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BBEJIEHUE

JlexapcTBeHHBIE TIpeNapaThl HA OCHOBE aJjaMaHTa-
Ha IIUPOKO U3BECTHHI B METUIIMHCKOM TpakTuke (pe-
MaHTaJWH, aAMAaHTAJIWH, MEMaHTHH, IIyaantaH) [1].
Ju- 1 TprazaajiaMaHTaHbl OTIMYAIOTCS OT aJlaMaHTaHa
HaJMYUEM aTOMOB a30Ta B KapKace MOJEKYIIBI U, Clie-
JIOBaTEIIbHO, MOTYT MPOSIBIISATh KaK aHAJIOTHYHBIE, TaK
1 MHble OMOJNOrHYecKue cBoicTBa. Tak, paHee HaMH
CHUHTE3UPOBaHbl O-aMUHOJUA3a-, 7-aMUHOTpUA3a- U
8-aMrHOTOMOTpHa3aagaMaHTaHbl [2], KOTOpBIC B3au-
MOJICHICTBHEM C apOMaTHYECKUMHU M TeTePOLUKINIe-
CKMMH aNbJIeTHaMi U KeTOHaMHU OBLIH TIEpeBEICHBI
B asometunsl (ocHoBanus lludda), npossusromme
MIPOTUBOCYJIOPOXKHYIO [3] U IPOTHBOMUKPOOHYIO [4]
aKTHBHOCTb. KpoMme TOro, yCTaHOBJIEHO 3HauUTEIb-
HOE BJIHMSHUE HEKOTOPBIX MPOM3BOIHBIX 1,3-mua3za-
aJlaMaHTaHa Ha PEaKIUi0 OOMEHa MEXIY KOPOTKUMHU
OJIMTOHYKJICOTUAaMu [5—7], B 4aCTHOCTH, OTMEUECHA
CHOCOOHOCTh aMPUQPUIBHBIX MPOU3BOAHBIX 1,3-11-
azaaziaMaHTaHa, colepKalux THAPOPOOHbIE OOKO-
BbIC IIEMTH, MHAYIIMPOBATh MEXMOIIEKYIISIPHYIO acco-
nuanuto JIHK [8]. B manbHelimieM HaMH CHHTE3UPO-
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BaHBI HOBbIE aMUHOTIPOU3BOHBIE IMa33aaJaMaHTaHOB:
5,7-mu3amerntieHHbie  2-amuHOQEHMII-1,3-11a3aana-
MaHTaHsblI [9], MOCTyKHUBILINE UCXOAHBIMHU COETUHEHH-
SIMM JUISI CUHTE3a LI€JIEBBIX MPOJYKTOB B HACTOSIIEH
pabore. [lockonbKy M3BECTHO, YTO CYKUIMHHMHIHOE
KOJIBLIO sIBIsIETCS (hapMako(pOpPMHOW TPYIIION, JaB-
HO 3apEeKOMEHIOBaBIIIeH ce0s B IPOTHUBOCYIOPOKHOM
MpaKkTHKe (3apOHTHH, (PEHCYKCHMMH[, MECYKCUMMHI,
myGeMuI) U MPOIOIKAIOIEH CITYKUTh CTPYKTYPHBIM
OJIOKOM TIpH CHHTE3€ HOBBIX COEIMHEHWH C TPOTH-
BOCYIOpPOKHbIMHU cBoiicTBamu [10-13], coenquHeHue
2 (apmMakoOpOB WJACHTUYHOTO ACWCTBUS B EIHHOMN
CTPYKType OBUIO IIeNIbI0 HACTOSIIETO HCCIIE0Ba-
HUSL.

PE3VIIBTATBI 1 OBCYXIAEHNE

W3 panee momydeHHBIX HAMU aMHHOGM)EHUIBHBIX
aHAJIOTOB 3aMEIICHHBIX Jra3zaajjaMaHTaHoB [9] cuH-
TE3WPOBAHbI WX (TaTUMHIHOE U CYyKIIMHIMHIHBIC
pou3BojHbIe. Il CHTE3a OBLIN HCITONF30BaHbI IH-
KapOOHOBBIE KHCIIOTHI, TIPEABAPUTEIHLHO TIEPEBEICH-
HBbI€ B aHTUAPUBL. VHANBUIYaTbHOCTD ITONYYEHHBIX
COCAMHEHMH MOATBEpXkJAEHa Xpomarorpaduuecku, a
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R = Rl = CgHs (1a, 2), C3H7 (1b, 3-5), CoHs (Lc, 6-9), CHs (1d, g, 10-13, 16); R, RL = CHg, CgH7 (Le, 14);
CHs, C4Hg (1f, 15); R? = H (2, 3), CsH1g (4, 6, 13), CgHs (7, 10, 14), n-CH30CgH4 (8),
n-i-CgH70CgH; (5, 11, 15), n-CgH170CgH4 (9), 3,4-CH,0,CgHs3 (12); X = OH (2), O= (3-16).

X CTPOCHUEC NJOKA3aHO CHEKTPOCKOIINYCCKUMU METO-
JaMH aHaJii3a.

Crnemyet OTMETHUTB, YTO B CITydasix, KOT/a alaMaH-
TAQHOBBIN (PpParMEHT COACPIKUT JBA PA3HBIX ATKHIIb-
HBIX 3aMECTHUTEIS, MPOAYKTHI B3aUMONCUCTBHSI TIPEI-
CTaBJIIOT COOOM cMmecH cTepeon3omepoB 14, 15, uro
OBLIO TIOKa3aHo ¢ nomMolip IMP criekrpockonuu.

buonornyeckne wccienoBaHUS TOKa3ald, YTO
OOBITMHCTBO MCCIIETYeMbIX BEIIECTB 00Ia/1at0T Clia-
ObIM aHTHOAKTEPHAILHBIM JIEHCTBHEM, HO B OTHOIIIE-
HUM OTHAENBHBIX MITAMMOB MHKPOOPTaHH3MOB OHH
pasustcs. Tak, coequHeHust 1-3 aKTUBHBI B OTHOIIIE-
HUH BCEX MCIOIb30BaHHBIX IITAMMOB, B TO BpeMsI KaK
OCTaJbHbIE COCIMHEHHs HE MPOSBUIN aKTHBHOCTH B
OTBITax co mrammamu Staphilococcus aureus 209 P u
Escherichiacoli 0-55, xoTs oka3anu cnabyro aKTHB-
HOCTbH B OIBITax cO mTamMMmaMmu Bacilus subtilis 6633
u Shigella flexneri 6858, 3a UCKIIIOYEHUEM COCITUHE-
Huii 4 u 5.

CuHTE3 OCYLIECTBIISUIM 10 cxeMme 1.
SOKCIIEPUMEHTAJIBHA S YACTD

Temneparypbl TUIABJICHHS ONpENCIAIN Ha Ha-
rpeBarensHOM cronuke PHMK 76/0904 (I'IP) u He
noaBepraiu koppekuuu. MK criekTpsl 3amucaHbl Ha
criektpomerpe FT-IRNEXUS (CIIA) B TOHKOM ciioe
(BazemmHOBOE Maci0). Crektpsl SIMP 'H u 13C 3ape-
TUCTPHUPOBAHBI Ha mpuoope Varian Mercury-300 VX
(CIIA) B AMCO-dg, BHyTpeHHuit cranaapt — TMC.

TCX mnpoBeigeHa Ha MJIACTUHAX C 3aKPEIUICHHBIM
TOHKUM ciioeM crmmkarens Silasorb 600 (3epuenue
5 MkM, ClioBakws), 3JIOCHTHI IeKCaH—alleTOH, 2:1 H
1:1; mposiBiIeHne mapaMu Hoja ¥ PeakTHBOM OpJIHXa.
JlaHHBIE PIIEMEHTHOTO aHalM3a COOTBETCTBYIOT BBI-
YUCJICHHBIM.

CuHTE3UpOBaHHbBIC COCANHEHUsI OBLIM MPOTECTH-
pOBaHBI Ha HAJIWYHME aHTHOAKTEPUAILHOM AaKTHBHO-
cti MetoioM «anugdys3un B arape» [14] npu Oakre-
puagsHOM Harpy3ke 20 MITH MUKPOOHBIX Tell Ha 1 M
cpeabl. B skcnepuMeHTax MCIOIb30BaId IPaMIIONo-
xurenbHble (St. aureus 209 P, Bac. subtilis 6633) u
rpamotpurarenbusie (Sh. flexneri 6858, E. coli 0-55)
Oakrepuu. KoHTposneM CiryKuil JIeKapCTBEHHBIN Mpe-
mapar Qypazomunon [15]. PacTBopsl coemuHeHUit U
KOHTpOJIbHOTO npenapara rotoswin B IMCO B koH-
nentparuu 5%.

Coenunennst la—g moxydeHsl Hamu paHee [9].
AHruapuapl AMKapOOHOBBIX KHCIIOT TOJyYalld BbI-
nepkuBaHueM 2.2—-3.7 MMOJIb COOTBETCTBYIOLIMX
KHCJIOT B JBOHOM MOJIbHOM KOJHMYECTBE YKCYCHOIO
aaruapuna (0.45-0.75 mi): 3aMelIeHHbIC SIHTApHBIC
kucnotel ipu 100°C B Tedenue 6 9; (rajeByro U He-
3aMEILEHHYIO SIHTAPHYIO KUCIIOThI — KHIITYeHueM | d.
PacTBOpHI BhINTapUBaIN B pOTOPHOM HCIHIApUTENE MPHU
MOHW)KEHHOM JaBieHuu. l[lomydyeHHble aHTHUAPHIBI
KHMCJIOT BBOJWJIM BO B3aMMOJIEHCTBHE C aMUHO/HMA3a-
ajaManTaHaMu la—g B MOJILHOM cooTHoIeHuu 1.5:1
KHUIIAYEHUEM B 5—6 MII JIEASTHONH YKCYCHOW KHCIJIOTHI
B TeueHue 4—5 4. 3a X0JOM pEeaKIuil CIEAMIN C TIO0-
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moipto TCX: ucuYe3HOBEHHE B PEaKIMOHHOM cpe-
JIe UCXOIHOTO aMHHO/WAa3aajaMaHTaHa (OTCYTCTBHE
OKpAalINBaHUA PEAKTHBOM OpiHXa) CIYXHUJIO TpPH-
3HAKOM 3aBEPIIEHUS PEeaKIfy. PeakIMoHHYI0 CMeCh
BBINIAPWBAIM B BaKyyMe€ BOJOCTPYWHOTO Hacoca.
OcTarok B BHJIE TYCTOTO Macjia pacTUpaiud B abCco-
JIFOTHOM 3(UpPEe U OCTaBJSUIM HAa HOYb B XOJOAUIIHHH-
ke. OTaenuBImmMiicss 0caJoK OT(MUIBTPOBHIBAIN U TIe-
PEKPHUCTAIUTH30BBIBAIIH.

1-{4-(5,7-Anpennn-6-rugpoxcu-1,3-quazarpu-
uuki0[3.3.1.137| gen-2-na)penna-1}-rerparuapo-
1H-nuppon-2,5-quon (2) moxyuen u3 1.19r (3 Mmoinb)
amuHoAMazaagamanTada la u 0.53 r gHTapHOM KHC-
notel. Beixon 1.2 t (83%), t.mn. 305-306°C (Oyra-
non). MK cmextp, v, cM ': 3487 (OH), 1774, 1703
(C=0), 1601, 1579, 1508 (C=C). Cnextp SIMP 'H, 5,
M.1.: 2.79 ¢ (4H, 2CH,CO), 3.14 ym.g (1H, NCH,, J
13.4 T'n), 3.24 ym.x (2H, NCH,, J 13.4 T'n), 3.42
yur.g (1H, NCH,, J 13.0 I'y), 3.54 ym.q (1H, NCH,, J
12.8 T'm), 3.59-369 m (2H, NCH,), 4.08 n.n (1H,
NCH,, J 12.8, 2.7 I'n), 4.14 n (1H, OCH, J 5.6 I'ny),
4.44 ym.n (1H, OH, J 5.6 '), 5.04 ¢ (1H, NCH),
7.06-7.12 m (1H), 7.15-7.35 m (9H), 7.39-7.44 m
(2H) u 7.69-7.74 m (2H, 14H,,,). Cnexrp SAMP
13C, §, m.1.: 28.0 (CH,), 36.3 (CH,), 36.5 (CH,), 47.1
(Cyers)s 55.9 (CHy), 56.2 (CH,), 64.7 (CH,), 76.1
(CH), 77.8 (CH), 125.2 (2CH), 125.3 (CH), 125.4
(CH), 125.5 (2CH), 126.1 (2CH), 126.8 (2CH), 127.5
(2CH), 127.6 (2CH), 130.9 (CH), 138.5 (Cyep), 143.2
(Cyerp)s 143.4 (Cyrp), 175.4 (2C=0). Haiineno, %: C
75.02; H 5.93; N 8.54. C37H,9N;05. Boruucneno, %:
C 75.13; H 6.10; N 8.76. M 479.55.

1-{4-(5,7-Aunponua-6-oxco-1,3-nuaszarpu-
unkao[3.3.1.137| xen-2-na)penni-1}-rerparuapo-
1H-nuppon-2,5-quon (3) moxyuer u3 0.98 r (3 MMoIIb)
coemuuenns 1b u 0.53 r sHTapHO# KHCIOTHL. BBIXOX
1.03 t (82%), tmu. 186-187°C (Oyranom). UK
crekTp, v, cM ' 1780, 1709 (C=0), 1507 (C=C).
Cnektp SIMP 'H, §, m.1.: 0.82 T (3H, CHs, J 6.7 '),
0.92-1.01 m (3H, CH3), 1.05-1.22 m (4H) n 1.26-1.42
M (4H, 2CH;CH,CHy), 2.78 ym.x (2H, CHy,pys J
13.0 I'm), 2.81 ¢ (4H, 2CH,C=0), 3.17-3.27 m (4H,
2CHy,5au)> 3-50 ymra (2H, CHypp0y J 12.9 T'), 5.14
¢ (1H, CH,p,,), 7.27-7.32 m (2H) n 7.66-7.71 m
(2H, CgH,). Crextp SAMP 13C, §, m.n.: 14.4 (CHy),
14.7 (CHy), 15.4 u 15.7 (2CH,), 28.0 (2CH,C=0),
32.8 u 33.1 (2CH;CH,CH,), 47.2 n 47.8 (2C
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aaaM)s

57.4 (2CH,p0), 64.9 (2CHy,0.), 78.1 (CH), 126.2
(2CH), 126.6 (2CH), 1313 (Cuerp)s 1374 (Coorp),
175.3 (2C=0), 209.7 (C=0). Haiineno, %: C 70.15; H
7.47; N 10.00. Cy4H;,N;0;. Berancieno, %: C 70.39;
H 7.63; N 10.26. M 409.51.

1-{4-(5,7-Aunponua-6-okco-1,3-quazarpu-
uuk0[3.3.1.137| nen-2-na)penna-1}-3-cnuponn-
KJIorekcuarerparuapo-1 H-nuppona-2,5-nmon  (4)
moiayuen u3 0.98 v (3 mmoms) coemunenus 1b u
0.84 r CIUPOIUKIOTEKCUIITHTAPHOM KUCIOTHI. BhIxos
0.8 r (55%), T.iut. 209-210°C (Oyranon). UK crnekrp,
v,eM 111778, 1709 (C=0), 1605, 1508 (C=C). Cniextp
SAMP 'H, §, m..: 0.82 T (3H, CHs, J 6.7 Tr), 0.94—
0.99 m (3H, CH;), 1.04-1.19 m (4H, 2CH,), 1.29-1.50
M (7H)u 1.64-1.87m (7H, C¢H,(u 2CH,), 2.70 ¢ (2H,
CH,), 2.77 ym.n (2H, J 13.0 I'y), 3.17-3.26 M (4H), u
3.50 yurx (2H, 4CHy, 0y, J 13.1 '), 5.14 ¢ (1H, CH),
7.28-7.32 m (2H) u 7.65-7.70 m (2H, CgH,). Cnextp
SIMP 13C, §, m.1.: 14.4 (CH;), 14.6 (CH;), 15.3, 157,
21.5(2C),24.5,32.8(2C),33.1,39.4,43.9,47.2,47.7,
57.3,64.9,78.0, 126.1 (2C), 126.6 (2C), 131.0, 137.4,
173.6, 180.4, 209.7 (C=0). Haiineno, %: C 72.80; H
7.95; N 8.54. C,9H;39N;05. Boruucneno, %: C 72.92;
H 8.23; N 8.80. M 477.62.

1-{4-(5,7-Aunponuia-6-oxco-1,3-1uazarpu-
umc.no[3.3.1.13’7]z[eu-2-1/1.11)(beﬂn.11-1}-3-(4-n30np0—
nokcudenua)rerparuapo-1H-nupposi-2,5-1uoH
(5) nonyuen u3 0.98 r (3 Mmoinb) coeaunenus 1b u
1.14 T n-u30npONOKCUPEHWITHTAPHONR KHCIIOTHI.
Bexon 0.83 r (50%), T 230°C (6yranom). MK
crekTp, v, cM 1 1778, 1708 (C=0), 1613, 1580,
1512 (C=C). Cnexrp IMP 'H, §, m.1.: 0.82 T (3H,
CH;, J 6.7 T'm), 0.93-1.00 m (3H, CHj;), 1.04-1.19
M (4H, 2CH,), 1.29-1.38 m (4H, 2CH,), 1.32 1 (6H,
2CH;CH,CHj3, J 6.0 I'm), 2.78 ym.n (2H, CH,, J
12.9T'n), 2.84 n.n (1H, CH,CH, J 18.0, 5.1 I'ny), 3.17—
3.27 m (4H, 2CH,), 3.33 n.n (1H, CH,CH, J 18.0,
9.6 '), 3.50 ymr.n (2H, CH,, J 13.1 '), 4.18 n.x (1H,
CHCH,, J 9.6, 5.1 I'm), 4.56 cen (1H, CH;CHCH;,
J 6.0 I'm), 5.15 ¢ (1H, NCHN), 6.81-6.86 m (2H) u
7.20-7.25 m (2H, CgH,40), 7.33-7.38 M (2H) u 7.67—
7.72 M (2H, CgH,N). Criextp AIMP 13C, §, m.n.: 14.4
(CH3), 14.7 (CHy), 15.3 (CH,), 15.7 (CH,), 21.6
(2CHy), 32.8, 33.1, 36.8, 44.6, 47.2, 47.8, 57.3, 64.9,
68.8, 78.0, 115.4 (2CH), 126.2 (2CH), 126.7 (2CH),
128.3 (2CH), 129.1, 131.2, 137.6, 156.6, 174.1
(NCO), 176.1 (NCO), 209.7 (C=0). Haiigeno, %: C
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72.85; H 7.43; N 7.58. C33H,4N304. Beruncaeno, %:
C 72.90; H 7.60; N 7.73. M 543.68.
1-{4-(5,7-AudTNna-6-okco-1,3-nuazarpu-
unkio[3.3.1.13 7| nen-2-nn)pennn-1}-3-cnuponnk-
Jorekcuiarerparuapo-1H-nuppos-2,5-1uox (6)
monydeH u3 0.9 v (3 mmomp) coemuHeHms 1C u
0.84 r cnMpOLUKIIOreKCUIISTHTaPHOM KUCTIOThI. Brixoa
0.95 1 (68%), T.11. 229-231°C (6yTanon). UK crexrp,
v, eM 111780, 1710 (C=0), 1507 (C=C). Cniextp SIMP
'H, §, m.1.: 0.74 T (3H, CH;, J 7.5 I'n), 0.93 T (3H,
CH;,J 7.5 '), 1.19 x (2H, CH,CH3, J 7.5 '), 1.44
k (2H, CH,CH3, J 7.5 '), 1.37-1.49 m (3H) u 1.64—
1.87 m (7TH, CgHy), 2.70 ¢ (2H, CH,C=0), 2.80 ymur.1
(2H, J 13.0 T'm), 3.18-3.25 M (4H) u 3.50 yur.x (2H,
4CHyp 000 J 13.1 T'), 5.15 ¢ (1H, CH,,,,), 7.28-7.33
M (2H) u 7.66-7.71 m (2H, CgH,). Cnexrp AMP
3¢, §, M.1.:6.9 (CH5), 7.2 (CH3), 21.5 (2CH,), 23.0
(CH,), 23.3 (CH,), 24.5 (CH,), 32.8 (2CH,), 39.4
(CH,), 43.9, 47.0, 47.6, 57.0 (CH,), 64.5 (CH,), 78.0
(CH), 126.1 (2CH), 126.6 (2CH), 131.0, 137.4, 173.6
(NCO), 180.4 (NCO), 209.7 (C=0). Haiigeno, %: C
69.43; H 7.39; N 8.80. C,;H35N305. Beruncaeno, %:
C 69.65; H 7.58; N 9.03. M 465.57.
1-{4-(5,7-AusTHIA-6-0KCO-1,3-1MA3ATPULHKIO-
[3.3.1.13 7| neu-2-na) penna-1}-3-pennarerparus-
po-1H-nuppoa-2,5-nuon (7) momyuer u3 0.85 r
(2.8 mmop) coequaerHus 1¢ 1 0.82 T peHmIIHTapHOMI
kucnoTel. Berxog 0.81 1 (62%), T.mm. 265-267°C (Oy-
tanon). UK crextp, v, cM 'z 1779, 1708, 1680 (C=0),
1510 (C=C). Cnextp AMP 'H, §, m.1.: 0.74 T (3H,
CH;,J7.5Tn), 0.941(3H, CH3,J 7.5'n), 1.19 x (2H,
CH,CHs;, J 7.5 T'n), 1.44 x (2H, CH,CH;, J 7.5 T'n),
2.81 ymx (2H, CHy,pay» J 13.1 T'm), 2.89 n.m (1H,
CH,CH, J 18.0, 5.1 I'ny), 3.18-3.26 m (4H, 2CH,, 1a\)s
3.36 n.n (1H, CH,CH, J 18.0,9.6 I'nn), 3.51 yur.x (2H,
CHyppany J 13.0 T'm), 4.28 . (1H, CHCH,, J 9.6,
5.1 Tm), 5.17 ¢ (1H, NCHN), 7.26-7.41 M (THyy,,),
7.69-7.44 M (2H,0,,)- Criexrp SIMP 1°C, 8, m.1.: 6.9
(CHy), 7.2 (CHy), 23.0 (CH,), 23.4 (CH,), 36.8 (CH,),
45.4(CH),47.0 (C), 47.6 (C), 57.0 (CH,), 64.5 (CH,),
78.0 (CH), 126.3 (2CH), 126.7 (2CH), 126.8 (CH),
127.4 (2CH), 128.3 (2CH), 131.2 (Cep), 137.6 (20),
174.1 (NCO), 175.9 (NCO), 209.7 (CO). Haiineno, %:
C 73.35; H 6.67; N 8.99. C,gH5{N3;05. Boruucneno,
%: C 73.50; H 6.83; N 9.18. M 457.55.
1-{4-(5,7-An3TUI-6-0KCO-1,3-THA3ATPUIIU K-
10[3.3.1.137|nen-2-nn1)pennn-1}-3-(4-meTokcn-
(enuna)-rerparuapo-1H-nupposi-2,5-1uoH 3

monydeH u3 0.9 v (3 mmonp) coemuHenus 1C u
1.01 T n-mMeTokcHEeHUITHTApHONH KUCIOTHL. BbIxon
1.251(85%), T.run. 174-175°C (6yranon). UK criektp,
v, em1: 1783, 1714 (C=0), 1610, 1683, 1583, 1515
(C=C). Cnektp SIMP 'H, 5, m.1.: 0.74 T (3H, CH5, J
7.5 Tmw), 093 T (3H, CH;, J 7.5 I'n), 1.19 x (2H,
CH,CH;, J 7.5 I'n), 1.44 x (2H, CH,CH3, J 7.5 I'ny),
2.80 ym.n (2H, CH,,J 13.2 '), 2.85 n.x (1H, CH,CH,
J 18.0, 5.2 I'm), 3.18-3.26 m (4H, 2CH,), 3.33 n.n
(1H, CH,CH, J 18.0, 9.5 T'm), 3.51 ymr.n (2H, CH,, J
13.0 I'm), 3.79 ¢ (3H, OCHj;), 4.20 n.x (1H, CHCH,,
J 9.5, 52 I'm), 5.16 ¢ (1H, NCHN), 6.85-6.91 m n
7.24-7.29 m (4H, C¢H,4—O), 7.34-7.38 mu 7.68-7.73
M (4H, CgH,~N). Criextp IMP!3C, §, m.11.: 6.9 (CHy),
7.2 (CHy), 23.0 (CH,), 23.3 (CH,), 36.8 (CH,), 44.6
(CH), 47.0 (CC,Hg), 47.6 (CC,Hsg), 54.5 (OCHjy),
57.0 (2CH,), 64.5 (2CH,), 78.0 (NCH), 113.7 (2CH),
126.3 (2CH), 126.7 (2CH), 128.4 (2CH), 129.4, 131.2,
137.6,158,4,174.2,176.2,209.8 (C=0). Haiineno, %:
C 71.33; H 6.55; N 8.43. C,9H33N50,. Boruucneno,
%: C71.43; H 6.82; N 8.62. M 487.57.

1-{4-(5,7-An3THN-6-0KCO-1,3-AUA3ATPULHKIIO-
[3.3.1.137 | nen-2-na)pennn-1}-3-(4-okTHIOKCH-
¢penna)rerparuapo-1H-nuppon-2,5-nuon (9) mno-
nydaeH u3 1 r (3.3 mmonp) coemmaenns 1¢ m 1.6 T
N-OKTWIOKCU(DEHWISHTApHOH  KHCIOTBL.  BbIxon
1.72 1 (88%), T.ru1. 159-161°C (6yranon). UK criekrp,
v, eml: 1770, 1709 (C=0),1613, 1585, 1516 (C=C).
Crnextp SIMP 'H, 3, m.a.: 0.74 T (3H, CHsypay J
7.5 ), 0.90 T (3H, CH;3, J 6.9 '), 0.93 T (3H, CH;,
J7.4Tn), 1.18 x (2H, CH,CH3, J 7.5 I'n), 1.26-1.51
M (10H, 5CH,), 1.44 x (2H, CH,CH;, J 7.5 T'm),
1.70-1.80 m (2H, CHy), 2.80 ym.a (2H, CHp,ays J
13.1Tm),2.84 n.n (1H, CH,CH, J 18.0, 5.2 T'm), 3.18—
3.26 m (4H, 2CHy, 1), 3.33 n.n (1H, CH,CH, J 18.0,
9.7Tm), 3.50 ymr.n (2H, NCHN, J 12.8 I'nr), 6.82—6.87
Mu 7.21-7.26 m (4H, CgH,~0), 7.33-7.38 M u 7.68—
7.73 M (4H, CgH,~N). Criextp SIMP 13C, §, m.1.: 6.9
(CH3), 7.2 CHj3), 13.6 CHy), 22.0 (CH,), 23.0 (CH,),
23.3 (CH,), 25.5 (CH,), 28.57 (CH,), 28.62 (CH,),
28.7 (CH,), 31.1 (CH,), 36.8 (CH,), 44.6 (CH), 47.0
(Cyern)> 47.6 (Cyerp), 57.0 (CHy), 64.5 (CH,), 67.1
(CH,), 78.0 (CH), 114.2 (2CH), 126.2 (2CH), 126.7
(2CH), 128.3 (2CH), 129.2 (Cyerp), 131.2 (Cyepp)s
131.6 (Cyerg)s 137.9 (Cyep), 174.1 (NCO), 176.1
(NCO), 209.7 (C=0). Haiineno, %: C 73.69; H 7.93;
N 6.95. C54H47N30,4. Brruucneno, %: C 73.81; H
8.09; N 7.17. M 585.76.
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1-{4-(5,7-AumeTna-6-okco-1,3-1uazaTpunuk-
10[3.3.1.137 | nen-2-na)pennn-1}-3-pennarerpa-
ruapo-1H-nuppoa-2,5-nuon (10) moxyuen u3 0.96 T
(3.5 mmonb) coenuuenus 1d u 1.02 v peHnIsIHTApHON
kuciotel. Bexog 0.96 1 (57%), T.mn. 228-230°C (Oy-
tanon). UK crextp, v, em': 1779, 1709 (C=0), 1605,
1508 (C=C). Cnextp AMP 'H, §, m.1.: 0.82 T (3H,
CH;, J 6.7 I'n), 0.94-0.99 m (3H, CHj;), 1.04-1.19
M (4H, 2CH,), 1.29-1.38 m (4H, 2CH,), 2.78 ymx
(2H, CHyypay» J 13.1 T), 2.89 an (1H, CH,CH,
J 18.0, 5.1 Tm), 3.17-3.27 m (4H, 2CH,,,,), 3.37
a.n (1H, CH,CH, J 18.0, 9.7 I'n), 3.50 yur.x (2H,
CHyypanes J 12.9 T'm), 4.28 n.n (1H, CHCH,, J 9.7,
5.1 I'y), 5.15 ¢ (1H, NCHN), 7.26-7.40 m (7TH,p,)
u 7.68-7.73 M (2H,p,,,). Cnexrp SAMP B3¢, §, M
14.4 (CHy), 14.7 (CH;3), 15.4 (CH,), 15.7 (CHy),
32.8 (CH,), 33.1 (CH,), 36.8 (CH,), 45.4 (CH),
47.2 (Cyerp)s 47.8 (Cyerg), 57.3 (CHy), 64.9 (CH,),
78.0 (CH), 126.3 (2CH), 126.7 (2CH), 126.9 (CH),
127.4 (2CH), 1283 (2CH), 131.2 (Cyepp), 137.6
(20), 174.1 (NCO), 175.8 (NCO), 209.7 (C=0).
Haiineno, %: C 74.01; H 7.17; N 8.38. C3yH;5N30;.
Beruncneno, %: C 74.20; H 7.27, N 8.65. M
485.60.

1-{3-(5,7-AumeTun-6-0kco-1,3-nuazaTrpunnk-
10[3.3.1.137| nen-2-nn)pennn-1}-3-[ (4-u3onponok-
cudenni)-rerparuapo-1H-nuppoa-2,5-quon  (11)
nonydeH u3 0.85 v (3.1 mmoinb) coenunenus 1g u
1.17 T n-u30nporoKcu(EeHUISTHTAPHON KUCIIOTHI.
Beixon 1.2 t (79%), Tt 179-181°C (Oyranomn). MK
CIICKTD, V, em 11771, 1707, 1695 (C=0), 1517 (C=C).
Cnektp SIMP 'H, 8, m.z1.: 0.69 ¢ (3H, CH;), 0.92 ¢
(3H, CHj), 1.32 n (6H, 2CH;CH,CHj;, J 6.0 T'ny), 2.77
yura (ZH, CHy, 0y J 13.0 '), 2.86 1.1 (1H, CH,CH,
J17.9,5.3 '), 3.17-3.28 m (4H, 2CHy, ), 3.31 1.0
(IH, CH,CH, J 17.9,9.6 I'n), 3.51 yur.x (1H, CHy, 1
J13.0 I'm), 4.18 n.n (1H, CHCH,, J 9.6, 5.3 I'm), 4.56
cenrer (1H, OCH, J 6.0 T'n), 5.21 ¢ (IH, CH,y,y),
6.81-6.86 M (2H, n-CgHy), 7.21-7.26 m (2H, n-CgHy),
7.24-7.28 m (1H, m-CgHy), 7.49 1 (1H, m-CgHy, J
7.8 Tm), 7.56 ym.c (1H, CH=C-N), 7.64 n.x.a (1H,
m-CgHy, J7.8,2.6, 1.2 I'n). Cnextp AMP 13¢C, 8, m..:
15.5mn 15.9 (2CHy), 21.6 (2CH;CHCH,), 36.8 (CH,),
44.6 (CH), 44.7u45.2 (2C,,\), 58.8 (2CHy, 1), 66.4
(2CHyy ay)> 68.8 (OCH), 77.3 (CH, ), 115.4 (2CH,
n-CgHy), 125.2 (CH), 125,3 (CH), 126,1 (CH), 128.2
(CH), 128.4 (2CH, n-CgHy), 129.0, 132.6, 138.6,
156.6, 174.2, 176.2, 210.0 (C=0). Haiigeno, %: C
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71.25; H 6.64; N 8.58. C,9H33N3;0,. Bsruncneno,
%:C 71.43; H 6.82; N 8.62. M 487.57.

1-{4-(5,7-AumeTun-6-okco-1,3-1uazarpunmnk-
10[3.3.1.137 | nen-2-na) pennia-1}-3-(3,4-merTn-
JeHANOKco(penug)-Terparuapo-1H-nuppo-
2,5-quon (12) monyyen u3 1 r (3.7 MMounb) coenn-
Henust 1d u 1.32 T NUNEPOHWISHTAPHOW KHUCIIOTHI.
Bexon 1.4 1t (81%), T.mm. 236-238°C (MertaHON).
UK cnektp, v, cm': 1710 (C=0), 1508, 1493 (C=C).
Cnextp AMP 'H, 3, m..: 0.69c (3H, CH;), 0.92 ¢
(3H,CH3), 2.78 ym.c (2H, CHypyny, J 13.0 T'm), 2.84
o (1H, CH,CH, J 18.0, 5.4 I'n), 3.18-3.28 m (4H,
2CHyp0)> 3-30 . (1H, CH,CH, J 18.0. 9.6 T'm),
3,51 ymra (ZH, CHyypaye J 13.1 T), 4.19 . (1H,
CHCHy, J 9.6, 5.4 T'n), 5.17 ¢ (1H, CH,,,), 5.92 ¢
(2H, OCH,0), 6.77-6.83 m (2H, CgH;3), 6.91 n.n (1H,
CeHj, J 1.5,0.7 I'y), 7.34-7.38 mu 7.68-7.73 m (4H,
CeHy). Cmextp AMP 13C, §, m.n.:15.5, 15.9, 36.9,
44.7,45.1,45.2, 58.9, 66.5,77.5, 100.5, 107.8. 120.8,
126.3 (2C), 126.7 (2C), 131.1, 131.2, 137.5, 146.4,
147.5, 174.0, 176.0, 209.9 (C=0). Haiineno, %: C
68.17; H 5.59; N 8.82. C,;H,7N;05. Boruucieno, %:
C 68.48; H5.75; N 8.87. M 473.51.

1-{4-(5,7-AumeTnn-6-0kco-1,3-1nazarpunmnk-
10[3.3.1.137| nen-2-nn) penna-1}-3-cnuponnkio-
rekcuiarerparuapo-1H-nuppona-2,5-qpuon (13) mo-
aygern w3 0.95 r (3.5 mmons) coemunenus 1d wu
0.98 r cnMpOLUKIOreKCUIISTHTAPHOU KUCTIOThI. Brixoa
0.79 r (54%), T.m1. 270°C (mertanon). MK cnektp, v,
cm': 1783, 1708 n 1689 (C=0), 1584, 1511 (C=C).
Crextp SIMP 'H, §, m.1.: 0.69 ¢ (3H, CHj), 092 ¢
(3H, CH3), 1.30-1.51 m (3H) n 1.63-1.88 m (7H,
CeHyg), 2.70 ¢ (2H, CH,C=0), 2.77 yur.n (2H, CH,,
J 13.0 I'm), 3.17-3.28 m (4H, 2CH,), 3.51 ym.x (2H,
CH,, J 12.8, T'm), 5.17 ¢ (1H, CH), 7.27-733 m u
7.66-7.72 m (4H, CgH,). Criextp AMP 13C, §, m.1.:
15.5, 15.8, 21.5, 24.5, 32.8, 39.4, 44.0, 44.7, 45.2,
58.9,66.5,77.5, 126.1 (2C), 126.7 (2C), 131.1, 137.4,
173.7, 180.4, 209.8 (C=0). Haiineno, %: C 70.98; H
7.23; N 9.76. C,5H31N;O5. Beruncneno, %: C 71.23;
H7.41; N 9.97. M 421.52.

1-{4-(5,7-MeTui,nponui-6-oxco-1,3-1ua3zarpu-
unkiao[3.3.1.137|nen-2-nn)penna-1}-3-penna-
Terparuapo-1H-nuppon-2,5-nuon  (14) mnomyueH
m3 0.9 r (3 mmonp) coenuraerms 1e u 0.87 r dhenun-
ssHTapHON KucnoThl. Beixox 1.07 r (78%), T.mn. 234—
236°C (6yranomn). MK cnexrp, v, cm!: 1780, 1709 n
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1685 (C=0), 1600, 1510 (C=C). Cnextp SIMP 'H, 3,
M. (2 crepeonsomepa 1:1): 0.68 ¢ (1.5H) u 0.91 ¢
(1.5H, CH3), 0.83 T (1.5H, J 6.7 I') m 0.98 M (1.5H,
CH;CH,CH,), 1.06-1.21 m (2H) u 1.31-1.39 M (2H,
CH,CH,CHj), 2.74-2.83 M (2H), 3.16-3.29 M (4H)
u 3.45-3.56 m (2H, 4CH,), 2.89 n.x (1H, J 18.0 u
51 Tm)n3.37 n.x (1H, CH,CH, J 18.0, 9.6 I'r), 4.28
a1 (1H, CHCH,, J 9.6, 5.1 Tm), 5.16 ¢ (0.5H) u 5.17
¢ (0.5H, NCH), 7.26-7.41 m (7TH,p,), 7.68-7.74
M (2H,p0,). Criexrp SIMP 13C, 8, m.1.: 14.41/14.67,
15.32/15.51, 15.69/15.89, 32.79/33.11, 36.76, 44.80/
45.28,45.36, 47.10/47.66, 57.32, 58.92, 64.83, 66.54,
77.73/77.81, 126.26/126.29, 126.72, 126.88, 127.37,
128.27, 131.20, 137.57/137.63, 174.06/174.08,
175.84/175.87,209.77/209.79. Haiineno, %: C 73.39;
H 6.56; N 8.95. C,gH3{N3;05. Bpruucneno, %: C
73.50; H 6.83; N 9.18. M 457.55.

1-{4-(5,7-ByTua,mernii-6-oxco-1,3-nuazarpu-
nnki0[3.3.1.137| nen-2-un)penna-13-3-(4-uzonpo-
nokcudpenun)rerparuapo-1H-nupposi-2,5-1uoH
(15) momyuen u3 0.7 v (2.2 mmonb) coequnenust 1f
u 0.83 1T n-u30nMpONOKCH()EHUITHTAPHOW KHCIOTHI.
Boixon 0.27 r (23%), 1.t 206-208°C (Oyrano:i). MK
CIIEKTP, V, cm ' 1778, 1708 (C=0), 1613, 1578, 1512
(C=C). Crextp AMP 'H, §, m.1.: (2 crepeonsomepa
7:3):0.68 ¢ (2.1H) n 0.91 ¢ (0.9H, CH;), 0.85 T (0.9H,
J7.0Tm)u0.96rT(2.1H, CH;,C4Hg, J 6.8 I'ny), 1.09—
1.13 m (1.2H) n 1.29-1.40 m (4.8H, 3CH,, CH4Hy),
1.33 n (6H, CH;CHCHj;, J 6.0 '), 2.72-2.84 m (2H,
CHy,pan)> 2.84 nn (1H, CH,CH, J 17.9, 5.1 I'nm),
3.16-3.27 m (4H, 2CHy, .y, 3.32 a.n (1H, CH,CH,
J 17.9,9.7 I'n), 3.46-3.55 m (2H, CHy,,y), 4.18 1.1
(1H, CHCH,, J 9.7, 5.1 I'ny), 4.56 cenret (1H, OCH,
J 6.0 T'm), 5.16 ¢ (0.7H) m 5.17 ¢ (0.3H, CH,,,,),
6.82-6.87 M (2H) u 7.21-7.26 m (2H, CgH,—0), 7.34—
7.39 m (2H) u 7.68-7.73 m (2H, CgH4—N). Cnexrp
AMP 13C, 5, m.u.: 13.5/13/4 (CH;), 15.9/15.5 (CHy),
21.6/21.6 (2CHy), 23.1/22.9 (CH,), 24.6/24.2 (CH,),
30.2/30.6 (CH,), 36.8/36.8 (CH,), 44.6/44.6 (CH),
45.3/44.8, 47.0/47.6, 58.9/57.4 (CH,), 58.9/57.4
(CH,), 64.9/66.6 (CH,), 68.7/77.7 (CH), 115.4/115.4
(2CH), 126.28/126.25 (2CH), 126.71/126.68 (2CH),

128.3/128.3 (2CH), 129.1/129.1, 131.2/131.2,
137.6/137.5, 156.6/156.6, 174.24/174.11 (NCO),
176.13/176.09  (NCO),  209.78/209.75  (C=O).

Haiineno, %: C 72.48; H 7.30; N 7.85. C3,H39N;0y,.
Breruucneno, %: C 72.56; H 7.42; N 7.93. M 529.65.

1-{4-(5,7-AumeTunn-6-okco-1,3-1uazarpunmnk-
10[3.3.1.137 | nen-2-un)penni-1}-pramamug  (16)
moiayued w3 1 r (3.7 mmoms) coenuuenus 1d wu
0.92 t o-dranesoii kuciaotel. Beixox 1.35 1 (92%),
T 328°C (6yramon). MK cmextp, v, cM 't 1707
(C=0), 1512 (C=C). Cnextp IMP 'H, 5, m.;1.: 0.70
¢ (3H, CHy), 0.92 ¢ (3H, CHjy), 2.80 ym.x (2H, J
13.0T), 3.18-3.30 M (4H) m 3.54 ymr.n (2H, C4H2aHaM,
J12.8T'w), 5.21 ¢ (1H, CHyyyy), 7.44-7.49 M (2H,p0,)
u 7.72-777 M (2Hgpoy), 7.86-7.98 M (4Hgya,)-
Cnexrp SAMP 3¢, 8, mx: 1551 15.9 (2CHy), 44.7
u 45.2 (2C-CHj), 58.9 (2CHy,0y), 66.4 (2CHy, 1000,
774 (CH,pay), 123.1 (2C), 126.3 (20€), 126.9 (20),
130.6, 131.2 (2C), 134.2 (2C), 137.4, 166.2 (2C=0),
210.2 (C=0). Haiinzeno, %: C 71.50; H 5.60; N 10.22.
Cy4Hy3N305. Beraucneno, %:C 71.80; H 5.77; N
10.47. M 401.44.

3AKJIIOYEHUE

[IpocTbM criocoboM B OAHOHM CTPYKType cOelnu-
HeHbl 2 (apmakodopHbie eauHMIbL: 1,3-mua3aana-
MaHTaHOBBI M WMHUIHBIA (parMeHTHl. [IpoBeneHO
OMOTEeCTHPOBAaHNE CUHTE3WPOBAHHBIX COCIUHECHUH C
LIeJTBbI0 IPOBEPKH HAIMYMS Y HUX aHTHOAKTepraIbHON
aKTUBHOCTU. B pe3ynbTrare ncciae0BaHui BBISBICHBI
HEKOTOpPHIE TPOTHBOMUKPOOHBIC CBOWCTBA y OOJb-
IIMHCTBA TIPOTECTUPOBAHHBIX COSTUHEHHH.
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Synthesis of New Diazamantane Derivatives, Containing
the Phenylimide Grouping in 2 Position
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By interaction between few recently prepared 2,5,7-substituted 6-keto(hydroxy)-1,3-diazaadamantanes and anhy-
drides of different dicarbonic acids 15 new diazaadamantane analoques, containing phthalimide or succinimide
fragments have been prepared.Target compounds were tested for antibacterial activity.

Keywords: 2,5,7-trisubstituted 6-keto(hydroxy)-1,3-diazaadamantanes, phthalic and succinic acids, antibac-
terial activity
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