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Ha ocuoBe armioBoro adupa 1-aMuHO-3-I[UKIONEHTII-3,4-AUruapo-2-HadTaIMHKapOOHOBOM KUCIOTHI PaspaboTaH
MeTOZ, CHHTEe3a 5-IMKIONeHTUI-2-THOKC0-3,4,5,6-Tetparuapobenso[h]xunaso- snuH-4- OHA, KOTOPHIH He BCTYIIaeT B Peak-

IOHY 3aMeIleHMs C aJIKM/ITaJIOreHuJaMU, HO pearupyeT ¢ XJI0OpaHIuApruaaMu KUCIOT 1 66H3OI/LTII/I30TI/IOI_H/I8HHTOM.

Bu6:. ccpinok 7.

BeH30xuHa30IMHOBEIE COENMHEHUS IPOSBIAIOT II€HHBIE OMOJIOrMdYecKye CBOMCTBA
(mpoTHBOOIyXOIeBast, TUIIOTEH3MBHAS, AHTHOAKTEPUATbHAsA, AHTUIEIIPECCHBHAS, [IPOTH-
BOBOCII/IUTE/IbHAS, IIPOTUBOCYZOPOXKHAS aKTUBHOCTD). OCyIIeCTBIEHO GOJBIIOE UHCIIO
HccIeoBaHui 110 paspaboTke MerozoB cuHTe3a 6eH3o/h/-, 6enso/f/- u GeHso/g/xuHazomnwu-
HOB, He COZEpKalluX B ILITOM I0JI0XeHuu 3amectureneit [1-3]. Benso/h/xunazonuusr, B
KOTOPBIX B IISITOM ITOJIOXKEHUY IIMKJIOT€KCAHOBbIE U IIMKJIONIEHTAHOBbIE KOJIBIIA CIIUPOCBSI-
3aHBI C HaTAIMHOBBIM AAPOM, IIPOSBIIAIOT IPOTHBOOITYXOIEBYIO aKTHBHOCTH[4].

B nHacrostmeit paGore paspaboran 3¢heKTUBHBIA METOJ, CHHTe3a YAOGHOrO KII0YeBOro
coefuHeHMs — B-aMUHO3bMpa JUrHAPOHA(TATIHOBOTO PAZid, COLEP)KAIIEro B THAPUPO-
BaHHOM KOJIBLIE IIVKJIOIIEHTAHOBBIA 3aMeCTUTENIb. Y Ka3aHHBIA aMHHOIDUP AODKEH ObLI

160



CIIY>XMTh 06a30ii JJId CUHTe3a JU-, TeTpa- U rekcaruzpobeHsolh]xuHa301MHOB, comepxa-
IIYX B IIATOM IIOJIOKeHUH IMKJIOIEHTAHOBBIHA 3aMeCTUTEb.

PaspaGoTaHHBII paHee MeTOJ, CHHTe3a aMHUHO3(GHPOB AUTHAPOHAPTATHMHOBOTO PAAa,
B KOTOPBIX B TPEThEM IIOJIOXKEHUU I[UKJIOT€KCAHOBbIE U IIMKJIOIIEHTAHOBbIE KOJIBIIA CITH-
POCBsI3aHbI ¢ HAQTATUHOBBIM ALPOM [5], TIO3BOIKUI HAM MOIYYUTh HA OCHOBE I[MKJIONEH-
TaHKapOaJbZerna STHWIOBBIH 3¢up 1-aMuHO-3-IIUKIONEHTUI-3-, 4-aUTruApoHadTaINH-
kxap6oHOBO# KucnoTHI (1).

CuHre3 coemrHeHNA 1 OCyIIeCTBIEH CEPHOKHUCIOTHOM IMKIU3aIueil 3, I0IyIeHHOTO
B3aUMOZEICTBEM IIPOAYKTAa KOHJEHCAUMH I[MKJIOIEeHTaHKapOaIpJeruia C LHAHYKCyC-
HBIM 3QHUPOM C GeH3NIMAaTHUAXIOPULOM.

YcraHOBIEeHO, YTO STWIOBHIH a¢up 1-amuHO-3-nuKIONeHTHI-3,4-TUrHIpo-2-HadTa-
JIMHKapOoHOBOM KucioTsl (1) He pearupyer ¢ aJKWJTaJlOTeHUAAMH, OeH3UIXIOPHUAOM,
IIPONapruIOPOMHZIOM, a C XJIOPAaHTUAPUIAMY IIPOITHOHOBOH, MaCIAHOH, 6eH30IHOH U de-
HUJTYKCYCHOM KHCJIOT B KUIAIeM O6eH30se o6pasyeT aMuasr 4-7.

[Tpu Gonee pauTenbPHOM HarpeBaHu aMHHOdGMpa 1 ¢ N36BITKOM GEH30UIXIOPUAA 00-
pasytomuiica amuz 4 nogBepraeTcs BHYTPUMOJIEKY/IIPHON IUKIN3aLUH B OeH30KCa3uH 8.
KunsgyenveM mociemHero C IuApaswHTHAPATOM IIONyYeH S-IUKIONeHTHI-2-beHnI-3-
aMuHO-3,4,5,6-reTparuzapobensolh] xunazonun-4-oH (9). I3 amunoadupa 1 cunTesuposa-
HBI TaK)Ke APyTHe IIPOU3BOJHBIE STOM OMIIMKINYECKOH CHCTeMBI. TaK, ero B3auMOZeiCT-
BHEM C OPTOMYPaBBUHBIM 3GHUPOM U MOCIeAYIOell KOHZeHC Caluel IIPOMeXyTOIHO o6pa-
30BaBIIETOCS STOKCHMETHIEHOBOTO COeJUHEHU C TUAPAa3UHTUApaTOM IoxydeH amuH 10.

W3 amurOadupa 1 u kamposakTama B MPUCYTCTBUH XJIOpPOKUCH (ocdopa moIydeHo
TeTPaLMKINIeCcKoe IpousBogHoe 11,

HarpeBanuem ammuO3¢upa 1 ¢ 6GeH30MIM30THOLMAHATOM IIOTyYeH STUJIOBBIA 3up
3-IMKJIONEeHTHI- 1 -6eH30mITHOYpeno-3,4- TUruApo-2-HaTaTMHKAapOOHOBOI  KHCJIOTHI
(12), nuxnusylomuiics Moz, AefCTBUEM IeI0YH B 5-IIMKIONEeHTUI-2-THOKCO-3,4,5,6-TeT-
paruzpoGenso/h/xunasonun-4-ox (13). Ilonygyennsrit 6enso/h/xunazonus 13 ¢ ankunrano-
TeHUJAMHU B cpefie abc. 3TaHONIA 06pasyeT aJKMIMepKanTo3aMelleHHble 6eH3o/h/xuHaso-
nuHE 14-20.

W3ydeHne MpOTHUBOCYJOPOXKHOM aKTUBHOCTU coemuHeHui 14-20 mpoBoguiau mo aH-
TarOHU3MY C KOpPasoJOM Ha OeJbIX OeCIIOpPOAHBIX MbINIaX 000MX IOIOB Maccoit 18-22 r.
Mertopp! M3yueHUs IIPOTUBOCYAOPOXKHBIX CBOMCTB COeMHeHMI onucaHsl B [6]. CoennHe-
HUS BBOZWIN BHYTpuOpIomuHHO B mo3e 100 az/xr Bo B3Becu ¢ KapOOKCHUMETHIILEILIIONO-
30#1 1o BBesieHUs Kopasosa (90 a1/ Kr IOAKOXKHO).

WccnenoBanus mokasanu, uto coeguuenus 14-20 He 0651aaloT aHTUKOPA30JI0BOI aK-
THUBHOCTBIO, He IIPeAyIIPeXAAI0T KOPa30JIOBbIX KIOHHYECKUX CYZOpOT M THOelIH >KUBOT-
HBIX. B ombITax in vitro mMcciaemoBasochk BausHue coemuHeHuii 14-20 Ha aKTMBHOCTH MO-
HoamuHokcuzasel (MAQO) mosra kpeic. B xagecTBe cyGcTpara HCIOIB30BAICA CEPOTOHUH

(5-o1).
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Coenunenus 14-20 ucnbIThIBaIN B KOHIEHTPAUY 5 MKMO./I5/ MT TIPOOBI. AKTUBHOCTD
MAO ompezensanu B 50% romorenarax mosra [6]. IloryuenHsie pe3ynrbTaTsl 0OpabarsiBa-
mu crarudecku mo CreiopenTy-Quumepy. Cpenu ncciaeOBaHHBIX COEAMHEHHUIH TOIBKO
coepuHenne 20 yruerano aktTusHocTh MAO Ha 50%, ocTanpHBIe cOoelMHEHUA He ITPOSAB-
JIAINA 3aMEeTHOM aHTMMOHOAMUHOKCHUJa3HOM aKTUBHOCTH.

PhCH,MgCL
N
COOC,Hg OH
CHCH
H 2204 SCNCOCH, NHCSNHCOC,H,
COOC,H,
cooc,H, R Hal
COOC,H, oot
PhCOCL
NHCOC Hg
1. CH(OC,Hy),
(CHZ)ACO
COOC,H, 2. NH,NH, HoR
POCL COOC,H,

4 R=C6H5, 5 R=CZH5, 6 R:QH% 7 Rz‘CFEC6H5; 14 R1:C2H5; 15 R1=C4Hg; 16 R1:C6H13; 17
R1=CGHs 18 R;=-CH,C¢Hs; 19 R;=-CH,COOCH;
20R;= -C(CH;)=CHb.

AHTH6AaKTepHAIBHYIO aKTUBHOCTD coefluHeHUH 14-20 u3ydany yalleYHBIM METOAOM
— MetogoM auddysuu B arap Ipu MUKpoOOHOI Harpyske 2-10° MuUKpOOHBIX Tesx Ha 1 mr
cpexnsl [7]. B ombITax HCIIOIB30BAaIM TPaMIIONIOXKUTeNbHbIE cTadunokkoku (209p, 93) u
rpamorpunarensHsle nmanouku (Sh. Flexneri 6858, E, coli 0-55).

HccnenoBaHusa IOKa3aldM, YTO STU BeIIeCTBAa He 00JafAlOT aHTHOAKTEPUAIBHOM aK-
THUBHOCTBIO.
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3KCHepl/IMeHTaHbHaH HacTb

HK-cnexTps! cusrst Ha cuekTpomerpe “UR-20” B BaseruHOBOM Macite, crieKTpsr MP
H (IMCO+ds, 8, m.1., /) — Ha npubope “Mercury —300, Varian (300, 077 MI7)“, BuyT-
pernnii crangapr — TMC. TorkocioiiHas xpomaTtorpadus IpoBefeHa Ha IUIACTHHKAX
“Silufol UV-254", nposBuTens — maps! iofa.TeMieparypsl IUIaBIeHUsA OIpeZeleHsl Ha
npubope “Boetius”.

OTUNOBEIH 5¢UpP 3-IUKIONEeHTHI-2-I[naH-4-peHmIoyTaHoBoH kucnoTs (3). K adup-
HOMY PacTBOpY GeH3MIMarHuixjopuaa, norydensomy us 14.4 r(0.600 maorg) Mg u 76 r
(0.600 mmo.rg) Gensunxnopuza B 300 a2z abe. adupa, Ipu NepeMelINBaHUY U TEMIIEpATy-
pe 25...30°C mobasmsior no Kamwiam pactsop 74.8 r(0.390 ammorg) adupa 2 B 250 ar abe.
a¢upa. PeaknuoHHyI0 CMech IlepeMemMBAlOT IIPX KOMHATHOI TeMuepaTrype 5 ¥, 3aTem
mpu 10...15°C. Jo6asnsator no xamwram 250 a2z 10% HCl u nepemenruBaioT npu KOMHaT-
HOH TeMIepaType [0 IOJHOTO pa3ioxeHUA KoMIulekca. OpraHnduecKuil CIOH OTAENAIOT,
mpoMsIBaloT Bozoi, cymar MgSOas. Ilocme oTroHKku 5dupa OCTaTOK IIEPETOHAIOT B BaKyy-
Me, nonydvaor 95.58 r (82%) coemunenus 3, T. kun. 195-196°C/3 Topp. UK-cuextp, v, cm’
1605 (C=C, apom.); 1740 (=0); 2250 (C=N). Crexrp SIMP 'H, &, m.1: 0.91-0.95 £, 3H,
OCH; CH3, J=71%y): 1.34-2.37 4, 9H, CsHy); 3.84-3.90 K, 2H J=7.17y); 7.07-7.14 41, SH,
Ar); 2.93-2.99 ¢, 2H J=7, 11'y); 4.28 ¢, 1H); 3.14-3.16 k, 2H); 3.19-3.23 11, 1H). Haiine-
HO, %:C 75.98;H 8.30; N 5.00C;gH23NO,. Beruncneno, %:C 75.76;H 8.12; N 4.91.

ItuinoBelii 3¢pup l-amuHo-3-UMKIAONEHTHI-3, 4-TUTHIPO-2-HAPTATNHKAPOOHOBOI
kucaotel (1). K 22.80 r (80 ammosrq) Gensunuuanoadupa 3 mpu nepeMelInBaHUU MPUKa-
nbiBaroT 40 M KOHIL. CEpHOM KHCIIOTHI, TTOJIEPKUBAs TEMIIEPATypy PEaKIMOHHONW CMECH B
untepBane 25-30 C xonoanoit Bogoi. I1o okoHuanumn 100aBiIeHUS KUCIOTHI CMECh TiepeMe-
IIMBAIOT NIPU KOMHATHOW TeMIlepaType B T€UCHHE 3 ¥, MOCIIE YeTO PEaKIMOHHYI0 CMECh BBI-
nuBaroT Ha 600¢ npaa. BeimaBmme KpucTaiuibl OTQUIBTPOBBIBAIOT, IPOMBIBAIOT BOJOM, 3a-
teM nipubaBisiroT 300z Bombl 1 30 M BOJHOTO aMMuaka, 3KCTparupyrot sdupom. Ilocie
OTTOHKHM 3(Hpa OCTATOK NMEPEKPUCTAINIM30BBIBAIOT U3 cMecH dTaHon-Boxaa, 2:1. ITomywaror
22.652 (79, 5%)coemurerns 1, T.m1. 45C (u3 sranona). UK-ciektp, v, cn™ 1610 C=C,
Ar); 1750 =0); 3000-3300 (M). Crextp SIMP 'H, §, m.x: 1.29 ¢, 3H, J =7.17): 1.03-
1.61 1, 9H, CsHy); 2.71 1, 1H, 3CH); 2.26-2.94 11, 2H, 4CH,); 4.09-4.16 fx, 2H, J=10.8
Ty, J =7.11y): 7.13 ¢ 1H); 7.21-7.28 1, 2H); 7.31 (u, 2H, NH,); 7.63 1, 1H). Haiineno,
%: C 75.58;H 8.20; N 4.88C1gH,3NO,. Beruncneno, %:C 75.76;H 8.12; N 4.91.

OtuioBblii 3pup 1-6enzamMua-3-uMKIONEHTHI-3,4-TUTHAPO-2-HAPTATHHKAPOOHO-
Boi#i kucaothl (4). Cmech 5.702 (20.mmons) amunoadupa 1, 2.612 (20 mmonsn) GeH30HIXITO-
puna u 301 GeH301a KUIATAT ¢ 00PaTHBIM XOJIOAUILHUKOM 4 y. ITociie OTTOHKH pacTBOpH-
TeJsE OCTaTOK MEPEKPUCTAILIN30BBIBAIOT U3 abc.oTaHoia, monydaoT 6.222 (80%) amuna 4, T.
mn. 143C (sramon-soza, 2:1). R 0.56 6dup-6enson, 1:3). UK-crektp, v, cu'™: 1605 C=C,
Ar); 1655 (=0, amuz.); 3230 (NH).Coextp SIMP 'H, §, m.1; 1.00-1.80 1, 9H, C5H9); 1,
20-1, 38 ¢, 3H, J=71y, OCH,CHs); 2.80 f1, 1H, 3-CH); 3.15 ¢, 2H, 4-CH,); 4.15-4.30 X,
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2H, J=71y, OCH,CHjy). 7.95-8.00 #1, 9H, Ar); 10.78 §muc, 1H, NH). Haiineno, %: C 76.99;
H 7.47; N 3.26C,5H»7NOs3. Berancneno, %:C 77.12;:H 6.94; N 3.59.

ATnaoBblil 3¢up l-nponuoHaMua-3-UUKIONEHTHII-3, 4-TUrHAPO-2-HAdTAIHHKAP-
6onoBoii kucaotTsl (5). Ananornuno u3 5.702 (2Qumons) amunosdupa 1 u 1.852 (20 mmo-
J151) XIIOPAHTHAPHIA MPOIMHOHOBOM KHCIOTH Toy4daroT 5.47 2 (79%) amuaa 5, 1.1, 140T
(sranon-Boma, 2:1). R 0.58 frummanerar-uonan, 2:1). UK-cmextp, v, cv'™: 1605 (C=C,
apom.); 1660 (=0, amuz.); 1700 C=0); 3220 (NH).Criextp SIMP 'H, §, m.z1: 0.98-1.01 ¢,
3H); 1.02-1.20 &, 9H, CsHg); 1.21-1.24 A, 3H, J=7 [y, OCH,CH3); 1.27-2.36 1, 17H,
6CH,, COCH,CHg); 2.93 ¢, 2H); 3.00-3.05 %, 1H); 4.07-4.12 ¢, 2H, J=71y, OCH,CHj3);
7.15-7.29 41, 44, Ar); 10.43 ¢m. c, 1H, NH). Haiineno, %: C 74.99;H 8.47; N 3, 74.
C21H»7NO3. Beraucineno, %:C 73.90;:H 7.91; N 4.10.

OtuioBblii 3¢up 1-6yrupoamua-3-uMKIONEHTHI-3, 4-TUrHAPo-2-HAPTAINHKAPOO-
HOBOIi KncJa0ThI (6). Ananornuno u3 5.702 (20 mmons) amunosdupa 1 u 1.992 (20 mmons)
XJIOpaHTUIPUAa MacsIHOW KHCIOTHI mony4datT 5.38 ¢ (76%) coepuuenus 6, t.aur. 139-
140%C (sranon-Bona, 2:1). R 0.59 runauerar-sonan, 2:1). MK-crektp, v, cu™: 1605 (=C,
apom.); 1655 (=0, amuz.); 1700 C=0), 3220 (NH).Crextp SIMP 'H, §, m.z1: 0.93-0.95 ¢,
3H); 1.04-1.22 1, 9H, C5H9); 1.22-1.261 (3H, J=7 Iy, OCH,CHy); 1.27-2.44 f1, 15H,
OC;3Hy); 2.90 €, 2H, 4-CH,); 3.00-3.04 1, 1H, 3-CH); 4.07-4.12, 2H, J=71y, OCH,CHs);
7.15-7.26 41, 4H, Ar); 9.33 {mc, 1H, NH). Haiineno, %: C 74.84; H 8.47; N 3.74.
C2oHogNO3. Beraucineno, %:C 74.36;H 8.16; N 3.94.

OtuiaoBblii d¢up 1-(2-pennmnaneramun)-3-UUKIONEHTHI-3, 4-TUTrHAPO-2-HAPTA-
JHHKApOoHOBOI# Kuca0THI (7). AHanornyno u3 5.702 (20 mmonsn) amunosdupa 1 u 1.992
(20 mmons) xnopanruapuga (EHUIYKCYCHONH KUCIOTH moiaydaror 4.67 2 (58%) amuna 7,
a1 141-142€ (sranon-soma, 2:1). R 0.59 prunanerar-rekcan, 1:1). UK-coexrp, v, et
1600 C=C, apom.); 1650 =0, amuz.); 1700 C=0); 3230 (NH).Cnexrp SIMP 'H, §, m.x:
1.14-1.20 ¥, 9H, CsHo); 1.21-1.24 {, 3H, OCH,CHs, J=7TYy); 2.90-2.92 €, 2H, 4-CH,);
3.00-3.05 1, 1H, 3-CH); 3. 49 ¢, 2H, CH,C¢Hs); 4.07-4.12 ¢, 2H, OCH,CHgs, J=7 I'y);
7.15-7.29 {1, 9H, Ar); 10.5 §mc, 1H, NH). Haiineno, %: C 77.00; H 7.47; N 3.44.
Co6H29NO3. Beraucineno, %:C 76.84;:H 7.19; N 3.47.

5-Iuxaonentnia-2-¢penni-5,6-quruapo-4H-nadro[1,2-d][1,3]okca3un-4-on (8).
Cwmeck 5.702 (20 mmons) amunoddupa 1, 5.622 (40 mmons) 6enzomnxiopuna u 30z 6eH30-
Jla KUISATAT ¢ 0OpaTHBIM XOJIoAWIbHHUKOM 25 u. Ilocie oTroHkm OeH30j1a OCTaTOK IMEpeK-
PHCTAJUTH30BBIBAIOT U3 abc.otanona. [lomyqator 4.142 (58%) 6enzokcaszuna 8, T.mwt. 153T.
Rf 0.59 ¢runauerar-sonan, 1:3). UK- cnektp, v, cv’: 1605 C=C, apom.); 1720 (C=0).
Cmextp SIMP 'H, §, m.1: 1.34-2.48v, 9H, CsHy); 2.81 ¢, 2H, 6-CH,); 3.14-3.19 1, 1H, 5-
CH); 7.30-8.11 1, 9H, Ar). Haiineno, %: C 80.43;H 6.34; N 3.88C,3H,;NO,. Boruucrneno,
%: C 80.46;H 6.12; N 4.08.

3- AMUHO-5-UKI0NEHTHIT-2- peHII-5,6-TeTparuapodensol h] xunazoaun-4(3H)-on (9).
Cwmech 3.572 (10 mmons) Genzokcazuna 8, 1 e (20 mmons) ruapasunruapata u 10 mz abe.
ITaHOJIa KHUILTAT C O0PaTHBIM XOJIOJHIBHUKOM /4. OXJIQXKIal0T, BBIIABIINE KPUCTAIUIBI OT-
¢unlTpoBBIBAIOT U IEPEKPUCTAIUIN30BLIBAIOT U3 CMECH AMOKcaH-Boaa, 2:1.[loayyarot, 1.92

164



(52%) amunoxunazomuua 9, t.au. 153T. Ry 0.61 prunanerar-nonan, 1:3). UK-cnektp, v,
em™ 1600 C=C, apom.); 1640 (C=0); 3200-3280 (NH). Crrextp SIMP *H, &, m.x: 0.90-2.58
(M, 9H, CsHy); 1.91-1.95 4, 1H, 5-CH); 3.00 ¢, 2H, 6-CH,); 5.75 ¢, 2H, NH,); 7.03-8.20
(M, 9H, apom.). Haiineno, %: C 77.43;H 6.34; N 11.44 C,3H»3N3zO. Beruucnerno, % : C
77.31;H 6.44; N 11.76 .

3-AMHHO-5-HKIONeHTHII-5, 6-TeTparuapo6enso[h]xunazoaun-4 (3H)-on (10).
Cwmech 4.27 2 (15 mmons) amunoadupa 1, 10.42 (70 mmons) opromypaBsrHOrO 3¢dupa, 5-6
Karenb ykcycHoro anruapuna u 20wz OeH30l1a KUIATAT ¢ 0OPaTHBIM XOJOAWIBHUKOM 7 u.
OTroHSAIOT PacTBOPHUTETs M M30BITOK OPTOMYPAaBBHHOTO 3(Hpa, K OCTATKy HOOaBISAIOT 4 2
(0.80mmon5) runpasunruapara u 20.mz abc. sTaHona. PeakmHHYI0 cMeCh KUTATAT ¢ 00pat-
HBIM XOJIOAMJIBHUKOM 5 u. BpImaBmivie mpu oxJa)JIeHHH KPUCTAIUTBI OT(PHILTPOBHIBAIOT,
MIPOMBIBAIOT XOJIOIHBIM 3TAHOJIOM H IMEPEKPUCTAIIN30BbIBAIOT U3 OeH3oua. [Tomyyaror 1.402
(50%) xunazomuna 10, .. 157C. R; 0, 45 fdup-6enson, 2:1). UK-cextp, v, cm'™: 1605
(C=C, apom); 1640 (=0); 3180-3310 (NH). Crexrp SIMP 'H, §, m.1: 0.94-2.59 §1, 9H,
CsHo); 1.92-1.96 4, 1H, 5- CH); 3.20 ¢, 2H, 6-CH,); 5, 25 €, 2H, NH,); 7.29-7.78 4, 4H,
apom.), 10, 45 ¢, 1H, CH). Haiineno, %:C 72.23;H 6.34; N 14.44C,7H;gN30. Boruucneno,
%: C 72.59;H 6.76; N 14.94.

6-IluxknonenTna-5, 6, 7, 9, 10, 11, 12, 13-oxraruapoazenuno[2, 1-b]6enso[h]xunazo-
JauH-7- on (11). K pactBopy 2.5 r (22 mmo.rq) xanponakrama B 10 a7 cyxoro guxiopataHa
mpu 5...10°C gob6asmator 2 sz xnopokucu ¢ocdopa. TemnepaTypy peakuHOHHOI cMecH
nogauMaioT g0 35°-40°C, nepemenrusator 10 awH, 3aTeMm pobasnsaior pactsop 5.70 r (20
mmorg) amuHoddupa 1 B 15 mr guxmopaTana. PeakimoHHYI0 CMeCh KUIIATAT IIPH IIepeMe-
mWuBaHUY 6 T, 3aTeM OXJIAKJAIOT, [OOABIAIOT PACTBOP 2, 5 raljeraTta HaTpus B 15 227 BOZbI
u xunATat eure 20 amza. OpraHuvecKuil CIOH OTHENSIOT, BOAHBINA SKCTParUPYIOT JUXJIO-
patanoM. OGBeHEHHbIE SKCTPAKThl M OPraHUYECKUH C/I0i IIPOMBIBAIOT BOJOI, CyIIAT
MgSOs. Ilocte OTTOHKM PacTBOPUTENS OCTAaTOK IIePeKPUCTA/UIM30BBIBAIOT U3 CMECH 3Ta-
HO-BoAa, 3:1. Iloxywator 0,5 r (15%) asenuna 11, T.mn. 132-134°C. R¢ 0, 52 (stmnauerat-
rekcan, 1:2). UK-cmexrp, v, ecn™ 1600 C=C, apom.); 1655 (=0). Cmexrp SIMP 'H, 3,
m.: 1.32-2.58 1, 8H, 4-CHy); 1.37-2.58 1, 9H, CsHg); 2.08 ¢1, 1H); 4.05 ¢1, 2H, N-CH));
7.29-7.78 {1, 4H, apom.). Haiineno, %: C79.43;H 8.04; N 8.14C,,H2¢N,0. Beruncneno, %:
C 79.04;H 7.78, N 8.38.

ITIJ0BBI 3QuUp 3-UUKIoNeHTHI-1-0eH30maTHOYpEenR0-3, 4-TUruapo-2-HadTaTuH-
KkapOoHoBoii kuca0Thl (12). 2.85 r (100 amorg) amunoadupa 1 pacrsopsitor B 150 a7 5Ta-
Hoza, npubasnsior 16.3 r (100 ammorg) GenzomnuzoTuonuanara u Harpesaor 18 . [loce
OXJTQXK/IeHUsI 00pa30BaBIINECS YKEIThle KPUCTA/UIBI OTQUIBTPOBBIBAIOT, IIPOMBIBAIOT dTa-
HostoM u cymat MgSOs. Ilonxyuator 29.56 r (66%) coemunenus 12, T.mn. 120°C (sTanox).
UK-cmektp, v, cv~": 1605 C=C, amun.); 1715 C=0, cn. s¢ups.); 3265 (NH). Crrextp SIMP
'H, 5, m.1: 0.90-1.30 11, (9H, CsHg); 1.26 ¢, 3H, J =7.1); 1.55- 1.95( 6H); 2.64-3.00 fuz,
2H, J =15.3); 4.17, 2H); 7.10-7.25 4, 4H); 7.49 ¢, 2H); 7.61 (, 1H, J=7.3, J=1.2); 8.07
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(M, 2H); 11.43 (u, 1H, NH). Cy¢HgN,O3S. Haiineno, %: C 70.40;H 6.84; N 6.00; S 6.80.
Brruncaeno, %: C 69.64;:H 6.25; N 6.25; S 7.14.

5-Ilnkaonentui-2-mepkanto-5, 6-muruapodenso/h/xunazonun-4 (3H)-on (13). K
29.56 r (66 mmoza) coepunenus 12 npubasnaior 11.2 r (200 mmo.zq) enxoro xamu B 150
mr Bopsl 1 150 a7 3TaHONIA, KUMATAT C OOPaTHBIM XOJIOLUIBHUKOM B TeueHue 5 w. [loce
OXJIAKZEHUS PeaKUMOHHYI0 cMech mogkucasior 10% pacTBOpOM CONSHOM KUCIOTHL IO
c1aboKuMCIIO peakiuu. Beimasurie Kprcramwibl GUIBTPYIOT, IPOMBIBAIOT BOLOM ¥ CYIIAT.
IToce mepexpucramnusanuu u3 abe. sraHona morxydaioor 25.30 r (85%) coepunenus 13,
r.1u1. 240C. UK-criextp, v, cn~': 1585 C=C, apom..); 1615-1680(=0); 3300- 3450 ().
Crnextp IMP 'H, §, m.x: 1.13-1.69 1, 9H, CsHe); 2.80-3.00 11, 3H, 4-CH, 5-CH,); 7.21-7.38
(M, 3H); 8.04 (u, 1H, J= 7.7, J= 1.4); 11.951, 1H, NH); 12.14 ¢m, 1H, SH). Haiineno,
%: C 69.00;H 6.43; N 9.40; S 10.247,;H;gN,OS. Beruncieno, %: C 68.45;H 6.04; N 9.39;
S 10.73.

5-IlukaoneHTHA-2-3THATHO-5, 6-1uruapodenso/h/xunazoaun-4 (3H)-on (14). Cmecn
2.982 (10 mmona) 6enzo/h/xunazonuna 13, 10 mmons enkoro kamu u 60w abc.oTaHONA KH-
ATAT ¢ 00paTHBIM XoaoamIbHUKOM 30 mun. Ipubasmstor 1.092 (10 mmons) stunbpomuma u
MPOJ0JDKaoT kureHue 8 u. Oxnaxnarot, npuoapisttor 10 a1 Boabl, 0CaaoK (GUIBTPYIOT U TIe-
PEKPHCTAJUTN30BBIBAIOT M3 abc. staHona. Ilomxyuator 1,82 r (56%) coemuuenus 14, T.m.
170°C. UK-cmextp, v, car': 1610 (C=C, apom.); 1630 (C=N); 1665 (C=0)Cnextp SIMP 'H
(IM SO+d, 8, m.x., I'y). 1.46(c, 3H, J= 17.3y); 1.34-1.74 1, 9H, CsHy); 2.82-3.03 {1,
3H); 3.24 &, 2H, J=7.3ly), 7.14-7.30 ¥, 3H); 8.03 ¢, 1H); 12.37§mui.c, 1H, NH). Haiine-
HO, %: C 69.70;H 6.24; N 8.83; S 9.31C;9H,,N,0OS. Beruucneno, %: C 69.93;H 6.744; N
8.58; S 9.81.

5-IlukaoneHTHI-2-6yTHIITHO-5, 6-Turnapodenso/h/xunazonun-4 (3H)-on (15). Ana-
mormygHo u3 2.982 (10 mmonn) 6enzo/hfxunazonuna 13, 10 mmona emxoro xamu u 1.372 (10
mmons) Oyrunbpomuaa momyyaoT 1.722 (49%) coemqunenus 15, T.aur. 160C. UK-ciektp, V,
em™: 1610 (C=Capom.); 1625 (C=N); 1670 (C=Ofnextp IMP 'H, §, m.1: 1.00 (, 3H, J=
7.31y); 1.16-1.714, 9H, CsHy); 1.52-1.7241, 2H); 2.82-3.02 41, 3H); 3.23 @, 2H, J=7.2Ty);
7.14-7.30 41, 3H); 8, 01 §, 1H); 12.40 §ui.c, 1H, NH). Haiineno, %: C 71.44;H 7.78; N
7.81; S 9.74C,H,6N,OS. Borunciieno, %: C 71.18;H 7.34; N 7.90; S 9.87.

5-IMKIONEeHTHA-2-TeKCHIITHO-5, 6-muruapodenso/h/xunazomnu-4 (3H)-on (16).
Amnamornuno n3 2.982 (10 mmons) 6enso/hfxunazonuna 13, 10 mmonsn eaxoro xamu u 1.652
(10 mmons) rexcunbpomuaa momydator 2.29 e (60%) coemunenus 16, .. 101C. UK
criektp, V , e 1610 (C=Capom.); 1640 (C=N); 1660 (C=OLmektp SIMP 'H, &, m.1: 0.91
(t, 3H, J= 7.7y); 1.15 ¢, 17H); 2.82-3.02», 3H); 3.21 ¢, 2H, J= 7.3y); 7.14-7.30 1,
3H); 8.01¢, 1H); 12.38 gmi.c, 1H, NH). Haiineno, %: C 72.40;H 8.50; N 7.74; S 8.60.
Co3H30N,OS. Beruucieno, %:C 72.25;:H 7.85; N 7.32; S 8.37.

5-IukaonenTnia-2-rentuiatno-5, 6-muruapodenso/h/xunazommn-4 (3H)-on (17).
Amnamornuno n3 2.982 (10 mmons) 6enso/h/xunazonmna 13, 10 mmonsn eaxoro xamu u 1.792
(10 smona) renrmmunbpomuna monydaror 1.42 2 (36%) coemunenns 17, T.m1. 185C. UK-
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cniextp, V, ev™: 1605 (C=Capom.); 1645 (C=N); 1665 (C=OXnekrp SIMP 'H, §, m.1: 0.89
(t, 3H, J= 7.68%); 1.15-1.84 {1, 19H); 2.82-3.02n, 3H); 3.21 ¢, 2H, J=7.3y); 7.14-7.30
(M, 3H); 8.01 ¢4, 1H); 12.37 gm.c, 1H, NH).Haiineno, %: C 72.98;H 8.14; N 7.24; S 7.89.
C,H3,N,OS.Brraucaeno, %:C 72.72;H 8.08; N 7.07; S 8.08.

5-IluknoneHTHA-2-0eH3uITHO-5,6-1uruapodenso/h/xunazonuu-4 (3H)-ou (18). Ana-
moruygro u3 2.982 (10 mmonn) 6enszo/hfxunazonuna 13, 10 mmonsa emxoro xamu u 1.262 (10
mmonst) Gersmixiaopuga monaydaor 2.092 (54%) coenunenns 18, t.mt. 120€. UK-criektp,
v, em't: 1605 (C=Capom.); 1645 (C=N); 1665 (C=OY¥nekrp SIMP 'H, &, m.: 1.16-1.7511,
9H, CsHy); 2.83-3.0441, 3H, 5CH, 6-CH,); 4.47-455f1, CH,CgHs); 7.16-7.32 11, 6H); 7.42
(M, 2H); 8.01 (1, 1H). 12.47 ¢m.c, 1H, NH).Haiineno, %: C 74.43;H 6.34; N 7.45; S 8.43.
Co4H24N>OS. Beruucieno, %:C 74.22;:H 6.18; N 7.27; S 8.24.

[(5-LuknonenTni-4-okco-3,4,5,6-rerparuapodensol h| xuna3zomH-2-uia)Tno] MeTu-
anerar (19). Ananornyno u3 2.98¢2 (10 mmons) 6enzo/h/xunazonuna 13, 10 mmons enkoro
kamu 1 1.532 (10 mmons) merunoBoro aupa GpOMYKCYCHOM KHCIOTHL HONy4aloT 2.56 2
(76%) coequuenns 19, t.wr. 170€. UK-crextp, V, cv™: 1600 (C=C,apom.); 1750 (C=0,
ci.adupi.); 1670 (C=0)Cnektp SIMP 'q, §, m1; 1.15-1.73 i1, 9H, CsHy); 2.82-3.02 11, 3H,
5-CH, 6-CH,); 3.70 ¢, 3H); 3.97-4.00 fn, 2H, J=16.17y); 7.15-8.00 1, 4H, C¢H,); 12.60
(ymr.c, 1H, NH).Haiineno, %:C 64.50;H 6.12; N 7.44; S 8.9@,H2,N,OS. Beruuncneno, %:
C 64.50;H 6.12; N 7.44; S 8.90.

5-IluknonenTHa-2-[ (2-meTuanpon-2-ex-1-un) o] -5, 6-muruapoden3o[h]xunaszo-
muH-4(3H)-on (20). Ananornuno u3 2.982 (10 mmons) 6enzo/h/xunazonmuna 13, 10 mmons
enxoro kanu u 1.352 (10 mmons) metammunOpomuaa nonydarwt 2.252 (64%) coenvneHus
20, T 166€. MK-cmektp, Vv, cx: 1600 (C=C,apom.); 1615 (C=C); 1750 (C=O);
1625(C=N); 1670 (C=O)Cnekrp SIMP 'H, 5, m.1: 1.17-1.73 11, 9H, CsHo); 1.88 (i, 3H);
2.82-3.02 {1, 3H, 5CH, 6-CHy); 3.92-3.98 fin, 2H, J= 13.5'y); 4.88 ksr, 1H, J= 1.67y);
5.07 (ym, 1H); 7.16-8.05 §1, 4H, CeH,); 12.42.Haiineno, %: C 71.10;H 6.68; N 7.64; S
9.36.C,1H,4N,OS. Brruncneno, %:C 71.59;H 6.81; N 7.95; S 9.09.

1-UUPLN-3-8hULNNEUSPL-3, 4- 2P N-2-LUSSULPLUUr AN LURBI b
EEPLEUEECP URLETAL BY NNT ONULUNRUULELL: LOTLS ULSHMENTURY,
B4 204Us8uL8NkhUU3hL UUShI NP E3NPULL:

L. M. &ChQNrsuy, L. U. #UL2BUNL, U. b. UULUNUBUL,
fr. Q. MULNLPUSUL L . U. UNRYUUSUL

Upwljyty k 5-ghljinykuwnh-2-dbpjuuyunn-3, 4, 5, 6-inbinpuhhnpnpluqn-[h]jahtiugn-
1hu-4-nth uhupkquut JUkpny 1-wdhun-3-ghlnytiwnh-3,4-nhhhnpn-2-twpwh-
Yuppnuwppeyh kphy tuptph hhdwb Jpw. 8nyg k wpdt, np 1-wdhun-3-ghlnytuwnhy-3,
4-nhhpnpn-2-twpwihtuppntwppedh  Ephp  tupkpp odujwds k- poiy
uniiindpimpjudp U sh dwubwlgnid uniljkndp; wnbnuiudwi nkwlghwubph
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wyhthwnhnubph htwn, puyg point duind nbwlgdmd k pentutph pinputhhnphy- ukpp
b pkignpjhgnphnghwimnh htn: Ungugnigyty E twl, np 1-wdhun-3-ghlnykuwnpg-3, 4-
nphhnpn-2-tunfpuhyuppniwpepdh - Ephp  tuptph  wghpugnudp - pkugnjpypinphnh
wybigniny b nbkwlghwih whnnnipjut wybjugnidp dhish 25 d phipnud £ wnwpwgud
wuhnh ubpudnikEympup ghypdwt b phugnpuuqhtth  unwgdwbp, hulj Jtpehthu
wnwpwgnidp hhnpughuhhgpuwnh htw phpnud E 5-ghyinytuwnhy-2-$tuh)-3-wdhun-3, 4,
5, 6-intwpwhhnpnplugn[h]juhtiwgnihu-4-nth:

THE SYNTHESISAND SOME TRANSFORMATIONSOF ETHYL ESTER OF 1-AMINO-
3-CYCLOPENTYL-3,4-DIHYDRO-2-NAPHTALENECARBOXYLIC ACID.
ANTIDEPRESSING AND ANTICONVULSIVE ACTIVITY OF RESULTING
COMPOUNDS

N.P. GRIGORYAN, L. A. TARZYAN, A.l. MARKOSYAN,
R. G. PARONIKYAN and R. S. SUKASYAN

The Scientific Technological Centre of Organic and
Pharmaceutical Chemistry NAS RA
A. L. Mnjoyan Institute of Fine Organic Chemistry

26 Azatutyan str., 0014, Yerevan, Armenia
E —mail: nver —55@mail.ru

The method for the synthesis of 5-cyclopentyl-2aapto-3,4,5,6-tetrahydrobenzolh]
guinazolin-4-one on the basis of the ethyl ester leAmino-3-cyclopentyl-3,4-dihydro-2-
naphtalenecarboxylic acid is elaborated. It is shtlvat ethyl ester of 1-amino-3-cyclopentyl-3,4-
dihydro-2-naphtalenecarboxylic acid is a weak myaéle and does not react with alkylhalides, but
easily interacts with carboxylic acid chlorides abdnzoylisothiocyanate with formation of
substitution products. It is also proved that bylaton of ethyl ester of 1-amino-3-cyclopentyl-3,4
dihydro-2-naphtalenecarboxylic acid with the exaafsbenzoylchloride and increase of the reaction
time to 25 hours the resulting amide undergoesnmifecular cyclization into benzoxazine. As a
result of heating of benzoxazine with hydrazinebi@lr5-cyclopentyl-2-phenyl-3-amino-3,4,5,6-
tetrahydrobenzo [h]quinazolin-4-one is obtained.
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