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CUHTE3 N;BAMEIIIEHHLIX 3-AMAHOTHUAIOININH-4-OHOB,
COAEPKAININX T'ETAPWIBHBIE ®PATMEHTEIL

Konnencanme#t N-(3,5-muxnopnupunun-2)- u N-(6eH30THA30I-2-THOATIE-
THLTHAPa30HOB KapOOHHILHEIX COSIMHEHMI C THOTIHKOIEBOY KUCIOTOH CUHTE-
3upoBansl 3-(3,5-mmxtopmupuani-2)amMuso- ¥ 3-[N-(6eH30THA30HMII-2-THOalle-
tum)amuao|-2-R'-2-RE-rrazonumnu-4-omsL. BaauMoneiicTerem 1-(6eH30THABOREI-
2-tuoauetnn)-4-R-troceMukapba3unoB ¢ XIOPYKCYCHOM KHCIOTOH B HpPUCYT-
CTBMM arerara HaTpus MoaydeHel 2-[N-(GeH30THAa30MMI-2-THOANETIN ) THADa3o-
HO]-3-R-Tuazonumun-4-0oHbl. YV CTanoBieHo, 910 N-(OeH30THA30IBIT-2-THOAIICTH )-
THApa3oHbl B TBEPACM COCTOSHMM M B PacTBOpaX CYMIECTBYIOT B BHIE PABHO-
BecHo# cmecu EZ- u  EE-u30Mepos, BCNIGNCTBHE 3aTOPMOXKEHHOIO BPALICHMS
BOKDYT AMHAHOM CBI3H N-CO.

Kirouesnie cIoBa: N-auﬂﬂl‘lflﬂp%OHLL 1~aHHHTHOCCMHKap633HﬂLL Oenzo-
TI/IE.-30II, FHI[paBOHbI,VﬂHXHOpHHpHEI/IHLZ, THOTTIMKOJEBAY KUCIOTa, THA30MUANH-4-
OH, KOBACHCaNMA.

T'eTapumzaMerieHHbE THaSOJII’I,ZII/IH-4-OHBI HATIpUMED, COOEPIKaIFe PparMeHTEl
A’-pMuIasONMHA [1], tuasona [2, 3], Gersumunasona [4], axpunu=a [S5], xuHaso-
nua-4(3H)-oHa [6], CuM-TpI/IaBI/EHa [7], OpOSBIAIOT BBICOKYIO aHTHOAKTEpHAIb-
HYIO, HpOTHBOMHKpo6Hy}o U HpOTI/IBOOHyXOJ'EeByIO AKTHUBHOCTD, 2 TAJOKE OKa-
3uIBaroT BaugHHe Ha [IHC. -

B nacrosmie# pabore cooGmaercs o nosyseHAn N-3aMeIleHHEIX 3-aMuHO-
THA30JIUINH-4-0HOB, COACPKAIKX 3,5-IUXJIOPUUPUANIbEbIE Win OeH3oTua-
30JIBHBINA (parMeHThl. [Ipor3BOHbIE THA30MUANH-4-0Ha ¢ 6eH30THAZOIUIIBHBI-
MU 32MECTHTEIIMH MAJIO U3YUEHB! U MPEICTABICHH B JIHTEPaType elIUHHYHBI-
mu npumepamu [8]. CeeoeHHs O CHHTE3€ THa30IMIUH-4-OHOB, HMEIOLIMX IH-
XIIOPTHPHINIBHEIS 32aMECTHTENH, IO HACTOSIIETO BPEMEHH OTCYTCTBYIOT.

YnoOHEIME CHHTOHAMHA [T HONTYUEHUS MPOU3BOAHBIX Tna3onymnﬁa ABMIS-
IOTCS coenvHeHus ¢ rpymnituposkamu C=N — azometussl [1, 3,4, 6,7, 9, 10], ruz-
pa3oHe! {5, 11], N-amunrunpazouns! [12] u THOCCMI/IKaPGaBOHLI {13]. B nmausHOHU
paboTe B KauecTBE WCXOZHBIX BEIECTB OBUIM HCIIONB30BAHBI IPOXYKTHI KOH-
nercammu N-(3,5-muxmnoprupunun-2)ruapasusa (1) u runpasuna GeHzorua-
30MAI-2-THOYKCYCHOM KUCHOTEL (2) ¢ pasiudubiMe KapOOHUNBHBIME COETAHE-
HUAMH — N-(3,5- 110 p I pUAHI-2 )r i Apa3soHbl 3a—g HN—(6CH30TH&30HI/UI—2—TI/IO—
aLeTA ) THAPA3OHE! 4a—f (tabsm. 1).

B pesynsraTe B3aMMONEHCTBYS THAPA30OHOB 3a—g u N-auwruapasonos 4a—f
C THOTJIMKOJICBON KUCIOTON 06pa3yroTcs, COOTBETCTBEHHO, 2—R1-2—R2—3—(3,5—;m-
XTTOPIUPHAIAT-2-aMiHO)- 5a-g 1 2-R-2-R*-3-[N-(GeH30THa30TMI-2-THOALETHIT )~
amMuHO |THasoMHAuH-4-0Hb! 6a—f. Jlyumve BeIxompl coenuneHud Sa-g u 6a—f
(Tabn. 2) MOCTUTHYTBHI NMPU KUIITYEHUH PEareHTOB B GEH30JE MIH JHOKCAHE
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Ta6aunua 1
Xapakrepucruky rugpasusa 1, N-(3,5-quxopnupuani-2)rugpasoHos 3a—g u N-(6eH30THA30NNA-2-THOALETHI)IHAPa3OHOB 4a—f
Hatineno, %
Coenu- Bpyrro- BeraucieHo %. T. n, R¥* Criexrp SIMP 'H, §, m. a1, (J, Ti)#+* Beixox,
HeHHe (Qopmyna oC* ! %
C H N
1 CsH;sCIaN; 33.81 2.85 23,57 180-182 0.32 (8) | 6.38 (1H, m. ¢, NH); 6.58 (2H, w. ¢, NHy); 7.38 (1H, &, Juas = 2.3, 90
33.73 2.83 23.60 4-H nupupuna); 7.88 (1H, a, Jis = 2.3, 6-H nupnauHa)
3a Ci12HeClaN3 54.03 345 15.84 171172 0.52 (a) | 7.70-7.74 (5H, m, Ph); 7.78 (1H, 1, Jse = 2.5, 4-H nupuauna); 8.12 (1H, c, 84
54.13 3.38 15.79 CH=N); 8.20 (1H, &, Jss = 2.5, 6-H nupuauna); 10.37 (1H, yw. ¢, NH)
3b C1zHCLNO | 51.05 322 15.02 162164 0.44 (a) | 6.80-7.02 (2H, m, H apom.); 7.20-7.28 (2H, m, H apom.); 7.76 (1H, &, 70
51.09 3.19 14.89 Jag = 2.4, 4-H nupupuna);, 8.20 (1H, 1, Jig = 2.4, 6-H nupununa); 8.48 (1H,
¢, CH=N); 10.37 (1H, yuw. ¢, NH); 11.76 (IH, ¢, HO)
3c C3HChN;O 52.61 3.68 14.10 142~143 0.62 (a) | 3.82 (3H, ¢, Me0); 6.90 (2H, 1,/ = 8.0, H apom.); 7.55 (1H, n, Jag = 2.4, 96
52.72 3.74 14.19 4-H nupupuua); 7.69 (2H, 1, /= 8.0, H apom.); 7.98 (1H, ¢, CH=N); 8.20
(1H, n, Jss = 2.4, 6-H nupuauna), 8.45 (1H, ym. ¢, NH)
3d C4HoqClaNy 54.05 458 18.10 160-161 0.81 (b) | 3.00 (6H, ¢, MeoN); 6.75 H, 1,/ = 8.5, H apom.); 7.58 2H, 1, J = 8.5, 66
54.37 453 18.12 H apom.); 7.73 (1H, 1, Jag = 2.4, 4-H nupununa); 8.12 (1H, n, Jss=2.4,
6-H nupuauna); 8.21 (1H, ¢, CH=N); 9.48 (1H, yw. ¢, NH)
3e » CjHgChN4O; 46.17 244 18.11 185186 0.74 (b) | 7.86 (1H, &, Jss = 2.4, 4-H nupupuna); 7.98 (2H, n, J = 8.0, H apom.); 8.23 75"
46.30 2.57 18.00 (1H, #, Jag = 2.4, 6-H nmupugnua); 8.28 (2H, 1, J = 8.0, H apom.); 8.44 (1H, ¢, :
CH=N); 10.23 (1H, yu ¢, NH)
3f CooHasClN3O 61.08 6.22 10.78 225-226 0.52 (c) 1,52 (18H, yn. ¢, 2 -Bu); 5.25 (1H, ¢, HO); 6.77 (1H, ¢, CH=N); 7.12 (2H, 75
60,91 6.34 10.66 ¢, Hapom.); 7.52 (1H, &, Jae = 2.7, 4-H rupupuna); 7.88 (1H, n, Jss=2.7,

6-H nupunnna); 8.38 (1H, w. c, NH)




ras

3¢ C6H25ClaN3 58.03 7.63 12.56 48-49.5 042 (a) | 1.14 (6H, v, 2Me); 1.28~1.56 (12H, m, CH,); 3.22 (4H, T, 2CH,C=); 7.80 83
58.18 7.57 12.73 (1H n, Jas = 2.5, 4-H nupuauna); 8.10 (1H, 1, Jus = 2.5, 6-H nupuauna),
9.34 (IH, ur. ¢, NH)
4a C13HsN308; 5337 5.04 14.19 21.62 142143 0.37 (a) | 0.98 (6H, 1, Jme-cti =15.7,2Me); 2.22 (1H, m, CH); 4.07 1 422 (2H, c, 80
53.24 5.12 14.33 21.84 CIhCO EZ'- v EE -xondopmepsr); 6,65 u 6,80 (1H, ¢, CH=N, EZ'- u
E'-xondopmepsi); 7.84 (4H, m, H apom.); 10.22 u 10.33 (lH . ¢, NH,
Ed u EE'-kondopmepst); EESEZ’= 70:30
4b Ci6H13N308, 58.61 4.05 12.96 19.34 158-159 0.64 (a) | 4.1514.34 (2H, ¢, CH,CO, EZ'- u EE -xoudopmepsr), 6.92-7.04 (5H, m, 74
58.72 3.97 12.84 19.57 Ph), 7.38 u 7.92 (1H, ¢, CH=N, EZ'- u EE -xoHpopmepst), 7.70~7.76 (4H, m,
H apom.), 10.38 u 10.74 (11, w. ¢, NH, EZ’- u EE"-konopmMepnt);
| BEREZ =74:26
4¢ Ca4H29N30,S, 6342 6.28 9.09 13.92 206207 0.70 (a) 1.58 (18H, c, 2 1-Bu); 4.08 u 4.22 (2H, ¢, CH,CO, EZ’ 1 EE -xoH(opmepb); 87
63.30 6.37 9.23 14.06 5.24 (1H, ¢, HO); 7.10 (2H, ¢, I apom.); 7.48~7.57 (4H, m, H apom.); 7.74 u
7.84 (1H, ¢, CH=N, £Z'- u EE'-xoudopmepst); 10.84 u 11.08 (IH, w. ¢, NH,
EZ'- n EE'-xoudopmepsl); EE" EZ’=80:20
4d CaHoNsO4S; 46.29 2.87 15.62 17.45 183-184.5 0.56 (b) | 3.921n4.32 (2H, ¢, CH,CO, EZ'- u EE’-xoudopmepst); 6.70 (1H, n, J34 =3 .4, 74
46.41 2.76 15.47 17.68 (pazn.) 4-H ¢ypaua); 7.40 (1H, x, J34 = 3.4, 3-H (ypaua); 7.65-7.70 (4H, m,
Hapom.); 7.90 u 8.04 (1H, ¢, CH=N, £Z'- u EE'-xondopmeper); 10,04
10.33 (1H, yw. ¢, NH, £EZ'- u EE'-xosopmephl), EE*EZ’= 70:30
de C13H14N4OS; 58.88 391 15.21 17.60 | 250-251 0.30(a) | 3.8114.10 (2H, ¢, CHyCO, EZ'- n EE -xondopmepsr); 7.40 (1H, a1, J=2.5, 77
’ 59.01 3.82 15.30 17.48 2+ urpona); 7.52-7.75 (8H, m, H apom.); 7.94 u 8,08 (1H, ¢, CH=N, EL"- n
EZ -xondopmepsnt); 8.38 (1H, ur. ¢, NH uniona); 9.84 u 10.10 (1H, yur. c,
v NH, EZ'~ w EE -xouopmepnl); EE EZ =75.25 '
4f C]zH.gNgOSz 51.50 4.73 14.92 23.11 137-138.5 0.82 (a) | 1.78 u 1.83 (611, ¢, 2Me, EZ’- u EE -xondopmepsr); 4.16 u 4.42 (2H, ¢, 75
51.61 4.66 15.05 22.94 CH,CO, E£7'- v EE'-xongopmepnty, 7.64-7.72 (4H, m, H apom.), 10.04 u
10.12 (1H, w. ¢, NH, £Z'- u EE’- Kon([)opMepm) EE"EZ =63: 37
% Coeaunuenus nepexpucrainuzoBans: 1 — u3 ')TaHO‘ﬂ'l 3a,d - u3 6enzona; 3b,c.e — u3 nponaHoua~1 3f.g — u3 cMecu rexcaH—roJyon, 4:1; 4a — u3 cMecy IpoOnaHoN-2—
BoJa, 1:1.5; 4b,c—u3 cMecu quokcan-Boja, 2:1; 4d - u3 cmecu 'Jmnon—soaa 1:1; 4e — u3 cmecu IM®DA--sona, 5:1; 4f — u3 cMecu Oeuson—rexcad, 2: I
**. B ckobraX ykazaHa cUCTeMa PacTBOPUTENCH,
N

& ik Criexpst coenuuenuit 3a,b,d,e 3anvcannt B auerone- d(), coeluHenmH 3¢ £ — B CDCly; coeaunenuii 3f u 4a—~f — 8 IMCO- d()
il




B TedeHue 10—12 9 npu MOJIIPHOM COOTHONICHUH runpa3oH 3a—g (wiu N-auui-
runpason 4a—f) — THOrMKOIEBas KUCIOTa, paBHOM 1:2 — 1:2.5, B mpucyTcTBUU
3-5% wmac. xiopuda umHka. OTMETHM, YTO NpU HPOBEJSHMH KOHICHCALMK
N-anunrunpasonoB 4ab.f ¢ Tuornukoneso#i kucnotoit B orcyrerBue ZnCl,
BBIXOJ THA3ONMAUH-4-0HOB He npesbran 40-45% paxe nocie KWIgHeHus B
teuenre 3640 u. Ilpu ucnosnb3oBanuy 6oiee BLICOKOKMITIININXK PACTBOPUTENEH
(kcunon, IM®A, o-muxnopOeH301) NPOUCXONUT 3HAUUTENBLHOE OCMOJIeHWE
pEaKIMOHHBIX CMecel, B pe3yNbTaTe BBIXO HEIeBbIX COSAUHEHNH CHIDKACTCS.

0 R
HSCH,COOH T Lw
RNHNH, + RIR’CO — RNHN=CRIR? ——i >
RRICO —s o s/<R2

1,2 3a-g, 4a—f Sa—g, 6a—f

cl e N
13,5 R= !N/ ;5 2,46 R= s ! SCH,CO—:

3.5afR*=H gR*=C;H;;:aR' =Ph bR'=2-HOCH,, ¢ R' =4- MeOC6H4
dR'= 4-MeaNC6H4 e R! = 4-0,NC4H,, fR' = 4-HO-3,5-(+-Bu),CsH, g R' = CsH,:
4,6a¢R>=H, fR*=Me: aR' = i-Pr, b R! = Ph, ¢ R' = 4-HO-3,5-(1-Bu),C¢Ha,
dR' =5 -aurpodypun-2, e R' = ummommn-3, fR' = Me

BzaumopeiicTrre ruapasuaa 2 ¢ M30THOLMAHATAME NPHBOIWT K 1-(6eH30-
THA30MI-2-THoaeTH )-4-R-TrocemMukapbasumam 7a,b, U KANMSYEHUH KOTO-
PBIX C XJIOPYKCYCHOM KHCIIOTOH U aueTaToM HaTpus (MOJISIPHOE COOTHOINCHUES
1:1:3) B abcomroTHOM 3TaHOde ¢ Beixodamu 64-68% obpasyrotes 2-{N-(6eHzo-
THA3O0JIWI-2-THOAlleTAN )TUApa3uHo|-3-R-tnazonunns-4-0H61 8a,b.

= N CICH,COOH
2 RNCS l )l\ n ~20N 3
NX~"g” S SCH,CONHNHCSNHR cONa
Ta,b
N
J\N PY
—NHCOCH, s S
8a,b

7.8 a R =CH,~CHCH,, b R = Ph

B HK criextpax coemuHenu# 3a—g HaOMIONAI0TCS UHTEHCUBHBIE TTOJIOCHI IO~
romieHus B obnactu 1625-1615 CM ', XapaKTepHbIe U BATCHTHBIX KONeOaHuit
rpynnel C=N B rufpasoHax [14]. B ciiexrpax N-atmnrunpazonos 4a—f nojgocsr
MOrJOmeHHs 3Tod rpynnnposm CMELEHBl B BBICOKOHYACTOTHYIO OGJ‘I&CTL 174
nposesoTes mpu 1650-1630 em™ [15].
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Hssectro {11, 15-17], uro N-amuiruapa3oHbs! MOTYT CYIHECTBOBAaTh B BHAC
YEeTHIPEX CTEPEOU3OMEPHBIX (POPM 3@ CHET FeOMETPHYUECKOH M30MEPUH OTHOCH-
ternpHO cBs3u C=N (E- ¥ Z-M30Mephl) U MOBOPOTHOM (KOH(POPMAIMOHHON)
M30MEPHH 32 CYCT 3aTOPMOKEHHOTO AMUJHOTO BAUICHHUS BOKPYT CBSA3H C-N
aruIIbHOro dparmMesta (£'- 1 Z'-u30Mephl).

VYcranosneHo, 4ro N-(6eH30THazonwwI-2-THoateTwn)ruapasorsl 4a—f B TBepaom
COCTOSHHH M B pPacTBOpax CYINECTBYIOT B BHIE DPaBHOBECHOM CMECH IOBYX
xoH(opMaimoHHbX Gopm Gonee crabuibHoro E-usomepa — EZ-uzomepos (A)
u EFE'-m3omepoB (B), 00ycIOBREHHBIX 3aTOPMOKEHHBIM Bpamem/reM BOKPYT
amumHOH ca3u N-CO.

R R! : ‘ R! R?
~c~ \C/

EZ'-4a—f (A) EE'-4a—1 (B) -

B UK cnextpax N-ammiruapasonos 4a—f (teepras ¢asa u pécrsopsi) Ba-
JeHTHBIM KonebanusaMm rpymnsl C=0 orBewatoT XyONETHBIE IOJOCH! TIOIJIO-
werus B oGmactd 1695-1655 oM™ (tab. 3). B PacTBOPUTEIIIX PA3NIUIHON [OIIp-
HOCTH OTCYTCTBYIOT acCOLMATBI C MEXMOJEKYJIIPHOM BOTOPOJHOH CBA3BIO
tina C=0--H-N, Tak KaKk BHJ CTEKTpa He MEHAETCA ¢ pasbasnenuem. Hybner
Vc-o B TBeproM obpasue (BasenuHOBOE Macio) K MPaKTUYECKU OJHHAKOBasd
pa3HoCTh "YacToT ero kommonentos B CHBr;, CH,Cl, u nuokcane CBUIETENb-
CTBYIOT O TOM, YTO 3a PacCHIeIIeHHe JaHHOH MOJIOCH OTBETCTBEHHA HE acco-
puanms ¢ pacteopureneMm. TakuM 06paszom, nyBiIeTHas MONOCA Ve=p 00YCIOB-
JleHa TIPHCYTCTBHEM IBYX IOBOPOTHBIX U30MepOB — EZ- v EE -msomepa. O6 s1oM
K€ CBHOETEJILCTRBYET HAIWUMe NBYX IOJIOC HNOTJIOMEHHs B 061aCTH BaIEHTHBIX
konebanwit NH, manpuMep, fuis coenmdenns 4a — 3350 u 3325 (CHBr), 3362
1 3320 (CH,CL), nng coenprenus 4b — 3365 u 3320 (CHBr), ans coenuaerys
4f—3355 13315 e (CH,CL).

VIHTEHCHBHOCTh KOMIIOHEHTOB XyONeTa Ve—o B 3aBHCHMOCTY OT TeMriepa-
TypeI (20—120 °C) u3MeHAeTCS He3HAYUTENBHO, HO JOCTATOYHO, YTOOHI He pHU-
MUCaTh HHI3KOYACTOTHBIA KOMIOHEHT accouuupoBanHoil rpyme C=0. Veenu-
YeHHE MHTCHCHUBHOCTH BBICOKOYACTOTHOTO KOMIIOHEHTA Ve-g B Gollee momsp-
uom pactsoputene (CHBr; — CH,Cly — jmuokcaa — MeCN) rmo3Bonser oTHe-
cTH B criekrpe N-auunruapaszoda 4b nornomenue B LmoxcaHe mpu 1690 em™ K
rpynie C=0 Gonee nonspHoro EZ-u3zoMepa, a npd 1675 cM ' — K rpynne C=0
meHee fonaproro EE -uzomepa [18; 19]. ’

B nonp3y OpenmofioXkeHHd O CynlecTBoBaHuM N-alwirdapasoHos 4a—f B
pacTBOpax B BHAE CMECH [BYX CTEPEOM3OMEPOB CBUACTSNILCTBYET TakKe
yasoeHue curaanos npororos rpymm NH u CH,CO B cnexrpax SIMP 'H Bcex
coenuHeHuit (Tabn. 1) u mporona rpymmsl CH=N B -CHCKTan N-amirunpa-
30HOB aNbBJETUNOB 4a—e, KOTOpBIC TIPHU pervcTpalliu cneKTpOB B pacTBope
IMCO-dg xoanecnupyoT npu Harpesasuu 1o 120 °C.
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Tabnuuna 2
XapaKrepucTHKH CHHTESHPOBAHHBLIX THA30AMAMH-4-oHOB Sa-g, 6a—f u 8ab
Coe- Haiizeno. % Crierrp SIMP 'H, 8, m. &, (J, [)#**
Bpyrro- Boruncneno % . . Kk Bor-
AVHE- dopmyna T, °C* R 2-11 5.CH NH Jipyrue npoToHsl xon, %
HUe C H N S (1H, ) ~CHy, 1t (IH, w. ¢
5a CuyHuChbN,OS | 51.38 344 8.71 9.94 127-128 0.67 (b) 3.38 3.95,4.34 8.52 7.28~7.36 (5H, m, Ph); 7.64 (IH, n, 64
51.53 3.37 8.59 9.82 (Jap=17.0) Jig = 2.5, 4-H nupuauna); 8.08 (1H, n,
Jis =2.5, 6-H nupuauHa)
5b CuH ICIN2ORS | 49.03 331 8.05 92.50 153~154.5 | 0.56 (a) 3.46 4.05, 4.40 8.84 6.94-7.18 (4H, m, H apom.); 7.72 (1H, 68
! 49.12 3.22 8.19 9.36 (Jag = 18.5) I, Jag = 2.4, 4-H nupuauna); 8.01 (1H,
I, Jys = 2.4, 6-H nupuanna); 8.36 (1H,
¢, HO)
5¢ CisHisChhN2O,S | 5034 | 3.52 198 9.15 165-166 0.60 (c) 334 3.92,4.28 8.74 3.66 (3H, ¢, MeO); 6.97 (2H, x, 73
50.56 3.65 7.86 8.99 (Jag = 16.5) J=1.6, Hapom.); 746 2H, g, J = 7.6,
H apom.); 7.80 (1H, &, Jae = 2.3,
4-H napupuna); 8.14 (1H, 1, Jys = 2.3,
6-H nupumna)
5d CisHisClN3OS | 51.94 427 11.54 8.81 123124 0.55 (b) 3.50 4.02,4.36 8.80 3.25 (6H, ¢, Me:N), 6.78 (2H, 4, 75
52.03 4,34 11.38 8.67 (Jag=17.5) J=8.2,Hapom.); 7.28 (2H, ¢, /= 8.2,
H apom.); 7.69 (1H, z, Jss = 2.6,
4-H nupupmna);, 8.21 (1H, a1, Ji6 = 2.6,
6-H nupumna)
Se CyaHjgClN3O3S | 45.16 2.60 11.18 8.81 169-170 0.56 (a) 3.60 3.92,4.42 8.87 7.38 (2H, n, /= 6.7, H apom.), 7.67 60
4528 2.69 11.32 8.63 (Jap=18.0) (1H, 1, Jug = 2.5, 4-H nupununa); 7.80
(2H, 1, /= 6.7, H apom.); 8.10 (1H, n,
Jas = 2.5, 6-H nupunutia)
5f CyppHarClLN20,S | 58.28 6.05 629 117 185-186 0.70 (¢) 3.42 4.10,4.35 8.94 1.58 (18H, ¢, 2 £-Bu); 5.18 (1H, ¢, HO); 58
58.15 6.14 6.17 7.05 (Jap=16.7) 7.08 (2H, ¢, H apom.); 7.60 (1H, a,
! Jag = 2.7, 4-H nupuanna); 7.88 (1H, a,
Jig ==2.7, 6-H nupuanua)
5g CisHaCbN,OS | 55.25 1.07 1.34 8.06 88-90 0.61 (b) — 3.98,4.37 8.85 1.18 (6H, T, 2Me); 1.33-1.52 (12H, m, 51
55.38 6.92 7.18 8.20 (JaB = 17.4) CHy); 3.40 (4H, v, 2CHy); 7.67 (1H 4,
i Jue = 2.6, 4-H rapuanta); 7.92 (IH, g,
Jag = 2.6, 6-H nupuanua)
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6b

6c

6d

6e

6f

8a

8b

CisHi7N30,8: | | 48.87 4.72 11.27 | 26.27 | 108-109.5 0.72 (a) 332 3.92,4.30 9.82 1.12 (6H, n, J = 8,6, Me,CH); 2.14 (1H, 64
49,05 4,63 11.44 | 26.15 (Jag=17.2) M, Me,CH); 3.70 (2H, ¢, CH,CO);
‘ 7.72=7.90 (4H, m, H apom.)
CiaH | 5N3055 53.72 3.62 10.70 | 2411 | 137-138.5 0.60 (a) 3.42 4.08,4.24 10.34 3.88 (2H, ¢, CHyCOY}; 6.82~7.05 (5H, 60
53.86 3.74 10.47 | 2394 : (Ja =18.5) M, Ph), 7.58-7.70 (4H, m, H apom.) ]
CaeH3N303S3 59.14 5.72 8.17 18.04 | 161-162.5 0.67 (a) 3.54 4.05,4.48 10.10 1.44 (18H, ¢, 2 /-Bu);-3.90 (2H, c, 68
58.98 5.86 7.94 18.15 (Jap = 18.0) CH,C0); 5.24 (1H, ¢, HO); 7.24 (2H, ¢,
H apowm.); 7.80~7.88 (4H, m, H apom.)
C16H2N405S;3 43.88 2.64 1297 | 22.18 | 188-189.5 | 0.51(b) 3.38 3.97,4.28 10,62 3.85 (2H, ¢, CH,CO); 6.54 (1H, &, 70
44,04 2.75 12.84 | 22.02 (JaB = 16.7) Jaa = 3.8, 3-H {ypaua); 7.32 (1H, a,
Js = 3.8, 4-H (ypana); 7.88-7.96 (41,
M, H apom.)
CaoH16N40,S3 54.71 3.52 1290 | 21.64 175-177 0.33 (¢) 3.50 4.05,4.30 10.18 3.76 (2H, ¢, CH,CO); 7.18-7.24 (2H, 62
54.5 3.64 12.73 21.82 (Jap = 17.3) M, H apom.); 7.32 (1H, 1, /= 4.0, 2-H
unaona), 7.46-7.52 (4H, m, H apom.);
7.67-7.72 (4H, m, H apom.); 8.36 (1H,
. ¢., NH nugona)
C4H5sN30,8;3 47.67 4,17 12,07 | 27.33 98-99 0.85 (a) o 3,96, 4.28 10.50 125 3H, ¢, 2-Me); 1.34 (3H, ¢, 2-Me); | 58
47.59 4.25 1190 | 27.20 (Jap =16.5) 3.74 (2H, ¢, CH3CO); 7.56-7.62 (4H,
M, H apom.)
CsH1aN4O,Ss 47.51 3.77 1495 | 2526 164-165 0.52 (c) — 3.92,4.32 10.28 3.74 (2H, ¢, CH,CO), 4.08 (2H, x, 64
47.62 3.70 14.81 25,40 (¢ pazn.) (Jas=17.2) CHyN); 5.06 (1H, 1, J = 3.5, CH;=C),
5.20 (1H, 1, J = 3.5, CHy=C);-5.56 (1H,
M, =CH-): 7.66~7.72 (4H, M, H apom.)
CigH14N40283 5224 3.44 13.36 | 2331 185186 0.44 (¢) — 396,426 - 10.22 3.82 (2H, ¢, CHyCO); 6.88-6.95 (5H, 68
52.17 3.38 13.53 23.19 (Jag = 16.5) M, Ph); 7.58-7.67 (4H, m, H apom,)

* COeNMHEHHS NEePEeKPHCTAIIU30BAHEL 5a — W3 cMecH dTaHon-Boxa, 2:1, 8b, 6f — n3 cmecn Gewzon—rexcad, 1:1, 5¢ — M3 .cMecH METHILENT030/IbB~B0ga, 2:1,

5d,g — u3 cmecn Geuson-rexcar, 1:3, Se — u3 cMecu xnopoq)opM—reKcaH 3:1, 5f — u3 cMmecu 6eH30n—rcKcan 1:1.5; 6a, ¢ — u3 cMecu GeHsosn~rexcaH, 5:1;
6b — u3 cMecu aTaHoN — BoAa, 1:1, 6d,e, 8a,b — us cmecu AMPA-Boa, 2:1.

# 3 cxobKax ykasaHa CUCTEMA PACTBOPHTETENCH.
4% Criektpsl coenruenuii Sa—f, 6a—e u 8a,b sanucanst B JMCO- dé, coe)mx-lcwn 5g, 6f -8 CDCl;.




Cornacuo paHHbIM [16, 20] XuMMUYecKU# CABMI CUIHAJOB HMPOTOHOB TPy
NH u CH,CO mns EZ-u3oMepoB nekuT B Oojlee CHIBHOM, & CUTHAT MIPOTOHA
rpymel CH=N — B Sonee cnabom mosie 1o CpaBHEHUIO ¢ aHANOTHYHLIMA CUTHA-
damu i EE -p3omepos. KosvecTBeHHAs OLCHKA KOHDOPMALHOHHBIX H30Me-
poB Obla MpOBeJieHa CPAaBHEHMEM HMHTErPalbHBIX MHTEHCHBHOCTEH CHUTHAIOB
nporonos rpynn CH=N u CH,CO. Iloryuennsie maHHbie YKa3biBaiOT Ha TO,
YTO YBEJMYEHHE [ONAPHOCTA PACTBOPHUTENS NPUBOAMT K YBENMUEHHIO IOIH
Gonee nonspuoro EZ’-xongopmepa. Hanpumep, ana N-anmnrunpasoxa 4a s
xnopodopme cootromenue EZ': EE' = 63:37, a 8 IMCO — 70:30, mns N-aumn-
raxpasona 4f—54:46 u 65:35 cooTBETCTBEHHO. ,

B UK crnexrpax THazonuava-4-0HOB Sa-g, 6a—f u 8a,b nabnronaroTes momocsl
HOIJIOINEHYS [IePEMEeHHOH HHTeHCUBHOCTH, OTHOCSIIMECS K KoNeOaHnIM THA30-
NUOUHOBOTO nuwia [21, 22]: 1470-1450, 14451425 (HO}KHI/I‘:[HBIC KOJeOaHus
CH,), 12901280, 10851070 (v xonbua), 11801165 u 1010—995 em™. Untencus-
Hble MaKCHMyMbl HOTNOLICHHS B o6racti 17551735 oM™ xapakreprsl mms
konebaHui RapOOHHHbHOI/I rpymnsl B THasonunuHoHax [10, 12, 21, 22], a B obna-
ctu 16701655 oM™ B criekTpax coenuHenui 6a—f — g koeGanuii Tura "av [
N-auerwisHodt rpymnuposku [14]. B cmextpax taasonummu-4-onos 8a,b Ha-
OMIONANOTCs TAKKEe HHTCHCHUBHBIE MOJIOCHI MOIMOMeHus pu 1630-1625 cm‘l,
OTHOCALIMECS K BANCHTHHIM KonebanwsaMm rpynnsl C=N rufpa3soHHOTO ¢par-
menta [14].

B cnekrpax JAMP 'H tuasominus-4-0HOB 5a-g, 6a—f v 8a,b (Tabn. 2) curna-
JIpl METHJICHOBBIX IIPOTOHOB B IOJIOXKEHUH 5 PEACTaBISIIOT THHHUHYO AB-cu-
CTEMY W3 IBYX HECHMMETpHUHBIX nyOiieror mipw 3.92-4.12 mw 424448 M. 1. ¢
Jap= 165-185 I [14]. B cnywae 2-3aMenieHHsIX THa3OMuIuE-4-0HOB Sa—f
u 6a—e (R> = H) npotoHy 2-H oTBeuaroT CHHTNETHBIE CHTHANLI B 00macTu
3.32-3.58 m. n. B cnexTpe coemuHenms 6f CHrHATB! IPOTOHOB METHILHBIX
IpyTHI HaO/FODA0TCA B BUE ABYX CHHITIETOB HpH 125 u 1 34 M. ., 4T0 Xapakrep-
HO Jis 2eM-TUMETHNBHBIX I'PYTIIITHPOBOK B HUKIUIecKux cuctemax [14, 21, 23].

B cnexrpax runpasoHoB 3a—g ¥ THA30NUAUH-4-OHOB Sa—g CHUTHAIBL IPOTO-
HOB 3,5-IUXNOpIHPUIMIIBHOrO0 (parMeHTa I[IpencTaBieHbl B Buue IyOseros
npu 7.52-7.86 (4-H) u 7.88-8.23 m. n. (6-H) ¢ Jyg =2.4-2.7 Ti1. TIpororam Genzo-
THA30TbHEIX QParMeHTOR B criekTpax coenunenuii 4a—f, 6a—f v 8a,b oTeevarot
MYNBTUIUIETHBIE CUTHaNE! 1pu 7.44—7.84 M. A.

TaGnuua 3

UK coextper N-(GenzoTuasomi-2-THoaLernia)ruipasotnos 4a—f

Coexu- Ve-o*, oM
HEHME B BasCcIMHOBOM 8 CHBr; 8 CH,Cl, B IFOKCAHE
Mache 7 -
4a : 1652, 1664 1668, 1688 1678, 1695 1679, 1700
4b 1645,1660 1663, 1668 1675, 1693 1678, 1695
4e 1642, 1652 1658, 1680 1670, 1690 1672, 1692
4d 1640, 1655 1665, 1682 1675, 1692 1678, 1702
4e 1650, 1664 1665, 1685 1678, 1697 1684, 1705
4f 1645, 1657 1662, 1681 1674, 1694 1682, 1702

* KoHueHTpanus pacTBOPOB 5 MMOL/T.
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SKCIIEPUMEHTAJIBHAS JACTH

. MK crextper nomywenst Ha npubope Bruker IFS-48 B tabrerkax KBr. B Bune cycreH3uu B
BA3ENMHOBOM Macne umi B pacreopurene (CH,Cl,, CHBr;. nmoxcam). Cmexrpsr SIMP 'H
3ammcans! Ha criextpomerpe Bruker WP-2350 (250 MI'm) ans 10-15% pacTBopoB, BHYTpEHHuit
cragnapt TMC. KoBTpons 3a XOZOM peakuuii ¥ YHCTOTOH MONYHEeHHBIX. COSAMHEHHE BEmM ¢
nomomreio TCX Ha muacTunkax ¢ 3akpennersbiM cioeMm AlLO; Merck LU-074 B cucremax
pacteoputencit xnopodopm—meranoi, 30:1 (a); mopO(bopM—MeTabon 40:1 (b) u OGeuson—Mera-
Hou, 20:1 (c¢); mposBieHMe mapaMy Hoza.

Vicxonuslit runpasun OSH30THA3OMUI-2-THOYKCYCHOH KUCIOTHI (2) nonyqu 10 M3BECTHOH
Meronuke [24].

N-3,5-Ruxaopnupuaui-2jrunpasun (1). Cuecs 2 45 r (134 MMOJIB) 2,3, D-TpHXJ'[OpHHpPI—
nwua, 2.6 Mit (46.9 Mmons) 30% NoHyeH,0 v 1 Mt mporianona KUIATST [Py [iepeMenTuBariy 4 1,
oxuraxcnaioT 7o 20 °C u nobasmsor npu nepemermusasuu pacteop 0.53 r (13.4 mmoms) NaOH
B 10 M1 BoEL. Peaximonrmyro cMecs nepeventusaror 30 iun mpy 20 °C, BEAETUBIIHHCS 0CAA0K
OT)UIFTPOBBIBAIOT, NPOMBIBAIOT Ha GHIBTPe BOfOH, cymat npyu 80 °C (tabn. 1).

N-(3,5-{uxJopaupuI-2-ui)rUAPA30HEl KapSoHMIBHEIX coequnennit (3a—g). Cmecs 0.89
(5.0 mmMons) nupumunruapazuHa 1 v 5.25 MMONE COOTBETCTBYIOIIETO albIETHIa WM KETOHA B
10 Mt nponaxona KAMATAT NPH NEePEMEINNBAHUN 10 HCYEIHOBEHMS UCXOTHOTO TMIpasuHa (KOH-
Tpones mpu nomoum. TCX; 3045 MuH Npr TOMYYeHHH THAPA3OHOE 3a—e; 3—3 1 30 Mun npu
nomysenun runpasonos 3f, g) n oxnaxaaror no 20 °C. Bemasmmit 0Can0K OTUIETPOBLIBALOT,
CyHIAT ¥ KPUCTAIUIM3YIOT U3 IOAXO/AILEr0 PACTBOpHTENS (Tabm. 1).

N-(BeH30THA30MMI-2-THOAIETHI) THAPA3OHbI KAPGOHUILHLIX coexnuenuit (4a—f). Cmect
2.39 r (10 mmoums) Trapasuna 2, 10 MMOe COOTBETCTBYIOMIETO aNbACIHAA WK KeToHa 1 0.5 M
yKcycHOM kmcnoTsl B 40 M IMOKCAaHa KMITST NpH nepememuBanuy 3 4 30 MUHH, OXTQXIAIOT
1o 20 °C, swimuBawT B 150 Mmu nenamoit Bomel M BeuiepxuBaioT 3 u npu 3 °C.  Brizenus-
IKHCS 0CANOK OTQUILTPOBBIBAIOT, CYINAT ¥ KPUCTANNMIYIOT M3 TNOIXOISIIErO DAaCTBODHTENS
(tabm. 1). '

2-R'-2-R*-3-(3,5-ux 10 priMpuanI-2-amuH0)- (5a—g) u 2-R1—2—R2—3—[N—(ﬁeﬂso'masqﬂun—
2-TRcaneTHI)aMuHe [THasoHAuH-4-08b1 (6a—f). Cmecy 8 mMons rumpazona 3a-g unn 4a—f,
1.47 v (16 Mmonb) cBeKeNECperHAHHOH THOTMKONeBo# wucnoThl u 0.2 r GessomHoro ZnCl,
840 Mn Ge3BonHoro GeHsona (TpH NONYYEHWH THA3OIMIMH-4-O0HOB S5a—g) W Ge3BOIROIO
JIroKcaHa (OpM NOMyNeHUH THAa30MMIMH-4-0HOB 6a—f) KUmsTaT mpu nepememmpanmy 10-12 9.
PactBopurtens yAanfloT IPH HOHMXEHHOM NaBNSHMM, OCTaTOK HpOMBIBAIOT .3% pacTBOpOM
NaHCO; (3 x 20 wmn), pogo#t (2 x 20 mun), CymaT ¥ KpUCTALIMIYIOT M3 HOJXOASINETO pPacTBO-
putens (tadin. 2).

1-(BersoTuazomun-2-ruoaneTwi-4-ammnruocemuraptasun  (7a). Cmece 4.78 r (20 mmom)
runpasuna 2 u 1.9 r (20 MMoJib) CBEXeneperyaHaoro anmIM3oTHoManaTa B 50 M1 mponanonia-2
KWMATST [PU HEPEMENIMBAHUK 5 9 ¥ YNapHBaloT A0CYXa NpY HOHWKEHHOM nasnexmy. OcTas-
ITeecs MAaclo TINATENBHO 3aTHPAIOT C XOXOMHAM NETpOIeHHbIM d0upom (4 x 25 M) U BbUIED-
xusatoT 24 1 mpu 0 °C. Obpasosasumifcs ocanok OTQMIBTPOBEIBAIOT, KPHUCTALIH3YIOT H3
Gensona u mony4ant 6.1 r (90%) Tnocemuxapabasmaa 7a, T. i 117-119.5 °C, R, 0.44 (a).
Crextp SIMP 'H (IMCO-dg). 8, M. 1. (J, Ti): 3.92 (2H. ¢, CH,S); 4.08 (2H, T, CH,N); 4.88 (1H,
I, Jap = 3.8, CHaHp); 5.02 (1H, 1, Jap = 3.8, CHaHp): 5.25 (1H, M, CH=); 6.84 (1H, .. c¢. NH).
Haitneno, %: C 46.02;: H 4.05: N 16.83; S 28.22. C;3H,.N,OS;. Brruncneno, %: C 46.15; H4.14:
N 16.57; S 28.40.

1-(benzoTuazonui-2-Tuoauetu)-4-penuaTudscemuxapdasua (7b) CHHTEIHPYIOT aHalo-
TAYHO W3 THApasuma 2 U QeHWIM30THONMaHaTa, Beixon 85%, T. mn. 160-162 °C (u3 sranona)
(mo mammem [25]: 7. m. 157 °C), R, 0.54 (b). Coexrp SAMP 'H (IMCO-dg), 8, M. 1. (J, Tn): 4.14
(2H, ¢, CH,S); 6.79 (1H, m. ¢, NH); 6.96-7.04 (5H, m, Ph); 7.50-7.58 (4H, M, H apom.); 8.50
(2H, m. ¢, NH).

2-IN-(bensornazonmi-2-THoaneTwm)ruapasonoc]-3-R-tuasonuann-4-ousr  (8a,b). Cwmecs
10 mmone THOcemukapbasuma 7ab, 0.95 r (10 MMoib) XNOpYKCYCHOM RKMCIOTHI M 2.46 ©
(30 mmons) OesBozHOro auerata Harpus B 50 Mi abCOMIOTHOTO 3TAHOJNA KHUIIITAT [P
nepeMemuBanuy § 4, oxmaxaaoT 1o 20 °C, spuuBatoT B 120 M NEASHO! BOXB! M BRIICPIKHBAOT
12 4 npu 5 °C. Beuenupinmiics ocalok OTGHUNBTPOBLIBAIOT, IPOMBIBAIOT Ha (PUIETPE BOXOM.
CymIat ¥ Kpucranmsyior m3 cmecu JMOA-H,0, 2:1.
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