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Ha 6ase 4'-amnHo-1'H-cnupo[umknorentan-1,2'-HadtanuH]-3'-kapboHnTpuna (aMMHOHWUTPWI)
CVHTE3MpPOBaHbl AM3aMeLLEeHHbIN U MOHO3aMeLL&HHble amuibl. V13 MOHO3aMelLeHHbIX amuaoB B
TOKE CyXOro XropuCTOro BoAopoda MoslyyeHbl cOooTBeTCTBYHWME 6eHso[h]xuHasonuHbl. N3 2-ce-
HUN3ameLLéHHoro 6eH3o[h]xuHasonMHa cuHTe3anpoBaH 3-meTun-2-peHnnbéeHso[h]xmHasonuH. KoH-
JeHcauuen amMvHOHUTpWUNA C AWUXIIOPaHTMAPVMAOM SHTapHOW KUCMOTbl nonyyeH 4'-(2,5-gunokco-
nupponuaunH-1-un)-1'H-cnnpo[umnknorenTtan-1,2'-HadTanunH]-3'-kapboHuTpun. M3yveHsl NpoTUBOOMY-
xonesble 1 aHTUbaKTepuanbHble CBOVWCTBA CUHTE3VPOBAaHHbLIX cCoeanHeHun. B pesynbtate nccne-
[OBaHNIN YCTAHOBIIEHO, YTO U3YYEHHblE COEAUHEHMS 0bnaaaloT NPOTUBOOMYXONEBOW aKTUBHOCTbLIO

1 He NposIBNSOT aHTMBaKTepuansHOW akTUBHOCTY.
Puc. 1, 6ubn. ccbinok 20.

JlutepaTypHble NaHHBIC TMOKa3bIBAIOT, YTO MPOU3BOAHBIC OcH30[h]xu-
HA30JIMHOB TPOSIBIIIOT Pa3HOOOpa3HbIe OHMOJIOTMYCCKHE CBOWCTBA U SIB-
JISTFOTCSL TIEPCTIEKTUBHBIMU JIJIS1 TIOUCKA OMOJIOTUYECKUI aKTHBHBIX BEIIECTB
(PAB) [1-14]. Hamm nipeapiaymiye uccaea0BaHus CBUACTEILCTBYIOT O TOM,
YTO CpeIu CUHTE3UPOBAHHBIX paHEe IMPOM3BOAHBIX OCH30XHWHA30JMHOB
MMEIOTCS COCNMHEHUSs, OO0JaNaroniie 3HAYUTEIHHBIMU TPOTHUBOOIYXOJIC-
BBIMH, aHTHOAKTEPHATLHBIMU, aHTUMOHOAMUHOKCUAA3HBIMU M TICUXOTPOII-
HbIMH cBoMcTBamH [15-19].

Konnencanueit  4'-amuno-1'H-criupo[uumkinorenran-1,2'-nadpranun]-3'-
kapooruTpuia (1) [15] ¢ SKBUMOJISIPHBIMU KOJMYECTBAMH XJIOPAHTHUIPH/IOB
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(ykcycHoH, OeH30iHOM, (peHMITyKCyCcHON U 2,2-TUMETUITETparuaponpaH-
4-kapOoHOBO# KHCIOThI) monydeHbl N-(3'-mmano-1'H-cnimpo[ukiorentan-
1,2'-nadranun]-4'-wn)-2-3aMenieHaple aMmuabl 2-5. B ciiydae nmpumeHeHHs
n30bITKa aneTws xjopuaa noiydeH Toibko N-anertwmn-N-(3’-umano-1"H-
crimpo[1kiorentan- 1,2’ -nadranuu]-4’-wn)anetamun  (6). Konnencarueit
AMHHOHHUTPWJIA C JUXJIOPAHTUAPUIOM SHTAPHON KHUCIOTHI B CyXOM OeH30I1e
MOJyYeH IHANMINPOBAHHBIN TPOAYKT- 4'-(2,5-nnokconupponuand-1-mn)-
1'H-criupo[uukiorentan-1,2'-napranun]-3'-kapoouutpuwit (7). MoHo3ame-
IICHHBIE aMHIbl 2-5 B a0COJIOTHOM 3TaHOJIE, B TOKE CYXOT0 XJIOPHCTOTO
BOJOPOJa, LUKIM30BaHbl B COOTBETCTBYIOIIME 2-3aMelleHHble-3H-cru-
po[6en3o[h]xunazonuu-5,1'-nuknorenrtan]-4(6H)-ousr 8-11. Ankunuposa-
nuem  2-penmn-3H-crmpo[0enzo[h]xunazonun-5,1'-nuknorenran]-4(6H)-
ona (9) cuntesmpoBan 3-meTmi-2-hermt-3H-cnupo[6enso[h]xunazonun-
5,1"-muknorentan]-4(6H)-on (12).
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2,8. R= CHa: 3,9. R= CgHs: 4,10. R= CH2CgHs: 5,11. R= 2,2-gumeTunteTparnaponupaH-4-un

M3y4eHsl MPOTUBOOITYXOJIEBbIE U aHTUOAKTEPHATIbHBIE CBOHCTBA CHHTE-
3UPOBAHHBIX COEANHEHUH.

[TpoTHBOOITYX0JIEBYIO0 aKTHBHOCTh COSTMHEHUH N3y4allil Ha MOJIENH TIe-
peBuBaeMoil omyxonu Mbimiel - capkome 180. TepaneBruueckuil 3pdexT
OLICHUBAJIM TI0 TNPOLEHTY TOPMOXEHHUSI POCTA OIMYXOJU MO OTHOLICHUIO K
koHTposto [20]. Ycranorneno, uto coenunenus (3,5,6,9,10,11,12 B mozax
150-200 Mr/kr oka3pIBalOT Ciaboe WIM YMEPEHHOE TepaneBTHYECKOe
nevictBue, yraeras poct capkomsl 180 Ha 11-50 % (P <0.05).
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AHTHOAKTepUaTbHYIO0 aKTUBHOCTh COCTMHEHUI U3ydaan METOJ0M Iu(-
¢y3um B arape npu MEUKpoOHOW Harpy3ke 20 MJIH MUKPOOHBIX Tel Ha 1 M
cpenpl. B kauecTBe TecT-OOBEKTOB HCIIOIB30BAIM T'PAMIOIOKHUTEIbHBIC
crapunokokku (Staph. Aureus 209p, 1) u rpamMOTpHULIATENIbHBIC MATOYKH
(Sh.dysenteriae Flexneri 6858, E. Coli 0-55). YcraHoBieHO, 4TO CHHTE-
3UPOBAaHHBIE COCTMHEHNUS HE MIPOSBIIAIOT aHTUOAKTEPHAIHLHON aKTUBHOCTH.

3KCHepI/IMeHTaHLHaﬂ qacCThb

HK-cniexkTpsl coemuHeHHid CHATBI Ha crekrpodoromerpe «FT-IR
NEXUS» B BazenuuoBoM Macne, crektpsi IMP 'H (300 MHz, IMCO-
d6/CCls 1/3) u BC (75 MHz, IMCO-d6/CCls 1/3) 3aperucTpupoBaHsl Ha
npubope «Varian Mercury-300», BHyTpeHHHe cTaHmapTel - TMC wim
I'MJIC. TCX mpoBenena Ha mractunkax «Sorbfill?y, npossurens - mapsr
nona.

N-(3'-Iluano-1"H-cnupo[uukaorenran-1,2'-nadranun]-4'-un)-2-
3aMeleHHbIe aMuabl 2-5 (o6mas meroauka). Cmech 5.04 2 (0.02 mons) 4'-
amuHo-1'H-crimpo[mkiorenrtan-1,2'-Hadranu]-3'-kapOoHUTpHIIa [15],
0.02 mons xmopaHTHAPHUIA COOTBETCTBYIOMICH KUCIOTHI B 50 Mz abCooT-
HOTO OCH30J1a KUIIATUIIN C OOPaTHBIM XOJIOAWILHHKOM B Teuenue 8 4. [Toc-
Jie yIajieHus pacTBOPUTEINS OCTAaTOK MepekpucTain3osbiBanu u3 70 % sta-
HOJIA.

N-(3'-Iluano-1' H-cnupo[umukiaorentan-1,2'-nadramun]-4'-uin)aie-
tamuj (2). Beixon 3.46 2 (59 %), 1. mn. 197-198 °C, Rf 0.42 (stmnanerar-
6emson, 1:2). MK-cmextp, v, cv’: 3163 (NH), 2200 (CN). 1673 (C=0O
amun), 1617 (C=C), 1595 (C=C apom.). Criektp SIMP 'H: 1.46-1.74 (10H,
M, rukiorentan), 1.76-1.87 (2H, m, uuknorenran), 2.09 (3H, ¢, CHs), 2.84
(2H, ¢, CiHy), 7.13-7.30 (4H, ™, apom.), 9.62 (1H, c, NH). Cnekrp SIMP
13C: 22.4 (CHs), 22.5 (2xCH; nukmorentan), 29.8 (2xCH, nukiorenTan),
36.6 (2xCH muxmorenran), 38.4 (C2), 39.2 (CHz), 1155 (C3), 116.5
(C=N), 124.4 (CH apom), 126.1 (CH apom.), 127.8 (CH apom.), 129.4 (CH
apom.), 129.4 (C apom.), 135.0(C apom.), 143.7 (C4), 167.7 (C=0).
Haiineno, %: C 77.68; H 7.46; N 9.40. C19H22N20. Beruucieno, %: C 77.52;
H 7.53; N 9.52.

N-(3'-Iluano-1"H-cnupo[uukaorenran-1,2'-nadranun]-4'-ui)den-
samua (3). Beixon 5.8 2 (81 %), 1. . 183-185 °C, Rf 0.45 (srmmanerar-
6emnson, 1:2). UK-cmektp, v, cv™: 3251 (NH), 2210 (CN), 1682 (C=0
amun), 1604 (C=C apom.). Cmextp SIMP 'H: 1.50-1.77 (10H, M, muk-
norentan), 1.83-1.94 (2H, m, uuknorenran), 2.91 (2H, ¢, CH,), 7.16-7.23
(2H, M, apom.), 7.25-7.32 (2H, m, apom.), 7.45-7.59 (3H, M, apom.), 8.00-
8.05 (2H, M, apom.), 10.10 (1H, ¢, NH). Cnextp AMP 3C: 22.5 (2xCH;
ukorenTan), 29.8 (2xCHz apom.),), 36.6 (2xCHa iukiiorentan), 38.5 (C2),
39.4 (CHy), 116.5 (C=N), 116.9 (C3), 124.4 (CH apom.), 126.2 (CH apom.),
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127.7 (4xCH apom.), 127.9 (CH apom.), 129.5 (CH apom.), 129.6 (C apom.),
131.1 (CH apom.), 133.4 (C apom.), 135.0 (C apom.), 144.2 (C4), 165.1
(C=0) Haiigeno, %: C 80.98; H 6.65; N 7.71. C24H24N20. Brruncneno, %:
C 80.87; H 6.79; N 7.86.
N-(3'-Iluano-1'H-cnupo[uukaorentan-1,2"-nadranun]-4'-ui)-2-de-
Huwianeramua (4). Beixox 3.5 2 (93 %), .t 271-272 °C, Rf 0.73 (o1H-
nanerar-6enson, 1:2). MK-cektp, v, ev: 3193 (NH), 2202 (CN), 1668
(C=0), 1634 (C=C apom.). Cnextp SAMP H: 1.46-1.74 (10H, M, mmKiO-
rentaH), 1.76-1.87 (2H, m, nuknorenran), 2.83 (2H, c, CH»), 3.79 (2H, c,
CH»-Ph), 7.05-7.17 (3H, m, apom.), 7.15-7.27 (2H, M, apom.), 7.27-7.35 (2H,
M, apom.), 7.35-7.42 (2H, M, apom.), 9.82 (1H, ¢, NH). Criextp SIMP *C:
22.5 (2xCH2 mwmknorentan), 29.7 (2xCHz mmknorentan), 36.6 (2xCHaz
mukorenTan), 38.4 (C2), 39.3 (CHy), 42.2 (CH,-Ph), 115.7 (C3), 116.5
(C=N), 124.2 (CH apom.), 126.0 (CH apom.), 126.1 (CH apom.), 127.7
(2xCH apom.), 127.8 (CH apom.), 128.9 (2xCH apom.), 129.3 (C apom.),
129.4 (CH apom.), 134.1 (C apom.), 135.2 (C apom.), 143.6 (C4), 168.8
(C=0). Haiineno, %: C 81.17; H 7.15; N 7.42. Cy5H26N20. Beruucneno, %:
C 81.05; H 7.07; N 7.56.
N-(3'-Iuano-1'H-cnupo[uukiorentan-1,2'-napranuu]-4"-uni)-2,2-
auMeTuaTeTparuapo-2H-nmupan-4-kapooxkcamun (5). Beixon 6.3 2 (80
%), T. 1. 247-248 °C, Rt 0.70 (3tmnanerar-6enson, 1:2). UK-cmektp, v,
em: 3229 (NH), 2203 (CN), 1669 (C=0 amun), 1616 (C=C), 1600 (C=C
apom.). Cnextp IMP ‘H: 1.21 (3H, ¢, CHs), 1.24 (3H, ¢, CHs, trn), 1.47-
1.89 (16H, m, 12H, uuknorenrtad, 4H.m), 2.76-2.88 (1H, m), 2.84 (¢, 2H,
CHy), 3.55-3.75 (2H, m, Trm), 7.13-7.30 (4H, M, apom.), 9.53 (1H, ¢, NH).
Crextp SIMP 3C: 21.5 (CHj3), 22.5 (2xCH; nukmorentan), 28.1 (CHy), 29.7
(2xCH2 uukiorentan), 31.1 (CHs), 36.6 (CH: uukmorenran), 36.7 (CHz
mukiorentan), 37.5 (CHy), 38.3 (C2), 38.4 (CH), 39.3 (CH>), 59.6 (CH>),
70.2 (C), 115.6 (C3), 116.4 (C=N), 124.2 (CH apom.), 126.1 (CH apom.),
127.8 (CH apom.), 129.4 (CH apom.), 129.4 (C apom.), 134.9 (C apom.),
1435 (C4), 1729 (C=0). Haiineno, %: C 76.33; H 8.38; N 7.27.
Ca5H32N20,. Beruucaeno, %: C 76.49; H 8.22; N 7.14.
N-Auernia-N-(3’-unano-1’H-cnupo[uuknorenran-1,2’-nadgraaunu]-
4-un)aneramua (6). Cmece 2.52 2 (0.01 mons) 4'-amuno-1'H-cru-
po[tmkiorentan-1,2'-Hadranus]-3'-kapoorurpuiaa (1), 2.35 2 (0.03 monn)
anerwxiopuna u 20 mz abCcoOMOTHOrO OEH307a KHUISITWIM C OOpaTHBIM
xonoawibHUKOM B TedeHue 10 u. [Tocne ynaneHust pacTBOpPUTENS OCTaTOK
nepekpucran3oBbiBaiu u3 70 % stanona. Beixox 2.7 2 (80 %), T. ut. 106-
108 °C, R¢ 0.68 (stunanerar-6enson, 1:2). UK-crektp, v, cm’: 2208 (CN),
1713 (C=0 cm), 1612 (C=C), 1600 (C=C apom.). Cnextp IMP *H: 1.50-1.77
(10H, wm, numkmnorentan), 1.79-1.91 (2H, m, nuknorentan), 2.34 (6H, c,
2%(CH3)), 2.95 (2H, ¢, CHy), 7.08-7.14 (1H, m, apom.), 7.23-7.39 (3H, M,
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apom.). Criextp SIMP 3C: 22.3 (2xCH; muxnorenran), 25.0 (2x(CHs)), 29.6
(2xCH2 nuknorenran), 35.8 (2xCHz nukiorenran), 38.5 (C2), 39.3 (CHy),
115.0 (C=N), 115.0 (C3), 122.9 (CH apom.), 127.0 (CH apowm.), 128.5 (CH
apom.), 128.6 (C apom.), 130.6 (CH apom.), 135.2 (C apom.), 146.1 (C4),
170.0 (2x(C=0)). Haiineno, %: C 74.80; H 7.03; N 8.45. Cz1H24N20s.
Brruncieno, %: C 74.97; H 7.19; N 8.33.
4'-(2,5-Inoxconuppoauaun-1-wi)-1"H-cnupo[uukiaorenran-1,2'-
HadTanun]-3'-kapoouutpui (7). Cmech 2.52 2 (0.01 mons) 4'-amuno-1'H-
cnupo[ukiorentan-1,2"-Hadranun]-3'-kapoonurpuaa (1), 1.704 2 (0.01
MOJIb) AMXJIOPAHTHAPHUIA SHTAPHOM KUCIOTH u 150 ar aGcomoTHOTO GeH-
30JIa KUILATUIN ¢ 06paTHEIM XonoguabHuKoM B TeueHue 10 u. [Tocne yna-
JICHUSI PACTBOPUTENSI OCTATOK IMepekpucTaum3oBbiBain u3 70 % sraHoina.
Beixox 1.5 2 (43 %), 1. 1. 200-202 °C, Rs 0.63 (stmnanerar-6enson, 1:2).
UK-ciextp, v, cM: 1657 (C=0 ammz), 2210 (CN), 1629 (C=C), 1608 (C=C
apom). Criexktp IMP *H: 1.50-1.77 (10H, m, muxnorentan), 1.80-1.92 (2H,
M, nukiorenran), 2.82-3.10 (4H, m, 2xCH; nuknonenranaunon), 2.94 (2H, c,
CHy), 7.15-7.26 (3H, ™, apom.), 7.29-7.36 (1H, m, apom.). Criextp SIMP °C:
22.4 (2xCH; muknorenTtan), 28.5 (2xCH» nukionenranauon), 29.7 (2xCH;
mukiorentan), 36.3 (2xCH» nuknorentan), 38.7 (C2), 39.23 (CHy), 115.1
(C=N), 121.9 (C3), 124.0 (CH apom.), 126.6 (CH apom.), 127.6 (C apom.),
128.2 (CH apom.), 130.4 (CH apom.), 134.7 (C apom.), 140.4 (C4), 174.2
(2x(C=0)). Haiineno, %: C 75.29; H 6.75; N 8.49. Cy1HxN20;.
Brramcneno, %: C 75.42; H 6.63; N 8.38.
2-3amemennbie-3H-cnupo|6en3o[h]xunazomun-5,1"-nmukiaorenran]-
4(6H)-onbI 8-11 (o6mias metoauka). Yepes cmech 3.56 2 (0.01 mons) N-(3'-
nuaHo-1'H-criupo[uuknorenran-1,2'-nadranun]-4'-wi)amunos 2-5 u 50 ma
aOCOJIFOTHOTO JTaHOJA MPHU KOMHATHOM TeMmIeparype MpOIMYyCKald TOK
CYXOT'0 XJIOPUCTOrO BOAOpOJa B TeueHue 4 u, 3aTeM CMeCh KUIATUIN 3 u.
Oxnaxnanu u npubasisiiav 20 ma BOABI, BbIIABIINE KPUCTAIIBI OT(QUIBT-
POBBIBANIM, THIATENILHO MPOMBIBATM BOJOW W MEPEKPHCTAIUIN30BBIBAIN M3
3TaHOJIA.
2-Metui-3H-cnupo[6enso[h]|xuna3zonun-5,1"-uukaorenran]-4(6H)-
oH (8). Bexon 2.26 2 (77 %), 1. . 277-279 °C, Rt 0.65 (3Tmnanerat-
6emson, 1:2). UK-cmextp, v, cu™: 3275 (NH), 1637 (C=0), 1611 (C=C
apom). Criextp SIMP 'H: 1.32-1.42 (2H, m, nuknorentan), 1.43-1.68 (6H, M,
mukiorentan), 1.70-1.84 (2H, m, uukiorenrtan), 2.32 (3H, ¢, CHa), 2.34-
2.40 (2H, m, mukorentan), 2.84 (2H, ¢, CeH2), 7.08-7.13 (1H, M, apom.),
7.18-7.28 (2H, M, apom.), 8.01-8.06 (1H, M, apom.), 12.05 (1H, c, NH).
Crextp SIMP °C: 20.5 (CHs), 23.7 (2xCH; nuknorenran), 29.4 (2xCH,
mukiorenTan), 35.5 (2xCHz nukiorentan), 39.4 (C5), 39.9 (CeH.), 125.2
(CH apom.), 125.6 (C4a), 125.7 (CH apom.), 127.0 (CH apom.), 129.1 (CH
apom.), 132.4 (C apom.), 136.0 (C apom.), 152.9 (C10p), 155.4 (C2), 161.7
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(C=0). Haiineno, %: C 77.38; H 7.66; N 9.68. C19H22N20. Beruucieno, %:
C 77.52; H7.53; N 9.52.
2-®enun-3H-cnupo[6enszo[h|xunazonun-5,1"-uukaorenran]-4(6H)-
o (9). Beixoz 3.0 2 (84 %), T. 1. 313-314 °C, Rf 0.66 (3THnamerar-0eH3011,
1:2). UK-cnekTp, v, e 3200-2350 (NH), 1622 (C=0), 1600 (C=C apom.).
Cnextp AMP 'H: 1.42-1.74 (8H, M, muknorenTan), 1.76-1.90 (2H, M, uuk-
norenTtan), 2.39-2.49 (2H, m, nukinorentan), 2.92 (2H, ¢, CeH2), 7.14-7.20
(1H, m, apom.), 7.25-7.33 (2H, m, apom.), 7.43-7.51 (3H, M, apom.), 8.19-
8.25 (1H, M, apom.), 8.27-8.32 (2H, m, apom.), 12.49 (1H, ¢, NH). Crektp
SMP ¥C: 23.8 (2xCH; muknorentan), 29.4 (2xCH; mukmnorenran), 35.5
(2xCHaz mukimorentan), 39.7 (C5), 39.8 (CeH2), 125.3 (CH apom.), 125.9
(CH apom.), 126.5 (C4.), 127.3 (CH apom.), 127.2 (2xCH apom.), 127.8
(2xCH apom.), 129.4 (CH apom.), 130.4 (CH apom.), 132.3 (C apom.), 132.5
(C apom.), 136.2 (C apom.), 153.1 (C10y), 153.6 (C2), 162.3 (C=0).
Haiineno, %: C 80.74; H 6.92; N 7.69. C24H24N20. Brruuncieno, %: C 80.87;
H 6.79; N 7.86.
2-bensnin-3H-cnupo[oen3o[h|xuna3zoaun-5,1"-nukiaorentan]-4(6H)-
on (10). Brixoxg 1.7 2 (46 %), 1. 1. 346-347 °C, Rf 0.75 (sTunanerar-
6emson, 1:2). UK-cmektp, v, cvt: 3280 (NH), 1639 (C=0), 1611 (C=C
apom.). Criexktp IMP ‘H: 1.33-1.43 (2H, M, uuknorenran), 1.44-1.68 (6H,
M, nukiorenrtad), 1.70-1.85 (2H, m, tuknorenrtan), 2.29-2.40 (2H, M, 1uk-
norentan), 2.85 (2H, ¢, CeH2), 3.88 (2H, ¢, CH.-Ph), 7.09-7.14 (1H, wm,
apom.), 7.15-7.31 (5H, m, apom.), 7.39-7.45 (2H, m, apom.), 8.03-8.08 (1H,
M, apom.), 12.27 (1H, ¢, NH). Criexp IMP 13C: 23.7 (2xCH; nuxnorenTan),
29.4 (2xCH2 muknorenran), 35.5 (2xCH; mukmorenran), 39.4 (C5), 39.8
(CeH2), 40.2 (CH2-Ph), 125.3 (CH apom.), 125.8 (CH apom.), 125.9 (C4.),
126.1 (CH apom.), 127.0 (CH apom.), 127.7 (2xCH apom.), 128.6 (2xCH
apom), 129.2 (CH apom.), 132.4 (C apom.), 136.0 (C apom.), 136.1 (C
apom.), 153.0 (C10y), 157.3 (C2), 161.7 (C=0). Haiineno, %: C 81.18; H
7.19; N 7.41. C5H26N20. Beruucaeno, %: C 81.05; H 7.07; N 7.56.
2-(2,2-Aumernarerparuapo-2H-nupan-4-uin)-3H-cnu-
po[6en3o[h]xunazonun-5,1"-mukaorentan]-4(6H)-on (11). Beixog 2.62 2
(67 %), T. 1. 276-277 °C, R¢ 0.76 (3tunauerar-6enson, 1:2). UK-cnektp, v,
emt: 3180 (NH), 1646 (C=0), 1608 (C=C apom.). Crextp SIMP *H: 1.20
(3H, ¢, CH3), 1.24 (3H, ¢, CH3), 1.34-1.46 (2H, M, tiukiorenrtan), 1.46-1.96
(12H, m, 8H, muknorenTan, 4H), 2.30-2.43 (2H, M, ukinorenTan), 2.85 (2H,
¢, CeH2), 2.94 (1H, 1, J=11.8 I'y), 3.60-3.77 (2H, m), 7.09-7.14 (1H, ™,
apom.), 7.19-7.29 (2H, m, apom.), 8.04-8.09 (1H, m, apom.), 12.01 (1H, c,
NH). Criextp SIMP *3C: 21.3 (CH3), 23.7 (2xCH, nuknorentan), 29.1 (CHy),
29.4 (2xCH; mukmorenran), 31.1 (CHz3), 35.5 (2xCH; nukiorenran), 35.7
(CH2), 39.4 (CH), 39.8 (C5), 39.9 (CeH>), 59.8 (CH.), 70.4 (C ), 125.3 (CH
apom.), 125.8 (CH apom.), 125.9 (C4.), 126.9 (CH apom.), 129.1 (CH
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apom.), 132.6 (C apom.), 136.0 (C apom.), 152.8 (C10y,), 160.9 (C2), 161.8
(C=0).Haiineno, %: C 76.65; H 8.08; N 7.30. C2sH32N20>. Beraucieno, %:
C 76.49; H 8.22; N 7.14.
3-Metni-2-pennn-3H-cnupo[oenzo[h]xunazomun-5,1"-nukiaoren-

taH]-4(6H)-on (12). Cmech 1.78 2 (0.005 monsn) 2-pennn-3H-crmpo[OeH-
3o[h]xunazonun-5,1"-uknorentan]-4(6H)-ona (9), 1.42 2 (0.01 monsq)
MeTu1 Homauaa u 25 mz aGCOJMIOTHOrO 3TaHOJa KHUISITUIM C OOpaTHBIM
XOJIOMMIIBHAKOM B TeueHne 8 u. Oxiakaainu, oOpa3oBaBIINECs KPHCTAILIBI
OT(GUIBTPOBBIBAIM, NPOMBIBAIMA BOJIOW W IEPEKPUCTALIM30BBIBAIN U3
sranona. Beixox 1.7 2 (92 %), 1. . 314-315 °C, Rf 0.61 (srtumanerar-
6emson, 3:4). UK-ciextp, v, cv™: 1651 (C=0), 1604 (C=C apom.). CriekTp
SIMP *H: 1.39-1.73 (8H, M, muxiorentan), 1.77-1.91 (2H, m, mukiorenTan),
2.33-2.44 (2H, m, nukiorentan), 2.93 (2H, c, CsHz), 3.41 (3H, c, CHj3),
7.13-7.32 (3H, ™, apom.), 7.49-7.55 (3H, M, apom.), 7.61-7.67 (2H, M,
apom.), 8.01-8.06 (1H, m, apom.). Crextp SIMP °C: 23.9 (2xCH, mmxio-
rernrad), 29.7 (2xCH; muknorenran), 33.6 (CHas), 35.5 (2xCH: nukio-
rentaH), 39.9 (C5), 40.1 (CeH2), 125.0 (CH apom.), 125.5 (C4,), 125.9 (CH
apom.), 127.1 (CH apom.), 127.8 (2xCH apom.), 127.9 (2xCH apom.), 129.3
(CH apom.), 129.4 (CH apom.), 132.0 (C apom.), 135.0 (C apom.), 136.0 (C
apom.), 151.0 (C10y), 157.2 (C2), 165.1 (C=0). Haiineno, %: C 81.21; H
7.22; N 7.41. CosH26N20. Beruucaeno, %: C 81.05; H 7.07; N 7.56.

4" BUPUN-1H-UNP N [8PYINZEASUL-1,2- VUY R UL U] -3 YU RNURSMPLR USPINRUT

U.h. UULUNU3UY, U.U. U.840.980.0, U.2. U.LMPELSUY, U.U. UUU8UY,
3.2, LrUGL8LYL

4wl pin-1"H-myppn[gplyndbupnwi-1,2" b fug pin]-3'-huppaipunpfyp

plign[h]pupimgnpiibp: 2-$bufypmbqulpupfusd  pkign[R]pfimgnpipy  opi-
Play & 3-dbppy-2-$bufypbign[h]pupliwqnfii: Uwfuffdfp ppopabSpyppnf
4171.!1 uILyﬁilulilﬁlnFﬁlfl l[ﬂilll.biluljulil LHFII.JnLil#ﬂLLF uuuugl.lbl t 4‘-(2,5-[},’0@-
unwppngfigfi-1-py)-TH-uwgppn[gplyn5bugmwi-1,2' G fugpi] -3'-luppbpnpfy
”LunLL).ilLuuflﬂlel bil u/lilﬁqulula li/lulgﬂL/;JnLiliIbFﬁ 4LLI[ILLH1LI‘LI1LH#LLIJI1L ll. G.Ll.ll[ul-
Full[l.ﬂbﬁ/lull 4‘Lulﬂl[ﬂL/t7!nLiliIb[1[l: Zbl.ﬂulllﬂl.ﬂnL[;!ulil WFI}JHLL#HLLY ll[wplll[bl 4‘, I1[1
I}Fmilﬂ nLillTil ‘l“LLll[LunLﬂ.ﬂLg‘pul!ﬁiI lL ZﬂLilbil 4ull[ulFull[u1b[1/1ull ull[mﬁLlﬂL[(;JﬂLil :
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ACYLATION OF 4'-AMINO-1'H-SPIRO[CYCLOHEPTANE-1,2"-
NAPHTHALENE]-3'-CARBONITRILE

A. . MARKOSYAN", A. S. AYVAZYAN, S. H. GABRIELYAN, S. S. MAMYAN
and F. H. ARSENYAN

The Scientific Technological Center of Organic
and Pharmaceutical Chemistry NAS RA
26, Azatutyan Str., Yerevan, 0014, Armenia
“E-mail: ashot@markosyan.am

By the interaction of 4'-amino-1'H-spiro[cycloheptane-1,2'-naphthalene]-3'-carbo-
nitrile (aminoritrile) with equimolar amounts of acid chlorides of various carboxylic
acids, N-(3'-cyano-1'H-spiro[cycloheptane-1,2'-naphthalen]-4'-yl)acetamide, N-(3'-
cyano-1'H-spiro[cycloheptane-1,2'-naphthalen]-4'-yl)benzamide, N-(3'-cyano-1'H-spi-
ro[cycloheptane-1,2'-naphthalen]-4'-yl)-2-phenylacetamide and N-(3'-cyano-1'H-spiro
[cyclo-heptane-1,2'-naphthalen]-4'-yl)-2,2-dimethyltetrahydro-2H-pyran-4-carboxamide
were synthesized. Condensation of aminonitrile with succinic acid dichloride in dry
benzene gave the diacylated product 4'-(2,5-dioxopyrrolidin-1-yl)-1'H-spiro[cyc-
loheptan-1,2'-naphthalene]-3'-carbonitrile. Monosubstituted amides in absolute ethanol,
in a stream of dry hydrogen chloride, were cyclized to the corresponding
2-substituted-3H-spiro[benzo[h]quinazoline-5,1'-cycloheptan]-4(6H)-ones. By alkyla-
tion of 2-phenyl-3H-spiro[benzo[h]quinazoline-5,1'-cycloheptan]-4(6H)-one, 3-methyl-
2-phenyl-3H-spiro[benzo[h] quinazoline-5, 1'-cycloheptane]-4(6H)-one was synthe-
sized. The antitumor (sarcoma 180) and antibacterial properties (gram-positive stap-
hylococci Staph. Aureus 209p, 1 and gram-negative rods Sh.dysenteriae Flexneri 6858,
E. Coli 0-55) of the synthesized compounds were studied. It was found that compounds
at doses of 150-200 mg/kg had a weak or moderate antitumor effect, inhibiting the
growth of sarcoma 180 by 11-50% (P<0.05), but did not show antibacterial activity.
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