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BBEJAEHUE

TUEHONMUPUMUANHBL  SIBISIIOTCSL  CTPYKTYPHBIMU
aHaJoraMu ITypUHOB U UX MOKHO paccMaTpuBaTh Kak
MTOTEHITHATbHbIE ONOJIOTHYECKH aKTHBHBIE BEIIECTBA.
CornacHO JUTEpaTypHbIM JaHHBIM, MPOU3BOJHBIC
KOHJICHCUPOBAaHHBIX THEHO[2,3-d|- u THeHo[2,3-b]-
MMMPUMHAIUHOB 00JIa/1al0T MTPOTHUBOOITYXOJIEBOM, MPO-
TUBOBHUPYCHOM, TPOTHBOMUKPOOHON M aHTHOAKTEpH-
aTpbHOM akTUBHOCTHIO [1-6]. Hamuume B Momexyme
KaK 7-1e(PUIUTHOrO MUPUMHUIMHOBOTO, TaK U TT-H3-
OBITOYHOTO THO(PEHOBOTO KOJIEI[ JaeT BO3MOXXHOCTh
MIOJIYYUTh Pa3IUuHbIe (DYHKIIMOHAIBHO 3aMEICHHbBIC
MPOU3BOAHBIC. VICXOAs M3 BBIMICHU3IIOKEHHOTO, C IIe-
JIBIO TIOUCKA CPeNT THEHOTTHPUMHIINHOB COCTHHEHHIA,

06J1az[a101u1/1x aHTI/I6aKTepI/IaHBHOﬁ AaKTUBHOCTBIO,
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HaMH OCYIIECTBJICH CHHTE3 LUKINYECKUX 2-3aMe-
IICHHBIX THEHO[2,3-d|mupuMuuH-4-0HOB.

PE3VIIBTATBI 1 OBCYXIAEHUNE

[ukmudeckue 2-3aMelieHHbIe THEHO|2,3-d|nupu-
MUIUH-4-0Hbl 14—25 CUHTE3UPOBAHBI HA OCHOBaHUU
2-amuHO-3-imaHouKIIoakad[ b |tnodpenos 1-3, mo-
JIyYEeHHBIX KOHJICHCAIIMEH COOTBETCTBYIOIETO LIUKIIN-
YECKOTO KETOHA C MAJIOHOHUTPIIIOM, DJIEMEHTHOM ce-
poii B MPUCYTCTBUH MOP(OIMHA UM TPUITUIAMHHA
cornacHo merony lesanpaa [7, 8]. Hanee amunupo-
BaHMEeM coeawHeHWH 1-3 ¢ XJIopaHTUApHIaMU Kap-
O00oHOBBIX KHCIOT 4-13 ¢ mocnenyromuMm 0apOOTH-
pOBaHHEM XJIOPUCTOBOJOPOIAHBIM Ta30M CIHPTOBBIX
pPacTBOPOB TONYYCHHBIX ITUKIIOANKAH[b]-2-(N-arui-
AMUHO)-3-IIMaHOTUO(PEHOB COOTBETCTBYIOIIUX KHUC-
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Cxema 1

N
X2 /
X! + RCOCI
7 | ) NH,
~ S
(CHy),
1-3 4-13
HCl gas
65°C, EtOH

Dioxane

14-25

X!'=X2=Me,Z=0,n=1(1); X! =X2=H,Z=CHy,n=1(2); X! =X2=H,Z=CHy, n=2 (3);
R =C4Hy (4), i-CsHyj (5), R =4-(i-C4H9O)CsHy (6), R = 4-(i-CsH;;0)CeHy (7), (C¢HsCH,),CH (8),
CoHyg (9), CgH4NO,-4 (10), CgH,; (11), (C¢Hs),CH (12), dypan-2-un (13); X! =X2=Me, Z=0, n = 1:
R = C4Hy (14), i-CsH}; (15); X! = X2 =H, Z = CH2, n = 1: R = 4-(i-C4Hg0)Cg¢Hy4 (16), 4-(i-C5H;;0)CcHy (17),
(C6H5CH2)2CH (18), Xl = X2 = H, 7= CHz, n=2:R= C4H9 (19), C9H19 (20), C6H4N02-4 (21), C6H11 (22),
(CeHs),CH (23), (C¢HsCH,),CH (24), bypan-2-un (25).

JIOT A W3 PEaKIMOHHOUW Cpelbl BBIICICHBI U WJICH-
TUQUIUPOBAHBI [HKINYECKUE 2-3aMEIlEHHbIC THE-
HO[2,3-d|nupumuna-4-oubl 14-25 (cxema 1).

JokazaTesbCTBOM CTPYKTYPhI COEIMHEHUM B Mep-
BYIO ouepeib nociyxmin Janubie K ciekTpos, B KO-
TOpPBIX OTCYTCTBYIOT CHTHAJBI B 06macti 2200 cm !,
COOTBETCTBYIOIINE BAJICHTHBIM KojeOanmsiM C=N
TPyMII, TPUCYTCTBYIOT WHTEHCHUBHBIE MOJIOCHI TIOTJIO-
menus mpu 1669—1650 cM~!, xapaxteprble 1 Ba-
neHTHeIX Konebannii CONH rpymm. Ctpoenue momy-
YEHHBIX COCJIMHEHUH TOJATBEPIKJIEHO JaHHbIMU SIMP
'H, 13C u UK cnekrpockonuu.

Wzyueno anTuOakTepuanbHOE JACHCTBHE COENU-
HEHHUl B OTHOIICHUH TPAMITOJIOKUATEIBHBIX W TPaMO-
TPHUILATEIbHBIX MUKPOOPTaHU3MOB. YCTaHOBJICHO, YTO
OOJIBIIIMHCTBO W3 HUX MPOSIBISIOT CJIa00€ aHTUOAKTE-
pUasbHOe JCWCTBHE B OTHOIICHHH CTa(UIOKOKKOB.
WccnenoBanus mokasand, 9YTo MOJTYUYEHHbIE COEAMHE-
HUS B OCHOBHOM TIPOSIBIISIIOT clalyro aHTHOAKTepH-
aJbHYIO0 aKTUBHOCTB, MTOJABISAS POCT MUKPOOPTAHU3-
MOB B 30He nuametpom 10—14 mm. Tonpko BerecTBa
3, 4 u 12 oxa3bIBalOT yMepeHHoe Jeiictaue (d = 15—
18 MM) B OTHOIIEHNH O0JIee UyBCTBUTEIBHOTO ITAM-
Ma Bac. Subtilis. Ilpy 5TOM CHHTE3UPOBaHHBIE COE/IN-
HEHHS TI0 JICHCTBUIO HA TPaMIIONIOKUTEIbHbBIC U Tpa-
MOTpPHIIATEIbHbIE MHKPOOPTaHU3Mbl HE OTIHYAIOTCS
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MEK/Ty COOOM, HO CYIIECTBEHHO yCTYIAIOT perapary
cpaBHeHUs (ypazonumony (d = 23-25 mMm).

OKCIIEPUMEHTAJIBHA I YHACTDb

PacTBopuTenu mepen HCMONB30BaHUEM OYHINA-
JU TIEPETOHKOM, KPHUCTAJUIMYECKHUE HCXOIHBIE CO-
eMHEHUs] — TepeKpUCTAIUIM3aIMed U3 TMOJXOsIIe-
ro pacrBoputesst. UK crekTpsl CHATBI Ha CIIEKTPO-
merpe NICOLET AVATAR 330 FT-IR (xopmoparus
«Thermoy, CIIIA) B BazenuHOBOM Macie. CHeKTpbl
SIMP 'H n '3C 3aperncrpupoBanbl Ha CIIeKTpOMETpe
Mercury VX-300 ¢ peszonancHoil yactotoir 300.08
u 75.46 MI'n, B pactBope B IMCO-ds—CCl, (1:3);
BHyTpeHHU#l cranaapt — TMC. Temneparypy muiaB-
JICHHsl TIOMYYEHHBIX BEIICCTB ONpENeNsIM Ha TpH-
oope «Boetius 72/2064» (IZIP)». DnemeHTHBIN aHa-
JIU3 OCYIIECTBJIEH HAa aBTOMAaTHYECKOM 3JEMEHTHOM
ananmusarope (Euro EA 3000 (Evrovetktor, Uamus).
KoHTposip MHAMBHIYaTbHOCTH BEIIECTB MPOBOAMIN
¢ noMompo TCX Ha mractunkax «Silufol-254» B
cucrteMe OyTaHOJI-ITAHOI—YKCyCHasl KHCIOTa—BOJa
(8:2:1:3), mpostBUTENH — IAPHI HOJA.

2-AMMHO-3-UMAHOUUKI0ANKAH || THODEHBI U
WX MpeBpalieHne B NUKJIHYECKHE 2-3aMelleHHbIe
THEHONMPUMUANH-4-0HbI 14-25 (0Owasn memo-
ouxa). Cmech 0.01 Monp 2-aMUHO-3-IIMAHOLIUKIIO-
ankan[bh]tnodena 1-3 u 0.01 monp XnoOpaHTHAPHIA
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4-13 B 20 MJ1 IMOKCaHA MOMEILAJIN B KPYIJIOIOHHYIO
k0J10y M TMepeMelInBaiIy NP KOMHATHON TeMIlepary-
pe 12 4. Jlanee xk cMecu mpubassum 20 MII dTaHOA
U NpU MepeMelIBaHNN ¥ HarpeBaHWU Ha MECOYHOMN
0aHe TPOMyCKaJ M TOK XJOPHUCTOBOJOPOIHOTO Trasa,
MOJAEPKUBasg TEMIIepaTypy PEaklMOHHOM CMecH B
npenenax 60—70°C. IlepememBanne U HarpeBaHUE
MPOJOJKANIN B TeUeHUE 5—6 4 IpU TOM e Temrmepa-
type. [locne oxnmaxaeHus: cMech OCTaBISUIM Ha HOYb
IIpY KOMHATHOHM Temmeparype. 3areM NpHOaBIsIM
50 MI1 BOZIBI, BBITIABIINHA OCAJIOK OTQHIBTPOBLIBAJIH,
IIPOMBIBAJIM BOAOM, CYLIMIM M MEPEKPUCTATIIU3OBbI-
Banu u3 [IM®DA.

2-byTnia-6,6-numerni-3,5,6,8-rerparuapo-4 H-
nupano(4',3':4,5|tueno[2,3-d|nupumuaun-4-ox
(14). Ilonyuen B3aumoneiictBueMm 2.1 r amuua 1 ¢
1.2 rxnopanarunpuna 4, serxon 1.98 r (68%), T.rur. 169—
170°C, R; 0.52. VIK crektp, v, cM': 1669 (CONH).
Cnextp AMP 'H, §, m.1.: 0.95 T (3H, CH;,J 7.3 '),
1.29 ¢ (6H, 2CHj), 1.33-1.45 m (2H, CH,CHj;),
1.66-1.76 m (2H, CH,C,Hs), 2.57 T (2H, CH,C3H, J
7.6I'n),2.86T(2H, CH,,J1.9Tn),4.68 T (2H, OCH,,
J1.9Tm), 12.13 ym.c (1H, NH). Criextp 3¢, 8, M.
13.3 (CHj), 21.5 (CH,), 25.8 (2CHj;), 28.8 (CH,),
33.4 (CH,), 36.6 (CH,), 59.2 (OCH,), 69.7 (CMe,),
120.1, 126.6, 127.6, 157.0, 158.3, 164.1. Haiineno, %:
C 61.75; H 6.82; N 9.63. C,5H,(N,0,S. Beraucneno,
%: 61.61; H 6.89; N 9.58.

6,6-AumeTni-2-(3-meTuadyTmin)-3,5,6,8-rerpa-
ruapo-4H-nupano[4',3':4,5]Tueno[2,3-d|nupu-
muauH-4-oH (15). [lonyuen B3aumoneiicteuem 2.1 T
amuna 1 ¢ 1.3 r xmopaurunapuaa 5, Beixon 2.1 r (69%),
T.u1. 220-223°C. R; 0.67. UK cnextp, v, eM~': 1665
(CONH). Cmextp SIMP 'H, &, m.1.: 0.97 n (6H,
CHjgyy, J 6.6 '), 1.29 ¢ [6H, C(CH3),], 2.13-2.24
M (1H, CH), 2.44 n (2H, CHygyy, J 7.2 T), 2.86 T
(2H, OCCH,, J 1.8 I'm), 4.69 T (2H, OCH,, J 1.8 T'n),
12.14 yur.c (1H, NH). Cnexrp SIMP 3C, §, m.1.: 22.3
(2CHy), 23.5 (CH), 26.1 (2CHj3), 32.3 (CH,), 35.7
(CH,), 35.8 (CH,), 63.7 (CH,), 71.4, 124.0, 129.4,
133.9, 155.5, 160.0, 163.8. Hatineno, %: C 62.70; H
7.14; N 9.12. C,4H,,N,0,S. Boraucneno, %: C 62.71;
H 7.24; N 9.14.

2-(4-U3o00yTokcudenunn)-5,6,7,8-rerparuapo-
[1]0en3oTueno|2,3-dlnupumuann-4(3H)-on  (16).
[Tonyuen B3aumogeiictuem 1.8 r amuna 2 ¢ 2.1 r xyo-
pauruapuna 6, Berxon 2.4 T (68%), .. 225-226°C.

R; 0.58. VIK cnektp, v, cM': 1650 (CONH). Cniektp
SAMP 'H 5, m.1.: 0.99 1 (6H, CH;, J 6.6 T'), 1.69
(2H, CH,CH, J 6.6 T'm), 1.86 o (1H, CH, J 6.6 I'n),
1.81-1.90 m (2H, CH,), 2.77-2.81 m (2H, CH,), 4.05
T (2H, OCH,, J 6.6 I'r1), 6.90-6.96 M (2H) 1 8.12-8.18
M (2H, C4Hy), 12.10 ym.c (1H, NH). Cnexrp SAMP
B¢, §, mua: 19.2 (2CH3), 21.5 (CH,), 22.9 (CH,),
25.5 (CH,), 26.7 (CH,), 28.6 (CH), 75.6 (OCH,),
115.7 (2CH), 118.3,126.1, 127.7 (2CH), 128.2, 130.0,
155.6, 160.7, 160.9, 161.0. Haiizeno, %: C 67.84; H
6.19; N 7.95. C,yH,,N,0,S. Beruucneno, %: C 67.77;
H 6.26; N 7.90.

2-[4-(3-MeTundyrokcn)penuninl-5,6,7,8-rerpa-
ruapo|1]6enzorueno|2,3-dlnupumuaun-4-on (17).
[Tonyuen B3aumopeiicteuem 1.8 ramuna 2 ¢ 2.3 r xJ1o-
pauruapuna 7, Berxon 2.7 1 (73%), T, 225-226°C.
R;0.58. VIK cnektp, v, cM ' 1650 (CONH). Cniektp
SAMP 'H, §, m.i.: 0.99 51 (6H, CH;, J 6.6 T'm), 1.69 k
(2H, CH,CH, J 6.6 I'n), 1.78-1.82 m (1H, CH), 1.81—
1.89 M [4H, (CH,),], 2.72-2.81 m (2H, CH,), 2.96 T
(2H, CH,), 4.05 T (2H, OCH,, J 6.6 I'nn), 6.87-6.97 m
(2H)u 8.12-8.19 m (2H, C¢Hy), 12.10 ym.c (1H, NH).
Crnextp SIMP 13C, §, m.n.: 21.2 (CH,), 22.7 (2CH3),
22.9 (CH,), 25.5 (CH,), 25.6 (CH), 26.7 (CH,), 39.1
(CH,), 66.0 (OCH,), 114.9 (CH), 118.3, 126.8, 127.1
(2CH), 128.1, 130.0, 155.7, 160.6, 161.0, 161.7.
Haiineno, %: C 68.51; H 6.47; N 7.55. C,;H,4N,0,S.
Brrancaeno, %: C 68.45; H 6.56; N 7.60.

2-(1-beun3una-2-pennadTui)-3,5,6,7,8,9-rexca-
ruapo-4H-nukaorenrtal4,5]tueno[2,3-dlnupumu-
auH-4-on (18). Ilomyuen B3ammopeiictBuem 1.8 T
amuHa 2 ¢ 2.6 r xuopanruapusa 8, Berxox 2.5 1 (63%),
r.auL 270-273°C. R; 0.60. UK cnekrp, v, em 1 1655
(CONH). Criextp SIMP 'H, 8, m.1.: 1.60—1.77 m (4H,
2CH,), 1.85-1.94 m (2H, CH,), 2.76-2.84 m (4H,
2CH,), 3.12 n.n (2H, CH,, J 13.5, 8.5 I'ny), 3.18-3.24
M (2H, CH,), 3.25-3.36 m (1H, CH), 7.01-7.26 m
(10H, 2C¢Hs), 11.89 ym.c (1H, NH). Cnexrp SAMP
3¢, §, m.: 26.7, 27.2, 27.3, 29.2, 32.1, 38.7 (2C),
47.1, 121.0, 125.5 (2C), 127.6 (4C), 128.5 (4C),
134.5,135.9,139.0, 157.9, 158.7, 161.4. HaiineHo, %:
C 75.26; H 6.36; N 6.71. C,cH,cN,OS. Bbruucneno,
%: C 75.33; H 6.32; N 6.76.

2-bytna-3,5,6,7,8,9-rexcaruapo-4 H-uukio-
renrtal4,5)Tueno|2,3-dlnupumuaun-4-on (19). Ilo-
JIy4yeH B3aumozpencTsueM 1.9 r amuna 3 ¢ 1.2 T xJ10-
pauruapuna 4, Berxon 2.0 T (73%), Tt 298-300°C.
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R;0.61. K cnektp, v, cM': 1657 (CONH). Cniekrp
SAMP 'H, 8, m.1.:0.94 1 (3H, CH5,J7.3Tn), 1.32-1.44
M (2H, CH,CH3), 1.60-1.74 m (6H, 3CH,), 1.84-1.93
M (2H, CH,), 2.54 T (2H, CH,C3H,, J 7.5 '), 2.76—
2.82 M (2H, CH,), 3.21-3.27 M (2H, CH,), 11.97 ym1.c
(1H, NH). Cniextp AMP 13C, §, m.1.: 13.4, 21.5, 26.8,
27.1,27.4,289,29.1,32.1,33.3, 120.9, 134.3, 135.8,
156.2, 159.0, 161.6. Haiineno, %: C 65.11; H 7.34;
N 10.10. C;5H,(N,OS. Bpraucneno, %: C 65.18; H
7.29; N 10.14.

2-Houwnu-3,5,6,7,8,9-rekcaruapo-4 H-nukmao-
rental4,5|Tueno|2,3-dlnupumuann-4-ou (20). Ilo-
JmydeH B3aumopenctueM 1.9 r amuna 3 ¢ 1.9 r xio-
pauaruapuna 9, serxon 2.0 T (58%), .. 325-328°C.
R;0.59. VIK cnektp, v, cM': 1654 (CONH). Criextp
AMP 'H, §, m.a.: 0.80-0.96 m (3H, CHy), 1.22-1.37
M (12H, 6CH,), 1.60-1.77 m (6H, 3CH,), 1.85-1.94
M (2H, CH,), 2.53 T (2H, CH,CgH 7, J 7.5 I'n), 2.77—
2.82 M (2H, CH,), 3.22-3.27 m (2H, CH,), 11.96 ym.c
(1H, NH). Cniextp IMP 13C, §, m.1.: 13.6, 22.0, 26.7,
27.1, 27.3, 28.4, 28.6, 28.7, 28.8, 29.0, 29.1, 31.2,
32.1, 33.6, 120.9, 134.3, 135.8, 156.2, 158.9, 161.6.
Haiineno, %: C 69.41; H 8.68; N 8.01. C,)H;,N,OS.
Brruucieno, %: C 69.32; H 8.73; N 8.08.

2-(4-Hurtpodennn)-3,5,6,7,8,9-rekcaruapo-4 H-
nukjgaorenrtal4,5|tueno|2,3-dlnupumunanu-4-ou
(21). Ilonmyuen B3aumonmeiictBueMm 1.9 r ammua 3 ¢
1.8 r xmopanrunpuna 10, Beixox 2.0 T (58%), T.m.
322-324°C. Ry 0.59. UK crmextp, v, cM': 1653
(CONH). Cnextp AMP 'H, §, m.a.: 1.66-1.77 m
(4H, 2CH,), 1.86-1.95 m (2H, CH,), 2.73-2.80 M
(4H, 2CH,), 8.18-8.23 m (2H, CgH,), 8.30-8.35
M (2H, C¢Hy), 11.78 ym.c (1H, NH). Cnexrp SAMP
3¢, 8, M2 26.7, 27.5, 28.3, 28.5, 31.5, 97.9, 114.1,
122.6 (2C), 129.5 (2C), 131.8, 135.8, 137.9, 143.6,
149.2, 162.7. Haiineno, %: C 59.73; H 4.51; N 12.35.
C,7H5N305S. Beruucneno, %: C 59.81; H 4.43; N
12.31.

2-Ilukaorexcuna-3,5,6,7,8,9-rekcaruapo-4H-
nukjgorenrtal4,5|tueno|2,3-dlnupumuauu-4-on
(22). Ilomyuen B3ammoneiictBueM 1.9 r ammHa 3 ¢
1.5 r xnopanruapuza 11, Beixon 1.6 r (53%), ..
288-290°C. R; 0.60. UK cnekrp, V, em ' 1653
(CONH). Cnextp AMP 'H, §, ma: 1.21-142 m
(3H), 1.51-1.74 m (7H), 1.71-1.93 m (6H, 8CH,),
2.53 =t (1H, CH, J 11.7, 3.2 '), 2.75-2.82 m (2H,
CH,), 3.21-3.28 m (2H, CH,), 11.89 ym.c (1H, NH).
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Criextp SIMP 13C, 8, w1 25.2,25.4 (20), 26.8, 27.1,
27.4,29.1, 30.1 (2C), 32.2,42.2, 121.1, 134.4, 135.8,
159.1, 159.6 161.8. Haiineno, %: C 67.59; H 7.40; N
9.21. C;;H,,N,OS. Brruuciaero, %: C 67.51; H 7.33;
N 9.26.
2-(Audennameruni)-3,5,6,7,8,9-rexcaruapo-4 H-
uukjaorental4,5|tueno|2,3-dlnupumuaun-4-ox
(23). Ilonyuen B3aumoneiictBueMm 1.9 r amuHa 3 ¢
2.3 rxnopanruapuna 12, seixon 2.2 1 (57%), T.mi. 220—
223°C. R; 0.62. UK cmextp, v, cM 't 1662 (CONH).
Cnektp SIMP 'H, 3, m.j.: 1.61-1.71 M (4H, 2CH,),
1.82-1.91 m (2H, CH,), 2.66-2.73 m (4H, 2CH,), 5.56
c (1H, CH), 7.17-7.34 m (10H, 2C¢Hs), 11.56 ¢ (1H,
NH). Cnextp SIMP 13C, §, m.;1.: 26.8, 27.6, 28.2, 28.3,
31.5,55.0,95.0, 114.3, 126.3 (2C), 127.7 (4C), 128.2
(4C), 130.2, 135.0, 139.2, 144.3, 168.9. Haiineno, %:
C 74.47; H 5.83; N 7.29. C,4H,,N,OS. Bsluucneno,
%: C 74.58; H5.74; N 7.25.
2-(1-beun3ua-2-pennadTui)-3,5,6,7,8,9-rexca-
ruapo-4H-nukiorenrtal4,5]tueno|2,3-d|nupumu-
auH-4-oH (24). Ilomyden B3ammopeiictBueM 1.9 r
amuHa 3 ¢ 2.6 r xjopauruapuaa 8, Berxon 2.3 1 (56%),
T.uL. 261-263°C. R; 0.60. UK cnexrp, v, em 1t 1660
(CONH). Cniextp SIMP 'H, 8, m.1.: 1.60—1.77 m (4H,
2CH,), 1.85-1.94 m (2H, CH,), 2.76-2.84 m (4H,
2CH,), 3.12 n.n (2H, CH,, J 13.5, 8.5 I'ny), 3.18-3.24
M (2H, CH,), 3.25-3.36 m (1H, CH), 7.01-7.26 m
(10H, 2C¢Hs), 11.89 ym.c (1H, NH). Cnekrp SAMP
3¢, §, m.: 26.7, 27.2, 27.3, 29.2, 32.1, 38.7 (2C),
47.1, 121.0, 125.5 (2C), 127.6 (4C), 128.5 (4C),
134.5,135.9,139.0, 157.9, 158.7, 161.4. HaiineHo, %:
C 75.26; H 6.36; N 6.71. C,cH,cN,OS. Bpruucneno,
%: C 75.33; H6.32; N 6.76.
2-(Pypan-2-ua)-3,5,6,7,8,9-rekcaruapo-4H-
nukjgorenral4,5|tueno|2,3-dlnupumuanu-4-on
(25). Ilonyuen B3aumonericteuem 1.9 r amuna 3 ¢
1.3 r xnopanruapuaa 13, Beixox 1.8 r (63%), T.IuL
197-200°C. R; 0.59. UK cmektp, v, cM :1655
(CONH). Cniextp SIMP 'H, §, m.1.: 1.64—1.78 m (4H),
1.88-1.96 m (2H), 2.80-2.88 m (2H) u 3.24-3.35 m
(2H, C;H ), 6.57 n.x (1H, HYy,, J 3.6, 1.8 Tm), 7.49
na(1H, HYy,y,J3.6,0.7Tw), 7.71 na (1H, H,y, J 1.8,
0.7 Tm), 12.16 yur.c (1H, NH). Cnextp AMP 13C,
o, m.a.: 23.2 (CH,), 26.1 (CH,), 27.9 (CH,), 31.4
(CH,), 31.7 (CH,), 108.8 (CH), 115.3 (CH), 123.5,
129.1, 1343, 141.5, 1443 (CH), 148.3, 162.9,
167.3. Beruncneno, %: C 62.92; H 4.93; N 9.78.
Cy5H4N,0,S. Haiineno, %: C 62.90; H4.91; N 9.76.



1156 UCAXAHSH u p.

3AKJIIOYEHHNE

W3ydeHs! ycI0BHS peakiny alliInpOBaHUs 2-aMHU-
HO-3-1IMaHOIUKIIOAIKAH[ b | THO(EHOB B CYyXOM JHOK-
caHe Py KOMHATHOH TeMIieparype ¢ UCTI0Ih30BaHUEM
XJIOPAHTHJIPHJIOB apOMAaTHYCCKUX M anu()aTHICCKUX
KapOOHOBBIX KHCIIOT. PazpaboTaHkl oITHMAaIIBHEIE yC-
JIOBUS LIUKJIM3AIMH 2-aMHUHO-3 -1THaHOITUKI0AIKaH[ b |-
tHoeHoB (Temmeparypa, BpeMs O0apOOTHpOBaHUS
XJIOPHUCTOBOJIOPOTHBIM T'a30M) C XOPOIIMMH BBIXOJIa-
mu. VccnenoBanust OMOIOTHYECKON aKTHBHOCTH Oy-
JIyT TIPOJIOJDKEHBI U TIO JIPYTUM HaIIPaBICHUSIM.
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Synthesis and Antibacterial Activity of the Cyclic 2-Substituted
Thyenopyrimidin-4-Ones by Bubbling with Hydrochloric Gas
of Cycloalkane[b]-2-(/V-Acylamino)-3-Cyanothiophenes
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The reaction of acylation of some 2-amino-3-cyanocycloalkane[b]thiophenes with chlorides of various carboxyl-
ic acids gave the corresponding cycloalkane[h]-2-(N-acylamino)-3-cyanothiophenes, bubbling with hydrochloric
gas from an alcoholic solution of amidonitriles to obtain cyclic 2-substituted thienopyrimidin-4-ones. The study
of the antibacterial activity of the compounds against gram-positive and gram-negative microorganisms showed
that most of them exhibit a weak antibacterial effect against staphylococci.

Keywords: acylation, amidonitriles, 2-amino-3-cyanocycloalkane[b]thiophenes, antibacterial activity, bubbling,
cyclic 2-substituted thienopyrimidin-4-ones
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