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Bsaumopeiictuem 1,4-GeH300KCaH-2-UIATKWIAMUHOB M M30XPOMaH- 1-FIMETHIAMIHA C XJIOPaH-
TUIPUAOM 2-GPOMIIPONIHMOHOBOM KHCIOTHI CHHTE3HPOBAHBI COOTBETCTBYIOLIME GPOMaMUZIbBI, KOTOpPbIE
JieiCTBIEM Pa3HOOOPA3HBIX BTOPUYHBIX aMUHOB II€pPeBeIEHBI B HOBble N-TeTeprIajIKiI3aMelleHHbIe aMu-
HOaMU/BL. VI3yueHsI NX aHTHAPUTMUYECKUe CBOMCTBA, a TAaK)Ke JeliCTBIe Ha CHMIIATO-a/[pEHAIOBYIO CHCTe-

Bu6:. cepmox 12.

Iupoxuii ceKTp OMOIOTMYeCKOH aKTUBHOCTH IIPOU3BOAHBIX KUCIOPOJCOZAEP-
XKAIIUX TeTePOLUKINYECKUX coenuHeHu — 1,4-6eH30[MOKCaHa U M30XpOMaHa, IOoC-
JIy>KWJI OCHOBaHMEM JIJIsI MHOTOYHCIEHHBIX UCCIeTO0BAaHUI 110 TIOUCKY HOBBIX (PU3HO-
JIOTWYeCKY aKTUBHBIX BEIIeCTB B 3TOM psfy [1-4]. Panee HamMu GbLI IPeATIPHHST CHH-
Te3 pasHO0Opa3HbIX Mpon3BogHbIX N-(1,4-6eH3oauokcan-2-ankun)- u N-(130xpomMaH-
1-MeTII)aMU OB reTepUIyKCYCHBIX U -TeTepIUIIIPOIIHOHOBbIX KuciorT [5,6]. K coxa-
JIEHUIO, BBIPRXKEHHOH aKTUBHOCTH B OTHOLIEHMM CHMIIATO-afpEHAJIOBOM CHCTEMBI
BBIABJIEHO He ObLIO. IIpeficTOsAN0 BBIACHUTH, KaK OTPasUTCA Ha (PapMaKOIOTMYECKUX
CBOMCTBaX COeAUHEHUI BBe/IeHIe METHUIBHOM TPYIIIbI B X-TI0JI0XKEHNE K KapOOHUILY,

BCJIEZICTBHE Yero KOH(PUrypalua MOJIEKYJI CTaHeT 6oiee KeCTKO.
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C 5Toi1 LeIbio HaMK GBUIM CUHTE3UPOBAaHBI HOBBIE 3aMellleHHbIe aMUHOAMUTHbIe
IIPOM3BOZHEIe, cofepxamue ¢parmenT N-3aMeleHHON 2-aMHUHOIIPOIIMOHOBOM KIC-

JIOTHI.
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R=H (1); R = CH3(2); R = H, Het = 1,4-6enzomuoxcan-2-un (4); R = CHs, Het = 1,4-
6ensopuokcan-2-ui (5); R = H, Het = usoxpoman-1-un (6); R = H, Am = N(CH2)4(7);
R = H, Am = N(CH2)s (8); R = H, Am = N(CH2CH2)20 (9); R = H, Am =
N(CH2CH2):NCHs (10); R = H, Am = N(CH2CH2):NCH2CsH5 (11); R = CH3, Am =
N(C2Hs)2 (12); R = CHs, Am = N(CH2)5 (13); R = CHs, Am = N(CH2CH2)20 (14); R =
CHs, Am = N(CH2CH2):NCHs (15); R = CHs, Am = N(CH2CH2):2NCH2C¢Hs (16); Am =
N(C2Hs)2 (17); Am = N(CHz2)s5 (18); Am = N(CH2CH?2)20 (19); Am = N(CH2CH2)>NCH3
(20); Am = N(CH2CH2)2NCH2CsHs (21).

Bsaumogeiicteuem 1,4-6ensommoxcau-2-unmeruaamuna (1), 1-(1,4-Gensomuox-
caH-2-wr)-aTHnaMuHa (2) 1 u3oxpoMaH-1-unmernnamuHa (3) ¢ XJIOPaHTHAPUAOM 2-
OGPOMIIPONIOHOBOY KHCJIOTHL B IIPUCYTCTBHH IIMPHUIUHA IIONyY€HBl COOTBETCTBYIO-
mue Gpomamuzsl (4-6), KOTOpbIe TEeWCTBHEM Pa3IMIHBIX BTOPUYHBIX (B TOM YHCIE U
IUKJINYECKNX) aMUHOB II€peBefieHbl B COOTBETCTBYIONIME aMUHOAMUABI psifa GeH3o-
nmokcaHa (7-16) u msoxpomana (17-21). Peaxiriia aMrHUPOBaHYS IIPOBEieHA B CMECH
muokcan-stanoi (1:10) mpu 75-80°C, Brixozsl cocraBuiau 51-65%. AMunoamuzs! 7-
11 npezcTaBisioT cO60it Geble KPUCTALIMYECKIE BEIECTBA, OCTAIbHbIE COeAMHEHNS
— MaciooGpasHsie MPOLYKTHL, KOTOpble meiictBueM aduproro pacrsopa HCl mepese-
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IleHBI B KpUCTaIndeckue rugpoxiopunst (12, 14 -21), a neiicrBuem sdupHOro pacr-
BOpA IIaBeJIeBOi KUCIOTHI — B COOTBETCTBYIONIHE oKcanar (13).

CTpoeHue Bcex CHHTE3HMPOBAaHHBIX COeAMHEHUH MoATBepkieHO maHHbMu WK-,
AMP 'H u macc-cuieXTpoB, YuCTOTa IpoBepeHa xpomarorpadudecku. [lomydenusie
COeUHEHUs BbIJe/IEHbI B BUZe CMECH JUACTEPEOMEPOB, YTO OOYCIOBIEHO HATUINEM
IBYX U 6ojiee ONTHYECKUX LIEHTPOB B UX CTPYKTypax. DTO HECKOIBKO OCJIOXHIIIO
pacmudpoBky zauusix AMP 'H crmexTpoB, 03TOMy B OTZENBHBIX CIydYasX HaMU
IIpYBeIeHbI JIULIb JAHHbIE MaCC-CIIEKTPOB.

W3zyuens! P-azpeHOOIOKUPYIOUME, CUMIIATOTUTAYECKHE U afPEHOTUTHYECKHE
CBOMCTBA CHHTE3MPOBAHHBIX coefuHeHUH. /I/1 OLEeHKM CBOMCTB COefUHEHUI BO3-
JericTBoBaTh Ha P1- U P2-apeHOpEeenTOPsl CePALa U COCY0B HCIOIb30BAIU in Vivo
METOJ, OCHOBAHHBIN Ha BIMAHUU afPEHOIO3UTUBHBIX BELIECTB HAa IIOJOXXUTEIbHBIH
XPOHOTPOIIHBIN u JenpeccopHsiit addexrts: usagpuna (0.5 mxr/xr). Vcusityemsie
coepunenus (B 3-x mosax 0.05, 0.5 u 5 mr/kr) BBoguu BHyTpuBeHHO [7]. O cummaTo-
JIUTUYECKUX CBOMCTBAX CYAUJIH IIO COKPAIEHUIO U30JIMPOBAHHOTO CEMABBIHOCAIIETO
IIPOTOKA KPBIC HAa TPAHCMYpPaIbHOE SJIeKTPUIECKOe pasipaxkeHue giureasHocTsio 0.1
M/C IO ¥ TIOCJIe BO3JeUCTBUA HccaenyeMsix coenunennii B nose 0.05 axnmoms/sor. [ns
BBIABJIEHUSI (-afpEHOIUTUYECKUX CBOMCTB PETHCTPUPOBAINCH aMIUIUTYABI COKpalle-
HUI CeMANPOTOKa, BBI3BaHHBIE yike HopanpeHaauuoM (1:10 r/azz) [8].

BsisBI€HO, YTO CHHTE3HMPOBAHHBIE COeIMHEHNUs, B OCHOBHOM, He 061azalor f-az-
peHOGIOKUpyIomUMHU dbdeKTaMu, a TakKXKe CBOMCTBOM YIHETAaTh IIPOBeJeHHE UM-
IIyJIbCOB Yepe3 CUMIIaTHYeCKHe HePBHI U GJIOKMPOBATh (-aPEHOPEIeNTOPHYIO Peak-
IIMIO OpraHa Ha 9K30TeHHBIH HopaspeHanIuH. JIulrs coepyHeHne 7 B OIBITAX in vitro
BBI3BIBAJIO KPaTKOBpPEMEHHOE yMEPeHHOe CHMIIaTOJIUTUYEeCKOe HefiCTBHe, a B in vivo
HCCIeZIOBAaHUAX B J03e 5 Mr/Kr TIposBiaeT P2-afpeHOOIOKUPYIOIYI0 aKTUBHOCTh Ha
55.2%.

W3yueHO aHTHapUTMUYECKOe AeHCTBHE CHUHTE3UPOBAHHBIX COeAMHEHUH Ha XJIO-
PHAKAIBIINEBOI MOZENN apUTMUM Y GesIsIx Kpbic o6oero mosa maccoit 180-220 r[9].
Amvunoamuaer 7-9 u 15 o61azaroT emBa 3aMeTHBIM AEHMCTBHEM Ha AAHHON MOIeIH
(25%). Coemuuenus 12, 17 u 21 mpossiuaioT ciaboe HeficTBHe, NpeAylpexmas TH-
6eJIb JKUBOTHBIX OT GUOPIIIAIUN CepAlia IIpyU NpuMeHeHun apurmoreHa B 50% sxc-
mepumenToB (10% B xoutpose). OcranpHble BellecTBa He IPOSBIAIOT aHTHAPUTMU-
YEeCKOM aKTUBHOCTH.

Takum o6pasoM, Kak IOKazanu (apMaKoJIOTHYECKHe HCIBITAHUA, BBeZleHUEe Me-
THJIBHOM TPYIIIBL B QIKIUIBHBIN (pParMeHT MeX/Zy aTOMaMH a30Ta, K COXKAIEHHIO, He

IIPUBOAUT K ITIOBBIIIEHNIO aKTHBHOCTH.
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OKCcIepuMeHTaIbHad 9acTh

HK-cnextps! cuarst Ha cekrpomerpe “Nicolet Avatar 330 FT-IR” B Basenuno-
BoMm Macie, cuekTpsl IMP 'H — ma “Varian Mercury-300 “ B JMCO-ds, paGouas
gacrora 300 My, suyTpernuii craggapt — TMC. Macc-creKTpsI CHATHL Ha CIIEKTPO-
merpe “MX-1321 A” ¢ npsmeIM BBOZOM 00pasiia B 30HY MOHM3AUMU. TeMIeparypsl
IIIaBIeHUs OIpeZiesieHsl Ha MUKpOHarpeBareabHoM cronnke “Bosmuyc”. TCX mpose-
rena Ha mwiactuakax “Silufol UV-254”, mopsikHas dasa — 6eHson-aueroH, 3:1; mposi-
BUTEJIb — IIaphI HO/a.

1,4-Bensoanoxcan-2-unmerunamud (1), 1-(1,4-GeH30AMOKCAH-2-WT)-3THIaAMUH
(2) u msoxpoman-1-mamernnamun (3) monydens: mo mponucsam [10-12], coorserct-
BEHHO.

N-(1-(1,4-Bensomuoxcan-2-wi)aTuia)amMug, 2-6poMponuonoBoit kuciaotsr (5). K
6ensonpHOMYy pactBopy 8.6 r (0.05 morg) xnoparrugpusa 2-6pOMIIPONIOHOBOM KIIC-
JIOTHI, OXJIaXKAeHHOMY 1o 5°C, mpubasiaior mo kamnam cmech 9.0 r (0.05 mozg) 1-
(1,4-6ensomuokcan-2-wi)atmnamuna u 4.0 r (0.05 mozg) nupuauHa, OCTaBILIOT Ha
HOub. Peaxuuonnyio cmech nmpomsiBaior 5% HCI, satem H20, 10% pacrBopom NaOH
u caosa H»O. Bensonpnsrii pactBop cymar Na2SO4, pacTBOpUTETs OTTOHAIOT, OCTATOK
KPHCTAJIU3YIOT U3 TeKCaHa U ITePeKPUCTAIIN30BBIBAIOT U3 cMecH adup-rekcaH (1:5).
Beixog 9.4 r (60%), t.mi. 59-60°C, R 0.45. Haiigemo, %: C 49.54; H 4.98; N
4.20.C13H16BrNOs. Beraucneno, %: C 49.70; H 5.13; N 4.46. K-cnextp, v, car!: 3340
(NH), 1647 (O=C-N), 1500,1600 (apom.). Ciextp AMP H, 6, m.z.: 1.28-1.35 (ueTsIipe
I, 3H, CHs); 1.68-1.72 (uersipe n, 3H, CHsCHBr); 3.80-4.52 (m, 5H, CHN, CHBr,
OCHCH:0); 6.70-6.85 (m, 4H, CéH4); 8.20 (w, 1H, NH).

N-(1,4-Benzoguokcan-2-unMerra)amMug, 2-GpOMIIPONIUOHOBOM KUCIOTH (4) 1mo-
mydgeH aHajmorudHo. Brixogn 64%, T.mm. 70-71°C(rexcan), Re 0.55. Haiimeno, %: C
48.34; H 4.62; N 4.39. C12H14BrNOs. Bsraucieno, %: C 48.02; H 4.70; N 4.67. UK-
crexTp, v, cmr': 3348 (NH), 1646 (O=C-N), 1500, 1610 (apom.).

N-(M3oxpoman-1-mamermn)amMup 2-GpOMIIPOIHOHOBOM KHCIOTH (6) momyden
aHasoruyHo. Berxozg 59%, T.mn1.77-78°C (rekcan), Rr 0.43. Haiimeno, %: C 52.74; H
5.81; N 4.59. C13H16BrNOz. Brruucneno, %: C 52.36; H 5.41; N 4.70. UK-cnekrp, v,
et 3348 (NH), 1646 (O=C-N), 1500, 1610 (apom.).

N-((1,4-Bensozuoxcan-2-wui)merwn)-2-(nuppoauaus-1-wi)nporanamuy, 7).
Cmecsl.5 r(0.05 amorg) coepunenus 4, 0.7 r (0.1 mozg) nupponugusa u 2-3 KpucTai-
nukoB KJ marpesaror npu 75-80°C 8 60 sz cmecu stanon-zuokcan (10:1) B Teuenue
10-12 3. OTroHAIOT pacTBOPUTEIND, K OCTaTKy Ipubasiaior 50 ar 6ensona u 5% Box-
uerit pactBop HCl mo xucnoit peakunu. BomHbId €10# OTAEJAIOT, IOAIEIaYNBAIOT
10% pacrBopom NaOH u sxcrparupyior 6ensonom. Cymar 6e3BozubiM Na2SO4, pact-
BOPHUTEJb OTTOHSIOT, OCTATOK KPUCTAJUIM3YIOT M3 IeKCAaHa, IePeKPUCTa/IIM30BEIBAIOT

u3 Toryosa. Beixog coepunenus 7 0.9 r (62 %), T.mr. 80-81°C, R¢ 0.53. Haiizeno, %:
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C 66.44; H 7.38; N 9.56. Ci6H22N203. Beraucieno, %: C 66.18; H 7.64; N 9.65. CnexTtp
AMP 'H, &, m.g., I 1.22 (m, 3H, ] = 6.8, CHs); 1.75 (M, 4H, (CH2)2); 2.54 (m, 4H,
N(CH2)2; 2.86 (x, 1H, ] = 6.8, CH); 3.42 (m, 2H, NHCH?); 3.86 u 4.23 (06a M, mo 1H,
OCH2); 4.19 (v, 1H, OCH); 6.69-6.81 (M, 4H, CeHa); 7.60 (yur.,1H, NH).
Amvvaoamupsr 8-21 monydyeHs! aHATOTHYHO. AMMHOAMUISI 12-21, mpezcTaBiAio-
mwue coboi MacI006pasHble BEIECTBA, OXAPAKTEPU3OBAHBL B BUJE COOTBETCTBYIOLIMX
coJteil — TUAPOXJIOPUIOB U OKCaIaTa.
N-((1,4-Bemsomuoxcan-2-wi)merwn)-2-(nunepugus-1-mwi)uponanamug, (8). Bri-
xox 65 %, .. 61-62°C (toryosn), Re 0.50. Haiizerno, %: C 66.84; H 7.68; N 9.04.
C17H24N20s. Bsraucneno, %: C 67.08; H 7.95; N 9.20. Cnexrp AMP 'H, 6, m.1., I
1.12 (m, 3H, ] = 6.9, CHs); 1.41-1.48 u 1.54-1.64 (0o6a M, 2H u 4H, (CH2)3); 2.36-2.52
(M, 4H, N(CH2)2); 2.99 u 3.02 (06a k, mo 0.5H, ] = 6.9, CHCH3); 3.30-3.57 (m, 2H,
NHCH23); 3.87 (g.t., 1H, ] = 11.3 u 6.8, OCH2); 4.20 (m, 1H, OCH); 4.25 (m, 1H,
OCHb2); 6.73-6.80 (M, 4H, CeHa); 7.76 (yur.,1H, NH).
N-((1,4-Bensogunokcan-2-mn)mermn)-2-Mmoppomuuonpomasnamuy,  (9). Brixog
67%, 1.11.103-104°C (tomyon), Re 0.46. Haiimeno, %: C 62.35; H 7.46; N 9.57.
Ci6H22N204. Brrumcneno, %: C 62.73; H 7.24; N 9.14. Cnextp AMP H, §, m.1., I
IBa nuacrepeomepa, 1/1; 1.16 (z, 3H, ] = 6.9, CHs); 2.41-2.55 (M, 4H, N(CH2)2); 2.98 u
3.01 (o6a k., mo 0.5 H, ] = 6.9, CHCHs3); 3.34-3.52 (m, 2H, NCH2CH); 3.62 (1, 4H, ] =
4.7, O(CHz2)2); 3.88 u 4.17-4.28 ( o6a m, 1H u 2H, OCHCH:0); 6.73-6.80 (M, 4H,
CsHa); 7.77-7.86 (w, 1H, NH).
N-((1,4-Bensozuoxcan-2-wi)merun)-2-(4-MeTrianunepasus- 1 - wr) mpomasaMuz,
(10). Bexog 62 %, T.11. 118-119°C (Tonyou), Re 0.40. Haiizeno, %: C 63.57; H 7.49; N
13.42. C17H25N30s. Bsraucieno, %: C 63.93; H 7.89; N 13.16. Cuextp AMP 'H, §, m.x.,
I iBa muactepeomepa, 3/2; 1.15(m, 3H, ] = 6.9, CH3CH); 2.19 u 2.19 (06a c, 1.8H u
1.2H, NCHs); 2.37 u 2.42 — 2.54 (06a M, o 4H, CsHsN2); 2.99 u 3.01 (06a k, 0.6H u
0.4H, ] = 6.9, CHCHs); 3.33-3.53 (m, 2H, NHCH?>); 3.83-3.91 u 4.22-4.28 (06a M, mo
1H, OCH>); 4.16-4.24 (m, 1H, OCH); 6.73-6.80 (m, 4H, CéHa); 7.74 (u1, 1H, NH).
N-((1,4-Bemsozuoxcan-2-wi)merwi)-2-(4-6eHsmwimnepasuH- 1-vwr) nponanaMuz,
(11). Bsixoz 64 %, T.11. 120-121°C (Toyorn), Re 0.49. Haiizeno, %: C 69.43; H7.72; N
10.91. C23H29N30s. Beraucieno, %: C 69.85; H 7.39; N 10.62. Cuextp AMP 'H, §, m.z.,
I mBa muacrepeomepa, 1/1; 1.15 (@, 3H, J = 6.9, CHs); 2.40-2.58 (o6a M, mo 4H,
CsHsN2); 3.00 u 3.03 ( o6a k, mo 0.5 H, J = 6.9, CHCHs3); 3.34-3.51 (m, 2H, NHCH)>);
3.46 u 3.47 (o6a ¢, mo 1H, CH2Ph); 3.86 u 3.88 (0o6a g.4., mo 0.5 H, ] = 11.3 u 3.8,
OCHz2); 4.16-4.27 (m, 2H, OCH2CHO); 6.76 (c, 4H, CeéH4); 7.14-7.28 (m, 5H, CeHs);
7.75 (ym, 1H, NH).
Tuppoxmopup  2-(zusTrnamuso)-N-(1-(1,4-6eH30A1OKCAH-2-FUI)3THII) IPOIIAH-
amuga (12°HC). Beixog 57%, t.mwn. 154-155°C (a¢up-stanorn, 3:1), R 0.34 (Genson-
aueroH, 4:1, mapst NHs). Haiinero, %: C 59.98; H 7.54; N 8.53. Ci7H27CIN20s3. Beranc
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neno, %: C 59.55; H 7.94; N 8.17. Cuextp AMP 'H, §, m.z., /11 1.27-1.41 (9H, m) u
1.55 (3H, zmBa 71, ] = 6.9, CHs); 3.14-3.35 (4H, m, N(CHz2)2); 3.85-4.44 (5H, m, CH u
OCHz2); 6.73-6.81 (4H, M, Ar); 9.12-9.24 (0.4H, gBa yu. z, ] = 8.2) u 9.37 (0.6H, i,
NH); 10.76 (0.6H, m) u 10.91 (0.4H, w, HCI).

Okxkcanar N-(1-(1,4-6eH301OKCaH-2-1I)3TII)-2-(THIIepHANH- 1-1I)IpoIaHaMuia
(13-(COOH)2). Bsixoz, 54 %, T.m1. 93-94°C (adup-aueron, 4:1), Re 0.41 (Gensomn-are-
ToH, 2:1, maps! ammuaxka). Hatinero, %: C 58.49; H 7.23; N 7.04. C20H28N207. Berumuc-
neno, %: C 58.81; H 6.91; N 6.86. Cuexrp AMP 'H, §, m.z., /1 1.25-1.34 (6H, w,
CHs); 1.47-1.59(2H, M) u 1.64-1.79 (4H, m, (CH2)3); 2.70-2.84 (2H, M ) 1 2.86-3.00 (
2H, m, N(CH2)2); 3.49-3.67 (1H, m, CH); 3.79-3.96 (1H, m, CH); 4.00-4.32 (3H, M,
OCH:CHO); 6.71-6.82 (4H, m, Ar); 8.26 u 8.45 (0.4H u 0.6H, o6a mr, NH); 6.80 (2H,
mr, 2 COOH).

T'uppoxmopup N-(1-(1,4-6eH30m10OKCaH-2-1T)3THII)-2-MOPGOIHMHONPOIaHAMU A
(14HC). Bsrxog 52 %, t.mwr. 107-108°C (adpup-sranon, 3:1), Re 0.44 (Genson-aueroH,
4:1, mapst NH3). Haiigeno, %: C 57.63; H 7.27; N 7.61. Ci7H2sCIN204. Beraucneno, %:
C 57.22; H 7.06; N 7.85. Crrextp AMP 'H, 6, m.zx., /71 1.28 (0.75H, 1, ] = 6.8), 1.29,
1.33 u 1.34 (mo 0.75 H, Bce x, ] = 6.3, CHs ); 1.52, 1.53, 1.54 u 1.55 (3H, Bce 1, ] = 6.9,
CHs ); 3.00, 3.10, 3.34 u 3.47 (4H, Bce m, N(CH2)2 ); 3.85-4.39 (5H, m, CH u CH>);
3.86-4.00 (4H, m, O(CHz2)2); 6.73-6.82 (4H, M, CsH4); 9.04 u 9.21 (1H, o6a um, NH);
11.99 1 12.17 (1H, o6a mr, HCI).

Tuppoxnopun N-(1-(1,4-6eH30mMoKcaH-2-11)oTHIN)-2-(4-MeTHIIHTIEpa3iH - 1 -11T)
npomanamuza (15HCI). Bexon 50 %, T.1m1.140-141°C (adup-aueron, 5:1), Re 0.36
(6enson-ameron, 4:1, mapsr NHs). Haiizeno, %: C 58.62; H 7.88; N 11.27.
CisH2sCIN3Os. Bsraucieno, %: C 58.45; H 7.63; N 11.36. Macc-cuiextp, m/e, (Jom., %):
333 [M]*(6.54).

Tuppoxsopuz 2-(4-6enswinunepasun-1-wmr)-N-(1-(1,4-6en30aroKcan-2- ML) 3THIL)
npomanamuza (16HCL). Bexon 48 %, t.mn. 138-139°C (adup-aneron, 5:1), Re 0.48
(6enson-ameron, 4:1, mapsr NHs). Haiizeno, %: C 64.98; H 7.56; N 19.76.
C24H3:CIN3Os. Brramcireno, %: C 64.63; H 7.23; N 9.42. Macc-cuextp, m/e, (Jom., %):
409 [M]+(11.05).

T'uapoxmopup 2-(muoTrnamuHo)-N-(u30xpomaH-1-miMeTn ) mponaHaMuaa
(17-HCI). Bsxoz 61%, T.mwr. 158-159°C (amero), Re 0.54 (Genson-ameros, 4:1, mapst
ammwuaka). Hatigeno, %: C 62.88; H 8.75; N 8.32. Ci7H27CIN202. Beruucnieno, %: C
62.47; H 8.33; N 8.57. Cniextp AMP 'H, §, m.z., /71 1.18 1 1.29 [06a T, mo 3H, ] = 7.3,
N(CH2CHs)2]; 1.50 (m, 3H, J = 6.9, CHsCH); 2.61-2.74 (M, 2H, OCH2CH>); 2.85-3.05,
3.05 u 3.24 [m, 2H, 1H u 1H, N(CH2CHs)2]; 3.40 (mzxm, 1H, J =14.0, 4.0 u 2.8, NHCH>);
3.72 (mnm, 1H, J = 11.4, 9.1 u 3.7, OCH>); 3.89 (anz, 1H, J = 14.0, 7.6 u 6.5, NHCHD>);
413 (mom, 1H, J = 11.4, 5.3 u 3.7, OCHz2); 4.24 u 4.26 (0o6a x, mo 0.5 H, J = 6.9,
CHCHps); 4.83 (azn, 1H, J = 6.5 u 2.8, OCH); 7.05-7.18 (m, 4H, CsH4); 8.87 (um, 1H, J =
7.6 1 4.0, NH); 11.18 (m, 1H, HCI).
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T'uppoxnopus  N-(usoxpoman-1-unmerion)-2-(IHIepuauHE-1-1I)IporaHaMusa
(18HCI). Bsixoz 50 %, T.1wr. 167-168°C (aueron), Re 0.39(6enson-auerosn, 4:1, mapst
NH3s). Hasigeno, %: C 63.45; H 7.79; N 7.94. Ci1sH27CIN202. Beruucieno, %: C 63.80;
H 8.03; N 8.27. Cmextp AMP 'H, §, m.zx., /2 1.51, 1.72 n 1.80-2.05 (v, 1H, 2H u 3H,
(CH2)3); 1.44 ( &, 3H, ] = 6.8, CHz3); 2.65 (m1, 1H, J = 16.0 u 3.5), 2.96 (yur.z., 1H, ] =
12.0), 3.04 ( mzg, 1H, J = 16.0, 9.8 u 5.3), 3.23 (yur.g, 1H, J = 12.0), 3.35 (g, 1H, | =
13.9, 3.1), 3.71 (gmz, 1H, J = 11.0, 9.8 u 3.5), 3.97-4.07 (m, 2H), 4.14 (mxn, 1H, ] =
11.0, 5.3 u 3.3) — Bce oTu curHansr otHocsTcs K N-CH; 4.84 (mx, 1H, J = 5.3 u 2.4,
OCH); 7.04-7.20 (m, 4H, apun); 8.71 (zz, 1H, ] = 8.0 u 3.5, NH); 11.47 (w., 1H, HCI).

Tuppoxsnopuz N-(uzoxpomar-1-wimverrn)-2-mopdonnsonponanamuga (19-HCI).
Beixom 56%, t.aur. 161-162°C (ameton), Re 0.45 (Gensoxn-areron, 4:1, mapsr NHs).
Harineno, %: C 60.27; H 7.69; N 8.48. C17H2sCIN20s. Berancieno, %: C 59.90; H 7.39;
N 8.22. Cuexrp AMP 'H (IAMCO + CFsCOOD), §, m.x., /: 1.38 (z, 3H, ] = 6.7, CHz);
2.54-2.65 (m, 3H), 2.79-3.13 (m, 3H), 3.37 (azm, 1H, J = 14.0 u 2.5, NCH>); 3.55-3.87 (m,
5H), 3.91-4.00 (v, 2H), 4.10 (mozm, 1H, J = 11.2, 49 u 3.0), 4.81 (mz, 1H, J = 4.3 u 2.5,
OCH); 7.01-7.15 (m, 4H, CsH4); 8.68 (ur., 1H, NH).

Tuppoxnopus N-(msoxpoman-1-mameriun)-2-(4-MeTHITUNEPasHH-1 -MI)ITpoNaHa-
vuga (20 HC]). Bexox 52 %, t.mn. 175-176°C (ameron), Re 0.51 (Gemson-ameTown, 4:1,
mapst NHs). Haitneno, %: C 58.62; H 7.88; N 11.27. CisH2sCIN3O2. Bsraucieno, %: C
61.09; H 7.97; N 11.87. Cnexrp AMP 'H (DMSO + CFsCOOD), 8, m.x., [ nBa
muacrepeomepa, 3/2; 1.30 u 1.45 (o6a z, 1.2H u 1.8H, ] = 6.7, CHCHs); 2.61-2.71 u
2.90-3.05 (06a M, mo 1H, CH2); 2.84 u 2.86 (06a ¢, 1.8H u 1.2H, NCH3); 3.44-3.84 (M,
10H, NCH2); 4.05-4.22 u 4.79-4.89 (06a M, 2H u 1H, OCH u OCH>); 7.05-7.15 (M, 4H,
CeHa); 8.50 (ur., 1H, NH).

T'uppoxmopun  2-(4-6Gemsmnnunepasns-1-mm)-N-(130xpomaH- 1-MIMeTHII)-IIpO-
manamuaa (21-HCI). Beixog 48%, T.ma. 205-207°C (ameton), Rr 0.46(6enson-ameroH,
4:1, mapst NH3). Haiigeno, %: C 67.48; H 7.82; N 9.93. C24H32CIN3O:2. Beruucieno, %:
C 67.04; H7.50; N 9.77. Macc-cniextp, m/e, (Jors., %): 393 [M]*(9.56).

2-N'-S6N\U4ULYUD UUPLUNCNANPALUEENRULEND N-(1,4-
AELRNTPOLUULPLULYPL)- 69 PRNLCAUULPLUGRPLUURYLG D
UbuetGR

U. U. U9UQ3UYL, U. 0. YUruLduy, U. £ UUNreU3UY, k. U. UUMQUN3UL,
[@. 0. UUUSr8UL, 2. U. LNLUY8UL b U. U. DUSKhLSUL

1,4-RPhugnnhopumt-2-hidbphjudhih, 1-(1,4-pkugnnhopuwti-2-hy)-
tphjudhth U hgqnppnuwb-1-ppdtppjudpuph - b 2-ppndwypnuyhntwppdh
pinpuihhnphnh  thnpuwqpbgnipjudp  uhbpbkqdl; b hwdwywunwupwb
ppndwdhgubp: Quiwqut wdhtibph wqpbgnipjudp tpwip Jhpwsyl; tu
tywunwluhtt  wdhtwwdhngubph: Muunudbwuhpdlp Bu bputg whpbkuw-
wuwowphs b hwjuwwnhpuhl hwnlnipniubpp:
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SYNTHESIS OF N-(1,4-BENZODIOXANYLALKYL)-
AND IZOCHROMANYLMETHYL AMIDES OF 2-N"-SUBSTITUTED
AMINOPROPIONIC ACID

A.S. AVAGYAN, S. 0. VARDANYAN, A. B. SARGSYAN, E. A. MARGARYAN,
T.0.ASATRYAN, H. S NORAVYAN and A. S. TSATINYAN

The Scienctific Technological Centre of Organic and
Pharmaceutical Chemistry NAS RA
A. L. Mnjoyan Institute of Fine Organic Chemistry
26, Azatutian Str., Yerevan, 0014, Armenia
E-mail: avagal@ mail.ru

By interaction of 1,4-benzodioxan-2-methylamine, 1-(1,4-benzodioxan-2-
ylethylamine and isochromane-1-methylamine with the chloranhidride of 2-
brompropionic acids the corresponding bromamides have been synthesized. The latter on
action of some amines (diethylamine, pyrrolidin, piperidin, morpholin, N-
methylpiperazin, N-phenylpiperazin) were converted into different aminoamides. Some
of them were converted into corresponding salts (hydrochloride or oxalate). The
antiarhythmic, sympato- and adrenolitic properties of these compounds have been
investigated.
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