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Ha 6ase atunosoro acwupa 4'-amvHo-5',8'-gumeTnn-1'H-cnvpo[unknoneHTan-1,2'-HadTanuH]-
3'-kapboHOBOW KUCNOTbI pa3paboTaH MeTon CuHTe3a 2-mepkanTo-3-6eH3un-7,10-gumeTun-3H-cnu-
po[6eH3o[h]xnHa3onuH-5,1"-umknoneHTtax]-4(6H)-oHa. B3anmopencTesmem nocrnegHero ¢ pasnmyHbl-
MU ankun(6eH3unn)ranoreHngamy CUHTE3MpPOBaH HOBbIN psAf 6eH3o[h]xMHa3onuHOB, codepXxaluux B

TpeTbeM NonoXxeHun 66H3I/IﬂbHyl'O rpynny, aB 6EH30MbHOM KOJbLEe — METUMbHbIE 3aMECTUTENMN.

Bubn. cebinok 11.

CoraracHO AMTepaTypPHBIM AAHHBIM, IIPOHU3BOAHBLIE clMpoOeH3o[h|xmHa-
30AUHOB, OOAQAQIOT HPOTHUBOOIYXOAEBBIMH [1-5] M TICHUXOTPONHEIMU [6,7]
CBOMCTBaMM, IMO3TOMY IIPEACTaBASIET MHTEpPEC IOAYYEeHHEe HOBBIX (DYHKITHIO-
HAABHBIX U reTePOIIMKAMYECKUX IIPOM3BOAHBIX Ha MX OCHOBE.

BrinO IlearecOOOpPa3HO CUHTE3WPOBATh aHAAOTHMYHOe crrpobeH3o[h]xuHa-
30AMHOBOE COEAVMHEeHHue — 2-MepKalTo-3-0eH3uA-7,10-pauMeTunr-3H-cnimpo-
G6en3o[h]|xuHazoamH-5,1'-nmKAoeHTaH]-4(6H)-0H, copeprkallee GeH3UABHYIO
TPYIIy B MOAOKEHUMW 3, W IIMKAOIIEHTAHOBBLIM (DparMeHT W Ha ero OCHOBe
OCYIIECTBUTL Psip IpeBpaimneHnii. C y4eToM BBIIIIENM3AOKEHHOTO HAMU IIPEA-
AOKeH 3(P(PEeKTUBHBIM METOA CHHTe3a KAIOUEBOTO COEAWHeHUs — [3-aMHHO-
3upa AUTHAPOHA(DTAANHOBOTO PSIAQ, KOTOPOE CAY>KUT OCHOBOM AAS CHUHTe-
3a AUTUAPOOeH30[h]XMHA30AMHOB, CHOHUPOCBA3@HHBIX C ITUKAOIEHTAHOM.
Cunre3 3THUAOBOTO 3¢upa 4'-amuHo-5',8"-pumMerna-1"H-cnupo[1mkAoTIeHTaH-
1,2'-madprarmH]-3'-kKapOOHOBOM KUCAOTHI (3) OCYIIECTBAEH ITUKAM3AIVEN IIOA
AEVCTBUEM CepHON KHUCAOTHI 3THUAOBOTO 3dupa [1-(2,5-pAuMeTuA)O0eH3UAITUK-
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AOIIEHTUA|LIMAHYKCYCHOM KMCAOTHL (2), IOAYYEHHOIO B3aUMOAENCTBUEM 2,5-
AUMETUAOEH3UAMArHUUXAOPHUAA C 3(UPOM  2-IIUaH-2-IUKAOIIEHTUAUAEHYK-
CycHOM KuCAOTHI (1) [8].

MgCl

|: CN
COOC,H,

1 2

C 1IeABbI0 TTOAYYEHUSI HOBBIX T'e€TePOIMKAWYECKUX CUCTEM, COAEPIKAIlUX
cniupo6en3o0[h]|XUHa30AMHOBEIN (parMeHT, OCYIIeCTBACHO B3aMMOAEUCTBUE
4'-ammHO-5',8'-pAuMeTHA-1'H-cimpo- [nukAonenTan-1,2'-HadTarnn]-3'-kap6o-
HOBOM KHCAOTHI (3) ¢ OEH3UAM3OTHOIIMAaHATOM. PeakIlus IPOBOAUTCS IIPU
AMATEABHOM KHUIITUEHUU C IIOCAEAYIOIINM AOOaBAEHWEM BOAHO-CIMPTOBOU
IIEAOYH, YTO NIPUBOAWUT K BHYTPUMOAEKYASIPHOM ITMKAM3AIUM C OOpa3oBa-
HUeM 2-MepKanTo-3-6eH3un-7,10-pumerna-3H-cnupobenso[h]xunazoann-5,1'-
nuKAoNeHTaH|-4(6H)-ona (4).

C4H,CH,-NCS

ChepyeT OTMETUTB, UYTO NMOAOOHAs LUKAM3alUs paHee OblAa ONMCAHA B
peakiiuu ¢ 6eH30UA- U30THOIIMaHaToM [9].

C4H,CO-NCS NHCSNHCOCH,

KOH

B cnekrpe AMP NeH cnupo6eH3o[h]xuHa3oanHa 4 ODPUCYTCTBYIOT CHUT-
HaAbl IpoTOHA rpynnsl SH xuHazoamHOBOro Kapkaca npu 11.40-11.48 m.a., a
TaK)Ke METHMAEHOBBIX ITPOTOHOB OeH3WABHOM rpynn (4.60 M.p.), 94TO cBHUAe-
TEABCTBYET O IIPUBEAEHHOM CTPYKTYPE.

[Mpu aAKMAUPOBAHUU COepAMHEHUS 4 arKuA(OeH3MA)TarOTeHUAAMU B IIPU-
CYTCTBUU THAPOKCHU-AQ KaAus B aOC. 3TaHOAE AU AUMeTHUAOpMaMupe oopa-
3yIOTCS aAKUA(DeH3UA)MepKaITo3aMellleHHble CHUPOOeH30[h]XUHA30ANHEL,
COAepJKalllie B TPeTbeM IIOAOKEeHMU chnmpobeH3o[h]xuHazoArHa OeH3UAb-

Hyl0 Tpymy (5a-j).
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5a
5. R= CHj (a), R= CyHjs (b), R= -CH,CONHS,, (c), R= -CH,CH=CH, (d),
R= wmeruramaur (e), R= - CH,CgHs () R= -CH, CgH,Cl (g), R= -

CH(CHj), (h), R=- CH,-O-C4Hg (i), R= - CH,-CH,-CH(CHjy), (j). Hal = Cl,
J, Br

Coepntenusi 5a-j — OeclBeTHbIE KPUCTAAAMYECKHE BEIeCTBa C BBICO-
KOM TeMIIepaTypo¥ IAaBAEHHUS, AerkopacTBopuMble B AMCO u AMOA,
TPYAHOPACTBOPUMBIE B XAOPOOPMe, 3THAAlleTaTe, 3TAHOAE, apOMaTHYeCKUX
YTAEBOAOPOAAX, HE PACTBOPUMEIE B aAKaHAX, AUITHUAOBOM 3(Upe U B BOAE.

B3amopeiictBueM cnmpoOeH3o[h]xuHazoauHa 4 C THAPa3UHTHAPATOM
CUHTe3UpOBaH 3-0eH3UA-2-THAPa3UHUA-7,10-pAuMeTHA-3H-criupo[6en3o[h]xu-
Ha30AWH-J, 1'-mtmkAoneHTaH|-4(6H)-0H (6), KOTOPBLIN peakIuer C HUTPUTOM
HaTpHusd B YKCYCHON KUCAOTe ITMKAU30BaH B 4-0eH3uA-8,11-pumerun-4H-cniu-
po[6enzo[h]TeTpa3on[1,5-a]xunazoanH-6,1'-mmurronenTan]-5(7H)-ou (7).

CoepuHeHUe 6 C CepoyrAepoAOM B NMUPUAMHE oOpasyeT 4-O0eH3uA-1-mep-
KanTo-8,11-aumerur-4H-ciupo[6ensolh][1,2,4]Tpuason[4,3-a]xuHa3oAnH-6,1'-
nurnomneHTaH|-5(7H)-on (8), a ¢ opTo- MypaBBMHBIM 3(UPOM IIOCAE TpeX-

AHEeBHOTO KumnsgueHus — 4-0eH3un-8,11-pumertun-4H-cnmpo[6enzo[h][1,2,4]
Tpuasoa[4,3-a]xuHa3oanH-6,1'-1ukaronenTaH]-5(7H)-on (9).
HS
—N\N =N
| N/ cs, 6 (C,H.0),CH NN
N-CH,CH, Py | N-CH,-CH,
(0] o
8 9

AAKUAUPOBaHHEM COepAUHeHHUS 8 (OeH3MAXAOPHAOM, XAOpaleTaMUAOM) B
abc. sTaHOAE IIOAYYeHBl aAKUA(OeH3uA)MepKalTo3aMellleHHble CIHpPOOeH-
3o[h|xunazornnasr 10-12, a peakinumel € THUAPA3sUHTUAPATOM — 4-6eH3UA-1-

548



ruppasuHui-8,11-pumernn-4H-cnupo[6en3o[h][1,2,4]Tpuason-[4,3-a]xunHa3zo-

AuH-6,1'-1tmkAoTIeHTaH]-5(7H)-0oH (13).
SR,

NHNH,,
N );N
)5‘ \N
N. N NH,NH, R, Hal N/
-~ 8§ — | T
| \N(-CHZ-CSHS N-CH,-C¢H,
o) (0]
13 10-12

R1 ='CH2CONH2 (10), R1 = 'CH2C6H5 (11)' R1 = -CH2C6H4C1 (12)

Peaxkiuert coeprHeHUS 6 C arleTOHOM U OEH3aAbAETHAOM CHUHTE3WPOBAHEI
ocHoBaHug Iludda: 3-0eH3mA-7,10-pAUMETUA-2-(2-IPONIaH-2-UAUAEH)THAPA3U-
HUA)-3H-criupo[6en3o[h]-xuHazoann-5,1'-imkAonenTan]-4(6H)-ou (14) u (E)-3-
OeH3UA-2(0eH3UAUAEH) TUAPA3UHUA) -7, 10-AuMeTuA-3H-ciupo[6eH30[h]x1rHa30-
AuH-5,1'-1ukAronenTan]-4(6H)-ou (15), cooTBeTCTBEHHO, a C GEH30UAXAOPHU-
aoM — N'-(3-6en3uA-7,10-pAuMeTUA-4-0KCO-4,6-puTHAPO-3H-crimpo[6en3o[h]xu-
Ha30AUH-5, 1'-1IMKAOTIeHTaH |-2-UA) Ger3oruapasus (16).

NHNH, CH.CHO NH-N=CH-CH,
—_—
N-CH,-C¢H, N-CH,-CH,
C,H.COCI
CH,COCH,
NHNHCOC H,
N-CH,-C(H,

16

AHTHOAKTepUAAbHYIO aKTUBHOCTE coepwHeHUU 4, 5c¢-j, 6-11, 13-15 usyua-
A MetopoM “puddysun B arape” [10] npu 6akTepuarbHOU Harpyske 20 man
MUKPOOHBIX TeA Ha 1 Mz cpepBl.

B  omplTax  HCIOAB30BAaAM  I'PAMIIOAOKUTEABHBIE  CTA(PUAOKOKKH
(Staphylococcus aureus 209p,1) u rpamorpuiiaTeAbHble marouku (Shigella
Flexneri 6858, Esherichia Coli 0-55). PacTBOpbl coepuHEeHUN U KOHTPOABHOTO
npenapata roroeuau B AMCO B pazBepenun 1:20. B yamkax [letpu ¢ noce-
BaMHM BBINIEyKAa3aHHBIX HITAMMOB MUKPOOPTaHHW3MOB HAHOCHAW PacTBOPHI
UCHBITyeMBIX BellecTB II0 0.1 mi. YueT pe3yAbTaTOB IIPOBOAUAU 11O AaMETPY
(d, MmMm) 30HBI OTCYTCTBHSA POCTa MUKPOOOB Ha MeCTe HAaHECEHUS COEAMHEHUU

549



IIOCA€ CYTOYHOTO BBHIPAIVBAHUS TECT-KyABTYP B TepMmocTtare npu 37°C. B Ka-
YeCcTBe TOAOJKUTEABHOTO KOHTPOAS UCIOAB30BaAM A€KapCTBEHHBIN IIpemapaT
dypazoanpon [11].

HcchepoBaHust TOKa3aAm, 9YTO CoepAMHEHUs 8 u 13 IpOSBASIOT BBIpa’keH-
HYIO aKTUBHOCTH B OTHOIIEHUHM CTA(PUAOKOKKOB U AU3EHTEPUUHOU ITaAOUYKY,
ITIOAABASISI BX POCT B 30He AuaMmeTpoM 18-19 mm. Coepmmenwust 5d u 5i mpak-
TUYECKU AMIIEHBI aKTUBHOCTH, @ OCTAABHBIE OKA3bIBAIOT cAaboe AeUCTBUE Ha
ykaszaHHble IITaMMBI (d=10-14 mm). B OTHOIEHWM KHUIIEYHOM NAAOYKH
(Esherichia Coli 0-55) cAabyio aKTUBHOCTL IPOSBASIOT TOABKO COEAMHEHUS
8,10, 11 n 13 (d=10-12 mm).

ChepyeT OTMETHUTH, YTO W3yYEeHHBIe BeIecTBa 110 aKTUBHOCTU 3HAUU-
TEeABHO yCTYIaloT KOHTPOABHOMY IIpenapary @ypas3oAupoHy (d =24-25 uwm).

3KCHepI/IMeHTaJIbHaH XuMHn4iYeckas 4acTtb

HK-cmekTpbl cHATHL Ha crekTpoMerpe 'UR-20" (B Ba3eAMHOBOM Macahe),
cnektpel IMP 'H—mna mpmGope "Mercury 300", Varian (300, 077 MIy) B
AMCO-dg, BHYTpennuii cranpapt — TMC. TemmnepaTyphbl TAABAEHUS OIpe-
AeAeHBI Ha mpubope “Boetius”.

OtwioBblii 3¢up 2-unan-2-(1-(2,5-1UMeTHIOEH3INT ) IMKIONEHTHII)YKCYCHO#
KkHCJI0THI (2). K adupHOMYy pacTBOpy peareHTa ['puHBApa, NOAYYEHHOTO M3
1.51 2 (63 mmoas) marHug U 6.18 2 (40 mmoneii) 2,5-AUMeTUAOEH3UAXAOPHAA B
40 mn abcoaroTHOTO 3PUpa, TPU CAAOOM KHMIEHUUM TPUOaBASIOT IO KallASIM
pactBop 6.60 2 (40 mmonen) 1tmanosadupa 1 B 40 mrn abc. 6eHzona. ['lpu nepe-
MeIIMBAaHUU HarpeBaroT B TeueHMe 2 y Ipu Temieparype 42...45°C. Oxaaxk-
DAIOT AeATHOM BOAOYU, IPUOABAGIOT IO KanaaM 20% cepHYIO KUCAOTY U Ilepe-
MEIIWBAIOT IIPM KOMHATHOM TeMIlepaType AO IIOAHOTO Pa3A0KEeHUSI KOM-
naekca. OpraHMYeCKAM CAOM OTAEASIOT, BOAHBIM 3KCTPArupyroT 3(upowm,
MIPUCOEAUHSIOT K OCHOBHOMY CAOIO, ABa’XKABI ITPOMBIBAIOT BOAOW W CyIIAT
Hap CyAbdaToM MarHms. [Tocae OTTOHKM PacTBOPUTEAS OCTATOK IIE€PETOHSIOT
B BakyyMe c perermaTopoMm (10 cwm). IToaygator 10.4 2 (87%) coepnHeHUS 2,
T. kut. 190-192°C/3 mm_ VK-cmierTp, v, cu’’: 1610 (C=C apom); 1698 (C=0).
2260 (C=N). Cnektp AMP 'H (AMCO-dg), 5, M. a., Ty: 1.29 (1, 3H, J =7.1);
1.30-1.56 (M, 8H, CsHg); 2.34 (c, 3H, CHj); 2.48 (c, 3H, CHy); 2.47 (c, 2H,
CH,CgHs); 3.30 (M, 1H); 4.15-4.20 (x, 2H, OCH,CH3, J =7.1); 6.93 (a, 1H, J
=7.8, C¢H3); 7.04 (o, 1H, J =7.8, CgHj3); 7.06 (a, 1H, J =7.8, CgHs). Haiipe-
HO, %: C 76.30; H 8.66; N 4.80. C;9H,5NO,. Beruuicaeno, %: C 76.22; H 8.42;
N 4.68.

ItuiaoBblii 3¢up 4'-amuno-5',8'-mumernn-1'H-cnupo[unkiaonentan-1,2"-Hadg-
TanuH|-3"-kapooHoBoii kucaoThI (3). B peaknmoHHyI0 KOAOY moMeraior 4.78 2
(16 mmoneu) atmroBoro spupa [1-(2,5-AuMeTUA)OeH3UAITUKAOIIEHTHUA]|IUaHYK-
CYCHOU KHCAOTHI (2) M TIpU IepeMelInBaHWM M3 KaleAbHOW BOPOHKHU IIPU-
OaBAFIOT 8 M KOHI]. CEPHOM KHCAOTHI (IIPDH OXAAQKACHUM BOAOU IIOAAEPIKU-
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BAIOT TeMIIepaTypy peaKIUOHHOU cMecHu B mHTepBaae 25...30°C). I'lo okon-
YaHWU CMeCh [epeMeIlnBaloT IIPU KOMHATHOM TeMIepaType B TeueHue 3 u.
[Tocae uero peakIMOHHYIO cMeChb BbIAMBaiOT Ha 120 2 Abpa. BrimaBiine
KPHUCTAAABl OT(UABTPOBBIBAIOT, IIPOMBIBAIOT BOAOM, 3areM IIpubaBAgioT 60
M1 BOABL U 6 M7 BOAHOTO aMMMAaKa, 3KCTPArupyroT agpupoM. ITocae ypareHus
PacTBOPUTEAS] OCTATOK ITePEeKPUCTAAAU30BBIBAIOT M3 CMECU 3TAaHOA-BOAQ, 2:1.
[Moayugator 3.44 2 (72%) coepnnenus 3, T. na. 110°C. VK-cnekTp, v, cu-: 1605
(C=C, apom); 1692 (C=0); 3000-3200 (NH,). Cnekrp SIMP 'H (AMCO-dg),
8, M. A, Ty: 1.20-1.90 (M, 8H, C5Hg); 1.34 (T, 3H, J =7.1, CHj); 2.34 (¢, 3H,
CH3); 2.48 (¢, 3H, CHjy); 2.81 (¢, 2H, CH,); 4.17 (x, 2H, J =7.1, OCH,); 6.68
(yur. ¢, 2H, NH,); 6.90 (a, 1H, J =7.8, CgH3); 6.93 (a, 1H, J =7.8, CgHj3);
6.98 (p, 1H, J =7.8, CszHj3). Hatiaeno, %: C 76.28; H8.56; N 4.72. C19H95NOs.
Brruuicaeno, %: C 76.22; H 8.42; N 4.68.

2-MepkanTo-3-0en3uia-7,10-gumerunii-3H-cnupo[6en3o[h]xuna3zonuu-5,1"-unk-
nonenran|-4(6H)-on (4). Cmecs 5.42 2 (20 mmonei) coepmnenus: 3, 2.26 2 (20
Mmmonei) OEH3UAN3OTUOIIMaHATa KUMSATIT C OOPATHBIM XOAOAUABHUKOM 18 v,
3aTeM npubaBAsioT 1.84 2 (33 mmonsn) eproro Kaam B 150 mz Boabt m 150 ma
9TAaHOAQ, CMeCh KUISTAT C OOPATHBIM XOAOAUALHUKOM ellle B TedeHue 5 u.
[MTocae oxAaRAEHUS PEaKIMOHHYIO CMeCh MOAKUCASIOT 10% pacTBOpPOM COASI-
HOM KUCAOTHI AO CAAOOKMCAOU peakluu. BuImaBIiiine KPpUCTAAABI OTQPUABTPO-
BBIBAIOT, IIPOMBIBAIOT BOAOM, CYIIAT M IIePEeKPUCTAAAM30BLIBAIOT U3 abc. 3Ta-
HOAa. Brixop 5.98 2 (85%), T. ma. 165°C. UK-cmekTp, v, ev” 1585 (C=C
apom); 1665 (C=0). Crnekrp AMP 'H (AMCO-dg), 8, M. a., Ty: 1.25-2.16 (m,
2H, CsHg); 2.29 (c, 3H, CHj3); 2.57 (c, 3H, CHj3); 2.67 (c, 2H, CHjy); 5.59 (c,
2H, N-CHy); 6.98 (a, 1H, J = 7.8, CgHy) u 7.11 (a, 1H J = 7.8, CgHy); 7.16-
7.31 (M, 3H) u 7.42-7.48 (M, 2H CgHs); 11.53 (yur. ¢, 1H, SH). Haiipeno, %: C
74.30; H6.66; N 6.80; S 8.10. C95HogN,OS. Buruucaeno, %: C 74.59; H 6.51; N
6.96; S 7.97.

3-beun3ui-2-(ankui(oen3mn)ruo)-7,10-rumerni-3H-cnupo[6enso[h]xunazo-
JnH-5,1"-nuksionentan]-4(6H)-ounr (5a-j). O6mas meroauka. Cmechr 3.12 2 (10
mmonei) coepurerus 4, 0.56 ¢ (10 mmoneit) epkoro Kaau u 60 mz abc. aTaHOAA
KUTATIT ¢ 0OpaTHBIM XOAOAUABHUKOM 30 mun. Ipubasasior 1.22 2 (10 mmo-
seu) arKuA(OEeH3UA)TAAOTEHUAQ W IIPOAOAKAIOT KulisiueHUe emle 8 u. OXaax-
pAroT, IpmubaBATIOT 10 Mz BOABI, OCAAOK OT(MUABTPOBBIBAIOT M TIEPEKPUCTAA-
AU3OBBIBAIOT M3 3TAHOAA.

3-ben3ui-2-(Meruaruo)-7,10-tumernn-3H-cnupo[6enso[h] xunazonnn-5,1'-
uukonentan]-4(6H)-on (5a). Berxop, 2.84 2 (85%), T. mA. 165°C. MK-cmekTp, v,
em”: 1610 (C=C apom); 1665 (C=0). Crnextp IMP 'H (AMCO-dg), 5, M. a.,
I'y: 1.29-1.40 (M, 2H); 1.39-1.21 (M, 8H, CsHg); 2.02 (¢, 3H, CHj); 2.34 (c, 3H,
CHj3); 2.65 (¢, 3H, CHj3); 2.66 (¢, 2H, CHy); 5.28 (yur a, 1H, J =5.8, N-CH,);
6.99 (o, 1H) u 7.11 (a, 1H J = 7.8, CgHy); 7.22-7.32 (M, SH CgH;). Hariaeno,
%: C 74.70; H 6.70; N 6.50; S 7.59. C96H9gNoOS. Breiuncaeno, %: C 74.96; H
6.7#; N 6.72; S 7.70.
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3-bensui-2-(3tuiarno)-7,10-mumerna-3H-cnupo[oenszo[h] xunazonuu-5,1"-uuk-
sonenTaH]-4(6H)-on (5b). Beixoa, 2.68 2 (75%), T. ma. 170°C. UK-cniekTp, v, em'”:
1610 (C=C apom); 1665 (C=0). Cnekrp AMP 'H (AMCO-dg), 3, M. A., Ty
1.20-2.80 (m, 8H, CsHg); 1.82 (¢, 3H, CHgy); 2.32 (c, 3H, CHj3); 2.63 (c, 3H,
CHj); 2.82 (ymrc, 2H, CHy); 3.42 (x, 2H, J= 7.3, CH,CHjy); 4.60 (yurc, 2H,
J= 5.7, N-CHy); 6.92 (a, 1H) u 7.03 (a, 1H J =77, CgH,). Hatipeno, %: C
75.14; H 7.10; N 6.46; S 7.29. Cy7H3pN,OS. Buruucaeno, %: C 75.31; H 7.02;
N 6.51; S 7.45.

2-(7,10- TumeTni-3-6en3uii-4-okco-4,6-quruapo-3H-cnupo[oenszo[h] xuna3zo-
JuH-5,1"-muKksionentan|-2-wiaruo)aneramux (5¢). Beixop 2.87 2 (75%), T. mA.
165°C. MK-cmekTp, v, em s 1605 (C=C apom); 1693 (C=0); 3360 (NH,).
Cnextp AMP 'H (AMCO-dg), 8, m. A., Iy: 1.34-2.27 (M, 8H, CsHg); 2.29 (c,
3H, CHj); 2.60 (c, 3H, CHjy); 2.69 (c, 2H, CHy); 3.93 (c, 2H, S-CH,); 5.31 (c,
2H, N-CHy); 6.95 (a, 1H, J=7.8, CgHy); 6.98 (ym.c, 1H, NHj). 7.03 (A 1H,
J=17%.8, CgHy); 7.22-7.98 (M, 6H, C¢Hs u NH,). Hatipeno, %: C 70.38; H 6.60;
N 9.16; S 7.00. Cy3H99gN30O,S. Beruucaeno, %: C 70.56; H 6.36; N 9.14; S 6.98.

3-ben3ui-2-(ammnrtuo)-7,10-mumernii-3H-cnupo[6enso[h]|xunazonun-5,1'-
uukiaonentan]-4(6H)-ou (5d). Beixop 2.87 2 (75%), T. ma. 165°C. MK-cmekTp, v,
e’ 1610 (C=C apom); 1610 (CH=CH,); 1650 (C=0). Cnekrp IMP 'H
(AMCO-dg), 8, M. a., I'y: 1.20-1.75 m (8H, CsHg); 2.34 (c, 3H, CHj); 2.48 (c,
3H, CHj); 2.82 (yur.c, 2H, CH,), 3.54 (c, 2H, S-CHy); 4.98 (c, 2H, N-CHy);
5.08-5.16 (M, 2H, =CH,); 6.08 (aaT, 1H, J= 17.1, =CH); 6.90 (p, 1H, J= 7.8,
CeHy); 7.01 (p, 1H, J= 7.8, CgHy); Hampeno, %: C 74.10; H 6.60; N 6.46; S
7.40. CogH3oN,OS. Breruucaeno, %: C 75.98; H 6.83; N 6.33; S 7.24.

3-ben3ui-2-(2-mermwiannniatuo)-7,10-numernn-3H-cnupo[6enso[h] xuna3zomn-
5,1'-uuxionenran]-4(6H)-on (5e). Bwixop 5.98 2 (85%), T. ma. 165°C. UK-
cnekTp, v, cv’: 1600 (C=C apom); 1670 (C=0). Cuekrp IAMP 'H (AMCO-
dg), 8, M. A., Iy: 1.36-1.80 (v, 8H, CsHg); 1.82 (¢, 3H, CHj), 2.29 (¢, 3H, CHj),
2.63 (c, 3H, CHjy), 2.71 (¢, 2H, CHy), 4.60 (c, 2H, S-CH,), 4.98 (c, 2H, J= 5.7,
N-CHy); 5.00-5.20 (m, 2H, =CHy); 6.92 u 703 (IH u 1H o6a a, J= 7.7
CgH,), 7.26-7.40 (M, SH, CgHj5). Hatipeno, %: C 76.49; H 7.10; N 6.26; S 7.10.
CogH3oN,OS. Beruucaeno, %: C 76.28; H 7.06; N 6.13; S 7.02.

3-bensui-(2-6en3nntuo)-7,10-numernn-3H-cnupo[6enso[h|xunazoaun-5,1'-
uukionentan]-4(6H)-on (5f). Beixop 5.98 2 (85%), T. mA. 165°C. MK-cmekTp, v,
em”: 1580 (C=C apom); 1660 (C=0). Cuextp AMP 'H (AMCO-dg), 8, M. A.,
T'y: 1.38-2.23 (M, 8H, C5Hg); 2.32 (c, 3H, CHj); 2.69 (c, 3H, CHj); 2.70 (c, 2H,
CHy); 4.58 (c, 2H, S-CHy); 5.23 (¢, 2H, N-CHy); 6.95 (o, 1H, J= 7.7, CgHy);
7.01 (o, 1H J=7.8, CgHy); 7.19-7.31 (M, 7H) u 7.33-7.42 (M, 3H Ar). Haiipeno,
%: C 78.10; H 6.66; N 5.80; S 6.40. C3,H3,N,0OS. Brruucaeno, %: C 78.01; H
6.55; N 5.69; S 6.51.

3-beu3ui-2-(2-xsopoen3niatuo)-7,10-numernn-3H-cnupo[6enso[h] xunazomn-
5,1'-uuknonenran]-4(6H)-on (59). Brixop 598 2 (85%), T. ma. 165°C. UK-
CIeKTP, v, cm ' 1585 (C=C apom); 1665 (C=0). Cnekrp IMP 'H (AMCO-
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de), 6, M. A., Ty 1.36-2.26 (M, 8H, CsHg); 2.38 (c, 3H, CHj3); 2.67 (c, 3H, CHjy);
2.71 (c, 2H, CHy); 4.59 (c, 2H, S-CHy); 5.25 (¢, 2H, N-CHy); 6.93 (a, 1H,
J=7.7, CeHy); 7.04 (p, 1H J=7.7, CgHy); 7.15-7.32 (M, 7H) u 7.35-7.40 (M, 2H,
Ar). Haripeno, %: C 72.70; H5.86; Cl 6.53; N 5.55; S 5.66. C3,H3;CIN,OS. BrbI-
gncaeHo, %: C 72.91; H 5.93; C1 6.73; N 5.31; S 6.08.
3-ben3ui-(2-uzonpomuirtuo)-7,10-mumernii-3H-cnupo[6enso[h]|xunazonun-
5,1'-uuknonentan]-4(6H)-on (5h). Brixop 3.77 e (85%), T. ma. 165°C. MK-
cHekTp, v, cu’ i 1575 (C=C apom); 1697 (C=0). Cuekrp IMP 'H (AMCO-
de), 6, M. A, Ty 1.38-2.23 (M, 8H, CsHg); 1.32 (c, 6H, (CHj3)y); 2.34 (c, 3H,
CH3); 2.68 (c, 3H, CHj3y); 2.88 (an, 1H, CH); 2.69 (¢, 2H, CH,); 4.98 ¢, (2H, N-
CHy); 6.95 (a, 1H, J=7.7, CgHy) ; 7.01 (a, 1H J=77, CgHy); 7.23-7.31 (M, 5H
CgHs). Hatipeno, %: C 75.50; H 7.16; N 6.60; S 7.29. CogH3,N,OS. Beruucae-
HO, %: C 75.64; H 7.25; N 6.30; S 7.21.
3-beun3ui-(2-oyrokcuruno)-7,10-qrumerni-3H-cnupo[6enso[h|xuna3zonuun-5,1"-
uukjaonentan]-4(6H)-ou (5i). Beixop 3.93 2 (83%), 1. mA. 193°C. MK-cmekTp, v,
em”: 1665 (C=C apom); 1662 (C=0). Cuekrp IMP 'H (AMCO-dg), 5, M. A.,
I'y: 0.90 (c, 3H, CHj3); 1.35-1.40 (v, 2H); 1.45 (M, 2H, CH,CH,CH3y); 1.51 (M,
2H, CH,CH,CH3y); 1.56-2.11 (M, 8H, CsHg); 2.34 (¢, 3H, CHj); 2.68 (c, 3H,
CHj3); 2.69 (c, 2H, CHy); 3.37 ¢, (2H, O-CHy); 4.95 (c, 2H, S-CHy); 4.98 (c,
2H, N-CHy); 6.93 (a, 1H, J=7.7, CgHy); 7.09 (o, 1H, J=7.8, CgHy); 7.28-7.33
(M, 5H CgHs). Hamipeno, %: C 73.50; H 7.16; N 6.00; S 6.59. Cy9H34N20O,S.
Brruucaeno, %: C 73.38; H 7.22; N 5.90; S 6.76.
3-beun3ui-(2-uzoneHTuiirno)-7,10-mumerni-3H-cnupo[oenszo[h] xunazonuu-
5,1'-uuxionenran]-4(6H)-on (5j). Brixop 4.10 2 (87%), T. ma. 87-89°C. UK-
CIeKTp, v, ecm ’: 1615 (C=C apom); 1670 (C=0). Cnekrp IMP 'H (AMCO-
de), 8, M. A., I'y: 0.91 (c, 6H, (CHg),); 1.34-1.40 (M, 2H); 1.59-1.61 (M, 2H); 1.62
(aa, CHoCH(CHs)p); 1.79-2.19 (M, 8H, CsHg); 1.92 (M, 2H, CH,; CH(CHjy));
2.34 (¢, 3H, CHj); 3.24 (c, 2H, S-CHy); 2.68 (c, 3H, CHj3); 2.69 (c, 2H, CHy);
4.98 (c, 2H, N-CHy); 6.93 (a, 1H, J=77, CgHy); 7.09 (a, 1H J=77, CgHy);
7.23-7.33 (M, S5H CgH;). Haiipeno, %: C 76.50; H 7.56; N 5.80; S 6.69.
C3oH3eN,OS. Beraucaeno, %: C 76.23; H 7.68; N 5.93; S 6.78.
3-beun3ua-2-ruapazunui-7,10-qumerni-3H-cnupo[6enso[h]xunazonun-5,1'-
nukaonentan|-4(6H)-on (6). K 3.52 2 (10 mmoneii) coeprHeHUS 4 NPUOABASIOT
16 ma Tuppa3smHTUApaTa M KUIATAT 15 u. [To OKOHYaHUU peakImu 0CapOK OT-
(PUABTPOBBIBAIOT M IIPOMBIBAIOT BOAOU. [lepeKpHCTaAAM30BBIBAIOT M3 abcC.
oyranoaa. Berxoa 3.00 2 (87%), T. ma. 175°C. MK-cmiekTp, v, cm?, 1585 (C=C
apom); 1665 (C=0); 3300-3450 (NH). Cnekrp SIMP 'H (AMCO-dg), §, M. A.,
I'y: 1.25-1.88 (M, 8H, CsHg); 2.27 (c, 3H, CHgy); 2.63 (c, 2H, CHy); 2.69 (c, 3H,
CHs); 4.10 (yur. ¢, 2H, NHy); (4.56 ym. ¢, 2H, J=5.4, N-CH,); 6.89 (a, 1H) u
6.97-7.60 (a, 1H J=7.7, CgHy); 7.88 (ym. ¢, 6H, NH u CgH;). Hatipeno, %: C
74.70; H 7.19; N 14.13. Cy5HygN,4O. Brruucaeno, %: C 74.97;, H 7.05; N 13.99.
8,11-Tumeruni-4-6ensuna-4H-cnupo-[6enso[h]rerpasono[5,1-a]xunazonuun-6,1"-
uukionentan]-5(7H)-ou (7). 3.50 2 (10 mmoneii) coepunenus 6 pacTBOPSIOT B
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60 M7 AepATHOM YKCYCHOM KHUCAOTHI IIPM KOMHATHOM TeMIlepaType U IpHUOas-
ASIOT IO KalAsIM PacTBOP HUTPHUTA HATPUS, TPUTOTOBAeHHOTO m3 1.8 2 HUT-
puta HaTpus U 36 mr1 BOABL. [lepeMemuBaioT B Teuenme 30 mun, 0CapOK OT-
(PUABTPOBBIBAIOT W IPOMBIBAIOT BOAOU. Breixop 2.67 2 (74%), T. ma. 190°C.
UK-cnekTp, v, cu’ 1605 (C=C apom); 1670 (C=0). Cnekrp SIMP 'H
(AMCO-dg), 8, M. A., I'y: 1.20-1.75 (M, 8H, CsHg); 2.32 (¢, 3H, CHj); 2.51 (c,
3H, CHj3); 2.81 (yur.c, 2H, CHy); 4.86 (yur.c, 2H, J=5.4, N-CH,); 6.97 (a, 1H,
J=17%.8, CgHy); 7.10 (a, 1H, J =78, CgHy); 7.22-7.38 (1, 5H, CgHjs). Hatipeno,
%: C 72.74; H 6.29; N 17.10. Cy5H5N50. Beruucaeno, %: C 72.97;, H 6.12; N
17.02.
1-MepkanTo-4-6en3ui-8,11-mumernn-4H-cniupo[6enso[h][1,2,4] pua3zono-[4,3-
a|xunazouun-6,1"-uukionentan]-5(7H)-ou (8). 3.50 2 (10 mmonei) coeputenus 6,
11 mn mupupuHa u 11 mn cepoyraepopa KuUnATaT B TedeHue 18 u. Ilocae ot-
TOHKH PaCTBOPHUTEAST OCAAOK ITEePEKPUCTAAAN30BEIBAIOT U3 OyTaHoAa. Burxop
2.97 2 (#6%), T. mA. 255°C. UK-cnmekTp, v, em’, 1600 (C=C apom); 1670
(C=0). Cuekrp AMP 'H (AMCO-dg), 8, m. a., Iy: 1.20-1.75 (M, 8H, CsHg);
2.34 (¢, 3H, CHj); 2.53 (¢, 3H, CHj3); 2.80 (ymwc, 2H, CHy); 4.84 (¢, 2H, N-
CH,); 6.97 (a, 1H, J=7.8, CgH,); 7.10 (a, 1H, J=7.8, CgH,); 13.65 (c, 1H,
SH); 7.35-7.40 (T, 5H, CgH;). Hatipeno, %: C 70.69; H 5.76; N 12.77; S 7.37.
CosHogN4OS. Beruucaeno, %: C 70.56; H 5.92; N 12.66; S 7.25.
4-Bensui-8,11-qumeruia-4H-cnupo[oenszo[h][1,2,4] Tpua3ono[4,3-a] xuHa301uH-
6,1"-uuxiaonenran]-5(7H)-on (9). Cmecs 3.50 2 (10 mmonen) coepntienusi 6 u 12
M OPTOMYpPaBBUHOTO 3dupa KUngardar B TedeHue 20 u. ITocre OTTOHKU pacT-
BOPHUTEASI OCAAOK IMePEeKPUCTAAAM30BBIBAIOT U3 OyTraHoAaa. Bbixop 2.80 2
(78%), T. mA. 245°C. UK-cmekTp, v, cu’’: 1605 (C=C apom); 1614 (CH=N);
1662 (C=0). Cumekrp SIMP 'H (AMCO-dg), 8, M. A., Iy 1.22-1.73 (M, 8H,
CsHg); 2.34 (c, 3H, CHjy); 2.58 (c, 3H, CHgy); 2.82 (¢, 2H, CHy); 4.26 (c, 2H,
N-CH,); 6.97 (a, 1H, J=7.8, CgHy); 710 (o, 1H, J=7.8, CgHy); 7.23-7.33 (M,
5H, CgHs); 8.77 (¢, 1H, N=CH); Hatipeno, %: C 76.22; H 6.44; N 13.80.
CosHosN4O. Brruncaeno, %: C 76.07; H 6.38; N 13.65.
4-Ben3ui-1-(anknia(6en3min)Tnozamementoie)-8,11-mumernia-4H-cnimpo[6eH-
30[h][1,2,4]Tpua3zoii|[4,3-a]xunazonun-6,1"-uukiaonenran]-5(7H)-ounr  (10-12). OG-
mast meroguka. Cmechb 3.92 2 (/0 mmoneti) coepynenus 8, 0.56 2 (10 mmoneu)
epKRoro Kaaum U 60 maz abc. aTaHOAa KMOATIT C OOPATHBIM XOAOAUABHUKOM
30 mun. TlpubaBasitoT 10 mmonei arKuA(OEH3UA)TAAOTEHUAA U IMIPOAOAKAIOT
kungyeHue eme 8 uy. OxaakpaioT, npubaBAgioT 10 mz BOABI, OCAAOK OT-
(PUABTPOBBIBAIOT U MMEPEKPUCTAANN3OBBIBAIOT U3 3TAHOAA.
2-(8,11-Tumerni-4-6en3uii-5-okco-5,7-quruapo-4H-cnupo[oen-
30[h][1,2,4] Tpua3zon[4,3-a]xunazonaun-6,1"-unkiaonenran]-1-uaruo)aueramun (10).
Brixop 3.18 2 (76%), 1. ma. 222°C. UK-cnekTp, v, cx’ s 1600 (C=C apom);
1670 (C=0). Cumekrp IMP 'H (AMCO-dg), 8, M. A., Iy 1.34-2.27 (M, 8H,
CsHg); 2.29 (¢, 3H, CHy); 2.60 (c, 3H, CHj); 2.69 (¢, 2H, CHy); 4.14 (c, 2H, S-
CHy); 5.31 (c, 2H, N-CHy); 6.95 (a, 1H, J=7.8, CgHy); 7.03 (ap, 1H, J=7.8,
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CeHo); 7.16-7.33 (M, 7H, C¢Hs u NH,). Hatipeno, %: C 67.49; H 5.76; N 14.27,
S 6.57. CogHygIN50,S. Beruucaeno, %: C 67.31; H 5.85; N 14.02; S 6.42.
4-Bensui-1-(0en3uaruo)-8,11-numernia-4H-ciupo[oenso[h][1,2,4] Tpuazon[4,3-
alxunazosmn-6,1'-mukiaonentan]-5(7H)-on (11). Beixop 4.14 2 (86%), T.mA. 180°C.
UK-cnekTp, v, cu’ 1605 (C=C apom); 1665 (C=0). Cnekrp SIMP 'H
(AMCO-dg), 8, M. A., Ty: 1.31-2.23 (M, 8H, CsHg ); 2.34 (c, 3H, CHj); 2.53 (c,
3H, CHgy); 2.68 (yur.c, 2H, CHy); 4.50 (c, 2H, S-CHy); 4.63 (yur.c, 2H, N-CH,);
6.92 m 7.03 (1H u 1H, o6a p, J=7.7, CgHy); 718-7.32 (M, 8H) 7.36-7.42 (M,
2H, Ar). Haiipeno, %: C 74.49; H 6.16; N 10.3%, S 6.17. C33H3,N,OS. Borunic-
AeHo, %: C 74.40; H 6.05; N 10.52; S 6.02.
4-Bensnn-1-(2-xaop6ensnatno)-8,11-numernn-4H-cnupo[6enso[h][1,2,4] Tpua-
3041[4,3-a]xunazonun-6,1"-uukaonentan|-5(7H)-on (12). Brixop 4.92 2 (87%),
T.A. 230°C. UK-cnekTp, v, ex’”s 1615 (C=C apom); 1668 (C=0). Cnekrp
SAMP 'H (AMCO-dg), 8, M. a., Ty: 1.36-2.26 (M, 8H, CsHg); 2.34 (¢, 3H, CHj);
2.48 (¢, 3H, CHy); 2.71 (c, 2H, CHy); 4.59 (c, 2H, S-CHy); 5.25 (c, 2H, N-
CHy); 6.93 u 7.03 (1H u 1H, o6a a, J=7.7, CgHy); 7.17-7.65 (M, 4H, CgHy);
7.23-7.33 (M, 5H, CgHjs). Hatipeno, %: C 79.49; H 5.36; Cl 6.13; N 19.77%;, S
5.57. C33H3;CIN4OS. Brruucaeno, %: C 69.89; H 5.51; C1 6.25; N 9.88; S 5.65.
4-Bensui-1-ruapazunui-8,11-numernin-4H-cnupo[6enso[h][1,2,4] rpuazon[4,3-
a]-xunazoauu-6,1"-uukiaonenran]-5(7H)-on (13). K 4.58 2 (10 mmoneii) coepune-
HUA 8 TIpUOaBASIOT 16 Mma TMAPAa3UHTHApPATa U KUNSTAT 15 u. TTochre oKoHYa-
HUS PeakIud OCAAOK OT(MUABTPOBBIBAIOT M TPOMBIBAIOT BOAOHU. [lepexk-
PUCTaAAM30BHIBAIOT M3 abc. OyraHoaa. Beixop 3.78 2 (86%), T. ma. 140°C. UK-
cekTp, v, ew'’s 1605 (C=C apom); 1662 (C=0); 3222-3244 (NH-NH,).
Cnextp SIMP 'H (AMCO-dg), 8, M. ., Ty: 1.27-2.21 (M, 8H, CsHg);); 2.34 (c,
3H, CHjy); 2.53 (c, 3H, CHjy); 2.65 (c, 2H, CHy); 4.10 (yurc, 1H, NH,). 4.56
(aT, 2H, J=6.1, N-CHy); 7.00 (p, 1H, J=7.8, CgH,); 7.09 (a, 1H, CgH,); 7.23-
7.33 (M, 5H, CgH;); 9.58 (ymr. ¢, 1H, NH). Hatipeno, %: C 74.49; H 6.16; N
10.37; S 6.17. CygH3,NgO. Buruncaeno, %: C 70.89; H 6.41; N 19.08.
7,10-TumeTui-3-0en3na-2-(2-nponan-2-uiauaeH(0eH3nIuIeH)) ruapasu HUI)-
3H-cnupo|6en3o[h]xunazonun-5,1"-uukiaonenran]-4(6H)-ounr (14,15). O6masn me-
Tomnka. PactBopstor 3.4 2 (10 mmoneii) coepmenuss 6 B 100 mr GeH3o0Aa, 3a-
TeM AO0O0aBASAIOT 10 mmoneil COOTBETCTBYIOLIETO KETOHA MAM AAbAETMAQ U KU-
OATAT C OOPATHBIM XOAOAMABHUKOM 6 u. [Tocae OTTOHKM PAaCTBOPUTEAS K
0CapKy TIpubaBASIOT 50 Mz BOABI, OCAAOK OT(PUABTPOBBLIBAIOT U IIEPEKPUCTAA-
AU3OBBIBAIOT M3 3TAHOAA.
7,10-TumeTui-3-6en3ua-2-(2-(nponan-2-uauaeH)ruapasunmi)-3H-cnupo|6en-
30[h]xunazoaun-5,1"-uukaonenran]-4(6H)-on (14). Beixop 3.43 2 (88%), T. TA.
140°C. UK-cmektp, v, em” 1610 (C=C apowm); 3359 (NH); 1660 (C=0).
Cnextp AMP 'H (AMCO-dg), §, m. A., Iy: 1.27-2.21 (M, 8H, CsHg); 1.94 (c,
6H, 2CHj); 2.02 (¢, 3H, CHj); 2.28 (c, 3H, CHj3); 2.65 (¢, 2H, CH,); 4.54 (K,
2H, J=6.1, 1.4, N-CH,); 6.94 (a, 1H, J=7.8, CgHy); 6.98 (a, 1H, J=7.3,
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CeHy); 7.00 (c, 1H, NH); 7.23-7.33 (M, 5H, CgHj;); Hatipeno, %: C 76.41; H
7.44; N 12.55. C9gH3oN,4O. Beiuucaeno, %: C 76.33; H 7.32; N 12.72.

7,10-Tumerna-3-6en3ni-2-(2-6ensuauneH)ruapa3unmni)-3H-cnupo [6enso[h] xu-
Ha3ouH-5,1"-unknonenran]-4(6H)-on (15). Beixop 3.43 2 (88%), T. ma. 165°C.
HUK-cnekTp, v, em” 1610 (C=C apom); 1660 (C=0); 3373 (NH). Cnektp
AMP 'H (AMCO-dg), 8, M. ., Ty: 1.27-2.37 (M, 8H, CsHg); 2.34 (c, 3H, CHj);
2.62 (c, 3H, CHgy); 2.71 (c, 2H, CHy); 5.25 (c, 2H, N-CH,); 6.93 (a, 1H, J=7.7,
CeHo); 7.04 (p, 1H, J=7.7, CgH,); 7.15-7.32 (M, 5H, CgHj); 7.52-7.83 (M, 5H,
CgHs); 8.36 (c, 1H, CH). 9.59 (yu. ¢, 1H, NH). Hatiaeno, %: C 78.61; H 6.54;
N 11.27. C33H39N4O. Beruncaeno, %: C 78.66; H 6.60; N 11.47.

N'-(3-Ben3uJi-7,10-grumernin-4-oxco-4,6-muruapo-3H-cnupo[6enso[h] xunaso-
auH-5,1"-nuknonentan]-2-uia)oensorugpasun (16). Brixop 4.18 2 (83%), T. ma.
216-217°C. UK-cmekTp, v, ecm’ s 1605 (C=C apom); 1698 (C=0); 3293 (NH).
Cnektp AMP 'H (AMCO-dg), 8, m. a., Ty: 1.27-2.23 (M, 8H, CsHg); 2.34 (c,
3H, CHjy); 2.62 (c, 3H, CHjy); 2.71 (¢, 2H, CHy); 2.00 (c, 2H, NH); 5.25 (c, 2H,
N-CH,); 6.93 (a, 1H, J=77, CgHy); 7.04 (o, 1H, J=77, CgHy); 7.18-7.32 (m,
8H) u 7.36-7.42 (M, 2H, Ar). 9.59 (ym. ¢, 1H, CONH). Haiipeno, %: C 76.21;
H 6.44; N 11.27. C3,H39N4O,. Brruncaeno, %: C 76.16; H 6.39; N 11.10.

2-Ub rauMsSN-3-A6LQPL-7,10-+PUGHE-PL-3H-
UNbLA[AEL2N[h] P LU2ALPL-5,1"-8PULAMNELSTL]-4(6H)-0 LD
UhLEEAL BU. PN UN UNFULELL
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Literature data show that the derivatives of spirobenzo[h]quinazolines possess
antitumor and psychotropic properties; therefore obtaining new functional and
heterocyclic derivatives on their basis is of interest. It was expedient to synthesize
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similar spirobenzo[h]quinazoline compound - 2-mercapto-3-benzyl-7,10-dimethyl-3H-
spirobenzo[h]quinazoline-5,1'-cyclopentan]-4(6H)-one containing a benzyl group at
position 3 and a cyclopentane moiety and to carry out a series of transformations based
thereon. To achieve this goal, we propose an effective method for the synthesis of the
key compound - B-amino ester of dihydronaphthalene series. This amino ester serves as
the basis for the synthesis of dihydrobenzo[h]quinazolines spiroassociated with
cyclopentane. Synthesis of ethyl ester of 4'-amino-5',8'-dimethyl-1'H-spiro[cyclopen-
tane-1,2'-naphthalene]-3'-carboxylic acid was done by cyclizing (under the action of
sulfuric acid) ethyl ester of [1-(2,5-dimethyl)benzylcyclopentyl]cyanoacetic acid
obtained by reacting 2,5-dimethylbenzylmagnezium chloride with 2-cyano-2-cyclo-
pentylideneacetic ester. On the basis of ethyl ester of 4'-amino-5',8'-dimethyl-1'H-
spiro[cyclopentane-1,2'-naphthalene]-3'-carboxylic acid a method for the synthesis of 2-
mercapto-3-benzyl-7,10-dimetyl-3H-spiro[benzo[h]quinazoiline-5,1'-cyclopentan]-4(6H)
-one was developed.

By reaction of the latter with a variety of alkyl(benzyl)halides, a new series of
benzo[h]quinazolines containing a benzyl group at the third position and methyl
substituents in the benzene ring were synthesized. In order to obtain new heterocyclic
systems containing spirobenzo[h]quinazoline fragment, 4'-amino-5',8'-dimethyl-1'H-
spiro[cyclopentane-1,2'-naphthalene]-3'-carboxylic acid interacted with benzylisothio-
cyanate. It should be noted that the benzylisothiocyanate is formed using thioureido
compounds, alkaline hydrolysis of which results in 2-mercapto-3-benzyl-7,10-dimethyl-
3H-spiro[benzo[h]quinazoline-5,1'-cyclopentan]-4(6H)-one, with benzylisothiocyanate
under heating for 18 hours. Intramolecular cyclization takes place to give 2-mercapto-3-
benzyl-7,10-dimethyl-3H-spirobenzo[h]quinazoline-5,1'-cyclopentan]-4(6H)-one. This is
apparently due to the intramolecular proton transfer to a carbonyl group while splitting
off ethanol under prolonged heating.

Studies have shown that compounds 8 and 13 exhibit pronounced activity against
staphylococci and dysentery bacillus, inhibiting their growth in the zone of 18-19 mm
diameter. Compounds 5i and 5d are almost devoid of activity, and the rest ones have
weak effect on the afore-mentioned strains (d = 10-14 mm). In respect of Escherichia
coli (Esherichia Coli 0-55) weak activity show only compounds 8, 10, 11 and 13 (d =
10-12 mm).
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