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AJKUIIpOBaHUEM 3aMeIleHHBIX 2-aMHUHOTHOGEHOB I'MAPOXIOPUAAMU [-IUITUIAMUHO-4-3aMeIeHHBIX

IpON1O(peHOHOB CHHTE3UPOBAaHbI HOBbIE [3-aMHHOKETOHBI 2-aMHHOTHO(EHOBOTO pAZa.

Ta6. 3, 6u61. cCBUIOK 6.

Wcxozst u3 TOro, 4ro GMOSOrMYecKas aKTUBHOCTh aMHHOKETOHOB B 3HAYMUTEIBHON CTEIeHU
3aBUCHAT OT IIPUPOJBl AMHUHHOTO (QparMeHTa, MBI COWIM I[eeCOO0PasHBIM B MOJEKYIy [-
aMUHOKETOHOB BBECTH 3aMellfeHHbIe 2-aMUHOTHO(EHbI, KOTOphle 00Jafal0T IIHMPOKUM CIIEKTPOM
6HOJIOTNYeCKOTO AeHCTBUA (IIPOTHBOBOCIANIUTEIBHOE, aHTHOAKTEPHAIbHOE, IPOTUBOCYJOPOXKHOE
u ap.) [1,2].

B mpomormxeHue MCCIefOBaHUN 110 CHHTE3y M OMOJIOTHYECKON aKTHBHOCTH 3aMeLIeHHBIX 2-
aMUHOTHOGEHOB HaMH  IOXydeH HOBBIH  pam  N-[B-(mz-3aMemeHHBIX  GEH30MII)ITHUII]
IIpOM3BOAHBIX[3,4] KUIITYeHHEeM SKBHUMOJSIPHBIX KOJIHYECTB THLPOXIOPUIOB I1-3aMelleHHBIX [-
IustuaaMuHonponroderonos (1) ¢ 3ameleHHbIMHU 2-aMuHOTHOEeHAMH (2) B CMeCcH 3TaHOJI-BOAA.
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3: X=CN; R'+R"=(CH,),; a) R=Cl, 5) R=Br, 8) R=CH;0, r) R=C,Hs0. R'+R"=(CH,)s, 1) R=Cl, ¢)
R=CH;0, x) R=C,H;0, 3) R'=R"=CH;; R=C,H;0.

X=COOC,Hs; R=C,HsO; u) R+R"=(CH,);, k) R“+R"=(CH,)s, mR=R=CH;; m) R=CH;O,
R+R"=(CH,)s. 4: R=C,H;O; X=CN; a)R“+R"=(CH,),, B) R“+R'=(CH,)s. X=COOC,Hs, B)
R“+R"=(CH,)s, r) R+R"=(CH,)s.

R=CH;0, R'+R"=(CH,)s; 1) X=CN, ¢) X=COOC,Hs; x) R=Cl; R'+R"=(CH,);, X=CN

BSaHMO,ILefICTBI/IeM dMHWHOKETOHOB 33,I‘,e,)K,I/I,K,M C THAPOXJIOPHUAOM THIAPOKCHIdAMHWHA
IIOJTy4€HBI COOTBETCTBYIOII € OKCHIMBI (43-)K).

OKCIIepUMeHTaIbHAA JacTh

UK cnexrpsr cusrel Ha crnekrpodoromerpe “Specord” 75-IR”. Cmextpsr SAMP 'H
3aperucTpupoBaHbl Ha mpu6ope "Mercury-300 Varian", pa6ouas uacrora 300 M/, BHyTpeHHUI
crarzapt — TMC. Toukocnoiitas xpomarorpadus mposezeHna Ha mracTuaKax 'Silufol UV-284" B
cucremax xymopodopm—oranon (30:1) mms amuHOKeTOHOB M 3dup—Genson (4:1) AT OKCUMOB.
TemmepaTyps! maBneHus onpesenrens: Ha npubope “Boetius”

VicxomHsle  TUAPOXIOpUABI  n-3aMelleHHBIX  (-ZusTmiIaMuHomponuodernonos (1)
CHHTe3UPOBaHSI 110 [5], a 3amenreHHbIe 2-aMuHOTHODEHE! (2) — 110 [6].

OOmas merosuka moxyueHus N-[B-(n-3aMemeHHBIX OeH30MII)ITHII]-3-IMaHO(KapOITOKCH)-
4.5-anxun(KoOHZeHCHUPOBaHHEBIH HuKIoankuia)THodeHoB 3a-M. Cmecs BogHoro pacteopa 0,01 mozg
TUAPOXJIOpHUA 3aMelleHHOTO [-pusTmnamuHonponuodenona 1 u 0,01 mo.zg cniuproBoro pacTBopa
3aMeleHHOro 2-aMHHOTHOGEeHa 2 KUMNATAT C OOpaTHBIM XonofuibHUKOM 1,5-2 7. Ocagox
OT(IIBTPOBBIBAIOT, IPOMBIBAIOT BOZOM, IT€PeKPHCTAIN30BBIBAIOT U3 3TaHoa (Tab. 1,2).

OOmas MeToAWKa MONyYeHHA OKCMMOB  N-[B-(m-3amMemeHHBIX  GeH30mMm)aTHI]-3-
nuaHO(Kap63ToKCH)-4.5-aMKuI(KOHAEHCUPOBAHHEBIN [UKIOANKWI)THOGeHoB 4a-). Cmecs 0,01
Mmosrg amuHoKetoHa 3 u 3,48 r (0,05 mozg) rumpoxnopuna ruppoxcuiamusa B 10 ar sTaHoma U 5
vz nupupuHa KunaTar 10 7. PacTBopuTess 4aCTHYHO OTTOHAIOT U OCTABIIYIOCS MAacCy BBUIMBAIOT B
Bogy. Ilonmy4enHsI 0casoK OTGUIBTPOBBIBAIOT, IPOMBIBAIOT BOZOM, II€PEKPHUCTAIN30BBIBAIOT U3
sranosa (tabi. 3).
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Tabuwna 1

Brixogsl, T.1UI., ZaHHEIE 3IeMeHTHOTrO aHanu3a 1 MK criexTpoB coepunenuii 3a-mM

Coe- | Boi- Re Haiineno, Bpyrro- Brrumc- UK cmextp,
T, % dopmya JIeHO, M
IuHe | Xon, oC %
(V)
e | % N [ S N [S
1660 (C=0)
3a | 81,6 {0,78|198-200| 7,95 | 9,16 | C;sH;;CIN,OS | 8,13 |9,28 2200 (C=N)
1680 (C=0)
35 | 81,20,79| 196-197 | 7,03 | 8,07 | C;sH;sBrN,OS | 7,20 | 8,22 2210 (C=N)
1660 (C=0)
38 | 80,4 [0,81|193-195| 8,07 | 9,24 | CyoHpN,O0,S | 8,23 19,40 2205 (C=N)
1680 (C=0)
3r |823(0,81| 98-100 | 7,78 | 8,91 CyoHuNO0,S | 7,91 |9,03 2205 (C=N)
1680 (C=0)
3n | 80,7 0,80 | 180-182| 7,69 | 8,78 | C;oH;sCIN,OS | 7,81 |8,92 2200(C=N)
1680 (C=0)
3e [79,710,78|172-174 | 7,78 | 8,89 | CyHxnN,0,S | 7,91 |9,03 2210 (C=N)
1685 (C=0)
3x | 82,0 (0,80|183-185| 7,47 | 8,56 | Cy;Hy4N,0,S | 7,60 | 8,69 2200 (C=N)
1678 (C=0)
33 | 80,8 (0,79 | 143-145| 8,38 | 9,61 CisHpoN,O,S | 8,53 |9,75 2205 (C=N)
1665 (C=0)
3u | 81,9080 113-115| 3,36 | 7,84 C,HyNO,S 3,49 | 7,97 1725
(COOC,Hs)
1665 (C=0)
3k | 79,9 (0,81|111-113 | 3,24 | 7,57 Cy3HpgNO4S 3,37 | 7,70 1715
(COOC,Hs)
1667 (C=0)
31 | 79,5(0,82|122-124 | 3,59 | 8,38 CyoHpsNO,S | 3,73 | 8,52 1722
(COOC,Hs)
1662 (C=0)
3v | 81,3 |0,81| 164-166 | 3,32 | 7,82 C,HyNO,S 3,49 | 7,97 1720
(COOC,Hs)




ITapamerps! criextpoB IMP'H 3a,r,z,e,%,u,x 8 IMCO-d¢, 8,m.7. (J, /x)

Coenu-
HeHHe

3a

1.73-1.86M(4H, B- CH,); 2.45m(2H, CH,); 2.51m(2H, CH,); 3.33m(2H,
J=6.4, COCH,); 3.49m.x (2H, J,;=6.4, 3,=5.5, NCH,); 7.08m(1H, J=5.5,
NH); 7.47n( 2H, J=8.6, 3,5-H ,); 7.961 ( 2H, J=8.6, 2,6-H ,,).

31

1.60-1.70m ( 4H, - CH,); 1.78-1.87w (2H, y-CH,); 2.52-2.60m (4H, a-
CH,): 3.33m (2H, J=6.7, COCH,); 3.46m.x. ( 2H, 3,;=6.7, J,=5.5,
NCH,); 6.92m( 1H, J=5.5, NH); 7.47x ( 2H, J=8.6 3,5-H A,); 7.96x (2H,
J=8.6, 2,6- H 4).

3e

1.61-1.70m (4H, (CH,),); 1.79-1.87w(2H, CH,); 2.58m(4H, 2CH,);
3.27m (2H, J=6.5, COCH,): 3.45m.1.(2H, J;=6.5, J,= 5.5, NCH,); 3.88¢
(3H, OCHs); 6.89m (1H, J=5.5, NH); 6.951(2H, J=8.9, 3,5- H »,); 7.921
(2H, J=8.9, 2,6- H 4).

3x

1.43m(3H, J=7.0, CHs); 1.61-1.70m (4H, (CH,),); 1.78-1.87m (2H,
CH,); 2.56m(2H, J=2.9, CH,); 2.59m(2H, J=2.9, CH,); 3.27m (2H,
J=6.5, COCH,); 3.44m.1. ( 2H, 3,=6.5, J,=5.8, NCH,); 4.11x (2H,
J=7.0, OCHy); 6.90m (1H, J=5.8, NH); 6.921 (2H, J=8.9, 3,5- H 4, );
7.90n (2H, J=8.9, 2,6- H A, ).

33

1.43m(3H, J=7.0, CHa); 2.03¢(3H, CHa); 2.16¢(3H, CHa); 3.27m(2H,
J=6.6, COCH,); 3.46m.x. (2H, J;=6.6, J,= 5.5, NCH,); 4.11k(2H, J=7.0,
OCH,); 6.921(2H, J=8.8, 3,5 H ,); 7.00m (1H, J=5.5, NH); 7.90x (2H,
J=8.8,2,6- H ).

3u

1.31m(3H, J=7.1, CHy); 1.43m (3H, J=7.0, CHz); 1.66-1.81m (4H,
(2H, J=6.4, COCH,); 3,55k (2H, J=6.4, NCH,); 4.11x (2H, J=7.0,
OCH,); 4.17(2H, J=7.1, OCH,); 6.911 (2H, 85, 3,5 H ,); 7.81m
(1H, J26.4, NH): 7.911 (2H, J=8.8, 2,6- H ).

3k

1.32m(3H, J=7.1, CHj); 1.43m (3H, J=7.0, CHj); 1.54-1.67m (4H,
(CH,),); 1.76-1.85m (2H, CH,); 2.59m(2H, CH,); 2.93m(2H, CHy);
3.28m(2H, J=6.3, COCH,); 3.52m.1. (2H, J,=6.3, J,= 6.1, NCH,); 4.11k
(2H, J=7.0, OCH,); 4.19« (2H, J=7.1, OCH,); 6.91x(2H, J=8.8, 3,5- H
A); 7.68m (1H, J=6.1, NH); 7.911 ( 2H, J=8.8, 2,6- H ).

Tabuwma 2
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Tabarunga 3

BBIXO,D;BI, T.ILI., BEIMYUHBI Rem JaHHBIE 3JIEMEeHTHOT'O aHAIN3a COeUHEeHMH 4a-x

Coe- B Haiigeno, B Bsruucieno,
IUHe- PO, Re T.m., °C % pyTTo” %
% dopmyna
HUE N S N S

4a 713 | 0,68 | 136-138 | 11,23 | 8,51 CooHiuN;0,S | 11,38 ] 8,66
45 724 | 0,70 | 148-150 | 10,82 | 8,21 CyHysN;0,S [ 10,96 8,35
4p 70,8 | 0,69 | 199201 | 6,61 7,52 CpHN,0,S | 6,73 | 7,68
4r 716 | 0,71 | 194-196 | 637 | 7,29 CyHyN,0,8 | 6,51 | 7,43
4 72,1 | 0,69 | 112-114 | 1124 | 8,52 CoHuN;0,S [ 11,38 ] 8,66
de 719 | 0,70 | 122-125 | 6,59 | 7,54 CpHsN,0,S | 6,73 | 7,68
4% 72,5 | 0,68 | 133135 | 11,53 | 8,74 | C,sHCIN;OS |11,68] 8,89

2-UUPLUEPNDELLESD TUMLE B-UUPLUUESALLED URLEERL
U. 1. UdUa8UL

Stnuljuyws 2-wwlhtwphndbuubph  wijhjugdwdp  B-phtphjudhtw-4-nbkpuljudus
wpnuyhndbuntiubpny vhtpbqyl] b tnp f-udhttwljinntubp’ 2-wdhttwphndtuubph gwpph:
dhpohtutpu  hhnpnpupjudhh  hhgpnpinphgny  dip Bb wéyl]  hudwywnwujuwb
opupdutiph:

SYNTHESISOF B-AMINOKETONES OF 2-AMINOTHIOPHENES RHOW

A.P.AVAKYAN

The new B-aminoketones of 2-aminothiophene rhow were synthesized by alkylation of substituted
2-aminothiophenes with  hydrochloride [B-diethylamino-4-substituted  propiophenones.  With
hydrochloride of hydroxylamine they form the corresponding oximes.
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