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W3BecTHO, 4TO MUPUAMH U €T0 KOHJICHCUPOBAaHHbBIE
aHaJIOTH O0JIa/IatoT Pa3HOOOPa3HEIMK BHIAMH OHOJIO-
TUYECKOW aKTUBHOCTH M BXOMAT B COCTaB MHOTHX JIe-
KapCTBEHHBIX IperapaToB. B CBSA3M ¢ 3TUM mpencTaB-
JISIIOT HHTEPEC MTPOBEACHHBIE PaHee UCCIIEIOBAHUS 110
pa3paboTKe METOIOB CHHTE3a MPOU3BOAHBIX KOHJCH-
CHUPOBaHHBIX MUPUANHTHOHOB 1 YCTAHOBJICHUIO CBSI3U
MEXIy WX CTPOCHHEM H TPOSBISIEMOI aKTHBHOCTHIO
[1-4].

B npomomkenue mccriemoBaHU B 3TOH oOmacTu
HaMM B Ka4€CTBC IMMUPHUIUHTHOHOBBIX Cy6CTpaTOB
ObLTH BEIOpaHBI coequHeHns 1a—K U riccieioBaHa BO3-
MOXKHOCTD WX alTKFJTHPOBAHMSI TIPOTIAPTHIIOPOMIIOM.
Oxazanoch, 4TO B BOIHO-IIEIOYHON Ccpelie B IPUCYT-
CTBUH 1ITAHOJIA TJIAJIKO MPOTEKAET S-aJKHUINPOBAHUE
MUPUANHTUOHOB B COOTBETCTBYIOIINE TCPMUHAJILHBIC
THOAICTHIICHOBBIC cOeMHEeHMS 2a—K (cxema 1).

CTpoeHre TIONYyYEHHBIX BEIIECTB IOATBEPIKICHO
nanabivu 'H u 13C SIMP, a Taxoke MK criekTpockonuu.
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XapakTepuCTHUECKUMH I UACHTU(UKAIIUN COSIH-
HEHUi 2a—K OBUTH CHTHAITBI TPONIAPTHUIIBHOM TPYTIITHL:
TPUILIET, COOTBETCTBYIOIINWN TPOTOHY TEPMUHAIb-
HOW alleTWJICHOBOW TPYIIBI B obmactu ~2.5 M. 1.,
a TakKe AyOJeT CBI3aHHOW C aTOMOM Cephl METHIIEHO-
BOI1 rpynmbl B obmactu ~3.9 M. 1.

Panee Obu10 MOKa3aHO, YTO TEPMHUHAJILHBIE AlleTH-
JIeHbIe MOTYT OBITh (PYHKIIMOHAJIM3HUPOBAHBI pa3IHy-
HeiMU C,N,O-HyKJeopuamMu B IPUCYTCTBUH alleTara
prytu(Il). bruta Takxke 060cHOBaHA BO3MOXHOCTH 00-
pa3oBaHMA MPOAYKTOB THApaTallud U aJIKUINPOBAHUS
[0 MHTEPHAIBHOMY YIVIEPOJHOMY aTOMy TpPOHHOHI
CBSI3M C MOCIEAYIOUIeH MPOTOTPOITHON Meperpymnu-
POBKOM ¥ BHYTPHUMOJIEKYJSIPHON IUKIM3amuei [5—7].
B ominume ot 3THX peakiui, HIyIuX ¢ 00pa3oBaHM-
€M CMeCH JUKApOOHMIBHOTO M €HOJBHHOTO TayTOMe-
POB, MEPKYPUPOBAHUE TEPMHUHAIBHON TPOWHOMN CBA3U
MIPOM3BOIHBIX TUPA30JIOB ¥ TPHA30JIOB B IPUCYTCTBUHU
alleTUJIAlleTOHa M JajibHeillee JeMepKypHpOBaHUE
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Cxema 1.
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X =0, Rl = CH;, n =1, RZ= mopdponnn-4-ux (a); X = O, Rl = CHs, n = 1, R2 = nunepumuu-1-un (6); X = O, R! = CH;,
n =1, R2= munepaszun-1-un (8); X = 0, R = CH;, n = 1, R? = nupponuaun-1-un (r); X = CH,, Rl = H, n =1, R2= mopdo-
mmH-4-ui (x); X = CH,, R1=H, n = 1, R? = nunepuun-1-un (e); X = CH,, R =H, n =1, R2= nupponuaus-1-mw1 (k); X =
CH,, Rl =H, n =0, R2= mopdonun-4-un (3); X = CH,, Rl = H, n = 0, R2= nunepuann-1-ux (u); X = CH,, R1=H, n =0,

R2 = nmupponuaus-1-un (k).

WHTEPMEIUATOB OOPTHIPHIIOM HATPUS TMPHUBOMAT K
TeTePOIUKINYECKIM OKCOSHOIBHBIM COSIUHEHHSIM C
SK30METUJICHOBON ABOMHOM CBs3bIO [8].

JlormuecknM TPONOIKEHHEM ATHX paboT OBLIO
BBEJICHHE B PEAKIUI0 MEPKYPHPOBAHUS/ IEMEPKYpPH-
pPOBaHUS HOBBIX MOJENBHBIX THOIPOIAPTUIHHBIX CO-
eauHeHuil 2. B kauectBe CH-KuCIOTHOro peareHra
ObLTa MCIIONB30BaHA HATPUEBAS COJIb AllETUIIAIIETOHA.
Okazanoch, 4TO B3aUMOJICHCTBUE HATPUEBOM CONH
arleTHIIAIeTOHA C THOTIUTIEpUIUHAMH 20, T, K, 3 B Te-
Tparuapodypane B mpucytcTBum arerara prytu(ll)
C TOCJEIYIOINM BOCCTAHOBICHHEM MEPKYPOUHTEP-

MenuaroB A u B mienounsiM pacTBOpoM Oopruapuaa
HaTpus, Kak ¥ B ciaydae N-IpomapruizaMerieHHbIX
a30y0B [8], MPUBOAMT K €HOJBHBIM H30MepaMm 30,
I, &, 3 C JK30METUJIECHOBOM [BOMHOHN CBS3bIO IIy-
TEM TIOCIEAOBAaTEIbHBIX MpeBpalleHuii (cxema 2).
JlokazaTenbcTBOM €HOJIBHOIO CTPOEHHS COCTUHEHUM
3 sgBiseTCsl HATM4YKE B CI1a0OMOIBHOM 00JacTh CHek-
tpa SIMP 'H xapakrepHOro CMHIJIETHOTO CUTHAJIA M-
JIPOKCUIIBHOM rpynmbl (16.4 M. 11.).

HeiiporponHyto aKTHBHOCTb CHHTE3UPOBAHHBIX
COEIMHEHUH MCCIENOBAIN IO TOKA3aTelsiM, Xapak-
TEPU3YIOLIM aHTUKOHBYJIBCAHTHYIO U LIEHTPAIbHYIO

Cxema 2.
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X =0, R!=CHj, n =1, R?2= nunepuaus-1-ux (6); X = O, Rl = CHj;, n = 1, R2= nupponuaus-1-ux (r); X = CH,, Rl=H,
n =1, R?2= nuppomuauns-1-un (k); X = CH,, Rl =H, n =0, RZ= mopdonnu-4-ui (3).
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MHOPEJIAKCUPYIOIIYI0 aKTUBHOCTh. l3yueHue Heu-
pOTPOMHOM aKTUBHOCTH COEIMHEHWH W Ipernapara
CPaBHEHUS STOCYKCHUMI/IA TIPOBOIMIA Ha OEIBIX MBI-
max oboero mona Maccoit 18-24 r (120 ocobeit). O6
AHTUKOHBYJIbCUBHON U NMPOTHOCTUYECKOW AHKCHOIU-
TUYECKOM aKTUBHOCTH COEJUHEHUM CYJIWJIU MO Ipe-
JIOTBPAIIEHNIO KIOHWYECKUX TOACPTUBAHUN M KJIO-
HUYECKOTO KOMITOHEHTA CYIOPOT, BBI3BIBAEMBIX Y MBI-
mei moAKoKHBIM BBemeHneM 90 Mmr/kr kopaszona [9].
LleHnTpanpHBIii MHUOpENAKCAaHTHBIA APPEKT U Hapy-
[IeHne KOOPAMHALINHN JIBIKEHHUH UCCIEAO0BAIIH IO Me-
TOIy «Bpamaromnerocs crepxxas» [9]. Mccnexyembie
COEIMHEHHS BBOAWIN BHYTPHOPIOMIMHHO B BHIE CY-
cnens3un ¢ TeuH-80 B 103e 50 Mr/kT 32 45 MUH 110 BBe-
JeHHs Kopa3ojia, a STOCYKCUMHI — B 1o3e 150 Mr/kr.
IIpu uccnenoBaHuM MPOTHUBOCYAOPOKHOTO ACHCTBUS
ObUTIO 0OHApYXEHO, YTO COeANHEHUs 20-T, e—K 1 30,
I, %K, 3 IPEOYNPEXKAAIOT KOPa30JI0BbIe cyaoporu y 20—
40% >xuBoTHBIX. CoenrHeHNs 2a 1 21 obnanatoT 00-
Jie€ BBIPAKEHHBIM ITPOTHBOCYIOPOKHBIM JIEHCTBHEM,
MIpeaynpexaas Kopa3zoJoBhle KIOHUIECKUE CYOPOTH
B n03e 50 Mr/kr y 60% >KuBOTHBIX, TOTZIa KaK 3TOCYK-
cumun nposiisier 50%-Hyto 3¢ (eKTUBHOCTD UG B
mo3e 150 mr/kr. KpoMe Toro, B HCCIIEIOBAaHHBIX J103aX
W3yYeHHBIE COCAMHEHUS M dTOCYKCHMH/] HE BHI3bIBa-
FOT MHOPEAKCAIHIO.

TakuM 00pa3oM, OCYIIECTBICHO S-aKIJINPOBAHHE
MUPUIUHTHOHOB MPOMAPTHIOPOMIIOM C TIOTYYEeHHU-
€M 3aMENICHHBIX THOIMMPUINHOB, BBEACHHBIX B peak-
LU0 MEPKYPHUPOBAHNUS/ JeMEpPKypHUPOBAHHS alleTHIIa-
LIETOHOM [0 3aMEUICHHOMY YITIEPOJTHOMY aToMy Tep-
MUHAJIBHON TPOMHOM CBSI3U C MOJYYEHUEM KOHJEH-
CUPOBAaHHBIX €HOJBHBIX TayTOMEPOB, COIAEPKALIUX
SK30METUJIEHOBYIO Tpynmy. M3ydeHa HelpoTpomnHas
AKTUBHOCTH CHHTE3WPOBAHHBIX COEIMHEHUI n 0OHa-
PY’XEHbl COCIMHEHUSI C BBIPAXKCHHOW IMPOTHUBOCYIO-
PO’KHOI aKTUBHOCTBIO.

OKCIIEPUMEHTAJIBHA S YACTD

Temrmiepatypsl M1aBIEHUS OMIPENETeHbl Ha MHKPO-
HarpeBareabHOM cTorke Boetius. K criekTpsr peru-
cTpupoBain Ha criekrpomerpe Nicolet Avatar 330 FT-
IR B BasemuoBoM Macite. Criekrpbt IMP 1H u 13C pe-
TUCTPUPOBAIN Ha crieKTpoMeTpe Varian Mercury-300
VX ¢ paboueii wactoroii 300.077 u 75.462 MI'1 B pac-
tBOpe AMCO-d¢—CCly (1:3), BHyTpeHHUIi cTaHIapT —
TMC. OTHeceHHe CUTHAJOB BBINOJIHEHO HA OCHOBA-
Huu aaHHbiX 2D cnekrpoB DEPT u HMQC. 3a xo-
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JioM peakiuu ciaeamin metoaoM TCX Ha miacTUHKax
Silufol UV-254, npossutenu — KMnO, u nmaps! noza.
I'X-Anamm3 nposeneH Ha mpudope JIXM-80M/] (ko-
monka 1.5 m, 10% carbovax-20M nHa nHepToHe AW-
NMDC, ra3-Hocurtens — reuit, 40 MiI/MHH, TeMIIepa-
Typa aerekropa — 250°C, ucnapurens — 200°C.

B xoze uccnenoBanuii HCOAB30BAIM TPOTIAPTUII-
o6pomun (Aldrich).

O0mas METOAUKA MOTyYeHUS COeTUHEH I 2a—K.
K pactBopy 10 mmonp runpokcuaa kamust B 10 mi
Bonbl mpuOaBsuin 10 MMonb coenuHenus la—k u
30 mx sTanona. K monmydeHHOMY pacTBOpY MpH Tepe-
MEIIMBAHUU TP KOMHATHOM Temrmeparype MnpuoOaB-
msum 10 mMone nponapruibpomuna. Cmech mnepe-
MEIIMBaJIU B TedeHue 6 4. [TomydyeHHbIE KPUCTAILIBI
OT()UIBTPOBBIBAIM, MPOMBIBAJIM BOJOH M TMEPEKPH-
CTAJTU30BBIBAJIM U3 3TAHOJMA.

3,3-AumeTun-8-(mopdoaun-4-ui)-6-(npomn-2-
uH-1-untuo)-3,4-nuruapo-1H-nupauno|3,4-clnu-
puauH-S-kapOoHuTpUa (2a). Beixon 2.6 T (77%),
T. . 158-160°C. Cuekrp SIMP 'H, 8, m. 1.: 1.31 ¢
(6H, Me,), 2.56 T (1H, =CH, J = 2.6 '), 2.70 ym. ¢
(2H, CH,), 3.34-3.38 M (4H) u 3.72-3.76 m (4H, CH,,
moponun), 3.94 n (2H, SCH,, J = 2.6 I'ny), 4.49 ym.
¢ (2H, OCH,). Criextp SIMP 13C, 8, M. 1.: 17.6, 26.3,
37.9, 48.8, 58.7, 65.8, 69.3, 71.5, 79.3, 98.1, 114.1,
115.6, 147.7, 156.6, 157.7. Haiineno, %: C 62.89; H
6.13; N 12.28; S 9.30. C3H,;N;0,S. Brruncneno, %:
C62.95; H 6.16; N 12.23; S 9.34.

3,3-AumeTnn-8-(nunepuann-1-mia)-6-(npomn-2-
uH-1-unTN0)-3,4-nuruapo-1H-nupauno|3,4-clnupu-
AuH-5-kapoonuTpua (26). Beixon 2.4r (70%), T. .
134-135°C. Cuekrp SIMP H, 3, m. a.: 1.30 ¢ (6H,
Me,), 1.66-1.72 m (6H, CH,), 2.54 T (1H, =CH,
J=2.6T'n), 2.69 ym. c (2H, CH,), 3.29-3.34 M [4H,
N(CH,),], 3.95 n (2H, SCH,, J = 2.6 I'y), 4.46 ym. c
(2H, OCH,). Haiineno, %: C 66.9; H 6.53; N 12.36; S
9.35. C,9Hy3N30S. Beruncneno, %: C 66.83; H 6.79;
N 12.31; S 9.39.
3,3-IumeTni-8-(nunepa3un-1-mi)-6-(nmpon-2-

uH-1-unTH0)-3,4-1uruapo-1H-nupauno|3,4-clnupu-
auH-5-kapoonuTpua (2B). Beixox 2.6 T (76%), T. 1.
128-130°C. Cnekrp SIMP H, &, m. a.: 1.30 ¢ (6H,
Me,), 2.56 T (1H, =CH, J = 2.6 I'ny), 2.69 ym. ¢ (2H,
CH,), 2.89-2.93 m [4H, N(CH,),], 2.97 ym. ¢ (1H,
NH), 3.30-3.34 m [4H, N(CH,),], 3.95 n (2H, SCH,,
J =26 Tn), 447 ym. ¢ (2H, OCH,). Cnexrp SIMP
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13C, 8¢, M. 1.0 17.6 (CH,), 26.3 (Me,), 37.9 (SCH,),
45.1 [N(CH,),], 49.3 [N(CH,),], 58.8 (OCH,), 69.3
(CMe,), 71.6 (=CH), 79.3 (=C), 97.5 (CCN), 114.3,
115.4(CN), 147.5,156.5,158.0. Haiineno, %: C 63.21;
H 6.46; N 16.28; S 9.43. C,gH,,N,OS. Brruncneso,
%: C 63.13; H 6.48; N 16.36; S 9.36.
3,3-AuMeTua-8-(muppoauaun-1-una)-6-
(npon-2-un-1-naruo)-3,4-puruapo-1H-nupa-
HO[3,4-c|nupuann-5-kapoonuTpus (2r). Brixoxn
3.1 1 (94%), 1. 1. 119-120°C. Cuextp SIMP H, 8,
M. a.: 1.29 ¢ (6H, Me,), 1.92-2.00 m (4H, CH,), 2.51
T (1H, =CH, J = 2.6 '), 2.62 ym. T (2H, CH,, J =
1.2T'm),3.66-3.73 m [4H, N(CH,),],3.92 1 (2H, SCH,,
J=2.6Tn),4.74 T (2H, OCH,, J = 1.2 I'u). HaiineHo,
%: C 65.93; H 6.49; N 12.91; S 9.68. CgH,;N;0S.
Brruucneno, %: C 66.02; H 6.46; N 12.83; S 9.79.
1-(Mopdonun-4-ui)-3-(npon-2-uH-1-uarmo)-
5,6,7,8-TeTparuapon30XuHoOJIUH-4-KAPOOHUTPHJI
(2m). Berxon 2.21 (70%), 1. . 159-160°C. Cnektp
SMP H, 3, m. n.: 1.67-1.77 m 2H) u 1.79-1.89 m
(2H, CH,), 2.53 ym. 1T (2H, CH,, J = 6.0 I'n), 2.54
T (1H, =CH, J = 2.6 I'y), 2.83 ym. T (2H, CH,, J =
6.5 I'm), 3.32-3.36 m (4H) u 3.72-3.76 m (4H, CH,,
Mopdonun), 3.94 n (2H, SCH,, J = 2.6 I'n). Criextp
SIMP 13C, 8¢, m. 1.0 17.5,21.1, 21.9, 25.7, 27.6, 48.7,
65.8, 71.4, 79.4, 98.8, 114,4, 118,7, 150.4, 155.4,
160.6. Haiineno, %: C 65.23; H 6.07; N 13.52; S
10.17. C;7H,9N;OS. Beruncneno, %: C 65.15; H6.11;
N 13.41; S 10.23.
1-(Munepuaun-1-ua)-3-(mpon-2-uH-1-uJaTHO)-
5,6,7,8-TeTparuApon30XuHOJIUH-4-KapOOHUTPUJI
(2e). Bexon 2.9 t (93%), 1. 1. 145-147°C. Cuekrp
SMP H, 8, m. n.: 1.66-1.74 m (8H) u 1.81-1.89
(2H, SCH,), 2.52 ym. T (2H, CH,,J = 6.1 T'n), 2.52
T (1H,=CH, J=2.6 I'm), 2.81 ym. T (2H, J = 6.5 '),
3.28-3.33 m [4H, N(CH,),], 3.95 1 (2H, SCH,, J =
2.6 I'm). Haiineno, %: C 69.53; H 6.83; N 13.44; S
10.37. C;gH,N;S. Boruucneno, %: C 69.42; H 6.80;
N 13.49; S 10.30.
3-(ITpon-2-un-1-untuo)-1-(muppoanaun-1-mn)-
5,6,7,8-TeTparuApon30XuHOJIUH-4-KapOOHUTPUII
(2:x). Beixog 2.6 T (89%), 1. 1. 128—130°C. Cuextp
SIMP H, 8, m. 1.: 1.65-1.73 m (2H) u 1.75-1.84 m
(2H, CH,), 1.90-1.99 M (4H, CH,), 2.49 T (1H, =CH,
J=2.6I'n),2.67 ym. T (2H, CH,,J=6.1T'n), 2.75 ym.
T (2H, CH,, J = 6.4 I'n), 3.62-3.73 m [4H, N(CH,),],
3.92 1 (2H, SCH,, J = 2.6 I'u)). Cniektp SIMP 13C, 3,

M. A.: 17.2, 20.9, 22.3, 25.0, 26.2, 27.9, 49.5, 71.3,
79.5,94.4,113.8,115.3,148.9,155.0, 158.2. Hatineno,
%: C68.72; H6.41; N14.23; S10.70. C;;H;¢N;S.
Brrancaeno, %: C 68.65; H 6.44; N 14.13; S 10.78.

1-(Mop¢oaun-4-nia)-3-(npon-2-uH-1-uaTuno)-
6,7-nuruapo-SH-uukjgonedralclnupuaun-4-
kapooHuTpua (23). Bexox 2 r (73%), 1. . 135—
137°C. Cnektp SIMP 'H, 3, m. n.: 2.12 7. T (2H, CH,,
J=176,72Tm),2.53 t(1H, =CH, J = 2.6 I'm), 2.91
yu. T (2H, CH,, J=7.6 '), 2.94 ym1. T (2H, CH,, J =
7.2 T'm), 3.64-3.68 m (4H) u 3.69-3.73 m (4H, CH,),
3.90 1 (2H, SCH,, J = 2.6 T'n). Cexrp SIMP 13C, 5,
M. o.: 17.9, 24.1, 31.8, 32.2, 46.5, 65.9, 71.4, 79.3,
92.6, 114.9, 119.2, 156.0, 156.1, 159.4. Haiineno,
%: C 64.28; H 5.69; N 14.12; S 10.63. C;4H;,N;0S.
Brruucneno, %: C 64.19; H 5.72; N 14.04; S 10.71.

1-(ITunepuaun-1-ua)-3-(npon-2-uH-1-uaTHo)-
6,7-nuruapo-SH-unkjaoneHTa[clnupuanu-4-
kapooHuTpua (2u). Bexon 2 1t (71%), T. . 143—
144°C. Cuextp SIMP 'H, 8, m. 1.: 1.61-1.75 m (6H,
CH,),2.11 . T (2H, CH,, J=7.6, 7.2 I'n), 2.50 T (1H,
=CH, J=2.6 I'n), 2.89 ym. T (2H, CH,, J = 7.6 I'ny),
2.93 ym. T (2H, CH,, J = 7.2 I'n), 3.63-3.68 M [4H,
N(CH,),], 3.91 n (2H, SCH,, J = 2.6 I'n). Cnextp
SIMP 13C, 8¢, m. 1.0 17.7,24.1, 25.5, 31.8, 32.5, 47.1,
71.3, 79.3, 91.6, 115.1, 118.7, 156.0, 156.0, 158.9.
Hatineno, %: C 68.57; H 6.47; N 14.21; S 10.69.
C,7H9N3S. Bemuucaeno, %: C 68.65; H 6.44; N
14.13; S 10.78.

3-(Ilpon-2-un-1-uaruo)-1-(nuppoaunauun-1-
uia)-6,7-nuruapo-SH-uukaonenTalc|nupuanH-
4-kapoonutpua (2k). Bexog 2.2 r (74%), 1. 1.
168—170°C. Cnekrp SIMP H, 8, m. a.: 1.93-2.01 M
(4H, CH,), 2.07 . T (2H, CH,, J="7.7, 7.3 '), 2.49
T (1H, =CH, J = 2.6 T'n), 2.86 ym. T (2H, CH,, J =
7.7 Tn), 3.16 ym. T (2H, CH,, J=7.3 I'n), 3.73-3.79
M [4H, N(CH,),], 3.93 1 (2H, SCH,, J = 2.6 I'n).
Crextp SIMP 13C, 8., m. 1.0 17.5, 23.4, 24.7, 31.5,
31.7, 47.6, 71.3, 79.6, 89.7, 115.5, 116.9, 154.2,
156.3, 157.4. Haiineno, %: C 67.70; H 6.08; N 14.92;
S 11.25. C;cH;7N5S. Beraucineno, %: C 67.81; H 6.05;
N 14.83; S 11.32.

O0mas MeToaMKa TWOJY4YEeHHS COeJUHEHWN
30, r, &, 3. K pactBopy 4 mmons anerara prytu(ll)
B 10 it TI'® mo xaruiaM npubaBiIsuid 4 MMOJB CO-
enUHEeHMS 20, T, K WIK 3 U MEePEMEIINBAIA B TEUe-
Hue | 4 mpu KoMHaTHOW Temmeparype. OTAeIbHO K
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7 mu anerwnaneroHna nobasimsuu 104 mr (4.5 Monb)
HaTpusi U UHTeHCUBHO nepememuBanu 30 mub. K
MOJIy4YEeHHOMY pacTBOpY NPHOABISIM 3apaHee NpH-
TOTOBJICHHBIN Komruiekc anerara pryTu(ll) u coenn-
HeHus 2. Ilpu 3TOM okpacka MeHsIach C JKEJITOW Ha
KpacHyto. CMmech nepeMermBany 6 4 NMpH KOMHAar-
HOH TemmepaType. BoccTaHOBUTENBHOE NEMEPKYpU-
pOBaHHE TIPOBOIMIN JOOaBIEHHWEM pacTBopa 76 mr
(2 MMoITB) TOPOIIKOOOPa3HOTO OOPTHIPHAA HATPHS B
10 M 3 M. rugpokcusaa Hatpuss. CMech nepeMenin-
BaJk 2 9 ¥ ocTaBsI HAa HOoub. OTtrousmm TI'®, 3a-
TEM 10 KaIjIsiM, He AOIyCKasl [leperpesa, puoaBIsiin
25 mi Bombl, iepememmuBany 30 MHH B DKCTParupo-
Basu CCly. OTuIbTPOBBIBAIU PTYTh, IKCTPAKTHI
cymmu cyabdarom marnus. Ilocne ynanenus CCly
BBIIEJISUIA TPOU3BOAHBIE 30, I, K, 3.

6-[(3-AneTnn-4-ruApoKCcH-2-MeTHIEHIIEHT-
3-en-1-ua)ruol-3,3-numeTna-8-(nunepuanH-
1-un)-3,4-nuruapo-1H-nupauno|3,4-clnupuaut-
5-kapoonutpuia (36). Beixog 0.776 T (44%), T. 1.
160-162°C. Cnekrp SIMP H, 8, m. a.: 1.30 ¢ (6H,
Me,), 1.65-1.72 m (6H, CH,, nunepunun), 2.08 ¢ (6H,
COCHy), 2.68 ym. ¢ (2H, CH,), 3.21-3.27 m [4H,
N(CH,),], 4.11 1 (2H, SCH,, J = 0.8 I'nn), 4.46 ym1. ¢
(2H, OCH,), 5.11 n (1H,=CH, J=1.8Tn), 5.59 n. T
(1H,=CH, J=0.8, 1.8 I'm), 16.54 ¢ (1H, OH). Cuektp
SIMP 13C, 8¢, m. 1.0 2.29 (2CHj), 23.8 (CH,), 25.4
(2CH,), 26.3 (2CHj;), 36.1 (CH,), 37.9 (CH,), 49.7
(2C, NCH,), 58.7 (OCH,), 69.3 (OC), 98.3 (CCN),
112.9 (CN), 114.4, 116.0, 121.1 (=CH,), 140.3, 147.5,
157.2, 158.5, 189.7 (2CO). Haiineno, %: C 65.70; H
7.18; N 9.92; S 8.25. C,4H31N;05S. Brruncneno, %:
C 65.28; H 7.08; N 9.52; S 8.29.

6-[(3-AmeTua-4-ruApoOKCcU-2-MeTHIEHIIEHT-3-
eH-1-un)tuol-3,3-numeTnn-8-(muppoanaun-1-umn)-
3,4-nuruapo-1H-nupano|3,4-clnupuaun-5-kap-
oonutpua (3r). Bexon 0.635 r (40%), T. . 138—
140°C. Cmekrp SIMP 'H, §, m. 1.: 1.29 ¢ (6H, Me,),
1.93-1.98 M (4H, CH,), 2.08 ¢ (6H, COCH;), 2.62
yu ¢ (2H, CH,), 3.61-3.66 M [4H, N(CH,),], 4.08
I (2H, SCH,, J = 0.8 T'm), 4.71 ym. ¢ (2H, OCH,),
5.11 n (1H, =CH,, J = 1.8 T'm), 5.57 1. T (1H, =CH,,
J=1.8,0.8 ), 16.56 ¢ (1H, OH). Criektp SIMP 13C,
d¢c, M. 1.: 23.0, 24.8, 25.9, 36.0, 38.0,49.2, 59.4, 68.7,
944, 111.3, 113.0, 115.3, 121.2, 140.3, 145.8, 155.0,
157.0, 189.9. Haitneno, %: C 64.70; H 6.90; N 9.90; S
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7.58. Cy3H,9N;05S. Beraucneno, %: C 64.61; H 6.84;
N 9.83; S 7.50.

3-[(3-AneTnia-4-ruipoKCcU-2-MeTHJIEHNIEHT-3-
eH-1-win)Tuol-1-(mupoanauu-1-ui)-5,6,7,8-rerpa-
THAPOU30XHHOJIHUH-4-KapOoHuTpua (3xk). Brixon
0.746r (47%), 1. mn. 150-152°C. Cnekrp SAMP
IH, 5, m. o.: 1.64-1.73 m (2H, CH,), 1.75-1.84 m
(2H, CH,CH,), 1.92-1.96 m (4H, CH,), 2.07 c (6H,
COCHy), 2.63 ym. T (2H, CH,, J = 6.0 I'ny), 2.74 ym.
T (2H, CH,, J= 6.3 T'm), 3.60-3.65 m [4H, N(CH,),],
4.07 n (2H, SCH,, J=0.8I'n), 5.09 n (1H, =CH,, J=
1.8 T'm), 5.56 n. T (1H, =CH, J=1.8, 0.8 I'y), 16.55 ¢
(1H, OH). Haiineno, %: C 66.70; H 6.88; N 10.92; S
8.25. Cy,H,7N30,S. Beruucneno, %: C 66.47; H 6.85;
N 10.57; S 8.07.

3-[(3-AnmeTna-4-ruApoOKcH-2-MeTHJIEHIIEHT-
3-en-1-ua)tuo]-1-(mopdponaun-4-ua)-6,7-nuru-
Apo-SH-uukiaonenTalclnmpuannu-4-kapooHUTPUIT
(33). Beixon 0.622 1 (39%), T. ut. 155-156°C. Cnektp
SIMP H, 8, m. 1.: 2.07 ¢ (6H, COCHj), 2.06-2.16 m
(2H, CH,), 2.90 T (2H, CH,, J=7.6 T'm), 2.94 T (2H,
CH,, J =72 I'm), 3.57-3.63 m (4H) u 3.67-3.73 m
(4H, CH,, mop¢onun), 4.07 1 (2H, SCH,, J=0.8 'n),
5.10 n (1H, =CH,, J = 1.8 '), 5.56 1. T (1H, =CH,,
J=1.8,0.8 '), 16.56 ¢ (1H, OH). Cniekrp SIMP 13C,
d¢, M. 1.:22.9,24.1,31.8, 32.3, 36.6, 46.5, 65.8, 93.7,
112.9,115.0, 119.6, 121.0, 140.3, 156.1, 156.8, 159.4,
189.7. Haitneno, %: C 63.70; H 6.39; N 10.90; S 8.58.
C,1H,5N305S. Beruucneno, %: C 63.13; H 6.31; N
10.52; S 8.03.

Buonorudeckue SKCIIepUMEHTHI POBEICHEI B CO-
OTBETCTBUU ¢ EBpomneiickoil KOHBEHIIMEN 10 3alluTe
IMO3BOHOYHBIX )KMBOTHEIX 1986 T.

KOH®JIMKT UHTEPECOB

ABTOpBI 3aBISIIOT 00 OTCYTCTBHUHM KOHQIIMKTa
HWHTEPECOB.
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The method of synthesis of fused thiopyridines by S-alkylation of the corresponding pyridine thiones with
propargyl bromide was proposed. Fused enol tautomers were obtained by the reaction of the obtained thioprop-
argyl pyridine compounds with acetylacetone in the presence of mercury(Il) acetate followed by the reduction
of intermediate organomercury compounds with alkali solution of sodium borohydride. Neurotropic activity
of the synthesized compounds was studied; compounds with pronounced anticonvulsant activity were found.

Keywords: acetylacetone, mercury(Il) acetate, mercuration, demercuration, tautomers, thiopyridines
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