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BnepBble nony4yeHbl 9-okco-, 9-rmppokcu-1-metun-5-pennn-3,7-gnasadbuuynkno/3.3.1/HoHaHsbI.
KoHpeHcaumen 9-rugpokeun-1,5-audpennn-, 9-rugpokcu-1-metun-5-gpexHun- n 1-metun-5-gpeHnn-9-ok-
co-3,7-anazabuumkno/3.3.1/HoHaHoB ¢ anbaerngaMmmn n KEToHaMy CUHTE3NPOBaH psif HOBbIX 2-3aMe-
LeHHbIX Ava3aafgamaHTaHoB. CornacHo pesynbTaTam MNpoBeAeHHbIX GUOMOrMYecKkUX WUCMbITaHUM,
HEeKOTOpble COeMHEHNS 3TOro psida obnagatoT yMEpPEHHOW aHTUbakTepuanbHON akTUBHOCTBIO.

Bubn. ccbinok 6

B momckax HOBEIX OMOAOTHYECKH AaKTHUBHBIX COEAWHEHUM CpeAU IIPOH3-
BOAHEIX 2,5,7-3aMel]eHHBIX-|,3-Aa3aapAaMaHTaHOB HAaMM CHHTE3UPOBAH DPSA
HOBBIX coeprHeHMH. Kak y’ke cOOOLIAAOCH paHee, HEKOTOpHIE 2-3aMellleH-
HBIe AMa3aajaMaHTaHBlI IIPOSBASIOT BBICOKYIO MAW yMepPeHHYIO aHTHOaKTe-
PHaABHYIO aKTHUBHOCTBE [1-3]. IIlpepcTaBAeHHBIE B 3TUX paboTax COEAMHEHUS
CoAepsKaAl AMa3aapaMaHTAHOBOE KOABIIO C aAu(aTHIeCKUMHU 3aMeCTUTEeAS -
MU B 5-OM U 7-OM NOAOKeHUAX. Ha Hall B3rasp, onpepereHHBIV HMHTepec
MIPEACTABASIAO HU3ydeHHe OMOAOTHYECKHUX CBOUCTB COEAVHEHHMU YyKa3aHHOI'O
pPsAQ, COpeprKallliX BMECTO aAudaTHdeCcKUX apoMaTHyecKue 3aMeCTUTeAU -
OM U 7-OM IIOAOKEHUAX.

C 3TOU IIeAbI0 HaMM CHHTE3UPOBAHBI 1-MeTHuA-5-peHur-9-okco-3,7-pua-
3aburukrnao/3.3.1/H0Han (1), 9-THApPOKCH-1-MeTHA-5-(peHUA-3,7-Ana3abulIuK-
A0/3.3.1/H0HaH (2), a Tak)Ke U3BECTHBIM paHee 9-TUAPOKCHU-1,5-pudenun-3,7-

Anaszabunuknao/3.3.1/ua0HaH (3) [4].
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Peaknuelr MaHHUXa U3 3TUAOEH3UAKETOHA U YPOTPOIIMHA B Cpepe OyTa-
HOAAQ B IPUCYTCTBUU YKCYCHOM KUCAOTBHI HaMU IIOAYUYeH AMa3aapaMaHTaH 4,
KOTOPHIM Aanee AeMCTBHEM XAOPUCTOTO alleTHAa IIpeBpallleH B AMAlleTHAb-
HOe mpom3BOAHOE 5. KMCAOTHBIM TMAPOAM30M, 3aTeM O0OpPabOTKOM IIEAOUYBIO
IOCAEAHETO CUHTEe3UpPOBaH 1-MeTHuA-5-peHnA-9-0KCco-3, 7-A11a3abuITuK-
r0/3.3.1/u0Han (1). BoccTaHOBAEHMEM KeTOTPYINBLI coepAnHeHMd 1 Goprua-
PYAOM HATpPHUs B W3OMPOMHUAOBOM CIHUPTE CHHTE3UPOBAH OUITUKAOHOHAH 2

(cxema 1).
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KunsuenneM CHUHTe3UPOBAHHBIX OMIMKAOHOHAHOB 1-3 B 3TaHOAE C pas-
AMYHBIMU aAbAETUAAMU U KEeTOHAMU (@pOMaTUYECKUMM, TeTEePOITUKAUYECKU-
MH) I[OAYYEHBI KOHAEHCHUPOBAHHBIE IIPOU3BOAHBIE 1,3-AMa3aapaMaHTAHOB
(cxemer 2 1 3).
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CTpoeHue CHHTE3UPOBAHHBIX COEAMHEHUN ITOATBEPIXACHO AAHHBIMU
3AeMeHTHOro aHaam3a, K- u IMP 'H CIIEKTPOB.

AnaTH6aKTEepUaAbHYIO aKTUBHOCTH CHUHTE3WPOBAHHBLIX COEAMHEHUWU M3Y-
YaAn [0 MeToAy “aAuddy3um B arape” [5] mpu OaKTepHaAbHOM Harpyske
20 man MUKPOOHBIX TeA Ha 1| ma cpepbl. B 3KcIlepuMeHTaxX HCIOAB30BAAU
rpaMIIOAOKUTEeABHBIE cTadpurakokku (Staphilacoccus aureus 209p, 1) u rpamoT-
punateAbHble marouku (Sh. Flexneri 6858 E. Coli 0.55). B kauecTBe MMOAOKHU-
TEeABHOTO KOHTPOASI MCIIOAB30BaH AEKapCTBEHHBLIN IIpernapar (ypa3oAUAOH
(d=24-25 mm) [6].

HccrepoBanme aHTHOAKTEPUAABHON aKTMBHOCTH CUHTE3UMPOBAHHBIX COe-
AVMHEHUM TO0Ka3aA0, UTO TOABKO coepmHeHUs 26,28 ¢ AMPEeHUABHBIMM 3a-
MECTUTEASIMH B 5-OM U 7-OM IIOAOJKEHUSIX AMa3aapaMaHTAHOTO KOAbIla
MIPOSIBASTIOT CAAOyIO aKTMBHOCTH B OTHOIIIEHUH I'PaMOTPHUIATEABHBIX HAaAOYEK
(d=13-14 mm). B oTAnMuYMe OT COeAVHEHHU C AUMEHUABHBIMU 3aMeCTUTEAd-
MU, coepmenus 12,1415 ¢ METUABHBIM U (PEHUABHBIM 3aMECTHUTEASIMU OKa-
3BIBAIOT CAAOYI0 aKTUBHOCTL B OTHOUIEHUM BCEX HCIIOAB30BAHHEBEIX MUKPOOP-
ragu3MoB (d =14-15 um).

3KC1’[epl/IMeHTa.TILHaﬂ 4acTb

HUK-cnekTphl CHSITHI B Ba3eAMHOBOM MacAe Ha CIHeKTpogoToMeTpe
“Nicolet Avatar 330 FT-IR", cmekrper IMP 'H — mna mpuGope “Varian
Mercury-300" (300 MIy) 8 AMCO-dg / CCly 1/3, BHyTPEHHUN CTaHAAPT —
TMC. Xop peakIu M 4UCTOTY BellleCTB KOHTPOAUPOBAAU C moMoinbto TCX
Ha naactuHkax “Silufol UV-254" B cucremax OyraHoA—Hachim. NHj (A),
IponaHoA —BoAd, 7:3 (B), xaopodopm —arerton, 2:1 (C). TemnepaTypsl IIAaB-
AE€HUS ONIpeAeAeHbl Ha Tipubope “Boetius".

5-Metuna-7-¢penunn-6-okco-1,3-mmazaagamanran (4). Cmecnr 1.48 2 (10 mmo-
nei) 3TUAOeH3UAKeTOHa, 1.06 2 (7.6 mmornei) yporponuHa, 25 ma OyTaHOAA U
10 M2 yKCYCHOM KHUCAOTHI KUIATAT 2 u. 3aTeM OTTOHSIOT OyTaHOA, OCTATOK
SKCTparupyior OeH30A0M. Ilocae oOTroHKH OeH30Aa 0Opa3oBaBIINECS
KPUCTAAABl II€PEKPUCTAAU3O0BEIBAIOT M3 CMECH 3TaHOA-reKcaH, 2:1. Brixop
60%, R; 0.48 (A), T.mA. 158-160°C. MK-cmektp, v, ex™ 1620 (apom.), 1710
(C=0). Cnektp SIMP !H, §, m.a., Ty: 0.84 ¢ (3H, CHj3); 2.69 ¢ (2H), 2.90
yura. (4H, J = 12.9), 3.17 m (4H, 2xCHy); 7.10-7.25 m (5H, H-apowm.). Hatipe-
HO, %: C 74.70; H 7.60; N 11.35. C;5HgN,O. Brruucaeno, %: C 74.38; H 7.44;
N 11.57.

1-MeTnia-5-peHmin-9-okco-3,7-muazaneTmianazaounnkio[3.3.1Jvonan  (5). K
pacTtBopy 2.42 2 (10 mmoneii) 5-MeTuA-7-heHUA-6-0KCO-1,3-AM1a3aapaMaHTaHa 4
B cMecH 30 mz OeH30Aa 1 10 Mz BOABI IIPU IIepeMelIuBaHuy, IPpU KOMHATHOMN
TeMIlepaType IO KanAsaM A00aBAAIOT 1.92 o (25 mmoneii) aneTuaxropupa. ben-
30ABHBIN CAOU OTAEASIOT, IIPOMBIBAIOT BOAOM, cywaT Hap MgSOy, u otro-
Hgt0T. OCTaTOK MepPeKpPUCTAAAU30BBLIBAIOT M3 alleToHa. Bwixopa 96%, Rf 0.61
(A) T.A. 204-205°C. MK-cmekTp, v, e 1610 (apom.), 1680 (N-C=0), 1710
(C=0). Cuexrp IMP !H, §, m.a., Iy: 1.06 ¢ (3H, CHj3); 2.08 ¢ (3H, COCHj);
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2.10 c (3H, COCHg3); 2.92 ap, (1H, J = 13.5,J = 2.4), 3.30 pp (1H, J = 13.3,
J = 2.6), 3.42 pp (1H, J = 13.3,J = 2.6), 3.86 ap (1H, J = 13.3,J = 2.8),
4.21 ap (1H,J = 13.3,J = 2.8), 433 ap (1H, J = 13.3,) = 2.8), 5.02 ap (1H,
J = 1353 = 28), 535 an (1H, J = 13.3,J = 2.8, CH,); 7.26-7.39 M (5H, H-
apoM.). Haipeno, %: C 69.11; H 7.22; N 8.70. C1gH93,N,O3. Beruucaeno, %: C
68.78; H 7.00; N 8.91.

1-Metnia-5-penuni-9-okco-3,7-nuazadunukio[3.3.1]Jnonan (1). 1.57 2 (5 mmo-
aeu) puanetura 5 m 25 mn 4N HCI runatart 7 u. [Tocae oxXaa>RAeHUS BBITIAB-
1IMe KPUCTAAABI OT(PUABTPOBBLIBAIOT, TPOMBIBAIOT MAABIM KOAMYECTBOM AEAS-
HOM BOABI, CYIIAT M ITIePeKPUCTAaAAN30BBEIBAIOT TeKcaHoM. Brixop 69%, Ry 0.38
(B), T.mA.81-82°C. VK-cmekTp, v, e 1620 (apom.), 1730 (C=0), 3310 (NH).
Cnektp SIMP !'H, §, m.a., Ty: 0.82 ¢ (3H, CHj); 2.99 ym.a (2H, J = 12.8,
CHy); 3.3 yur.c (2H, NH); 3.40 ¢ (4H, 2xCHy); 3.65 ¢ (2H, CHy); 7.15-7.35 M
(5H, H-apomMm.). Hatipeno,%: C 73.30; H 7.64; N 12.35. C4HgN,O. Briuncae-
H0,%: C 73.04; H 7.82; N 12.17.

9-I'uapoxcu-1-meTnia-5-penna-3,7-nuazadunnkio[3.3.1]Juonan (2). K pactso-
py 2.42 2 (10 mmonei) OunimkAoHOHaHa 1 B 50 mn M30IPOIAHOAQ, HNOPIUAMU
po0aBasroT 1.9 2 (50 mmonew) NaBH, Peaknmonnyio cmech Kungargar 10 u.
[Toche pas3rosReHUST KOMIIAEKCA BOAOM U OTTOHKM M30IIPOIIaHOAA OCTATOK
TIePEeKPUCTAAANZOBLIBAIOT U3 CMeCU OeH30A-M30mpoIliaHoA, 2:1. Beixop 75%,
Rf 0.30 (B), T.mA. 183-84°C. MK-cmekTp, v, en™: 1618 (apom.), 3310 (NH), 3650
(OH). Cnektp SIMP H, §, m.a., Ty: 0.78 ¢ (3H, CHj); 2.72 yur.a (2H, J =
13.7, NCHy); 3.01-3.12 m (6H, 3xCH,); 3.25 A (1H, J = 4.8, CHOH); 3.38 p
(1H,J = 4.7, OH); 3.82 yur.c (2H, NH); 7.08-7.39 m (5H, H-apom.). HatipeHo,
%: C 72.65; H 8.40; N 12.30. C;4H99N,O. Breiunicaeno,%: C 72.41; H 8.61; N
12.06.

OO6mas MeToauKa MoJaydYeHHs: 5,7-mudeHnna- u S5-MeTmi-7-GeHu-2-3aMeleH-
HbIX 1,3-1ma3zaagamanranoB (6-31). K crmupToBOMYy pacTBOpy 5 MMozeld COOT-
BETCTBYIOIETO 1,5-pAndeHunA- UAU (MeTuAeHUA-)-3,7-Aua3a0UITNK-
A0/3.3.1/H0HaHa TPUOABASIOT 5 MMojeli COOTBETCTBYIOIIETO AABACTHAA WUAU
KeTOHA. PeakIIMOHHYIO CMeCh KUIIATAT A0 OKOHUYaHMWA peakKuuu 5-10 u, 3aTeMm
OXAQKAQIOT, OCAAOK (PUABTPYIOT, IIPOMBIBAIOT XOAOAHBIM 3TaHOAOM, BOAOH,
CyIIaT M MEePEeKPUCTAAAN3OBBIBAIOT.

5-Metuii-7-¢eHn-6-okco-2-cnupo-(2'-okco-3'-uHgoaua)-1,3-1mazaagamanTan
(6). Boixop 75%, Ry 0.77 (B), T.ma. 192-193°C. (rekcan). MK-cmektp, v, cv™:
1620 (apom.), 1675 (C=0), 1710 (C=0), 3307 (NH). Cnexrp IMP !H, §,
m.A., Ty: 1.07 ¢ (3H, CHg); 3.01 a (2H, J = 14.1, CHy); 3.25 A (2H, J = 13.0,
CHy); 4.24 ap (2H, J = 14.1, J = 3.0, CHy); 5.08 pp (2H, J = 13.0, J = 3.0,
CHy); 6.94 yur.p (1H, J = 7.7, CgHy); 7.00 ym.T (1H, J = 7.7, CgHy); 7.20-7.38
M (6H, CgHs; m CgHy); 7.81 yurp (1H, J = 7.7, CgHy); 10.80 ¢ (1H, NH). Haii-
AeHo, %: C 73.67; H 6.02; N 7.71. C9H9N30,. Beruucaeno, %: C 73.53; H
5.84; N 7.99.

5-Metni-7-¢peHunn-6-okco-2-cnuponukiaorekcui-1,3-nnazaanamanran (7). Boi-
xop 83%, Ry 0.41 (B), T.mA.121-123°C (rekcan). MK-cmekTtp, v, ent: 1620
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(apom.), 1685 (C=0). Cnekrp IAMP !H, §, m.a., Iy: 1.86 c (3H, CHs); 1.41-
1.62 m (6H, CH, ituka); 1.95-2.18 m (4H, CHy nuka); 2.85 ym.a (2H, J = 12.9,
CHa); 3.25 aa (2H, J = 14.1, J = 3.0, CHy); 3.7 aa (2H, J = 13.0, J = 3.0,
CH,); 3.98 A (2H, J = 12.8, J = 2.8, CHy); 7.10-7.28 m (5H, H-apowm.). Haii-
AeHO, %: C 77.25; H 8.60; N 9.28. CyoHysN,O. Brruucaeno, %: C 77.41; H
8.38; N 9.03.
5-Metn-7-¢peHunn-6-okco-2-cnUpoONUKIONeHTHI-1,3-1na3zaagamantan ).
Brrxop 85%, Ry 0.37 (B), T.mA.115-116°C (rekcan). MK-cmekTp, v, cv™ 1620
(apom), 1690 (C=0). Cuekrp AMP !H, §, m.a., Iy: 0.85 ¢ (3H, CHs); 2.65
yur.c (4H, 2CH, nugra); 2.02-2.15 m (4H, 2CH, nuka); 3.00 ymr.p (2H, J = 5.6,
CHy); 3.39 ym.p (2H, J = 12.8), 3.60 yur.p (2H, J = 12.8) u 3.85 yur.p (2H, J
= 12.6, 3xCH,); 7.15-7.38 m (5H, H-apowm.). Haiipeno, %: C 77.28; H 8.30; N
12.50. C19Hy4N5O. Breruucaeno, %: C 77.02; H 8.10; N 12.28.
5-Metui-7-pennia-6-oxco-2-(2'-merna-1"-6en3mnn-3"-unmpoauni)-1,3-1mazaana-
manrtan (9). Beixop 75%, R 0.82 (C), T.mA.234-235°C (AM®A). UK-cuexTp, Vv,
en™ 1610 (apom.), 1675 (C=0). Cuekrp SIMP 'H, §, m.a., [y: 0.74 ¢ (3H,
CHjy); 2.57 ¢ (3H, CHy); 3.00 ymr.p (2H, J = 12.8), 3.53 ymr.p (2H, J = 12.8) u
3.83-3.98 M (4H, 4xCHy); 5.39 ¢ (2H, CH,Ph); 5.52 ¢ (1H, NCH); 6.90-7.04 m
(4H), 7.16-7.29 m (7H), 7.33-7.40 m (2H) u 8.07 yur.p (1H, J = 7.9, H-apom.).
Hatipeno, %: C 80.38; H 7.15; N 9.60. C3;H3;N30. Brruucaeno,%: C 80.17; H
6.90; N 9.35.
5-Metui-7-pennia-6-okco-2-(1'2"-numernn-3'-unmonnn)-1,3-nuazaagamanran
(10). Brixop 78%, R; 0.81 (C), T.A.180-181°C (u3 AM®A). UK-cmekTp, v, cn’™:
1600 (apom.), 1710 (C=0). Cnekrp IMP H, §, m.a., Ty: 0.74 ¢ (1.5H) u 0.98
c (1.5H, CHjy); 2.61 c¢ (3H, CHj); 3.39-3.55 m (3H, CHjy); 3.58-3.99 M (8H,
4xCHo); 5.42 ¢ (1H, NCHN); 6.82-7.40 m (8H, H-apom.); 8.07 yura (1H, J =
7.9 CH, H-apom.). Hatipeno, %: C 77.42; H 7.51; N 10.98. C4H97N30. BrbI-
yucaeno, %: C 772.21; H 7.23; N 11.2.
5-Metui-7-penna-6-okco-2-(3'-mupuaui)-1,3-quazaanamanran  (11). Bwixop,
73%, Ri 0.75 (B), T.mA.173-174°C (aranoa). VK-cmekTp, v, cx’: 1592 (apom.),
1710 (C=0), 1480 (C=N). Cnekrp SIMP 'H, §, m.a., Ty: 0.98 ¢ (3H, CHjy);
3.43 ym.p (2H, J = 12.6), 3.48 ym.c (4H) u 3.63 ymr.a (2H, J = 12.6, 4xCH,);
5.32 ym.p (1H, J = 7.9, H-nupupun); 6.99-7.04 » (2H) u 7.12-7.26 m (3H, H-
apom.); 7.30 ppp (1H, J = 7.9,) = 4.7, J = 1.0, H-upupun); 791 yu.p (1H,
J = 7.9 H-nupupun); 8.44 ymr.p (1H, J = 7.9, H-nupupun); 8.77 yurc (1H, H-
nupupuH). Hatipeno, %: C 75.00; H 7.35; N 13.31. CyyH91N3O. Brluncaeno,
%: C 74.76; H 7.16; N 13.08.
5-Merui-7-penna-6-okco-2-(4'-propdpennn)-1,3-quazaagamanran  (12). Boi-
xop 82%, Ry 0.76 (B), T.mA.120-121°C (stamoa). MK-cmektp, v, em 1590
(apom.), 1696 (C=0). Cnekrp IMP !'H, §, m.a., 0.48 ¢ (1.4H) u 0.52 c (1.6H,
CHjs); 2.81-3.02 m (2H, CH,); 3.2-3.6 M (4H, 2xCH,); 3.82 ¢ (2H, CH,); 5.2 ¢
(1H, NCHN); 6.99-7.4 M (7H, H-apom.) u 7.61-7.77 m (2H, H-apowm.). Hatipe-
HO, %: C 74.65; H 6.40; N 8.18. C91H91FN,O. Breruucaeno, %: C 74.78; H 6.52;
N 8.53.
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5-Metui-7-penna-6-oxco-2-(3'-merundenni)-1,3-nmazaanamanran (13). Boi-
xop 75%, Ry 0.60 (A), T.A.138-139°C (rekcan). UK-cmekTp, v, en’t: 1630
(apoM.), 1686 (C=0). Cnekrp AMP !H, §, m.a.: 0.98 ¢ (3H, CHj3); 2.38 ¢ (3H,
CHa); 3.38-3.48 M (4H, 2CHy); 3.55-3.62 M (4H, 2xCH,); 5.18 ¢ (1H, CH);
6.98-7.46 m (9H, H-apowm.). Hatipeno, %: C 79.43; H 7.62; N 8.57. CyoHo4N,O.
Breruuicaeno, %: C 79.22; H 7.51; N 8.40.
5-Metuni-7-¢penunn-6-okco-2-(tuoden-2-ui)-1,3-nuazaagamanran (14). Broixop
65%, Ri 0.58 (B), T.mA.181-182°C (rekcan). UK-cmekTp, v, ex’: 1620 (apom.),
1710 (C=0), 3125 (tuoden). Cunexrp IMP 'H, §, m.a., [y: 0.77 ¢ (1.2H) u
0.95 ¢ (1.8H, CHj); 2.99 ymr.a (1H, J = 13.0), 3.34 ym.p (1H, J = 12.7), 3.45
yura (1H, J = 12.9), 3.52-3.64 m (2H) u 3.74-3.90 m (3H, 4xCH,); 5.36 ¢
(0.4H) u 5.37 c (0.6H, NCHN); 6.96 ap (1H, J = 5.1, J = 3.6, H-tuoden);
7.00-7.38 ™M (7H, H-apom.). Haiipeno, %: C 70.60; H 6.30; N 8.45.
C19H99N,OS. Beruucaeno, %: C 70.39; H 6.17, N 8.64.
5-Metui-7-pennia-6-okco-2-(2'-meruaypanui)-1,3-nuazaagamanran (15). Bui-
x0p 64%, Rf 0.57 (A), T.mA.168-169°C (stamoa). MK-cmektp, v, cw™: 1610
(apom.), 1697 (C=0), 1715 (C=0), 3414 (NH), 3565 (NH). Crnekrp SIMP 'H,
5, m.p 0.81 ¢ (3H, CHj); 2.08 ¢ (3H, CHj); 2.81-3.02 m (3H) u 3.61-3.80 m
(5H, 4xCH,); 4.98 ¢ (1H, NCHN); 7.15-7.38 m (5H, H-apom.); 10.58 yur.c (1H,
NH); 10.76 ym.c (1H, NH). Hatiaeno, %: C 64.70; H 6.15; N 16.01.
CooH9oN4O3. Breruucaeno, %: C 64.38; H 5.94; N 15.86.
5-Metui-7-penni-6-okco-2-(4'-penoxcudensui)-1,3-1uazaagamanran (16).
Brixop 85%, Ry 0.81 (A), T.A.138-139°C (stanoa). UK-cmexTp, v, et 1620
(apom.), 1710 (C=0). Cnekrp AMP !'H, §, m.a.: 0.72 ¢ (1.5H) u 0.96 c (1.5H,
CHj); 2.90-2.95 m (1H), 3.30-3.43 m (3H), 3.54-3.62 m (2H) u 3.83 c¢ (2H,
4xCHy); 5.04 ¢ (1H) um 5.09 ¢ (1H, OCH,); 5.15 ¢ (0.5H) u 5.16 c (0.5H,
NCHN); 6.90-7.03 m (3H), 7.12-7.45 m (9H) u 7.48-7.56 m (2H, H-apowm.).
Hartipeno, %: C 78.81; H 6.57; N 7.02. CygHygN,O,. Beruucaeno, %: C 79.02;
H 6.34; N 6.82.
6-I'uapokcu-5,7-nudenna-2-cnupo-(2'-okco-3'-ungoaui)-1,3-1mazaanamanran
(17). Beixop, 68%, Rf 0.81 (C), T.ma. 233-234°C (AM®A). VIK-cmekTp, V, emt:
1612 (apom), 1722 (C=0), 3652 (OH). Cnekrp SIMP H, §, m.a., Ty: 2.98 an
(1H, J = 13.5,J = 2.4), 3.32 ym1. A (1H, J = 14.3), 3.45 pp (1H, J = 13.1, J
= 2.4),3.79 ap (1H, J = 13.8,J = 1.8), 4.04 ap (1H, J = 14.1, ] = 2.3), 4.20
yura (1H, J = 14.1), 464 ap (1H, J = 13.5,J = 2.3) u 4.78 ym.p (1H, J =
13.2, 4xCHjy); 4.25 p (1H, J = 5.5) u 4.46 ym.p (1H, J = 5.5, CHOH),; 6.84-
6.91 M (2H), 7.14-7.51 m (11H) u 7.56 ym.p (1H, J = 7.7, H-apom.); 10.61
yur.c (1H, NH). Hatipeno, %: C 76.82; H 6.05; N 9.81. Cy;Hy5N303. Beruncae-
HO, %: C 76.59; H 5.91; N 9.92.
6-T'uapokcu-5,7-audennn-2-cnupo-(1'-uzonpomui-2'okco-3"-ungoaui)-1,3-
nuazaanamanTaH (18). Berxop 65%, Ry 0.87 (C), T.mma. 211-212°C (AM®DA). VK-
CIleKkTp, v, e’ 1620 (apom.), 1722 (C=0), 3651 (OH). Cuekrp IMP 'H, §,
m.A Ty 1.53 p (6H, J = 7.0, 2xCHjy); 2.95 apn (1H, J = 13.8, J = 2.2), 3.32
yura (1H, J = 14.4), 3.43 apn (1H, J = 13.2, J = 2.2), 3.78 ym.p (1H, J =
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13.9), 4.05 ap (1H, J = 14.2, J = 2.2), 4.21 yua (1H, J = 13.9), 4.65 yurp
(1H, J = 13.5,J = 2.1) u 4.79 yur.a (1H, J = 13.1, 4xCH,); 4.30 p (1H, J =
5.5) u 4.47 ym.p (1H, J = 5.5, CHOH); 4.59 cu (1H, J = 7.0, NCH); 6.94
yurt (1H, J = 7.7), 7.07 yurp (1H, J = 7.9), 7.13-7.19 m (1H), 7.21-7.45 m
(8H), 7.48-7.53 m (2H) u 7.66 p (1H, J = 7.8, H-apowm.). Hatipeno, %: C 7#7.23;
H 6.90; N 9.21. C39H3;N30,. Beruucaeno, %: C 77.41; H 6.66; N 9.03.
6-T'uapokcu-5,7-1udenni-2-cnupo-(2',2'-AMMeTHIITETPAruaApo-4'-nupanu)-
1,3-nua3zaagamanran (19). Brixop 75%, Ry 0.70 (A), T.ma. 208-209°C (rekcah).
UK-cmektp, v, en™ 1095 (C-O-C), 1598 (apom.), 1710 (C=0), 3560 (OH).
Cnmektp AMP H, §, m.a., Iy: 1.22 ¢ (3H, CHs); 1.27 ¢ (3H, CHs); 1.91 ¢ (2H,
CHy); 1.96-2.02 m (2H, CHy); 3.11-3.20 m (2H) u 3.48-3.67 M (8H, 5xCH,);
4.06 A (1H, J = 54) u 4.20 yurp (1H, J = 5.4, CHOH); 7.11-7.19 m (2H) u
7.21-7.34 ™M (8H, H-apom.). Haiipeno, %: C 77.53; H 8.12; N 6.68.
CoH3oNO,. Breruucaeno, %: C 77.27;, H 7.92; N 6.93.
6-T'uapoxcu-5-merwii- 7-gpenuna-2-(3',4" - nuruapoxkcudenni)-1,3-amazaagaman-
Ttan (20). Beixop, 65%, Ry 0.63 (A), T.ma. 289-290°C (stanoa). UMK-cmexTp, v,
et 1602 (apom.), 3233 (OH), 3368 (OH). Crektp IMP !H, §, m.A., Iy 0.54 ¢
(2.4H) u 0.76 ¢ (0.6H, CHjy); 2.54-2.90 m (2H), 2.94-3.27 m (3H), 3.33-3.52 m
(2H) u 3.87 ap (1H, J = 12,7, J = 2.7, 4xCH,y); 3.75 A (0.2H) u 3.77 a (0.8H,
J = 5.0, CH); 4.26 a (0.2H) u 4.28 a (0.8H, J = 5.0, CHOH); 4.73 ¢ (0.2H) u
4.76 ¢ (0.8H, NCHN); 6.63 p (0.2H, J = 5.8) m 6.67 p (0.8H, J = 8.2, CgHj3);
6.78 ap (0.2H) m 6.80 ap (0.8H, J = 8.2, J = 2.0, CgHjy); 6.95 p (0.2H, J =
5.8) 1 6.96 p (0.8H, J = 2.0, CgHj3); 7.03-7.35 m (5H, H-apowm.); 8.17 yur.c (1H,
OH); 8.22 ym.c (1H, OH). Haripeno, %: C 72.01; H 6.66; N 8.15. Cy;Hy4N,O3.
Brruucaeno, %: C 71.79; H 6.83; N 7.97.
6-I'napoxcu-5-meruii-7-gpennn-2-(2'-rugpoxcudennin)-1,3-1uazaagamanran
(21). Beixop, 78%, Rf 0.78 (B), T.mA. 102-103°C (stanoa). MK-cmekTp, v, em't:
1585 (apom.), 3150 (OH), 3543 (OH). Cmekrp SAMP !H, §, m.a., Ty: 0.61 ¢
(1.2H) u 0.8 ¢ (1.8H, CHj); 2.78 ana (1H, J = 128, J = 12.8, J = 12.6,
CHOH ); 3.16-3.96 m (8H, 4xCH,); 4.66 a (1H, J = 5.0, CHOH); 5.08 a (1H,
J = 5.2, NCHN); 6.60-7.41 m (9H, H-apom.); 11.59 ¢ (1H, OH). Hatipeno, %:
C 75.52; H 6.73; N 8.21. CyyHyyNyO4. Breruucaeno, %: C 75.22; H 6.86; N
8.35.
6-I'mapokcu-5-meTnii-7-penni-2-(2'-ruapoxcu-3'-merokcudenmni)-1,3-quaza-
agamanrad (22). Beixop 78%, R 0.75 (A), T.ma. 130-131°C (sranon). MK-
criektp, v, en’: 1589 (apom.), 3150 (OH), 3543 (OH). Cmekrp SIMP !H, 3§,
M.A., Ty 0.62 ¢ (1.8H) u 0.82 c (1.2H, CHjy); 2.65-2.81 m (1.5H) u 3.25-3.38 m
(1.5H, OCHgy); 3.15-3.22 m (2H) m 3.41-3.62 m (2H, 2xCHy); 3.71 c (1H,
CHOH); 3.88-4.02 m (4H, 2xCH,); 4.61 a (1H, J = 5.6, CHOH); 5.15 a (1H, J
= 5.4, NCHN); 6.02-6.80 m (2H, H-apom.); 6.81-6.90 m (1H, H-apom.); 7.28-
7.38 m (5H, H-apowm.); 11.71 ¢ (1H, OH). Hatipeno, %: C 72.23; H 6.84; N
7.65. CooHygN9O3. Brruncaeno, %: C 72.52; H 6.59; N 7.71.
6-T'uapoxkcu-5,7-mudenna-2-(2'-ruapoxcudenmin)-1,3-1uazaanamanran  (23).
Brixop 81%, Rf 0.76 (A), T.mA. 173-174°C (stanoa). MK-cmekTp, v, emt: 1586
(apom.), 3543 (OH). Cuexrp AMP 'H, §, m.a., Ty: 3.21-3.41 m (3H) u 3.62-3.80
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M (3H, 3xCHy); 3.45 a (1H, J = 5.6, CHOH); 4.15 a (1H, J = 5.8, CHOH);
4.28 p (1H, J = 5.5) u 4.43 p (1H, J = 5.6, CH,); 5.21 ¢ (1H, NCHN); 6.61-
6.79 m (2H, H-apowm.); 7.08-7.24 m (7H, H-apowm.); 7.25-7.42 m (5H, H-apowm.);
11.42 c (1H, OH). Hatipeno,%: C 78.24; H 7.27; N 7.30. C9H96N2O,. Boiunc-
AeHo,%: C 78.00; H 7.00; N 7.11.
6-T'uapokcu-5,7-mudenni-2-(3'-amunopennn)-1,3-1uazaanamantan (24). Bor-
xop 78%, Ry 0.71 (A), T.ma. 238-239°C (rekcan). MK-cmektp, v, em™ 1622
(apom.), 3377 (NH,), 3488 (OH). Cuexrtp SAMP 'H, §, m.a., Iy: 3.10-3.26 M
(2H), 3.27-3.41 m (2H), 3.46-3.64 m (2H) u 4.04 ap (1H, J = 124, J = 2.8,
4xCHy); 4.03 A (1H, J = 5.6) u 4.42 ym.p (1H, J = 5.6, CHOH); 4.43 ymi.c
(2H, NHy); 4.88 c (1H, NCHN); 6.43 ymr.p (1H, J = 7.7), 6.82 yur.p (1H, J =
7.7), 6.90 yur.c (1H), 6.98 T (1H, J = 7.7), 7.05-7.12 m (1H), 7.14-7.25 M (5H),
7.28-7.35 m (2H) u 7.38-7.43 m (2H, H-apowm.). Hatipeno, %: C 76.53; H 6.33;
N 10.71. CygH97N3O. Brrunucaeno, %: C 76.28; H 6.11; N 10.51.
6-T'uapokcu-5,7-mudennn-2-(4'-nupuaui)-1,3-quazaanamanran  (25). Brixop,
82%, Rt 0.71 (A), T.A. 261-262°C (rekcan). MK-cmekTp, v, em™: 1602 (apom.),
3177 (C=N), 3417 (OH). Cunektp AMP 'H, §, m.a., I'y: 3.03 yura (1H, J =
13.6), 3.12 ym.a (1H, J = 13.1), 3.23 ymr.a (1H, J = 13.6), 3.40 ym.p (1H, J =
13.2), 3.52 ym.a (1H, J = 12.8), 3.59-3.68 m (2H) u 4.08 ap (1H, J = 12.8, J
= 2.4, 4xCH,); 4.19 po (1H, J = 5.6) u 4.43 ym.p (1H, J = 5.6, CHOH); 4.99
c (1H, NCHN); 7.04-7.24 m (6H), 7.28-7.35 m (2H) u 7.37-7.43 m (2H, H-
apoM.); 7.54 yurp (2H, J = 5.2) u 8.50 ym.p (2H, J = 5.2, H-nupupun). Hati-
AeHO, %: C 76.60; H 6.30; N 10.73. CysHy5N30. Brruucaeno, %: C 76.28; H
6.11; N 10.51.
6-T'uapoxkcu-5,7-mudenna-2-(3'-ungonnn)-1,3-qguazaagamanran  (26). Brixop
75%, Ry 0.72 (C), T.mA. 254-255°C (sTanoA). MIK-cmekTp, v, ey’ 1602 (apom.),
3417 (OH), 3566 (NHyy,). Cnektp SIMP 'H, 8, m.a., Iy: 3.20 ap (1H, J =
13.4,J = 2.4), 3.43-3.66 m (6H), 4.07 ap (1H,J = 12.8, J = 2.8, 4xCH,); 3.97
A (1H, J = 5.4) u 4.44 ymrp (1H, J = 5.4, CHOH); 5.25 ¢ (1H, NCHN); 6.88
MA (1H,J=79,J =8.0,J = 1.0),6.98 app (1H, J = 80,3 = 7.0, = 1.2),
7.01-7.09 m (1H), 7.14-7.22 m (6H), 7.26-7.36 m (3H), 7.40-7.45 m (2H) u 7.94
yur.p (1H, J = 8.0, H-apom.); 10.66 ymr.a (1H, J = 2.3, NH). Hatipeno, %: C
80.00; H 6.66; N 10.23. CygH23N30. Beruucaeno, %: C 79.80; H 6.41; N 9.97.
6-T'uapoxkcu-5,7-mudennn-2-(1'-merua-3'-ungoaui)-1,3-mmazaanamanran (27).
Brixop 75%, Rf 0.72 (C), T.ma. 224-225°C (3TaHon). MK-cmekTp, v, et 1602
(apom.), 3417 (NH), 3566 (OH). Cmexrp IMP 'H, §, m.a., Ty: 3.22 ap (1H, J
= 13.4,J = 2.4), 3.42-3.67 m (6H) u 4.07 pp (1H, J = 12.8, J = 2.5, 4xCHy);
3.80 ¢ (3H, CHj); 3.99 A (1H, J = 5.5) u 4.44 ym.p (1H, J = 5.5, CHOH);
5.24 ¢ (1H, NCHN); 6.93 aap (1H, J = 82, J = 7.0, J = 1.0), 7.02-7.10 m
(2H), 7.12-7.24 M (7H), 7.29-7.37 m (2H), 7.39-7.45 m (2H) u 7.97 ym.p (1H, J
= 8.0, H-apowm.). Hatipeno, %: C 79.82; H 6.69; N 9.90. CygHygN30O. Brruncae-
H0,%: C 80.06; H 6.75; N 9.65.
6-T'uapoxcu-5,7-nudenni-2-merma-1,3-nuazaagamanran (28). Beixoa 72%, Rs
0.34 (B), T.A. 175-176°C (rekcan). MK-cmekTp, v, ex’™: 1598 (apom.), 3177
(OH). Cnektp AMP 'H, §, m.a., I'y: 1.38 ¢ (3H, CH3); 3.02-3.58 m (7H) u 3.85
A (1H, J = 5.6, 4xCHy); 3.95 a (1H, J = 5.4) u 4.05 p (1H, J = 5.4, CHOH);
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4.35 ¢ (1H, NCHN); 7.15-7.40 m (10H, H-apowm.). Hatiaeno,%: C 77.80; H
7.92; N 9.35. C9gHoyN,O. Breruucaeno,%: C 77.92; H 7.79; N 9.09.

6-T'uapokcu-5,7-1udenni-2-(2'-xmop-3'-xunoamn)-1,3-1uazaagamanran  (29).
Brixoa, 73%, Ri 0.76 (C), T.mA. 260-261°C (AM®A). MK-cmekrp, v, cv’™: 1596
(apom.), 3553 (OH). Cmektp SIMP !'H, §, m.a., Ty 3.21-3.33 M (2H), 3.39 ap
(1H, J = 13.5, J = 2.7), 3.54 ap (1H, J = 13.2, J = 2.0), 3.62-3.72 m (2H),
3.76 ap (1H, J = 13.2,J = 2.7) u 4.10 apn (1H, J = 128, J = 2.6, 4xCHy);
4.24 p (1H, J = 5.6) u 4.47 ym.a (1H, J=5.6, CHOH); 5.18 ¢ (1H, NCHN);,
7.06-7.12 m (1H), 7.16-7.28 m (5H), 7.30-7.36 m (2H), 7.41-7.46 m (2H), 7.54
AAA (IH, J=8.0,J = 6.9, J = 1.2), 7270 aap (1H, J = 8.4, J = 6.9, = 1.4),
7.88-7.97 m (2H) u 8.48 c (1H, H-apowm.). Hatipeno,%: C 74.68; H 5.84; N
9.21. Cy9H9sN3OCI. Beruucaeno,%: C 74.43; H 5.56; N 8.98.

6-T'uapokcu-5,7-1udenni-2-(2'-xaop-6'8'-numerna-3'-xunoauna)-1,3-1nasaana-
manran (30). Boixop, 71%, R 0.61 (C), T.ma. 210-211°C (AM®A). K-cnekTp, v,
et 1596 (apom.), 3535 (OH). Cmektp SIMP H, §, m.a., Iy 2.47 ¢ (3H, CHy);
2.68 c (3H, CHgy); 3.20-3.31 M (2H), 3.37 ap (1H, J = 13.8, J = 2.5), 3.53 an
(1H, J = 13.3, J = 2.2), 3.61-3.78 m (3H), 4.10 ap (1H, J = 12.8, J = 2.7,
4xCHy); 4.23 A (1H, J = 5.6) u 4.46 ap (1H, J = 5.6, CHOH); 5.16 ¢ (1H,
NCHN); 7.06-7.12 m (1H), 7.16-7.27 m (5H), 7.30-7.37 m (3H), 7.41-7.45 m
(2H), #.50 ymr.c (1H) u 8.32 ¢ (1H, H-apom.). Haiipeno, %: C 75.31; H 6.40; N
8.75. C31H3N3OCI. Beruucaeno, %: C 75.07; H 6.15; N 8.48.

6-I'napokcu-5,7-nmudennn-2-(5'-ypauui)-1,3-1mazaanamanran (31). Brixop
65%, Rf 0.38 (A), T.iA. 320°C (AM®A). MK-crekTp, Vv, emt: 1598 (apom.), 1678
(C=0), 1712 (C=0), 3161 (NH), 3338 (NH), 3548 (NH). Cnekrp SIMP H, §,
M.A., Ty 312 ap (1H, J = 13.8, J = 2.1), 3.21 ym.a (1H, J = 13.2), 3.28-3.37
M (2H), 3.48 ymr.p (1H, J = 12.8), 3.99 ap (1H, J = 13.2, J = 2.5), 3.69 an
(1H, J = 13.2, J = 2.5) u 3.99 ap (1H, J = 13.0, J = 2.6, 4xCH,); 4.32 a (1H,
J = 57 CH); 4.44 ymp (1H, J = 5.7, OH); 4.8 ym.c (1H, NCHN); 563 T
(1H, J = 1.6, =CH); 7.11-7.40 m (10H, H-apowm.); 8.93 m.c (1H, NH); 10.82
yur.c (1H, NH). Haiiaeno, %: C 67.62; H 6.40; N 14.52. Cy,Hy4N,O3. Brruwnc-
AeHO, %: C 67.34; H 6.12; N 14.28.

0N/ +pOLAFT SENUUULY RO 5,7-4hDE LRL- GU. 5-UGE-hL-7-
HELPL-1,3-PUQUUEHTIUTTULSULLELP UPLEEAL L NUGUU U LLEE3PL
UGShINFE-30L AFUNFULUURLOFE-3OFLL

£ U. 3-61Nre-3uy, W 2% SUrnre-80FL3TL, - U. UiNuu3u'y, U 4. G-ULUS3UL,
- Jd. MULNLRE3UL LU G- UAULEL3UWL U U. M. Q-UUNUCr3TL

1,5-Vpplitspy-9-Sfuppopup-, 1-dbfdfy-5-lispy-9-opun- Lo 1-lifdfsy-5-phispy-9-Sfrnpprop-
uf-3,7-pfrugupfigflyn/3.3.1 /intbibpf I mmpphp wyghlfgubpp ne hemalibpf hnigbin-
dudp. ufiftligly b df pupp 2-nbygulpyfmd 1,3-ghuguqulwinuiibp: Uingws
dppagnefFymiiiibph Sudppduwbipbuyple wlpnpdnfyut neandippnfymdp gngg & by,
np ufufFlgfud dfpugnffymilibpp grogmpbpnod b dpfl fud” [y Quiljuduiipbogpb
wilpfrifmefdyms:
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SYNTHESIS AND STUDY OF ANTIBACTERIAL ACTIVITY
OF 2-SUBSTITUTED 5,7-DIPHENYL- AND 5-METHYL-7-PHENYL-1,3-
DIAZAADAMANTANES

K. A. GEVORKYAN, A. D. HARUTYUNYAN, G. S. SAHAKYAN, M. V. GALSTYAN,
R. V. PARONIKYAN, A. G. ARAKELYAN and S. P. GASPARYAN

The Scientific and 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: galstyan.mariam91@mail.ru

First synthesized 1-methyl-5-phenyl-6-0x0-3,7-diazaadamantane, which was
converted to the acetylderivative. Hydrolysis by acid and alkaline treatment of the last
compound give 1-methyl-5-phenyl-9-0x0-3,7-diazabicyclo/3.3.1/nonane, and by
reduction of oxo group was prepared 9-hydroxyderivative of diazabicyclononane. By
condensation of 1,5-diphenyl-9-hydroxy-, 1-methyl-5-phenyl-9-oxo- and 1-methyl-5-
phenyl-9-hydroxy-3,7-diaza9-oxo0-3,7-diazabicyclo/3.3.1/nonanes with different
aldehydes and xetons a series of new 2-substituted-1,3-diazaadamantanes were
synthesized. Study of antibacterial activity of synthesized compounds showed that they
exhibited a moderate antibacterial activity.
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