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CHUHTES 1-(TI-DTUJI®EHWII)-1-AJIKWJI-2-OEHWJI-3-AMUHOITPOIIAHOJIOB M IX
TUIPOXJIOPHJIOB

A.Y.UCAXAHAH
WHucturyT ToHKOM Oopranndeckoi xumuu uM. A.JL. Mumxoana HAH Pecny6imuxu Apmenus, Epesan

IMocrymmo 9 III 2005

AMMHOMeTHIHPOBaHHEM N-3THI(eHNI0eH3NIKeTOHa CHHTe3UPOBaH o-peHun-B-mopdonuno-4-sruanponuodenon. IlokasaHo, uto eciau
[IpY aMUHOMETHIMPOBAaHUY aMUHHBIN KOMIIOHEHT MCIIOAb3yeTcs B Bume ruzpoxitopuza ( pH 1-2) , To peakuus mportexaer ¢ 5-10% Beixozom; B
Clydae JKe MCIIOIb30BaHMA amMuHa B Buge ocHoBaHus ( pH 8-9) Bexogsr cocrasmsior 65-80%. Bsaumozeiicteuem o-dermn-f-mopbonnno-4-
STHJILIPONUO(EHOHA C Pa3INYHbIMU peakTuBaMu ['puHbsipa monydeHs! 1-(7-sTunbern)-1-ankui-2-peHn-3-MophOIMHOIPONAHOIBL U X TUA-

POXJIOPHIBL.

Tab6i1. 2, 6ubI. CCHUIOK 3.

B mpomomxenue ucciaemosaHuii [ 1,2 ] B 06JacTH CBA3M CTPYKTypa- OHOJIOTMYeCKas aKTUBHOCTh CpeLU
aHAJIOTOB IIMKJIOZOJA B3auMoeicTBreM o-peHu1-f-Mopdonnno-4-stunnponuodpenona (I) ¢ pasmuIHIMU peakTH-
Bamu ['puHbapa Hamu noxydeH psf 1-(r-stundennn)-1-ankun-2-pennn-3-mopdonunonponaxosnos II.

HeoGxomumeiit gns cunTesa MopdonnHonponaHoiaoB II o-denun-f-mopdonnno-4-stunnponuodenon I
IoNIydYeH KOHAeHcauued m-sTuideHnI0eH3UIKeTOHA ¢ apadopMaIbIeruoM U MOpGOINHOM B Cpefie dTaHoaa [3].
IToxazaHo, 4TO ecaM IpU aMUHOMETHINPOBAaHUK MOPGOIUH HCIOAb3yeTcs B Bufe ero ruapoxiaopuza (pH 1-2), o
peakuus mpoTekaeT ¢ 5-10% BsIxomoM; B Ciydae >Xe HCIOJIBb30BaHUA MopdonuHa B Bume ocHopanusa (pH 8-9)
BBIXOABI cocTaBaaaT 65-80%. BzaumopmeiicTBueM aMuHOKeTOHa I ¢ peakruBamMu ['puHBApa HOTydYeHBI TPETUIHBIE
amuHOCnupTsl Il — mpom3BonHBIE IMKIOZONA, NpeACTaBifiomue coboil rycreie Mmacna. Ilociennue gmeiicTBueM
3GUPHOTrO pacTBOpa XJIOPUCTOTO BOJOPO/A IlepeBeieHsl B cooTBeTcTByomue rugpoxuopuzst I1I-XII. Hexoropsre us
TUAPOXIOPUOB XOPOLIO PACTBOPUMBI B BOJIE, @ pyTas YacTh PACTBOPAETCA B BOJE IIPU HarpPEeBaHUMU.
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Coepmunenus III-XII — xpucrannuyueckue BeuecTBa. CTpoeHMe MTOCIETHUX MOATBEPXKAeHO MeTogamu MK
cnekTpockonuy, SIMP 'H crnexTpoMeTpuu, YUCTOTa — TOHKOCJIOMHON XpoMarorpadueii.

DKcIleprMeHTaIbHasA JacTh

VK croexrpsr cusrer Ha crmexkrpomerpe “UR-20” B BasemmuoBom Mmacie, cmektpst AMP 'H — ma mpuGope
“Mercury-300”, Varian (300, 077 MIz) B IMCO-ds, BuyTpernuii crauzapr — TMC. Torkocioiitas xpomatorpadus
mpoBeseHa Ha mactuukax “Silufol UV-254" B cucteme H-GyTaHOI-3TaHOI-yKCyCHas Kuciora—Boza (8:2:1:3),
IIPOSIBUTEIb — IIaphl HO/ia MIM KHUCIIbIH pacTBop 2,4-guHurpodeHnaruppasusa. TeMeparypsl IUIaBIeHUS ONpeerie-
HbI Ha mpubope “Boetius”.

IFOtundeHnN6eH3WIKETOH IOy YeH 10 ONTUCAHHOM MeTomuKe [3].

a-Penun-p-mopdonuno—4-stummponuodenon (I). Cmecs 2,24 r (0,1 moszg) sTundennnbensunkerona, 3,0 r (0,1
morg) napadopmansaeruzna u 8,71 r (0,1 morg) MmopdoirHa B cpefie TaHOIA HATPEBAIOT Ha BOASHOM OaHe B TeUeHUe
6-8 u. 3aTeM OTrOHAIOT 3TAHOJI, OCTATOK IIPU OXJIAXKAEHWH MOAKUCIIAIOT pa3baBieHHOi (1:1) CcOMIHOM KUCIOTOMH KO
pH 1 (mo yHuBepcanpHOM WHIWKATOPHON Oymare) u sKcrparupyior sdupom (2x100 szz) mns ypmaneHus He
BCTYIIMBIIETO B peaknuio sTuiadeHmi6ensmwikerona. K BogHomy cioio mobassaior 40% pactsop eaxoro Harpa go pH
8-9 u skcrparupyior sdupom (3x100 »z7). DdupHBIEe BHITKKM CyLIAT Haf CYXUM Cy/lIb(aToOM HATpUA. 3aTeM
OTTOHAIOT 5)Up ¥ He BCTYNMBUIMI B peakuWio MOPQOJUH IOJ MOHIKEeHHBIM gaBreHumeM. OcCTaTox
IIepeKPUCTA/IN30BBIBAIOT U3 3TaHOona. llomydator 24 r (80% Teopuwm), T. mia. 92-93°C, Re 0,48 (6yTaHOI-3TaHOI-
YKCyCHas KHCJIOTa—BOAa, 8:2:1:3), mpoABUTe b — aphl O/ WX KUCIBIE pacTBOp 2,4-IUHUTPOPEHIITHAPA3HHA.
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Tabauya 1

Coen Bhi- Haiineno, % Breruucaeno, %

HHEH R T.m.,°C | R

e xom, % c | H | N | ¢ |bpyrro-dopmynal . H | N | c

" CHs; 50,4 178-179 | 0,68| 70,34 | 803 | 3,70 | 9,43 | CxH3CINO, 70,30 8,00 | 3,73 | 945

v CHs 76,7 189-191 | 065| 70,80 | 8,19 | 3,64 | 912 | CyxH3CINO, 70,86 821 |360]| 9,11

\Y CsHy 58,8 218-220 | 068 | 71,31 | 837 | 342 | 8,83 | CxuHzxCINO, 71,37 842 | 347 880

\ iCH; | 48,7 | rurpockom, | 0,64 | 71,27 | 833 | 3,36 | 8,71 | CyH3CINO, 71,37 842 | 347 | 8,80

Vil CsHq 68,8 216-218 | 0,68 | 71,87 | 865 | 3,40 | 856 | CuxHzCINO, 71,85 862 |335| 850

VIII | iCHg | 54,2 206-208 | 0,65| 71,81 | 867 | 342 | 843 | CuxHzCINO, 71,85 862 |335| 850

IX CsHu | 79,7 178-180 | 068| 7235 | 8,72 | 3,31 | 820 | CyH3CINO, 72,30 8,80 | 324 823

X | iCHy | 725 | 199201 | 064 | 7236 | 873 | 327 | 821 | CuHxCINO, | 7230 | 880 | 3724/ 823

X1 CeHis | 81,6 180-182 | 0,69 | 72,64 | 888 | 3,23 | 8,05 | CyH4CINO, 72,73 898 | 314 | 7,97

XIl | CHys | 80,2 | 198200 |0,70| 7321 | 9,03 | 316 | 7,63 | CxHiCINO, | 7312 | 9,14 | 3,05 7,72

Xapakrepuctuku coexunenni | 11-X11
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Mapamerpsi cniextpos SIMP *H st pacreopos DM SO-dg/CCl,:1/3

Coenu-
HEHHUE

Xumnueckue casury, 8, m.ja., KCCB (J) I'y

1,201(3H, 7,6, CHy), 1,6c(3H, CHa), 2,57x(2H, 7,6, CH,CHy), 2,65m(1H),
2,99m (2H,) 1 3,20M(1H, N(CH,),) 3,37m(1H) u 3,6-4,1m(6H, O(CH,),,
CHCH,), 5,25m(1H, OH), 6,89-6,93m(2H) 1 7,09-7,12w(3H, CeHs), 6,95¢(4H,
C5H4), 12,03H_I(1H, HCl)

0,691(3H, 7,2, CH3), 1,231(3H, 7,6, CHg), 1,92m(2H, OCCH,), 2,59x(2H, 7,6,
CH,CHs), 2,59m(1H) 1 3,03w(3H, N(CH,)), 3,40m(1H,), 3,6-4, 1m(6H,
O(CH,),, CHCH,), 5,09m(1H, OH), 6,86m(2H) 1 7,10-7,17wm(3H, CsHs),
6,881(2H, 8,3) 1 6,971(2H, 8,3, CgH,), 11,84m(1H, HCI)

0,80m(3H, CHy), 0,86m(1H) 1 1,41m(1H, CHy), 1,231(3H, 7,6, CH3), 1,83 m(2H,
CHy), 2,59(2H, 7,6 CH,CH3), 3,02ui(4H, N(CH,),), 3,40m(1H) u 3,6-4,1m(6H,
O(CH,),, CHCH,), 5,06m(1H, OH), 6,85u(2H) n 7,11-7,17wm(3H, CsHs),
6,871(2H, 8,3) 1 6,961(2H, 8,3, CgH.), 11,88m(1H, HCI)

VI

0,551(3H, 6,6, CHy), 1,251(3H, 7,5, CH3), 1,281(3H, 6,6, CHy), 2,00cn(1H, 6,6,
CH), 2,62x(2H, 7,5, CH,CHs), 2,45m(1H) n 2,96m(3H, N(CH,),), 3,41m(1H),
3,61-4,04m(5H) u 4,13u,1(1H, 5,1, O(CH,),, CHCH.,), 4,80m(1H, OH), 6,88-
7,01m(6H) 1 7,15-7,21m(3H, CeHau CeHs), 11,98m(1H, HCI)

VIl

0,82m(1H) 1 1,41-1,44v(3H, CH,CHy), 0,821(3H, 7,2, CHy), 1,231(3H, 7,6,
CHjy), 1,85yur t(2H, 8,0, CH,), 2,60x(2H, 7,6, CH,CH3), 2,99mi(4H, N(CH,),),
3,40u1(1H) u 3,6-4,1m(6H, O(CH,),, CHCH,), 5,06u1(1H, OH), 6,8411(2H) u
7,11-7,17m(3H, CgHs), 6,861(2H, 8,3) u 6,971(2H, 8,3, CgH,), 11,88m(1H, HCI)

VI

0,621(3H, 6,6, CHs), 0,931(3H, 6,6, CH3), 1,231(3H, 7,6, CHy), 1,47m(1H, CH),
1,8111(1H, 14,3, 6,9) u 1,8621(1H, 14,3, 4,6, CH2), 2,60x(2H, 7,6, CH,CHS),
2,65m(1H) 1 3,00m(3H, N(CH,),), 3.44m(1H) n 3,65-4,05m(6H, O(CH,),,
CHCH,), 5,12m(1H, OH), 6,83m(2H) u 7,12-7,19m(3H, CeHs), 6,871(2H, 8,3) n
6,971(2H, 8,3, CeHy), 11,73m(1H, HCI)

0,68m(1H) 1 1,32m(1H, CH,), 0,85a(3H, 6,5, CHa), 0,781(3H, 6,5, CH3),
1,231(3H, 7,6, CH3), 1,86m(2H, CH,), 2,60x(2H, 7,6, CH,CHs), 3,00m(4H,
N(CH,),), 3,41m(1H) u 3,65-4,10m(6H, O(CH,), CHCH,), 5,05m(1H, OH),
6,84m(2H) 1 7,11-7,18m(3H, CeHs), 6,85 yu,1 (2H, 8,2) 1 6,96 yu,1 (2H, 8,2,
CeH.), 11,85m(1H, HCI)

X1

0,79m(1H) 1 1,40m(1H, CHy), 0,841(3H, 6,8, CHy), 1,231(3H, 7,6, CH3), 1,14-
1,30m(6H, CH,CH,CH,), 1,83m(2H, CH,), 2,60x(2H, 7,6, CH,CH3), 2,651u(1H)
1 3,01m(3H, N(CH,),), 3,40 (1H) u 3,6-4,1m(6H, O(CH,), CHCH,),
5,05m(1H, OH), 6,84m(2H) u 7,11-7,17m(3H, CgHs), 6,861(2H, 8,2) u
6,971(2H, 8,2, CgH.), 11,85m(1H, HCl)

X1l

0,79m(1H) 1 1,40m(1H, CHy), 0,841(3H, 6,8, CHy), 1,231(3H, 7,6, CH3), 1,14-
1,30m(8H, CH,CH,CH,CH,), 1,83m(2H, CH2), 2,60(2H, 7,6, CH,CHs),
2,63ui(1H) 1 3,03m(3H, N(CH,)), 3,40m(1H) 1 3,65-4,10u(6H, O(CH,),
CHCH,), 5,04m(1H, OH), 6,84m(2H) 1 7,11-7,17m(3H, CeHs), 6,86 yur, i (2H,
8,3) u 6,97 yur,x (2H, 8,3, CsHy), 11,85mu(1H, HCI)

Tabauya 2
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WK crexTp, Vpax, cm— 1 1680 (C = O, skeronnas). sIMPs! Hsac CexTpsbr, 58, 5m.a,. 511, 22525 3H, 95CH3) ;52,41 —
2,54ama(4H,aN(CHy)9);92,57appa (1H,5212,5,594,0)aua 3B84apa4a (1 Hum 1 215 8Wm N CH,) ;2310 1 gy, 24 (4Hm 818
O(CHy));s15800aa5( 1 HmJ | 88wl 416mCH); 571 y — 7oy 2svsa( 7Humyib s — Ha i Ph) ; 5719 1 pst( 2H ) a8y w216 — siH ;) .51
Hatipenow%:aC 8219 1;aHBU y; AN#155.9C o HysNO. sBrrunshe H9958%: aC 8210, aH 81 4; AN #1565

T'uapoxnopup o-permn-p-mopponuno-4-srunnponuodernona. K sbupuomy pactsopy o-dperun-p-mopdornHo-
4-sTunnponnodeHOHa MeAJIEHHO IO KAaIlJIIM IIPUKAIIBIBAIOT 3(GUPHEIH PacTBOP XJIOPUCTOTO BOLOPOZA ZO CIabo-
KHCJION peakuuu (0 YHUBEPCAIbHOM MHAMKATOPHOM GyMare). BermaBimuit ocafox oTduasTpoBsIBaoT. [IpoMsiBaioT
cyxuMm sdupoM. IlepexpucTamIN30BBIBAIOT U3 a6COMIOTHOrO ameToHa. 1. i 190-192°C. Haiigeno, %: Cl 10,45.
C21H2sNO(HCL. Bsruucieno, %: Cl 10,32

OOmas MeTozmka cuHTe3a 1-(m-3Tmndenmnt)-1-ankun-2-¢penmn-3-mopdonuno-nmponanonos II. K peaxrusy
I'punbsapa, npurotosrerHomy u3s 2,4 r (0,1 morxg) maruus, 0,11 mozg ankunramorenuza B 50 a1 abcomoTHOrO 3dupa
npukamnsrBaor 0,01 mozg (-pernn-(-mopdonnno-4-stunnponuodpenona (I) 8 30 azrabe. apupa. Cozmepxrimoe KOIObI
HarpeBaloT Ha BojgHOM Gane 12 w. OxIaXIAOT COZEpPXUMOe KOJIOBL M IPHUKANbIBAlOT MeameHHO 10 a7 BOZBL
CiuBatorT 3GUpHBII C10#, ocTaTok HmpoMbIBaloT sdupoM (2x20 szz). O6besuHeHHbIe 5(UpHBIE CIOH CYIIAT HAJ
6e3BomHbIM Kap6oHaToM HatpuA. Otronsior adup. [lorydyennsie coemunenus Il ¢ momomsio adupHOro pacTsopa
XJIOPUCTOTO BOZOPOJa epeBoAAT B rugpoxiopuzst [I1-XII

T'uppoxmopuzer  1-(m-srmndenmn)-1-ankun-2-bernn-3-moppommuonponarnonos  III-XII. K  asdupromy
PacTBOPy aMHUHOIPOIaHOMOB Il MemjleHHO NpPUKAIBIBAIOT S(UPHBIH PpacTBOp XIOpPHCTOro Bozopoza. Ocamox
OTGHUIBTPOBBIBAIOT, IEPEKPUCTATIIN30BBIBAIOT M3 aGCOMIOTHOrO aneToHa. PHU3NKO-XMMHUYECKHUEe XapaKTePUCTUKU U
naunsie IMP 'H cniextpoB mpusenens! B Tabi. 1,2.5

a

1-(w-EEPLSEUPL)-1-ULYPL-2-3GULPL-3-UURLUNLAMUTLALLECE
69 LIULS 2P NLLACPYLESD URLEER

U. Z. hUURULBUL

1-w-EppydEapipliughfEwnnih wilpbudbphjugdudp uunugyky E a-pkupy-f-unppnjpliu-4-
Ephpynnyhnpbiml: dEpohlu thnpuugnbgnipnul ke phkiny phlyuph wwppkp pEkulunhybbph hkn
uhlpbqywé b 1-(uy-Ephydlapy)-1-uyhy-2-pLapy-3- unppnpliuypnuyuling bkp:
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SINTHESISOF 1-(P-ETHYLPHENYL)-1-ALKYL-2-PHENYL-3-AMINAPROPANOLESAND THEIR
HYDROCHLORIDES

A.H.ISAKHANYAN

a-Phenyl-B-morpholino-4-ethylpropiophenon was prepared by aminomethylation of 1-(p-ethylphenyl)menzyl
ketone. 1-(p-Ethylphenyl)-1-alkyl-2-phenyl-3-morpholinopropanols were synthesized by interaction of above-mentioned
compounds with Grignard reagents.
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