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Ocymecrsien cunres3 1-(4’-sToxcudenn)-1-amkun(apin)-2-deHnn-3-IHPPONIUIMHOIPONAaH-1-0I0B ¥ UX THIPOXJIOPULOB
B3auMogelcTBueM 1-eHnn-2-mupponuAnHo-4 -3TOKCUIIPOHOPEHOHa C Pa3JIMYHBIMU peakTHBaMU ['puHbipa B Cpefe

abcosIoTHOTO Bdupa.

Bu6:. ccpuiok 5.

B macrosmee BpeMs O6OJBIIOE BHUMAaHHE Y[elISeTCS IIOMCKY HOBBIX OMOJIOTMYECKH AKTHBHBIX
COeVHEHUH B PsALy aMHUHOKETOHOB U IIPOLYKTOB MX BoccraHoBieHH:[1-5]. B mpomomxenme Hamrmx
KCCIeJOBAaHUM TI0 TIOMCKY HOBBIX (PM3MOJIOTUYECKU aKTHUBHBIX BEIECTB B HACTOSIIEI CTaThe OIMCHIBAETCS
cuHTe3 TUAPOXIOpuoB 1-(4’-aToKCcudenmn)- 1-ankun(apuin)-2-peHn-3-muppoaruguHOIPOIaH-1-0108B 3-
14. [Ina cuHTe3a mocC/iIeZHUX HEOOXOZUMBIM MCXOJHBIM BELECTBOM SABISeTCI 1-(eHn-2-MUppoTuAnHO-
4’-sToxcurponnodeHoH(2), MOMydeHHBIH peakijueil aMUHOMETUINPOBAaHUA 4 -5TOKCUpeHUIOeH3UIKe-
tona(l) ¢ mapadgopmaIbLEruAOM U IHUPPOIULHUHOM B Cpefie dTaHoIa. [[0Ka3aHO, YTO peakIys IIPOTEKAET C
BeicokuMu Bbrxozamu mpu pH 8-9 [2]. 1-@enun-2-nupponnguno-4’-srokcunponrodeHoH(2) ¢ pasaud-
HBIMK peakTuBaMu ['puHbApa mepeBefeH B cpefe 3¢upa B TPETHYHBIE aMHHOIIPOIAHOJBI, IIPELCTaB-
ngomue coboit MacimoobpasHele BemecTBa. C Iesblo M3ydeHUsA OMOJIOTMYECKUX CBOMCTB aMHHOIIPOIIA-
HOJIBI TIepeBeIeHbl B KPUCTA/INYeCKHe THIPOXIOPUALI 3-14.
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3. R=C|'L>,, 4, R= C2H5, 5. R=C3H7, 6. R=C:4Hg, 7. R=|'C4Hg, 8. R=|'05H11,
9. R=GH15; 10. R=GHj5; 11. R=GHs; 12. R=GH1; 13. R=CH,C¢Hs; 14. R=0-CHOGCH.,.

Haunste K- u AMP'H cmexkTpoB yKa3bIBalOT HAa TO, YTO HCXOZHBIM aMHHOKETOH IIPAKTHYECKH
IIOJIHOCTBIO TIpeBpalljaeTcss B TpeTHYHbIH amuHOocnupT. B MK-cmexTpax KoHeuHBIX IpomykToB 3-14
HabJII0jaeTCs 0JI0Ca MOTJIOMEHUA THAPOKCHIBbHOM rpymms! (veor=3510-3290 car'), 8 AMP'H cmekrpax
coemuHeHu# ordernuBo BuAHBI curHaael OH rpymmer B o6Gmactu  4,98-5,00 wm.z. Ywumcrora,
WHIUBUTyaJIbHOCTh U CTPOeHHEe CHHTEe3HPOBAHHBIX COeJMHEHMH yCTaHOBJIEHBI MeTOJaMU 3JIeMeHTHOTO
aHaIN3a, TOHKOCJIOWHOM xpomarorpaduu u AMP'H u UK-cmexrpos.

OKCIlepUMEeHTaIbHAA JaCTh

Crextpst SIMP 'H cuarsr Ha mpuGope “Mercury-300 Varian” c paboueit uwacroroit 300 M/ c
ucronszoBanreM DMSO-ds,(BuyTpennuit crangapr —TMC). WK-cmexTpsl coefuHeHMI CHATHI Ha
cuextpodoromerpe “UR-20” B BazenuHoBOM Macie. TeMIepaTypsl IUIABI€HHS OIpeesIUCh Ha
MHUKpOHarpeBaTeIbHOM cToNIuKe “Boetius”.

WHpuBuLyanpHOCTh COeAMHEHUI KOHTposnupoBanu Ha miaactunkax “Silufol UV-254" B cucreme
OyTaHOJI-3TaHOJI-yKCyCHas KucaoTa—Boza (8:2:1:3), mposBuTesIs — mapsI Hoza.

4’-Oroxcudenunnbensunkeron(l) momyuen mo meroxy [2], 1-¢peHmn-2-muppoaupuHO-4’-3TOKCH-
nponuodeHoH (2) — mo meroxy [3].

Tuppoxmopupsr 1-(4’-sroxcudennn)-1-ankun(apmr)-2-derun-3-muppoauauHonponaH-1-o108(3-14)
(o6mas meroguka). K pearenty I'punbsapa, npurotosnensomy us 2.4 r (0.1 mozg) maraus u 0.11 mosg an-
xun (apuin) ramorenuza B 50 ar abcomtorHoro adupa, npukansiBaioT 3.23 r (0.01 mozg) 1-dpennn-2-
nupponuanHo-4-sroxcunponuodenona(2) 8 30 sz abeomtoraoro adupa. ComepKumMoe KOOI HATPEBaOT
Ha BOZAAHOI GaHe 5 ¥, 3aTeM ITPH OXJIXKAE€HUU IpUKamnbiBaioT MeaaeHHo 10 a7 Bogsr. CiuBaoT sGUpHBIi
CJIOH, OCTaTOK IpoMBIBAIOT 3dupoM (2%20 az7). OObenuHeHHble B>GUpHBIE BBITSDKKM CYIIAT HAZ,
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6e3BomHBIM KapOoHaroM Harpus, OTroHsior sdup, moiydaior 1-(4-sToxcubenun)-l-anxun(apui)-2-
beHn-3-MTUPPOIUAMHOIPONAH-1-0I5I, KOTOpBIE IIPeACTaBIieT COOOI IyCThle Macjia. 3aTeM IIOCTIeSHUe
PaCTBOPAIOT B CyXOM 3upe U MeAJIeHHO IIPUKATIBIBAIOT 3PUPHBIH PaCTBOP XJIOPUCTOTO BOJLOPOAA, OCATOK
OT(IIBTPOBBIBAIOT, IIEPEKPUCTA/UIN3OBBIBAIOT U3 aOCOIIOTHOTO alleTOHA.

Tuppoxmopus  1-(4-sToxcudennn)-1-mernn-2-denmn-3-nmupponuaunonponan-1-oma(3).  Brexox
49%, t.11. 208-210°C. Rt 0.64. Haitzero, %: C 70.00; H 7.67; N 3.55; Cl-9.33. C22H20NO2*HCL. Bsruncieno,
%: C 70.30; H 7.98; N 3.72; CI- 9.45. UK-cnextp, v, car': 3300 (O-H). Cnextp AMP 'H (8, m.z., /77): 1.37 (T,
3H, J=6.9, CHsCH20); 1.56 (c, 3H, CHs); 1.90(m, 4H, N-CH2 CH2)2); 2.30 (M, 1H); 2.90 (v, 2H), 3.14 (v, 1H,
N-CHz2)2); 3.60 (v, 1H), 3.70 (M, 1H) u 4.00 (v, 1H, CHCH>); 3.96 (x, 2H, J=6.9, OCHz); 5.29 (u1, 1H, OH);
6.63 (v, 2H) 1 6.69 (M, 2H, CeH4); 6.94 (M, 2H) 1 7.13 (v, 3H, CeHs); 11.59 (ur, 1H, HCI).

Tuppoxmopup, 1-(4-sroxcudennn)-1-srun-2-berunn-3-nmuppoauguHonponas-1-oma(4). Berxon 52%,
r.1ut. 204-205°C. Rr 0.65. Haitmeno, %: C 70.56; H 8.11; N 3.23; CI-9.24. C»3H3:1NO2-HCl. Beruncieno, %: C
70.86; H 8.21; N 3.59; Cl- 9.11. K-cuextp, v, car': 3300 (O-H). Criextp AMP 'H (8, m.x., /7): 0.69 (T, 3H,
7.2.CHs); 1.38 (1, 3H.7.0.CHs); [1.83 (x, 1H.14.0, 7.2) u 1.91 (x, 1H, 14.0, 7.2.CHz2); 1.90 (u, 4H, 2CH>)];
[2.32 (ur, 1H) u 3.01 (umr, 3H.N-CH2)2]; [3.61 (uwr, 1H) u 3.74 (m, 1H, 8.0, CHCH?2)]; 3.97 (x, 2 H.7.0.0CH2);
4.00 (u, 1H.CH); 4.98 (ur, 1H.OH); [6.65 (z, 2H.8.9) u 6.91 (z, 2H.8.9.CéH4)]; [6.91 (1, 2H) u 7.13-7.17 (M,
3H.5Har)]; 11.45 (ur, 1H.HCI).

I'nppoxnopus  1-(4-sroxcudennn)-1-nponun-2-pennn-3-nmupponrugunonponan-1-oma(5). Bsixon
54%, 1.m1.158-160°C. Rt 0.65. Hatizeno, %: C 71.24; H 8.12; N 3.22; Cl-8.68. C2:4H33NO2-HCl. Beruucieno,
%: C 71.37; H 8.42; N 3.46; CI- 8.79. UK-cnextp, v, car': 3320(O-H). Cnextp AMP 'H ( §, m.z., /77): 0.83 (T,
3H, J=6.9, CHs); 0.90 (M, 1H) u 1.44 (v, 1H, CH), 1.38 (1, 3H, J=6.9, OCH2CH3); 1.79 (M, 2H, CHz), 1.91
(M, 4H, N-CH2CH2)2); 2.32 (m, 1H); 3.00 (m, 3H, N-CH2)2); 3.62 (m, 1H); 3.74 (m, 1H, N(CHz2)2); 3.97 (x, 2H,
J=6.9, OCH2); 4.00 (m, 1H, CH); 5.02 (w, 1H, OH); 6.64 (v, 2H) u 6.90 (M, 2H, CsH4); 6.90 (v, 2H) u
7.15(3H, CeHs); 11.43 (w, 1H, HCI).

Tuppoxmopup  1-(4-sTokcudenmn)-1-6yTun-2-pennn-3-nupponruauHonpomnan-1-oma(6). Brixoz
51%, T.m1.165-167°C. Rr 0.65. Haitgeno, %: C 71.24; H 8.55; N 3.28, CI- 8.58. C2sH3sNO2(HCI Bsraucieno,
%: C 71.85; H 8.62; N 3.35; Cl- 8.50. IK-cmextp, v, cir': 3360(O-H). Crextp AMP 'H ( 8, m.z., /77): 0.82 (r,
3H, J=7.2, CHs); [0.87 (v, 1H) u 1.13-1.34 (M, 3H, 2CH>)], 1.38 (1, 3H, J=7.0, CHs); 1.73-1.96 (M, 6H, CH>2),
[2.33 (m, 1H) u 2.87-3.13(m, 3H, N-CH2)2)]; 3.62 (m, 1H) u 3.74 (m, 1H); 3.74 (z.m., 1H, J=8.2, ]=2.9,
CH:CH>)}; 3.97 (x, 2H, ]J=7.0, OCH2); 4.00 (1, 1H, OH); 5.00 (m, 1H, OH); [6.65 (&, 2H, ]=8.9) u 6.90 (z,
2H, ]J=8.9, C¢Hs)]; [690 (wm, 2H) wu 7.13-7.17 (m, 3H, CeHs);11.42 (m, 1H, HCI).
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I'nppoxnopug 1-(4-sToxcudennn)-1-us3o-6yrun-2-pennn-3-nmuppomugunonponan-1-ona(7). Bsxon
50%, T.11.167-169°C. Rr 0.63. Haitmeno, %: C 71.74; H 8.55; N 3.28; Cl-8.41. CxsH3sNO2(HCI. Beraucieno,
%: C 71.85; H 8.62; N 3.35; Cl- 8.50. UK-cmektp, v, cir': 3320(30(O-H). Criextp AMP 'H (8, m.z., /7): 0.61
(m, 3H, J=6.6, CHs); 0.92 (zm, 3H, J=6.6, CHs3); 1.38 (t, 3H, J=7.0.CHs); 1.50 (M, 1H.CH); 1.79 (g, 2H, J=6.0,
CHa); 1.92 (ur, 4H, 2CH>); [2.35 (ur, 1H), 2.88-3.03 (w, 2H) u 3.17 (w, 1H, N-CH2)2]; [3.62 (ur, 1H) u 3.72
(ur, 1H, J=6.5, CHCH?2)]; 3.92 (1, 1H, CH); 3.97 (x, 2H, J=7.0, OCH2); 4.99 (1, 1H, OH); [6.64 (&, 2H, ]=8.9)
u 6.90 (7, 2H, J=8.9, CsH4)]; [6.88 (ur, 2H) 1 7.14-7.18 (M, 3H, CeHs)]; 11.32 (ur, 1H, HCI).

T'uppoxmopuy 1-(4’-srokcudenn)-1-uso-amun-2-beHun-3-nmuppoauguHonponaH-1-oma(8). Brixoz
53%, 1.m1.175-177°C. Rr 0.64. Hatimeno, %: C 72.10; H 8.78; N 3.22; Cl-8.40. C2H37NO2-HCl. Beruncieno,
%: C 72.30; H 8.80; N 3.24; CI- 8.22. K-cnexrp, v, cir': 3325(0-H). Cnextp AMP 'H ( 8, m.z., I1p): 0.71
(v, 1H) u 1.29 (M, 1H, CH>2), 0.78 (z, 3H, J=6.9, CHs); 0.84 (z, 3H, J=6.6, CHs), 1.39 (t, 3H, ]=7.0, CHs); 1.44
(M, 1H J=6.6, CH); 1.80 (M, 2H, CH2); 1.91 (m, 4H, N-CH2)2); 2.34 (M, 1H); 2.97 (x, 2H); 3.10 (M, 1H,
N-CH2)2); 3.61 (m, 1H) u 3.74 (m, 1H, NCH>2); 3.98 (x, 2H, J=7.0, OCH2); 4.00 (m, 1H, CHCH:N); 5.00 (u,
1H.OH); 6.65 (M, 2H) u 6.88 (v, 2H, CeHa); 6.89 (v, 2H) u 7.14-7.18 (m, 3H, CeHs); 11.43 (ur, 1H, HCI).

I'mppoxnopus  1-(4’-sroxcubennn)-1-rekcun-2-peHmn-3-nuppoauguHonponas-1-oma(9). Bsixon
59%, t.11. 168-170°C. Rr 0.67. Haitgeno, %: C 72.70; H 8.89; N 3.16; Cl-7.97. C27H39NO2-HCI. Beruncieno,
%: C 72.72; H 8.97; N 3.14; Cl- 7.96. IK-cuextp, v, car': 3360(0-H). Crextp AMP 'H (8, m.1., I1): 0.84 (T,
3H, J=6.8, CHzs); [0.84 (M, 1H) u 1.11-1.28 (v, 7H, 4CH?2)]; 1.38 (1, 3H , J=7.0, CH3); 1.80 (m, 2H, CH>); 1.91
(m, 4H, 2CH>); [2.33 (ur, 1H) u 3.01 (m, 3H, N-CH2)2]; [3.62 (1, 1H) u 3.73 (ur.z., 1H, J= 8.1, CHCH>)]; 3.98
(x, 2H, J=7.0, OCHz); 3.98 (u1, 1H .CH); 5.00 (u, 1H, OH); [6.65 (&, 2H, J=8.9) n 6.89 (&, 2H, J=8.9, CsH4)];
[6.90 (ur, 2H) 1 7.13-7.18 (M, 3H).CsHs]; 11.43 (ur, 1H, HCI).

Tuppoxmopup  1-(4-sToxcubenmn)-1-renrun-2-dennn-3-nupponruauHonponan-1-oma(10). Brxon
58%, T.w1. 177-178°C. Rr 0.67. Haiigeno, %: C 3.05; H 9.15; N 3.11; CI- 7.72. C2sHaNO2-HCI. Beruucieno,
%: C 73.12; H9.14; N 3.04; Cl- 7.72. UK-cnextp, v, car': 3365(0-H). Cnextp AMP 'H (8, m.1., I17): 0.85 (T,
3H , J=6.8.CH3); [0.85 (M, 1H) u 1.19 (M, 9H , 5CH2)]; 1.38 (1, 3H , ]=7.0, OCH2CHz3); 1.79 (M, 2H, CHy);
1.91 (M, 4H, N(CH2CHa2)2); [2.32 (M, 1H); 2.97 (M, 2H) u 3.07 (M, 1H, N-CH2)2]; [3.62 (m, 1H) u 3.73 (v, 1H,
NCH2)]; 3.98 (x, 2H, J=7.0, OCH2); 4.00 (M, 1H, CH); 4.97 (m, 1H, OH); [6.65 (M, 2H) u 6.89 (M, 2H,
CeH4)]; [6.89 (M, 2H) u 7.16 (m, 3H, CeHs]; 11.45 (ur, 1H .HCI).

I'mppoxnopus  1-(4’-sroxcudennn)-1-dennn-2-pennn-3-nupporusunonponan-1-oma(ll). Bsixon
51%, 1.m1.190-192°C. Rt 0.63. Hatizeno, %: C 73.10; H 7.29; N 3.21; Cl-8.11. C2H3:NO2-HCl. Beruucieno,
%: C 74.15; H7.31; N 3.20; Cl- 8.11. K-cnextp, v, car': 3340(0-H). Cuextp AMP 'H (8, m.1., I): 1.28 (T,
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3H, J=7.0, CHs); 1.84 (v, 4H, N-CH2CH2)2; 2.11 (m, 1H), 2.69 (M, 1H), 2.82 (M, 1H) u 3.43 (M, 1H, N-CHa)2);
3.54(2H, NCHy); 3.83 (x, 2H, J=7.0, CH2); 4.73 (z.z., 1H, J1=7.4, J.=4.8, NCHCH>); 5.65 (c, 1H, OH); 6.45
(M, 2H) u 6.97 (m, 2H, Ce¢H4); 7.05-7.15 (m, 3H), 7.22 (m, 1H), 7.33-7.41 (m, 4H) u 7.93 (m, 2H, 2CsHa);
12.34 (w, 1H, HCl);

Tuppoxmopup, 1-(4’-sToKcnudenn)-1-mukaorexcun-2-peHnn-3-mupporuauHonpomnan-1-oma(12).
Bsixog, 45%, T.11.152-155°C. R 0.62. Haiineno, %: C 73.00;H 8.42; N 3.10; Cl- 8.04. C2zH37NO2(HCL. Bsi-
yucneno, %: C 73.05; H 8.56; N 3.15; Cl 8.00. UK-cnexTp, v, car': 3290(O-H).Cnextp AMP 'H (8, m.z.,
I): 0.89-1.17 (m, 3H), 1.21-1.30 (m, 3H), 1.49-1.64 (M, 3H), 1.83 (v, 1H) u 2.20 (v, 1H, CeHu); 1.39 (1, 3H,
J=7.0, CHs); 1.91 (m, 4H, N-CH2CH2)2); 2.29 (M, 1H), 2.87-3.08 (M, 3H, N-CH2)2); 3.63 (v, 1H) u 3.93 (v,
1H, NCHz2); 4.14 (z.1., 1H, J:1=8.0, J.=2.3, CH); 4.64 (ur, 1H, OH); 6.65 (M, 2H) u 6.98 (M, 2H, CsH4); 6.90
(ur, 2H) u 7.18 (m, 3H, CeHs); 11.51 (ur, 1H, HCI).

T'uppoxnopup 1-(4-sTokcudenm)-1-6ensun-2-pennn-3-nmupponruguHonponan-1-oma(13). Beixoz
53%, T.11.244-246°C. Rr 0.65. Haiimeno, %: C 74.42; H 7.50; N 3.11; Cl-7.56. C2sH33sNO2(HCI. Beramcieno,
%: C 74.47; H 7.53; N 2.89; Cl- 7.86. IK-cuextp, v, car': 3375(0-H). Crexrp AMP 'H (8, m.x., /7): 1.36 (,

3H, J=7.0, CHs); 1.93 (m, 4H, N-CH2CH2)); 2.39 (m, 1H), 2.95 (w, 1H), 3.15 (a1, 2H, N-CH2)); 3.16 (z, 1H,
J=14.0) u 3.36 (m, 1H, J=14.0, CH2Ph); 3.63 (M, 1H) u 3.98 (m, 2H, CH2CH2N); 3.93 (x, 2H, J=7.0, OCH2);
5.29 (c, 1H, OH); 6.58 (1, 2H) u 6.93 (M, 2H, CsHa); 6.97-7.05 (m, 7H) u 7.16-7.20 (M, 3H, 2CsHs); 11.35
(ur, 1H, HCI);

I'mapoxmaopun 1-(4’-atokcudenna)-1-(2-merokcudernn)-2-peHna-3-nu pporUAUHONPO-
maH- 1-oma(14). Beixox 45%, 1.1m.225-227°C. Rr 0.68. Hatigeno, %: C 71.42; H 7.30; N 3.08; CI- 7.43.
C2sH33NOs(HCL. Beruncieno, %: C 71.87; H 7.27; N 2.99; CI- 7.59.

UK-cnextp, v, car': 3510(0-H). Cnextp AMP 'H ( §, m.z., /7): 1.28 (1, 3H, J=7.0, CH3); 1.86 (M, 4H,
N-CH2CH2)2); 2.11 (M, 1H), 2.66 (M, 1H), 2.91 (M, 1H) u 3.50 (M, 1H, N(CH2)2); 3.62 (¢, 3H, OCHs); 3.70-
3.87 (m, 4H, OCH2u NCH>2); 4.64 (m, 1H, J=9.3, CH); 5.29 (c, 1H, OH); 6.41 (m, 2H) u 6.78 (M, 2H, CcHa);
6.93 (m.x., 1H, J1=8.2, J>=1.3, CH); 7.05-7.12 (M, 3H, CsHs); 7.19 (t.x., 1H, J1=7.6, J2=1.1, Ham); 8.40 (z.1.,
1H, J1=7.6, Jo=1.1, Hary);12.40 (m, 1H, HC).

1-(4-EOLUPDEUPL)-1-ULUPL(UCPL)-2-PEUPL-3- 1P LLALRMMPLUNLCNNUL-1-OLECE
ZhNLLACPYUENE UPLEERL

U. z. PUUNULEUL, @. U. 64Nra38UL b 2. U. @ULNUSUL
1-dkuh-2-whppnihghtw-4-Epnpuhypnyhndbinup  wnwgyl] L Epopuhdbuhjpuqhiytnnp
wlhtwdbphjugdwdp wupwdnpduwnthhnny b whppnihnhtung kpwunih dhowduypnid: Swppbp
wihhy(uphpuqlibqhnudh  hungbGhyibph Bt thnhuqnlng  1-pbhy-2-whppnjhohtia-4-
tpnpuhwpnuwpnpttntp  dkp b wdk  1-(4-Epopuhpklpy)-1-uyhhy  (wphp-2-$Eihi-3-
whppnihnhiwypnuywi-1-oikph b uputig hhnpnpinphnutph:
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SYNTHESIS OF THE HYDROCHLORIDES OF 1-(4-ETHOXYPHENYL)-1-ALKYL(ARYL)-2-PHENYL-
3-PIRROLIDINOPROPAN-1-OLS

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

Scientific and Technological Centre of Organic
and Pharmaceutical Chemistry NAS RA
A. L. Mnjoyan Institute of Fine Organic Chemistry
Armenia, 0014, Yerevan, Azatutyan str., 26
E-mail: gyulgev@gmail.com

1-Phenyl-2-pyrrolidino-4’-ethoxypropiophenone has been synthesized by aminomethylation of 4’-
ethoxyphenylbenzylketones with paraformaldehyde and pyrrolidin. 1-(4’-Etoxyphenyl)-1-alkyl(aryl)-2-
phenyl-3-pyrrolidinopropan-1-ols were synthesized by interaction of 1-phenyl-2-pyrrolidino-4’-
ethoxypropiophenones with Grignard reagents.
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