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NMPOCTOMN U DO®OEKTUBHBIA CUHTE3
TPU3AMEILEHHBIX UMHUJIA30JIOB

OnHOpeakTOpHON TPEXKOMITIOHEHTHON KOHJEHCAIMEeW THIPaTOB apUIITIIHOKCANIeH,
1,3-n1uMeTn0apOuTypOBOil KUCIIOTHI, COJIEH TyaHUIWHA JIMOO THIPOMOIHMIA METHIHN30-
THYPOHHSI B YCIOBHAX TEPMHYECKOW (MHKPOBOJIHOBOW) aKTHBAIlMM CHHTE3WPOBAHBI
2-aMHHO-5-apuil- U 5-apui-2-MeTUICYIb()aHUIMMHUIA30JI6I COOTBETCTBEHHO, COJICpIKallie
ocrarok 1,3-muMeTnnOapOouTypoBoii KHCIOTH. OOHapyXEHO HEOXXKHUAAHHOE IMPOTEKaHHE
KOHJICHCAIIMHU B CITydae THIPOXJIOPUIA TyaHHUINHA, IPUBOJIIEE K 5-(2-apuii-2-0KCO3THII)-
1,3-muMeTnn0apOUTypOBEIM KHCIOTaM. 2-AMHHO-4-apHIUMHIA30TBI B YCIOBHSX TPEX-
KOMIIOHEHTHOW KOHJCHCAIIMK OOpa3yIoT amayKThl Mmuxasis mpu ydactad S-(2-apmi-2-
OKCOXTHIIHIEH)- | ,3-TrMeTHI0apOouTypOBBIX KUCIOT U atoMa C-5 HMH/Ia30JI6HOTO ITHKIIA.

KioueBble cioBa: anayktel Muxasns, S5-(2-amuHO-5-apunumunazon-4-un)-1,3-am-
MeTHI0apONTYpOBBIE KHCIOTHI, apHIIIHOKcany, S-(5-apui-2-MeTuicynbhaHmInMUIa3071-
4-nn)-1,3-mumeTnn0apOnuTYpoBBIE  KHUCIIOTHI, 5-(2-apui-2-oxcoatmi)-1,3-aumernnoapou-
TYPOBBIE KHCJIOTHI, TUIPOHOIU METHIM30THYPOHUS, 1,3-1uMeTHin0apOuTypoBasi KUciora,
COJIM T'yaHUMHA.

[Ipom3BomHBIe MMHTA3071a BXOIAT B Onostormdeckn Baxknble cucteMsl (JIHK, PHK,
Oenku). MIMMIa30IIbHBIA TETEPOIMKI SIBJISACTCS COCTABHOM 4YacThI0 MHOTHX JIeKap-
CTBEHHBIX TIPENapaToB Pa3HOOOPA3HOTO MEHCTBUS: aHanbreTukoB [l1-3], kapawmo-
BACKYJIIPHBIX [4], aHTUBUPYCHBIX, aHTUMHUKPOOHBIX [5—7] ¥ TPOTHBOOITYXOJIEBhIX
[8-10] mpemapatoB, aHTHAETIpecCaHTOB [9], BHICTYMAIOT WHTUOWTOpAMH THUCTa-
MHHOBBIX PELENTOPOB M MPOTEMHOBBIX K1Ha3 [11-14]. OcoOeHHO MHTEPECHBI B 3TOM
IDIaHEe TPH- B TeTpa3aMeEHHbIe TIPOU3BOIHbBIC UMHIa30ma [1, 14].

OcHOBHOH TOAX0A K CUHTE3y 2,4,5-Tpu3aMemEHHBIX NMHIA30JI0B BKIIOYACT
OJIHOPEaKTOPHYIO KOHJEHCALMI0 0-JIWKETOHOB, apOMaTHYECKUX ajlbJIETHI0B
W amerata aMMOHHS B TPUCYTCTBUHM KHCIBIX [15-17] mubo ocHOBHBIX [18, 19]
KaTaJln3aToOpoOB, COJIeH peaKo3eMelbHBIX MeTauIoB [17], HaHOKaTamu3atopos [20],
L-nponuna [21].

Panee Hamu ObUTM pa3paboTaHBl OJHOPEAKTOPHBIE CHHTE3Bl 2,4,5-Tpu3ame-
MIEHHBIX THA30JI0B Ha OCHOBE LWKIMYECKHX [-IUKapOOHWIBHBIX COEIHHEHUI
(1,3-numeTundapOuTypoBasi KHCIOTa, ITUKIOTeKCaHAUOH-1,3, 4-ruapoKCHKyMa-
pUH), apuiarauokcaneil ¥ THoaMuIoB [22-24], npuuéM OIHOpPEaKTOPHBbIE KOHACH-
calii ¢ yd4acTueM N-METHITHOMOYEBHHBI, JUMETWIOApPOUTYPOBOH KHCIOTHI
Y apUITIIHOKCANel MPOXOJMIN HEPErHOCENeKTHBHO: HaOMI0aIoch 0Opa3oBaHHE
MPOU3BOJHBIX KaK 2-METHJIIAMUHOTHA30JIOB, TaK M |-MeTWI-2-MepKanTOUMUIa-
30J10B [25].

C menpl0 pacIIMpeHHs CHUHTETUYECKOTO MOTEHIHalla HAaWJEeHHOTO MOIXOAa
K 3aMEIIEHHBIM MATHYICHHBIM T€TEepPOIUKIaM MBI OCYLIECTBUIN TPEXKOMIIOHEHT-
HyI0 KoHAeHcauuto 1,3-numernnOapOutypoBoii kuciotsl (1), TuapatoB apui-
rokcaneld 2a—e W TyaHuawHOB 3a,b. YcTaHOBIEHO, YTO KOHACHCANHS C
y4acTueM ruapoxiopua ryanunusa (3a) npu kunsuennu B 2-PrOH Benér x oopa-
30BaHUIO 2-aMUHOMMHIA30JI0B Sa—e ¢ XopommMu Bbixomgamu (55-70%). Otu xe
MIPOU3BOIHEIE OBLIN BEIIETICHBI C O0Jiee BRICOKMMH BbhIxoaamu (65—72%) u B ycio-
BHSIX MUKPOBOJIHOBOH aKTHBAaIlUU C UCIIOJb30BaHUEeM KapOoHaTa ryanuanna (3b).
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2, 4-6aAr= Ph, b Ar= 4-MCOC6H4, cAr= 4-C1C6H4, dAr= 4-BrC6H4, e Ar= 4-02NC6H4;
3aY=ClLbY=HCO;

CrpoeHue MMHIA30JI0B Sa—e XOpOIIO COIJacyercsl C JAaHHBIMU 3JIEMEHTHOIO
aHanmsa, pesynbratamu crekrtpockormn SIMP 'H, C u macc-cnexrpomerpun.
dopMupoBaHHE HMMHIA30JbHOTO ILUKJIA BKIIIOYAET CTaJUI0 00pa3oBaHUS HHTEP-
meauatoB 4. CoenuHenus 4c¢,d ObIIM BBIJIENEHBI NPU TNEPEMELINBAHUHM HPHU-
muauHTproHa 1, apwirimokcaneir 2¢,d u kap6onarta ryanuguaa (3b) B 2-PrOH
¢ nobasneanemM AcOH mpu temmeparype 50 °C. B cmekrpax coegunenmii 4c¢,d
HaOI0aeTcd IIEeCTUIPOTOHHBINA CHHIJIET METHJIBHBIX TPYNI MHPUMUIAHOBOTO
¢parmenTa, AB-cucremMa METHHOBBIX MPOTOHOB, YETBHIPEXNMPOTOHHBIA CHHTJET
JIBYX aMHUHOTpyHI, a Takxe A,X,-CHCTeMa apoMaTHYeCKHX MPOTOHOB. B macc-
CIEKTpax MPOSIBISIOTCS MUKW MOJIEKYJSIPHBIX HOHOB, a MX (h)parMEHTALUs] BKJIIIO-
YaeT OTLIETJIEHHE MOJIEKYJbl Boabl. KumsiueHnem ryanuiuHa 4¢ B U30IMPOIIAHOIE
MOJIyYEH LeJIeBOM uMuAa301 Sc ¢ Berxogom 71%.

ATleTHUIMPOBaHUEM COCIWHEHHN S5a—c,e B YKCYCHOM aHTHApWIE ObUTH CHHTE-
3UPOBAHBI ANIETUIITIPOU3BOIHEIE 6a—c,e. OTMeTHM, 4TO B criekTpax SAMP 'H coenu-
HEHUH 6a—c,e OTCYTCTBYIOT NMPOTOHBI O-THIPOKCHIPYIIIBI BCIEACTBUE OBICTPOTO
0o0MEHa C BOJIOW, IPHUCYTCTBYIONIEH B AciiTepopacTBoputene. 1o Toil ke mpuunHe
HE BCEr/ia MPOSIBILIIOTCSA U CUrHaibl NH-IpOTOHOB MMUAA30JIBHOTO LIUKJIA.

Opnako OoJee MPOAOIDKHUTENBbHOE (>2.5 4) KUITYCHUE PEaKUUOHHON cMecH,
coJepKallel MupUMUAUHTPUOH 1, ruapaTsl apuiriuokcanei 2a,d.f,g u ryanunux 3a,
B 2-PrOH mpuBenmo k oOpa3oBaHWI0 KETOHOB 7a—d C XOpPOIIMME BBIXOIIAMH.
Coenunenue 7¢ ¢ BbIXxoaoM 73% OBIIO Tarxke MOTYYEHO W IPH MUKPOBOIHOBOM
00Jy4eHnH UCXOMHBIX peareHToB B EtOH.

2PIOL A Me\ Ar (1372)
2.5-3.0u Brz, AcOH
1+2adfg+3a —————> él\
WIH (0] KOMH. T., 1q (0]
EtOH, MW 0
(mmst 7¢) Me 7a—d e 8a

2 f Ar =4-MeSC¢Hy, g Ar = 4-FC¢Hy;
7 a Ar=Ph, b Ar =4-MeSC¢Hy, ¢ Ar=4-FC4Hy, d Ar =4-BrC¢H,
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BaxHO OTMETHTBH, YTO KETOHHI 7 HE OBUIM BHIJIENICHBI B OTCYTCTBHE CONU 3a.
Jmurenshnoe kumsiueHue (<4 1) umumgazona Sa B 2-PrOH Ttaxke He COmpoBOX-
Jaercs ero tpaHcopmanuelr B ketoH 7a. [lo-Bumumomy, 1,3-mumernin-5-dena-
UI0apOUTYpOBEIe KHCIOTH 7a—d 00pa3yroTcsi B pe3yibTaTe BOCCTAaHOBIICHUS
HEIpPEACIbHbIX KETOHOB A, KOTOpPbIE, HapsAy C HEIpOpearupoBaBLIMM TyaHH-
JUHOM, OOHapy»KeHbl B peakIMoHHOM cMmecu meronoM TCX. Bompoc o ToMm, 4to
SBIISIETCS BOCCTAHOBHTEJIEM B CHCTEME, HE COBCEM TIOHATEH U Tpedyer
JIOTIOJTHUTENBHBIX HCCIENOBAaHUNA. XOTEIOCh OBl OTMETHTbH, YTO HCIIOIB30BAaHHE B
OJTHOPEaKTOPOM CHHTE3€ TOJyTOPaKpaTHOIO MOJILHOTO HM30bITKa conu 3a nubo
ruApara apuwirivokcans 2 He MPUBOAUT K 3aMETHOMY H3MEHEHHIO BBIXOJOB
KETOHOB 7.

o
Me N = Ar
A, O
O ITT (0]
Me

Hns coenunenuit 7a—d B cnektpax SAMP 'H HAOIIOJAIOTCSI CHHTIIETH IPOTOHOB
METWJIBHBIX TIpPYyNIl MUPUMHIMHOBOIO LHUKJIA, MYJIBTHUIUIETHl apOMaTH4eCKUX
MIPOTOHOB, @ TakXe AYyOJIeThl U TPUIUIETHl IMPOTOHOB METHMHOBOW M METHUJICHOBOI
rpymnm. B cnexrpe AMP BC coenunenus 7b HAGTIOMACTCS CUIHAT aTOMA yriepozna
kapOoHMIBbHOM Tpymmbel pu 190 M. 1. IlepBbIif npencraBuTedh psna — KETOH 7a
ObU1 omucaH B JuTeparype [26] W moNydeH anKuwiupoBaHueMm 1,3-mumeTwi-
0apOUTYPOBOM KHCIOTHI (DEHAITUIOPOMUIOM.

Panee Hamu ObLIO 1OKa3aHO, 4TO (OPMUPOBAHHE HMMIA30JIBHOTO JHOO
THA30JIbHOTO IIUKJIA B AHAJOTMYHBIX TPEXKOMIIOHEHTHBIX KOHJEHCAIMAX C ydac-
THEM MOYEBUH JHOO THOMOYEBHH MOXKET MPOXOJUTH Yepe3 CTaTUI0 €HOHOB A,
omHcaHHBIX B pabote [27]. B To ke BpeMs oOpa3oBaHHWE BOCCTAHOBIEHHBIX KETO-
HOB 7 TIpU 3TOM HE HAOJIOAJI0Ch, YTO MOYKHO OOBSICHHUTH JOCTATOYHO OBICTPHIM
BBEIBEJICHUEM TIPOMEXYTOYHOIO KETOHA W3 peakIuu B3auMopeicTBuem c 1,3-0u-
HyKJIeo(UIaMu ¢ 00pa30BaHUEM MATHWICHHBIX T€TEPOLUKIIOB.

BpomMupoBanne keToHa 7a B YKCyCHOM KUCIIOTE TO3BOJIMIIO BBIAETUTH 5-OpoM-
nponssoanoe 8a. B crextpe IMP 'H coennuenus 8a mcuesaeT TPHUILIET METH-
HOBOT'O TNPOTOHA, a MPOTOHBI METHJIEHOBOW TI'pyMIMbI MPOSBISIOTCS B BHUJE CHH-
riera. CienoBaTenbHO, OPOMHpPOBAaHUE MPOXOAWUT 4YEpe3 EHOJHM3ALMI0 B IMUPU-
MHUJIUHOBOM (pparMeHTe MOJICKYJIbI.

TpéxkoMmmoneHTHass KoHaeHcanus TpuoHa 1 u coemmnenmii 2d,g ¢ rTuapo-
HOIUIOM METHIM30THYpOHHUs (9) Obula MpoBelcHA B YCIOBHAX MHUKPOBOJIHOBOM
aKTHBAaLlUM, 4YTO MO3BOJIMJIO CHHTE3MPOBaTh 2-MeTHICY/Ib(aHMI3aMeIEHHbIE
umugazonsl 10a,b ¢ mpumeckio ketoHoB 7¢,d. Beixonsl coemuuenuit 10a,b mpu
atoM He mpesbimanu 10%. B To e BpeMs KuUNSueHHE MCXOJHBIX PEareHTOB B
cmuprax (EtOH, 2-PrOH) mpuBeno k 1meneBeiM mpoxyktam 10a,b ¢ HH3KHMEH
Bbixomamu (30-35%). B oTcyTcTBHE apmiaTIHOKcaiel Takoe B3aNMOACHCTBUE TIPU
MHUKPOBOJIHOBOM aKTHBallMM CONPOBOXKAAECTCA JJIMMUHUPOBAHUEM MOJIEKYJIbI
METHJIMEpKaNTaHa U o0pa3oBaHHEM S-(InaMHUHOMETWIHACH)-1,3-muMeTnoaponTy-
posoii kucmotsr (11). B crextpe SIMP 'H coenumennst 11 mposBIsSeTCS CHHIIET
MPOTOHOB METWJIBHBIX TPYNI NHPUMHAMHOBOIO LHWKIA U JBYXIPOTOHHBIE
CUHTJIETHl HEOKBUBAJIEHTHBIX IPOTOHOB aMUHOTpYyNIbI pH 7.25 u 9.45 M. A., ucue-
3al0lIMe MPY MIPOBEIEHUHN AeTepooOMeHa. HeskBUBaICHTHOCTE aTOMOB BOOpOJa
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B aMHHOTpyMIax OOyCIIOBIIEHA, IMO-BHIUMOMY, CYIIECTBOBAaHWEM BHYTPUMOIIE-
KYJSIPHBIX BOJOPOIHBIX CBsi3ed B MoJIeKyle. AmmnmmpoBanue coemauHenms 11
YKCYCHBIM aHTHJIPUAOM NPUBOIUT K AalETHIBHOMY MPOU3BOAHOMY 12, cHekTp
SMP 'H K0TOpOro XapakTepu3yeTcs MOSBICHHEM TPEX CIa0O0MONBHBIX CHTHAIIOB
OOMEHHBIX IIPOTOHOB B 06yactu 9.78—13.45 M. 1.
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Hamu Oputa Taxoke ncciieqoBaHa aHAJOTHYHAs TPEXKOMIIOHEHTHAs KOHICH-
canus TpuoHa 1 M coeliMHEHHMH 2a—e ¢ ydacTHEM LMKINYecKuX 1,3-OmMHyKieo-
¢unoB — 2-amuHO-4-apunumunazonoB 13a—d. BwigeneHHble W3 peakIMOHHOM
cMecHu cBeTio-0exeBble coequneHus 14a—f, mo manmbM criektpockomuu SMP 'H
¥ 5IEMEHTHOTO aHaIu3a (JUIi HEKOTOPBIX MPOM3BOAHBIX — crektpoB SIMP °C u
Macc-CIEKTPOB), OKA3AIKCh NPOLYKTaMU HYKJIEO(QHIFHOTO MPUCOSANHEHHS aToMa
C-5 HMHIA30JIbHOTO LHKIIA [0 ABOMHOI cBs3H eHoHa A. Tak, B crektpax SIMP 'H
ananykToB 14a—f mposBIAIOTCA HIECTUIIPOTOHHBIE CHHIJIETBI METHIIBHBIX TPYII
MUPUMHUIMHOBOTO LIMKJIA, CHHIJIET METHHOBOIO MPOTOHA B obnactu 5.84-5.97 M. 1.,
MYJBTUIUIETHl apOMAaTHYECKHX MPOTOHOB. CHrHajgbl HPOTOHOB aMHHOTPYIIIBI
MHOTI'[a [IONAAa0T B 001aCTh apOMaTUYEeCKUX MPOTOHOB, HO JIETKO OIPENEISIOTCS
IpU TpOBeJCHUHU JAeirepooOMeHa. Takoe moBeneHue 2-aMuHO-4(5)-apUaMMu-
J1a30JI0B [0 OTHOLIEHUIO K EHOHOBBIM CHCTEMaM XOPOILO M3BECTHO B JIUTEPAType:
HanOoJiee HYKICODHIBHBIN MEHTp MoJekynsl — atoM C-4 mu6o C-5 — mmmma-
30JIbHOTO IMKJIa IPUHUMAET y4acTHe B 00pa30BaHUU COOTBETCTBYIOUINX aTyKTOB
Muxansnsi, KOTopble B psifie paboT ObLIH BbIIEIEHBI H U3yueHs! [28, 29].

Ar
B ] 7\/‘? Oy Ar
o O _Ar . )\NHZ o o
H M
EtOH _ [Mes Z 13a—d SN =
1 + 2a¢ ——> N - > | NH
A 154 A P N=(
0~ "N Yo 0" N “on
[ 1\I/[ NH,
L Me p | © 1daf

13 a Ar' = 4-BrC¢H,, b Ar! = 4-MeSO,C¢Hy, ¢ Ar! = 4-MeC¢Hy, d Ar! = 4-FCeHy;
14 a Ar = Ph, Ar! = 4-BrC4Hy; b Ar = 4-BrCgH,, Ar! = 4-MeSO,C¢Hy;
¢ Ar = 4-MeOC4H,, Ar' = 4-MeSO,C¢H,; d Ar = 4-BrC¢H,, Ar' = 4-MeCgHy;
e Ar=4-O,NC¢Hy, Ar' = 4-MeCgH,; f Ar = 4-CIC¢Hy, Ar' = 4-FCH,
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Takum 00pa3oMm, HAMH NPEIUIOKEHbl YIOOHbIE OHOPEAKTOPHBIE METOMBI CHH-
Te3a TpU3aMEIIEHHBIX WMMHUAA30JI0B C ydacTHeM 1,3-muMeTnnoapOuTypoBoOi
KHCJIOTBI, THIPAaTOB apwirjiHOKcaled u aszorcoiepxammx 1,3-OuHykneoduios
Pa3NIU4HON IPUPOLIBL.

SKCIHEPUMEHTAJIBHAS YACTb

Crextpsl IMP 'H 3ammcambl ma npuGope Varian Mercury VX-200 (200 MI'm),
cextpsl SIMP °C — ma cmextpomerpe Bruker AM-400 (100 MI'm) B IMCO-dg, BHYT-
pennuii cranaapt TMC. Macc-criekTpsl 3apeructpupoBanbl Ha npubope Hewlett-Packard
LC/MSD 1100, nonuzaius 3V, 70 3B. DnemeHTHbIN aHa U3 BbINoIHeH Ha npubope LECO
CHNS-900. TemnepaTyps! IuiaBieHus ompezeieHsl Ha ctonuke Koduepa. Kontponps 3a
[IPOTEKAHUEM PEAKUUI U YMCTOTOW IOJIyYEHHBIX COCJAMHEHUN OCYLIECTBILLICS METOJOM
TCX ma mmactunax Silufol UV-254 B cuctemax PhMe-EtOAc, 1:1, u CH,Cl,—2-PrOH,
10:1, mposiBUTENs — mapel HojAa. B 3KclepUMEHTaX C MHKPOBOJHOBHIM OO0JydeHHEM
ucrons3oBany peakrop Smith Creator (100 Br, 2.4 I'T1, MoHOMOOBasE Kamepa).

2-[2-Apui-1-(1,3-mumeTnii-2,4,6-TpuoKcoreKkcaruIponupUMUANH-5-11)-2-0KCOITH |-
ryanuaunsl 4¢,d (obmas merogmka). Cmeck 156 mr (1.0 mMMonp) mupumuanHaTproHa 1,
1.0 mmons apmrimoxkcans 2¢,d, 121 mr (1.0 mmons) xapOonaTa ryanuanHa (3b) u 3 Mo
neasHo AcOH B 10 mn 2-PrOH nepememmBatot npu 50 °C B teuenue 3045 MuH a0
BhIMTafieHns1 6eroro ocaaka. IIpoxykT oTGuiIbTpOBEIBAIOT, TpoMBIBatoT 2-PrOH.

2-[1-(1,3-AumeTni-2,4,6-TpuoKcoreKcaruiponu puUMHINH-5-W)-2-0Kc0-2-(4-XJ10p-
denna)pruaryanuaun (4c¢). Beixox 0.25 r (68%), Genblit amMophHBII MOPOIIOK, T. I
227-228 °C (c pasi.). Ciextp SIMP 'H, &, m. 1. (J, T'w): 2.99 (6H, ¢, 2NCH3); 4.54 (1H, x,
J=4., 5-CH); 5.73 (1H, n, J = 4.8, COCHN); 6.94 (4H, c, 2NH,); 7.45 (2H, 1, J = 7.6,
H-3,5 Ar); 7.91 (2H, 1, J = 7.6, H-2,6 Ar). Ciektp SIMP °C, §, m. 1.: 27.2 (2NCH3); 70.8
(C-5); 87.6 (COCHN); 128.5, 129.9, 134.8, 137.3 (C Ar); 153.2 (C=N); 159.2 (C=0); 162.0
(2C=0); 199.5 (C=0). Macc-criextp, m/z (I, %) (i u30toma *°Cl): 365 [M]" (100), 347
[M-H,0]1" (35), 277 (5), 233 (13), 198 (8), 182 (11), 156 (51), 139 (53), 111 (20), 71 (18).
Haiineno, %: C 49.20; H 4.38; N 19.17. C;5sH4,CIN;sO,. Boruucaeno, %: C 49.26; H 4.41;
N 19.15.

2-[2-(4-Bpomdenmir)-1-(1,3-numeTnii-2,4,6-TpHOKCOreKCAruAPONMMPUMHUINH-5-11)-
2-oxco]dyruaryanuaun (4d). Beixon 0.29 r (71%), Genblii aMopdHBIA HOPOIIOK, T. I
239-240 °C (c pasn.). Cnextp IMP 'H, §, m. 1. (J, T'm): 2.98 (6H, ¢, 2NCH;); 4.47 (1H, 1,
J=4.3, 5-CH); 5.70 (1H, n, J = 4.8, COCHN); 6.91 (4H, c, 2NH,); 7.58 (2H, 1, J = 7.6,
H-3,5 Ar); 7.84 (2H, 1, J = 7.6, H-2,6 Ar). Cniektp SIMP °C, §, m. x.: 27.1 (2NCH3); 71.0
(C-5); 87.1 (COCHN); 127.0, 129.8, 133.5, 135.9 (C Ar); 153.7 (C=N); 159.8 (C=0); 163.0
(2C=0); 199.0 (C=0). Macc-criektp, m/z (I, %) (u1st m30T0Mma " Br): 409 [M]* (100), 391
[M-H,0]" (42), 321 (10), 277 (19), 209 (10), 198 (22), 170 (18), 156 (9), 131 (9), 116 (9),
80 (9). Haiineno, %: C 43.95; H 3.89; N 17.05. Cy5H,,BrNsO,. Borancieno, %: C 43.92;
H3.93; N 17.07.

5-(2-Amuno-5-apun-1H-umuaazon-4-mwi)-6-ruapoxkcu-1,3-TuMe THINTHP UM AT H-
2,4(1H,3H)-mmons1 Sa—e (oOmas merommka). A. Cmecy 156 mr (1.0 mMmoms) mupu-
muauaTprona 1, 1.0 Mmmons apunrmmoxkcans 2a—e u 96 mr (1.0 mmonp) comu 3a pacTBo-
pstoT B 8—10 M 2-PrOH, xumatsaT B Koin6e ¢ 0OpaTHBIM XOJIOIWIFHUKOM B TedeHHe 1 d,
OCTaBIISIIOT Ha | CYT IpH KOMHATHOHM Temneparype. BeimaBmmii Genblit ocagok oTduibT-
POBBIBAIOT, MpoMbIBatoT 2-PrOH.

b. K cmecu 156 mr (1.0 mmons) nupumuauaTproHa 1, 1.0 MMoms apuirinuokcans 2a—e
n 121 mr (1.0 mmone) comu 3b B 10 Mmn EtOH nobGasmsror 5 mur nensiHoit AcOH,
nepeMelnBaT B TedyeHue 10—15 MUH Ha MarHUTHOW MelIake JUist YAaJIEeHUs YIIIeKUCIIOTo
rasa, 3aTe€M IOJBEPraloT MHKpPOBOJIHOBOMY o0Omydenuro npu 150 °C B teuennn 10 muH.
[Mocne oxnakaeHNs peaKIIMOHHON CMECH 0CaJIOK OT(IIETPOBBIBAIOT, MpoMbiBatoT EtOH.

5-(2-Amuno-5-¢penunn-1H-umuaazon-4-mwi)-6-ruapoxkcu-1,3-TuMe THINHPUM AT H-
2,4(1H,3H)-mmon (5a). Breixox 0.17 T (55%, metox A), 0.20 r (65%, meron B), Oexnbrit
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aMopdHBII MOpooK, T. wr. 276277 °C. Cnektp SAMP H, 8, m. 1. (/, T): 3.07 (6H, c,
2NCHj); 6.92 (2H, ¢, NHy); 7.16 (2H, n, J = 8.0, H-3,5 Ph); 7.25-7.28 (1H, m, H-4 Ph);
7.42 (2H, n, J = 8.0, H-2,6 Ph); 11.69 (1H, ¢, NH); 11.96 (1H, ¢, OH). Macc-cnekrp, m/z
Ioms %): 313 [M]" (100), 285 (50), 199 (5), 132 (13), 131 (16), 130 (23), 129 (60), 104
(80), 102 (26). Haiineno, %: C 57.52; H 4.79; N 22.33. C;sH;sNsO;. Boruucieno, %:
C 57.50; H 4.83; N 22.35.
5-[2-AmuHo-5-(4-meTokcupennn)-1H-umuaazon-4-uwiul-6-ruapoxcu-1,3-mumernanm-
pumuann-2,4(1H,3H)-mmon (5b). Beixon 0.24 r (70%, meton A), 0.25 r (72%, meton B),
6emblit amopubIil mopomok, T. wi. 270271 °C. Cnextp IMP 'H, 5, m. 1. (J, Tu): 3.06
(6H, ¢, 2NCHj); 3.70 (3H, ¢, OCH,;); 6.80-6.92 (4H, m, NH,, H-3,5 Ar); 7.35 (2H, &,
J=28.6, H-2,6 Ar); 11.62 (1H, c, NH); 12.05 (1H, c, OH). Macc-criektp, m/z (o, %): 343
[M]" (100), 255 (5), 229 (14), 214 (15), 186 (5), 134 (12), 91 (6). Haiineno, %: C 55.94;
H 5.01; N 20.42. C,¢H7N50,4. Beraucneno, %: C 55.97; H 4.99; N 20.40.
5-[2-Amuno0-5-(4-x0pdennn)-1H-nmuaazon-4-nil-6-ruapoxcu-1,3-1umMeTnanupu-
muauH-2,4(1H,3H)-aquon (5¢). Bexon 0.20 r (58%, merox A), 0.22 r (65%, metox b),
Genbii aMopHBIil opomok, T. mr. 277-278 °C. Crextp SIMP 'H, &, m. a. (J, T'm): 3.09
(6H, ¢, 2NCHj3); 7.20-7.36 (4H, M, NH,, H-3,5 Ar); 7.45 (2H, 1, J = 8.6, H-2,6 Ar); 11.86
(1H, ¢, NH); 12.08 (1H, ¢, OH). Macc-criektp, m/z (Iyw, %) (st uzotoma *>Cl): 347 [M]*
(100), 233 (10), 198 (9), 182 (10), 156 (54), 139 (56), 111 (25), 71 (22). Haiineno, %:
C 51.80; H4.03; N 20.16. C;5sH4CIN;sO;. Boruucaeno, %: C 51.81; H 4.06; N 20.14.
Hmupmason Se taxxke OBUT TIONYYEH KHUIITYCHUEM B KOJIOE ¢ OOPaTHBIM XOJOUIEHUKOM
B TeueHue 0.5 1 pactBopa 0.15 1 (0.4 mmons) ryanununa 4¢ B 8 M 2-PrOH. 1o oxoHuannun
peakIy pacTBOP OXJIAKIAIOT, OCAJAOK OTPHIBTPOBBIBAIOT, IpoMmbiBatoT 2-PrOH. Brixon
0.10 T (71%).
5-[2-Amuno0-5-(4-6pombennn)-1H-nmuaazon-4-ual-6-ruapokcu-1,3-1umMeTHaANNPHU-
muauH-2,4(1H,3H)-auon (5d). Bexon 0.23 1 (59%, meron A), 0.25 r (65%, metox b),
Genbiit mopomok, T. mi. 278-279 °C. Cnektp SIMP 1H, o, M. a. (J, I'm): 3.06 (6H, c,
2NCH;); 6.96 (2H, ¢, NH,); 7.33 (2H, 1, J = 8.6, H-3,5 Ar); 7.49 (2H, n, J = 8.6, H-2,6 Ar);
11.72 (1H, ¢, NH); 12.02 (1H, ¢, OH). Crektp SIMP "°C, §, m. x.: 27.3 (2NCH3); 78.1
(C-5); 119.6 (C-4 Im); 122.0, 127.8, 130.2, 131.2 (C Ar); 142.3 (C-5 Im); 149.2 (C-2 Im);
162.7 (2C=0); 170.1 (COH). Haiineno, %: C 45.92; H 3.63; N 17.68. C;sH4BrN;O;.
Brraucaeno, %: C 45.94; H 3.60; N 17.86.
[2-AmuH0-5-(4-HuTpodenni)-1H-umunazon-4-nia]-6-rugpokcu-1,3-mumeTHimmupu-
muauH-2,4(1H,3H)-guon (5e). Bexon 0.21 1 (59%, merox A), 0.25 r (70%, metox b),
KPHUCTAIIbI KPEMOBOTO 1[BeTa, T. 1. 285-286 °C. Crextp IMP 'H, &, m. 1. (J, T'm): 3.10
(6H, ¢, 2NCH;); 7.00 (2H, ¢, NH,); 7.54 (2H, n, J = 9.0, H-2,6 Ar); 8.13 (2H, 1, J = 9.0,
H-3,5 Ar); 11.94 (1H, c, NH); 12.26 (1H, ¢, OH). Haiigeno, %: C 50.26; H 3.95; N 23.44.
Ci5sH14N¢Os. Boruucneno, %: C 50.28; H 3.94; N 23 .45.
N-[5-Apui-4-(6-ruapokcu-1,3-1umeTnn-2,4-guoxco-1,2,3,4-reTparniponupuMuINH-
5-mn)-1H-umupazon-2-mijaneramuabl 6a—c,e (oOmas Metojuka). Pacteop 1.0 Mmoib
amuHonMH1a3oa Sa—c,e B 10 Mt Ac,O xunsataT B Teuenue 30 MUH, PEaKIIMOHHYIO CMECh
OXJTAX/TAIOT, BBUIMBAIOT HA JIE]. BrimaBmmii ocaiok QUIBTPYIOT U OYHIIAIOT IIEPEKPUCTATI-
nuzanueit uz EtOH.
N-[4-(6-'mapoxcu-1,3-1umernn-2,4-1uokco-1,2,3,4-reTparugponupumMuanH-5-ui)-
5-penna-1H-umunazon-2-walaneramun (6a). Berxon 0.27 r (77%), Genmble KpHUCTaIDTH,
7. 1. >300 °C. Cnextp SIMP 'H, &, m. a. (J, I'm): 2.12 (3H, ¢, COCH3); 3.08 (6H, c,
2NCHj); 7.31 (2H, n, J = 7.8, H-3,5 Ph); 7.33-7.38 (1H, m, H-4 Ph); 7.51 2H, n, J=17.8,
H-2,6 Ph); 11.56 (1H, ¢, NH); 13.52 (1H, ¢, NH). Haiineno, %: C 57.49; H 4.79; N 19.70.
C7H;7N50,. Boruucneno, %: C 57.46; H4.82; N 19.71.
N-[4-(6-T'mapokcu-1,3-mumeTnii-2,4-1uokco-1,2,3,4-rerparugponupuMuIuH-5-11)-
5-(4-meToxcudenni)-1H-umuaazon-2-milaneramun (6b). Beixox 0.25 r (71%), Oenbie
kpuctaibl, T. . >300 °C. Cnextp SAMP IH, o, m. 1. (J, I'm): 2.11 (3H, ¢, COCHjy); 3.07
(6H, ¢, 2NCHj;); 3.73 (3H, ¢, OCHj;); 6.89 (2H, n, J = 8.6, H-3,5 Ar); 7.43 (2H, 1, J = 8.6,
H-2,6 Ar); 11.98 (1H, c, NH). Haiineno, %: C 56.14; H 4.95; N 18.16. C;gH ¢N;O:s.
Brruucaeno, %: C 56.10; H4.97; N 18.17.
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N-[4-(6-'mapoxcu-1,3-mumeTnii-2,4-1uokco-1,2,3,4-reTparagponupuMuIHH-5-11)-
5-(4-xaoppennn)-1H-umugazon-2-ualaneramua (6¢). Berxox 0.33 r (85%), 6enpie xpuc-
taisl, T. Wi >300 °C. Cnektp AMP 'H, 8, m. 1. (/, T'm): 2.12 (3H, ¢, COCHj3); 3.07 (6H, c,
2NCH3); 7.40 (2H, n, J = 8.2, H-3,5 Ar); 7.48 (2H, n, J = 8.2, H-2,6 Ar); 11.48 (1H, c,
NH); 13.60 (1H, ¢, NH). Macc-criektp, m/z (Iom, %) (ams uzotoma >>Cl): 389 [M]* (40),
349 (28), 348 (17), 347 (13), 198 (9), 163 (9), 138 (6), 137 (6), 102 (5). Haiineno, %:
C52.39;H4.16; N 17.94. C;7H,CIN;sO,. Beruucaeno, %: C 52.38; H4.14; N 17.97.

N-[4-(6-I'mapokcu-1,3-mumeTnii-2,4-guokco-1,2,3,4-rerparugponupuMHuIuH-5-11)-
5-(4-autpodenni)-1H-umuaazon-2-minjaneramun (6e). Bexon 0.31 r (77%), Oenbie
kpuctamisl, T. 1. >300 °C. Cnextp AMP 'H, §, m. 1. (/, T'm): 2.16 (3H, ¢, COCH5;); 3.08
(6H, c, 2NCH3;); 7.65 (2H, n, J = 8.6, H-2,6 Ar); 8.16 (2H, 1, J = 8.6, H-3,5 Ar); 11.64 (1H,
¢, NH). Hatigeno, %: C 51.03; H 4.06; N 20.96. C;H;sN¢Os. Boruucieno, %: C 51.00;
H 4.03; N 20.99.

5-(2-Apna-2-oxco3dtui)-1,3-mumernmupumuann-2,4,6(1H,3H,5H)-tpuonsr ~ 7a—d
(obmas meromgmka). Cmecy 156 mr (1.0 mmons) mupummmuHTpuoHa 1, 1.0 mMmons
apuinriokcanst 2a,d,f,g u 96 mr (1.0 mmoip) conu 3a xkunsatat B 10 mu 2-PrOH B TeueHune
2.5-3.0 4 g0 BeIMAJEHHs OcCajKa U3 ropsdero pactBopa. IlomyueHHbIH 0caoK OT(UIBT-
POBBIBAIOT, IpOMBIBatOT Ha GunbTpe 5 Mt HO u 5 M 2-PrOH.

1,3-InmeTnia-5-(2-oxco-2-penmnTun)nupumuani-2,4,6(1H,3H,5H)-tpuon  (7a).
Brexox 0.19 T (69%), OeciBetHbie Kpuctawibl, T. wi. 190-191 °C (1. m1. 200 °C [26]).
Criextp SIMP 'H, 8, m. 1. (J, T'): 3.17 (6H, ¢, 2NCH3); 3.88 (2H, 1, J = 4.0, CH,CO); 4.24
(1H, 1, J = 4.0, 5-CH); 7.54 (2H, T, J = 8.0, H-3,5 Ph); 7.62-7.68 (1H, m, H-4 Ph); 7.99
(2H, 1, J = 7.5, H-2,6 Ph). Macc-criextp, m/z (I, %): 274 [M]" (100), 169 (28), 155 (50),
119 (15), 108 (20), 77 (10). Haiineno, %: C 61.29; H 5.10; N 10.27. C4H4N,0O,4. Brrunc-
neno, %: C 61.31; H5.14; N 10.21.

1,3-AnmeTna-5-{2-okco-2-[4-(meTuiacyabpanui)PpeH |3 T} TUpUMUAUH-2,4,6-
(1H,3H,5H)-Tpuon (7b). Brixox 0.22 r (68%), OeciBeTHbIE KpPHUCTALIBI, T. I 188—
189 °C. Cnextp SIMP 'H, 8, m. 1. (J, T'mp): 2.52 (3H, ¢, SCH;); 3.16 (6H, ¢, 2NCHs); 3.84
(2H, n, J = 3.4, CH,CO); 4.20 (1H, T, J = 3.4, 5-CH); 7.36 (2H, n, J = 8.6, H-3,5 Ar); 7.90
(2H, n, J = 8.6 H-2,6 Ar). Crektp IMP °C, &, m. 1. 14.3 (SCH;); 28.6 (2NCHj3); 44.9
(CH,CO); 66.5 (C-5); 125.3, 128.9, 131.7, 147.0 (C Ar); 159.1 (C=0); 168.7 (2C=0);
196.7 (C=0). Haiineno, %: C 56.22; H 5.00; N 8.73; S 9.98. C;5H,N,O,S. Brruncneno, %:
C 56.24; H 5.03; N 8.74; S 10.01.

1,3-InmeTnin-5-[2-okco-2-(4-pToppenna)dyruia|mupumuanu-2,4,6(1H,3H,5H)-
TpuoH (7¢). Bexox 0.20 r (69%), GecuBeTHBIe KpHUCTAILTHL, T. 1. 162—-163 °C. CoexTp
SAMP 'H, 8, m. 1. (J, I'm): 3.17 (6H, ¢, 2NCH,); 3.88 (2H, 1, J = 4.0, CH,CO); 4.25 (1H, T,
J=4.0, 5-CH); 7.76 2H, o0. n, J = 7.6, Jur = 7.9, H-3,5 Ar); 793 (2H, o. n, J = 7.6,
Jur=5.0, H-2,6 Ar). Haiineno, %: C 57.50; H 4.47; N 9.59. C,4H3FN,O,. Boraucneno, %:
C 57.53; H4.48; N 9.58.

CoenuHeHue 7¢ ObLIO MONYYEHO TAKXKe P MUKPOBOJIHOBOM 00JTyueHHH cMecH 156 mr
(1.0 mmonp) mupumuguaTpuona 1, 170 mr (1.0 mmons) apunrimoxcans 2g u 96 mr
(1.0 mmomb) comm 3a B 5 M1 EtOH npu 150 °C B teuenne 10 mun. Beixon 0.21 r (73%).

MukpoBosHOBOE 00sTydeHne yka3zaHHbIX peareHtoB B 1.5 mut EtOH npu 150 °C B Teue-
aue 10 mua mo3Bommto moixy4duts 0.09 r (31%) ketoHa 7c.

5-[2-(4-Bpompennn)-2-okcodrTmi|-1,3-rumernanupumuann-2,4,6(1H,3H,5H)-
TpuoH (7d). Beixon 0.26 r (74%), GecuBerHble Kpuctaiwibl, T. wi. 170-171°C. Cnektp
SAMP 'H, 8, m. 1. (J, I'm): 3.17 (6H, ¢, 2NCH,); 3.86 (2H, 1, J = 4.0, CH,CO); 4.27 (1H, T,
J=4.0, 5-CH); 7.76 (2H, n, J = 7.8, H-3,5 Ar); 7.93 (2H, n, J = 7.8, H-2,6 Ar). Macc-
criextp, m/z (Iom, %) (w1 m30Toma *Br): 352 [M*] (100), 195 (40), 183 (27), 157 (21), 155
(55), 77 (15). Haiigeno, %: C41.65; H 3.69; N 7.92. C4H3:BrN,0,. Beruucneno, %:
C41.61; H3.71; N 7.93.

5-Bpom-1,3-mumeTni-5-(2-oxco-2-penmmTua)nupumuanu-2,4,6(1H,3H,5H)-Tpuon
(8a). K pactBopy 0.27 t (1 mMoip) keToHa 7a B 5 mu sensHoit AcOH mpukambiBaroT w3
kanenbHOM BopoHkn 0.15 M (1 mmons) Brp, pactBopénnoro B 3 M AcOH, mpum
MepEeMEINBAaHIHA Ha MAarHUTHOW Memainke. PacTBop mepememuBaroT emé B TeucHue 1 4,
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3aTeM BBEUTMBAIOT Ha JIEA. Ocagok OTQIIBTPOBBIBAIOT, OUHIAIOT MEPEKPUCTAIUTH3ANNEH U3
EtOH. Bexon 0.23 1 (65%), kxpuctamisl kpemoBoro nseta, T. mi. 138-140 °C. Cnektp
SAMP 'H, §, m. 1. (J, Tw): 3.27 (6H, ¢, 2NCH3); 4.40 (2H, ¢, CH,CO); 7.59 (2H, 1, J = 7.0,
H-3,5 Ph); 7.70-7.75 (1H, m, H-4 Ph); 8.01 (2H, n, J = 7.0, H-2,6 Ph). Haiineno, %:
C47.60; H3.73; N 7.93. C,,H,3BrN,O,. Beruucneno, %: C 47.61; H3.71; N 7.93.
5-[5-Apuna-2-(metuiacyasganni)-1H-umuaazon-4-uwi|-6-ruapoxcu-1,3-1umerni-
mapuvuaua-2,4(1H,3H)-mmonsr 10a,b (o6mas meromuka). Cmech 156 mr (1 mMMob)
nupuMuanHTproHa 1, 1 MMons apunrinokcans 2d,g, 218 mr (1 mmomns) comn 9 u 10 mr
(0.07 mmonp) K,CO; B 10 Mt 2-PrOH kumsaTat B TeueHne 45—50 MHH [0 BBITIAJCHUS
Oemoro amMopdHOTO Ocagka W3 TOpsdero pactBopa (MeTon A) aubO yKa3aHHYHO CMECh
pactBopsttoT B 5 M1 EtOH 1 moaBepraroT MUKpOBOJIHOBOMY OOIJTyUSHHIO TIPH TEMIIEpaType
150 °C B teuenne 10 muH (Meton b). BrimaBmmit mpru oXJakIeHUH OCaIOK OTHUIBTPO-
BBIBAIOT M OYMIAIOT Mepekpuctammm3anueii n3 EtOH.
5-[5-(4-Bpomdenn)-2-(MeTwicyabpanni)-1H-umunazon-4-miu|-6-rugpoxcu-1,3-1m-
MeTuanupumuaun-2,4(1H,3H)-anon (10a). Berxox 0.13 r (31%, metox A), 0.26 r (61%,
merox B), Gemsiit mopomok, T. mr. >300 °C. Crexkrp IMP 'H, 8, m. 1. (J, T'u): 2.74 (3H, c,
SCHs); 3.07 (6H, c, 2NCHs3); 7.48 (2H, n, J = 8.6, H-3,5 Ar); 7.55 (2H, n, J = 8.6, H-2,6
Ar); 11.50 (1H, c, NH); 12.02 (1H, c, OH). Haiineno, %: C 45.38; H 3.59; N 13.25.
Ci6¢H5sBrN4OsS. Brerauciieno, %: C 45.40; H 3.57; N 13.24.
6-I'mapoxcu-1,3-gumeTnii-5-[2-(meTuacyabpanunin)-5-(4-proppennn)-1H-umuna-
30a-4-wi|mapuvuaun-2,4(1H,3H)-mmon (10b). Bexox 0.11 r (35%, metox A), 0.19 r
(60%, meron B), 6embiit mopouok, T. mwi. >300°C. Crnextp IMP 'H, &, m. 1. (J, Tu): 2.73
(3H, ¢, SCH;); 3.07 (6H, ¢, 2NCH;); 7.24 2H, n. n, J = 7.8, Jyr = 7.5, H-3,5 Ar); 7.63
2H, n. 1, J =178, Jyr = 5.0, H-2,6 Ar); 11.68 (1H, c, NH); 12.10 (1H, ¢, OH). Cunektp
SIMP C, 8, m. 1.: 16.1 (SCH;); 27.1 (2NCHj); 75.8 (C-5); 115.9 (C-4 Im); 117.6, 129.3,
130.1 (C Ar); 138.5 (C-2 Im); 143.4 (C-5 Im); 159.0 (C=0); 161.9 (C Ar); 163.7 (2C=0);
169.8 (COH). Haiineno, %: C 53.04; H 4.15; N 15.48. C;sH;sFN4O;S. Bwruucneno, %:
C 53.03; H4.17; N 15.46.
5-(InamuHoMeTHIHAeH)-1,3-TumMeTHIMMPUMUINH-2,4,6(1H,3H,5H)-Tpnon an).
Cwmechb 156 mr (1 mmonb) nupumuanHTpriona 1 u 218 mr (1 mmons) comm 9 B 5 ma EtOH
MOJIBEPratoT MUKPOBOJIHOBOMY 0o0iydeHHio B Teuenne 10 muH npu 150 °C. Peakimonnyto
CMeCh OXJIOKIAIOT, 0CaJI0K OT(GUIBTPOBHIBaOT, mpombiBatoT EtOH. Bexox 0.16 r (80%),
SAPKO-PO30BBIE KPUCTAWIEL, T. 1. 155-156 °C. Cnextp AMP 'H, &, m. n.: 3.10 (6H, c,
2NCH3); 7.31 (2H, ¢, NH,); 9.49 (2H, c, NH,). Haiineno, %: C 42.40; H 5.08; N 28.25.
C;H(N4O;. Brruncneno, %: C 42.42; H 5.09; N 28.27.
N-[Amuno-(1,3-muMeTHA-2,4,6-TpHOKCO-1,2,3,4-TeTParuIpoONUPUMITHH-5-HIH/IEH)-
Metui]aneramuna (12). Pactop 0.198 1 (1 mmons) nquamuua 11 B 5 Ma Ac,O KumatsT B
KoJIOe ¢ 0OpaTHBIM XOJOAMIBHUKOM B TedeHue 30 MUH, OXJIaKJAr0T, BBUIMBAIOT Ha JIEN.
Ocanok OTGHUIBTPOBBIBAIOT U MepekprcTauin3oBbiBatoT n3 2-PrOH. Beixon 0.15 1 (63%),
oenpie kpuctawisl, T. Wwi. 179—180 °C. Cnekrp SIMP H, 8, M. 1. 2.23 (3H, ¢, COCHy);
3.14 (6H, c, 2NCHj;); 9.78 (1H, c) u 10.70 (1H, ¢, NH,); 13.45 (1H, ¢, NHCO). Haiineno,
%: C44.98; H 5.05; N 23.33. CoH,N,40O4. Beraucieno, %: C 45.00; H 5.04; N 23.32.
5-[1-(2-Amuno-5-apui-1H-umunazon-4-ui)-2-apui-2-okcodTwi|-6-ruapoxcu-1,3-
auMmetwamupumuaud-2,4(1H,3H)-quonsr 14a—f (0oOmas merommka). Cmech 156 wr
(1 mmonp) mupumunuaTproHa 1, 1 MMONb 2-amuHO-4-aprmmmunazona 13a—d u 1 Mmmons
rugpara apwirianokcans 2a—e B 15 wmum EtOH kumarsat B kombe ¢ oOpaTHBIM
XOJIOIUJIBHUKOM B TedeHHe 1.5 4. PeakllMOHHYIO CMECh OXJIaXAalOT, BBINABIIMNA OCATOK
OYHUIIAIOT IepekpucTaum3anueii n3 EtOH.
5-{1-[2-AmuH0-5-(4-6pompenn)-1H-nmuaazon-4-mi|-2-okco-2-peHmmI THIT }-6-Tr/T-
poxcu-1,3-mumerminapumuann-2,4(1H,3H)-muon  (14a). Brixog 042 r (82%),
KPHCTAIBl KPEMOBOTO I1BeTa, T. . 220-222 °C. Crextp SIMP 'H, &, m. a. (J, T'w): 3.06
(6H, c, 2NCH3;); 5.95 (1H, ¢, CHCO); 7.39 (2H, T, J = 8.0, H-3,5 Ph); 7.48-7.51 (3H, M,
NH,, H-4 Ph); 7.66 (2H, n, J = 8.8, H-3,5 Ar); 7.71 (2H, n, J = 8.8, H-2,6 Ar); 7.85 (2H, &,
J=8.0, H-2,6 Ph); 11.57 (1H, ¢, NH); 12.32 (1H, ¢, OH). Criektp SIMP "°C, 8, m. 1.: 27.8
(2NCHy); 62.0 (C-5); 85.6 (CHCO); 120.4, 121.7, 124.8, 127.9, 128.6, 129.7, 132.4, 133.0
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(C Ar, C Ph); 136.3 (C-5 Im); 143.0 (C-4 Im); 146.7 (C-2 Im); 158.9 (2C=0); 163.0 (COH);
198.3 (C=0). Macc-criekrp, m/z (I, %) (s u30toma Br): 509 [M]" (13), 406 (5), 355 (30),
272 (35), 243 (20), 237 (70), 157 (12), 156 (25), 155 (10), 105 (100), 77 (60). HaiineHo, %:
C54.11; H3.94; N 13.70. C,3H,0BrNsO,. Berancneno, %: C 54.13; H 3.95; N 13.72.
5-(1-{2-AmuHo-5-[(4-meTnacyabponunn)penni]-1H-umuaazon-4-umiu}-2-(4-6pom-
pennn)-2-oxcorTHn)-6-ruapoxcu-1,3-mumernanupumvuaun-2,4(1H,3H)-mnon (14b).
Beixon 0.52 T (88%), KpHCTauIbl KPEeMOBOTO 1BeTa, T. 1. 219-221 °C. Cnektp SIMP 'H,
o, M. 1. (J, I'm): 3.10 (6H, ¢, 2NCH3); 3.28 (3H, ¢, SO,CH;); 5.97 (1H, ¢, CHCO); 7.56—
7.66 (4H, m, NH,, H-3,5 Ar); 7.75 (2H, 1, J = 8.0, H-3,5 Ar'); 7.99 (2H, 1, J = 8.4, H-2,6 Ar);
8.03 (2H, x, J = 8.0, H-2,6 Ar'); 11.60 (1H, ¢, NH); 12.46 (1H, ¢, OH). Cnexrp SIMP "°C,
o, M. 1. 25.9 (SO,CHj); 27.7 (2NCHy); 62.5 (C-5); 85.3 (CHCO); 125.9, 126.9, 128.0,
128.2,129.9, 131.7, 133.5, 135.4 (C Ar); 137.8 (C-5 Im); 144.8 (C-4 Im); 147.0 (C-2 Im);
159.1 (2C=0); 163.0 (COH); 197.6 (C=0). Haiineno, %: C 48.97; H3.77; N 11.89; S 5.44.
C,4H»,BrN5O4S. Beruucieno, %: C 48.99; H 3.77; N 11.90; S 5.45.
5-(1-{2-AmuHo-5-[ (4-meTmicy b Gonmt) penni|-1H-nmuaazon-4-ui}-2-(4-meTokcu-
dennn)-2-oxcorTHn)-6-ruapoxcu-1,3-mumernanupuvuaun-2,4(1H,3H)-mnon (14c¢).
Boixox 0.42 T (77%), KpUCTAIIBI KPEMOBOTO IBeTa, T. 1. 222-224 °C. Cnextp SIMP 'H,
o, M. 1. (J, T'm): 3.05 (6H, ¢, 2NCH3;); 3.24 (3H, ¢, SO,CH3); 3.75 (3H, ¢, OCHj3); 5.95 (1H,
¢, CHCO); 6.88 (2H, n1, J = 7.8, H-3,5 Ar); 7.24 (2H, n, J = 8.0, H-2,6 Ar"); 7.48 (2H, 1,
J=1.8, H-2,6 Ar); 7.57 (2H, ¢, NH,); 7.87 (2H, n, J = 8.0, H-3,5 Ar"); 11.68 (1H, ¢, NH);
12.00 (1H, c, OH). Haiineno, %: C 55.64; H 4.67; N 12.99; S 5.91. C,5HysN;505S.
Brruncneno, %: C 55.65; H4.67; N 12.98; S 5.94.
5-{1-[2-AmuHo0-5-(4-MeTHApennn)-1H-umunazon-4-ui|-2-(4-6pompenn)-2-oxco-
3THA}-6-TuaApokcu-1,3-tumernanupumuaun-2,4(1H,3H)-mmon  (14d). Bexon 0.38 r
(73%), kpucTaImIBl KPEMOBOTO 1BETA, T. TuI. 236238 °C. Crektp SAMP 'H, 5, M. 1. (/, T'):
2.30 (3H, c, ArCHs); 3.03 (6H, c, 2NCH;); 5.88 (1H, ¢, CHCO); 7.26 (2H, n, J = 8.4,
H-3,5 Ar'); 7.37 (2H, ¢, NH,); 7.55-7.60 (4H, m, H-3,5 Ar, H-2,6 Ar'); 7.72 2H, 1, J = 8.4,
H-2,6 Ar); 11.41 (1H, ¢, NH); 12.13 (1H, ¢, OH). Hatineno, %: C 54.98; H 4.22; N 13.33.
C,4H,,BrN;sO,. Beruucaeno, %: C 54.97; H4.23; N 13.36.
5-{1-[2-AMuHo0-5-(4-meTnapennn)-1H-umugazon-4-unil-2-oxco-2-(4-HuTpodenn.n)-
T }-6-TuaApoKkcHu-1,3-mumerwmupumuani-2,4(1H,3H)-muon  (14e). Bexom 0.38 r
(78%), GexeBble KpucTamsy, T. wi. 216218 °C. Cnekrp SIMP 'H, 5, m. a. (J, Tu): 2.32
(3H, ¢, ArCHs); 3.01 (6H, ¢, 2NCH3); 5.94 (1H, ¢, CHCO); 7.28 (2H, 1, J = 8.0, H-3,5 Ar");
7.39 (2H, ¢, NH,); 7.56 (2H, 1, J = 8.0, H-2,6 Ar"); 7.95 (2H, 1, J = 8.5, H-2,6 Ar); 8.20
(2H, nm, J = 8.5, H-3,5 Ar); 11.31 (1H, ¢, NH); 12.19 (1H, ¢, OH). Macc-cnektp, m/z
(Lors %0): 490 [M]" (10), 339 (8), 338 (15), 317 (27), 224 (34), 173 (43), 164 (18), 156
(100), 150 (30), 118 (17), 92 (17). Haiineno, %: C 58.77; H 4.49; N 17.11. C4HpN¢Og.
Beruncneno, %: C 58.77; H4.52; N 17.13.
5-{1-[2-Amuno0-5-(4-pToppenmn)-1H-nmuaazon-4-umn]-2-oxco-2-(4-xaop penunin)-
TH}-6-ruapokcu-1,3-mumernanupuvunnn-2,4(1H,3H)-mmon  (14f). Brixong 0.39 r
(80%), KPHCTAIBI KPEMOBOTO IBETa, T. L. 223-225 °C. Cnektp SIMP 'H, &, M. . (J, I'y):
3.03 (6H, ¢, 2NCHj3); 5.84 (1H, ¢, CHCO); 7.31 (2H, 1. 1, J = 7.8, Jir = 8.0, H-3,5 Ar);
7.36-7.48 (4H, m, NH,, H-3,5 Ar); 7.72 QH, 1. 1, Jur = 5.2, J=7.8, H-2,6 Ar'); 7.78 (2H,
I, J=8.4,H-2,6 Ar); 11.39 (1H, ¢, NH); 12.14 (1H, ¢, OH). Haiineno, %: C 57.07; H 3.95;
N 14.48. Cy3H9CIFN;O4. Boruuciaeno, %: C 57.09; H 3.96; N 14.47.
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