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T. B. KOUKKSIH, 9. B. APYTIOHSIH, B.C. APYTIOHSIH, A. 7. KOLIMHSH

HEKOTOPBIE XMMUWYECKUE ITIPEBPAIIIEHMA 2-KAPBOKCU2TUII-4-
-3AMENIEHHbBIX-4-ITEHTAHOJIN/10B

Ha ocHoBe Kap60KCI/IJ'IaKTOHOB CHUHTE3MPOBaHbl HOBBLIC [IPOU3BOJAHBIC
JIaKTOHCOACpKAIIUX THOMOYEBHUH U aMUI0B Kap6OKCI/IJ'IaKTOHOB.

W3BecTHBI IPON3BOIHBIE KAPOOKCHITAKTOHOB, KOTOPBIE 00JIaaf0T MIHPOKUM
CIIEKTPOM TIOJIC3HBIX CBOMCTB. B 4acTHOCTH CIIOKHBIC 3(QUPHI KAPOOKCHUIAKTOHOB
Pa3IMYHOrO CTPOCHUSI MPUMEHSIFOTCS B KQUeCTBE I00ABOK K PEAKTHBHOMY TOILIUBY
[1], aBIAIOTCS HMCXOOHBIMH COCAMHEHHUSIMU JJISI CHHTE3a T'€TEPOIUKINYECKUX
coequHenni [2]. Hekoropbie aMu bl KapOOKCHUIIAKTOHOB TPOSBISIFOT TIPOTHBOOITY -
XOJIEBYIO aKTUBHOCTH, THIIOTEH3MBHBIA 3(PdekT [3] m OKa3pIBalOT TOPMO3SIIEe
JIEHCTBYE HA aCIUTHYIO OMTyXOJIb Jpinxa u Menanomy B-16 [4]. Onucannsie B JiH-
TepaType HEMHOTOUYUCIICHHBIE MPECTABUTEIH JAKTOHCOACPKALIUX aAllUITHOMOYE-
BUH TPOSBISIOT MPOTUBOBOCHAIUTEIBHYIO, IPOTUBOCYAOPOKHYIO aKTUBHOCTH U
MBIIIIEYHO-pacciadstomniee aericteue [3]. Bolmen3noxkeHHOe MOATBEPKIAET aKTy-
ATBHOCTH UCCIIEIOBAHUN B 3TOM 00IACTH.

s momydeHust pa3iMYHBIX MPOW3BOIHBIX KapOOKCHMIAKTOHOB ITOCIICIHUE
OBbUIM MEPEeBENICHBI B XJIOPAHTUJPUIBI B3AUMOICHCTBUEM C XJIOPUCTHIM THOHUIOM

[5]:

CH,CH,COOH ~CH,CH,COCI
H,C socl, HC

O R O *

3, 4

C y4eToM BBICOKOH OHIIOTHYECKOW aKTHBHOCTH JIAKTOHCOJEpKAIluX
THOMOYEBHH W C UENhI0 HOBBIX COBMEIIEHHH (apMakohOpHBIX TPYII HaMHU
CHHTE3UPOBAaHbl  HEKOTOpBIE TMPEJCTABUTENM HOTOTO  Kjacca COEIWHEHUI
B3amMoJieiicTBUeM 3, 4 ¢ pOAHHWIOM Kalus U JATbHEUIIUM B3aUMOICHCTBHEM
MOJIYYEHHBIX allUJIM30THOLMAHATOB C aMUHAMM PA3IUYHOTO CTPOCHHUS:
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20 CH,CH,C

V
CHaCHzc ' H.C ~ '
KSCH| H,C 2 ~ R'-NH, H, NHCNH-R',
3,4 — 11)(0;0 NCS | ——= >< Xo I

R” Yo 3
5—10
R=H, CH;; R'=2,3-(CH;)-Ph; 2,6-(CH;)-Ph; 2,4-(Cl)-Ph.

Brixonbl KOHEUHBIX MPOAYKTOB 5—10 coctaBisitoT 53—74%.

C 1enbio noucka 6osice 3p(HEeKTUBHBIX OHOJOTMUSCKU aKTHBHBIX BEIIECCTB U
paclMpeHus apceHalia aMHUI0B KapOOKCUIIAKTOHOB HAMH CUHTE3UPOBAHBI HEKOTO-
pble aMuIbI B3auMozeiicTBueM 3, 4 ¢ aMMHaMHU:

CH,CH,COCI ,CHZCHZCfO
R 0 R O

11—16
R=H, CH;; R'=2,3-(CH;)-Ph; 2,6-(CH;),-Ph; 2,4-(Cl),-Ph.

Peaxmuio mpoBomuiam B aOCONIOTHOM areToHe B TeueHue 2 u. Bhuxomsl
amugoB 11-16 cocraBisior 82—94%.

Bce cuHTe3MpOBaHHBIE COCTUHEHHS OXapaKTEPU30BaHBI (PH3UKO-XMMHYEC-
KNMH KoHCTaHTamH, ganabMr UK- i SIMP 'H-criekTpoB, a nx 4ucTOTa IIpoBepeHa
MmetoaoMm TCX.

IkcnepuMeHTANIbHAsA 4YacTb. WK-cnexTpsl >kunkux cycnensuid 5—16 B
Ba3eIMHOBOM Macie moiydanu Ha mpuoope UR-20 mmm Nicolet FTIR NEXUS,
SIMP 'H-cnextpsl pactBopoB coemuHenuii 5-16 B CDCl; — Ha crekTpoMmerpe
Varian Model Merkury—300. TCX mpoBogunu Ha minactuHkax Silufol UV-254 B
cucreme cupt—OeH3zon=1:5 (A), nposiBieHne — mapamu oga. Temnepatypy mias-
JICHHSI OTIPEACIISIIM Ha MUKPOHArpeBaTeIbHOM CTOIMKEe Mapku Boetius.

Hcxonnple XJIOpaHTUAPUIEI 2-KapOOKCUITHII-4-3aMeIICHHBIX-4-TICHTaHOIHU-
JIOB CUHTE€3UPOBaHbI 1O [5].

1-3amewennvie-3-(4'3amewennvie-4"-nenmanonuoun-2"-Hsmunkapoonun)muo-
moueeunsnt (3—10). K 5,8 2 (0,06 moav) ponanunga xanust B 20 mz aGCOTOTHOTO
arneToHa npu oxyaxaeHuu nodasnsor 0,03 mons cooTBercTBYIOMIETO 3, 4 B 20 M
a0COJTIOTHOTO areToHa W rmepemermmuBaroT 0,5 ¥ mpW KOMHATHOH TemIeparype.
Hob6asmsroT 0,03 Mo COOTBETCTBYIONIETO aMuHa, iepememuBaioT 0,5 u mpu 20—
25°%Culy npu 55-60°C. Orrousor alleTOH, OXJIAXKJIAIOT U JOOABISIFOT BOIY.
BrimaBmme kpuctaiisl OTQHIBTPOBBIBAIOT, MPOMBIBAIOT BOAOW W IIEPEKPUCTAII-
JN30BBIBAIOT U3 BOJHOTO CIIHPTA.

UK-cmiexTp, v, e’ 1750 (C=0 naxron); 1680, 1690 (C=0O ammn); 1140,
1180 (C-0—C); 1580 (C=N); 1600 (apom.); 3050(=CH apom.); 3200, 3270 (NH).

1-(4-Memunbymanonudun-2-smoxkcuxapoonun)-3-(2, 3-oumemunghernui)muo-
moueguna (5). Boixox 55,9%. Ty, 134-136°C (cnmpt). Haiimeno, %: N 8,45;
S 9,63. C7H2,03N,S. Beruucneno, %: N 8,38; S 9,58. R¢ 0,69 (A).

SIMP 'H, 6, m.1.: 1,20 1 (3H, CH3); 1,63 u 2,60 1 (2H, CH, B konbue); 2,10
u 2,35 m (6H, CH; mpucoen. k 6eH3zonbsHOMY KOJbIly); 2,02 M (2H, CH, BHE KOIB-
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na); 2,10 m (2H, CH, Bue xonbna); 3,05 m (1H, CH B komnsie); 4,50 m (1H, CHO);
6,95 m (2H, CH apom.); 7,20 T (H, CH apom.); 11,70 ¢ (1H, NH); 12,60 ¢ (1H, NH).

1-(4-Memunbymarnonruoun-2-smunkapoonun)-3-(2,4-ouxnopgenun) muomo-
yesuna (6). Beixon 53,33%. Ty, 142-144°C (Bommbrit ciupt — 1:3). Haiineno, %:
N 7,46; S 8,57. C15H1503;N,SCl,. Boruncneno, %: N 7,50; S 8,53. R¢ 0,65 (A).

SIMP 'H, 6, m.1.: 1,20 1 (3H, CH3); 1,63 u 2,60 n (2H, CH, B kombIE);
2,02 m (2H, CH, Bue komema); 2,10 m (2H, CH, BHe kombma); 3,05 m (1H, CH B
koubiie); 4,50 m (1H, CHO); 7,30 m (1H, CH apowm.); 7,50 m (H, CH apom.); 8,35 m
(H, CH apom.); 11,85 ¢ (1H, NH); 12,60 ¢ (1H, NH).

1-(4-Memunbymanonuoui-2-smuikapoonun)-3-(2, 6-oumemuigherunr)muomo-
yesuna (7). Berxon 58,8%. Ty 120-122°C (BomubIlt criupT — 1:1). Halineno, %:
N 8,43; S 9,52. C;;H»pO3N,S. Beruuciaeno, %: N 8,38; S 9,58. Ry 0,68 (A).

SIMP 'H, J, m1.: 1,20 1 (3H, CH3); 1,63 u 2,60 o (2H, CH, B xoms1ie); 2,10
u 2,35 m (6H, CH; mpucoen. x OenzonpHOMY Koiblty); 2,02 m (2H, CH, BHe
koibma); 2,10 m (2H, CH, BHe konbia); 3,05 m (1H, CH B komsie); 4,50 m (1H,
CHO); 7,30 m (1H, CH apowm.); 7,0 m (3H, CH apom.); 11,85 ¢ (1H, NH); 12,60 c
(1H, NH).

1-(4,4-{umemunoymanonuoun-2-smoxcuxapoouun)-3-(2, 3-oumemuigpenu.)-
muomouesuna (8). Boixon 74,7%. Ty, 156—158°C (Boxmsiii crupt — 1:1). Haiizne-
HO, %: N 8,12; S 9,26. C,cH 303N,S. Beruucneno, %: N 8,05; S 9,20. R¢ 0,62 (A).

SIMP 'H, 5, m.x.: 1,42 u 1,50 1 (6H, CHj3); 1,90 u 2,70 n (2H, CH, B koib-
ne); 2,10 u 2,35 m (6H, CH; npucoen. k 6enzonpHOMY Koubiy); 2,02 m (2H, CH,
BHe koubna); 2,10 m (2H, CH, BHe komsma); 3,20 m (1H, CH B komsie); 7,05 m
(2H, CH apowm.); 7,20 m (H, CH apom.); 11,80 ¢ (1H, NH); 12,60 ¢ (1H, NH).

1-(4-/lumemunbymanonudun-2-smunkapoouun)-3-(2,4-ouxiopgenun)muo-
mouesuna (9). Beixon 66,84%. Ty, 143-145°C (Bommsrit ciupt — 3:7). Haiinero,
%: N 7,26; S 8,18. C;sH1305N,SCI,. Beruucneno, %: N 7,20; S 8,23. Ry 0,62 (A).

SIMP 'H, 6, m.: 1,42 1 1,50 1 (6H, CH3); 1,90 u 2,70 n (2H, CH, B k05B-
ue); 2,10 u 2,35 m (6H, CH; mpucoen. x 0eHzonpHOMY Koublty); 2,02 M (2H, CH,
BHe Konbia); 2,10 m (2H, CH, BHe xonbna); 3,20 m (1H, CH B konbiue); 7,30 m
(1H, CH apom.); 7,50 m (H, CH apom.); 8,35 m (H, CH apom.); 11,85 ¢ (1H, NH);
12,60 ¢ (1H, NH).

1-(4-/fumemunbymarnoaudun-2-smuxkapoonun)-3-(2, 6-oumemuigpenun) muo-
mouesuna (10). Boixon 66,1%. Ty, 137-139°C (Boamsrii crmpt — 1:2,5). Haiizero,
%: N 8,09; S 9,16. C;3H,403N,S. Berancneno, %: N 8,05; S 9,20. R¢ 0,60 (A).

SIMP 'H, 5, m.i.: 1,42 1 1,50 1 (6H, CHj3); 1,90 u 2,70 o (2H, CH, B koib-
ue); 2,10 u 2,35 m (6H, CH; mpucoen. xk 0eHzonpHOMY Koubity); 2,02 M (2H, CH,
BHe koieiia); 2,10 M (2H, CH, BHe xomnbma); 3,20 m (1H, CH B xombre); 7,0 m (3H,
CH apowm.); 11,85 ¢ (1H, NH); 12,60 ¢ (1H, NH).

Amuowt 2-xapoéoxcurmun-4-3ameuiennvix-4-nenmanonuooe(11-16). K
0,08 monb amuna B 60 Mz aOCOIOTHOTO aIleTOHA TIPH MEPEMEITMBAHUY TIPUKATTBI-
BaroT 0,04 mons coorBeTcTByIOMIETO 3, 4 B 40 M abc. anerona. [lepemernmBanue
npomomkaoT 2 u npu 20-25°C u 1 u npu KuneHuH anetoHa. ITocie OTTOHKH
arleToOHa OCTATOK OXJIAXKAAIOT M JOOABISIOT BOAY. BrImaBmme KpucTamuisl OT(HIiIh-
TPOBBIBAIOT, MpoMbIBatoT noakuciaennoit (HCI) Bogoit, 3aTreM mpocto BOAOH U Cy-
mar. [lepekpucTaun30BEIBAIOT 3 BOJJHOTO CITUPTA.
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UK crextp, v, eu™: 1760 (C=0 nakrton); 1690 (C=0 amun); 1140, 1180 (C—
—0-C); 1590 (C=N); 1600(apom.); 3050 (=CH apom.); 3250 (NH).

2,6-Humemunanunuo 2-kapooxcudsmun-4-nenmanoauoa (11). Berxon 94,5%.
T, 162-164°C (Bomubiii cimpt — 3:1). Haiineno, %: N 5,13. C;sH,;O;N. Boruuc-
neHo, %: N 5,09. R 0,48 (A).

SMP 'H, 6, m.x.: 1,20 1 (3H, CHs3); 1,63 u 2,60 n (2H, CH, B KombIE);
2,12 m (6H, CH; mpucoen. k 6eH30mpHOMY KOJIbILY ); 2,02 M (2H, CH, BHe konbna);
2,10 m (2H, CH, Bue komema); 3,05 m (1H, CH B xomema); 4,47 m (1H, CHO);
7,23 m (3H, CH apom.); 9,05 ¢ (1H, NH).

2,4-Jfuxnopanunud 2-xapboxcusmun-4-neumanoruda (12). Bexom 82,3%.
T 147-149°C (Bogmbnii crmpt — 1:2,5). Haiineno, %: N 4,38. C4H;503NCI,.
Brruucneno, %: N 4,43. Ry 0,42 (A).

SIMP 'H, 5, m.1.:1,20 1 (3H, CH3); 1,63 u 2,60 1 (2H, CH; B kombIie); 2,02 M
(2H, CH; BHe xomsma); 2,10 M (2H, CH, BHe konbna); 3,05 m (1H, CH B koibe);
4,47 m (1H, CHO); 7,23 m (H, CH apom.); 7,40 T (H, CH apom.); 7,90 T (H, CH
apom.); 9,40 ¢ (1H, NH).

2,3-/lumemunanunud 2-xapooxcusmun-4-nenmanoauoa (13). Berxox 90,9%.
Tas 113-115°C (Bommerit cimpt — 2:1). Haitneno, %: N 5,01. Ci¢H,;03N. Borumc-
neHo, %: N 5,09. Rr 0,45 (A).

SIMP 'H, 6, m.1.: 1,20 1 (3H, CH3); 1,63 u 2,60 o (2H, CH, B xome1ie); 2,10
u 2,35 m (6H, CH; mpucoen. x 6en3ompHOMYy KOJIbITy); 2,02 M (2H, CH, BHe
kosbna); 2,10 m (2H, CH, BHe konbna); 3,05 m (1H, CH B xonbne); 4,50 m (1H,
CHO); 6,95 m (2H, CH apowm.); 7,10 m (H, CH apowm.); 9,10 ¢ (1H, NH).

2,6-Humemunanunuo 2-kapooxcudsmun-4,4-oumemunoymanoauoa (14). Bui-
xo01 83%. Tha 155-157°C (Bommsrii civpt — 1:1,5). Haiineno, %: N 4,79. C1;H,303N.
Breruncneno %: N 4,84. Ry 0,60 (A).

SIMP 'H, J, m.1.:1,45 1 (6H, CH3); 1,90 m 2,50-2,80 n (2H, CH, B KomBIE);
2,02 m (2H, CH, BHe xombna); 2,10 m (2H, CH, BHe xombma); 2,20 m (6H, CH;
npucoen. Kk 6eH3onpHOMY KonbIly); 3,20 M (1H, CH B komsie); 6,95 m (1H, CH
apom.); 7,20 m (2H, CH apom.); 7,0 m (3H, CH apom.); 9,05 ¢ (1H, NH).

2,4-Huxnopanunuo 2-kapboxcusmun-4,4-oumemunoymarnoauoa (15). Berxon
87,8%. T 85-87°C (Bomubiii ciupt — 1:1). Hatineno, %: N 4,36. C;sH;,O;NCl,.
Brruucneno, %: N 4,24. Ry 0,57 (A).

SAMP 'H, 5, m.a.: 1,50 1 (6H, CH3); 1,90 u 2,50-2,80 1 (2H, CH, B konbe);
2,02 m (2H, CH, BHe xombua); 2,10 m (2H, CH, BHe konbna); 3,20 m (1H, CH B
koibeIte); 7,20 m (1H, CH apom.); 7,40 m (H, CH apom.); 7,90 m (H, CH apom.);
9,40 ¢ (1H, NH).

2,3-fumemunanuiud 2-kapboxcusmui-4,4-oumemunroymarnonuda (16). Bol-
xox 86,5%. T, 1081 10°C (Bommsrii crimpt — 1:1). Haiineno, %: N 4,91. C;7H,;03N.
Brruucneno, %: N 4,84. Ry 0,43 (A).

SIMP 'H, 6, m.x.: 1,45 1t (6H, CH3); 1,90 u 2,50-2,80 1 (2H, CH, B kombIIe);
2,10 u 2,35 m (6H, CH; nmpucoen. k 6eH3ompHOMY KombIty); 2,02 M (2H, CH, BHE
koibma); 2,10 m (2H, CH, BHe komnbma); 3,20 m (1H, CH B komsIte); 6,95 m (2H,
CH apowm.); 7,20 m (H, CH apom.); 9,20 ¢ (1H, NH).

Kagheopa opeanuueckoii xumuu Tlocmynuna 27.09.2010
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2-4ULLOLUDREONL-4-SEAULULIUD-4-NGLSULNLRYLELR NPNT
LhUuhtuylLu oNnkurunruLuer

Udthnthnid

GQuppopuhjwlunlitnh hhdw6 ypw vhlptiqyby GG jwyunnlb ywpniGwlnn
phnihquGjniptinh L yuppopuhjwunblGtnh wihnGtph Gnp wowbgjuGp:

T. V. KOCHIKYAN, E. V. HAROUTYUNYAN, V. S. HAROUTYUNYAN, A. E. KOTSINYAN

SOME CHEMICAL TRANSFORMATIONS OF 2-CARBOXYETHYL-4-
-SUBSTITUTED-4-PENTANOLIDS

Summary

New derivatives of lactone-contaning thioureas and amides of carboxy-
lactones have been synthesized on the base of carboxylactones.
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