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Ha 6ase 1-amuHo-3,3-gumeTun-3,4-gurngpoHadptanvH-2-kapOoHNTpuna CUHTE3NPOBaHbI
auunnnpon3BoaHbIe, KOTOPble LMKNM30BaHbl B 2-3aMeLLéHHble 5,5-aumeTnn-5,6-gurngpobexsolh]xu-
Ha30nuH-4(3H)-oHbl. AnkunupoBaHWeM nocnegHux nonyyeHsl N- u O-ankunmMpoBaHHbIe NPOAYKTHI.
XnopupoBaH1eM 4-oKCOGEH30XMHA30TMHOB CUHTE3MPOBaHbI 4-XIOpPNPOM3BOAHbIE, UCXOASA U3 KOTO-
pbIX NONy4YeHbl 4-amunHO- 1 4-rmapasmHonpon3sBogHble. KoHaeHcaumen nocnegHero ¢ OpToMypasbm-
HbIM 3PMPOM CUHTE3NpoBaH 4,4-gumeTtun-11-peHnn-4,5-gurmapobensolh][1,2,4]Tpuasono[4,3-c]xu-
Ha30MuWH. M3yyeHne G1nonormyecknx CBONCTB CUHTE3MPOBAHHBIX COEANHEHUI NMOKa3arno, YTO HEKOTO-

pbl€ U3 HUX NPOABIIAOT aHTM68KTepVIaJ'|beIe 1 NPOTMBOONyXoneBble CBOWCTBA.

Tabn. 1, 6ubn. ccbinok 17

JlureparypHble AaHHBIE CBHACTEILCTBYIOT, 4TO OeH30[N]|XuHA30IHMHBI
00nagaT Ouonornyeckoi akTuBHOCTHIO [1-7]. TIpoBenéHHbIe HaMU paHee
MCCIIEIOBaHMs MMOKas3alu, 4To 5,5-mu3ameniédnbie OeH30[h]xuHa3zomuHb
HPOSBIIAIOT aHTHOakTepuanbHble [8-11], mporuBoomyxonessie [12], anTH-
MOHOAMHUHOKCHIa3Hble W mpoTuBOCcyAopoxHbie [13,14] cBoiictBa. B mpo-
JIOJDKEHUE DTHX WCCIIEIOBAHUN B HACTOSIIEM COOOIIEHUHU TPUBOMISITCS TaH-
HBbIC O CMHTE3¢ M CBOMCTBaxX 2-3aMeIICHHBIX 5,5-mumMernii-5,6-nuruapooeH-
3o[h]xunazonuu-4(3H)-onos. B3aumopeiictBuem amuuonutpuna 1 [15] c
XJIOpaHTHIPHIAaMH KapOOHOBBIX KHCJIOT CHHTE3UPOBAHbBI AllMIIITPOM3BOTHBIC
2-4, KOTOpbIC B IPUCYTCTBHH XJIOPHCTOTO BOJIOPOIa B a0COIFOTHOM 3TAHOJIC
MOJIBEPTHYTHI IHKJIM3AINN, YTO TMPHUBEIO K 2-3aMEIMIEHHBIM 5,5-1uMeTni-
5,6-murunpoo6enso[h]xunazonun-4(3H)-onam 5-7. M3yueHo alKuIuMpoBaHUE
6en3o[h]xunazonuuoB 5-7 ajgkuIragoreHuAaMu (METHITHOANU M STHIHOIUT)
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B TIPUCYTCTBHHU €IIKOTO Kaiu. [Ipu MCIONB30BaHUU B KaYECTBE AJIKUITHPYIO-
HIeT0O areHTa MetTwiioanaa norydeHsl N-3ameménnsie npoaykTel 8-10, B TO
BpeMsi KaKk MPUMEHEHHE dTWIIHOAM/A IPUBOJHUT K 00pasoBanuio O-3amenéH-
HOro mpoaykTa 11, 4To MOTHOCTBIO coryacyeTcs ¢ MPOBEAEHHBIMU HAMU pa-
Hee ucciaenoBanusmMu [16]. 2-bensmn-4-stokcu-5,5-gumeTin-5,6-guruapo-
oenso[h]xunazonun (12) CHHTE3UpOBAaH HCXOAS W3 COOTBETCTBYIOIIETO
XJIOPIPOH3BOIHOTO.
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2. R:C2H5; 3. C5H5; 4, CH2C5H5; 5. C2H5; 6. C5H5; 7. CH2C5H5; 8. C2H5; 9.
C6H5; 10. CH2C6H5; 11. C5H5; 12. CH2C6H5;

C 1enplo cuHTE3a 2-3aMEIIEHHBIX 5,5-auMeTniI-4-X710p-5,6-auruapo-
6enszo[h]xunazomunor 13-15 coorBercrByromme G6en3o[h]xuHa3onuubl BBe-
JeHbI BO B3auMojeicTBre ¢ n3opiTkom POCI3, oHako HaM He yaanoch ocy-
IICCTBUTH 3aMelleHue Jaxe npu 20-4aCOBOM KHITSIUEHUW peareHTOB. XJIO-
pUpOBaHUE OCYIIECTBICHO JIHMIIE JOOABICHUEM K PEaKIIMOHHON CMECH DKBU-
MOJIBHOTO KOJIMYeCTBa maTtuxyiopucroro gochopa. CiemayeT OTMETUTb, YTO B
YUCTOM BHUJE BBIJCJICH JHIIb 5,5-auMeTnin-2-pennn-4-xaop-5,6-auruapo-
oenzo[h]xunazomuu (14), a 5,5-numernn-2-stun-4-xma0p-5,6-auruapoden-
3o[h]xunazomuu (13) u 2-6en3un-5,5-gumMerin-4-x10p-5,6-1uruapodeH-
30[h]xunazonuu (16) HaMH KMCHOJIB30BaHBI 0€3 JOMOJHUTEIBHOW OYMCTKH.
B3aumopeiicTBreM XJIOPIPOU3BOIHBIX CO BTOPUIHBIMU ITUKITHYECKAMU aMH-
HaMH MOJy4YeHbI 2-3ametnéHnble 4-(5,5-mumernin-5,6-auruapodenso[h]xuna-
30nuH-4-un)amuHonpousBoaHble  16-19. Kowpencaumeit 2-denun-4-xmop-
npou3BoHOTO 14 ¢ n30BITKOM G€3BOTHOTO THAPa3UHA CHHTE3WPOBAHO THJI-
pasuHonpou3BoaHoe 20, kKoTOopoe 0e3 JOMOJHUTEIbHOW OYMCTKH B3aMMO-
JercTBUeM ¢ oprodopmuaToM mepeefeHo B 4,4-mumernn-11-penmn-4,5-
murunpooenso[h][1,2,4]rpuazono[4,3-C]xunazonun (21).
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13. R:C2H5, 14. C5H5, 15. CH2C5H5, 16. R:C2H5, NR’R’:(CHZ)ZO(CHZ),
17. R:C6H5, NR,R’:(CH2)4; 18. R:C6H5, NR’R’:(CH2)5; 19. R= CH2C6H5,
NR’R’=(CHy)s.k

N3yueHa npoTHUBOOIYyX0JeBasi akTUBHOCTh coeuHeHui 3-11 na monenu
aCIUTHOW KapuuHOMBI Jpiuxa [17]. Jlumb coenuHenne 3 B yCIOBHAX JKC-
nepuMeHTa B 103e 50 melke yraerano poct omyxonu Ha 40%.

AnTHOaKTepHallbHbIE CBOMCTBA CHHTE3MPOBAHHBIX COEAMHEHHH H3yue-
HBI 0 MeTony “muddy3us B arape” npu OakTepuaibHON Harpyske 20 min
MUKpPOOHBIX Tea Ha 1 mz cpeapl. BoIsiBI€HO, YTO OOJIBLIIMHCTBO U3 UCCIIEN0-
BaHHBIX COEJIMHEHUH MPOSBISET caadyio WM YMEPEHHYIO aKTUBHOCTh B OT-
HOIIIEHUH T€CT-00bEKTOB (Ta0nHIA).

Tabruya

AHTHOAKTEpHAJbHAS AKTUBHOCTh CHHTE3UPOBAHHBIX COeIMHEeHUI

Ne Staph. Staph. Aureus Sh.dysenteri | ¢ Coli 0-
coemuenns | Aureus 209p 1 ae Flexneri e5
’ 6858
2 12 10 10 10
3 13 15 10 13
4 0 0 10 15
5 10 10 11 15
6 10 10 10 10
9 16 20 10 13
10 10 10 12 1
12 13 12 0 0
16 10 10 10 10
21 12 15 15 13
bypaszonuaoH 25 24 24 73
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3KCHepI/IMeHTaJII>Haﬂ 4acTb

HK-cniextpsl cuathl Ha ciekTpodorometpe “FT-IR NEXUS” B Bazenu-
HOBOM Maciie, criektpbl SIMP *H u **C — na npu6ope Varian “Mercury-300”
¢ vacrotoi coorBerctBeHHO 300.8 u 75.46 MIy, BHyTpeHHUIl CTaHIapT —
TMC wmu T'MJIC, pactBopurens — DMSO/CCI, — 1/3. TCX nposesieHa Ha
mnactuakax “Silufol™”, nposBurens — maps foxa.

N-(2-Iluano-3,3-1umeTna-3,4-guruapoHadTajanH-1-ui)nponuoHa-
mug (2). Cmech 19.8 2 (0.1 mons) amunonutpuna 1 u 9.35 2 (0.1 monn) xi0-
paHTHIpHUIA POMMMOHOBON KUCIOTHI B 100 Mz cyxoro OeH30i1a KHIATAT C
00paTHBIM XOJOJMILHUKOM B TeueHue 8 u. [locie ynaneHus pacTBOpUTENs
OCTaTOK MEePEeKPUCTAIUTM30BBIBAIOT U3 cMecH dTaHod-Boza (3:1). Beixox 10.4
2 (39%) coemunenus 2, T. . 174-175°C. Ry 0.87 (xnmopodopm-anetoH, 4:1).
UK-criektp, v, em™t: 1604 (C=C Ap); 1664 (C=0); 2200 (C=N); 3209 (NH).
Conektp AMP H, M., T'y: 1.19 (1, 3H, J=7.57, CH,-CH3), 1.21 (c, 6H, C3-
(CHa)2), 2.39 (x, 2H, J=7.57, CH,-CHjs), 2.82 (c, 2H, C4H,), 7.14-7.32 (m,
4H, 4xCH Ar), 9.56 (yur.c, 1H, NH). Crextp SIMP *C, §, m.1.: 9.33 (CH,-
CHs), 26.06 (C3-(CHgs),), 28.42 (CH,-CHs), 32.33 (C3-(CHs),), 41.63
(C4Hy), 113.94 (C2), 115.65 (C=N), 124.43 (CH Ar), 126.11 (CH Ar),
127.73 (CH Ar), 129.16 (C Ar), 129.48 (CH Ar), 134.88 (C Ar), 143.71
(C1), 171.59 (C=0). Haiineno, %: C 75.62; H 7.19; N 11.09. C;sH1sN0O.
Brruucieno, %: C 75.56; H 7.13; N 11.01.

N-(3,3-AumeTna-2-uuano-3,4-nuruaponadraaun-1-ui)deHzamu
(3). Cmech 2.97 2 (0.015 mons) amunronutpuiaa 1 u 2.1 2 (0.015 mons) Gen-
30MIIXJIOpUZIA B 25 M7 CYXOTO TOJIyOJIa KHITAT C OOpaTHBIM XOJOAMIbHH-
KoM B TedeHue 6 u. [locie ynajieHusi pacTBOPUTEIISE OCTATOK MEPEKPHCTAI-
JIM30BBIBAIOT M3 dTaHoia. Beixox 2.5 2 (55%) coemuuenus 3, T. mi. 215-
217°C. R; 0.64 (xnopodopm-aneron, 4:1). UK-cnektp, v, eu™: 1579; 1611
(C=C Ap); 1650 (C=0); 2200 (C=N); 3255 (NH). Criextp SIMP 'H, §, m.1.:
1.28 (¢, 6H, C3-(CHs),), 2.89 (c, 2H, C4H,), 7.18-7.26 (m, 2H, 2xCH Ar),
7.27-7.35 (m, 2H, 2xCH Ar), 7.45-7.61 (m, 3H, 3xCH Ar), 8.02-8.08 (M, 2H,
2xCH Ar), 10.15 (yurc, 1H, NH).Crextp SIMP C, &, m.x.: 26.06 (C3-
(CHs),), 32.54 (C3-(CHg)z), 41.63 (C4Hy), 115.35 (C2), 115.70 (C=N),
124.50 (CH Ar), 126.24 (CH Ar), 127.69 (4xCH Ph), 127.81 (CH Ar),
129.26 (C Ar), 129.59 (CH Ar), 131.10 (CH Ph), 133.34 (C Ph), 134.89(C
Ar), 144.30 (C1), 165.14 (C=0). Haiineno, %: C 79.52; H 6.08; N 9.17.
CyH1sN>O. Brrunciieno, %: C 79.44; H 6.00; N 9.26 .

N-(3,3-AumeTna-2-uunano-3,4-nuruaponadraaun-1-ui)-2-penuna-
neramu (4). Cmeck 2.7 2 (0.135 monsn) amunonutpuna 1 u 2.1 2 (0.135 mo-
s11) penunanerinxiopuaa B 30 mz cyxoro 6eH30I1a KHIATST ¢ 0OPaTHBIM XO-
JOIMIBHUKOM B TedeHue 8 u. [locne ynmaneHusi paCTBOPHUTENS OCTATOK Tie-
PEKPUCTAIUTM30BBIBAIOT U3 cMecH 3taHon-Bona (3:1). Beixox 1.5 2 (35%)
coenunenust 4, T. wi. 116-121°C. Ry 0.74 (tomyon-rekcan-stanon, 7:3:1).

77




UK-crextp, v, cm™: 1605; 1619 (C=C Ap); 1665 (C=0); 2204 (C=N); 3222
(NH). Criexrp SIMP *H, 8, m.1.: 1.22 (¢, 6H, C3-(CHa),), 2.82 (c, 2H, C4H,),
3.71 (¢, 2H, CH,-Ph), 7.10-7.45 (M, 9H, 9xCH Ar), 9.88 (ymrc, 1H, NH).
Cnextp SMP C, §, m.u.: 26.02 (C3-(CHz),), 32.38 (C3-(CHa),), 41.59
(C4H,), 42.23 (CH,-Ph), 114.13 (C2), 115.67 (C=N), 124.33 (CH Ar),
126.02 (CH Ar), 126.12 (CH Ar), 127.71 (2xCH Ph), 127.76 (CH Ar),
128.89 (2xCH Ph), 129.21 (C Ar), 129.53 (CH Ph), 134.87 (C Ar), 135.20
(C Ph), 143.60 (C1), 168.81 (C=0). Haiineno, %: C 79.69; H 6.31; N 8.89.
Cy1H2N,0. Beruucieno, %: C 79.72; H 6.37; N 8.85.

5,5-IumeTnia-2-3Tuia-5,6-qguruapooenso[h]xunazoaun-4(3H)-on  (5).
Yepes pactBop 10.17 2 (0.04 monsn) coequnenuss 2 B 100 mz abe. sTaHoNa
IIpU TepeMennBanuy U HarpeBanuu 10 70°C mpomycKamT TOK CyXOro XJo-
pPHUCTOro BOAOPO/A B TeueHHE 3 ¥. PeakIMOHHYIO CMECh OCTaBJISIOT HA HOYb,
Ha CJIeIYIOIUN AeHb K Hell mpubaBistoT 50 mz X0m0aHOM BoAbl. BrimaBmimii
0CaJIoK OTGUIBTPOBBIBAIOT, IIPOMBIBAIOT BOJON U MEPEKPUCTAILUTH30BBIBAIOT
n3 aumetundopmamuaa. Beixon 6.6 2 (65%) coenunenus 5, T. .>250°C. Ry
0.52 (xnopodopm-arieron 4:1). UK-crextp, v, em™’: 1604 (C=C Ap); 1640
(C=0); 3220 (NH). Criexkrp SIMP *H, 8, m.x1., I'y: 1.32 (1, 3H, J=7.54, CH,-
CHj3), 1.33 (c, 6H, C5-(CHzs)y), 2.59 (x, 2H, J=7.54, CH,-CH3), 2.72 (c, 2H,
C6H,), 7.07-7.13 (m, 1H, CH Ar), 7.18-7.29 (m, 2H, 2xCH Ar), 8.06-8.12
(M, 1H, CH Ar), 12.09 (yurc, 1H, NH). Cnextp SIMP *C, §, m.1.: 10.91
(CH,-CHa), 25.58 (C5-(CHg)y), 27.22 (CH,-CHj3), 32.73 (C5-(CHs),), 44.25
(C6Hy), 123.20 (C Ar), 125.32 (CH Ar), 125.81 (CH Ar), 127.05 (CH Ar),
129.15 (CH Ar), 132.26 (C4,), 136.08 (C Ar), 153.00 (C10y), 159.84 (C2),
161.88 (C=0). Haiineno, %: C 75.63; H 7.19; N 11.08. C16H1gN,0. Bprunc-
neHo, %: C 75.56; H 7.13; N 11.01.

5,5-InmeTuii-2-penna-5,6-nurnapodenso|h]xunazomun-4(3H)-on
(6). Ananorwuno u3 7 2 (0.023 mons) coequnenust 3 B 70 vz abce. sraHOIa
nony4atot 6.2 2 (88%) coemunenns 6, T. w1.>260°C. Ry 0.72 (xia0podopm-
aueron 4:1). UK-criextp, v, cx™: 1600 (C=C Ap); 1632 (C=0); 3200-3250
(NH). Criextp SIMP *H, 8, m.1.: 1.42 (¢, 6H, C5-(CHa)y), 2.80 (c, 2H, C6H,),
7.13-7.20 (m, 1H, CH Ar), 7.26-7.35 (m, 2H, 2xCH Ar), 7.44-7.55 (M, 3H,
3xCH Ar), 8.20-8.35 (M, 3H, 3xCH Ar), 12.53 (ym.c, 1H, NH). Cnektp
AMP 2C, §, m..: 25.56 (C5-(CHs)y), 32.91 (C5-(CHa),), 44.15 (C6Hy),
123.95 (C Ar), 125.31 (CH Ar), 125.96 (CH Ar), 127.19 (CH Ar), 127.24
(2xCH Ph), 127.82 (2xCH Ph), 129.41 (CH Ar), 130.49 (CH Ph), 132.14(C
Ph), 132.29 (C4,), 136.18 (C Ar), 153.18 (C10p), 153.92 (C2), 162.32
(C=0). Haiineno, %: C 79.32; H 6.07; N 9.36. C,oH1gN20O. Beruncneno, %:
C 79.44; H 6.00; N 9.26.

2-ben3una-5,5-numeTni-5,6-quruapodenszolh|xunazonnn-4(3H)-on
(7). Ananormuno u3 10.6 2 (0.034 mons) coenunenus 4 8 100 mz abc. sTano-
na nonyyarot 9.0 2 (85%) coemunenus 7, 1. i >250°C. Ry 0.66 (xiopo-
dopm-aneron, 4:1). UK-criektp, v, cx™: 1600; 1610 (C=C Ap); 1638 (C=0).
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Crextp SIMP H, 8, m.1.: 1.32 (¢, 6H, C5-(CHs),), 2.71 (c, 2H, C6H,), 3.87
(c, 2H, CH-Ph), 7.08-7.14 (m, 1H, CH Ar), 7.15-7.31 (m, SH, 5xCH Ar),
7.40-7.46 (M, 2H, 2xCH Ar), 8.04-8.11 (M, 1H, CH Ar), 12.28 (ym.c, 1H,
NH).Crnextp IMP 2*C, §, m.x1.: 25.50 (C5-(CHs),), 32.73 (C5-(CHa),), 40.28
(CH,-Ph), 44.13 (C6H,), 123.46 (C Ar), 125.35 (CH Ar), 125.89 (CH Ar),
126.17 (CH Ph), 127.08 (CH Ar), 127.79 (2xCH Ph), 128.67 (2xCH Ph),
129.26 (CH Ar), 132.04 (C4,), 136.05(C Ph), 136.08 (C Ar), 153.06 (C10y),
157.65 (C2), 161.74 (C=0). Haiineno, %: C 79.63; H 6.27; N 8.93.
Cy1H2N,0. Beruucieno, %: C 79.72; H 6.37; N 8.85.
3,5,5-TpumeTni-2-3Tuia-5,6-guruapooenso[h|xunazonun-4(3H)-on
(8). Cmech 3.8 2 (0.015 mons) coemunenus 5, 0.84 2 (0.015 mons) KOH u
2.84 2 (0.02 mons) metunitoguaa B 25 ma abc. 3TaHOA KUISATAT ¢ 00OpaTHBIM
XOJOAWIBHUKOM B TeueHue 10 u. PeakMOHHYIO CMeCh OXJIQXKIAIOT M MPH-
6asistoT 30 ma BoAbl. BeimaBmimii ocajok OTGUIBTPOBHIBAIOT, IPOMBIBAIOT
BOJIOM M MEPEKPUCTAIUIM30BBIBAIOT U3 3TaHoJa. Beixon 2.5 2 (62%) coenu-
Henus 8, 1. wi. 113-115°C. R¢ 0.74 (tomyon-rekcan-stanon, 7:3:1). UK-
CHEKTp, V, e 1600; 1605 (C=C Ap); 1656 (C=0). Cnextp AMP H, 8,
m.a., Iy: 1.33 (¢, 6H, C5-(CHz)),1.39 (1, J=7.29, CH,-CH3), 2.74 (c, 2H,
C6Hy), 2.81 (x, 2H, J=7.29, CH,-CHj3), 3.47 (c, 3H, N-CHj3), 7.08-7.16 (m,
1H, CH Ar), 7.20-7.31 (m, 2H, 2xCH Ar), 8.07-8.14 (m, 1H, CH Ar).Crektp
AMP BC, 5, m.x.: 9.88 (CH,-CHg), 25.42 (C5-(CHa)y), 27.50 (CHy-CHa),
29.15 (N-CHj3), 33.0 (C5-(CHjs),), 44.23 (C6Hy), 122.04 (C Ar), 124.89 (CH
Ar), 125.84 (CH Ar), 127.07 (CH Ar), 129.20 (CH Ar), 132.04 (C4,), 136.01
(C Ar), 150.58 (C10p), 159.29 (C2), 160.59 (C=0). Haiineno, %: C 76.15; H
7.48; N 10.39. C17H2oN20. Beruucneno, %: C 76.09; H 7.51; N 10.44.
3,5,5-Tpumeruii-2-peHu-5,6-quruapodenso[h]xunazonun-4(3H)-on
(9). Anamornuno u3 3.02 2 (0.01 monn) coenunenus 6, 0.56 2 (0.01 moxsn)
KOH, 2.84 2 (0.02 monrsn) metunitonuna u 25 ma abe. stanomna moayvaot 2.0
2 (63%) coemunenns 9, 1. 1. 153-155°C. R 0.45 (Tomyos-rekcaH-3TaHOM,
7:3:1). UK-cmextp, v, em™: 1600; 1605 (C=C Ap); 1656 (C=0). Crnextp
SAMP 'H, §, m.a.: 1.41 (¢, 6H, C5-(CHa)y), 2.81 (c, 2H, C6H,), 3.41 (c, 3H,
N-CHj3), 7.12-7.18 (M, 1H, CH Ar), 7.19-7.33 (M, 2H, 2xCH Ar), 7.49-7.56
(M, 3H, 3xCH Ar), 7.61-7.68 (m, 2H, 2xCH Ar), 8.04-8.10 (m, 1H, CH
Ar).Crextp SIMP BC, 8, m.1.: 25.38 (C5-(CHs),), 33.17 (N-CHs3), 33.48 (C5-
(CH3),), 44.13 (C6Hy), 122.98 (C Ar), 125.04 (CH Ar), 125.94 (CH Ar),
127.17 (CH Ar), 127.87 (4xCH Ph), 129.29 (CH Ar), 129.45 (CH Ph),
131.72 (C4,), 134.99 (C Ph), 136.04 (C Ar), 151.12 (C10p), 157.50 (C2),
162.72 (C=0). Haiineno, %: C 79.65; H 6.48; N 8.79. C1H2oN,O. Beruucie-
Ho, %: C 79.72; H 6.37; N 8.85.
2-ben3unn-3,5,5-Tpumerni-5,6-muruapoéenso|h]xunazonnn-4(3H)-
on (10). Ananoruyno u3 3.16 2 (0.01 mozs) coequnenus 7, 0.56 2 (0.01 mo-
s1s1) KOH u 1.42 2 (0.01 mons) metunitonuna B 25 mrn aGCOMIOTHOTO ITaHOA
nony4datot 2.2 2 (73%) coemmuaenus 10, T. or. 126-128°C. R¢ 0.74 (xmopo-

79



dopm-aneron, 4:1). UK-ciiextp, v, cx™’: 1585; 1605 (C=C Ap); 1648 (C=0).
Crextp SIMP H, §, m.1.: 1.35 (¢, 6H, C5-(CHs),), 2.77 (¢, 2H, C6H,), 3.40
(c, 3H, N-CHj3), 4.22 (c, 2H, CH,-Ph), 7.08-7.36 (m, 8H, 8xCH Ar), 8.03-
8.10 (M, 1H, CH Ar).Crexrp SIMP *C, §, m.1.: 25.38 (C5-(CHa),), 29.91 (N-
CHjs), 33.09 (C5-(CHs)y), 41.45 (CH,-Ph), 44.17 (C6H,), 122.52 (C Ar),
124.98 (CH Ar), 125.92 (CH Ar), 126.33 (CH Ph), 127.11 (CH Ar), 127.74
(2xCH Ph), 128.13 (2xCH Ph), 129.33 (CH Ar), 131.82 (C4,), 134.85 (C
Ph), 136.04 (C Ar), 150.79 (C10y), 157.49 (C2), 160.63 (C=0). Haiineno, %:
C 79.85; H 6.79; N 8.39. CH22N,0. Beruncneno, %: C 79.97; H 6.71; N
8.48.
5,5-IumeTni-2-gpennia-4-3rokcu-5,6-muruapoodensoh|xunazonun
(11). Cmecs 3.02 2 (0.01 monsn) coenunenus 6, 0.56 2 (0.01 monsz) KOH, 1.56
2 (0.01 monn) stunitonuaa B 20 mn abc. ITaHOJIA KUIIATAT ¢ OOPATHBIM XOJIO-
JTWIBHUKOM B TeueHue 7 u. PeakIMoHHYI0 cMeCch OXJIaXIaloT U K Hell 100aB-
nstt0T 20 Mz Bombl. BeimaBmmii 0caiok OTGHIBTPOBEIBAIOT, TPOMBIBAIOT BO-
JI0# ¥ MePEeKPHUCTAIUTN30BBIBAIOT U3 3TaHoia. [Tonyyarot 2.0 2 (60%) coemu-
uenns 11, t.ur. 90-92°C. Ry 0.86 (6enzon-stanon, 10:1). UK-cmektp, v, em’t:
1030 (C-O-C); 1588; 1600 (C=C Ap). Crextp IMP *H, &, m.11., I'y: 1.40 (c,
6H, C5-(CHs),), 1.51 (1, 3H, J=7.10, O-CH,-CHj3), 2.84 (c, 2H, C6Hy), 4.64
(x, 2H, J=7.10, O-CH,-CHj3), 7.14-7.21 (m, 1H, CH Ar), 7.28-7.38 (m, 2H,
2xCH Ar), 7.39-7.51 (M, 3H, 3XCH Ar), 8.36-8.43 (m, 1H, CH Ar), 8.44-
8.52 (M, 2H, 2xCH Ar). Crnektp SIMP *C, §, m.1.: 14.07 (O-CH,-CHs),
26.46 (C5-(CHs),), 32.62 (C5-(CHjs),), 44.04 (C6Hy), 61.31 (O-CH,-CHa),
119.05 (C Ar), 125.31 (CH Ar), 126.18 (CH Ar), 127.34 (2xCH Ph), 127.34
(CH Ar), 127.55 (2xCH Ph), 129.53 (CH Ar), 129.69 (CH Ph), 131.91 (C4,),
136.31 (C Ar), 137.28 (C Ph), 157.77 (C10p), 160.17 (C2), 166.64 (C4).
Haiineno, %: C 80.06; H 6.78; N 8.39. C»,H»,N,O. Brruncneno, %: C 79.97;
H6.71; N 8.48.
2-ben3uin-4-3Tokcen-5,5-1uMeTII-5,6-1uruapodensoh| xunazonun

(12). Cmech 3.16 2 (0.01 mons) coequnenus 7, 2.08 2 (0.01 mons) PCls u 35
mn POCl3 B 40 mn cyXoro TOIyosa KUISATAT ¢ OOPATHBIM XOJOAMIBHUKOM B
teyeHue 10 u. [locre ynaneHusi pacTBOPUTEIIS OCTATOK pacTBOPSOT B 20 ma
1,4-nuokcana, K HeMy M0OaBJISIOT PACTBOP ATHUJIATA HATPUS, MOTYYSCHHOTO
u3 0.7 2 (0.03 mons) u 20 ma abc. ITaHONA, M KUIATAT C OOPATHBIM XOJIO-
JTVITBHUKOM B TeueHue 7 u. PeaKIMOHHYIO CMECh OXJIaXTal0T U JOOABISIOT
80 mz Boapl. BrimaBmmii ocagiok OT(UIBTPOBBIBAIOT, TPOMBIBAIOT BOAOH M
MEPEeKPUCTAITM30BBIBAIOT U3 cMecH 3TaHoi-Boza (1:2). Beixon 1.2 2 (35%)
coeaunenus 12, T. wi. 96-97°C. R; 0.88 (tomyon-stanoi, 7:1). Cnekrp SIMP
'H, &, M., I'y: 1.33 (¢, 6H, C5-(CHs),), 1.40 (1, 3H, J=7.12, O-CHy-CHy),
2.79 (c, 2H, C6Hy), 4.07 (c, 2H, CH,-Ph), 4.44 (x, 2H, J=7.12, O-CH,-CHj3),
7.10-7.40 (m, 8H, 8<CH Ar), 8.14-8.24 (M, 1H, CH Ar). Criextp SIMP *C, 3,
m.a.: 13.97 (O-CH,-CHg3), 26.38 (C5-(CHs),), 32.44 (C5-(CHj),), 44.02
(C6Hy), 44.85 (CH,-Ph), 61.23 (O-CH,-CH3), 118.13 (C Ar), 125.30 (CH
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Ar), 125.52 (CH Ph), 126.07 (CH Ar), 127.22 (CH Ar), 127.51 (2xCH Ph),
128.64 (2xCH Ph), 129.56 (CH Ar), 131.74 (C4,), 136.20 (C Ar),138.10 (C
Ph), 157.62 (C10p), 165.43 (C2), 166.49 (C4). Haiineno, %: C 80.16; H
7.08; N 8.19. Cy3H24N20. Beruucneno, %: C 80.20; H, 7.02; N, 8.13.

5,5-TumeTni-2-gpennia-4-xaop-5,6-qruruapodenso|h|xunazoaunn (14).
Cwmechb 4.5 2 (0.015 mons) coenunenus 6, 3.12 2 (0.015 mons) PCls u 35 ma
POCI; kumsatsaT ¢ 00paTHBIM XOJ0AHILHHKOM B Teuenue 10 4. TTocne ynane-
uust m30biTka POCI3 k peakimonHol cMecH PUOaBIISAIOT JIEH, SKCTPArupyOT
xsopodopmom, npombiBatoT 5% pactBopom NaHCO; u cymar 6e3BoaHBIM
cynbdarom Hatpus. [locne ynaneHus pacTBOPUTENS OCTATOK MEPEKPHCTAI-
JM30BBIBAIOT U3 merposneitnoro s¢dupa (pp. mo 80°C). Beixon 1.5 2 (31%)
coemquHenus 14, T.mwi. 96-98°C. Ry 0.47 (6enzon-stanoin, 10:1). UK-cnektp,
v, em™: 1580; 1600 (C=C Ap). Criextp SIMP *H, 8, m.11.: 1.53 (c, 6H, C5-
(CHa)y), 2.93 (c, 2H, C6Hy), 7.20-7.26 (M, 1H, CH Ar), 7.34-7.52 (M, 5H,
5xCH Ar), 8.36-8.41 (m, 1H, CH Ar), 8.45-8.53 (M, 2H, 2XCH Ar).Cnektp
AMP 2C, §, M. 26.02 (C5-(CHs)y), 34.19 (C5-(CHa),), 44.25 (C6Hy),
12595 (CH Ar), 126.61 (CH Ar), 127.44 (CH Ar), 127.63 (2xCH Ph),
127.81 (2xCH Ph), 130.34 (CH Ar), 130.89 (CH Ph), 131.05 (C Ar), 131.21
(C Ar), 135.64 (C4,), 136.56 (C Ph), 158.84 (C10y), 160.24 (C4), 161.03
(C2). Haiineno, % C 74.78; H 5.43; N 8.79. CH17CIN,. Beruucneno, % C
74.88; H5.34; N 8.73.

4-(5,5-IumeTna-2-3tuii-5,6-muruapodenso[h] xuna3zonun-4-ui)mop-
¢osmn (16). Cmech 2.54 2 (0.01 mons) coenuuenns 5, 2.08 2 (0.01 mons)
PCls u 35 mn POCI3 kumsatsaT ¢ o0paTHbIM XOJOAMILHHKOM B TeueHue 10 u.
ITocne oTroHKM pacTBOpUTENsS K PEAaKLHMOHHOW cMmecu npubaBistor 3.48 2
(0.04 mons) MmopdonrHa ¥ KUITATSIT ¢ OOPATHBIM XOJIOTUILHIUKOM B TEYCHHE
7 y. PeakmoHHYI0 CMeCh OXJIKJAIOT W NpubaBmsitoT K Hel 40 mr BOABL.
Ocanok 0THUIBTPOBBIBAIOT, IPOMBIBAIOT BOJON M JIBAXK/IbI TIEPEKPUCTAILIN-
30BBIBAIOT U3 3TaHona. Bexon 1.2 2 (37%) coenunenus 16, T.rur. 124-126°C.
Rf 0.82 (xnopodopm-aneron, 4:1). UK-cnektp, v, en™: 1585; 1601 (C=C
Ap). Cnextp SIMP *H (300 MI'y, DMSO/CCl, — 1/3), &, m.a., Ty: 1.37 (r,
3H, J=7.59, CH,-CHj3), 1.45 (c, 6H, C5-(CHs),), 2.75 (¢, 2H, C6H,), 2.85 (k,
2H, J=7.59, CH,-CHj3), 3.03-3.09 (M, 4H, 2xCH; mopdonun), 3.73-3.81 (m,
4H, 2xCH, mopdounun), 7.08-7.19 (m, 1H, CH Ar), 7.20-7.36 (M, 2H, 2xCH
Ar), 8.12-8.21 (M, 1H, CH Ar).Crektp SIMP C (75 MI'y, DMSO/CCI, —
1/3), 6, m.a.: 11.85 (CH,-CHs), 26.78 (C5-(CHs),), 31.19 (CH,-CHj3), 33.47
(C5-(CHg)y), 45.37 (C6Hy), 51.31 (2xCH, mopdonun), 65.70 (2xCH, mop-
¢donun), 125.39 (C Ar), 125.52 (CH Ar), 126.16 (CH Ar), 126.91 (CH Ar),
129.61 (CH Ar), 132.67 (C4,), 136.65 (C Ar), 159.94 (C10y), 167.67 (C2),
167.91 (C4). Haiineno, %: C 74.19; H 7.72; N 13.05. CyoH;5N30. Beruucie-
Ho, %: C 74.27; H 7.79; N 12.99.

5,5-TumeTnn-2-pennia-4-(mupponann-1-um)-5,6-muruapoodensoh]
xuHa30JuH (17). Cmech 3.21 2 (0.01 mons) coenunenus 14 u 5 mn nupposu-
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JIMHA KHISITAT ¢ OOpaTHBIM XOJOAMJIBHUKOM B TeueHHE 5 u. PeaknunoHHyro
CMeCh OXJIAKJAIOT U JO0aBISIOT K Hel Boxy. Ocaok OT(UIBTPOBBIBAIOT,
MIPOMBIBAIOT BOZOM M IMEPEKPHCTALUIM30BHIBAIOT U3 dTaHosa. Beixox 1.6 2
(46%) coenuuenus 17, T.m1. 145-146°C. R¢0.55 (6enzon-sranomn, 10:1). K-
crekTp, v, cmt: 1589 (C=C Ap). Crextp SIMP *H, &, m.x.: 1.45 (¢, 6H, C5-
(CHzs)y), 1.90-2.05 (M, 4H, 2xCH, nmupponuaun), 2.72 (¢, 2H, C6Hy), 3.53-
3.62 (M, 4H, 2xCH; upponuaun), 7.13-7.20 (m, 1H, CH Ar), 7.28-7.49 (m,
5H, 5xCH Ar), 8.16-8.23 (M, 1H, CH Ar), 8.42-8.50 (M, 2H, 2xCH Ar).
Cnektp SIMP °C, §, m.n1.: 24.67 (2xCH; nuppomumun), 25.20 (C5-(CHa)y),
33.30 (C5-(CHgy),), 47.08 (C6H,), 51.08 (2xCH, muppoaumun), 121.52 (C
Ar), 125.39 (CH Ar), 126.25 (CH Ar), 126.62 (CH Ar), 127.31 (2xCH Ph),
127.38 (2xCH Ph), 128.95 (CH Ar), 129.11 (CH Ph), 133.64 (C4,), 136.30
(C Ar), 137.78 (C Ph), 158.60 (C10yp), 158.92 (C2), 164.26 (C4). Haiineno,
%: C 81.16; H 7.13; N 11.90. C,4H25N3. Berunciaeno, %: C 81.09; H 7.09; N
11.82.

5,5-IlumeTna-2-penni-4-(nunepuaun-1-mi)-5,6-auruapodensolh]
xuHazouuH (18). Auanornuno u3 5.5 2 (0.01 monn) coenunenus 14 u 7.5 mn
nunepuanHa nony4arot 3 2 (48%) coemunenus 18, T.rut. 130-131°C. R; 0.85
(6enson-stanon, 10:1). UK-criektp, v, e 1590; 1604 (C=C Ap). Crextp
SAMP *H, §, m.zi.: 1.50 (¢, 6H, C5-(CHs),), 1.60-1.84 (M, 6H, 3xCH, numnepu-
), 2.80 (¢, 2H, C6H,), 3.10-3.17 (M, 4H, 2xCH, nunepuaun), 7.14-7.21
(m, 1H, CH Ar), 7.31-7.39 (m, 2H, 2xCH Ar), 7.40-7.48 (M, 3H, 3xCH Ar),
8.30-8.37 (M, 1H, CH Ar), 8.44-8.52 (m, 2H, 2xCH Ar).Criexrp SIMP 3C, 3,
M.a.: 23.65 (CH, nunepuaun), 25.09 (2xCH, nunepuaun), 26.62 (C5-
(CH3)y), 33.68 (C5-(CHg)z), 45.52 (C6Hy), 52.22 (2xCH; mnumepuauh),
125.48 (CH Ar), 126.20 (C Ar), 126.23 (CH Ar), 126.95 (CH Ar), 127.29
(2xCH Ph), 127.49 (2xCH Ph), 129.36 (CH Ar), 129.62 (CH Ph), 132.94
(C4,), 136.74 (C Ar), 137.46 (C Ph), 160.05 (C10y), 160.20 (C2), 169.05
(C4). Haiineno, % : C 81.36; H 7.33; N 11.46. C,5H27N3. Beraucneno, %: C
81.26; H 7.37; N 11.37.

2-ben3un-5,5-numerni-4-(nunepuaun-1-mi)-5,6-auruapodensolh|
xunazoauH (19). Cmeck 3.16 2 (0.01 monn) coequnenus 7, 2.08 2 (0.01 mo-
2151) PCls 1 35 mn POCl3 kumatsaT ¢ 0OpaTHBIM XOJIOAWIBHUKOM B TeueHue 20
y. [Tocne OTrOHKH PacTBOPUTENS K PEaKIMOHHON cMecH MPHUOABISIOT 5
MUTEPUINHA U KUIATAT ¢ 0OOpaTHBIM XOJIOAMJIBHUKOM B TeueHue 7 u. Peak-
UOHHYIO CMECh OXJIKAAIOT U 100aBISIIOT K Hel Boay. Ocaaok OXJIaxkIaoT,
OT(UIBTPOBBIBAIOT, IPOMBIBAIOT BOJOW U MEPEKPUCTAIIN30BbIBAIOT 13 80%
staroia. Beixog 1.0 2 (26%) coemunenus 19, t.ur. 126-128°C. R 0.75 (6en-
som-3tanon, 10:1). UK-ciektp, v, ™ 1590; 1604 (C=C Ap). Criextp SIMP
'H, 5, M. 1.43 (¢, 6H, C5-(CHa),), 1.54-1.79 (M, 6H, 3xCH, mumepumun),
2.73 (¢, 2H, C6Hy), 2.95-3.03 (M, 4H, 2xCH; munepunun), 4.10 (¢, 2H, CH,-
Ph), 7.09-7.41 (m, 8H, 8<CH Ar), 8.10-8.17 (M, 1H, CH Ar). Cuekrp SIMP
3¢, 8, . 23.60 (CH, nunepuaut), 25.04 (2xCH, nunepumun), 26.54
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(C5-(CHs),), 33.49 (C5-(CHs),), 44.74 (CHp-Ph), 45.44 (C6H,), 52.05
(2xCH, nunepuaun), 125.43 (CH Ar), 125.48 (C Ar), 125.48 (CH Ph),
126.11 (CH Ar), 126.86 (CH Ar), 127.47 (2xCH Ph), 128.59 (2xCH Ph),
129.52 (CH Ar), 132.72 (C4,), 136.66 (C Ar), 138.28 (C Ph), 159.97 (C10y),
165.51 (C2), 169.07 (C4). Haiineno, % C: 81.52; H 7.72; N 10.88. Cy6H9Ns.
Brruncieno, % C: 81.42; H 7.62; N 10.96.

4-T'uapasuauia-5,5-numeTnia-2-gpenns-5,6-quruapoodenso[h]xunaso-
JuH (20). Cmecs 4.8 2 (0.015 mons) coenunenust 14 u 13.5 mn ruapasunrua-
paTa KUIATAT ¢ 00paTHBIM XOJIOAMILHUKOM B TedeHne 3 u. [locie ymaneHus
M30BITKA THAPA3UHTHApATA MoJTyJaroT 4.7 2 octaTtka ruapasuna 20, KoTopeli
0e3 JIOMOTHUTEIPHON OUYHMCTKH MCTIOB30BaH JIJIsl CHHTE3a coeanHeHM 21.

4,4-Tumetrnia-11-gpennn-4,5-nuruapodensolh][1,2,4] tpuazoso[4,3-
c|xunazomuu (21). Cmecs 4.7 2 Heounmnennoro coeaunenust 20 u 15 wr op-
TOMYPaBBUHOTO 3(pHpa M KHUIATAT ¢ OOPATHBIM XOJIOAUIBHUKOM B TCUCHUE
15 u. Ocanok OTHHUIBTPOBBIBAIOT U MEPEKPUCTALIM30BBIBAIOT U3 ITAHOJIA.
Beixon 4 2 (82%) coemunenust 21, .. 208-210°C. R¢ 0.68 (Tomnyosn-rexcan-
sranon, 5:3:1). UK-crextp, v, cm™: 1575; 1601 (C=C Ap). Criextp SIMP *H,
8, m.a.: 1.66 (¢, 6H, C4-(CHgy),), 2.98 (¢, 2H, C5Hy), 7.20-7.36 (m, 3H,
3xCH Ar), 7.61-7.70 (M, 3H, 3xCH Ar), 8.04-8.14 (M, 2H, 2xCH Ar), 8.21-
8.28 (m, 1H, CH Ar), 9.24 (c, 1H, C8H). Cniektp SIMP C, 8, m.1.: 26.46
(C4-(CHs),), 33.59 (C4-(CHs),), 43.30 (C5Hy), 121.90 (C Ar), 124.74 (CH
Ar), 126.33 (CH Ar), 127.54 (CH Ar), 128.27 (2xCH Ph), 128.56 (2xCH
Ph), 128.95 (CH Ar), 130.98 (CH Ph), 131.18 (C Ar), 132.04 (C3y), 133.75
(C8H), 134.94 (C Ph), 141.63 (C9y), 144.77 (C3,), 148.72 (C11). Haiineno,
%: C 77.36; H5.48; N 17.26. C»;H1gN4. Berumcneno, %: C 77.28; H 5.56; N
17.17.

Aemop svipadxcaem 6nacooaprocms C.C.Mamsany 3a ¢uszuxo-xumuuec-
Kue uccnedosanus, a makxce ©.C.Apcensn, K.A.Asaxuman u P.E.Mypaosany
3a buonoeuveckue ucCie008aHuUsl.

EbNP-LOLULE-ULPLD U 2bNPYLOALE LN [h] B LEQNLR LD
LAL TOULS3ULLEGLP UBLEEQL AF NUYUNFO-NFS-LUSHL
U NUUULUYSELPUL NUSUNFE-3AFLLEBLL

4. 4. NU3rumes3u’u

1-Uedifpton-3,3-g fruf b3 -3, Ay & frop oo [Buagy -2~ hrusprpsmafranpfy - (sd flamiofumpy) S
[Pby-5,6-np& frpprphiivgn[h] fuposgny -2 (3E)-misiibipp: Lbppiifu wylpyndp Suilghgply &
[[uuf N-, l[uuf 4‘[ O-wll[[llwgllw& wpq,wu[lpilbp[l: 4-o.gun[zbiuln[h][u[ﬁluulnl[ﬁlilbpﬁ L2lnpwy-
sl ustig by, Jhpdpifu b opfFndphufdfuluts bufhph §nigbbodudp -
Plgby & 4 4-npidbftpy-11-$libfy-2.5-yhl prpnpbign| ] [1,2,4]mpfugnn[4,3-c] fufbugn-
qlllﬂLl'LnLg#lll‘/[liI 4lumql1L[JJl1Lililb[1:
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SYNTHESIS, ANTITUMOR AND ANTIBACTERIAL ACTIVITY
OF NEW DERIVATIVES OF DIHYDRONAPHTHALENE
AND DIHYDROBENZO[h]QUINAZOLINE

K. K. H AYRAPETYAN

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

The interaction of 1-amino-3,3-dimethyl-3,4-dihydronaphthalene-2-carbonitrile
with acid chlorides of carboxylic acids resulted in the synthesis of acyl derivatives,
which in the presence of chloride hydrogen in absolute ethanol were cyclized to 2-
substituted 5,5-dimethyl-5,6-dihydrobenzo [h]quinazolin-4(3H)-ones. The alkylation of
the latter with alkyl halides (methyl iodide and ethyl iodide) in the presence of
potassium hydroxide has been studied. In case of using methyl iodide as the alkylating
agent, N-substituted products are obtained, while the use of ethyl iodide leads to the
formation of an O-substituted product.

By chlorination of 4-oxobenzoquinazolines 4-chloro-derivatives were synthesized.
Only 4-chloro-5,5-dimethyl-2-phenyl-5,6-dihydrobenzo[h]quinazoline was isolated in
its pure form, while 4-chloro-5,5-dimethyl-2-ethyl-5,6-dihydrobenzo[h]quinazoline and
2-benzyl-4-chloro-5,5-dimethyl-5,6-dihydrobenzo[h]quinazoline were used without
further purification. The interaction of chloro derivatives with secondary cyclic amines
yielded 2-substituted 4-amino derivatives. By condensation of 2-phenyl-4-chloro
derivatives with an excess of anhydrous hydrazine a hydrazine derivative was
synthesized, which was transferred into 4,4-dimethyl-11-phenyl-4,5-dihydrobenzo[h]
[1,2,4] triazolo[4,3-c]quinazoline without additional purification by interaction with
orthoformate. The antitumor activity of compounds has been studied based on the model
of Ehrlich's ascites carcinoma. In the experiment, N-(2-cyano-3.3-dimethyl-3.4-
dihydronaphthalen-1-yl)benzamide at a dose of 50 mg/kg inhibits tumor growth by 40%.
The antibacterial properties of synthesized compounds have been studied by the method
of "diffusion in agar" at a bacterial load of 20 mIn microbial bodies per 1 ml of medium.
It has been found out that most of the investigated compounds show weak or moderate
activity in relation to test-objects.
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