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BMXoasA4n 3 3-(2-retapun)-2-keto-3-LiaHonponin eTa-
HTioaTiB 3aranbHoi dopmynu I:

] O
Het\)"\rs\ﬂ/CHs
CN R |

ae R=H, CH3,

Het mae HaBefeHi BuLLe 3HAYEHHS, SKMK Bigpi3HA-
€TbCcA TUM, Lo 3-(2-retapun)-2-keT0-3-
LiaHonponinetaHTioaT 3aranbHoi opmynu |l o6po-
6na0TL OCHOBOIO B CEPeaOBULL OPraHiYHOro PO34MH-
HuKa.

75595 4

2. Cnoci6 3a n. 1, skuin BiAPI3HAETbCA TUM, O SK
OCHOBY BMKOPWCTOBYIOTb BOAHWUIA PO34MH amiaky.

3. Cnoci6 3a n. 1, skuin BigpPI3HAETbCA TUM, LLO SK
OCHOBY BUWKOPWCTOBYHOTbH BOOHWUIA PO3YMH AUMETUNa-
MiHy.

4. Cnoci6 3a n. 1, 9kMn BiAPI3HAETLCA TUM, LWO SK
OCHOBY BMKOPUCTOBYIOTb BOAHMWIA PO3YUH AieTunami-
Hy.

5. Cnoci6 3a n. 1, skuin BigPI3HAETbCA TUM, LLO SK
OCHOBY BMKOPWCTOBYHOTb BOAHWIA PO34MH MiNepuanHy.
6. Cnoci6 3a 6yab-akuMm 3 nn. 1-5, Ak BiAPi3HAETb-
CA TUM, WO SK OPraHiYHUA PO34YMHHUK BMKOPUCTOBY-
toTb N,N-gnmeTtnndopmamia.

[aHnin BuMHaxig CTOCyeTbCA ranysi opraHiyHoi
XiMmil, 30KpemMa Ximii reTepoUmKniYHUX CNonyK, a came

cnocoby OTPUMaHHS 2-aMiHo-3-reTapwn-
4(5H)keToTiodeHiB 3aranbHoi hopmynu |,
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AKi MOXYTb 3HAWTU 3aCTOCYBaHHSA fK disionoriyHe
aKTMBHI peyoBMHM abo MPOMiXKHI NPoOAyKTM Mpu iX
CUHTESI.

Hanbinblw 6nu3bkum 3a TEXHIYHOKW CYTTHO €
cnoci6 OTpMMaHHS 2-amiHo-3-retapun-
4(5H)keToTiodeHis |l aunnoBaHHAM reTapunaueTo-
HITpUMiB Mep-KanTooLTOBUM €CTEPOM B MPUCYTHOCTI
TpeT-0yTunaty Hatpito [FO.M. BonoseHko, ®.C. ba-
6uues // A.c. 767105 CCCP, -Ony6bn. B b.M., 1980,
Ne 36].
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R-CH,CN + HSCH,CO,C,H,

HeponikoM Uboro cnocoby € HeobxigHicTb npa-

LIOBaTN 3 TOKCMYHMM €CTEPOM TiOrniKoneBoi KUCMo-
TW, SKUA € CUMbHUM anepreHoM. A Takox obmexe-
HWUIA Nepenik UinboBMX CMonyK, o6yMOBNEHUA BYy3b-
Koto 6a30t0 BUXiAHMX NPOAYKTIB.

B ocHoBy BMHaxogy MocTaBneHo 3ajady CTBO-
pUTU HOBUI Binbll 3py4HUI cnocib6 oTpumaHHA 2-
amiHo-3-retapun-4(5H)keToTiodeHiB LUNSXOM BUKO-
pucTaHHA peakuii umknidauii 3-(2-retapwn)-2-keTo-3-
LiaHoMponin eTaHTioaTiB nifg Oi€to OCHOBM - BOAHOIO
po34MHy amiaky abo AuMeTunamiHy 3a paxyHoK 4oro
3a6e3neynTn po3LLINMPEHHS aCOPTUMEHTY OOCTYMHUX
cnonyk Tuny | 6e3 cyTTeBUx ycknagHeHb npoueaypu
X OTPUMaHHS.

lMocTaBneHa 3agavya BMPILLYETLCHA NPY 3AINCHEHI
cnocoby OTpUMaHHSA 2-amiHo-3-retapwvn-
4(5H)keToTioheHiB 3aransHoi hopmynu |, Akuii no-
narae B TOMy, wWo  3-(2-retapun)-2-keTo-3-
LiaHonponin eTaHTioaTn 3aranbHoi popmynu Il

Q
Het\HJ\rs\ﬂ/(:Ha
CN R
]

R =H, CH,

ne Het mae HaBefeHi BuLLe 3HAYEHHSs, y CepefoBu-
Wi opraHiyHOro po3yMHHMKa 0BpPOBNSIHTL OCHOBOL.
B xogi peakuii BinOyBaeTbcsi BUAaneHHs aueTunb-
HOrO 3anuLLIKy Ta BHYTPILUHBOMOMNEKYNSpHA LuKmi3a-
Lis 3a paxyHOK npuegHaHHa SH - rpynu 3a notpin-
HUM 3B'A3KOM HIiTPUIBHOI Fpynu, WO Npu3BOaUTL OO0
YTBOpPEHHA  2-amiHo-3-reTapun-4(5H)keToTiodeHis
Ak opraHiyHnn po3ynHHUK BukopuctoByeTbcs N,N-
aumeTundopmamig, a sk OCHOBY - BOAHUI PO3YUH
amiaky abo aAmankinamiHy (aMmeTvnamidy, AMeTu-
naminy, ninepuauHy).

BuHaxig moxe GyTu npointocTpoBaHO HMbKYeHa-
BeAEHUMM NpuKnagamu.

3aranbHa  MeToAMKa
retapun-4(5H)keToTiodeHis.

Oo posumHy 0,002monb  BignosigHoro  3-(2-
retTapwvn)-2-KeTo-3-LjiaHonponin eTtaHTioaty B 5mn

CUHTE3y  2-aMiHO-3-
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N,N-gumeTtundopmamigy goganun 0,004 monb BOA-
HOro PO34MHY Bi4NOBIAHOI ocHOBM. CyMill 3anuiim-
nm Ha 10-12 rogmH. Ocap, Wwo Bunas, Bigainunu
iNbTPyBaHHAM, MPOMMUIM BOAOK Ta BUCYLLUIIN.

Mpuknagu 1, 3-8, 11, 14-18 - K OCHOBY BUKOPU-
CTOBYBanv BOAHWM PO34MH amiaky abo ninepmauHy,
2,9, 10, 12, 13, 19 - 9K OCHOBY BWKOPUCTOBYBanu
BOLHWUIA PO34MH amiaky, abo agumeTnnamiHy abo gu-
eTunamiHy.

Mpuknag 1. 2-AMiHO-3-(NipuaunH-2-in)-
4(5H)keToTiodpeH. CoHgNoLLUS Buxig 78%, T. Tonn.
182-183°C ( 3 Tonyony). 3HangeHo, % N 14,31; S
16,73. PospaxosaHo, % N 14,57, S 16,68. |4 cnekTp
(Tabnetkn 3 KBr), v, cm™: 3400 (NH), 1620 (C=0);
AMP 'H (y IMCO-ds, Varian Mercury 400 3 po6o-
yoto yactoToro 400 Mlu), 6, m.y, 3,75 (2H, c.), 7,11
(1H, 1.), 7,75 (1H, 1.), 8,45 (1H, g, J=5,2I'y), 8,58
(1H, g, J=8,0l"u), 9,22 (1H, ¢.), 10,73 (1H, c.).

Mpuknag 2. 2-AMiHO-3-(XiHOMIH-2-1i)-
4(5H)keTtoTiogpeH. CizHioN2OS. Buxig 93 %, T.
Tonn. 278°C ( 3 AM®A). 3HaigeHo, % N 11,73; S
13, 28. PospaxosaHo, % N 11,56; S 13,34. M
cnekTp (Tabnetkn 3 KBr), v, cm™: 3300 (NH), 1620
(C=0); AMP H (y BMCO-dg), &, m.u. 3,80 (2H. c.),
7,48 (1H, T, J=7,6l'y ), 7,69 (1H, T, J=7.6lU), 7,87
(1H, @, J= 8,4I'y), 8,06 (1H, g, J = 8,4l'y), 8,28 (1H,
a, J= 8,4y ), 8,81 (1H, g, J=9,2I'u ), 9,49 (1H, c.),
11,34 (1H, c.).

Mpuknag 3. 2-AmiHo-3-(6eH3imigason-2-in)-
4(5H)keTtoTiopeH Ci11HgN3OS. Buxig 69%, T.tonn.
273°C (3 6ytaHony). 3HangeHo, % N 18,19; S 13,92.
PospaxoBaHo, % N 18,17; S 13,86. |4 cnektp (Tab-
neTkut 3 KBr), v, cm™: 3350 (NH), 1630 (C=0); AMP
H (y AMCO-dg), 8, m.u. 3,92 (2H, c.), 7,12 (2H, T.),
7,52 (1H, g, J = 5,21I"w), 7, 61 (1H, g, J= 4,0y ),
9,55 (1H, c. ), 10,07 (1H, c.), 12.01 (1H, c.).

Mpuknag 4. 2-amiHo-3-(1-meTunbeHsimigason-2-
in)-4(5H)ketotiodpeH. Ci12H11N3OS. Buxig 72%, T.
Tonn. 256-257°C (3 o-kcunony). 3HanaeHo, % N17,
33, S 13,19. PospaxoBaHo, %N 17,13, S 13,07. M
cnekTp (tabnetkn 3 KBr), v, cm™: 3300 (NH), 1620
(C=0); AMP H (y AMCO-dg), &, m.u. 3,82 (2H, c.),
3,95 (1H, c.), 7,20 (2H, T1.), 7,55 (1H, A, J=7,2l'y),
7,59 (1H, g, J =6,8I'u), 8,65 (1H, c.), 8,9 (1H, c.).

Mpuknag 5. 2-amiHO-3-(1-eTMnOeHsiMigason-2-
in)-4(5H)ketoTiodpeH. Ci3H13N30S. Buxig 71%, T.
Tonn. 228°C (3 6ytaHony). 3HangeHo, % N 16,34, S
12,42. Po3paxoBaHo, % N 16,2, S 12,36. |4 cnekTtp
(trabnetkn 3 KBr), v, cm™: 3400 (NH), 1630 (C=0);
AMP *H (y AMCO-dg), 5, m.u. 1,26 (3H, T1.), 3,83
(2H, c.), 4,26 (2H, k.), 7,21 (2H, T1.), 7,55 (1H, g,
J=7,2l"y), 7,58 (1H, o, J=6,8I"u), 8,66 (1H, c.), 8,97
(1H, c.).

Mpuknag 6. 2-AmiHo-3-(5,6-
anmeTnnbersimigason-2-in)-4(5H)keToTiodeH.
C13H13N30OS. Buxig 51%, T. Tonn. > 300°C (3
OM®A). 3HangeHo, %N 15,92, S 12,16. Po3paxoBa-
HO, % N 16,20 S 12,36. 4 cnekTp (Tabnetku 3 KBr),
v, cmt: 3450 (NH), 1620 (C=0); AMP 'H (y AMCO-
de), &, m.u. 3,89 (2H, c.), 2,28 (6H, c. ), 7,30 (1H,
c.), 7,35 (1H, c.), 9,48 (1H, c.), 10,07 (1H, c.), 11,77
(1H, c.).

Mpuknag 7. 2-AmiHO-3-(6eHsimigason-2-in)-5-
meTun-4(5H)ketotiodeH. CioH11N30S. Buxig 55%,
T. Tonn. 215°C (3 i-nponaHony). 3HanaeHo, % N 17,
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22, S 13, 15. PospaxoBaHo, % N 17,13, S 13,07. 4
cnektp (Tabnetku 3 KBr), v, cm™: 3400 (NH), 1620
(C=0); AMP *H (y AMCO-ds), &, m.u. 1,53 (3H, 4,
J=6,8'y), 4,08 (1H, k.), 7,12 (2H, T, J=2,8y), 7,51
(1H, g, J=2,4"y), 7,57 (1H, g, J=2lu), 9,55 (1H, c.),
10,07 (1H, ¢), 12,02 (1H, c.).

Mpuknag 8. 2-AmiHo-3-(1-meTunbeHsimigason-2-
in)-5-metnn-4(5H)ketotiodheH. Ci3H13N30S. Buxig
52%, T. Tonn. > 300°C (3 6ytaHony). 3HangeHo, %
N 16,19, S 12, 27. PospaxoBaHo, % N 16,2, S 12,36.
I4 cnekTp (TabneTku 3 KBr), v, cmM™: 3400 (NH),
1630 (C=0); AMP 'H (y OMCO-ds), &, mu. 1,52
(3H, g, J=7,2I"y), 3,69 (3H, c.), 3,99 (1H, k.), 7,21
(2H, 1.), 7,51 (1H, @, J = 6,8'u), 7.58 (1H, g, J=
7,2l'u), 8,70 (1H,c.), 9,05 (1H, c.).

Mpuknag 9. 2-AmiHo-3-(1,3-6eH3Tiadon-2-in)-
4(5H)keToTiodheH. C11HgN2OS,. Buxig 68%, T. Tonn.
> 300°C (3 6yrtaHony). 3HangeHo, % N 11,34, S
26,02. PospaxoBaHo, % N 11,28, S 25,82. I\ cnektp
(tabretku 3 KBr), v, cm™: 3400 (NH), 1630 (C=0);
AMP 'H (y IMCO-dg), &, m.u. 3,83 (2H, c.), 7,28
(1H, 7, J=8y), 7,39 (1H, 1, J=6,8I"u), 7,82 (1H, A, J
=7,2l'y), 7,92 (1H, o, J =7,2l"y), 9, 75 (1H, c.), 10,09
(1H, c.).

Mpuknag 10. 2-AmiHo-3-0.3-6eH30kc0301-2-in)-
4(5H)keToTiodheH. C11HgN2O,S. Buxig 54%, T. Tonn.
> 300°C (3 OyraHony). 3HamgeHo, %N 12,11, S
13,85. Po3paxoeaHo, % N 12,06, S 13,80. IY cnekTp
(tabneTku 3 KBr), v, cm™: 3400 (NH), 1630 (CO);
AMP 'H (y AIMCO-ds), &, m.u. 3,85 (2H, c.). 7,32
(2H, 1, J=7,2l"y), 7,64 (1H, g, J=7,2I'y ), 7,69 (1H,4,
J=7,2ru), 9,47 (1H, c.), 9,77 (1H, c.).

Mpuknag 11. 2-AmiHO-3-(4-(4-meTundeHin)-1.3-
Tiazon-2-in)-4(5H)ketoTtiodpeH. Ci14H12N20S,. Buxig
49%, T. Tonn. > 300°C (3 AM®A). 3HangeHo, % N
9,82, S 22,35. PospaxoBaHo, % N 9,71, S 22,23. 1Y
cnekTp (tabnetkn 3 KBr), v, cm™: 3400 (NH), 1640
(C=0); AMP 'H (y IMCO-ds), &, m.u. 2,34 (3H, c.)
3,89 (2H, c.), 7,26 (2H, g, J= 8,4I'u), 7,75 (1H, c.),
7,90 (2H, o, J =8,4I'y ), 9,60 (1H,c.), 9,73 (1H, c.).

Mpuknag 12. 2-AMiHo-3-(4-(4-xnopocbeHin3-1.3-
Tiazon-2-in)-4(5H)keToTtiodeH. C13HyCIN,OS,. Buxig
49%, T. Tonn. > 300°C (3 AM®A). 3HangeHo, % N
9,15, S 20,78. PospaxosaHoro N 9,07, S 20,72. M
cnekTp (Tabnetkn 3 KBr), v, cm™: 3400 (NH), 1630
(C=0); AMP H (y IMCO-de), &, m.u. 3,90 (2H, c.),
7,50 (2H, o, J=8,4I'u), 7.90 (1H, c.), 8,07 (2H, A, J =
8,4Tu). 9,62 (2H, c.).

Mpuknag 13. 2-AMiHO-3-(4-(4-6pomodoeHin)-1,3-
Tiason-2-in)-4(5H)ketoTiodpeH. C13H9BrN,OS,. Buxig
62 %, T. Tonn. > 300°C (3 AM®A). 3HangeHo, % N
8,02, S 18,21. PospaxosaHoro N 7,93, S 18,15. |M
cnekTp (Tabnetkn 3 KBr), v, cm™: 3400 (NH), 1630
(C=0); AMP *H (y AMCO-ds), &, m.u. 3,90 (2H, c.),
7,61 (2H, g, J=8lu), 7,91 (1H, c.), 8,01 (2H, 4, J-
8,4T"u), 9,61 (2H,c.).

Mpuknag 14. 2-AmiHo-3-(6-meTnn-4-okco-3.4-
aurigpoxiHasonin-2-in)-4(5H)keToTiodeH.
C13H11N3O2S. Buxig 75%, T. Ttonn. > 300°C (3
OM®A). 3HangeHo, %N 15,43, S 11,82. PospaxoBa-
Horo N 15,37, S 11,73. IY cnektp (TabneTkun 3 KBr),
v, cm™: 3500 (NH), 1630 (C=0); AMP 'H (y IMCO-
ds), &6, m.u. 2,41 (3H, c.), 3,97 (2H,c.), 7,59 (1H, g,
J= 8lu), 7,66 (1H, g, J- 8,8M'u), 7,85 (1H, c), 9,99
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(1H,c.), 10,57 (1H, c), 12,31 (1H,c).

Mpuknag 15. 2-AwmiHo-3-(6,8-anMeTuUn-4-0Kco-
3,4-purigpoxiHa3oniH-2-in)-4(5H)keToTiodeH.
C14H13N30S. Buxig 75 %, T. Tonn.> 300°C (3 MDA
). 3HangeHo, %N 14,73, S 11,30. Po3paxoBaHo. %
N 14,62, S 11,16. |4 cnektp (tabnetkn 3 KBr), v,
cm™: 3450 (NH), 1620 (C=0); AMP 'H (y AMCO-ds),
8, mu. 2,35 (3H,c.), 2,39 (3H,c.), 3,96 (2H,c.), 7,44
(1H, c.), 7,68 (1H, c.), 7,85 (1H, c). 10,11 (1H,c.),
10,48 (1H, c), 12,21 (1H,c ).

Mpuknag 16. 2-AmiHo-3-(6,7-4MMeTOKCK-4-0KCO-
3,4-purigpoxiHazoniH-2-in)-4(5H)keToTiodeH.
C14H13N304S. BI/IXip, 67%, T. Tonn > 300°C (3
OM®A). 3HainpgeHo, %N 13,21, S 10,21. PospaxoBa-
Horo N 13,16, S 10,04. IY cnektp (TabneTkn 3 KBr),
v, cM™: 3450 (NH), 1620 (C=0); AMP *H (y AMCO-
des), &, mu. 3,85 (3H,c.), 3,90 (3H,c.), 3,95 (2H,c.),
7,35 (1H, c.), 7,37 (1H, c.), 9,93 (1H,c.), 10,55 (1H,
c), 12,20 (1H,c).

Mpuknag 17. 2-AmiHo-3-(6-cpnyopo-4-okco-3,4-
AurigpoxiHasonin-2-in)-4(5H)keToTiodeH.
C12HgFN30O2S. Buxig 58%, T. tonn. > 300°C. (3
OM®A). 3nangeHoro N 15,25, S 11,5 8. Po3paxoBa-
Horo N15,15, S 11,56. Y cnektp (TabneTkn 3 KBr),
v, cM™: 3400 (NH), 1640 (C=0); AMP *H (y AMCO-
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ds), &, m.u. 3,96 (2H, c.), 7,64 (1H, o, J =9,2I'y),
7,69 (1H, g, J = 7,6lu), 7,84 (1H, c.), 9,99 (1H, c.),
10,46 (1H, c), 12,41 (1H, c).

Mpuknag 18. 2-AmiHO-3-(6-xnopo-4-okco-3J1-
aurigpoxiHasonin-2-in)-4(5H)keToTiodeH.
C12HsCIN3O2S. Buxig 61%, T. Tonn.> 300°C (3
OM®A). 3HangeHo, %N 14,45, S 11,02. PospaxoBa-
Horo N14,31, S 10,91. IY cnekTtp (TabneTkn 3 KBr),
v, em: 3350 (NH), 1630 (C=0); AMP 'H (y IMCO-
ds), &, m.u. 3,97 (2H, c.), 7,70 (1H, g, J = 9,2I'y),
7,78 (1H, g, J = 7,6ly), 7,94 (1H, c.), 9,95 (1H,c.),
10,46 (1H, c¢). 12,43 (1H,c).

Mpuknag 19. 2-AmiHo-3-(7-xnopo-4-okco-3,4-
aurigpoxiHasonin-2-in)-4(5H)keToTiodeH.
C12HsCIN3O2S. Buxig 58%, T. Tonn.> 300°C (3
OM®A). 3HangeHo, %N 14,27, 811,12. PospaxoBa-
Horo N14,31, S 10,91. IY cnekTtp (TabneTkn 3 KBr),
v, cmt: 3350 (NH), 1630 (C=0); AMP 'H (y AMCO-
de), &, m.u. 3,99 (2H, c.), 7,41 (1H, o, J =8,4Tw),
7,98 (1H, c.), 8,01 (1H,4,;= 8,4T'u), 10,05 (1H, c.),
10.50 (1H, ¢), 12,9 (1H, c.).

Komn’'totepHa BepcTka M.KntokiH

MignuchHe

Tupax 26 npum.
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