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CHUHTE3 U UCCJIEJOBAHUE ' IPOXJIOPUIOB
1-(n-AJIKOKCHO®EHWJI)-3-MOPPOJIMHOITPOITAH-1-OJIOB

H. K. TACITAPAH, T'. A. TEBOPI'SIH, I'. C. AMA3ACITAH u T'. A. TAHOCAH

WncrutyT ToHKOM oprannydeckoit xumun HAH Pecrry6inku Apmenus, Epesan

Lentp uccnenosanus crpoenus monexkynr HAH Pecniy6nuku Apmenus, Epesan

IMoctymuno 10 XII 2001

Peaknueif aMMHOMeETHIMPOBAaHUA II-3aMeLIeHHBIX alleTOPEeHOHOB IIOAyYeH pAZ, [-aMHHOKETOHOB.
IMocneprme mop geficTBmeM peakTuBOB [puHBApa IIepeBefieHBl B TPETHYHBIE aMMHOCIIHPTHI —

TIPOM3BO/IHEIE IIMKJIOJOJA.

Tab6. 2, 6ub. ccpuiok 1.

Panee Hamu Gbian CHHTE3HMPOBaHbl TPETUIHBIE dMHHOCIIMPTBHI I, cozeplkamue B
N-II0JIOKEHUU OeH30JIbHOTO KOJIbIIa aTOM TaJIOT€HaA. ]_[e.TILIO HaCTOHI].I;efI PaGOTLI
ABJIAETCA CMHTE3 aMHUHOCIIUPTOB H, B MOJIEKYJI€ KOTOPBIX aTOM I'a/IOT€Ha 3aME€HEH Ha
AJIKOKCH (METOKCI/I, STOKCI/I) TPyIIIIBL.
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HCI (ether)
—_— H-XXXIX

I1-XXXIV: R=CH;, C,H;;
R'=C,H,-C,H,5,i-C4H,,i-C,Hg,tr-C,H,,i-CsH, ;, COOC,H;,CoH, ;,CgHg, CsHsCH,
(o-, m-, p-)CgH,CHj,, o-anizyl;

XXXV-XXXIX:  R=i-C4H;
R'=i-C3H,, i-C,Hg, C4H,;, CsHCH,, CH,=CH-CH,.
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Heob6xomumele s cunresa amuHocnuproB II f-amuHOKeToHBI I mosryueHs
peakiueii aMMHOMETHUIMPOBAHUA N-3aMel[eHHBIX aleToheHOHOB mHapadopMaibie-
THUAOM U TUAPOXIOPUAOM MOPdOINHA B Cpefie dTaHOIA MU AUOKcaHa [1].

C mensi0 m3ydeHWs GHOJOTMYECKON AKTUBHOCTU IIOJIYYEHHBIE AMUHOCIHPTHI
IepeBefleHbl B COOTBETCTBYIONIME THUIPOXIOPUZIBI, IpeACTaBIAOmMe CO6OI
KpUCTa/INYeCcKHe BellecTBa. JacTs aMHHOCIHPTOB Il mpezcTaBifioT co6oit rycTsie
Macia, Apyras jKe 9acTh — KPUCTAIIMYeCKHWe BelnecTBa. VHAWBUAYaTBHOCTD U
YUCTOTA ITOIyYeHHBIX IPOLYKTOB mpoBepsiack MetofoM TCX na mractuukax “Silufol
UV-254”, smoeHT — OyTaHOJI-5TaHOJN-YKCyCHaZ Kucaora-soja (8:2:1:3). B HK
CIIeKTpaX HCXOZHBIX aMHUHOKeTOHOB II HaGmomaercs 10JOCa  ITOTJIOIIEHIISL
KapOoHUIBHOM Ipynnsl (veo=1680 carl), 8 UK cnexrpax amuruocmupros [II-XXXIX
OHA WCYe3aeT U IIOSBJSETCS II0J0CA IOTJIOU[EHYS TIHAPOKCHIBHOM TPYIIBI (Ve
on=3300-3250 ca').O 6uosorumueckoil akKTUBHOCTH IIOJIYYEHHBIX COeNUHEHUIl OyneT
COOOIIEHO OTZENBHO.

OKCIIepUMeHTaIbHAA JacTh

UK cmexrpsr cuarsl Ha crekrpomerpe “UR-20” B Baze1nHOBOM Maciie, CIIEKTPHI
AMP 'H - ma mpubope “Mercury-300”, “Varian” (300, 077 MIy) 8 JAMCO-ds,
BHyTpeHHHUI cTanzapt — TMC.

1-(4'-Droxcudennn)-1-nuxnorekcun-3-mopdonunonponan-1-on (I, R=C:Hs,
R'=CéHu). K peaxtuny I'punssapa, nmpurorosrennomy us 2,4 r (0,1 mozzg) Marausa u
17, 8 r (0,11 mozg) uuxmorexcumbpomuza B 20 mr abcomtorHoro 3dwupa,
npukansiBaior 2,63 (0,01 mo.zg) B-mopdonuHo-4-3ToKCHbeHIITPOnTOdeHoHa B 30
M1 abeomorHoro Gensona. ComepkuMoe KOGl HarpeBaioT 12 ¥ Tak, 4TOOBI adup
MeIeHHO Kumell. Iocie oxXIax/IeHus peakMOHHOM CMeCH JIbAoM IpuKansBaoT 10
MJT XOJIOLHOM BOJBI, CIMBAIOT 3(GHUPOOEH30IbHEINH PAaCcTBOP, SKCTPArHpPyIOT OCTATOK
6ensonom (2x20 mrm). O6bemuHeHHble GeH30JIBHBIE SKCTPATHI CYIIAT HAJ CYXUM
kxapboHaToM HaTpus. Ilocie oTroHKM pacTBOpuTes HOIydaloT 2,35 r(67,8%). I'ycras
Macca.

T'uppoxmopus  1-(4-sroxcudenun)-1-mukrorexcuia-3-mopdonruHo-mponaH-1-
oia (III). K apupromy pacteopy 0,01 mo.zg coenunenuii 11 npubaBigior Mo KaIiaM
abupHbIii pacTBOp XsIopucToro Bozopoza o pH 1. BsmmaBmumit  ocamox
OT(IIBTPOBBIBAIOT, IIPOMBIBAIOT CYXUM 3()HUPOM, IePeKPHUCTA/IIM30BbIBAIOT U3
abcomrorHoro aneroHa. Coenunenus [V-XXXIV moryuens: anazoruyso (tabi. 1,2).
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Tabuawna 1

Brxoas! u JaHHBIE 31eMeHTHOr0 aHamu3a coeguHeHmit IT1-XXXIX

Coenu- R R Beixom,| T.mx., Haiizeno, % Bpyrro- Brruucieno, %
HeHue % °C C H|N| d dopmyta C H|N| d
1 2 3 4 5 6 7 8 9 10 11 12 | 13 14
111 CHj; i—C3Hjy 63,7 208— |[61,74|8,21(4,32|10,58 | C17H,3CINO3|61,91|8,50(4,25| 10,77
210
v CHj; C4Hq 76,9 200— |[63,03]8,62(4,14|10,27 | C1gH3;CINO3|62,88|8,73|4,07|10,33
201
AV CHj; i—Cy4Hg 68,7 226— [62,73]8,65(4,10|10,38 | C1gH3;CINO3|62,88|8,73|4,07|10,33
229
VI CHj; tr—C4Hgq 30,8 THPOCK. 62,57(8,16(4,41|10,22| C1gH3,CINO3|62,88|8,73|4,07 (10,33
VII CHj; CsHyy 85,2 188— |[63,86(9,08(4,00| 9,85 | C19H3,CINO3|63,78(8,95|3,92| 9,93
190
VIII CHj; i—CsHyy 85,1 222— 163,44|8,86(3,84(10,10|C;gH3,CINO3|63,78(8,95|3,92| 9,93
223
IX CHj; CeHi3 72,1 203 — |64,75|9,32(3,32| 9,74 | CyoH34,CINO3|64,60(9,15|3,77| 9,55
205
X CHj; CeHs 61,9 196— [65,86|7,31(3,68| 9,83 | CyoHyCINO3|66,02|7,15|3,85| 9,77
199
X1 CHj; CgH5CH,4 72,5 233 66,66 | 7,37 |3,55| 9,34 | Cy HpeCINO3|66,75|7,42|3,71| 9,40
XI1I CHj3 | o—CH3CgH, | 44,8 THUZPOCK. 66,41 |7,23(3,35| 9,49 |Cy HpCINO3|66,75|7,42|3,71| 9,40
XIII CH; | m—CH3CgH, | 69,8 222— 166,78 |7,47(3,68| 9,31 |Cy HyeCINO3|66,75|7,42|3,71| 9,40
225
X1V CH; | p—CH;3CgHy | 64,3 225— 166,58 |7,53(3,62| 9,24 |Cy HpeCINO3|66,75|7,42|3,71| 9,40
228
XV CHj3 |o—CH30CgH, | 62,4 194— |64,15|7,00(3,65| 9,00 | Cy HpgCINO,|64,04|7,11|3,56| 9,02
196
XVI CH; | CH,=CH-— 58,3 209— |[62,31|7,87(4,32|10,55|C17H5CINO3[62,30| 7,94 |4,27|10,84
CH, 210
XVII | CH; CegHyy 54,6 253— (64,88|8,60(3,67| 9,65 | CooH3,CINO3[64,95|8,66|3,79| 9,61
255
XVIII |CH30| CH,COOC,H5| 33,0 THAPOCK. 61,05|7,36|3,38| 9,85 | C1gH3CINO,[60,42|7,83|3,92| 9,93
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Tabaunga 1 (mpogo/rxerne)

1 | 2 3 4] 5 | 6 | 7]8] 9 10 11 |12 13 ] 14

I |C,Hs| i— CsH; |47,7] 208— |63,05]8,684,16]10,22|CgH3,CINO;|62,88|8,73 4,07 | 10,33
210

IV | C,H, C,H, 67,5 201 |63,64]9,10|3,96] 9,87 | C;oH3,CINO5|63,77|8,95]3,92| 9,93

V |CoHs| Tr— CHy |5L,7|ruapock. | 6351 |8,80(4,12[10,06 | C oH;,CINO3 (63,77 8,95 3,92| 9,93

VI | C,Hs CsHy, 64,5| 208— |64,48]9,21|3,63] 9,58 | CooH34CINO;|64,60(9,15|3,77| 9,59
210

VII |C,Hs| 1i— CsH,;; |64,3| 208— [64,63]9,23[3,68] 9,52 |CyoH3,CINO3|64,60(9,15|3,77] 9,59
210

VII |C,H, CoH3 652 184— |6580]9,42]3,59] 9,23 | C,,HzeCINO3|65,37|9,34]3,63] 9,21
185

X |C,H, CoHs 78,2| 230— |66,70|7,50|3,63] 9,41 | Cy,HogCINO; | 66,75|7,42|3,71| 9,40
232

X |C,Hs C,H,s 63,1| 184— |66,18]9,48|3,54] 8,84 | Cpol3gCINO;|66,08|9,51]3,50| 8,89
186

XI | CoHs| 0—CHyCoHy | 44,7 | rumpock. |67.11|7,43[3,64[ 9,20 [CyyH3oCINO; [67,43[7,66 3,57 | 9,07

XII | C,H;| m—CHzCgH, [63,9] 193— |6752]7,63]3,62] 9,13 |CyoH3oCINO; | 67,43 (7,66 3,57 | 9,07

194

X |C,H;| p—CHsCgHy |52,6| 233— |67,40(7,70|3,48] 9,21 |CpyHaoCINO3 67,43 7,66 3,57 | 9,07
235

XIV | C,Hs o 62:6] 175— [64:65|7,42|3,41] 8,70 | CoH30CINO, | 64,78 | 7,36 | 3,43| 8,71
CH;0CgH, 176

XV |C,H;| CeH.CH, [69,0] 213— |67,53]7,60]3,60| 8,72 | CooHsCINO3 |67,43| 7,66 |3,57| 8,71
215

XVI |C,H;| CH,=CH~— [640| 195— |64,37(8,16|4 13]10,33|C;gH,sCINO5|63,25]8,20| 4,10 10,40
CH, 197

XVII |C,Hs|  CgHy  |67.8] 231— [6586]8,81|3,57| 9,32 | CyH3CINO; [ 65,71]8,86(3,65] 9,26
232

XVIIT | CyHs | CH,COOCH; 31,6 | rapock. | 56:25 | 7,87 | 3,48 9,30 | C1oH30CINO5 | 58,847,74|3,61| 9,16

XXXV | 1= i—CaH, [48.1] 205— [63,57|9,03|3,87] 9,98 |C,oH5CINO; [63,78(8,95]3,92] 9,93
C3H; 207

XXXVI| 1— i—C,Ho [60,8] 208— [64,53]9,28|3,71| 9,43 |CyoHs,CINO; [64,60(9,15|3,77] 9,55
CsH, 211

XXXVI| i— | CoH.CH, |64,7| 212— |68,13]|7%74|3,51| 8,78 | C23H5CINO3 68,06 |7,90|3.45| 8,75
C3Hy 214

XXXVI| 1— CoHy,  [48,5] 192— [66,53]9,12]3,64] 8,55 | CoaHaCINO;66,4119,20 3,52 8,93
C3H; 196

XXXIX| i— | CH,=CH— [60,2] 215— [64,24(8,53]3,85]10,05|C1oHgoCINO; |64,13|8,44]3,94] 9,98
C3H; CH, 216
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Tabuawma 2

Coegunenue

Coextp [IMP, 6.m.7.

v

12,25m(1H,HCI); 4,72m(1H,0H); 6,80x(2H,CeH4,8,7); 7,28 1(2H,CeHa);
3,77¢(3H,0CHzs); 1,70m(2H); 1,21m(3H); 0,89m(1H) u
0,82T(3H,CHs,6,9)-CsHo; 2,2-4,1m(12H,CH2CH2NC4HsO)

12,20m(1H,HCI); 4,65m(1H,0H); 6,80x(2H,CeH4,8,7); 7,30a(2H,CeHa);
3,78c(3H,0CHs); 1,67x(2H,CH2,6,0); 1,50m(1H,CH);
0,87x(3H,CHs,6,6) u 0,591(3H,CHs,6,6)-u30CsHs; 2,2-
4,1m(12H,CH2CH2NC4HsO)

VII

12,25m(1H,HCL); 4,70m(1H,0H); 6,805(2H,CsH4,8,7); 7,281(2H, CsHa);
3,77¢(3H,0CHs); 1,691(2H); 1,20m(5H); 0,90m(1H); 0,837(3H,CHs,6,9);
2,2-4,1m(12H,CH2CH2NC:HsO)

VIII

12,27m(1H,HCI); 4,73m(1H,0H); 6,80x(2H,C6H4,8,7); 7,28 1(2H,CeHa);
1,70m(2H); 1,40m(1H,CH); 1,19m(1H); 0,75m(1H); 0,82x(3H,CHs,6,9)
u 0,80x(3H,CH3,6,9) — u30CsHi; 3,78¢(3H,OCH3); 2,2-
4,1m(12H,CH2CH2NC4HsO)

XIV

12,50m(1H,HCI); 5,40m(1H,0OH); 6,781(2H,CsH4-OCH3,8,7);
7,35m(2H,CsH4-OCHs); 7,051(2H,CsHs-CH3,8,1); 7,321(2H,CeH4-CHs);
3,75¢(OCHs); 4,071(2H,12,0); 3,86x(2H); 3,421(2H,12,0); 2,92m(4H) u
2,80m(2H)-,CH2CH2NC4HsO)

XV

12,41m(1H,HCI); 6,751(2H,-CeH4,8,7); 7,28 1(2H,n1-C6H4,8,7);
7,68nn(1H,7,8 u 1,7); 7,20Tx(1H,7,8 u 1,7); 6,951(1H,7,5) u
6,841(1H,8,1)-0-CsHs; 3,75¢(3H,p-OCHzs); 3,64c(3H,0-OCHzs); 2,7-
4,1m(12H,CH2CH2NC4sHsO)

XVI

12,28m(1H,HCI); 4,95m(1H,0H); 6,81 1(2H,C6H4,8,7); 7,31 1(2H,CeHa);
5,61ga1(1H,=CH,16,8 u 6,9); 4,941 u 4,935(2H,=CH2);
3,77c(3H,0CHs); 2,48x(2H,CH); 2,2-4,1m(12H,CH2CH2NC4HsO)

XVII

12,20m(1H,HCI); 4,49 (1H,0H); 6,79x(2H,CsH4,8,7); 7,261(2H,CeHa);
3,77c(3H,0CHs); 2,2-4,0m(12H,CH2CH2NCsHsO); 0,8-
1,95m(11H,CsHn1)

XIX

12,17m(1H,HCL); 6,785(2H,CsHs,8,7); 7,272(2H,CsHa);
4,00x8(2H,0CH26,8); 1,87m(1H,CH,6,7); 1,391(3H, CHsCH20); 0,871
v 0,691(6H,CHs); 2,2-4,2m(12H,CHCHNC:HsO)

XX

12,28 (1H,HCI); 4,70m(1H,0OH); 6,781(2H,CsH4,8,7); 7,27 m(2H,CsHa4);
4,00x8(2H,0CH27,0); 1,70m(2H); 1,21m(3H); 0,90m(1H) u 0,831(3H,
CHs,7,2)-CsHo; 1,391(3H, CH3CH:20); 2,2-4,1m(12H,CH2CH2NC4sHs0)

XXII

12,20m(1H,HCI); 3,60m(1H,0H); 6,781 (2H,CeH4,8,7); 7,261(2H,CeHa);
4,00x8(2H,0CH27,0); 1,391(3H, CHs3); 1,68m(2H); 1,20m(5H);
0,90m(1H) u 0,827(3H, CH3,6,6)-CsHi1; 2,2-
4,1m(12H,CH2CH2NC4H;s0)
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Ta6runa 2 (Ilpogo/vxerue)

XXIII

12,26m(1H,HCI); 4,68m(1H,0H); 6,781(2H,CsH4,8,7); 7,261(2H,CsHa);
4,01x8(2H,0CH27,0); 1,70m(2H); 1,40m(1H); 1,18m (1H); 0,76m(1H);
0,82x(3H, CHs,6,6) u 0,80x(3H, CHs3,6,6)-uso-CsHii; 1,391(3H, CHsCH20);
2,2-4,1m(12H,CH2CH2NC4+HsO)

XXIV

12,20m(1H,HCI); 6,78x(2H,CeH4,8,7); 7,261(2H,CeHa);
4,00x8(2H,0CH27,2); 1,391(3H,CH3); 1,68m(2H); 1,19m(7H); 0,89m(1H) u
0,841(3H,CH3,6,6)-CsHis; 2,2-4,1m(12H,CH2CH2NC4HsO)

XXV

12,37m(1H,HCI); 6,77x1(2H,CeéH4,8,7); 7,361(2H,CeHa4); 7,450(2H,0-
CeHs,7,8); 7,261(2H,m-CeHs,7,5); 7,141(1H,p-CeHs,7,2);
3,98x8(2H,0CH2,6,9); 1,371(3H,CHs); 2,7-4,1m(12H,CH2CH2NC4+Hs0)

XXVIII

12,42u(1H,HCI); 5,51m(1H,0H); 6,761(2H,p-CsH4,8,7); 7,34x(2H,p-CeHa);
7,26¢(1H); 7,13t(1H,7,5); 7,2315(1H,8,1) u 6,941(1H,7,5)-m-; CH3CsHa);
3,38x8(2H,0CH2,7,0); 2,33c(3H, CHsCeH4); 1,371(3H, CHs); 2,7-
4,2m(12H,CH2CH2NC4Hs0O)

XXIX

12,88ur(1H,HCL);  6,785(2H,p-CsHsOCH3,8,7);  7,181(2H,p-CsH4OCHz);
7,055(2H,p-CsH4CH3,7,8);  7,21x(2H,p-CeH4CHs);  4,01x8(2H,0CH26,9);
2,41c(3H, CH3CsHa); 1,391(3H, CH3CH20); 2,7-4,2m(12H,CH2CH2NC4HsO)

XXX

12,50ur(1H,HCI); 5,20m(1H,0H); 6,721(2H,p-CsHa4,8,7); 7,26 (2H,p-CeHa);
7,68nn(1H, 0-CeéH4,7,8 u 1,6); 7,201

(1H, 0-CeH4,7,8 u 1,6); 6,951(1H,0-CéH4,7,5); 6,841(1H,0-CsH4,8,1);
3,98x8(2H,0CH2,6,3); 1,371(3H, CH3s);

2,7-4,15m(12H,CH2CH2NC4+Hs0)

XXXI

12,16m(1H,HCI); 5,00m(1H,0H); 6,721(2H,CsH4,8,7); 7,161(2H,CsHa);
7,05m(3H,CeHs); 6,88m(2H,CsHs); 3,98x8(2H,0OCH2,6,9); 1,381(3H, CHs);
2,99m(2H,CH2C¢H5,13,2); 2,25-4,15m(12H,CH2CH2NC4Hs0)

XXXII

12,20m(1H,HCI); 4,95m(1H,0H); 6,781(2H,CsH4,8,7); 7,28 1(2H,CsHa);
5,62anr(1H, CH,16,8,10,8 u 7,1); 4,931(1H) u 4,921(1H)- = CHy;
4,00x8(2H,0CH27,0); 2,47 1(2H,CHz2); 1,391(3H, CHs); 2,2-
4,1m(12H,CH2CH2NC4+HsO)

XXXIIT

12,18m(1H,HCl); 4,50m(1H,0H); 6,771(2H,CsH4,8,7); 7,251(2H,CsHa);
4,00x8(2H,0CH27,0); 1,391(3H, CHs);
2,2-4,1m(12H,CH2CH2NC4Hs0); 0,75-1,95m(11H,CsH11)

XXXVI

12,30w(1H,HCI); 6,76x(2H, CeH4,8,7); 7,27 1(2H,CeH4,8,7); 4,50m(1H,O0CH);
1,67m(2H,CH>); 1,51m(1H,CH);

1,32x(6H, CHs,6,0); 0,87x(3H, CHs,6,6); 0,60z(3H, CHs,6,6); 2,2-
4,1m(12H,CH2CH2NC4Hs0O)

XXXIX

12,20m(1H,HCL); 4,95m(1H,0H); 6,765(2H, CsHa,8,7); 7,271(2H,CsH4,8,7);
5,63m(1H,=CH); 4,94x(1H, =CH,17,2); 4,931(1H,=CH,10,8); 4,53m(1H,CH);
1,31a(6H, CHs,6,0); 2,471(2H, CH2,7,3); 2,2-4,0m(12H,CH2CH:NC4HsO)
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UbuEEar B9 NPUNRULUURCNRESNRULL 1-(u-ULYOLUPDEULPL)-3-
uUubPuLUNCNMNUL-1-OLECE

L. 4. QUUNU3UYL, @. UL ¢6UNra8UL,
Q. U. 2UUUQUUMN8UL b Z. z. ©ULNUSUL
w-Sknuljuyus wgbnndtiuntubph wlhtwdbphjugdwdp unwgyl] tu Jh
ouipp pf-wdhtwybwnntubp: dbpohtubpu  thnpjuwmqpbgnipjut ke nubng
Qphlyuph  wwppip phwlunhdubph hkn uwnwgdl] o Eppopnught
wlhtwuwyhpunibp ghlyngnih wswbgyuyibp:

SYNTHESISAND INVESTIGATION OF HYDROCHL ORIDES OF 1-(N-
ALKOXYPHENYL)-3-MORPHOLINOPROPAN-1-OLS

N. K. GASPARYAN, G. A. GEVORGYAN, G. S HAMAZASPYAN and H.H. PANOSYAN

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