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N. b. [I3BunuyK

CHHTE3

5-(1H-BEH3UMM A 30.1-2-IJT)-1H-TINPA30.10(3,4-b INPUANHOB

n-(IMMETHUJIAMUHO)BEH3AJIBIETUTHONU MOJINUO®UKALIUEN
PEAKIIUM TAHYA

B3aumoneiictBueM 7n-(AMMETHIAMHUHO)OSH3aNbAernaa ¢ S-aMHHO-3-MeTHiI- 1 -(eHumumpaso-
noM u 2-RCOCH,-1H-6en3umuiazonamu nonydensl S-(1H-6en3umunazon-2-mn)-1H-nupasoso-
[3,4-b]mupununel. [IpeBpaiieHue BKIIOYaEeT 00pa3oBaHKe MO CXEME peakiuu ['aHya coeMHeHUH,
cozepxamux 1,4-IUruAPONMPUIMHOBEIN LUK, M 3aBEPLIASTCS UX apOMaTH3alUed B pe3ysbTaTe
6o ormeruienuss N,N-IumerunanunmHa, 11060 okuciaeHus. OTIIENJICHHIO CIOCOOCTBYET YK-
CyCHasl KHCJIOTa, OKUCIICHUIO — HUTPOCOEANHEHHSI.

KirueBbie cjioBa: aiblIerujibl, OCH3MMHUAA30Jbl, MUPa30io[3,4-b|MupuaAnHbI, THPa30IIbI,
peakuus I'aHua, apomatu3anusi, CeIEKTUBHOCTb.

CuHTe3 3aMelIeHHBIX MHUPUAWHOB 10 peakuuu ['aHda (LMHMKIOKOHEHCAIUS
anpJeruiia ¢ aleTOyKCyCHBIM 3(QHUpoM W aMMHAaKOM C TOCIEIyHOIIHM
OKHUCIIeHueM 00pa3oBaBmuXcs 1,4-TUTHAPOTHPUANHOB) IIUPOKO HCIIOIB3YETCS
B Pa3HOOOpPa3HBIX MOMU(UKAIUAK B MPAKTUKE OPraHUYECKOro cuHTe3a [1-4].
Kunssuenne B ykcycHOH kucnorte n-(muMmeTminamMuHo)OeH3ambpaeruga (1),
IMMEJIOHA U alleTaTa aMMOHUS MIPUBOIUT K MIPOAYKTY, CONEpKaIIeMy MTHPHIHU-
HOBBIA TUKJI, O€3 MpPHUMEHEHHUS OKHCIHUTENSd: peaknus MpOTeKaeT uepes
npousBogHOoe akpumuHa ¢ 10-[n-(mumerunamuno)denun]-9,10-quruaponupu-
JMHOBEIM (DparMEHTOM M 3aBEpIIACTCS apOMaTH3aIlUeil TOCIEeTHETO B Pe3yJib-
tare oTmemieHuss N,N-auMeTrIanmwinHa [5]. Eciu B Mogo0HBIX COCTMHEHHSIX
akpunuHa 1,4-AUTUAPONIMPHINHOBEIN  (QparmMeHT wumeer npu arome C-10
(heHMITBHBIN, 4-MEeTOKCH- 00 4-TUAPOKCH(DEHNUITBHBIN 3aMECTHTENb, TO aHAJIO-
TUYHOE OTIIETIeHre OeH30Ia, aHN30J1a JIN0O0 (eHOIa, COOTBETCTBEHHO, MTPOUC-
XOJUT TOJBKO TPH HarpeBaHWUM ¢ MUHEpaNbHbIMH Kuciotamu [6]. [Ipencras-
JSUTOCH 11eNIecO00pa3HBIM HCITONIE30BATh OOHAPYKEHHYIO JIETKOCTh OTIIETUICHUS
N,N-1uMeTuIaHWINHA ISl TTOyYeHUs] HOBBIX COEIWHEHWH C He3aMeleHHBIM
MUPUIUHOBEIM IIUKJIOM. JIeHCTBUTENHHO, IO CPaBHEHHIO C W3BECTHBIMHU
METOJJaMH CHHTE3a TaKOH TOJXOJ HMMEeT OINpeielieHHbIE MPEeHMYIIECTBa:
OJTHOCTaJAMIHOCTh TPOIECCa W TPOCTOTA €ro OCYIIECTBICHUS, OCTYITHOCTb,
YCTOWYHMBOCTh TPU XPaHEHHUU U JIETKOCThH JO3UPOBKH MCXOTHOTO anbraeruaa 1,
BBICOKas PacTBOPUMOCTH oOpasyromierocs N,N-auMeTHIaHWINHA, 00Jerdaro-
I1ast BEIICTICHHE IEJIEBBIX TIPOAYKTOB M3 PEAaKIIMOHHBIX CMECEH.

B nacrosmeit pabote m3ydeHbl BO3MOXKHOCTH YKa3aHHOTO HOBOTO TOJX0/a
Ha MpUMepax TPEXKOMIIOHEHTHBIX peakiuil amprneruga 1, S-amMuHO-3-MeTHII-
1-dbenunmupazona (2) u 2-R-COCH,-3amemmennsix 1H-6er3nmuazonos 3a—g.
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3-7aR=Me, b R=Ph, ¢c R=4-MeOC¢H,, d R = 3,4,5-(MeO);C¢H.,,
e R =4-BrC¢H,, f R = 2-¢dypui, g R = 4-O,NC¢H,

[IpumeHeHne aMPHONIMPA30JIOB TUMA 2 B CHHTE3€ MHUPA3OIONHPUINHOB YXKe
YIIOMUHAJIOCH IpyruMu aBropamu [7-9]. KapOoHwmIbHEIE KOMITOHEHTHI THITA 3
WCTIONB30BaHbl B peakunu ['aHda BIEpBBIE, YTO MO3BOJWIO CHHTE3UPOBATH
paHee He M3BECTHBIE OEH3MMUIa30IHII3aMeIIeHHBIe TUPA30I0MUPUIINHEI.

Hatineno, uto B3ammonetictBue peareHroB 1, 2 u 3a—f npu xumsdeHun B
YKCYCHOH kmciore (MeToa A) He OCTaHaBJIMBAETCs Ha 0Opa3oBaHUH Conepka-
mux 1,4-AUruaponTMpUANHOBEIN MUK coenuHeHnid 4a—f, a compoBokmaeTcs
apoMarH3anyel TMOCIeIHNX, MPOTEKaIoIIe, BepoaTHo, depe3 C-mpoTOHHPO-
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BaHHbIe (opmbl Sa—f, koropeie Jyerko OTHICIUIAIOT N,N-AMMETHUIAHWINH |
MPEBPaIIaloTCsl B KOHEYHBIC NMPOMYKTH — 4-HezamemeHHble 5-(1H-0en3nmun-
a3o0y-2-un)- 1 H-mupa3zono[3,4-b Jnupuaunsl 6a—f ¢ Beixogamu 69—95% (tadim. 1).
[Ipornecc mpoTekaeT riaako U B ciayyae coenuHenus 3f, nmmeromero ¢ypuis-
HBIH 3aMeCTUTENb, KOTOPBIH MOXET OBITh HEyCTOWYHMBEIM B KHCIIOH Cpeje.
Apomaru3zaiusi, 00ycJIOBIeHHAs OKHCICHHEM (BO3MOXHO, KUCIOPOAOM BO3IY-
Xa), COXpaHsomas (JMMETHIaAMUHO)(DEeHMUITBHBIN 3aMeCTUTENb U IPUBOSIIIAS K
nupazono[3.4-bnupununam 7a—f, peanuzyercsa (o ganaeiM TCX) B HE3HAUYH-
TenpHOUW creneHu. Hamportus, B ciydae 6enzumumazona 3g (R = 4-O,NCeHy)
B YCJIOBHUSX MeToJa A mpeobiagaeT Mpolece OKHCICHUSI U OCHOBHBIM MPOIYK-
TOM siByisieTcs nupaszono|3,4-blmupuann 7g (Berxoxn 50%).

YcTaHoBI€HO, UTO B3auMo/eiicTBue peareHToB 1, 2 1 3a—g npu 106aBIeHIH
HUTpPOOEH30/1a (OKHCIUTENSI) CABUTACTCS B CTOPOHY OOpa3oBaHUS MPOIYyKTOB
tuna 7. Tak, npu cooTHomeHWH HUTpoOeH3om:1:2:3, paaomS5:1:1:1

Tabnuma 1

XapaKTepHCTHKa CHHTE3UPOBAHHBIX coennHeﬂnifl

c 5 Haiineno, % Brixon,
oenu- q)pyTTO- Beruucneno, % T. m., °C %
HEHHE opMyiia

pMY C H N (meTom)

6a C, H;7N; 74.24 4.98 20.48 276.5-278 95 (A)
74.32 5.05 20.63

6b Ca6H N5 77.53 4.95 17.28 313-315 80 (A)
77.79 4.77 17.44

6¢ Cy7H,1N50 75.02 4.78 16.07 276-278 89 (A)
75.16 491 16.23

6d CaoHasNsO;3 70.68 5.32 14.09 262.5-264 | 85(A)
70.86 5.13 14.25

6e Cp6H sBrN; 64.87 3.95 14.43 330-331.5 95 (A)
65.01 3.78 14.58

6f Cy3H5sN;sO 73.48 4.21 17.56 251-252.5 69 (A)
73.64 4.38 17.89

7a CyoH,Ng 75.81 5.54 18.39 >350 52 (B);

75.96 5.71 18.33 46 (B)

7b CaoHagNg 78.29 5.57 16.04 >350 75 (B)
78.44 5.42 16.14

Te C35sH30NO 76.23 5.36 15.18 >350 58 (B);

76.34 5.49 15.26 48 (B)

7d C37H34NgO3 72.46 5.47 13.62 291-292.5 66 (b)
72.77 5.61 13.76

Te C34H,,BrNg 68.08 4.63 13.94 >350 82 (B);

68.12 4.54 14.02 76 (B)

7t C3,HyN,O 75.11 522 16.37 >350 56 (B);

75.27 5.13 16.46 29 (B)

Tg C3,Hy7N;0, 72.06 4.66 17.21 328.5-330 50 (A);

72.20 4.81 17.33 71 (B);

69 (B)

(meron b), Takoe HampaBiieHHE TpeBpaIeHIs] CTAHOBUTCS NMPEUMYIIIECTBEHHBIM
M BBIXOJIBI MIPOAYKTOB 7a—g COCTaBISIOT 52—-82%. YMEHbIIEeHHE B OIBITaX C
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COEIMHEHUAMHU 3a,c,e—g KOJHUYECTBa OKUCIWTENA B MATh pa3 (meron B) mpu-
BOJIUT K CHIDKEHHIO BBIXOJd, OCOOCHHO 3aMETHOMY B ciydae coenuHeHus: 7f
(c 56 mo 29%).

Cyast mo mpuBeACHHBIM pe3yibTaTaM, 00pa30BaHUIO COEAWHEHHH 7a—g crio-
COOCTBYET YCHWJIGHHE OJJICKTPOHOAKIENTOPHBIX CBOWCTB 3amectuTenedi R.
BeposTHOo, CKIIOHHOCTh MHTEPMEANATOB 4 K OKUCIIEHHUIO MTOBBIIIAETCS C POCTOM
KHCIIOTHOCTA aToMa BOJOPOJa B Y-TIOJNOXKEHUU 1,4-TUTHAPOTUPUIAHOBOTO
(¢parmMeHTa, OJHAKO JYyYIIWH BBIXOJA HUTPO(GEHWI3aMEIIEHHOTO MPOAyKTa 7g
(71%), xoTsa u BbIIIE, YeM 0€3 HCMONB30BaHUsT HUTpoOeH30ma (50%), MeHbIIe
BBIX0JI0B OpoMdeHun- u naxke GpeHnmnzamerieHHbx 7e u 7b (82 u 75%). Cneno-
BaTENbHO, UCXOAHOE coeAnHeHue 3¢ (BO3MOKHO, M3-3a BHICOKOW OKHUCISIOLIEH
CIOCOOHOCTH COOCTBEHHOW HHTPOTPYIIBI) 3aMETHO PACXOAyeTCsl Ha Tpolecce
OKHCIIEHHS JJa)ke B IPUCYTCTBUM HUTPOOEH307Ia.

CocTaB U CTpOCHHUE CHHTE3UPOBAHHBIX MHPa3oiio[3,4-bnupunuHoB Tumna 6 u 7
MOATBEP)KAAETCA pe3yibTaTaMH 3JIEMEHTHOTO aHainu3a (cM. Tabn. 1) um nas-
HbME criektpoB SIMP 'H (ta6u1. 2). OJIHOTHIIHOCTE CTPOEGHHS COE/IMHEHNI 6a—f
ClieyeT M3 TOTO, YTO XHMHYECKHE CIBUTH CHUTHAJIOB OIMHAKOBO DPACIIOJIO-
KCHHBIX MPOTOHOB MX OUIMKIMYECKHX (parMEeHTOB UMEIOT OUeHb HeOOIbINUE
pa3iuyus, BIIOJIHE 3aKOHOMEPHO CBSI3aHHBIE C M3MEHEHHEM IPUPOIBI 3aMECTH-
tend R. To ke OTHOCUTCS U K COeIMHEHUSIM 7a—g.

B cnexrpax SIMP 'H coesiuHenuii THIIA 6 MMeeTCS OTYCTIHBEIA CHHITICTHBII
curHan mporoHa H-4 B cimabom mone (8.63-8.76 M. 1.), OTCYyTCTBYFOIIHIA
B CIICKTpax coeauHeHui tuma 7. CUrHAJBI 0-, M- U H-TIPOTOHOB N-(EHHIILHOTO
3aMEeCTHUTEN TMPOSIBIIIOTCSA B CIIEKTpax pas3/eibHO, B MOPAIKE YCUIICHHUS MO,
MpUYeM O-TIPOTOHBI — B JIOBOJILHO ciaboM moe (8.34—8.42 M. 11.), 9TO CBSI3aHO
C MOIIHBIM J1€39KpaHUPYIOMIUM BIMSHUEM aTOMOB a30Ta MUPUAWHOBOTO U TIH-
Pa30JIBHOTO KOJIEI.

Curnansl rpymmsl 3-Me coeuHenuit THIa 6 HaxoaaTest B oomnactu 2.64-2.68 m. 1.,
TOr/a Kak B COeAMHEHUsAX 7 — B Oosiee cmiibHOM mojie (2.02-2.11 m. 1.), uto, mo-
BUIUMOMY, OOYCIIOBJIEHO SKpPAaHHPYIOMIMM JCHCTBUEM HAXOAIIETOCH DPSIOM
n-(IMMETUIaMUHO )(DEHUIBHOTO 3aMECTUTENS, KOTOPBIH OTKIOHEH OT IIJIOCKO-
CTH MHPA30JONMUPUANHOBOIO KOJbIA M3-3a MPOCTPAHCTBEHHBIX MOMEX CO CTO-
POHBI 5-0€H3UMUIA30IIIIIBHOTO 3aMECTHTEIS M caMol rpynmbl 3-Me.

I'pynma 6-Me coequnaenust 6a pe3oHupyeT npu 2.99, a coequHeHus 7a — npu
2.37 M. A., T. . B Oonee cwibHOM mosie. OUeBUIHO, YTO JE3IKPAHUPYIOICE
BIHMSHUE OCH3MMUIA30JILHOTO (parMeHTa B TOJOXKEHUH 5 Ha 3Ty TPYIITy
CHIDKAETCS IIPH CTEPUUYECKUX TTOMEXaxX B TIOJIOXKEHHH 4.

B coenunenusx 6 u emre B O0bIIEH CTENICHN B COSAMHEHUSX 7 CTEpUUECKUE
B3aMMOJICHCTBUS apOMaTHUECKUX 3aMECTUTENe MUPHUINHOBOTO IIUKIa THPa3o-
JIOTIMPUINHOBON CHUCTEMBI NMPEMATCTBYIOT HX KOIUIAHAPHOMY pAaCIOJIOKEHHUIO
C IJIOCKOCTHIO TIociieiHel. B pesynbrare aTombl Bogopoaa 3amectutens R, pac-
MOJIOKEHHBIE BOJM3M MeECTa COYJICHEHHsI C O-TIOJIOKEHHEM MUPUANHOBOTO
LUKJIa, PE30HUPYIOT B O0Jiee CHIIBHOM IOJIe, YeM MOXKHO ObIIO 0xuaaTsh. [lo-
BHUJMIMOMY, OHHU B OOJIbIIIEI CTENIEHU UCIIBITHIBAIOT HE J€33KPaHUPOBAHHE CO CTO-
POHBI MUPUANHOBOTO aTOMA a30Ta, @ PKPAHUPOBAHUE U CTEPHUECKHE ITOMEXHU
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Tabnuma 2

Cnexktpbl AMP 'H CHHTE3MPOBAHHBIX COeTUHEHUN

Coenu-
Here S, M. 1. (J, ')

1 2

6a 2.66 (3H, c, 3-CHz); 2.99 (3H, ¢, 6-CHj3); 7.26-7.30 (2H, m, H-5',6"); 7.33 (1H, T,
J=1.5, Hpy-p); 7.58 (3H, 1, J = 7.5, 2Hpy-m, H-7'); 7.73 (1H, n, J = 7.8, H-4");
8.34 (2H, n, J= 8.4, 2Hpp-0); 8.71 (1H, ¢, H-4); 12.86 (1H, ¢, NH¥)

6b 2.68 (3H, ¢, 3-CH;); 7.18-7.21 (2H, m, H-5',6"); 7.32-7.36 (4H, M, Hyppp,
3Hcpp-m,p); 7.39-7.42 (1H, m, H-7"); 7.49 (2H, n, J = 7.5, 2Hcpp-0); 7.59 (2H, 1,
J="1.5, 2Hxpp-m); 7.63-7.66 (1H, m, H-4"); 8.36 (2H, n, J = 7.2, 2Hyxpp-0); 8.73
(1H, ¢, H-4); 12.39 (1H, ¢, NH)

6c 2.64 (3H, c, 3-CH3;); 3.73 (3H, ¢, CH;0); 6.87 (2H, 1, J = 8.7, 2H-m);
7.19-7.22 (2H, m, H-5'.6"); 7.33 (1H, T, J = 7.5, Hpy-0); 7.42 (2H, n, J = 8.1,
2H-m, H-7"); 7.58 (2H, T, J = 8.1, 2Hpy-m); 7.64-7.67 (1H, m, H-4"); 8.37 (2H,
1, J= 8.1, 2Hpp-0); 8.66 (1H, ¢, H-4); 12.42 (1H, ¢, NH)

6d 2.68 (3H, ¢, 3-CH;); 3.44 (6H, ¢, 2CH;0-m); 3.65 (3H, ¢, CH;0-p); 6.81 (2H, c,
2Hp-0); 7.21-7.24 (2H, M, H-5',6"); 7.34 (1H, T, J = 7.5, Hpy-p); 7.44-7.47 (1H,
M, H-7"); 7.60 (2H, T, J = 8.1, 2Hp,-m); 7.67-7.70 (1H, m, H-4"); 8.42 (2H, &,
J=1.5, 2Hpy-0); 8.72 (1H, ¢, H-4); 12.47 (1H, c, NH)

6e 2.67 (3H, ¢, CHy); 7.19-7.22 (2H, m, H-5',6"); 7.34 (1H, T, J = 7.5, Hpp-p); 7.38
(2H, 1, J = 9.0, 2H,,-m); 7.44-7.46 (1H, m, H-7"); 7.53 (2H, 1, J = 9.0, 2H-0);
7.58 2H, 1, J = 7.5, 2Hpy-m); 7.62-7.66 (1H, m, H-4"); 8.34 2H, 1, J = 7.8,
2Hpp-0); 8.76 (1H, ¢, H-4); 12.50 (1H, ¢, NH)

of 2.64 (3H, ¢, CH;); 6.45 (1H, n, J = 3.3, Hye-3); 6.54-6.55 (1H, M, Hye-4);
7.25-7.27 (2H, m, H-5',6"); 7.35 (1H, 1, J= 7.5, Hpy-p); 7.53 (1H, 1, J = 6.0,
H-7"); 7.61 2H, T, J = 7.8, 2Hp,-m); 7.71 (1H, 0, J = 8.7, H-4"); 7.75 (1H, &,
J=0.9, Hy-5); 8.39 (2H, 1, J = 8.4, 2Hp,-0); 8.63 (1H, ¢, H-4); 12.75 (1H, c,
NH)

7a 2.06 (3H, ¢, 3-CH3;); 2.37 (3H, ¢, 6-CHj); 2.84 [6H, ¢, N(CH3),]; 6.58 u 7.14
(2 x 2H, nBa 1, J = 9.0, 2Hp-0, 2H-m); 7.10-7.13 (2H, M, H-5',6"); 7.34 (1H, 1,
J="1.5, Hpp-p); 7.39-7.42 (1H, M, H-4"); 7.55-7.61 (3H, m, 2Hpy-m, H-4"); 8.31
(2H, 1, J=1.8, 2Hpy-0); 12.45 (1H, ¢, NH*)

7b 2.08 (3H, c, 3-CHj3); 2.85 [6H, ¢, N(CH3),]; 6.60 (2H, 1, J = 8.7, 2Hu-m);
7.05-7.11 (2H, m, H-5.6"); 7.17 (2H, 1, J = 8.4, 2Hu-0); 7.19-7.26 (3H, ™,
2Hcpy-m, Heppp); 7.26-7.29 (1H, m, H-7"); 7.34 (1H, 1, J = 7.5, Hxphop);
7.44-7.49 (3H, m, 2H¢pp-0, H-4"); 7.58 (2H, 1, J = 7.8, 2Hnpp-m); 8.34 (2H, 1,
J=1.8, 2Hnpy-0); 12.31 (1H, ¢, NH)

Tc 2.05 (3H, ¢, 3-CHj3); 2.84 [6H, ¢, N(CHj3),]; 3.67 (3H, ¢, CH;0), 6.58 (2H, &,
J = 8.7, 2H4a-m); 6.75 (2H, n, J = 8.7, 2Hg 5-m); 7.07-7.09 (2H, M, H-5',6");
7.13 2H, 1, J= 8.7, 2H4.o-0); 7.27-7.31 (1H, M, H-7"); 7.33 (1H, T, J = 7.5, Hpy-
p); 7.40 2H, n, J= 8.7, 2Hg_a,-0); 7.48-7.50 (1H, m, H-4"); 7.58 (2H, T,
J=1.8, 2Hp,-m); 8.34 2H, 1, J= 7.8, 2Hpy-2,6); 12.35 (1H, ¢, NH)

7d 2.04 (3H, ¢, 3-CHz); 2.80 [6H, ¢, N(CH3;),]; 3.33 (6H, ¢, 2CH;0-m); 3.57 (3H, c,
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CH;0-p); 6.56 2H, n, J = 8.7, Hya-m); 6.73 (2H, ¢, C¢Hy); 7.05-7.09 (4H,
M, H-5',6', 2H4.5-0); 7.22-7.25 (1H, m, H-7"); 7.33 (1H, 1, J = 7.8, Hp,-p);
7.40-7.43 (1H, m, H-4"); 7.59 (2H, T, J = 7.8, 2Hp,-m); 8.38 2H, 1, J = 7.8,
2Hpy-0); 12.60 (1H, ¢, NH)



OKoOHYaHHWEe TAOAHI B 2

1 2

Te 2.08 (3H, c, 3-CHy); 2.84 [6H, c, N(CH3),]; 6.58 (2H, n, J = 8.7, 2Hys-m);
7.08-7.10 (2H, m, H-5',6"); 7.15 (2H, 1, J = 9.0, 2H4.,~0); 7.27-7.30 (1H, ™,
H-7"); 7.35-7.44 (5H, M, Hpp-p, 4Hg.a,); 7.47-7.50 (1H, M, H-4"); 7.58 (2H, T,
J=1.8, 2Hp,-m); 8.31 (2H, 1, J = 7.8, 2Hpp-0); 12.38 (1H, c, NH)

7t 2.02 (3H, ¢, 3-CH;); 2.84 [6H, ¢, N(CHs),]; 5.75 (1H, 1, J = 3.6, Hyer-3);
6.37-6.38 (1H, M, Hye-4); 6.55 m 7.13 (2 x 2H, n8a 1, J = 9.0, 4H, »);

7.14-7.18 (2H, m, H-56"); 7.36 (1H, 1, J = 7.5, Hpy-p); 7.39-7.41 (1H, M, H-7");
7.57-7.58 (1H, m, H-4'); 7.61 (2H, 1, J = 7.8, 2Hpy-m); 7.67 1H, 1, J = 0.9,
Hyer3); 8.39 (2H, 1, J = 7.8, 2Hpy-m); 12.69 (1H, ¢, NH)

g 2.11 (3H, ¢, 3-CHy); 2.84 [6H, ¢, N(CHs),]; 6.60 2H, 1, J = 8.7, 2Hy or-m);
7.07-7.10 (2H, M, H-5'6"); 7.16 2H, 1, J = 9.0, 2H, or-0); 7.28-7.30 (1H, M,
H-7'); 7.36 (1H, 1, J = 7.5, Hpyp); 7.47-7.50 (1H, m, H-4"); 7.58 (2H, 1, J = 7.8,
2Hpy-m); 7.66 1 8.05 (2 x 2H, 18a 1, J = 8.7, 4Hg »,); 8.30 (2H, 1, J = 8.1,
2Hpy-0); 12.46 (1H, ¢, NH)

* Tlonsepraercs AefiTepooOMeny.

OcH3UMUIA30JIbHOTO (hparmMeHTa. OCOOEHHO CYIIECTBEHHO 3TO IMPOSBISAETCS B
crydae 2-(QypHIIBHOTO 3aMecTHTeNs: curHan Hpe-3 HaxomuTcs B BechbMa
crtbHOM TroJte TipH 6.45 (coemuuenue 6f) u 5.75 m. 1. (coenunrenne 7f), Toroa
Kak curaain Hye-4 ciBuHYT B 6051¢ee cmaboe mone — 6.54 (6f) u 6.37 m. . (7f).
Curnansl iporoHoB H-4',7' GeH3MMUIA30IbHOTO TIHUKIIA TIPOSBIIIOTCS pas-
JeNTbHO, YTO CBUIETEIHCTBYET O 3aTOPMOXKEHHBIX MUTPAIHSIX MPOTOHA MEXKIY
aToMaMH a3zoTa. Takoe sBIEHWE THIWYHO I OCH3MMHIA30JI0B, COAEPIKAIIIX
00BEMHCTHIN TeTEPOIUKIIMIECKAN 3aMECTUTENh B TIoJIoskeHnH 2 (cM. [10]).
Baxnas wHpOpMAaIUs monydeHa pu u3ydeHun sddexra OBepxaysepa s
coequHeHud 7g u 6b. IlomgaBienue curHama rpynmnsl 3-Me nepBoro He oTpa-
JKaeTCs Ha KaKUX-JIMOO APYTMX CHTHANAX, B TOM YHCIE W 4-(IUMETHIAMHIHO)-
(beHMITPHOTO 3aMecTUTeNs (BEPOSATHO, M3-3a €r0 OTKJIOHEHHS OT IUIOCKOCTH
MUPa30JIOMUPUINHOBOTO (pparmMeHTa). HampoTwB, mpu mogaBI€HWH CHUTHAjA
rpynnbsl  3-Me coenuHeHust 6b Bo3pacTtaeT HMHTErpajibHasi HMHTEHCHUBHOCTH
curHana H-4, a mogaBiieHue mMocieaHEro CUTHANIA OTpaKaeTcs Ha MEPBOM. DTH
pe3yIbTaThl MOATBEPKIAIOT MPOCTPAHCTBEHHO ONM3KOE PACIIONIOKEHUE B3aW-
MOJICHCTBYIOIINX SiZIep B MOJIEKYJIe, T. €. CBHIIETEILCTBYIOT O B3aNMOICHCTBUH
pearenToB 1-3 1o mnpuBeAeHHON Bhilie cxeme. Mckimrouaercs peanuzanus
BTOPOTO BO3MOXXKHOTO CTOCO0Aa IMKIOKOHIIEHCAINH, TPHU KOTOPOM AallbJeTH
pearupyeTr 1o aMUHOTPYIINE MHUpas3ojia 2 U aKTUBHON METWUJICHOBOM TIpyIie
COoeqMHEHNs 3, a 3aMBIKaHHe ITUKJIAa MPOUCXOAWT B Pe3yJbTaTe KOHIEHCAINU
rpymmel C=0 1Mo TOJOKEHUIO 4 TMHUPa30JIbHOTO KojbIla. Takol MyTh HpeBpa-
IIeHNs TpuBed OBl K M30MEPHBIM MPOIYKTaM, OTIIHYAIOIIAMCS HHBIM PacIioyo-
JKEHUEM 3aMecTUTelled B mupas3ono[3,4-b|mupuaunHoBoM (parMeHTe, B 9acT-
HOCTH WMEIOIIAM B THUPHUIMHOBOM IIMKJIE (-HE3aMEIIEHHOE IOJIOKEHHE,
MPOCTPAaHCTBEHHO YJAIIEHHOE OT METHIILHOW TPYTITHI TUPA30JIFHOTO KOJBIIA.
Taxum 00pa3oM, IpUBEACHHBIC TPUMEPHI 3G (HEKTHBHOTO CHHTE3a paHee He
M3BECTHBIX 4-He3amemeHHbIX S-(1H-0em3umunazon-2-mn)-1H-mmmpasono|3,4-b]-
MUPUINHOB THIA 6 TITOKa3bIBAIOT IEPCIEKTHBHOCTh TPUMEHEHHA #1-(IuMe-
THIIAMUHO )OE€H3TBACTUIHON MOIUUKauK peaknnu [ anya.
SKCIHEPUMEHTAJIBHASI YACTb
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KoHTponp 3a X0IOM peakmuii M YHUCTOTOH CHHTE3MPOBAHHBIX COEIWHEHHH IPOBOIMIN
meronoM TCX na minactunkax Silufol UV-254 B cucreme pactBopureneit 6enzon—aranon, 9 : 1,
nposienerre B YO cBere. Crektpsl SIMP 'H coenuuenmuii PETUCTPUPOBAIN Ha CHEKTPOMETpax
Varian VXR-300 (300 MI'm) u Varian Unity Plus-400 (400 MI'm) (NOE-skcmepumenT)
B IMCO-dy, cranmapt TMC. Bce coenuHeHHs Tepeln NPOBEACHHEM 3JEMEHTHOTO aHaIn3a
U CIIEKTPaJIbHBIX UCCIIEIOBAHUM BpIcymuBany 5 u npu 145 °C.

5-(1H-Ben3nmuaazon-2-uia)-3,6-1umetni-1-gpennn-1H-nupazono|3,4-bJnupuaun  (6a).
A.Cwmecp 0.149 r (1 mmomnp) ampperuga 1, 0.173 r (1 mmons) ammuomupazona 2, 0.174 t
(1 mmonp) 2-aneroHnnOeH3uMuAazona (3a) u 2 Mi JeASHONH YKCYCHOM KHMCIOTHI BBIAECPKHBAIOT
npu 120 °C B Teuenue 2 4. J[06aBmsroT 1 M BOABI M HArpeBarOT IpH NEPEMEIIMBAHUY 10 Hadana
kpucTaun3aiui. OCTHIBIIYIO cMech (MIBTPYIOT, OCAJOK IPOAYKTAa 6a IPOMBIBAIOT CMECHIO
2-nponanoi-Boaa, 1 : 1. Bexoa 0.324 r (95%). [TponyKT MepeKpUCTALIM30BBIBAIOT U3 CMECH
NUpuIuH-BoAa, 2 : 1.

AHANOTHYHO TONy4aloT coequHeHus 6b—f, 7g n3 coenunennii 1, 2 u 3b—g cooTBETCTBEHHO.
[poxyxT 6f mepekprcTAIIM30BBIBAIOT M3 CMECH MHUPUAWH-BOAA, 1 : 1, a 7g — U3 cMecu aume-
Tundopmamua—Bona, 5 : 1.

5-(1H-Ben3nmuaazon-2-un)-3,6-numerna-4-[4-(qumMerniiamuHo)penuni]-1-penna-1H-
nupa3oo[3,4-blmupuaun (7a). 6. Cmech 0.149 1 (1 mmons) anpreruaa 1, 0.173 r (1 mMMorb)
amuHonmpasona 2, 0.174 r (1 mmons) 2-ameronmnOensumupasona (3a), 0.5 mm (5 Mmons)
HUTpOOEH307a ¥ 1 MJI JIeJSTHON yKCYyCHOM KUCIIOTHI BeiepxkuBaroT rnpu 120 °C B Teuenue 1.5 4,
3aTeM J00aBISIOT 1 MJI BOABI, 1 MJI 2-TIpoIaHONA M KHUIITSAT IPU IepeMENINBaHMH 10 Hadajla
kpuctamm3anud. OCTBIBIIYI0 CMeCh (QHIBTPYIOT, OCAJOK HPOAYKTa 7a MPOMBIBAIOT 2-TPO-
nanonoM. Berxoz 0.238 1 (52%). IIpoayKT mepeKkprCcTaIn30BEIBAIOT U3 JUMETIII(HOpPMaMUIa.

AHANOTMYHO MOJIy4yaroT coeAuHeHHs 7b—g, coOTBETCTBEHHO, M3 peareHToB 1, 2, 3b—g
u HUTpoOeH3omna. st BeimeneHus mpoxaykra 7d peakIMOHHYIO CMECh pa30aBISIFOT 5 MII BOJBI,
YIapUBAOT JIOCYXa, OCTATOK KHUILTAT ¢ 4 MII alleTOHAa U IOCIIe OXJIAXKISHUS! OT(QHILTPOBBIBAIOT
coenuHeHHe 7d, KOTOpOE MEePEeKPUCTALIN3OBEIBAIOT U3 CMECH MUPHANH-BOAA, 2 : 1. CoenuHeHue
7e OUNIIAIOT KPHCTAIUIM3AMEH 3 cMecH AUMETII(hopMaMua—yKCcycHas: Kuciora, 3 : 1.

B. Ilo npuBeneHHOMY BBIIIE METOAY, HO IIPU COOTHOLIEHUH HUTpoOeH30:1 : 1 : 2 : 3, paBHOM
1:1:1:1, cunre3upyror coequHeHus 7a,c,e—g.

Asmop evipadicaem uckpenuioro 0Oaazooapnocms B. B. Ilonosunko —
cneyuanucmy no AMP dupmer "VipOpeCunmes" (e. Kueg) — 3a evinonueHue
NOE-3kcnepumenma.
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