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AmvuHOMeTnnMpOoBaHueM 1-(4-merokcubennn)-2-pennnasTaH-1-oHa mHUpponuAUHOM ¥ mapadop-
MaJIbIerHOM B OTaHOJIEe CHHTe3upoBaH 1-(4-meToxcuberu)-2-beHun- 3-nupponupus-1-mwimponan-1-
oH. BaaumogeiicTBIeM IOCTeIHETO C Pa3TUYHBIMU PeaKTUBaMM ' pUHBApA IOTyYeH PAZ, TPETUYHBIX aMU-
HOIIPONaHoNI0B — 1-(4-meroxcudenun)-1-ankun(apui)-2-beHua-3-nupponuauH-1-uinponan-1-o108, u

VX TUZPOXJIOPUAOB.
Bu6:. cepumox 12.

[Tupoxuit crieKTp GHUOIOTUYECKOTO e CTBYUS aMUHOKETOHOB U BBICOKAS aKTHB-
HOCTb UX IIPOM3BOJHBIX, B YACTHOCTH TPETUYHBIX AaMUHOCIIUPTOB, IIPOU3BOLHBIX LIVK-
nogona [1], MOCAyXMJIN OCHOBOH IJIf CO3JAQHUA HOBBIX COEIMHEHMI STOTO pAza.
Hacroamas pabora IpezAcTaBiseT HHTEpeC B ILIAHE BBIABIEHMA CBA3H MEXIY CTpOe-
HUEeM MOJIEKYJ U UX GMOJIOTHYeCKUM feficTBueM. biarozaps HaJIM4Yuio KapOOHMIIb-
HOIi TPYIIIIBI B aMUHOKETOHAX B MOJIEKYJIy BBeZeHBI pasHooOpasHsie papmakodopHbie
dbparMeHThI, TO3BOIAIONINE PACIIMPUTH BO3SMOXXHOCTD IIOMCKA HOBBIX d(b(eKTHBHBIX
COeAVHEHUH B 9TOM PALY.

Heob6xomuMbrii 5715 BbIUIeyKa3saHHOTO cuHTe3a 1-(4-MeTokcubenun)-2-benun-3-
IUPPOIUANH-1-minponan-1-ou(2)[2-5] momyueH peakuueil aMHHOMETUIHPOBAHUA
1-(4-meroxcudenun)-2-pennnstan-1-oxa (1) nupporugusom u napadopManbIeri-
IIOM B CpeZie 3TaHOJIA.

BsaumopeiictBueM 2 ¢ pasIUYHBIMH peareHTaMu [pHUHBApAa C KOJIUYECT-
BEHHBIMM BBIXOJAMM IIOJy4YeH HOBBIH PsAZ TPETHYHBIX aMuHOCHUPTOB 3-11,
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l'IPe,Z[CTaBJIiIIOU.I;I/IX CO60fI MaCJIOO6p33HLIe BelreCTBa. C IIeJIbIO I/IBY‘IGHI/IH 6I/IOJIOI‘I/I—
YeCKUX CBOMCTB aMI/IHOHPOHaHOJILI HePeBe,ﬂ;eHLI B KPI/ICTEUIJII/I‘-IECKI/IG I‘I/I,ZLPOXJIOPI/II[I:I
12-20 [4-12].
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3,12: R = C2Hs; 4,13: R = C3H7; 5,14: R = C4Hy; 6,15: R = 1s0-CsHo; 7,16: R = iso-CsHi;
8,17: R = C¢His; 9,18: R = CéHsCHz; 10,19: R = CsHi1; 11. 20: R = 2-CH30CsHa.

B MK-cnekTpax coepuuenunit 12-20 HaGr0fAIOTCSA II0JIOCHI ITOTJIOUIEHHN TH[-
poxcunsroi rpynmsl (C-OH) 3420-3300 carl, a B AMP'H crnexTpax OTYeTINBO BUA-
ub1 curHansl OH rpymms: 8 o6mactu 4.70-5.31 m.1.

OKCIlepUMeHTaJIbHasA YacTh

UK-cuextps: cuarst Ha cekTpomerpe * NICOLET AVATAR 330 FT-IR”, coexr-
pst AMP 'H — ma "Mercury VX-300” 8 IMCO+CFsCOOD, BHyTpeHHUl CTaHIApT —
TMC. Temneparyps! IIaBIeHHUSA IIOJTy4YeHHBIX BELIECTB ONpeleIaIuch Ha Ipubope
“Boetius”. VHAMBUIyaJIbHOCTH HOJIYyYE€HHBIX COEJIWHEHHUH MOATBEPKAAIUCH C IIO-
mompio TCX ma mmactuukax “Silufol-254” B cucTeme GyTaHOI—-3TAaHOI—YKCYyCHAs
kucnota—Boga (8:2:1:3) (mposBUTeNns — TMapshI 07a), a TaKXKe JaHHBIMU SJIeMEHTHOTO
aHajIM3a.

1-(4-Meroxcudennn)-2-pennnsran-1-ou (1) u 1-(4-meroxcudennn)-2-penn-
3-nupponugun-1-uwinponan-1-oH (2) moxydeHs! Mo MeToxy [2-5].

1-(4-Metoxcudenm)-1-anxun(apun)-2-penun-3-muppoausus-1-umpomnas-1-
omer (3-11) u rugpoxnopugsr (12-20). O6mas Meroguka cuHTe3a. K peakTusy
I'punbapa, mpuroroBnenHomy u3 1 r (0.04 mozg) MeTasnMuecKOro MarHuA Hu
0.044-0.06 moszg anxun(apun)ranorenuza B 30 amr abc. adupa, HoGaBIAOT IO
kamwiaM 0.004 mozg amusokeroHa 2 B 20 mr abe. adupa. ComepkuMmoe KOIGBI
HarpeBaloT B TeueHHe 6 ¥, OXJIAXJAIOT U MeJJIEHHO [00aBIAT II0 KaIUIIM
XONOZHYIO BOAY. OQUPHBI CJIOH CIMBAIOT, OCTATOK JBAXBl IIPOMBIBAIOT
apupom (2(20 »zm). O6vemuHeHHBle 5(UPHBIE SKCTPAKTHl CyIIAT HAZ, 6e3BOJ-
HbIM KapOoHatom Harpua. Ilocie orronku bsdupa momxydaior 1-(4-MeTokcu-
denwnn)-1-ankun(apwn)-2-denwn-3-muppoanguH- 1-unmnpomnan-1-ost (3-11),
ImpefcTaBIAlomue co6oil ryctsile Maciaa. K odupHOMY pacTBOpy aMUHOIIPO-
maHonoB 3-11  MepmeHHO [06aBiAAIOT IO KamaAM SGUPHBIH PacTBOP XJIO-
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pucroro Bozopoza. Ocafok OT(UIBTPOBBIBAIOT, IEPEKPUCTANIH30BBIBAIOT U3 alcC.
aneroHa. [Tomyuaror ruppoxmopuzsr 12-20.
1-(4-Metoxcudenmn)-1-stun-2-pennn-3-nupponugus-1-winponan-1-on  rug-
poxuopuz, (12). Berxom 68%, T. ma. 198-199°C. Rr 065. MIK-cnextp,v, cmr’: 3300 (C-
OH). Cnextp AMP'H, (, m.z., /7 0.69 (T, 3H, ] = 7.2, CHz3); 1.38 (1, 3H, ] = 7.0, CHz3);
[1.83 (x, 1H, J1=14.0, J2=7.2) u 1.91(x, 1H, CH, Ji = 14.0, J2=7.2) CH2]; 1.90 [(um, 4H,
2CH2)]; [2.32 (w, 1H) u 3.01 (uw, 3H, N(CH2)2]; [3.61 (w, 1H) u 3.74 (u, 1H, ] = 8.0,
CH CH2]; 4.00(wz, 1H, CH); 4.98(w, 1H, OH); [6.65 (z, 2H, ] =8.9) 1 691 (m, 2H, ] =
8.9) CeH4]; [6.91 (ur, 2H) u 7.13-7.17 (m, 3H, 5Ar)]; 11.45 (ur, 1H, HCI). Haigeno, %:
C70.00; H 7.67; N 3.55; Cl- 9.33. C22H29NO2* HCI. Breruucneno, %: C 70.30; H 7.98; N
3.72; Cl- 9.45.
1-(4-Metoxcudenmn)-1-nmponun-2-peHun-3-nuppoauguH-1-uimponas-1-ox
rugpoxnopug (13). Beixom 59%, T. mn. 154-155°C, Re 064, K-cnextp,v, cu’: 3310
(O-H). Cunextp AMPH, (, m.z., /1 0.83 (v, 3H, CHs); 0.89 (m, 1H) u 1.40 (v, 1H,
CHy); 1.70-1.90 (v, 2H, CH2); 1.90 [m, 4H, N(CH2 CH2)2]; 2.32 (ur, 1H); 3.00 (u, 3H,
N(CH2)2); 3.62 (w, 1H) u 3.75 (w, 1H, CH2); 3.98 (ym, z, 1H, CH, J = 12.7); 5.05(xu,
1H, OH); 6.67[(u1, 2H, J = 9.0) u 6.89 (M, 2H) CsHa4]; 6.89 [(m, 2H) u 7.15 (M, 3H)
CeHs]; 11.41 (w, 1H, HCI). Haiizeno, %: C70.56; H 8.11; N 3.23; Cl- 9.24. C2sH31NO2*
HCI. Beruucneno, %: C70.86; H 8.21; N 3.59; CI- 9.11.
1-(4-Metoxcudenmn)-1-6yTun-2-pennn-3-nupponrugus-1-winponan-1-ox
rugpoxnopug (14). Beixom 61%, T. mn. 164-165°C, Re 065, MK-cnexrp,v, cu’: 3320
(O-H). Cunextp AMPH, (, m.z., /1 0.83 (v, 3H, CHs); 0.89 (v, 1H) u 1.40 (v, 1H,
CHy); 1.70-1.90 (m, 2H, CH2); 1.90 [m, 4H, N(CH2 CH2)2]; 2.32 (v, 1H); 3.00 (m, 3H,
N(CH2)2); 3.62 (v, 1H); 3.75 (m, 1H, N(CH2)2); 3.97 (ym, #, 1H, J = 12.7 CH); 5.05(u,
1H, OH); 6.67[(z, 2H) u 6.89 — 6.95 (M, 4H) CsH4]; 6.89 (M, 2H, CeéHa4); 6.95[(m, 2H) u
7.13-7.18(m, 3H) CeHs]; 11.41 (w, 1H, HCI). Haiizeno, %: C71.24; H 8.12; N 3.22; CI-
8.68. C24H33NO2* HCI. Beruucaeno, %: C71.37; H 8.42; N 3.46; Cl- 8.79.
1-(4-Metoxcudennn)-1-u3o-6yTun-2-dpennn-3-nupponrugun- 1-winponan-1-on
rugpoxnopug, (15). Beixox 56%, T. mn. 166-167°C, R 063, K-cnexrp,v, cu’: 3320
(O-H). Cmexrp AMPH, (, m.x., /: 0.61 (z, 3H, , ] = 6.6, CHs); 0.92 (zm, 3H, ] = 6.6,
CHy); 1.38 (1, 3H, ] = 7.0, CHz3); 1.50 (m, 1H, CH); 1.79 (z, 2H, J = 6.0, CH2); 1.92 (u,
4H, 2CHz2); [2.35 (1, 1H); 2.88-3.03 (1, 2H) u 3.17 (ur, 1H, N(CH2)2]; [3.62 (1, 1H) u
3.72 (w, 1H, ] = 6.5) CH CHz]; 3.92 (m, 1H, CH); 4.99 (u1, 1H, OH); [6.64 (7, 2H, ] =
8.9) u 6.90 (z, 2H, ] = 8.9) CeHa]; [6.88 (ur, 2H) u 7.14-7.18(m, 3H, CeHs); 11.32 (u,
1H, HCI). Haiizeno, %: C71.22; H 8.10; N 3.20; CI- 8.65. C2:H33sNO2* HCl. Boruucie-
Ho, %: C71.37; H 8.42; N 3.46; Cl 8.79.
1-(4-Metoxcudenm)-1-u3zo-amun-2-perun-3-nupponrugun- 1-winponan-1-ox
rugpoxnopug (16). Beixom 58%, 1. ma. 178-179°C, Re 064, MK-cmextp,v, cm’
3320-3330 (O-H). Cmextp AMP'H, (, m.z., /zz 071 (m, 1H); u 1.29 (m, 1H,
CH2); 0.78(zm, 3H, J = 6.9, CHs); 0.84 (m, 3H, ] = 6.6, CHs); 1.39 (1, 3H, ] =
7.0, CHs); 144 (m, 1H, J] = 6.6, CH); 1.80 (M, 2H, CH2); 191 (m, 4H,
N(CH2)2; 2.34 [(m, 1H); 297 (x,2H); 3.10 (m, 1H) N(CH2)2;; 3.61 [(m, 1H)wu
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3.74 (m,1H) NCH2]; 4.00 (v, 1H, CH CH:N); 5.00 (umr, 1H, OH); 6.65[(t, 2H) u 6.88 (T,
2H) CeHa]; 6.89 [(1, 2H) u 7.14-7.18 (m, 3H)CesHs]; 11.43 (m, 1H, HCI). Haitgeno, %:
C71.72; H 8.51; N 3.26; CI- 8.40. C2sH3sNO2* HCI. Breruucneno, %: C71.85; H 8.62; N
3.35; Cl- 8.50.
1-(4-Metoxcudenm)-1-rexcun-2-¢pennn-3-nupponmuaun-1-uimponan-1-ox
rugpoxaopug, (17). Beixom 59%, T. mn. 170-171°C, Re 063, MK-cnextp,v, cu’: 3330
(O-H). Cmextp AMP'H, (, m.z., /7 0.84 (1, 3H, ] = 6.8, CH3); [0.84 (M, 1H) u 1.11-
1.28(m, 7H) 4CH:2 ]; 1.38(t, 3H, J = 7.0, CHs); 1.80(m, 2H, CHa); 1.91(m, 4H, 2CHy);
[2.33(w, 1H) u 3.01 (w, 3H) N(CH2)2]; [3.62(w, 1H) u 3.73(w.z., 1H, J = 8.1,)
CHCH?)]; 3.98 (w1, 1H, CH); 5.00(ur, 1H, OH); [6.65 (z, 2H,] =8.9) 1 6.89 (z, 2H, ] =
8.9)CeH4, 1; [6.90 (1, 2H) u 7.13-7.18(m, 3H) CeHs]; 11.43(u, 1H, HCI). Haitmero, %:
C 72.19; H 8.67; N 3.22; CI- 8.20. C26H37NO2* HCl. Beruucneno, %: C 72.30; H 8.80; N
3.24; Cl 8.22.
1-(4-Metoxcudenm)-1-6ensun-2-denmn-3-mupponruaun-1-uimponan-1-ox
rugpoxnopug (18). Beixom 60%, T. mn. 246-248°C, Rr 065, K-cnextp,v, cu’: 3380
(O-H). Cuexrp AMPH, (, m.5., /1 1.36 (1, 3H, J = 7.0, CHs); 1.93[(m, 4H, N(CH2
CH2py 2.39(m, 1H), 2.95(m, 1H), 3.15[ (M, 2H N(CH2)2)]; 3.16[(m, 1H, J = 14.0) u
3.36(z, 1H, J = 14.0) CH2Cs Hs); 3.63(m, 1H) u 3.98 (m, 2H, CH CH2 N); 5.29(u, 1H,
OH); 6.58[(w, 2H) u 6.93(m, 2H) CesHa]; 6.97- 7.05[(m, 7H) u 7.16-7,20(m, 3H) 2Ce
Hs)]; 11.35(w, 1H, HCl). Haiigeno, %: C 74.03; H 7.42; N 3.13; Cl- 8.24. C»H31NO2*
HCI. Bsruucneno, %: C 74.10; H 7.31; N 3.20; CI- 8.11.
1-(4-Metoxcudenm)-1-nuxaorekcun-2-¢heHmI-3-TMppoIruAHH-1 -Hiponan-
1-on rugpoxmopug, (19). Bexom 59%, T. mia. 155-156°C, Re 062, UK-cnextp,v, cm™:
3290 (O-H). Cuextp AMP'H, (, m.z., /71 0.88-1.17 (M, 3H), 1.21-1.30 (M, 3H), 1.49-
1.64(m, 3H), 1.83[(m, 1H) u 2.20 (1, 1H) CsHu]; 1.39 (1, 3H, ] = 7.0, CHs); 1.91 (v, 4H,
N(CH: CH2)% 2.29 (m, 1H), 2.87-3.08 (t, 3H, N(CH2)2); 3.63 (r, 1H) u 3.93(t, 1H,
NCH2); 3.76 (c,3H, OCHs); 4.13[(z.5, 1H, J1 = 8.0, J2 = 2.3) CH], 4.70 (w, 1H, OH);
6.68 (M, 2H) u 6.78(t, 2H, CeH4); 6.90 (u, 2H) u 7.18(t, 3H, CeHs); 11.51 (umr, 1H,
HCI). Haiigeno, %: C 72.52; H 8.36; N 3.22; Cl- 8.34. C2sH3sNO2* HCL. Beruucieno,
%: C 72.64; H 8.38; N 3.25; Cl- 8.26.
1-(4-Meroxcudenmn)-1-(2-meToxcudenmn)-2-peHmwi-3-mUppoaruguH-1-uinpo-
naH-1-ox rugpoxnopug, (20). Beixoz 51%, T. mwn. 223-225°C, R:061, K-criextp,v, cmr
% 3550 (O-H). Comextp AMP 'H, (, m.x., 21 1.28 (1, 3H, ] = 7.0, CHz3), 1.86 (m, 4H,
N(CH2 CH2y); 2.11[(m, 1H), 2.66 (M, 1H); 2.91(m, 1H) 1 3.50 (m, 1H) N(CHz)2]; 3.62 (c,
3H, OCHzs); 3.58-3.78 (M, 2H, NCH2); 4.66 (z, 1H, J = 9.3, CH); 5.31(c, 1H, OH);
6.41[(m, 2H) u 6.78 (M, 2H) CsHa); 6.93 (z.zx, 1H, J1 = 8.2, ]2 = 1.3, CH); 7.05-7.12 (m,
3H, CeHls); 7.19 (., 1H, Ji = 7.6, J2 = 1.1, Ha); 8.40 (z.m,1H, Ji = 7.6, J2 = 1.1, Ha));
12.40 (w, 1H, HC). Ha#izeno, %: C71.38; H 7.11; N 3.13; Cl- 7.75. C7H:1NOs* HCL.
Bsruucieno, %: C71.44; H 7.05; N 3.08; Cl- 7.82.
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1-(4-UGEOLUPSGUPL)-1-ULYPL(UPL)-2-HGLPL-3-NPMCOLRIRL-1-PLACNNUL-1- ALECP
ZPICNLLACPYLESP UBLEEL

U. 2. PUURULBUL, @. U. 26403280 b 2. U. @ULAUSUL

1-(4-Ukpopuhbh))-2-pkth-3-whppohght-1-hypnyui-1nip - wnwgdly £ 1-(4-
Ukpopuhdkithy)-2-bkuh kpw-1-ntth wlhtwdkphjugdwip whppnihnhting b wwpwbnpduwnkhhnnd
Epwnih dhpwuypnid: Swppkp wyyhi(wph))dwuqiukqhnidh hwyngkuhnubph htn thnhwqnkng 1-(4-
Wbpopuhhishy)-2-$hishy-3-whppnihyht-1-hrypnupub-1-ntp b & wlly 1-(4-Ukpopuhdbihy)-1-
wlhy(wphy)-2-$kuhy-3-yhppnihrhu-1-hiypnywb-1-nkph b ipwig hhypopnphyubnh:

SYNTHESISOF HYDROCHL ORIDES OF 1-(4-METHOXYPHENYL)-1-
ALKYL(ARYL)-2-PHENYL-3-PYRROLIDIN-1-YL-PROPAN-1-OLS

A.H.ISAKHANYAN? G. A. GEVORGYAN! and H. A. PANOSY AN?

" The Scientific and Technological Centre of Organic
and Pharmaceutical Chemistry NAS RA
A. L. Mnjoyan Institute of Fine Organic Chemistry
26,Azatutyan Str., Yerevan, 0014, Armenia
E-mail: gyulgev@gmail.com
*Molecule structure research center
26, Azatutyan Str., Yerevan, 0014, Armenia

1-(4-Methoxyphenyl)-2-phenyl-3-pyrrolidin-1-yl-propan-1-on was synthesized by
aminomethylation of 1-(4-methoxyphenyl)-2-phenylethan-1-one with pyrrolidine and
paraformaldehyde in ethanol. 1-(4-methoxyphenyl)-1-alkyl(aryl)-2-phenyl-3-pyrrolidin-
1-yl-propan-1-ols and hydrochlorides were synthesized by interaction of 1-(4-methoxy-
phenyl)-2-phenyl-3-pyrrolidin-1-yl-propan-1-one with some Grignard reagents, that can
be regarded as trihydroxyphenidyl anal ogs.
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