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KoHaeHcaumen 9-rupgpokcu-, 9-okco-, 9-meTtuneH-1,5-anankun-3,7-guasabuumkno/3.3.1/HoHa-
HOB C O-, M-, M-HUTpobeH3anbaerMagammm, HUTPONPOU3BOAHBIMM aLeToEHOHA CUHTE3MPOBaHbI 2-
3aMeLlLeHHble HUTPOAMa3anpoM3BOAHbIE, KOTOPble BOCCTAHOBMEHMEM TMAPaTOM rvapasvHa npe-
BpalleHbl B COOTBETCTBYWOLIME amuHbl. BlaumogencrBmem nocnegHux € 3amMeLLEHHbIMU
OeHsanbgerngamu, anbgerngamm  XMHOMMHOBOTO psida U HUTPOdYpdyporioM CUHTE3MPOBaHbI

HOBbl€ a30MEeTUHbI.

Bubn. ccbinok 5.

AMUHONPOM3BOIHBIE aJJaMaHTaHa (aMaHTaJIuH, TIyJOHUH, MEMaHTUH U
Jp.) UIMPOKO TPHMEHSIIOTCS B MemurmHckod npaktuke [1]. 1,3-/Iuaza- u
1,3,5-TpuazaasamMaHTaHbl OTIMYAIOTCS OT aJaMaHTaHAa HAJIMYHMEM aTOMOB
a30Ta B KapKace MOJIEKYJIbI, YTO MOXKET 00yCIOBUTH MPOSBICHUE aHAJIOTHY-
HBIX WJIM HOBBIX ()apMaKOJIOTHUECKUX CBOWUCTB.

Panee namMu ObuM TONydYeHBI 6-aMWHOIMA3a-, /-aMUHOTpHMAa3a- U §-
aMHHOTOMOTpHa3aanamManTanbl[2]. M3 HUX B3auMoneiicTBHEM ¢ apoMaTHue-
CKHMH, T€TePOLMKINICCKIMH alIbJeTUIAMH M KETOHaMU OBUTH CHHTE3UPO-
BaHbl a3oMeTuHbl (ocHoBaHus lludda), npu nzydyenun OnosornyecKou ak-
TUBHOCTH KOTOPBIX BBbISIBJICHBI COCIMHEHUS, 00JIaJjatonIe BBHICOKOW aHTH-
OakTepHaIbHOI aKTUBHOCTHIO [3].

Ha »TOoM ocHOBaHuM ObUIO 1E€1€COO0PA3HO NPEANOJIOXKUTh, YTO
COWICHEHUEM aJaMaHTAHOBOI'O KOJbIA C PAa3IMYHBIMU (hapMako(pOpHBIMU
CTPYKTypaMH MOXKHO TIOJIyYUTh HOBBIE a30METHHBI C MOTEHIIMAIBHOMN
OMOaKTUBHOCTHIO. B KauecTBe Takux peareHTOB MOT'YT OBITh MCIIOJIb30BaHbI
HUTPOOCH3AIBACTU/IbI, HHUTPOALETOPEHOHbl W TMPOU3BOJHBIE XUHOJIUH-
anpreruna. s mpoBeneHUs yKa3aHHOTO CHHTE3a OBUIM TIpeIBapUTEIBHO
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MOJTyYeHbI HOBBIE aMUHOJMA3aaJaMaHTaHbl, COACpIKAIINe aMUHOTPYIIIY B
(EHUITLHOM 3aMECTUTENIE B TIOJOKECHUH 2 alaMaHaTaHOBOTO KOJIbLIA.

B kauectBe cyOCTpaTOB MCIOIB30BAHKI 1,5-AHaIKUI-9-THAPOKCH(OKCO-,
METHJICH-)-11a3a0uIKKI10/3,3, 1 /HOHaHBI, KOTOPBIE BBOAMIM BO B3aUMOJIEH-
CTBHUE C HUTPOOEH3AIbJETHIAMH W HHUTpoarieToPeHOHaMH C 00pa3oBaHUEM
2-(2', 3, 4'-autpodennn)-5,7-auankun-6-okco(ruapokcu)-1,3-1ua3aagaman-
TaHoB 00mei Gopmyisr (2) [4] u 2,5,7-tpumerun-2-(2', 3', 4'-uutpoanero-
(bennn)-6-okco(TuapoKCcH-, MeTHIeH-)-1,3-a1a3aagaMmanTanoB obieii dop-
myiel (12) [5] (cxema 1). Hutporpymma nocieaHux Oblla BOCCTaHOBJICHA
ruapatom ruzapasuna B npucyrctsun Ni/Re B abcomrotHOM criupTe ¢ 0Opa-
3oBanueM aMHHOB (3-11) u (13-16), COOTBETCTBEHHO.

Cxema 1
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R = R'= CH3, X = C=0, 3'-NH, (3): R = R' = CH3, X = C=0, 4-NH, (4); R =
R' = C,Hs, X = C=0, 4-NH, (5); R=CHj3, R' = C3Hy, X = C=0, 4-NH, (6); R
= CHs, R'=C4Hy, X =C =0, 4'-NH; (7); R= R'=C3H;, X = C=0, 4'-NH, (8);
R=R'= CH3, X = CH-OH, 2'-NH,(9); R = R" = C,Hs, X = CH-OH, 3'-NH,
(10); R = R' = C¢Hs, X = CH-OH, 3-NH, (11); R = R' = CHs, X = C=0, 4"
NH; (12); R = R' = CH3, X = C=0, 3-NH, (13); R = CH3, R' = C4Hq, X =
C=0, 4#-NH, (14); R = R'=CHs, X = CH,, 3-NH; (15); R = R'=CH3, X =
CH-OH, 3'-NH, (16).

I[aﬂee IMMOJIYUYCHHBIC aMHHbI ObLIH KOHACHCUPOBAHbI C pa3JINYHbIMU 3a-

MEIICHHBIMH O€H3MJI-, 3-XUHOMWI- U HUTPOQypUIanbIerujaMyu KUISTYCHHU-
€M B CyXOM TOJIyOJI€ B IPUCYTCTBHHU A-TOTYOJICYIb(MOKUCIOTHI (CXeMa 2).

102



Cxewma 2

N " C=

NH, NH=CH—-R"
—
11

v
\ /

R=R'=CH3R"= . \
Cl,17 R=CH; R'=CiH,R"= ||
@ N OCH; ,21p

, N OCH
R=R'=C3H7,R"=‘QCI,18 R=CH;, R'=C3H;, R ‘m }
Z 2

a >y .

R=R'=CH,R"= _/
% \ N R=CH; R'=CHy,R" = S
o N/ ,23
OH, 19 H

R=R'=C,Hs, R" = N R=CH; R'=C4Hy,R" = m
(\N | N . I >\7 OCH;, 24
R=R'=C;H;,R" =ﬂ
NO,, 25

o
O

\

20
AN
R=CH; R'=C3H7,R" = | _
N OCHj , 21a

)

A30METHHBI, CHHTE3UPOBaHbIE B JaHHOW paboTe,0TIIMYAIOTCs OT paHee
MOJYYEHHBIX HaMHU TeM, YTO a30METHHHasi TPYNMUPOBKA HE CBs3aHa Ha-
MPSIMYIO C AMa33aJaMaHaTaHOBBIM KOJIBLIOM.

BonbmmHCTBO a30METHHOB OOBIYHO MPEACTABISIET COOOM cMecHu TPYy/-
HOPA3JENUMBIX cTepeonu3omMepoB. Jlumib B ciiydae a3oMeTHHA C 2-TIUIEPU-
JTVITXUHOJIMHOBBIM ()parMeHTOM YIAJIOCh M3BIICYh M3 CMECH MHIUBUAYaITh-
HBIN n3oMep 21a MHOroKpaTHOM nepekpucTannusamnueit u3 JJM®DA, nputom
He moaHocThI0. CormacHo o TCX u ganaeiMu SIMP, B ocTaTke €ro cOOTHO-
LIEHHE CO BTOPHIM n30MepoM 210 coctaBmiio 1:1.

CtpoeHue CHHTE3UPOBAHHBIX COCAWHEHWH TOATBEPXKACHO JaHHBIMH
3JIeMeHTHOro a"anusa, UK, 'Hu C smMP CIIEKTPOB.

CHHTE3UpPOBAHHBIE A30METHHBI HAXOMISATCS Ha CTaIuu OMOJOTHYECKHX
HCCIIEIOBaHUMH.
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IJKCHepUMEHTAJIbHAA YACTh

WK-criekTpbl CHATBHI B Ba3eJIMHOBOM Macie Ha cnekTpodoTtomerpe “Ni-
colet Avatar 330 FT-IR”, crektpsl *H u *C SIMP perucrpuposanu Ha npu-
6ope Varian “Mercury-300” (300 MI'y) B IMCO-dgs/CCly, 1/3, BHyTpeHHUi
craugapt — TMC. Xoja peakiy U YUCTOTY BEIIECTB KOHTPOJIUPOBAIU C
nomonibto TCX nHa mnactunkax “Silufol UV-254” B cucremax mpomnaHod-
Boja, 7:3. Temmnepatrypsl IUTaBICHHS ONIPeACIICHBI Ha mpubope “Boetius”.

Oo0masi MeToAMKA MNOJY4YeHHs] 2-aMHHO(EHUI-O-THAPOKCH-5,7-
AHAJKHI-6-0Kkco-1,3-1nazaagamanranos (3-11) u 2-amunodenma-5,7-
AHATKWI-6-(THIPOKCH-, OKCO-, METHJIEH-)-2-MeTHJI-1,3-1na3aaqaManTa-
HoB (13-17). Cwmecp 10 mmoner  5,7-muankui-2-HUTpodeHum-6-
okco(runpokcn)-1,3-muazaagamManatana, 25 umoneti 85% ruapaTta ruapaszu-
Ha B 50 mn abcomoTtHOrO 3TaHoa HarpeBanu npu 30-50°C u mpu nepeme-
mmBaHuK BHOcwiM HeOonbimmmu nopuusiva Ni/Re. KonTposns 3a xomom
BOCCTAHOBJICHUsI BelM Xpomarorpaduuecku. [lo 3aBeplicHHM peakiuu
cMech HarpeBaiu euie | u, OTQUILTPOBBIBAIN B TopsdeM coctostHuu. Oca-
JIOK, 00pa3yIOMIMKCS 10 OCTBIBAHUHM (PHIBTpATa, OTACISUIA U TEePEKPHUCTAI-
JIM30BBIBAJIM U3 a0COJIOTHOTO 3TaHoJa. B ciydae oTcyTcTBHSI Ocajaka pac-
TBOPUTEJIb OTTOHSUTM M OCTaTOK MEPEKPHUCTAIUTM30BBIBAIIN M3 a0COIOTHOTO
3TaHOIA.

2-(3'-Amunodennn)-5,7-mumeTna-6-okco-1,3-nmazaanamanran  (3).
Beixox 2.0 2 (74%), Rf 0.62, t.mn. 235-236°C (abc¢. stanon). UK-cmextp, v,
em™: 1630 (C=C), 1680 (C=0), 3241, 3356, 3562 (NH,). Cnextp IMP 'H,
3, M1, I'y: 0.65 ¢ (3H, CHa); 0.84 ¢ (3H, CH3); 2.68 1 (2H, J = 7.1, NCHy);
320 1 (2H,J=7.1, NCH,); 3.25 1 2H, J=7.1, NCH,); 3.48 n 2H,J =7.1,
NCH,); 4.48 ¢ (2H, NH,); 4.98 ¢ (1H, NCHN), 6.42 x (1H, J = 5.9, =CH);
6.78 n (1H, J = 5.9, =CH); 6.82 ¢ (1H, =CH); 6.91-7.05 m (1H, =CH).
Cnexrtp SIMP °C, 8, m.1.: 14.5, 14.7, 32.9, 33.2, 47.8, 64.9, 65.0, 78.1, 78.2,
113.8, 113.9, 124.9, 126.9, 146.7, 210.1. Haiineno, %: C 70.91; H 7.88; N
15.38. C1H21N30. Brruucieno, %: C 70.84; H 7.74; N 15.49.

2-(4'-Amunodennn)-5,7-mumeTni-6-okco-1,3-1mazaanamanran  (4).
Beixox 2.2 2 (81%), Rf 0.61, T.mn. 275-276°C (abc¢. stanon). UK-cmektp, v,
em™™: 1680 (C=C), 1710 (C=0). 3210, 3360, 3480 (NH,). Criexrp SIMP 'H,
3, m.a., Ty: 0.62 ¢ (3H, CHg); 0.86 ¢ (3H, CHg); 2.64 1 (2H,J = 7.1, NCHy);
3.18 1 (2H, J=7.1, NCH,); 3.32 1 (2H, J = 8.0, NCH,); 3.42 n (2H, J = 8.0,
NCH,); 4.48 ¢ (2H, NH,); 4.96 ¢ (1H, NCHN), 6.56 x (2H, J = 5.9, =CH);
7.21 1 (2H, J = 5.9, =CH). Cniextp SIMP 2 C, 5, m.1.: 14.6, 14.8, 32.8, 33.1,
47.3, 47.8, 64.9, 65.0, 78.1, 113.8, 124.9, 126.8, 126.9, 140.7, 210.1.
Haiineno, %: C 70.89; H 7.91; N 15.40. Ci;sH,1N3O. Brruucaeno, %: C
70.84; H 7.74; N 15.49.
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2-(4'-AmuHodeHnN)-5,7-1udTHI-6-0KCc0-1,3-1na3aanamantan (5).
Beixon 2.1 2 (74%), R 0.64, T.ru1. 151-152°C (abc¢. sranon). UK-cnektp, v,
et 1626 (C=CH), 1693 (C=0), 3218, 3328, 3371, 3465 (NH,). Crektp
AMP 'H, §, m.a., I'y: 0.78 an (3H, J = 7.4, CH,CHs); 0.98 T (3H, J = 7.1,
CHj3); 1,05-1,18 m (2H, NCHy); 2,64 ur.x (2H, J = 12.9, NCH,); 3.16 yur.x
(2H, J =12.5, NCHy); 3.24 yur.xn (2H, J = 12.9, NCH,); 3.41 yura (2H, J =
12.9, NCHy); 4.42 yur.c (2H, NHy); 4.98 ¢ (1H, NCHN), 6.60 x (2H, J =5.8,
=CH); 7.20 1 (2H, J = 5.9, =CH). Cniextp SIMP 2C, §, m.1.: 6.92, 7.24,23.1,
234, 47.1, 47.6, 56.7, 64.5, 78.2, 113.8, 113.9, 124.9, 125.1, 126.9, 127.2,
146.7, 146.8, 210.2. Haiineno, %: C 69.27; H 7.89; N 14.15. C;7H,3N30.
Brrumcneno, %: C 69.15; H 7.78; N 14.23.

2-(4'-Amunodennn)-5-meTni-6-okco-7-nponni-1,3-
aua3zaagamanrtan (6). Beixon 2.2 2 (75%), Ry 0.71, T.mw1. 146-147°C (abc.
stanon). MK-crextp, v, e’ 1606 (C=C), 1691 (C=0). 2538, 2652, 2854,
2923 (NH,). Criextp SIMP 'H, 8, m.x1., I'y: 0.62 ¢ (1.6H); 0.78-0.98 m (4.4H,
2 x CHs); 1.20-1.41 M (4H, CH,CHy); 2.66 1 (2H, J = 7.4, NCHy); 3.18 nn
(2H, J =13.8, 3.4, NCHy); 3.28 nn (2H, J = 13.9, 3.4, NCHy); 3.42 nn (2H, J
=13.9, 3.4, NCH,); 4.51 ym1. ¢ (2H, NH,); 4.96 ¢ (1H, NCHN), 6.56 mx (2H,
J =178, 1.2, =CH); 7.19 1 (2H, J = 7.8, 1.2, =CH). Crextp SIMP *C, 3,
m.a.. 14.3, 145, 14.7, 15.3, 15.6, 15.7, 32.9, 33.2, 47.7, 57.7, 66.7, 77.9,
111.6, 113.8, 124.9, 126.9, 146.7, 210.1. Haiineno, %: C 72.31; H 8.21; N
14.08. C1gH»5N30. Brruucneno, %: C 72.22; H 8.34; N 14.20.

2-(4'-AMuHOpeHIT)-5-0y THII-7-MeTIJI-6-0KC0-1,3-1na3aagamanTan

(7). Beixon 2.1 2 (67%), Rs 0.74, T.1ut. 212-213°C (abc¢. aranon). UK-crextp,
v, emt: 1626 (C=C), 1693 (C=0). 3318, 3328, 3370, 3465 (NH,). Crextp
SAMP H, 8, m.a., I'y: 0.56 ¢ (3H, CH3); 0.96 ax (3H, J = 12.5, 1.4, CHy);
1.19-1.38 m (6H, CH,CH,CH,); 2.61 n (2H, J = 7.8, NCHy); 3.16 1 (2H, J =
7.8, NCH,); 3.24 n (2H, J = 7.9, NCHy); 3.42 ymi. 1 (2H, J = 12.5, NCHy);
4.51 yur.c (2H, NHy); 4.98 ¢ (1H, NCHN), 6.58 1 (2H, J = 7.5, =CH); 7.2 1
(2H, J = 7.4, =CH). Cnextp SIMP *C, §, m.i1.: 135, 15.9, 23.1, 24.6, 30.3,
38.6, 47.1, 58.7, 64.9, 65.2, 77.9, 113.7, 113.8, 124.9, 126.9, 146.7, 210.1.
Haiineno, %: C 72.94; H 8.72; N 13.32. Ci9H,7N3O. Brruucaeno, %: C
72.81; H 8.62; N 13.41.

2-(4'-Amunodennn)-5,7-gunponui-6-okco-1,3-1nazaagamanran (8).
Beixox 2.2 2 (67%), Rf 0.72, .. 178-179°C (abc. atanon). UK-cmektp, v,
en™: 1620 (C=C), 1690 (C=0). 3030, 3205, 3370, 3480 (NH,). Crmextp
SMP 'H, 8, m.1., Iy 0.81 ax (3H, J = 12.5, 1.4, CH3); 0.98 mx (3H, J = 12.5,
1.4, CH3); 1.02-1.18 m (4H, CH,CHy); 1,3 ym. ¢ (4H, CH,CH,); 2.62 n (2H,
J =125, NCH,); 2.88 ym.c (2H, NCH,); 3.18 1 (2H, J = 12.5, NCH,); 3.38
ym 1 (2H, J = 12.5, NCH,); 4.50 ymr. ¢ (2H, NH,); 4.99 ¢ (1H, NCHN),
6.58 11 (2H, J = 7.5, =CH); 7.25 1 (2H, J = 7.5, =CH). Criextp SIMP °C, 3,
m.a.. 145, 14.7, 15.4, 15.7, 15.8, 32.9, 33.2, 47.3, 47.8, 57.1, 65.0, 78.1,
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78.2,113.8, 113.9, 124.9, 126.9, 127.1, 146.7, 210.1. Haiineno, %: C 73.48;
H 8.98; N 12.68. CoHx9N3O. Brruucaeno, %: C 73.39; H 8.86; N 12.84.
2-(2'-AmuHo¢eHnT)-6-THAPOKCH-5,7-TuMeTII-1,3-THa3aaIaMaHTaH
(9). Beixon 1.8 2 (63%), R¢ 0.56, t.mu1. > 350°C (JIM®A). UK-criektp, v, cm”
11622 (C=C),3082 (OH), 3220, 3334, 3421, 3460 (NH,). Criektp SIMP 'H,
3, m.a., I'y: 0.42 ¢ (3H, CHa); 0.68 ¢ (3H, CH3); 2.58 1 (1H, J = 5.9, NCHy);
2.78 1 (1H, J = 5.9, NCH,); 2.84-3.10 m (4H, NCH);3.18 1 (2H, J = 5.8,
NCH,); 3.26 nn (1H, J = 5.8,1.4, OH); 4.51 ¢ (1H, NCHN); 4.66 ¢ (1H,
CHOH), 5.60 mr.c (2H, NH,); 6.42 — 6.48 m (2H, =CH); 6.84 T (1H, J = 7.1,
=CH); 7.21 x (1H, J = 5.9, =CH). Haiineno, %: C 70.45; H 8.54; N 15.30.
C16H23N30. Brruncieno, %: C 70.32; H 8.46; N 15.38.
2-(3'-Amunodennn)-6-ruapokcu-5,7-qu3TIi-1,3-1uazaagaMmaHTan
(10). Beixox 1.8 2 (60%), R 0.67, t.mu1. 215-216°C (AM®DA). UK-criextp, Vv,
em™: 1620 (C=C), 3021 (OH), 3225, 3340, 3420, 3475 (NH,). Criextp SIMP
'H, 8, m.a., I'y: 0.76 nx (3H, J = 7.8,1.4, CH3); 0.94 nx (3H, J = 7.8,1.4,
CHj3); 1.06-1.9 m (2H, CHy); 1.38-1.45 m (2H,CHy); 1.65 m. x(2H,J = 12.8,
NCH,); 3.18 m. o (2H, J = 12.8, NCH,); 3.24m. a1 (2H, J = 12.5, NCH,);
3.38 mr. ;1 (2H,J = 12.5, NCHy); 3,46 ¢ (1H, OH);4.28 ¢ (2H, NCHN); 4.64 c
(1H, CHOH),5.61 mr.c (2H, NHy); 6.40 — 6.45 m (2H, =CH); 6.86 T (1H, J =
7.1, =CH); 7.22 n (1H, J = 5.9, =CH). Haiineno, %: C 71.88; H 8.71; N
13.86. C18H26N30. BI)I‘H/ICJ'ICHO, %: C 7176, H 863, N 13.95.
2-(3'-AmuHoGeHnT)-6-TuApOKCH-5,7-THdeHnT-1,3-Tna3aanaMaHTaH
(11). Beixox 2.5 2 (63%), R¢ 0.76, t.m1. 256-258°C (AM®A). UK-crekTp, Vv,
em™: 1620 (C=C), 3020 (OH), 3220, 3340, 3340, 3470 (NH,). Criextp SIMP
'H, §, m.x1., I'y: 3.10-3.26 M (2H), 3.27- 3.41 m (2H), 3.46-3.64 m (3H) u 4.04
an (1H, J = 12.4, 2.8, 4 x NCHy); 4.03 1 (1H, J = 5.6); 4.42 yura (1H, J =
5.6, CHOH); 4.43 yui.c (2H, NH,); 4.88 ¢ (1H, NCHN); 6.43 yur.x (1H, J =
7.7); 6.82 yur.x (1H, J = 7.7); 6.90 ¢ (1H, =CH); 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(2H, Apom.).
Haitineno, %: C 78.65; H 6.88; N 10.50. CysH27N3O. Brruncieno, %: C
78.58; H 6.80; N 10.57.
2-(4'-Amunogenun)-6-okco-2,5,7-rpumerni-1,3-1mazaagamanran
(12). Beixon 1.8 2 (63%), R¢ 0.63, .. 150-151°C (abe. sramon). K-
crekTp, v, em: 1610 (C=C), 1710 (C=0). 3210, 3360, 3480 (NH,). Criektp
SAMP 'H, &, m.1., I'y: 0.62 ¢ (3H, CHs); 0.84 ¢ (3H, CHs); 1.59 ¢ (3H, CHy);
2.61 o (2H, J = 7.8, NCHy); 2.82 n (2H, J = 7.8, NCH,);3.48 an (2H, J =
12.8, 1.4, NCH,); 4.01 nx (2H, J = 12.5, 1.4, NCHy,); 4.46 ymr.c (2H, NH,);
6.56 1 (2H, J = 5.9, =CH); 7.21 1 (2H, J = 5.9, =CH). Criextp SIMP C, 3,
m.a.: 15.5, 15.7, 28.7, 43.8, 43.9, 59.4, 59.5, 60.8, 60.9, 75.9, 113.7, 113.8,
125.9, 126.1, 132.3, 146.1, 209.6. Haiineno, %: C 71.64; H 8.14; N 14.67.
C17H23N30. Beruncneno, %: C 71.57; H 8.07; N 14.73.
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2-(3'-Amunogenu)-6-okco-2,5,7-rpumerni-1,3-1mazaagamanran
(13). Beixox 1.7 2 (60%), R¢ 0.60, .. 212-213°C (abe. sranon). UK-
criextp, v, cm: 1617 (C=C), 1690 (C=0). 3243, 3346, 3434 (NH,). Criextp
AMP H, &, m.1., I'y: 0.62 ¢ (3H, CHs); 0.86 ¢ (3H, CH3); 1.62 ¢ (3H, CHy);
2.65- 2.76 m (2H, NCHy,); 2.81-2.90 m (2H, NCH>);3.45-3.53 m (2H, NCHy);
3.76- 3.86 m (2H, NCH,); 4.42 ymi.c (2H, NH,); 6.41 1 (2H, J = 5.9, =CH);
6.80 1 (2H, J = 5.8, =CH); 6.85 ¢ (1H, =CH); 6.90 - 6.98 m (1H, =CH).
Crnekrp SIMP *C, §, m.1.: 15.5, 15.7, 26.5, 43.7, 43.9, 59.3, 59.4, 61.1, 61.2,
76.2, 113.3, 112.3, 113.7, 126.4,145.5, 147.8, 209.7. Haiineno, %: C 71.50;
H 8.15; N 14.66. C17H23N30. Beraucneno, %: C 71.57; H 8.07; N 14.73.

2-(4'-Amunodennn)-5-0yTui-2,7-guMeTnII-6-oxco-1,3-
nua3zaaxamanrtan (14). Beixox 2.1 2 (64%), Rf 0.65, .. 150-151°C (abe.
sranon). UK-ciiektp, v, cu™: 1616 (C=C), 1693 (C=0). 3240, 3435 (NH,).
Crextp SIMP 'H, 8, m.x., I'y: 0.62 ¢ (2,4H) u 0.86 ¢ (0.6H,CH3); 0.84 T
(0.6H, J =7.3) u 0.90-0.96 m (2.4H,CH,CH,CH,CH3); 1.04-1.09 m (0.6H) u
1.19-1.41 m (5.4H, CH,CH,CHy); 1.58 ¢ (2.4H) u 1.59 ¢ (0.6H, CH3); 2.65
yur.g (1.6H, J = 13.2)); u 2.70 yux (0.4H, J = 13.2, NH,); 2.84 ymr.x (0.4H,
J =13.2) u 2.86 yu.g (1.6H, J = 13.2, NCHy); 3.45- 3.53 m (2H, NCHy);
3.76-3.87 m (2H, NCHy); 4.45 ym.c (2H, NHy); 6.51- 6.56 m (2H) u 7.20-
7.25 M (2H, =CH). Cnektp IMP 2C, §, m.1.: 80% 13.5, 15.5, 23.1, 30.4,
43.9, 46.2, 57.6, 61.0, 76.0; 113.8, 126.1, 132.3.146.1, 209.5. 20% 13.4,
15.7, 22.9, 24.3, 44.0, 59.3, 59.4, 76.1, 113.8, 126.1, 132.3, 146.1, 209.5.
Haiineno, %: C 73.46; H 8.97; N 12.69. CyHyN3O. Brruncaeno, %: C
73.39; H 8.86; N 12.84.

2-(3'-AmuHodenuna)-2,5,7-tpumern-1,3-1uazaanamanran (15). Bei-
xon 1.8 2 (66%), Ry 0.78, T.m1. 181-182°C (rexcan). UK-ciektp, v, cm™
1605 (C=C), 1680 (C=0). 3240, 3430 (NH,). Cnextp SIMP 'H, &, m.x1., I'y:
0.42 ¢ (3H, CHg); 0.68 ¢ (3H, CHj3); 1.38 ¢ (2H, CH,); 1.42 ¢ (3H, CHy);
2.34-2.42 m (2H, NCHy); 2.58-2.62 m (2H, NCH,);3.16 nx (2H, J = 7.9, 3.4,
NCH,); 3.42 yurx (2H, J = 12.5, NCHy); 4.28 ¢ (2H, NH,); 6.36 1 (1H, J =
5.8, =CH); 6.78 n (1H, J = 5.9, =CH); 6.81 ¢ (1H, =CH); 6.88 ax (1H, J =
3.4, 1.2, =CH). Cnextp IMP °C, §, m.11.: 15.6, 15.7, 26.6, 43.6, 43.8, 59.3,
595, 61.1, 61.3, 76.2, 111.4, 112.3, 113.7, 126.4,145.6, 147.7, 209.8.
Haiineno, %: C 75.28; H 9.15; N 15.57. Cy17H25N3. Beramcieno, %: C 75.32;
H 9.09; N 15.49.

2-(3'-Amunodennn)-6-ruapoxcu-2,5,7-rpumern-1,3-
nauazaagamantal (16). Beixon 1.7 2 (60%), Rf 0.66, T.m1. 201-202°C (a6c¢.
sranon). UK-crextp, v, em’™': 1624 (C=C), 3209 (OH), 3339, 3477 (NH,).
Crextp IMP 'H, 8, m.a., I'y: 0.45 ¢ (3H, CH3); 0.69 ¢ (3H, CHa); 1.43 ¢
(3H, CHg3); 2.40 nr (1H, J = 13.2, 2.9, NCH,); 2.59 ax (1H, J = 13.9, 3.9,
NCH,); 2.76-2.88 m (2H, NCH,); 3.03-3.10 m (3H, NCH, CHOH); 3.13 ar
(1H, NCHy): 3.45 ar (1H, J = 13.7, 3.0, NCHy); 4.27-4.37 m (3H, OH u
NH,);6.34 — 6.39 m (1H, =CH); 6.76 ym.x (1H, J = 7.8, =CH); 6.83 ym.c
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(1H, =CH); 6.92 tx (1H, J = 7.8, 3.3 =CH). Haiineno, %: C 71.15; H 8.80; N
14.56. C17H25N30. Beruucneno, %: C 71.08; H 8.71; N 14.63.

Oomasi Meronuka moaydenusi (17-25). K pactBopy 5 mmonet 2-
aMuHO(pEeHMIT-5, 7-muankuin-6-okco(ruapokcn)-1,3-muazaanamanrada  (3-11)
B 150 m aGCOMIOTHOTO TOMYOJIa IPUOABIISIOT 5 MMO/Ieli COOTBETCTBYIOIIETO
anpneruna, 0.002 2 n-ToyoncynbQOKUCIOTH, CMECh KHUIIATAT B KOJIOE C BO-
JOOTAETUTENbHOM Hacaakod 1o okoHwyanus peakiuu (10-14 u, KOHTpOIb
TCX). B cnyuae oOpa3oBanusi ocagka ero oT(UiIbTPOBBIBAIOT, IPOMBIBAIOT
abc. TOyoJIOM U MEePEeKPUCTAIUTM30BBIBAIOT. [Ipy OTCYTCTBUH OCagka TOIYy-
OJ1 yAQJISIIOT IIPpU IHOHMXXCHHOM HOAaBJICHHHM, OCTATOK ICPCKPUCTALIIM30BbI-
BAIOT.

5,7-IumeTnin-6-okco-2-penna-4'-(4"-xaoppennameruanmMuHo)-1,3-
auazaagamantan (17). Bexom 2.2 2 (56%), R 0.7, T.ur 215-217°C
(IM®A). UK-criextp, v, cv™: 1586 (-N=CH), 1615 (C=Cypon), 1698 (C=0).
Cnektp IMP 'H, &, m.x1., I'y: 0.68 ymi.c (3H, CHs); 0.86 ¢ (3H, CHs); 2.76
yura (2H, J = 13.8, NCHy); 3.22 nn (4H, J = 12.8, 5.8, 2 x NCHy); 3.48
yurg (2H, J = 13.9, NCH);5.18 ymi.c (1H, NCHN); 7.21 n (2H, J = 5.9,
=CH); 7.45 n (2H, J = 12.8, =CH); 7.62 1 (2H, J = 13.9, =CH); 7.90  (2H, J
=13.9, =CH); 8.56 ¢ (1H, -N=CH). Haiigeno, %: C 70.22; H 6.18; N 10.58,
Cl9.11. Cy3H24N3CIO. Beruuciieno, %: C 70.14; H 6.10; N 10.67; Cl 9.02.

5,7-Innponui-6-okco-2-pennia-4'-(4"-xaoppeHnIMe THIUMHIHO) -
1,3-auazaagamantan (18). Beixox 2.4 2 (54%), R 0.73, t.mn. 223°C
(IM®A). UK-criextp, v, ey’ 1580 (-N=CH), 1620 (C=Cqpoy), 1696 (C=0).
Crektp SIMP 'H, §, m.x., I'y: 0.78-0.86 m (3H, CHs); 0.98 yur.c (3H, CHy);
1.12 yur.c (4H, CH,CHy); 1.32 ymr.x (4H, J = 13.5, CH,CH,); 2.76 n (2H, J
= 13.8, NCHy); 3.24 nn (4H, J =12.5,5.9, 2 x NCHy); 3.51 1 (2H, J = 12.5,
NCH,); 5.16 ¢ (NCHN); 7.18-7.26 m (2H, =CH); 7.46-7.62 m (4H, =CH);
7.88 nn (2H, J = 8.1, 1.4, =CH); 8.58 ¢ (1H, -N=CH). Haiineno, %: C 72.17;
H 7.18; N 9.38, CI 8.07. Co7H3,N3ClO. Beruncueno, %: C 72.08; H 7.11; N
9.30; ClI 7.15.
5,7-InmeTHii-6-okco-2-pennn-[4'-(8" -rugpoxcu)-4"" -XxuHOIMIM -

TiuMuHo |-1,3-muazaagamanran (19). Beixog 2.2 2 (56%), R 0.75, t.m.
270-271°C (IM®A). UK-cniektp, v, e’ 1615 (C=C), 1659 (-N=CH),1689
(C=0). Cnextp IMP 'H, &, m.x1., I'y: 0.69 ¢ (3H, CH3); 0.92 ¢ (3H, CHy);
2.76 yur.a (2H, NCHy); 3.19-3.31 m (4H, NCH,); 3.48-3.54 m (2H, NCHy,);
5.16 ¢ (1H, NCHN); 7.17 n (1H, J = 8.1, =CH); 7.24-7.29 m (2H, =CH);
7.60- 7.65 m (2H, =CH); 7.63 nn (2H, J = 8.7, 4.1, =CH); 7.94 n (1H, J =
8.1, =CH); 8.85 ¢ (1H, -N=CH); 8.89 nnx (1H, J = 4.1, 1.6, =CH); 9.98 nn
(1H, J = 8.7, 1.6, =CH). Curnan OH rpymnms! cuibHO ycimpeH. Crextp
SIMP °C, §, m.1.: 15.5, 15.9, 44.7, 45.2, 58.85, 66.6, 77.6, 77.7, 109.6,
120.5, 121.9, 1225, 126.7, 127.1, 127.2, 134.4, 134.5, 134.6, 134.7, 138.1,
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147.4, 151.1, 153.4, 155.8, 159.7, 209.9. Haiineno, %: C 73.31; H 6.17; N
13.20. CxH26N4O5. Brrumcneno, %: C 73.23; H 6.10; N 13.14.
5,7-AudTIia-6-0kco-2-pennia-4'-[(2"'-mopdosmn)-3''-
XHHOMUIAMeTHINMHIHO]-1,3-1nazaagamanran (20). Beixox 2.9 2 (56%), Ry
0.75, T.mr. 171-172°C (AIM®A). UK-criektp, v, cm'': 1586 (-N=CH), 1615
(C=C), 1689 (C=0). Crexrp SIMP 'H, 8, m.z1., Iy: 0.75 T (3H, J = 7.5, CH3);
094 1 (3H,J=7.5CH3); 1.20 k (2H, J =7.5, CH,CH3); 1.44 x (2H, J = 7.5,
CH,CHg); 2.80 ym.a (2H, J = 12.9, NCH,); 3.20-3.30 m (4H, 2xNCHy);
3.39-3.44 M (4H,(CH2)2u0pp.); 3.50 ymr.a (2H, J = 12.6, NCHy); 3.83-3.88 m
(4H, O(CHy),); 5.14 ¢ (1H, NCHN); 7.22-7.27 m (2H, =CH); 7.39 ann (1H, J
=8.7,6.9, 1.0, =CH); 7.64-7.69 m (2H, =CH); 7.79 yur.x (1H, J = 8.3, =CH);
7.86 nn (1H, J = 8.1, 1.6, =CH); 8.70 ¢ (1H, =CH); 8.77 ¢ (1H, -N=CH).
Crnextp SIMP ©°C, §, m.1: 6.7, 7.2, 8.7, 23.0, 23.4, 47.0, 47.6, 51.0, 57.0,
64.5, 65.8, 78.1, 120.5, 120.6, 121.9, 122.0, 124.1, 124.3, 124.5, 127.1,
127.2,127.4, 127.5, 127.9, 129.9, 135.7, 134.4, 147.3, , 150.2, 155.9, 159.1,
209.7. Haiineno, %: C 73.49; H 7.13; N 13.27. C3,H37N50,. Brruucieno, %:
C 73.40; H7.07; N 13.38.
5-MeTuii-6-okco-7-nponui-2-penunia-3'[3" (2" -nunepuania-6"'-
METOKCH)-XHHOJIWJIMEeTHIUMHUHO]- 1,3-1ua3aanamanran: (21a). Beixon
3.2 2 (58%), R 0.8, .. 240-241°C (IM®A). UK-criektp, v, eyt 1599
(C=C), 1614 (-N=CH), 1693 (C=0). Cnektp IMP 'H, &, m.1., Iy: 0.68 ¢
(1.5H) u 091 ¢ (1.5H, CHs;) 0.80-0.86 m (1.5H) u 0.95-1.00 m (1.5H,
CH,CH,CHj3); 1.07-1.21 m (2H) u 1.32-1.39 m (2H, CH,CH,CH3); 1.65-1.82
M (6H, 3 x CHommepnmm); 2.73-2.84 m (2H, NCH,); 3.18- 3.38 m (8H,
4xNCHy); 3.46-3.56 m (2H, NCH,); 3.94 ¢ (3H, OCH3);5.15 ¢ (0.5H) u 5.16
¢ (0.5H, NCHN); 6.97 nn (1H, J = 8.9, 2.5, =CH); 7.10- 7.14 m (2H, =CH);
7.4 1 (1H,J=7.9, =CH); 7.45-7.49 m (2H, =CH); 7.69x (1H, J = 8.9, =CH);
8.59 ¢ (1H, =CH); 8.66 ¢ (1H, -N=CH). Criextp SIMP C &, m.z1.: 14.7, 15.3,
155, 15.7, 24.1, 25.4, 32.8, 33.2, 44.8, 45.2, 47.1, 47.6, 51.8, 54.6, 57.4,
59.0, 64.8, 66.6, 77.9, 95.5, 105.9, 116.5, 119.1, 119.2, 119.6, 123.8, 128.6,
136.3, 149.4, 152.2, 156.8, 160.6, 161.1, 209.8. Haiineno, %: C 74.12; H
7.51; N 12.60. C34H41N50,. Beruncieno, %: C 74.04; H 7.44; N 12.70.
(216). Beixox 1.3 2 (30%), R¢ 0.8 u 0.75, t.m1. 185-186°C (JIMDA).
UK-criextp, v, cm™: 1598 (C=C), 1615 (-N=CH), 1698 (C=0). Cniextp SIMP
'H, §, m.1., I'y: 0.68 ¢ (3H, CH3); 0.95-1.00 m (3H, CH,CH,CHs); 1.31- 1.40
M (4H, CH,CH,CHg); 1.64-1.82 M (6H, 3XCHapunep); 2.76 yura (2H, J =
13.1, NCHy); 3.21-3.32 m (4H, 2 x NCHy); 3.33-3.38 ™ (4H, 2XCHanunep.);
3.52 ym.a (2H, J = 12.8, NCH,); 3.94 ¢ (3H, OCHj3); 5.15 ¢ (1H, NCHN);
6.97 nn (1H, J = 8.8, 2.5, =CH); 7.10- 7.14 m (2H, =CH); 7.40 v (1H, J =
7.8, =CH); 7.45-7.49 m (2H, =CH); 7.69 1 (1H, J = 8.8, =CH); 8.59 ¢ (1H,
=CH); 8.65 ¢ (1H, -N=CH). Criextp SIMP *C &, m.1.: 14.7, 15.7, 15.9,24.1,
25.4,32.8, 32.9, 45.2, 47.2, 51.8, 52.1, 54.7, 59.0, 64.9, 77.9, 105.9, 116.5,

119.2, 119.3, 119.6, 123.8, 128.7, 128.9, 136.8, 138.9, 149.4, 152.1,156.8,
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160.6, 161.1, 209.8. Haiineno, %: C 74.13; H 7.52; N 12.61. C34H4;N50,.
Brrunciaeno, %: C 74.04; H 7.44; N 12.70.

5-MeTuJ-6-oxco-7-nponui-2-pennn-3'[3" (2" -xaop-6""-meTokcn)-
XHHOJIUIMeTHINMEIHO]-1,3-1uazaagamanTtan (22). Beixon 2.7 2 (54%), Ry
0.80, T.m1. 239-240°C (IM®A). UK-cniextp, v, cm'': 1578 (C=C), 1623 (-
N=CH), 1691 (C=0). Cniextp SIMP 'H, 8, m.x1., ['y: 0.84 ym.t (3H, J = 6.6,
CHj3); 0.92 ym.c (3H, CHs); 1.06-1.21 m (4H, CH,CH,CHs); 2.80 yur.x (2H,
J = 12.8, NCHy); 3.17-3.31 m (4H, 2 x NCHy); 3.50 ym. 1 (2H, J = 12.5,
NCH,); 3.96 ¢ (3H, OCHj3); 7.27-7.32 m (2H, =CH); 7.41-7.46 m (2H,
=CH); 7.64-7.69 m (2H, =CH); 7.84-7.89 m (1H, =CH); 8.97 ¢ (1H, =CH);
9.01 ¢ (1H, -N=CH). Haiigeno, %: C 69.31; H 6.23; N 11.22, Cl 7.12.
Cy9H3:N4ClO,. Beruucneno, %: C 69.25; H 6.16; N 11.14;Cl 7.06.

5-MeTna-6-okco-7-nponui-2-penna-3'[3"(2"-okco)-
XHHOJIUIMETHINMHIHO]-1,3-mna3aagamanrtan (23). Beixon 2.5 2 (54%), Ry
0.75, Tt 270-271°C (IM®A). UK-cniektp, v, en’™: 1557 (C=C), 1659
(-N=CH), 1700 (C=0), 3150 (NH). Crextp SIMP 'H, &, m.x., Iy: 0.67 ¢
(2.2H) u 0.90 ¢ (0.8H, CHs;) 0.81-0.85 m (0.8H) u 0.95-1.00 m (2.2H,
CH,CH,CHj3); 1.06-1.19 m (1H) u 1.31- 1.39 m (3H, CH,CH,CHg); 2.74
yurg (1.5H, J = 12.8, NCHy) u 2.78 ym.x (0.5H, J = 12.8, NCH,); 3.17- 3.30
M (4H, 2xNCHy); 3.45-3.55 m (2H, NCHy); 5.13 ¢ (0.75H) u 5.14 ¢ (0.25H,
NCHN); 7.08- 7.19 m (2H, =CH); 7.23-7.28 m (2H, =CH); 7.37 yur.x (1H, J
= 8.2, =CH); 7.48 nnn (1H, J = 8.2, 7.1, 1.3, =CH); 7.59-7.64 m (2H, =CH);
7.70 nn (1H, J = 8.0, 1.2, =CH); 8.62 ¢ (1H, =CH); 8.86 ¢ (1H, -N=CH);
12.03 yur.c (1H, NH). Criexrp SIMP °C, 8, m.x.: 14.9, 15.7, 15.9, 32.8, 45.3,
47.1, 58.9, 64.6, 64.8, 66.6, 77.8, 115.2, 118.7, 120.6, 120.7, 121.5, 126.5,
127.2, 127.4, 128.6, 130.7, 135.5, 136.8, 139.8, 150.5, 154.6, 161.3, 209.1.
Haiineno, %: C 74.09; H 6.68; N 12.26. Cy3gH3N4O,. Boruucneno, %: C
74.00; H 6.60; N 12.33.

5-ByTuia-7-meTwii-6-okco-2-penna-3'[3" (2" -xqaop- 7" -MeToKCH)-
XHHOJIUJIMETHINMEHO|-1,3-n1nazaagamanrtan (24). Beixon 3.0 2 (58%), Ry
0.8, T.mr. 225-227°C (AIM®A). UK-cnextp, v, cv™: 1580 (C=C), 1617 (-
N=CH), 1703 (C=0). Cnektp SIMP 'H, §, m.1., I'y: 0.68 x (2.4H) u 0.91 ¢
(0.6H, CHs3); 0.86 T (0.6H, J = 7.1, CH,CH,CH3) u 0.94-0.99 m (2.4H,
CHs6ymua); 1.21-1.46 M (6H, CH,CH,CH,CHs); 2.75 ym.n (2H, J = 13.0,
NCH,); 3,18-3.29 m (4H, 2xNCHy,); 3.47-3.55 m (2H,NCH,); 4.00 ¢ (3H,
OCHj3); 5.14 ¢ (1H, NCHN); 7.25 an (1H, J = 8.9, 2.5, =CH); 7.24-7.29 m
(2H, =CH); 7.37 a1 (1H, J = 2.5, =CH); 7.63-7.68 m (2H, =CH); 7.96 x (1H,
J=8.9,=CH); 8.94 ¢ (1H, =CH); 8.99 ¢ (1H, -N=CH). Criextp SIMP *C, 3,
m.a.: 13.5, 15.9, 23.1, 24.6, 30.2, 45.3, 47.0, 64.9, 77.8, 106.1, 120.2, 120.6,
121.7, 124.4, 127.4, 129.6, 136.0, 136.6, 154.7, 162.2, 209.8. Haiineno, %:
C 69.80; H 6.49; N 10.91,Cl 7.12. C3oH33N,4CIO;. Beruucneno, %: C 69.70;
H 6.38; N 10.84; CI 7.06.
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5,7-Aunponui-6-oxco-2-peHnia-4'-(2'-pypnamernaIaMuHo-5'-

HUTPO)-1,3-1uazaagamantan (25). Beixox 2.6 2 (57%), Ry 0.73, T.m1. 223°C
(rexcan). UK-cnektp, v, em’t: 1565 (NO2gypun), 1620 (C=Cjpom), 1690 (C=0),
3165(dypan). Crextp SIMP *H, 8, m.x., Iy: 0.82 M (3H, CHs); 0.95-1.05 m
(3H, CHs); 1.08-1.21 m (4H, CH,CH,); 1.22-1.41 ym.c (4H, CH,CHy); 2.66
yur. 1 (2H, J = 13.5, NCHy); 3.18- 3.25 m (4H, 2xNCH); 3.51 yur.x (2H, J =
13.5, NCHy); 5.18 ¢ (1H, NCHN); 7.36 nn (3H, J = 7.8, 1.2, =CH); 7.62 nx
(3H,J=7.9, 1.2, =CH); 8.61 ¢ (1H, -N=CH). Criextp IMP *C §, m.1.: 14.4,
14.6, 15.3, 15.7, 32.8, 33.1, 47.2,47.3, 47.7,57.2, 64.6, 64.8, 77.1, 112.8,
115.5,121.0,121.1, 127.1, 127.4, 137.2, 146.2, 146.5, 148.5, 152.8, 209.6.
Haitineno, %: C 66.75; H 6.72; N 12.38. CysH3)N4+O,4. Brruncneno, %: C
66.66; H 6.66; N 12.44.

5,7-%“PULGPL-2-bGLPLUU P LA-1,3-H-PEQUUNUU U LSULLEL D
U NI UNUSUUUL U2NUGR-PLLELP UPLE-EAL
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SYNTHESIS OF 5,7-DIALKYL-2-AMINOPHENYL-1,3-
DIAZAADAMANTANES AND AZOMETHINES ON THEIR BASIS

A.D. HARUTYUNYAN, K. A. GEVORKYAN, M. V. GALSTYAN and S. L. KOCHAROV

The Scientific Technological Centre
of Organic and Pharmaceutical Chemistry NAS RA
26, Azatutyan Str., Yerevan, 0014, Armenia
E-mail: galstyan.mariam91@mail.ru

The series of 2-substituted 1,3-diazaadamantanes was synthesized by condensation
of 1,5-dialkyl-9-hydroxy, 1,5-dialkyl-9-oxo, 1,5-dialkyl-9-methylene-3,7-
diazabicyclo/3.3.1/nonanes with nitrobenzaldehydes and nitroacetophenones in good
yields.The obtained nitrodiazaadamantanes were then hydrogenated with hydrazine
hydrate in boiling absolute ethanol in the presence of Ni/Re. The synthesized amines
were further condensed with various benzaldehydes, nitrofurylaldehyde, substituted
quinolinaldehydes. As a result, new azomethines (Shiff’s bases) were obtained, in which
the azomethine fragment is not linked immediately with the diazaadamantane ring. All
these azomethines will be examined for bioscreening.
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