C 67.60; H 5.66; N 11.23. C55H;35N5O.
Breruuciaeno, %: C 67.62; H 5.67; N 11.27.

6-I'mnpokcn-4-(2-U30HMKOTHHOMJITH/APA-
3UHUJIHUAEH)-6-MeTHI-2-(4-MeTHadeHNT)-
NI N3-au(2-meTokendenna)uukaorexcan-1,3-u-
kapookcamuyj (80). Beixog 30%, T. . 231-232°C.
Cnexrp IMP 'H (500 MI'n, JIMCO-dy), 8, M. u.:
1.31 ¢ (3H, Me), 2.13 ¢ (3H, 4-MeC¢H,), 2.35 o (1H,
C°HAHB, J 14.0 T), 2.84 n (1H, C°’HAHB, J 14.0 I'ny),
3.12(1H, C'H, J 12.0), 3.69 ¢ (3H, 2-MeOC¢H,), 3.75
¢ (3H, 2-MeOCH,), 4.00 T (1H, C?H, J 12.0), 4.31
1 (1H, C3H, J 12.0), 5.51 ym. ¢ (1H, OH), 6.70-7.11
M (16H, 3C¢H,, Py), 8.73 ¢ (1H, C'CONH), 9.12 ¢
(1H, C?*CONH), 10.78 ¢ (1H, NH). Haiineno, %: C
68.00; H 5.85; N 11.00. C34H;37N5O¢. Berancaeno, %o:
C68.02; H 5.87; N 11.02.

6-I'mapoxcu-6-meTni-4-(2-To3uJAruApasuHUIN-
nen)-NL,N3.2-Tpudennanuknorexcan-1,3-qukap-
ooxcamua (9a). Beixon 60%, T. . 235-236°C. UK
cnekrp (KBr), v, em!: 3400 (OH), 3342 (CONHA),
3200 (NH), 1668 (CONHAr), 1552 (NH, C=N), 1344,
1168 (SO,), 904 (S-N). Cnexrp SIMP 'H (400 MI'n,
IMCO-dy), 8, m. ao.: 1.30 ¢ (3H, Me), 2.18 ¢ (3H,
4-MeC¢H,S0O,), 2.49 n (1H, C’HAHB, J 14.0 Tn),
2.81 a1 (1H, C’HAHB, J 14.0 T'w), 3.18 n (1H, C'H, J
12.0 Tw), 3.86 n (1H, C°H, J 12.0 '), 3.97 T (1H,
C?H, J 12.0 T'y), 5.03 ¢ (1H, OH), 6.90-7.44 m (19H,
3C¢Hs, C¢Hy), 9.38 ¢ (1H, C'CONH), 9.56 ¢ (1H,
C3CONH), 10.12 ¢ (1H, C*NNHSO,). Haiineno, %:
C 66.62; H 5.68; N 9.08. C34H;34,N,4O5S. Brrancneno,
%: C 66.87; H5.61; N 9.17.

6-T'mapokcu-6-meTni-2-(4-1uMeTUIAMHUHO-
dennn)-4-(2-rosuaruapasunuiauaen)-N1,N3-u-
(ennnuukiorexkcan-1,3-1ukapooxkcamMmun (90).
Beixon 54%, T. . 213-214°C. UK cnektp (KBr), v,
cm!: 3440 (OH), 3344 (CONHAr), 3200 (NH), 1672
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(CONHAr), 1552 (NH, C=N), 1344, 1168 (S0O,), 968
(S-N). Cnekrp SIMP 'H (400 MI'ut, JIMCO-dy), 8, M. 1.:
1.27 ¢ (3H, Me), 2.18 ¢ (3H, 4-CH;C4H,SO,), 2.48 1
(1H, C’H*HB, J 14.0 T'n), 2.72 ¢ (6H, 4-Me,NC¢H,),
2.90 1 (1H, C’HAHB, J 14.0 I'n), 3.11 n (1H, C'H, J
12.0 T'm), 3.65 a1 (1H, C*H, J 12.0 '), 3.78 T (1H,
C?H, J 12.0 T'w), 4.80 ¢ (1H, OH), 6.37-7.39 m (18H,
2CHs, 2C¢H,), 9.31 ¢ (1H, C'CONH), 9.42 ¢ (1H,
C3CONH), 9.50 ¢ (1H, C*NNHSO,). Haiineno, %: C
66.38; H 5.94; N 10.60. C;4H;9N5O5S. Boruncneno,
%: C 66.14; H6.01; N 10.71.

6-I'mapoxcu-6-mMeTnI-4-(2-TO3MITHAPASHHU-
JIH)leH)-N1,N3-)1n(])eHuﬂ-Z-(4-11n3Tn.11aMnHoq)e-
HuJ)uukiaorexkcan-1,3-muxkapooxkcamun (98). Bri-
xon 64%, 1. . 207-208°C. UK cnexrp (KBr), v,
cm ' 3400 (OH), 3344 (CONHAr), 3232 (NH), 1668
(CONHAr), 1552 (NH, C=N), 1380, 1168 (SO,),
912 (S-N). Cnextp SIMP 'H (400 MI'u, JIMCO-dy),
o, M. 1.: 0.92 1 [6H, 4-(CH;CH,),NC¢H,, J 7.0 '],
1.16 ¢ (3H, Me), 1.92 n (ﬁi, C3HAHB, J 14.0 T'),
2.18 ¢ (3H, 4-MeC¢H,S0O,), 2.74 1 (1H, C°’HAHB, J
14.0 T'm), 3.12 x (1H, C'H, J 12.0 T'm), 3.13 k [4H,
4-(CH;CH,),NC¢Hy,, J 7.0 Tu], 3.41 n (1H, C3H, J
12.0 I'm), 3.74 t (1H, C?H, J 12.0 T'wr), 4.80 ¢ (1H,
OH), 6.39-7.44 m (18H, 2C¢H;, 2C¢Hy), 9.25 ¢ (1H,
C'CONH), 9.41 ¢ (1H, C3CONH), 10.02 ¢ (1H,
C*NNHSO,). Haiineno, %: C 67.11; H 6.27; N 10.41.
C3gH43N5O5S. Boruncneno, %: C 66.94; H 6.36; N
10.27.

6-I'mapokcu-6-meTua-N,N3-qu(2-merokcude-
HUT)-4-(2-TO3UIATUAPAZMHUINAEH)-2-(PeHnInu-
kjaorexcan-1,3-guxkapooxkcamun (9r). Boixon 54%,
T. 1. 227-228°C. UK cnektp (KBr), v, em!: 3450
(OH), 3352 (CONHAr), 3240 (NH), 1672 (CONHA),
1540 (NH, C=N), 1336, 1168 (SO,), 904 (S-N).
Cnexrp SIMP 'H (400 MI'u, IMCO-dy), 8, m. 1.: 1.28
¢ (3H, Me), 2.19 ¢ (3H, 4-MeCcH,;S0,), 2.47 n (1H,
C3HAHB, J 14.0 Tn), 2.85 1 (1H, C’HAHB, J 14.0 T'n),
3.10 1 (1H, C'H,J 12.0 T'w), 3.67 ¢ (3H, 2-MeOQC¢H,),
3.77 ¢ (3H, 2-MeOCH,), 3.86 1 (1H, C*H, J 12.0 '),
4.04 T (1H, C?H, J 12.0 I'm), 5.32 ¢ (1H, OH), 6.59-
8.25 m (17H, 3C¢H,, C¢Hs), 8.46 ¢ (1H, C!CONH),
9.12 ¢ (1H, C3’CONH), 9.99 ¢ (1H, C*NNHSO,). Haii-
neHo, %: C 64.69; H 5.62; N 8.24. C;4H;3N,O-S. BoI-
qucieno, %: C 64.46; H5.71; N 8.35.

6-T'uapoxcu-2-(4-uzonponuadeHun)-6-me-
ta-N',N3-q1u(2-merokcudennna)-4-(2-To3u1ru-
JApa3suHWINAEH)IUKI0orekcan-1,3-nukapooxkcamMmu

(91). Beixon 58%, 1. mn. 234-235°C. UK cnektp
(KBr), v, em!: 3460 (OH), 3360 (CONHATr), 3254
(NH), 1660 (CONHAr), 1555 (NH, C=N), 1330,
1168 (SO,), 910 (S-N). Cnexrp SIMP 'H (400 MI'n,
IMCO-dy), 8, m. 1.: 1.08 1 (6H, 4-Me,CHC(H,, J 7.0),
1.26 ¢ (3H, Me), 2.18 ¢ (3H, 4-MeC¢H,S0,), 2.47
(1H, C°’HAHB, J 14.0 T'), 2.63 M (1H, 4-Me,CHC¢H,,
J7.0Tw),2.73 a1 (1H, C’HAHB, J14.0 T'n), 3.10 1 (1H,
C'H, J 12.0 Tm), 3.51 t (1H, C?H, J 12.0 T'ny), 3.66
¢ (3H, 2-MeOC4H,), 3.75 ¢ (3H, 2-MeOC¢H,), 4.21
1 (1H, C*H, J 12.0 T'n), 5.24 ¢ (1H, OH), 6.58-8.16
M (16H, 4C¢H,), 8.48 ¢ (1H, C'CONH), 9.04 c (1H,
C3CONH), 10.01 ¢ (1H, C*NNHSO,). Haiineno, %: C
70.49; H 6.58; N 5.26. C3,H34N,O4. Beraucneno, %:
C 70.57; H 6.66; N 5.14.

6-I'mapokcu-6-meTna-2-(4-numMmeTuaaMuHo de-
H1)-NLN3-qu(2-metokendenni)-4-(2-To3uaru-
Apa3suHWINAEH)IUKIorekcan-1,3-1ukapooxkcamMmus
(9e). Boixon 48%, T. mi. 241-242°C. UK cnekrp
(KBr), v, em!: 3400 (OH), 3380 (CONHATr), 3304
(NH), 1664 (CONHAr), 1552 (NH, C=N), 1312,
1168 (SO,), 912 (S-N). Cnekrp SIMP 'H (400 MI'n,
AMCO-dy), 8, m. a.: 1.25 ¢ (3H, Me), 2.17 ¢ (3H,
4-MeC¢H,S0,), 2.47 n (1H, C’HAHB, J 14.0 T'n), 2.73
¢ (6H, 4-Me,NC¢H,), 2.84 n (1H, C’HAHB, J 14.0 T'),
3.27 n(1H, C'H,J 12.0 Tw), 3.78 ¢ (3H, 2-MeOC¢H,),
3.94 ¢ (3H, 2-MeOC(H,), 3.95 n (IH, CH, J
12.0T'1), 4.00 T (1H, C?H, J12.0T), 5.32 ¢ (1H, OH),
6.35-8.28 m (16H, 4C¢H,), 8.40 ¢ (1H, C'CONH),
9.07 ¢ (1H, C3CONH), 9.97 ¢ (1H, C*NNHSO,). Haii-
neHo, %: C 63.73; H 6.14; N 9.92. C;3H43N504S. BoI-
gucieno, %: C 63.94; H 6.07; N 9.81.

9-I'uapokcu-9-merna-3-tuokco-N®,N8-nude-
HWJI-7-(4-3TOKCUpernn)-1,2,4-Tpuazacnupo|4.5]-
nexan-6,8-mukapooxcamun (10a). Beixon 79%, 1. .
180-181°C. UK cnekrp (KBr), v, cm': 3460 (OH),
3360, 3240, 3200, 3080 (NH), 1664 (CONHAr), 1600
(C=S), 1376 (N-CS-N). Cnekrp SIMP 'H (400 MTI'n,
JIMCO-dy), 6, m. 1.: 1.19 T (3H, 4-MeCH,0OC¢H,, J
7.0 Tu), 1.28 ¢ (3H, CH;), 2.14 1 (1H, C'°HAHB, J
14.6 Tu), 2.89 n (1H, C¥H, J12.0 T'm), 3.28 1 (1H,
C'°HAHB, J 14.6 Tu), 3.55 1 (1H, C°H, J 12.0 T'n),
3.89 k (2H, 4-MeCH,0C¢H,, J 7.0 I'm), 3.91 1 (1H,
C’H, J 12.0 T'), 4.87 ¢ (1H, OH), 6.59-7.34 m (14H,
2C¢Hs, CHy), 8.05 ¢ (1H, N'H), 8.52 ¢ (1H, N?H),
9.42 ¢ (1H, C3CONH), 9.62 ¢ (1H, C®CONH), 10.46
yur. ¢ (1H, N*H). Macc-cnektp, m/z: 559 [M + H]".
Haiineno, %: C 64.56; H 5.88; N 12.39. C;,H;3N50,S.
Brrancaeno, %: C 64.38; H 5.94; N 12.51. M 558.
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9-I'mapokcu-9-merna-NO N8-qu(2-meroxcude-
HUA)-7-(THeH-2-u1a)-3-Tuokco-1,2,4-Tpua3acnu-
pol4.5]nexan-6,8-1uxkapookcamun (106). Brixon
74%, 1. 1. 163-164°C. UK cnexrp (KBr), v, cm '
3460 (OH), 3390, 3280, 3180, 3010 (NH), 1676
(CONHAr), 1604 (C=S), 1360 (N-CS-N). Cmextp
SIMP 'H (400 MI'u, IMCO-d), 8, m. 1.: 1.33 ¢ (3H,
Me), 2.14 n (1H, C'°HAHB, J 14.8 T'n), 2.78 1 (1H,
C8H, J 11.4 Tn), 3.23 n (1H, C'°HAHB, J 14.8 T'n),
3.54 1 (1H, C°H, J 11.4 T'y), 3.90 ¢ (3H, 2-MeOC¢H,),
3.93 ¢ (3H, 2-MeOC¢H,), 4.00 T (1H, C'H, J 11.4
I'm), 5.40 ¢ (1H, OH), 6.71-7.76 m (13H, 2C¢Hs, Tue-
uu), 8.20 ¢ (1H, N'H), 8.54 ¢ (1H, N?H), 9.67 ¢ (1H,
C'CONH), 9.71 ¢ (1H, C3*CONH), 10.33 ym. ¢ (1H,
N*H). Macc-cnekrp, m/z: 581 [M + H]". Haiineno, %:
C 57.99; H 5.45; N 11.90. C,4H;;N5O;S,. Beruucne-
HO, %: C 57.81; H 5.37; N 12.04. M 580.

9-T'uapoxcu-9-merna-Nb,N3-qu(2-merokcnde-
HWI)-7-(mupuauH-3-uia)-3-tuokco-1,2,4-Tpua3za-
cnupol4.5]nexan-6,8-nuxkapooxkcamux (10B). Bri-
xon 81%, 1. . 188-189°C. UK cnexrp (KBr), v,
cm': 3380 (OH), 3288, 3240, 3120, 3000 (NH), 1648
(CONHAr), 1592 (C=S), 1336 (N-CS—N). Cmektp
SIMP 'H (400 MI'u, AIMCO-dy), 8, m. 1.: 1.42 ¢ (3H,
Me), 2.19 n (1H, C'°HAHB, J 14.8 T'n), 3.12 1 (1H,
C%H, J 11.6), 3.46 n (1H, C'°HAHB, J 14.8 '), 3.89
¢ (3H, 2-MeOC¢H,), 3.91 c (3H, 2-MeOC(H,), 3.98
T (1H, C'H, J 11.6), 4.46 1 (1H, C°H, J 11.6), 5.12
c (1H, OH), 6.87-7.76 m (12H, 2C¢H,, Py), 8.41 ¢
(1H, N'H), 8.52 ¢ (1H, N?H), 9.23 ¢ (1H, C3CONH),
9.26 ¢ (1H, C°CONH), 10.36 ym. ¢ (1H, N*H). Macc-
criekrp, m/z: 576 [M + H]". Haiineno, %: C 60.21;
H 5.66; N 14.72. C,9H3,N¢O5S. Bwraucneno, %: C
60.40; H 5.59; N 14.57; M 575.

9-TI'uapoxkcu-7-(4-gumMeTwyiaMuHoO penn)-9-me-
THI-3-THOKCc0-NO,N&- i (2-x10pdpenmin)-1,2,4-rpuaza-
cnupo[4.5|nexan-6,8-nukapooxkcamun (10r). Bei-
xon 71%, T. i 190-191°C. UK cnekrp (KBr), v,
cm': 3410 (OH), 3280, 3250, 3131, 3000 (NH), 1668
(CONHAr), 1552 (C=S), 1330 (N-CS-N). Cmextp
SIMP 'H (400 MI'u, IMCO-d), 8, m. 1.: 1.35 ¢ (3H,
Me), 2.16 1 (1H, C'°HAHB, J 14.6 T'w), 2.81 ¢ (6H,
4-Me,NC¢H,), 2.96 n (1H, C¥H, J 11.6), 3.39 1 (1H,
C'°HAHB, J 14.6 T'n), 3.67 T (1H, C'H, J 11.6), 4.26
1 (1H, C°H, J 11.6), 5.45 ¢ (1H, OH), 6.46-7.43 m
(12H, 3C¢H,), 8.13 ¢ (1H, N'H), 8.15 ¢ (1H, N?H),
9.28 ¢ (1H, C3CONH), 9.33 ¢ (1H, C’CONH), 10.34
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yur. ¢ (1H, N*H). Haitneno, %: C 57.62; H 5.07; N
13.27. C30H32C12N603S. BI)IT'H/ICHCHO, %: C 5741, H
5.14; N 13.39.

AHTHMHUKPOOHYIO coeIMHeHU
76, 80, 98, 10a, 10B 1O OTHOLICHHIO K IITaMMaM
Escherichia coli ATCC 6538-P, Staphylococcus
aureus ATCC 25922 wn Candida albicans NCTC

885-653 ompenensnu METOAOM IOCIEN0BATEIbHBIX

AKTUBHOCTb

pasBelleHu pacTBOpa UCCIEIyeMbIX BEHICCTB B Msi-
COIIENTOHHOM OyNbOHE MpU OakTepHajbHOH Harpys-
ke 250 Thic. MUKPOOHBIX eAWHUIl Ha 1 MII pacTBopa.
3a JelCTBYIOIIYIO 103y NPUHUMAJIN MHHUMAJbHYIO
MOAABIISIFOILYI0 KOHLIEHTPAIMIO COCTUHEHUS] — MaK-
CHUMaJIbHOE pa3BEICHUE, NPUBOISIICE K IOJTHOMY
MOAABJICHUIO Pa3BUTHs TeCT-MHKpOOOB. B kauectse
MpenaparoB CpaBHEHHs HCIOJIL30BaN  (DyparuinH
u puokeuauu mis Escherichia coli ATCC 25922 u
Staphylococcus aureus ATCC 6538-P, ¢iaykonazon —
g Candida albicans NCTC 885-653.
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Synthesis and Antimicrobial Activity of Novel Hydrazone

and 1,2,4-Triazole-3-thione Derivatives
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Novel hydrazone and 1,2,4-triazole-3-thione derivatives were obtained via the reaction of N' N3 2-triaryl-
6-hydroxy-6-methyl-4-oxocyclohexane-1,3-dicarboxamides with acid hydrazides and thiosemicarbazide,
respectively. Structure of the products was proved using IR and "H NMR spectroscopy methods. Some of the
synthesized compounds were tested for antimicrobial activity
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