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IMPOU3BOAHBIE APHJIAJIKUJIAMHWHOB

XX. CHUHTE3 M HEKOTOPBHIE INPEBPALNIEHHSI THOPOXJIOPMOOB 1-(3-
METOKCH®EHOKCH)-3-N-APHJIAJIKHJIAMUHO-2-TIPOTIAHOJIOB,
OBJIAJAIOLUIUX B-AAPEHOBJIOKMPYIOIIMM CBOHCTBOM

M. P. BAPXVIAPSIH, A. A. BAPTAHfIH, O. C. HOPAB{H,
0. M. ABAKSIH n 3. A. MAPKAPSIH

HUnctutyT ToHKO#A npranmveckofi Xummm um. A, JI, Magxosna
AH Apwmsnckofi CCP, Epesan

MocTtynuno 24 V 1984

Baanmoefictenem 1-(3-meTokcH(eHOKCH) -3-x/10p-2-NpONasosa C ApHNANKHIAMHEHAME
cuntesuposan psx  1-(3-metokcadenokck)-3-N-apunanknnamuno-2-nponanonos.  Konxen-
camrefi cuutesnposannnx IV c cepoyriepoioM B V ¢ dopMajblersioM mnoaydeHsl COOT-
sercteylomue okcasommannTion VIII m oxcasomann IX. THAPOXJTOpHAH BceX HOJNyYeHHHIX
coenunennft o6aafaoT PB-afApeH0GJAOKHPYIOIEMHE CBOACTBAMH. '

Ta6a. 1, 6u6a. ccuaok 3.

HaBecTHO, uT0 GOJBIUIMHCTBO COGAHHEHHA, B MOJEKyJle KOTOPHIX HMe-
ercsi 1-apHJIOKCH-3-aMHHO-2-IponaHoAbHbIA (parMeHT, obsaxaer B-aipeHo-
6a0KHpylolHM AeficTBHeM. Psn nmpemapaToB MOAZOGHOTO CTPOEHHs (mpompa-
HOJIOJI, AANpPEHOJOJ, WHAOJOA H Jp.), TPHMEHAEMBX B KIHHHYECKOH MpPaK-
THKe, B KauecTBe 3aMECTHTeNel y a30Ta COAEpIKAaT aJKHJbHBE DPaJHKaJhl
[1]. Panee 6Bin0 mOKasaHO, YTO HaJHYHE APHJIANKHJIBHOrO 3aMECTHTEJNS Y
aToMa a30Ta B PSAY apHJ- H AHAPHJANPONHJIAMHHOB NOJIOXHTENbLHO BIHSET
Ha GHONOrHYecKylo axTHeHOCTh [2].

C nenpio nanabHefimel NpoBEpKH 9TOro (akta HAaMH OHIJIH CHHTE3HPOBA-
HbI 1-apMJIOKCH-3-aMHHO-2-TPONaHONbl ¢ N-dDHIaJKHAbHBIMH 3aMeCcTHTeJIs-
mu (II—VII). Cuures ocymecTsnen B3anMofe#icTBreM 1-(3-MeTOKCH(EHOK-
cw)-3-x10p-2-nponanona(l) ¢ apHNaJKHIaMHHAMH B STHJIOBOM CIIHDTE..

1, HyNR
2, HCI
©=OCH,9HCH,CI ek —OCH,CHCH,NHR
7 OH H HCI
OCH, OCH,
I : 1—VII
II. R=CH,CH,CH,C,Hs! V. R=CH(CH,)CH,CH,CsHy(3,4-OCH);
1. R=CH(CH;)CH,C¢Hs: V1. R=CH,CH,CH(CqHs):

IV. R=CH(CH,)CH,CH,CHs; VII. R=CH(CH,;)CH,CH(C;Hj),

HuTepecHo GbI0 CPABHHTh H3MeHeHHe P-aApeHO6JOKHPYIOIUHX CBOHCTE:
NpH Depexofie OT NMOJyYeHHHX AMHHONPONAHOJOB K COOTBETCTBYIOIIHM IHK-
JIHYeCKHM NpOH3BOAHBM. C 3TOH meabio OCyllecTBleHa KOHZeHcauus IV
c cepoyraepojoM H V ¢ ¢opmanbgeruaom [3, 4].
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Coennnennsi 11—IX oxapakTepHsoBaHH B BHJe THADOXJODHIOB; CTpoe-
“HHe MX AokasaHo RanHeiME [IMP (II—VII) n UK cnekrpockomun (II—IX).

Hsyueno B-aApeHOGIOKHpYIOLIEe, a TakxKe THINOTEH3HBHOE H XPOHO-
TponHOe AeACTBHE COeAHHEHHH. ONBITH, NpoBejeHHHE HA HADKOTH3HPOBAH-
HbIX HeMOYTa/OM KphiCax Mo OMHCaHHO# panee Meroauke [5, 6], nokasamu,
‘yT0 coeaunexne III okasuBaer ymepennoe GJOKHpYIOlLEe BIHSHHE Ha MO/0-
JKHTe/IbHBIA XPOHOTPONHBEIA H Jenpeccopusifi s(peKT H3afpHHA H OAHOBpe-
MEHHO BbI3BIBa€T OTPHUATEJBHOE XPOHOTPONMHOE JEHCTBHE.

HMocnenosanusi MOKA3adH, 9TO H3 H3yYEHHHIX COEAHHEHHH HaHGOMBILH

'MHTEpeC npezacraBaser coeaunenne IV ¢ R=CH—CH,CH,CH,, o6axa-

I
CH,

.Aaiollee BBIDAXKEHHOH B-aApPeHOGNOKHPYIOLIEH AKTHBHOCTBIO M BHI3HIBAET
.HEKOTOpOE YydYalleHHe cepAueGHeHHH.

dKkcnepumenTanbHas 9acTh

MK cnekTpHl CHATH B Ba3eNHHOBOM Macie Ha mpuGope UR-20 (rap),
TIMP cnexrpsi—Ha cnektpomerpe T-60 (60 MI'y) ¢pupmu «Bapuan» (CIIIA).
Pacrsopurens—CDCls. B kavectse crangapra mcmoab3oBancs TMC. Xpo-
‘MaTorpausi OCyIeCTBAEHA HA IJACTHHKAX «Cunypon» wmapku UV-254
(4CCP).

Tudpoxnopuder 1-( 3-Metoxcugenorcu)-3-N-apurarcunramuno-2-npona-
-#ono8 (II—VII). Cmece 2,0 2 (0,01 mons) 1- (3-meTokcHpeHoKCH) -3-xm10D-
2-nponanosia [7] u 0,03 mons coOTBeTCTBYIOMErO apHIANKHIAMHHA B 30—
40 ma 3THNOBOrO cmHpTa KHOATAT 15—20 4. OTroHsor CIHPT H K OCTaTKy
AoGasasior abc. 3¢up. Brmasmme KpHCTaMIH MHAPOXJIODHAA HCXOXHOIO
-AMHHAa OTQHJIBTPOBLIBAIOT, OTFOHAKT 3(YHDP H YAANAOT BAKKYM-TIEPErOHKOM
‘OCTaTOK HENpOpearHpoBaBIIEr0 HCXOAHOro amuHa. OCTAaTOK pacTBOPSIOT B
-5 Ma abc. 3TaHONA H OCTOPOXKHO NPHAHBAIOT K HeMy 3(HpHHIA pacTBOp
-XJIODHCTOrO BOZOPOAA A0 CNabO-KHC/IOf peaKuud. Braenusmuiics ocamox
nepeocaxcfarT H3 cmecH cnupT-3¢up (1:6). IToayyalor Gensie KpHcTad-
JIBl, (DH3HKO-XHMHYECKHE KOHCTAHTH KOTOPHX NPHBENEHH B TaGJHLE.

T'udpoxropud 3-( 1-merun-3-perurnponun)-5-(3-meroxcugperoxcu ) meru-
-aerorcasorudun-2-ruona (VIII). Cumecs 5 2 20% BOAHOMO pacTBopa THApO-
‘OKHCH Kanus, 3,65 2 (0,01 mons) raxpoxmoprna 1V u 1 2 cBexenepersanHo-
-TO cepoyriiepona B 30 M2 STHIOBOrO CHPTA € OGPATHEIM  XOJOJHJIBHHKOM
KHOATAT 7 4. OTrOHSIOT STAHOJM, OCTATOK PACTBOPAIOT B BOJAE H NPH OXJIaXK-
ACHHH JIBIOM NPH/IHBAIOT Pa3baBJIEHHYIO COJSHYIO KHCJOTY 140 KHCJIOR peak-
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unn. Ocazioxk QHABTPYIOT H CymaT Ha BO3AyXe. Ilocne nmepekpHCTaJLIH3ALHH
u3 meraHona moayuexo 2,32 2 (57%) VIII, t. mn 94—96°. Hafineno %:
N 3,50; S 7,90; Cl 9,0. CyHgsNOsSCI. Buumcaeno %: N 3,43; S 7,86;
CI 8,69. R, 0,75 (Genson—sranon, 3:1). MK cnektp, v, ex~': 1275
(=C0), 1375 (C=S), 1585, 1615 (C=C apom.), oTCyTCTBYIOT mOrJOLIE-
nusg B obaact 3200—3600 (NH, OH).

Tudpoxaopud 3-[1-merun-3-(3,4-Oumeroxcugpenr) nponun)-5-(3-merox-
cugpenoxcu) merunenoxcasoruduna (1X). 4,26 2 (0,01 mons) ammHOCHHp-
ta V (1. na. 74—75°), 1 2 (0,01 moas) dopmansaernfia KHnATAT B 30 mxr
abc. STWIOBOro cnHpra 5—6 «, OTrOHAIOT CNHPT, OCTATOK pACTBOPSIOT B
supe, 106aBAAIOT SPHPHEIA PACTBOP XJOPHCTOrO BOAOPOAA, moaydaioT Ge-
anlfi ocagok. OT rHAPOXJIOPHAA HCXOAHOTO aMHHOCIHPTA H36aBASIOTCH MHO-
rOKpaTHOA IepeKpHCTaann3anuelr H3 stuaoporo cmupra, Ilonyweno 2,7 2
(60%) IX, 7. na. 106—107°, Ha#ineno %: N 3,43; Ci 7,68. Cy3H3NO;sCI.
Buyucaeno °/;: N 3,19; Cl 8,11, R; 0,68 (6yranos—yKCyCHast KHCJAOTA—
pona, 4:5:1). UK cnektp, v, ex~': 1215, 1260 (X=CO), 1530, 1600
(C=C apowm,), OTCYTCTBYIOT NOTJ/IOLIEHHS: B 0614CTH 3200—3600 (NH, OH).

GPPLULYPLLURLLLPR UOLLS3ULLLIR

XX. B-UHPLLARLAGGSAPUSH, 2USUNFRBUTR 0SUUU 1-(3-UbPORUBSHLOLUR)-3-N-Uh]-
UAURLLURLA-2-APNATLALLLPD 2MHPALLACBHLLAE URLADAL bd, Ub £ULR @NkILAYARTLLAL

Ur. . RUMNMELCSUY, D . QUMHULS0Y, 2. U. bI'II"IJ.‘I.SU.'I:.
Z U, B4D38UY L k. U ULPGULSUG

I-(3-Fbﬂopnﬁbﬂnpufn)—.’l-“np—z-quwﬁnlﬁ L wpppuppywd filibpl sfin-
fowgnbgnfywdp wpifbyfmé ki 1-(3-dhfopupPbiopufr)~3-N-wppywilypywd fr-
In-2-ypnuwhapiibpe Uiningwéd dpwgmfindilchphg 1—(3—J&Pupu[t$&ftopuﬁ)-3_
[N-(1-db@py-3-$bupy) wpnufy ] wed fofon -2y pmugwbingn fnlinbinufwé £ 800 puw-
dfuwdlife Sbhw bk vinugifud £ 3—[1'-ufbﬂh—3’-(3",4-4{:6&}9031:[:&&51[1*{) “H’"""!f’.’.]'
5-(3-dbffopufrdbiiopufrd b bk Jopuwsgnpfinplic  Puly 1-(3-dbfopufiPhiiopuf-3-
N-[1-dhftpy-3-(3 4 -nful b opupplbify )uypniypy wid pln-2-mypniyulingh L $op-
dwpghSpnfe  hrigkhunulhy wmwgfud o 3-(17-d b py-3 - P by pruyfy )-5-
(3-dbfopufrphblropufid b f kT )opmmq_n;_frqﬁfl-z-ﬂfmﬁ: Upiihyfwé o frugnefndi-
bhph Sphapnpprppglibpp gregwpbpnul by B-wnphlinpprljunnpuhh Swilni-
B ynihilihp:

DERIVAITVES OF ARYLALKYLAMINES

XX. SYNTHESIS AND SOME TRANSFORMATIONS OF I-(3-METHOXYPHENOXY)-
3-N-ARYLALKYLAMINO-2-PROPANOL HYDROCHLORIDES DISPLAYING
f-ADRENOBLOCKING PROPERTIES

M. R. BARKHUDARIAN, A. A. VARTANIAN, O. S. NORAVIAN,
O. M. AVAKIAN and E. A. MARKARI AN

A number of 1+(3-methoxyphenoxy)-3-N-arylalkylamino-2-propanols
have been synthesized by the interaction of 1-(3-methoxyphenoxy)-3-
chloro-2-propanol with arylalkylamines. Among the produéts thus obtained.
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1-(3-methoxyphenoxy)-3-[N-(1-methyl-3-phenyl)propyl]-amine-2-propanol
was condensed with carbon disulphide yielding 3-[1‘-methyl-3'-(3",4”"-
dimethoxyphenyl)propyl] - 5 - (3-methoxyphenoxymethylene) - oxazolidine.
Condensation of 1-(3-methoxyphenoxy)-a-{N—[l-methyl-3-(3’,4’-dlmethoxy-
phenyl)propyl]}amino-2-propanol with . formaldehyde produced 3-(1’-
methyl - 3"-phenylpropyl)-5-(2 - methoxyphenoxymethylene) oxazolidine-2-
thion.

The hydrochlorides of ths synthesized compounds display B-adre-
noblocking properties.
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[TPOU3BOJHBIE H30XHHOJ/IMHA

XXIIl. CHHTE3 H BHOJIOFMYECKHWE CBOFWICTBA 1-APHJIAJIKEHWJI-6,7-
JHUMETOKCH-4-CITHPO3AMEINEHHBIX THAPHPOBAHHEIX IIPOM3BOIHBIX
H30XWHOJIMHA M HX HEIHKJIHYECKHWX AHAJIOIOB :

I. K. AAPAIIETSH, JX. C. APYCTAMSAH, I. 3. IIAPTEB,
JI. M. CAPKHUCSIH r 3. A. MAPKAPSIH

HuctuTyT TOHKOR opranuveckof xuMHH HM. A. JI. MHIkosHA
AH Apmsuckok CCP, Epesan

IMoctynnao 14 XI 1983

OcyuecTs/ieH CHHTE3 THAPHPOBANHLIX NPOH3BOJAHKX H3OXHHOMHHA C ADHIANKEHHJIBHBI-
MH 3aMECTHTEJIAMH B TIEpBDlI H CITHPO3aMECTHTEJIAMH B YETBEDTOM MOOJOMEHHAX. nOJTY‘IEHH
X, HEUHKJHYECKHe aHaJOrH—NpOH3BOAHHE apHJalKeHHNaMHHOB. JIJAs CcHHTe3sa [eJeBBIX
MPOYKTOB TIPHMEHEHO H30HpAaTeJbHOe BOCCTZHOBJEHHe AaMOMOrHIpHAOM auTHa (ATJI) H
ThApHAOM amomuAHs (IA) amHAHOR H HMHHHOR CpYNN, CONPsIKEHHHX C yraepoA-yraepoj-
nofi ApofiHoft ceaAsklo. Mayuewn HexkoTOpHe GHOJIOTHYECKHe CBOfICTBA NOJY4EHHHIX - COE-
_IHHEHHIT,

Taba. 3, Ga6ar ccunok 7.

B pannux paborax 6uIH ONMHCaHB 1-apHAalKeHHI- H 4-CMHPO3aMelIeH-
Hble NPOH3BOAHBIE H30XHHOJHHOB, 00JajalollHe Pa3JHUHOM ﬁuoﬂornqecxoﬁ
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