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10. M. BosioBenko, E. B. Pecusinckasi, A. B. TBepaoxsie6os

CHUHTE3 3-TETAPWJI-1,2,4,5-TETPATUAPOIIUPPOJIO[1,2-a]-
XHUHA30JIMH-2,5-ITNOHOB

Paszpaboran ymoOHbIi MeTox cuHTe3a 3-rerapui-1,2,4,5-terparuapo-
muppodo[ 1,2-a]xuHa30muH-2,5-1MOHOB  [TyTeM B3auMOAeicTBHs  2-reTapui-3-
OKCO-4-X10pOYTUPOHHUTPHIIOB C 3aMEIICHHBIMH aHTPAHWIOBBIMHU KHCIOTAMH.

KuiroueBble cj10Ba: aHTPaHIIOBBIE KUCIOTHI, 3-0KCO-4-XTI0pOyTHPOHUTPIIIBL,
nupposo| 1,2-a]XxuHa30IuHEL.

[IponsBognspie muppono[1,2-a]xuHazonnHa 00MagaI0T MUPOKUM CIIEKTPOM
ounonormueckoit aktuBHOCTH [1-3]. Cpenn HUX HalIEeHBI COETMHEHUS, TPOSIB-
JSIFOIME aHanbretudeckue [1], rumoreHsuBHbIC [2], aHTUKOHBYJIbCHBHBIC [3]
CBOMCTBA. JTO CTUMYJIUPYET CUHTE3 HOBBIX COCIMHEHUN YKA3aHHOIO psifa, cpe-
M KOTOPBIX OCOOBI WHTEpEeC MPeAcTaBisoT muppoio[l,2-a]xuHazonuH-2,5-
IMOHBI, TaK KaK UX OMoJIorHueckre v (papMakoJIOTHIECKUE CBOIICTBAa HAaUMEHee
uccinenoBanbl. B To ke BpeMsi OHHM SBISIIOTCS W30MEPaMU XHMHA30JMHOBBIX
QJIKAJIOUI0B Psiia IeTaHUHA.

H3BecTHBI /1BE OCHOBHBIE CTpPAaTErHH MOCTPOSHHUs cKenera mupposnoll,2-a]-
XMHA30JIMH-2,5-110HOB. IlepBas cocTouT B mpeaBapUTEIbHOM HOCTPOCHUH XH-
HA30JIMHOBOI'O LHMKJIA C MOCIEAYIOLUIMM aHHEJIMPOBAaHWEM HHUPPOJILHOTO (par-
MEHTa IO TPaHH a. DTOT MOAXOJ MNPEAINOoJIaraeT HCIOJIb30BAHUE B KAaueCTBE
MCXOJIHBIX COCAMHECHHI 3aMEIICHHBIX 110 aMUHHOMY [4, 5] n/uim amunHOMYy [6]
aToOMy a30Ta aMHMJOB AaHTPAHMUJIOBOW KUCIOTHI. BTopas onupaercs Ha 00OpaTHyIO
MOCJIEI0BATEIILHOCTh: K TOTOBOMY MHUPPOJIBLHOMY KOJIBLLY TOCTPAWBAECTCs XHHA-
30JIMHOBBIM IMKJI, NIPUYEM aHHEIMPOBAHHE ITOCIEAHEro, Kak MNpaBHIIO, IPO-
TekaeT in Situ B mporecce 00pa3oBaHusl MUPPOIBLHOTO siipa. KitroueBbIM HHTEP-
MEAMAaTOM IIPH TAaKOM IOJXOJAE SIBISIOTCS Y-apUIaMUHOHUTPHIIBI, KOTOpBIE
TEHEPUPYIOT JINOO MyTeM alMIMPOBaHHS METHICHAKTUBHBIX HUTPUIOB 3()UPOM
N-(2-xapOokcupeHmwn)rauinuaa, JM00 aMUHHUPOBAHUEM Y-TaJOT€HHHUTPHIIOB
3QHUPOM aHTPAHUIOBOM KUCIOTHI [7—9].

OnucaHHbIE BbIIIE METOJbI CHHTE3a HCHOJIB3YIOT (PYHKIHMOHAJIBHBIE TPOU3-
BOJIHBIC AHTPAHWJIOBOM KHCJIOTBI M HE MO3BOJIAIOT MONyd4ath 6-,7-,8-,9-3ame-
meHHble ppoio| 1,2-a]xurazonun-2,5-11monsl. BBugy 6omnbiie 1oCTymTHOCTH
AQHTPAHWIOBBIX KHCJOT MO0 CPaBHEHUIO C MX (YHKIMOHAJIBHBIMH IPOU3BOJ-
HBIMH, IIPEJICTABISUIOCH aKTyalbHBIM Pa3paboTaTh Ha X OCHOBE METO] CHHTE3a
ruppono[ 1,2-a]xunHazonuH-2,5-1uoHoB. JlaHHas paboTa IMOCBSAIIEHA IOJIyde-
HUIO 3-TeTapuiI3aMelIeHHBIX nupposof 1,2-a]xuHa3onnH-2,5-1M0HOB 13 3ame-
LICHHBIX 2-aMUHOOEH30MHBIX KUCIIOT.
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la R+ R? = CH=CHCH=CH, b R'= CH3, ¢ R'*=Ph, d R = 4-CIC4H,, e R = 4-BrCgH,,
le—lAd g R R?=—(CH,)s; b—f R* = H; 3-5 a—f R+ R? = CH=CHCH=CH,

aR3= HbR3 CHs, R*=H,cR3=Et, R4 =H,dR®=Br,R*=H,eR®*=H,R*= CI,
fR3:F,R4 H;g,hR'=CH3 R°=H,g R®=R*=H,hR®*=R*=0CHj; i, j R* = Ph, R*=
iR*=R*=H,jR*=R*= OCHg,k—pRl—4 CIC6H4,R2 H kR®*=R*=H,IR*=CH, R*= H
mR3 R4 H,nR*=R*=0CH;, 0R®=1,R*=H, pR®=H, R* = CF3; g-u R = 4-BrC¢H,,
=H,qR*=R*=H,rR*=CH;, R*=H,sR®*=R*=0CH;, tR*=H,R*=Cl,
uR3—F R*= vaRl-lAd R2 H,vR®*=R*=H,wR®=CHs, R*=H;
x-z R+ R? = —(CHy)4—, xR*=R*=H,yR*=CH3, R*=H,zR*=|,R*= H;

3—5a—|,h zR5 H, m R® = CH;

BsaumopeiictBue 2-retapuin-3-okco-4-xnopOoyTuporuTpmiioB la—g ¢ antpa-
HUJIOBOW KHCJIOTOH M €€ 3aMEUICHHBIMH 2 B JMOKCAaHE B MPUCYTCTBHH SKBHBA-
JICHTHOTO KOJHMYECTBAa TPHATWJIAMHHA NpUBENO K 3-rerapmi-1,2,4,5-rerparun-
pormmppouo[ 1,2-a]xura3onus-2,5-muonam 3a—Z ¢ Beixogamu 55-90%.

[TepBoii cragueil peakuu SBISETCS, MO-BHIMMOMY, HYKJI€Oo(UIEHOE 3aMe-
IIEHHE aTOMa rajloreHa aTOMOM a30Ta aMHHOTPYIITEI C 00pa30BaHUEM MPOTYK-
Ta AJKWIMPOBaHHUA 4a-Z, KOTOPOE CONPOBOXKIAETCS BHYTPUMOJICKYIISIPHBIM
NPUCOETMHEHHEM aMUHOTPYIIBI K HUTPWIBHOM, BEAYIIUM K 1-apHi-2-aMUHO-
3-rerapun-4(5H)-okconupponam 5a—z. Ilocnenyromee BHYTPUMOIEKYISIPHOE
alMIIMPOBaHUE 110 AMHHOTPYIIE COCIMHEHHH 5 MPUBOAMT K KOHEYHBIM HPO-
aykTaMm 3a—Z. B ommcaHHyIO peakiHio BCTYHAIOT AJIKWI-, alIKOKCH-, T'aJOTeH-
3aMelICHHbIC aHTPAHUJIOBBIE KUCJIOTHI 2 ¢ 00pa30BaHUEM paHee He M3BECTHBIX
7-,8-,9-3amemennbix  1,2,4,5-rerparuapornuppono| 1,2-a]xuHa3zonuH-2,5-1MOHOB
3b—f,h,j,I-p,r—u,w.y,z. Beixomsl 3amenieHHbIX MUpposo[1,2-a]xuHa3onuH-2,5-
JHOHOB KOPPETHUPYIOT C OCHOBHOCTHIO aMUHOTPYIIITBl aHTPAHUIOBON KHCIIOTHI
1 U3MeHsIoTCs B uHTepBaie oT 70 (ms MeHee ocHOBHBIX) 10 90% (ans Oonee
OCHOBHBIX). B ciyuae wncnosnp3oBaHus 3-METHJIAHTPAHWIOBOH KHCIOTHI CO
CTEPHUYECKH 3aTPYyAHEHHON aMUHOTPYIIIION BBIXOJ COSAMHEHHS 3M CHUXKAETCS
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XapaKTepnchca CHHTE3UPOBAHHBIX coequHennii 3a-z

Tadonuma 1

Haiineno, %

Coe/:m; Bpyrro-popmyna Beoiuncneno, % Boixon, %
HCHHC
N S

3a C18H11N30,S 12.54 9.43 82
12.60 9.62

3b C19H13N30,S 12.32 9.46 80
12.10 9.23

3c C20H15N30,S 11.78 8.74 83
11.63 8.87

3d C18H10BrNzO2S 10.21 7.76 72
10.19 7.78

3e C1gH10CIN30,S 11.30 8.63 77
11.42 8.72

3f C18H10FN302S 12.09 8.98 73
11.96 9.13

3g Ci15H11N302S 14.01 10.89 85
14.13 10.78

3h C17H15N304S 11.88 9.09 69
11.76 8.97

3i C20H13N30,S 11.61 9.07 83
11.69 8.92

3j C22H17N304S 10.21 7.79 65
10.02 7.64

3k C20H12CIN30,S 10.53 8.33 90
10.67 8.14

3l C21H14CIN30,S 10.55 8.08 76
10.30 7.86

3m C21H14C|N3028 10.44 m 55
10.30 7.86

3n C22H16C|N304S w @ 81
9.91 7.57

30 C20H11C“N3028 ﬂ ﬂ 80
8.08 6.17

3p C21H11CIFsN302S 8.93 7.06 65
9.10 6.94

3q C20H12BrN3z0,S 9.84 7.49 81
9.59 7.32

3r C21H14BI’N3OQS M m 66
9.29 7.09

3s szHlGBI’N304S m m 86
8.43 6.43

3t C20H11BrCINz0,S 9.10 6.62 63
8.89 6.78

3u ConllBrFNg,OzS & @ 69
9.21 7.03

3v C18H15N3025 12.53 & 79
12.45 9.50

3w C19H17N3025 11.88 w 82
11.96 9.12

3X Ci18H14IN302S 9.12 7.13 7
9.07 6.92

3y C24H23N30.8 9.91 .74 81
10.02 7.68

3z CasH25N30.8 9.83 7.35 75
9.74 7.43

* CoenuHenus 3a—z miassarcs Boime 300 °C.
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Tabnuma 2

Jaunpie UK u SIMP 'H cnextpoB coeaunenmii 3a—z

. UK LV, eM T
Coeu CHeKTp, v, M Criexrp SIMP *H (8 CFsCO,D), 8, m. 1, KCCB, J (')
HEHHe cO npoyne*

1 2 3 4

3a 1660, 1720 | 955 (CSC) 5.16 (2H, ¢, CHy); 7.60 (1H, 1, J = 8.0, 9-H); 7.70-8.00 (3H, M,
2HR1+R2, 7-H); 8.18 (3H, M, 2HR1+rz, 8-H); 8.52 (1H, 1, J = 8.0,
6-H)

3b 1660, 1710 | 960 (CSC) 2.62 3H, ¢, CHs); 5.15 (2H, ¢, CHy); 7.53 (1H, 1, J = 8.0, 9-H);
7.74 (2H, M, Hra+ro); 8.00-8.19 (3H, M, 2HRru+ra, 8-H); 8.32 (1H,
¢, 6-H)

3c 1650,1710 | 960 (CSC) 1.41 (3H, 7, J = 10.0, CHg); 2.94 (2H, x, J = 10.0, CH,CH3); 5.16
(2H, ¢, CHy); 7.55 (1H, 1, J = 8.0, 9-H); 7.68-8.00 (2H, M,
Hgi+r2); 8.10 (3H, M, 2HR1+r2, 8-H); 8.35 (1H, ¢, 6-H)

3d 1670, 1700 | 955 (CSC) 5.14 (2H, ¢, CHp); 7.53 (1H, 1, J = 8.0, 9-H); 7.77-7.95 (2H, M,
Hra+ro); 8.13 (2H, M, Hri+r2); 8.24 (1H, 1. 1, 3J = 8.0, %1 = 2.0,
8-H); 8.60 (1H, 1, J = 2.0, 6-H)

3e 1710, 1670 | 970 (CSC) 5.13 (2H, ¢, CHy); 7.58-8.02 (4H, M, 2HRu+ra, 7-, 9-H);
8.08-8.25 (2H, M, Hri+r2); 8.45 (1H, 1, J = 8.0, 6-H)

3f 1670, 1700 | 965 (CSC) 5.18 (2H, ¢, CHy); 7.60-7.95 (4H, M, 2HRry+rz2, 8-, 9-H);
8.07-8.20 (3H, M, 2Hrg, 6-H)

3g 1650, 1720 2.70 3H, ¢, 4-CHs); 5.12 (2H, ¢, CH); 7.30 (1H, ¢, 5'-H);
7.50-7.80 (2H, xu T, J = 8.0, J=8.0, 9-H, 7-H); 8.10 (1H, T,
J=8.0, 8-H); 8.49 (1H, x, J = 8.0, 6-H)

3h 1660, 1680 | 1260 (COC) | 2.69 (3H, ¢, 4'-CHa); 4.17 (3H, ¢, OCHa); 4.20 (3H, ¢, OCHa);
5.12 (2H, ¢, CHy); 7.05 (1H, ¢, 9-H); 7.26 (1H, ¢, 5'-H); 7.86 (1H,
¢, 6-H)

3 1660, 1700 5.17 (2H, ¢, CHy); 7.55-7.85 (8H, M, 4'-Ph, 5'-,7-, 9-H); 8.12 (1H,
1,J = 8.0, 8-H); 8.50 (1H, 1, J = 8.0, 6-H)

3j 1650, 1690 | 1260 (COC) | 4.17 (3H, ¢, OCH3); 4.22 (3H, ¢, OCH3); 5.21 (2H, ¢, CHy); 7.09
(1H, ¢, 9-H); 7.60—7.80 (6H, M, 4'-Ph, 5'-H); 7.87 (1H, c, 6-H)

3k 1660, 1700 5.18 (2H, ¢, CH,); 7.54-7.83 (7H, M, 4'-Ar, 5, 7-, 9-H); 8.12
(1H, 1, J = 8.0, 8-H); 8.51 (1H, 1, J = 8.0, 6-H)

3l 1650, 1700 2.60 (3H, ¢, CH3); 5.21 (2H, ¢, CHy); 7.50 (1H, 1, J = 8.0, 9-H);
7.58-7.78 (5H, m, 4'-Ar, 5'-H); 7.95 (1H, 1, J = 8.0, 8-H); 8.28
(1H, ¢,6-H)

3m 1640, 1690 2.92 (3H, ¢, CHas); 5.20 (2H, ¢, CHy); 7.58-7.80 (6H, m, 4'-Ar,
5'-, 9-H); 7.95 (1H, 1, J = 8.0, 8-H); 8.40 (1H, 1, J = 8.0, 6-H)

3n 1650, 1700 | 1260 (COC) | 4.17 (3H, ¢, OCHa3); 4.21 (3H, ¢, OCHa); 5.20 (2H, ¢, CHy); 7.08
(1H, ¢, 9-H); 7.66 (SH, m, 4'-Ar, 5'-H); 7.87 (1H, c, 6-H)

30 1660, 1720 5.20 (2H, ¢, CHp); 7.35 (1H, 1, J = 8.0, 9-H); 7.60-7.80 (5H, M,
4-Ar, 5'-H); 8.38 (1H, 1. 1, °J = 8.0, “J = 2.0, 8-H); 8.80 (1H, 1,
J =20, 6-H)

3p 1660, 1700 5.23 (2H, ¢, CHyp); 7.66 (7TH, m, 4'-Ar, 5'-, 7-, 9-H); 8.56 (1H, n,
J=8.0, 6-H)

3q 1670, 1690 5.17 (2H, ¢, CH,); 7.55-7.86 (7H, M, 4'-Ar, 5, 7-, 9-H); 8.12
(1H, 1, J = 8.0, 8-H); 8.50 (1H, 1, J = 8.0, 6-H)

3r 1650, 1710 2.61 3H, ¢, CH3); 5.16 (2H, ¢, CHy); 7.52 (1H, 1, J = 8.0, 9-H);
7.60-8.00 (6H, M, 4'-Ar, 5'-, 8-H); 8.29 (1H, ¢, 6-H)

3s 1640, 1680 | 1265 (COC) | 4.17 (3H, ¢, OCHs); 4.22 (3H, ¢, OCHs); 5.20 (2H, ¢, CH,); 7.09
(1H, ¢, 9-H); 7.61 (2H, 1, J = 8.0, 4-Ar); 7.70 (1H, ¢, 5-H); 7.80
(2H, 1, J = 8.0, 4-Ar); 7.90 (1H, ¢, 6-H)

3t 1660, 1700 5.20 (2H, ¢, CH,); 7.56-7.77 (7H, M, 4'-Ar, 5, 7-, 9-H); 8.42
(1H, 1, J = 8.0, 6-H)

3u 1670, 1700 5.16 (2H, ¢, CH,); 7.56-7.76 (7H, M, 4'-Ar, 5, 8-, 9-H); 8.15

(1H, 1. 1, %3 = 8.0, 3= 4.0, 6-H)
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OKOHYaHue TaAaOAUILBI 2

1 2 3 4

3v | 1660,1700 | 2820, 2850 1.94 (6H, m, 3CH, B Ad); 2.12 (6H, M, 3CH, B Ad); 2.23 (3H,
(CH) CHag); 5.15 (2H, ¢, CHy); 7.29 (1H, ¢, 5'-H); 7.55 (1H, 1, J = 8.0,
9-H); 7.76 (1H, 1, J = 8.0, 7-H); 8.10 (1H, 7, J = 8.0, 8-H); 8.45
(1H, 1, J = 8.0, 6-H)

3w | 1660,1700 | 2820, 2850 1.94 (6H, m, 3CH, B Ad); 2.12 (6H, M, 3CH, B Ad); 2.23 (3H,

(CH) CHag); 2.59 (3H, ¢, CHa); 5.12 (2H, ¢, CHy); 7.37 (1H, ¢, 5'-H);
7.48 (1H, 1, J = 8.0, 9-H); 7.92 (1H, 1, J = 8.0, 8-H); 8.29 (1H,
¢, 6-H)

3x 1640, 1700 | 2850 (CH) 2.09 (4H, ¢, Hri+r2); 2.95 (4H, ¢, Hri+ry); 5.07 (2H, ¢, CHy);
7.50 (1H, 1, J = 8.0, 9-H); 7.71 (1H, 1, J = 8.0, 7-H); 8.1 (1H, T,
J=8.0, 8-H); 8.45 (1H, 1, J = 8.0, 6-H)

3y 1660, 1720 | 2850 (CH) 2.09 (4H, ¢, Hri+r2); 2.59 (3H, ¢, CHz); 2.93 (4H, ¢, Hruro);
5.04 (2H, ¢, CHp); 7.42 (1H, 1, J = 8.0, 9-H); 7.90 (1H, 1, J = 8.0,
8-H); 8.27 (1H, ¢, 6-H)

3z 1650, 1710 2.07 (4H, ¢, Hri+r2); 2.93 (4H, ¢, Hri+r2); 5.47 (2H, ¢, CHy);
7.28 (1H, 1, J = 8.0, 9-H); 8.35 (1H, 1. 1, °J = 8.0, *J = 2.0, 8-H);
8.75 (1H, 1, J = 2.0, 6-H)

* B UK crektpax 0€H30THA30IMIIPOU3BOIHBIX 3a—f HabmomaeTcst CHiIbHAsE MOJIOCA MTOTIOICHHUS
CSC, mo-BuauMoMmy, 00yCIOBICHHAs aCHMMETPHUYHBIMU BaleHTHbIMU KoneOanusmu CSC (B
UK crekTpax OCTaJbHBIX COSAMHEHHUH 3Ta Mmojoca ciabas U Cpead APYrux He BBIACIACTCS),
st coenuuennii 3h,j,n,s cunbHas mosoca nornomenuss CSC 00ycioBieHa aCHMMETPHIHBIMA
BasnieHTHBIMH KostebanmssMu COC (momnoca cummeTpudHbIX Kostebanuii COC MaloMHTEHCHBHA U
Cpely IPYTHX HOJIOC HE BBIACISIETCS).

10 55%. ManoocHOBHBIE aHTPAHMUIIOBBIE KUCIJIOTHI, TAKUE KaK S-HUTPO-, 3-Me-
TUI-5-XJ10p- U 3,5-AUXJIOPaHTPAHWIOBAS, B JaHHYIO PEaKLHIO HE BCTYMAIOT.

[IpennonaraeMelii MEXaHU3M PEAKLUH MOATBEPKAAETCS MOJACIBHBIMU IIpe-
BpAILLCHUSMH TAJIOTEHHUTPWIOB 1a—€ mpu MX B3aUMOAEHUCTBUM C BTOPHYHBIMHU
[10, 11] u mepBuunbiME [9, 11, 12] aMmuHamMu, ¢ 0Opa3oBaHUEM TPOIYKTOB THIIA
4 u 5 coorBercTBeHHO. CTPYKTYypa MPOAYKTOB 38-Z MOATBEPKACHA AaHHBIMHU
UK cnekrpockonuu u SAMP 1H, a TaKke HICHTHYHOCTBIO COeAWHEHHH 33,0
oOpasiam, MorydeHHBIM APYTUM METO/IOM [9].

B criektpax SIMP 'H coemunenuit 3a,9,i,K,q,w,X, 3amucansbix B JMCO-dg,
HaOIIFOIaeTCsl OJTHOMPOTOHHBIN nyOser mporona 6-H B obmactu 8.4-8.5 M. 1.
Casur 3Toro curHaiga B ciaboe 1oje IO CpaBHEHUIO ¢ curHanom 6-H B uc-
XOAHOM aHTPaHWIIOBOHM KucyoTe (TIpH 7.8 M. 11.) 00YCIIOBIIEH 1€39KPaHUPYIOIIUM
BIMSIHUEM MarHUTHOAHU30TPOIHON KapOOHWJIBHOW TPYMIBI B IOJIOKEHHH 5.
B cnekTpax ykazaHHBIX COEAMHEHHMH NPHCYTCTBYET TaKXKe ABYXIPOTOHHBIH
cunriier rpynnsl CH, B o0nactu 4.5-4.8 M. 1., HaJMYKE KOTOPOTO MO3BOJISET
yTBEPXKJaTh, YTO B JAHHBIX YCIOBHUIX coeanHeHus 3a,0,1,K,q,W,X cymecTByoT
B KeToHHOU TayToMepHOH ¢dopme. Onnako B CF;COOD curnan metnineHoBoi
IPYIIBl MEAJICHHO YMEHBIIAETCSI BO BpPEMEHH (TIOJTHOCTBIO Mcue3aeT uepe3 1-2 u).
3TO CBUIETENBCTBYET O ACHTEPUPOBAHUHU COSAMHEHHN 38—Z 1O MOJIOKEHHUIO 1,
MPOTEKAIOLIEMY, OUEBUIHO, UEPE3 EHOJIbHYIO POpMYy.
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B UK cnekrpax mupposo[1,2-a]XuHa301HHIMOHOB 38—Z MPUCYTCTBYIOT JIBE
CHJIbHBIE TIOJIOCHI BAJICHTHBIX KOJICOaHW KapOOHWIBHBIX TPYII B 00JAcTH
1720-1680 (5-CO) u 1660-1640 cm* (2-CO)*. BaneHTHbIC KONCOAHHUS CBSI3H
N-H na6monaiorcs B Bie cnabbix mosoc B o6mactu 3200-3150 cv ™.

Taxum oOpa3zom, HaMH pa3paboTaH METOA CHHTEe3a 3-retapui-1,2,4,5-teTpa-
THAPONTUPPOII0[1,2-a]XMHA30MH-2,5-TMOHOB, KOTOPbIE MOTYT MPEICTABIISTH UHTE-
pec Kak OHOJIOTUYECKU aKTHBHBIC TIpenapaThl.

SKCHEPUMEHTAJIBHASL YACTb

KoHTposb 32 X0/10M peaKLii 1 YUCTOTOMN MONY4YSHHBIX BELIECTB OCYIIECTBISUICS C HOMOLIBIO
TCX ua macruakax Silufol UV-254 B cucremax xmopopopm—meranod, 9 : 1, u 6eH301-3TaHOI,
9:1. UK cniektpsl 3anmcanbl Ha pudope Pye Unicam SP 3-300 B ta6nerkax KBr. Crekrpsr SIMP
'H sammcansr 8 JMCO-dg, CF3CO,D Ha mpubope Bruker WP-100 SY (100 MI'm).

AHanuTH4ecKue XapakTepucTHKH 3-rerapui-1,2,4,5-terparuaponuppono|1,2-a]xuHa3onuH-
2,5-1MOHOB MpUBeIeHBI B Ta0M. 1, CrieKTpaibHbIE XapaKTEPUCTUKH — B Ta0. 2.

2-T'erapui-3-okco-4-xnopOyrupouutpuisl 1la—e [10, 12] u 3amemnieHHble 2-aMHHOOEH30WHBIE
kucnotsl 2 [13, 14] nosy4eHsl COrIaCHO H3BECTHBIM METOJUKAM.

2-[4-(1-AnamanTiia)THazon-2-ui)-3-okco-4-xaopoyruponurpui (1f). A. K pacrsopy 9.3 ¢
(0.093 mosb) THONMAaHaNeTaMuaa B 50 M aTaHona no6asisiior 24 1 (0.093 mons) 1-(a-Opomarie-
TUWT)azaMaHTaHa [15], mpu 3TOM MPOUCXOTUT Pa3oTrpeBaHHE CMECH M PACTBOPEHHE OPOMKETOHA,
yepe3 10 MHH BBINANAIOT XKENThIE KPUCTALIBI rHapobpomuaa 4-(1-agamanTin)-2-1IMaHOMETHII-
Trazona. CMech OXJIaXIA0T, 0CaIoK THAPOOPOMHUAA OTPHUIBTPOBHIBAIOT M MPOMBIBAIOT 3TaHO-
nom. IlomydeHnsle kpucTamisl 00padaTeiBaloT 25% pacTBopoM ammuaka (oxono 50 mi), mpu
9TOM OHM IIPEBPAIIAIOTCSA B MAcClo, KOTOPOE OTIENSIOT ¢ HMOMOIIBIO JCIUTEIBHON BOPOHKH.
BopHo-amMMuauHBIil ci10# dKCTparupyroT OeHzonmoMm (2 x 30 M), SKCTpakT OOBEOUHSIOT C
MOJTyYSHHBIM MAaclIOM, IPOMBIBAIOT BOIOH (2 X 50 mu) u BeicymmBator MgSO,. BeH30i1 OTroHs0T
B BaKyyMe BOJOCTPYHHOIO Hacoca, OCTATOK MEPErOHSIOT B BaKyyMe, coOupast YpaKLHio C T. KHII.
176-181 °C (0.07 MM pT. cT.), KOTOpas KpUCTauU3yeTcs B npueMuuke. ITomyyator 17 1 (71%)
4-(1-amamarTin)-2-manoMeritrasona. T. mr. 47 °C. Crextp SIMP H (8 IMCO-dg), 8, M. 1.:
7.20 (1H, ¢, 5-H); 4.50 (2H, ¢, CHy); 2.02 (3H, m, 3CH B Ad); 1.92 (6H, M, 3CH, B Ad); 1.73
(6H, m, 3CH, B Ad). Haiineno, %: N 9.92; S 11.01. C15HgN,S. Beraucneno, %: N 9.71; S 11.12.

B. K pacteopy 5.1 r (0.02 monb) 4-(1-agamantin)-2-tmanomermitrazona u 1.7 wmi
(0.021 moms) mmpuamHa B 8 M cyxoro auokcaHa mpobasmsor 1.6 i (0.021 wmomb)
XJIopaleTmwixiopuaa. IIpy 5ToM NPOMCXOAUT Pa30rpeBaHHE CMECH M BBINAIACT XKENThIH 0Ca/IOK.
[onmydeHHyro cMech HarpeBaloT Ha BoAsHOW Oane 1 4. [locie oxXiakIeHHs BBINABIIAN OCATOK
OT(UIBTPOBBIBAIOT, IIPOMBIBAIOT ANOKCAHOM, 3aTeM Bomoi. [lomyqaror 6.1 T (91%) coennnenus
1f. T. mr. 178 °C (u3 mmokcana). Criektp SIMP H (B IMCO-dg), &, m. x.: 13.20 (1H, mmp. c,
NH); 7.25 (1H, ¢, 5-H); 4.40 (2H, ¢, CH,); 2.02 (3H, M, 3CH B Ad); 1.92 (6H, M, 3CH, B Ad);
1.76 (6H, m, 3CH, B Ad). Haiineno, %: Cl 10.52; N 7.79; S 8.93. C;;H;oCIN,OS.
Brruncneno, %: Cl 10.59; N 7.68; S 8.79.

3-Okco-2-(4,5,6,7-TeTparnapoden3oruason-2-ui)-4-xaopoyruponurpua (1g9.). A. K rops-
yemy pactBopy 40 T (0.4 Mons) THOIMaHaneTamuaa B 250 M uzonponanona nodasisror 70.8 T
(0.4 Mo31B) 2-OpOMIMKIIOTeKCAHOHA U KUIIATAT cMech 1.5 4. PacTBopuTeNb yrapuBarmT B BaKyyMe,
MOTydeHHOe Macino obpadaTeiBatoT 25% pacTBopom ammuaka (150 mir). BogHo-aMMmuauHbIi coit
9KcTparupyioT 6enzonom (3 x 50 mi), 00beAMHEHHBIH KCTPAKT MPOMBIBAIOT BOIOM (2 X 50 M) u
BeicymmBaloT MQSQO,. BeH30m OTroHAIOT B BakyyMe BOJOCTPYWHOI'O HAcoca, OCTAaTOK Iepe-
TOHSIOT B BaKyyMe, cobupas ¢ppakuuto ¢ T. kutm. 123-128 °C (0.06 mm pr. ct.). [lomyuator 58 T

* Panee B paborax [7-9] ommbouHO ObUIO clienaHo 00paTHOE OTHECEHHE IOJIOC TOTIIOMICHHS
KapOOHWIbHBIX Tpyni. AHanmu3 MK CreKTpoB 3aMeIIeHHBIX CHHTE3HPOBAHHBIX COCAHMHEHHH 3
MOKa3all, YTO BBEICHUE 3aMeCTUTeNeil B MOIoXKeHus 7, 8, 1 9 OKa3bIBaeT 3aMETHOE BIIHSHHUE JIHIIb
Ha TOJIOKEHHE 0oJiee KOPOTKOBOJIHOBOH IIOJIOCHI MOTJIOIICHHS, YTO IO3BOJSIET OTHECTH e Kak
kostebanue rpymmst 5-CO.
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(81%) 4,5,6,7-TeTparnapo-2-nuaHoMeTHIGeH30THa307a. Criektp AIMP 'H (8 JIMCO-dg), 8, M. 1.:
4.50 (2H, ¢, CHy); 2.02 (4H, M, 4, 4-, 7, 7-Hp); 1.92 (4H, ™, 5-, 5-, 6-, 6-H,). Haiineno, %:
N 15.82; S 18.11. CgH1oN,S. Beruucieno, %: N 15.73; S 17.97.

B. K pactBopy 3.2 mi (0.02 mounb) 2-nimanometwin-4,5,6,7-rerparuapobensotrasona u 1.7 miu
(0.021 monp) mupununa B 10 M1 cyxoro anokcana no6asinstoT 1.6 mu (0.021 monp) xopareru-
xsuopuga. [Ipy 3TOM NPOUCXOAUT PA30TrPEBAHUE CMECU M BBINANAET XKeJIThIH ocanok. Ilomyuen-
HYyI0 CMeCh HarpeBaloT Ha BOJsHOI Oane 1 4. ITocne oxyaxIeHUs BBINABIIMHA OCAIOK OT(HIb-
TPOBBIBAIOT, MIPOMBIBAIOT AMOKCAHOM, 3aTeM BojoH. [lomyuaror 4.0 v (80%) coenunenus 1g.
T. . 205 °C (u3 auokcana). Cnexktp SIMP H (8 IMCO-dg), &, M. 1.: 13.20 (1H, ump. ¢, NH);
4.40 (ZH, C, CHz), 2.50 (4H, M, HR1+R2); 1.76 (4H, M, HR1+RZ)' HaﬁﬂeHO, %: Cl 1396, N 1002,
S 11.13. C4;H1;CIN,OS. Briuucieno, %: Cl 13.92; N 11.00; S 11.26.

3-(2-Benzoruazoamn)-1,2,4,5-rerparuaponupposio[1,2-a]xunazonun-2,5-quon (3a). (06-
mas Metoauka cuure3a 3-(4-R-5R*-tnazomui-2)-1,2,4,5-rerparuaponuppo.o[1,2-a]xunaso-
smH-2,5-muoHoB (3a-z). K cycnensuu 0.75 r (0.003 Moib) 2-(2-6eH30THA301HIT)-3-0KCO-4-XIT0p-
Oyruponurpuia la u 0.45 r (0.0035 Mosb) aHTPaHUIIOBOW KHUCIIOTH 2 B 5 MIT JHOKcaHa 100aB-
0T 0.48 Mt (0.0035 Moiip) TpUSTHIAMHHA M KUIATAT 6 9 10 MCYE3HOBEHHUS UCXOJHOTO HH-
Tpmwia la u3 peaknuoHHoil cmecu (TCX). Cmech OXJa)AalOT, BBINABLINA OCAJ0K OTGUIBTPO-
BBIBAIOT, NPOMBIBAIOT JHOKCAHOM, 3aTeM BOJOH. OCaloK BBHICYLIMBAIOT M HEPEKPHCTAILIH30-
BeiBatoT u3 JIM®A. ITomygaror 0.80 r coenuaeHus 3a.

CIINCOK JIUTEPATYPBHI

E. Wolf, B. Duffy, US Pat. 3883524; Chem.Abstr., 83, 131624 (1975).

F. Ishikawa, A. Kosasayama, K. Abiko, Jpn Pat. 7844593; Chem. Abstr., 89, 194584 (1978).
M. Suesse, Ger. (East) Pat. 142333; Chem. Abstr., 94, 175162 (1981).

T. Kurihara, T. Tani, J. Heterocycl. Chem., 17, 945 (1980).

K. Osaki, Y. Yamada, T. Oine, Chem. Pharm. Bull., 31, 2234 (1983).

H. G. Hehning, H. Haber, Monatsch. Chem., 119, 1405 (1988).

@. C. babuues, 0. M. Bosnosenko, Yip. xum. scypu., 43, 711 (1977).

B. A. Koerynenko, U. I1. Kynuerckas, B. C. Tonmauera, B. M. Kucens, 0. M. Bososenko,

Vrp. xum. ocypn., 61, 43 (1995).

9. E. B. Pecnsuckas, T. B. lllokoux, FO. M. Bonosenko, A. B. Teepnoxne6os, X7'C, 1412
(1999).

10. IO. M. Bomnoserko, T. A. Bonosrenko, A. B. Teepnoxie6os, X7'C, 1101 (2001).

11. A. B. Teepumoxiue6os, FO. M. Bonosenko, T. B. Illokox, XI"C, 50 (1998).

12. 0. M. Bonogenko, T. B. Illokon, A. C. Mepkyinos, @. C. babuues, Yxp. xum. scypn., 59, 55
(1993).

13. A. Mooradian, C. Suter, J. Am. Chem. Soc., 71, 3507 (1949).

14. T. U. Kynruery, M. A. Pextep, Hzamun u e2o npouszsoonsie, llltnunna, Kumuues, 1977,

50.

15. H. Stetter, E. Rausher, Chem. Ber., 93, 2054 (1960).

0N O~ WNE

Kuescxuti Hayuonanvrulil yHusepcumem Tocmynuno 6 pedaxyuro 23.06.2000
um. Tapaca Lllesuenxo, Kues 01033,

Yrpauna

e-mail:atver@mail.univ.kiev.ua

366



