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(57) Cnocid ofepXKaHHS 3aMilLleHnX 2-
ankinTtio(ceneHo)-3-uiaHo-1,4,5,6,7,8-

rekcarigpoxiHoOMiHiB, SKMA BiQPI3HAETbCA TUM, LWO
6araTokoMMNOHEHTHO 3miwytoTb anbgerign (1) 3 uia-
HoTio(ceneHo)aueTtamigom (lll) Ta umknorekcan-1,3-
gioHom (IV), kun'atate y etaHoni y npucyTtHocTi N-
MeTunmopdoniHy abo ninepuauHy, Aani obpobnsioTb
peakuiiHy cymiw BignosigHuM ankinranorexigom (V)
Ta 4O0BOASATb CyMiLLl 4O KUMiHHS.

KopucHa mogenb BiAHOCUTLCA A0 ranysi opraHiy-
HOro cuHTe3y i Moxe OyTu BMKOpWCTaHa B CUHTES3I
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ae, R=ankin, apun, retapwvn; R1=H, ankin, COAr,
COHet, COAIk, COOAlk, CONH;, CONHaAr,
CONHHet, CONHAIK, Ar, Het, CH=CH,, C(Me)=CH;
X=S§, Se; B=N-metunmopdoniH, ninepnaunH.

HaBepgeHi cnonykn MoXyTb 3HaNTN CBOE 3aCTOCY-
BaHHS $IK GIiONOMYHO aKTUBHI PEYOBUHM, 30KPEMA,
noxigHi 1,4-gurigponipmamnHis 3ariMaroTb ogHe 3 npo-
BiHMX MiCUb B psAi aKTUBHUX aHTaroHICTIB KanbLiito
[1], cepem 3amilleHMX YacTKOBO TrigpOBaHUX 2-
ankinTioxXiHONIHIB 3HanaeHi edeKTMBHI aHTaroHicTu
rnyTamaTHux peuentopie cy6tuna 1 (mGIuR1) [2].

3amiweHnx 2-ankinTio(ceneHo)-3-umaHo-1,4,5,6,7,8-
rekcarigpoxiHoniHiB 3aranbHoi dpopmynm (1)
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Cnonyku (1), iXx oTpMMaHHS, BNacTUBOCTI i BUKO-
PUCTaHHS B NATEHTHUX BUAAHHSAX HE OMUCaHI.

CTpykTypHi aHanorn crnonyk (l) oTpumyoTe npwu
B3aemogii  apunmeTuneHumnaHoTioaueTamigie  abo
anbperingiB Ta uiaHoTioaueTamiga 3 yukniyHMmMm CH-
Kucnotamm - aOuMegoHoM abo  uuknorekcaH-1,3-
OVOHOM, Y TNPUCYTHOCTI BTOPUHHUX Ta TPETUMHHMUX
aMiHiB, sika NPUBOAUTbL OO0 YTBOPEHHS YacTKOBO ria-
poOBaHUX XiHOMIH-2-TionaTiB amoHito abo BignNoBigHMX
iMm TioHiB. Mpu ankinyBaHHi OTPUMaHMX NPOAYKTIB
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peakuii oTPUMYIOTb Pi3HOMaHITHI LinboBi 2-ankinTio-
1,4,5,6,7,8-rekcarigpoxiHoninm [3-13].

3aBOaHHAM KOPUCHOI Mogerni € po3pobka cnoco-
Oy OTpuMMaHHA 3aMmilleHux 2-ankinTio(ceneHo)-3-
umaHo-1,4,5,6,7,8-rekcarigpoxiHoniHis (I).

MocTaBneHe 3aBaaHHA [OCAraeTbCA TUM, WO Y
cnocobi ogepXaHHA 3aMmilleHnx 2-ankintio(ceneHo)-
3-umaHo-1,4,5,6,7,8-rekcarigpoxiHONiHiB, SIKMA Xapak-
TEPU3YETLCA TUM, WO 6araTOKOMNOHEHTHO 3MILLYOTb
anbgerign (1) 3 uiaHoTio(ceneHo)aueTtamigom (Ill) Ta
umknorekcaH-1,3-guoHom (IV), kun'ataTe y eTaHoni y
npucyTtHocTi N-meTunmopdponiHa abo ninepuaunHy,
Aani obpobnstoTb peakuiiHy cymill BianoBigHWMM an-
kinranoreHigom (V) Ta 0OBOAATH CyMilWl OO0 KWMiHHS.
Buxoau uinboBux npoaykTis (1) 3Haxo4ATbLCA B Mexax
55-84%.

TexHiyHMn pesynbTaT - CTBOPEHHS cnocoby Gara-
TOKOMTMOHEHTHOIO OJEpXaHHA HOBWX CMOMyK, 3aMi-
LEeHnxX 2-ankinTio(ceneHo)-3-unaHo-1,4,5,6,7,8-
rekcarigpoxiHoninis (1).

OpepkaHi NpoaykTM MakTb [OCTaTHIO YUCTOTY
ONs aHanisy Ta Ansg noganblloro BWKOPUCTAHHS Y
CUHTES3I iHLWKMX XiIMIYHMX crnonyk, iX 6ygoBa aoBegeHa
3a gonomoroto 14- i AMP 1H-cneKTpocxoniT, enemeHT-
HOro aHaniay.

KopucHa mopenb nigTBepAXYETbCS HACTYNMHUMM
npuknagamu, Ski inocTpyloTb, ane He obmexyoTb i
ob6'em.

Mpuknag 1

Cymiw 2.25 M1 (20 MMoOnen) 2-
xnopbensanbgeriga (1), 2 r (20 mmonen) uiaHoTioue-
Tamiga (Ill), 2.24 r (20 mmonew) uuknorekcaH-1,3-
avony (IV) B 30 mn etaHony B mpucyTHOCTI 2.47 mn
(25 mmonen) ninepyauHy KMN'aTaTb 5 XBUNWH, A0 Hei
pobasnsatots 1.88 r (20 mmonen) o-xnopauetamigy
(V), 3HOBY [0OBOASATb 4O KUMiHHS, MiCAs YOro PO34uH
BiadinbTpoBylOTL 4Yepe3 naneposuin inbTp. Ocap,
o yTBOpuBCH, Yepe3 12 roauH BiadinsaoTb, NPOMU-
BalOTb €TaHONOM Ta rekcaHoMm. Buxig cnonyku (I,
R=2-CICgH4, R1=CONH,) - 62%, T1.nn. 256-258°C.
EnemeHTHun aHanis, sHamgeHo (%): C, 57.78; H,
4.11; N, 11.33. C18H16CIN30,S. Po3paxoBaHo (%): C,
57.83; H, 4.31; N,11.24. I4-cnekTp, vicm": 3159, 3308
(NH, NH3), 2193 (CN), 1622, 1648 (2CO). Cnektp
AMP *H (300 Mru, AMCO-ds, 8, m.4., J, u): 1.98,
2.23, 2.59 (tpu m, 6H, (CH2)3); 3.59, 3.68 (obuasa A,
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2H, SCHy, 2J=14.1); 5.07 gc, 1H, C(4)H); 7.22 (m, 3H,
H-Ar); 7.32 (g, 1H, H-Ar, °J=8.3); 7.53, 7.88 (obuaBa
posul. ¢, 2H, NH3); 10.69 (c, 1H, NH).

Mpuknag 2

AHanoriyHo npuknagy 1 npu BUKOPUCTaHHI MeTu-
nvoguaa (V) otpumytotb cnonyky (I, R=2-CICgHsa,
R1=H) - 78%, 1. nn. 238-240 °C. EnemeHTHU aHanis,
sHangeHo (%): C, 61.53; H, 4.51; N, 8.17.
C17H15CIN2OS. PospaxosaHo (%): C, 61.72; H, 4.57;
N, 8.47. IY-cnekTp, viem™: 3155 (NH), 2194 (CN),
1625 (CO). Cnektp AMP 'H (300 Mlu, AMCO-ds, 8,
m.g., J, Mu): 1.96, 2.22, 2.59 (tpu m, 6H, (CH2)3); 2.52
(c, 3H, SMe); 5.04 (c, 1H, C(4)H); 7.22 (m, 3H, H-Ar);
7.33 (g, 1H, H-Ar, 3J=8.2); 9.57 (c, 1H, NH).
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