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CHUHTE3 U UCCJIEJIOBAHUE I'MIPOXJIOPHJIOB
1-(n-TAJIOTEHO®EHWT)-1-AJIKVJI(APYIT)-
3-MOP®OJIMHOIIPOIIAH-1-OJIOB

H. K. TACITAPAH, I'. A.TEBOPT'SIH, A. Y. UICAXAHAH u T. A. TAHOCAH

WuctutyT ToHKOI opranuydeckoit xumun HAH Pecriy6inku Apmenus, Epesan

enTp nccnemosanus crpoerus monexyn HAH Pecrry6muku Apmenus, Epesan

IMocrymuno 10 XII 2001

BzaumopetictBuem P-mopdonnHo-4-(ramoreHodeHI)IpOIHOPEHOHOB C PpeakTUBAMH I puHbpa

MOJTyYeH GOJIBIION PAJ, TPETHYHBIX aMUHOCIIMPTOB — IIPOU3BOJHBIX ITKIIOZ0IA.

Tab6i1. 4, 6u6I. CCHUIOK 3.

WzsectHO, 4TO Ha OMONOTMYECKYIO AKTHBHOCTh CYyIeCTBeHHOE BJIMIHHE
OKa3BIBAET JaXke He3HAUMTEIBHOE U3MEHeHHMe CTPYKTypsl Mosekynsr [I]. B
IpOZO/DKEHHe HAlIUX HCCIefOBaHUN B 00JacTH "CTPYKTypa-aKTUBHOCTBR' B PALY
aMUHOKETOHOB M COOTBETCTBYIONIMX aMHUHOCIIMPTOB MBI IIPOBEJIU CHHTE3 GOJIBIIOrO
pama TpermuHblx amuHOcmuproB III-XXXV - mpom3BogHBIX IMKJIOZOIA,
TIpeACTaBIIAIONUIETO o601t TUIPOXJIOPHUT, 1-dennn-1-uukrorexcun-3-
nunepupuHonponanona-1 [2]. Ilukigomon oxassiBaeT CHUJIBHOE I[eHTpajbHOE U
nepudepuueckoe XOIMHOIUTHYECKoe geiictBue. OmHAaKO OH oOJajaeT Takxe
MOGOYHBIMHU ABIeHUAMH. [lo3TOMy co3zaHMe H3OMpaTeNbHO AEHUCTBYIOMMX IIpe-
IapaToB ABJIAETCHA aKTyanbHBIM. Mcxomsa u3 aToro BammogelcTBreM P-MopdoInHO-
4-ranoreHonponro(eHOHOB C peakTHBaMu [PUHBAPA, IOTyIeHHBIMU U3 PasJIMIHBIX
apuiI- ¥ QJIKWITaJOTeHHUI0B, HAMU ITOJIyYeHbl Y-aMUHOCIIUPTHI o61eit popmyst (II):
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HI-XXXV
A. Hal=F; III: R = C2Hs; IV: R = C3H7; XI: R= C7His; B. Hal=Cl; XXV: R = CsH5CH2; XXX: R =-
CH2CO0C2Hs; XXXI: R = CeHi; XXXII: R = CH30CsHg; C. Hal = F,CI, Br; V,XVILXXXIII:
R=u30-C3H7; VLXVIILXXXIV: R=CsHo; VILXIX: R=n30-CsHo; VIIL,XX: R=rper-CsHo; XXI:
R=CsHi1; IX,XXII: R=m30-CsHi; X, XXIII: R=CeHiz; XILXXIV,XXXV: R= CesHs; XIILXXVI:
R=0-toanm; XIV,XXVIIL: R=m-toanx; XV, XXVIIIL: R=n-toxnr; XVIL,XXIX: R=aman.

Heob6xomumsble mns cunTtesa amMuHonponanosuos I f-amunoxerons: | moryyuerst
peaxiireil aMUHOMETIIMPOBAHUS - B3aUMO/€HCTBIEM 3aMeIIeHHBIX areTO()eHOHOB C
mapadopmMoM U rugpoxiopuzoM MopdonmHa B cpeme srtaHonma [3]. Yacts
amuHOCcnupToB I mpezcraBifioT co6oii Genble KPUCTAIINYECKHE BEIIECTBA, APyras
4acTh - I'ycTble Macia. KoHeuHble IPOLYKTHI - TUAPOXJIOpUABI aMuHOcmupros III-
XXXV npezcTaBiaioT coboii Geble KpUCTaUIMYeCKUe BeIeCTBa.

CTpoeHue IOTy4YeHHBIX BeleCTB IIOATBEPKAEHO MEeTOAOM crieKrpockonuu IMP
'H u 8C (1abn. 1). [lnsg oTHecenus curHajiaos ucmonb3oBausl metoxsr COSY, HMQC,
JEPT, a taxxe cmexrpsr IMP 13C, mosydennsie B pexxuMe HEIIOIABIEHUS CIIUH-
CIIMHOBOTO B3amMoOZeiicTBusA ¢ mporoHamMu. O OHOIOTHMYECKOH aKTUBHOCTH
CHHTE3UPOBAHHBIX COeUHEHUI Oy 1eT COOOILIEHO OTHEIBHO.

OKCIIepUMeHTaIbHAA JacTh

WK cnextpsr cHATH Ha crektpoMeTpe «UR-20» B ToHKOM citoe, criekTpsl SIMP -
Ha «Varian Mercury-300», mpezcrasierHoM B pamkax mporpammsr US CRDF RESC
17-S, IMCO-ds, mpu temmepaType 303 K. Pesomanchas uwacrora Ha sfpe aroma
yriaepoga 75, 46 My VHAWBUILYalbHOCTh COeZWHEHHII KOHTPOJUPOBAIU Ha
mwractuaKax «UV-254» B cucteme areron-rexkcas (3:5).
B-Mopdonuno-4-¢Top(x10p)nponnodeHOHH! MOXydeHs! 10 [3].
1-(m-Xropgpernni)-1-(o-meroxcrpern)-3-mopgornronponaror-I (XXXII). K
SQHPHOMY pacTBOPY 0-METOKCH@eHHIMarHHHOpoMuza, moayyeHHomy u3 2,4t (0, 1
mois) marsnag # 20,6 T (0,11 Mmo1s1) o-MeToOKCH@eHHIOpOME A,
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Cuextpst AMP 3C
coeguaenui(IV, XLXIV,XVILXVIILXIX, XX, XXILXXIILXXIV, XXV, XX VIIL XXXII)

Tabuauna 1

Coenu-
HeHHue

CcC—1

Cc—-2

C-3

C—4

Cc-=5

C—6

C—7

Cc-—8

c—-9

R

v

62,82

50,92

52,69

34,66

73,76

140,99
2,9Hz

126,88
7,6Hz

113,97
20,9Hz

160,59
244,1Hz

45,79(10);15,90(11);13,91(12)

XI

62,82

50,9

52,66

34,75

73,73

140,95
2,8Hz

126,86
7,6Hz

113,98
20,8Hz

160,58
243,8Hz

43,53(10);31,16:29,24;28,58;
22,56; 21,94(11,12,13,14,15)
13,59(16)

XVI

62,82

50,95
50,75

52,51

33,78

73,54

140,65
3,1Hz

127,04
7,8Hz

114,06
20,8Hz

160,57
240,0

48,04(10);133,22(11);
117,29(12)

XIvV

62,93

53,04

51,01

33,88

74,91

142,84
3,0Hz

127,30
7,6Hz

114,06
20,7Hz

160,69

146,54(10); 36,60(12);
122,43, 125,95, 126,74,
127,42(11,13,14,15);
21,10(16)

XVIII

62,80

50,95
50,81

52,59

34,62

73,75

143,93

126,87

127,37

130,98

43,15(10); 24,76(11);
22,30(12);13,61(13)

XIX

62,81

50,96
50,86

52,51

35,79

74,19

143,85

126,97

127,37

130,97

51,68(10); 23,17 (11); 24,09
u 23192 (121 3)

XXII

62180

50196
50179

5217

34175

73174

143188

126187

127140

130198

4121(10); 31d6(11);
27168(12); 2240 u 22180
(131 4)

XXV

62182

51108
50171

52167

331%3

74188

143193

1261#8

127128

131140

47170(10);13616(11); 12715
130127 (124 3):125187(14)

XXIV

62185

50198
50193

52192

33164

7491

14510

12749

127146

131182

14618(10); 12580 u 127154
(116 12); 12699(13)

XXXII

62184

5318

54185

3119

74128

1451899

127146

126185

131106

50192 (16); 155M6(15);
1111841119961 126163
128120 (11— 14)

XXVIII

62186

50199

52197

33165

74182

145174

1271481

127142

131124

145i74(10);
1351 9(13);125:28
u 128121(1112)

XXIII

62182

5010

5211

34166

73179

143194

126189

127140

131190

43i5(10); 13161(15);
314 412894122162 1
2195(1 11 21 31 4)

XXI

62182

50186

5211

3415

73W7

143194

126189

12740

131190

4387(10); 22 21 u
21190(121 3);
318(11); 13161(14)
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Tabarna 2

Bsixoas! u maHHEBIE djIeMeHTHOro aHaausa coeguHenuii (III-XVI)

Coenu- Bei- Haitneno, % Bpytro- Brruucieno, %
R T. n.,°C
HeHHue xox,% C H N Cl dopmyta C H N Cl
111 CoHj 92,2 188— [59,06|7,32(4,45[12,00 | C;5sH,3FCINO,|59,31|7,58|4,61|11,70
190
v C3H7 56,3 225— |60,13|7,56(4,21|11,30|C1H,5FCINO, | 60,47 |7,87|4,41|11,18
227
AV nz0-CsHy 53,1 184— 160,43 |7,65(4,38|11,20|CcHo5FCINO, | 60,47 |7,87|4,41|11,18
186
VI CsHo 90,3 212— 161,63|8,31|4,05(10,60|C7HzFCINO, 61,54 (8,14 |4,22|10,71
215
VII n30-CaHo 60,5 225— 161,48(8,10(4,31[10,85|C;3HzFCINO,|61,54|8,14|4,22|10,71
227
VIII tper-CaHo 42,3 |T'urpock. |61185|81®R3 |4 5| 1063 | C17Ho7FCINO, | 61154 | 81 4 | 4122 | 10171
IX u30-CsHi 531 242 — 622|824 |41 0| 101 8 | C1gHygFCINO, | 62162 | 810 | 4105 | 10127
245
X CeHi3 6818 178— |63160 |8H3 |41 0| 1080 | C;gH3;FCINO, | 6312 | 8151 | 3190 | 9187
181
XI C;Hy5 691¥ 206 — 64180 |81#8 | 3r#2| 93 | CooH33FCINO, | 64125 | 8183 | 35| 9160
208
XI1I CeHs FA 238 — |64170 |6m2 |41 0| 10U 5 | CgHo3FCINO, | 64186 | 6164 | 3198 | 101 0
240
XIII 0-CH3CsHa 33% 183— 6583 |61#5 |483 | 10100 | CooHysFCINO, | 65166 | 6184 | 3183 | 917 1
185
X1V M-CHsCeHa 7610 215— 6583|682 |3¥2 | 983 | CyoHosFCINO, | 6586 | 6184 | 3183 | 917 1
217
XV m-CHsCeH4 7415 216 — |65u5 |60 | 380 | 1015 | CooHosFCINO, | 6586 | 6184 | 3183 | 917 1
219
XVl |CH,=CHCH,| 82 210— | 60w#6 | 7125|4182 | 11180 | C1gH3FCINO, | 60185 | 7180 | 414 | 11125
212
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Tabarma 3

Bsxops: u maHHEBIE 3JIEMEHTHOrO aHaau3a coegunenuii (XVII -XXXII)

Coenu R Ber- | T.mo., Haiimeno, % BpyTtro- Brraucieno, %
HeHHe x0x,% °C C H| N Cl dbopmyma C H | N Cl
XVII | ps0-CsH7 | 56,9 57,43 |7,4814,00|10,38| C1gH,5C1o)NO, | 57,48 | 7,48 | 4,20| 10,63
XVIII C4Ho 74,5 | 228— |58,15/8,00|4,10|10,31 | C17H»7Cl,NO, | 58,62|7,76|4,02|10,20
230
XIX | ps0-CeHo | S1,7 | 239— |58,43|7,82|4,13|10,33 | C17H97Cl,NO, | 58,62|7,76|4,02|10,20
241
XX | Tper-CsHo | 353 | 179— [58,65|7,63|4,24|10,43| C17H3CI,NO, 58,62|7,76|4,02]10,20
181
XXI CsHu 63,6 | 214— |59,33|8,14|3,68|10,00 | C1gH»9Cl,NO, [59,67|8,01|3,87| 9,81
216
XXII | u30-CsHii | 96,5 | 245— |59,48|7,89(3,66| 9,76 | C1gH29CloNO, | 59,67 (8,01 |3,87| 9,81
248
XXIII CsH1s 70,4 | 214— |60,46|8,28|3,63| 9,60 | C1gH3Cl,NO, |60,64|8,24|3,72| 9,44
216
XXIV CsHs 94,6 | 222— |62,00(6,36|3,73| 9,48 | C1gH3CI,NO, [61,96|6,25|3,80| 9,65
224
XXV | CeHsCH2 | 95,1 | 246— |62,68|6,34|3,83| 9,45 | CyoHy5C1,NO, [62,83(6,54|3,68| 9,30
247
XXVI | o-CH3CsH4 | 45,2 | 174— |63,00|6,47|3,45| 9,63 | CyoH,5C1oNO, 62,83 (6,54 |3,66| 9,30
177
XXVII | q-CH3CsHs | 653 | 207— [62,53|6,67|3,65| 9,38 | CooHy5C1,NO, (62,83 (6,54 (3,66 | 9,30
210
XXVII| p-CHsCsHs | 63,2 | 234— 163,0016,37|3,73| 9,44 | CoH5C1,NO,|62,8316,54 3,66 | 9,30
I 235
XXIX |CH,=CH| 78,8 | 226— |57,66|6,78|4,36|10,66|C15H3C1,NO, |57,83|6,93|4,22| 10,70
CH, 227
XXX |CHy;=CO| 328 |rurpock. |53,67|6,78|3,74| 9,27 | C17Hy;C1,NO,4 |53,8216,86|3,70| 9,37
OC,H;5
XXXI| CgHyy 56,6 | 266— |60,87|7,63|3,46| 9,62 | C1gHy9Cl,NO, 60,96 |7,75|3,74| 9,49
268
XXXII o— 55,3 | 218— |60,27]6,35|3,48| 9,15 | CyoH,5C1,NO3(60,30(6,28|3,52| 8,92
CH30Cs 220
Hy
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Tabuwma 4
Bsxops! u faHHbBIE 3JIeMEHTHOrO aHaau3a coegunenuit (XXXIII-XXXV)IV)

Coenu- Haiigeno, % Brruucneno, %
R |Bsxon,% | T.mmn.,°C Bpyrro-dopmyia
feHue C H| N | C H| N |d
XXX |07 | 62,50 | 2297 150,33]6,44]3,72(9,26 | C1H,sBrCINO, | 50,73( 6,60 3,70 [ 9,38
C3H5 262
XXXIV|C4Hg| 66,50 | 218— |52,16|6,74|3,46(9,14|C7Ho7BrCINO,|52,00(6,90|3,57|9,04
221
XXXV |CgHs| 57.56 | 207— |55,73|5,74|3,27|8,35| C19Hy3BrCINO, | 55,27 (5,58 | 3,40 | 8,61
210
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MeJJeHHO IIPUKAIbIBAIOT 3¢upHbi pactsop 2,28 r (0,01 mozg) f-mopdoauno-4-
xnopnponuodpenona. Cogpepxumoe kon6sl HarpeBalor 10 ¥, oxusraxzaror,
IIPUKAIBIBAIOT XOJOZHYIO BOZY, CJIHBAIOT O(UPHBIA CJIOH, OCTATOK IBaXKABI
aKcTparupyior adpupom (2x20 ). DUpHBIN PacTBOp CymIaT Haj KapGOHATOM
HaTpui, oTroHAI0T 3dup. I[loryyartor 2,1 reemecrsa (55,3%) c 1. m1. 164-166°C.

AHIOTUYHO ITOJTyYeHbI OCTAaIbHBIE aMIHOIIPOIIAHOJIBL.

T'mppoxmopuzsr  amuuompomaronoB III-XXXV. K adupromMy pactBOpy
aMuHONpomaHonoB Il MeZjeHHO IPUKANBIBAIOT S(GUPHEIH PAacTBOP XJIOPUCTOTO
Bogopoza. Ocafok OTGUIBTPOBBIBAIOT, IIE€PEKPUCTA/LUIN3OBBIBAIOT U3 a0COJIOTHOTO
aretoHa. KoHCTaHTHI rufpoxiaopuzoB amuHonponanonoB III-XXXV mpuBezeHsbI B
Tabi. 2-4.

1-(w-2ULNSELUIELRL)-3-UURLUNLNNUL-1-OLECE
UbuEEC 64 NhUNRULUURLNRE3NPLE

L. 4. QUUNUN3UYL, Q. U. ¢64Nrasuy, U. 2. PUUNUL3UL b Z. 2 0ULNUSUL

B-Unpdnihtiw-4-hwngbimynpnuy hndtunuubnh b Aphywph nbwlnhdubph
thnjuugniudp  wnwgus o kS pUnd  Eppoppughtt wdhtwuwhpunibp
ghynnnih wbhwynqubp:

SYNTHESISAND INVESTIGATION OF HYDROCHLORIDES
OF 1-(p-HALOGENOPHENYL)-3-MORPHOLINOPROPAN-1-OLS

N. K. GASPARYAN, G. A. GEVORGYAN, A. H. ISAKHANYAN and H.H. PANOSYAN

A series of g-amino ketones have been synthesized by the aminomethylation of
substituted acetophenones. These compounds with Grignard reagent yielded the tertiary
aminoal cohols (cyclodolum derivatives).
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