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Peaxuueit amuHOMeTHIMpPOBaHUA 4-0yTOKCHbEeHUIOEH3MIKETOHA MONy4YeH paf o-(peHuI-f-aMuHO-4-
6yTokcunponuodpeHoHoB. IlocienHue moz neficTBMEM pa3IHYHBIX peareHTOB | pUHBApAa IepeBeZieHBI B

TPETHYHBIE AMHUHOIIPOIIAHOJIBI K UX ' POXJIOPHUBI.

Ta6. 2, 6ub1. cChLIOK 3.

Panee HaMu GBITM CUHTE3UPOBAHBI B-aMUHOIIPOINO(EHOHBI U TPETUIHbIE AMIHOIIPOIIaHOJIbI
— IpOM3BOJHBIE 3aMelleHHbIX IUIEPUAVHA M IunepasuHa. MHOrume u3 HUX TPOABIAIU
BBIpOXXEHHYIO (PapMaKOJIOTN4ecKyIo aKTUBHOCTB[ 1-3].

B mpojomxenue uccienoBaHui B 9TOM HaIllpaBIeHUU B3auMOeHcTBreM o-peHuI-B-aMuHo-4-
6yrokcunponuodperoHoB (1) ¢ pasnuYHBIMKU peareHTaMM ['pUHBIpA IOIy4YeH PAL TPETHIHBIX
aMUHOCIUPTOB —1-(4-6yroxcudennn)-1-ankun-2-penun-3-aMmuHonponas-1-omos(2-10),
TepeBeieHHBIX ajiee B Tugpoxaopust 11-19.

CHAm RMgHal CH,Am CH,Am
CHO — HOWCHOW(*M
OH

11-19

Am= NJ@ . R=CH,(2,11), C3H(3,12), C,Hq(4,13);
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Am=n_ n{ )-F: R=CH,(5,14), C;H,(6,15);
MeO

Am = N<{) R=CH,(7,16), C.H,(8,17);
Am=nN_N-COOC,H., R=CH;9,18);

Am = N »COOC,H, , R = C;H,(10, 19)

Heob6xopuMele AA CHHTe3a aMHHOIpONaHoIoB 2-10 B-aMuHOKeTOHSI 1 mOTydYeHs! peakiueit
aMUHOMETUIMPOBAaHUA — B3auMogeicTBueM 4-0yTokcubeHMIGeH3MWIKeTOHA C IapadgopMoM u
aMMHaMU B cpefie sTaHoia [1].

VHpuBuAyaTpHOCTh CHUHTE3UPOBAHHBIX COeAMHeHMI moxTBepxaeHa mamueiMu 1CX, MK
CIIEKTPOCKONHUHU M dj1eMeHTHOro aHanusa (tabn. 1). B MK cmextpax mcxopmHbIX coemuHeHuit 1
HabJIIofaeTcs I[0JIoca IOTJIONUIEHHS KapOOHMIBHOM Tpymmbl (Ve-o=1680 carl); 8 UK cmexrpax
aMuHOCIIHPTOB 11-19 OHa mcyYe3aeT M MOABIAETCA II0JIOCA HOTJIOLMIEHUA TUAPOKCHIBHOM I'PYIIIIBI
(Ve-on=3300-3250 car?).

CrpoeHue morydeHHbIX BellleCTB IOTBEPKAeHO MeTomoM criekTpockonuu AMP'H (tabi. 2).

ITpoBemens! wuccnemoBaHWS IIPOTHBOBOCIATHTENBHON W aHAJIBreTHYECKOH aKTHBHOCTH
TUIPOXJIOPUAOB 1-(4-6yroxcudenmun)-1-ankun-2-pennna-3-aMuHonponas-1-o108(11-19).
Pe3ynpTaThl 5KCIIEpUMEHTAIBHBIX JAHHBIX, IOJyYeHHbIE IIPU U3yYEeHUU IIPOTUBOBOCIIAIUTENBHBIX
cBoiicTB BemectB B mo3e 10 wm 25 mr/kr, moOKaszaaM, UTO UCHBITyeMble COeTUHEHUT
IIPOTHBOBOCIIAINTEIFHOM aKTUBHOCTBIO He 06yazaioT. Hu ofZHO M3 IOIyYeHHBIX COeIUHEHWI B
YKasaHHbIX 032X He II0JaBigeT 60JIb.

OKCIIepUMeHTaIbHAA JacTh

UK cnextpst cuaret Ha mnpubGope “UR-20” B BasemumoBom wmacie. SIMP'H cumexTpst
perucrpuposanucs Ha mpubopax “Mercury-300” ¢ ucmonszoBanuem TMC, DMSO-ds, TM/IC B
KadyeCTBe BHYTPEHHEro CTaHzapTa. TOHKOCIONHas xpomarorpadus IIPOBOAUIACH HA ILIACTHHKAX
“Silufol UV-254" B cucreme, GyTaHOJI-3TaHOJI-YKCycHas Kucaora—Boza (8:2:1:3), mpossurens —
maps! #foza. TemmepaTypsl IIaBIeHIs OIpe e /UIUCh Ha mpubope “Boetius”.

o-Penmin-p-amuno-4-6yToxcunponnodenons: I morysers: mo metozy [1].

1-(4-Byroxcudennn)-1-ankun-2-dpennn-3-amunonponas-1-oxsr 2-10. K pearenty I'punsspa,
mpuroroBienHomy us 2,4 r (0,1 mozg) marama u 0,11 mozg anxkuaranorenuza B 50 oz
abcomrotHOro a¢pupa, mpuxansmBaoT 0,01 mozs a-penmwn-B-amuno-4-6yroxcunponuodenona B 30
M1 abcomoTHOro 3¢dupa. ComepkuMOe KOJOBI HarpeBalOT Ha BOAAHOI OaHe 5 ¥, OXJIaXZAlOT
cozep)KrMoe KOObI 1 mpukamsiBaioT MegiernHo 10 aor Bogsl. CiauBaioT dUPHBEIA CI0M, OCTaTOK
mpoMsiBaloT adupoMm (2x20 ). OOvenuHeHHbIe S(UPHBIE CIOM CyUIaT HaZ Oe3BOLHBIM
Kap6OHATOM HATpPHUA.
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XapakTepucTuku coesuHenwmit 11-19

Tabuwna 1

Coe- Bai- Haitmeno, Brruncrnesno,
: T.m, o o
gune- | R Am xom, | | Rf 0 BpyrTo-dopmyma 0
HHe % | © N | Cr N |
11 | CHy 42 32 | 1781051/ 5,45/ 6,92| CooHsENLOAHCI | 5,46 | 6,92
¢dropdenn)nunEepasnHO 180
12 |gH,| 4@ dropemmn- | 50 | 158- 10 ool 5 351 6 20| CoHLFN,OHC | 519 | 6,56
MIHIIEPasHHO 160
13 | qH,| 4 (@-dropdemmm- |, 1188%' 0,50/ 5,03| 6,40| CagHasFN,O,*HCI | 5,04 | 6,40
IIUIIEPa3UHO
14 | cry| AA-dropbemum)- g 1 146\ o1l 5 451 6.91| CaHeEN,OHCI | 5,46 | 6,92
NUTIepasuHO 147
15 | GH,| A-dropbemum)- | a0 1 1654\ o115 54l 6.36| CoHuFN,OHCI | 5,19 | 6,56
IIUIIEPasuHO 168
16 | chy | *(Zmeroxcndermun)- | 4, 22%3' 0,52|5,32|6,75| CsH1gN,Os*HCI | 5,33 | 6,71
MHTIePasuHO S
17 | gH,| H@meroxendemnn)- | o) 1 180- () o115 450650 CagHaN,OHCI | 5,21 | 6,61
MIHTIEPasHHO 183
18 | cpy| A4oroxemkapbo- | g 1 1850 o6l 5 2617 29| CHaN,OMHC | 5,70 | 7,23
HWT)TUTIePa3uHO 187
19 | GH,| 4Proxcukapbommi- | ap | 175\ 50l 5 7517 00| CuHeNOSHCI | 2,76 | 7,00
MUTIEPUIUHO 176
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Tabuwma 2
ITapamerpsr criextpoB IMP!'Hcoegunenmii 3,6,8,11,13,14 u 16 gaa pacteopo DMSO-de

Coemnenye Xummnueckue casuru (8) m.a., KCCB()) /oy

0.84 (1H,m) u 1.39(1H,m,CH2); 0,87(3H,m,CHs); 1.01(3H,1,7.3,CH3); 1.47 — 1.81 (6H,m,3xCH>);
2.30(1H,11,12.6 u 2.7, NCH2); 2.57(2H,m, N CHz2); 2.83(1H,1,12.6 u 11.5NCHo>);

3 2.92(2H,m,NCH2); 3.19(4H,mu,N(CH>2)2); 3.30(1H,11,11.5 u 2.7, CH); 3.93(2H,1,6.4,0CH2);
6.68(2H,11,8.6,Har); 6.77(2H,m,Har); 6.84(2H, 1,8.3, Har); 6.89-7.07(4H,m,Har); 7.13-
7.17(3H,m,Har); 7.43(1H,ur,OH)

0.78 (3H,m, CHs); 0.82(1H, m) u 1.38(1H,m, CH2); 1.01 (3H,t,7.3 CHs); 1.46 — 1.81 (6H,m,3CH2);
2.28(1H,11,12.7 u 2.8, NCH2); 2.55(2H,m, NCH2); 2.84(1H,11,12.7 u 11.5,NCH2); 2.90(2H,m,N
CH>); 3.21(4H,m, 6.6 u 3.5,N(CH2)2); 3.30(1H,z1,11.5 u 2.8, CH); 3.93(2H,T, 6.4,0CH2); 6.66-
6.97(8H,m,Har); 7.08-7.21(5H,m,Har); 7.35(1H,m,OH)

0.78(3H,m,CHs); 0.85(1H,m) u 1.39(1H,m,CHz2); 1.01(3H,1,7.3CH3); 1.53(2H,ckc,7.3CH2); 1.60-
1.81(4H,m,2xCH>); 2.28(1H,yur.x,12.4, NCH2); 2.55(2H, 1, NCH2); 2.82(1H,ymr.1,12.2,NCH>);

8 2.88(2H,m,NCH?); 3.14(4H,ur,N(CH2)2); 3.30(1H, ymur.z,11.5,CH); 3.82(3H,c,OCH3);
3.93(2H,1,6.3,0CH?2); 6.67(2H,1,8.6Har); 6.74-6.93(7H,m,Har); 7.12-7.18(3H,m,Har);
7.61(1H,u1,OH)

0.99(3H,1,7.3, CHs); 1.49 (2H,m, CH2); 1.60 (3H,c, CHs); 1.72 (2H,m,CHz2); 2.80(1H,m); 3.13-
3.29 (4H, m)u 3.34-3.60(4H,m,N CH>); 3.84-3.96 (2H,m,N(CH2,CH); 3.89 (2H,1,6.3,0CH2);
3.97(1H, m,0OH); 6.63 (2H,1,8.7,Har); 6.92-7.08 (8H,m,Har); 7.12-7.16(3H, m,Har); 12.04
(1H,m,HCI)

11

0.82(3H,1,7.2,CHs); 1.00(3H,1,7.3,CHs3); 0.85(1H,m) u 1.14 —1.43 (3H,m,2-CHa);
1.51(2H,ckc,7.3,CH2); 1.74(2H,m,CH?2); 1.85(2H,yur.1,7.6,CH>); 2.7-3.7(9H,M,NCHo>);
3.85(2H,u,NCH2CH); 3.91(2H,T1,6.4,0CH2); 5.08(1H,ur,OH); 6.65(2H,x,8.8,Har); 6.84-
7.09(8H,m,Har); 7.16-7.19(3H,m,Har); 11.72(1H,mr, HCI)

13

0.99(3H,1,7.4, CHs); 1.49 (2H,ckc, 7.4, CH2); 1.60 (3H,c, CHs); 1.72 (2H,11,7.4 1 6.4,CH>);
2.81(1H,m); 3.11-3.26 (3H, m) u 3.37-3.59 (5H, m, NCH2); 3,84(1H,1x,7.2 u 2,1CH); 3.89
(2H,1,6.4,0CH2); 3.93(1H,11,13.2 1 2.1NCH2); 5.20 (1H,ur,OH); 6.64 (2H,1,8.8,Har); 6.91-
6.99(8H, m,Har); 7.13-7.16(3H,m,Har) 11.97 (1H,u, HCI)

14

0.99(3H,1,7.4, CHz); 1.49 (2H,cxc, 7.4CH2); 1.60 (3H,c, CHz); 1.73 (2H,71,7.4 u 6.4CHa);
2.82(1H,m)s; 3.13-3.58 (8H,M,NCHa); 3.79(3H,c,0CHs); 3.87(1H,m,NCH>); 3.89
(2H,7,6.4,0CH2); 3.96(1H,m,CH); 5.22 (1H,m,0H); 6.64 (2H,1,8.8,Hx:); 6.82-6.87 (2H, Hay);
6.91-6.99(6H, m,Ha:); 7.13-7.16(3H,m,Har); 11.97 (1H, m,HCI)

16
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Ortrousior adpup. Coegunenus 2,4,5,7,9 u 10 mpezncrasigeT coboii TycTsle Macia, a 3, 6 u 8 —
KpHCTa/UINYeCKHe BellleCTBa, IepeKpUCTaIIu3anus us3 sTaHosna. [lapamerpsr cmextpos SIMP!H
coepunenwuii 3, 6 u 8 mis pacrsopos JJMCO-ds mpuBezeHs! B Ta6iI. 2

T'uppoxmopupsr 1-(4-6yrokcudernnn)-1-ankmn-2-benmn-3-amuaonponanonos 11-19. K adup-
HOMYy pactBopy 1-(4-6yroxcudennn)-1-aakun-2-peHnn-3-aMIHOIPOIIAHOMIOB MeAJIEHHO IIpPHU-
KaIbIBalOT 3)UPHBII pacTBOpP XJIOpPHUCTOTO Bogopoza. OcaZok OTGUIBTPOBHIBAIOT, HMEPEKPUCTA-
JIM30BBIBAIOT U3 a6COMIOTHOrO aneToHa. PU3nKo-xUMUYecKue XapaKTepPUCTUKY IIPUBEIEHSI B Ta0JL.
1. ITapametps! crrextpos AMP'H coemuuennii 11, 13, 14 u 16 B pactBope DMSO-ds mpuBeens: B
Tabi. 2.

1-(4-RNRSOLUPDGULPL)-1-ULYUPL-2-$GULPL-3-UUPLNNCNNUL-1-OLECE UbLEEOL
Q. U. ¢69N0ra3UL, U. 2. PUTUNULSUL, 2. 6. @NRUULSUL U 2. U. @ULNUSUL

Pniwnopuhdlihjpiughiynnth wdhtwdbphjugdwdp unwugyt] u dh owpp p-wdhbw-

Ytwunnuubkp: dbpohtiubpu thnjumqpbgnipyu dke nukny Aphlywnph wwppkp nhwljnpyukph
htwn unnwghk) Gup Eppnppuyhtt mdhtiwypnuywngukp:

SYNTHESISOF HYDROCHLORIDES OF 1-(4-BY TOXIPHENYL)-1-ALKYL-2-PHENYL-3-
AMINOPROPAN-1-OLS

G.A. GEVORGYAN, A. H. ISAKHANYAN, H. E. TUMADJYAN and H. A. PANOSYAN

a-Phenylg-amino-4-butoxipropiophenones were synthesized ty aminomethylation of 4-
butoxiphenylbenzyl ketones. These compounds withigfard reagents yalded the tertiary
aminopropanols — cyclodolum analogues were syrghdsi In the row of hydrochlorides
aminopropanols the new biologically active compauark revealed.
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