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CHUHTE3 3-T'ETAPWJI-1H-U30XPOMEH-1-OHOB
HA OCHOBE 3-2-BPOMALETHWI)-1H-U30XPOMEH-1-OHA

Pa3paboTan npenapaTHBHBIA MeTOA cuHTe3a 3-(2-Opomanernin)- 1 H-u3oxpomen-1-oHa u
H3ydeHsl ero rerepouukiausanuu B 3-(2-R-tmazon-4-um)-, 3-(XMHOKCaJIMH-2-W1)-,
3-(mmupazo[ 1,2-a|mmpuaun-2-mn)- 1 H-u30XxpomeH- 1 -oHBI.

KuaroueBsie cioBa: 3-anetwi- 1 H-n3oxpomen-1-oH, 3-(2-6pomarernn)-1 H-u30XxpoMeH-
1-om, 3-rerapmi- 1 H-u30XpomMeH- | -0HBI, TeTEePOIHKIN3AIHS.

UccnenoBanust 1 H-u3oxpomen-1-onoB Obutn HauaThl eme B XIX Beke [1].
Henccskaronmmii uHTEpeC K XUMHM TeTapHI3aMEIUEHHBIX COEAWHEHHH 3TOTO
Kimacca OOYCIOBIEH HE TOJNBKO IIMPOKUM CIEKTPOM HX OHOJIOTMYeCKOH
AKTUBHOCTH, HO 1 MHOTOYHCJICHHBIMU BapUaHTaM# MoauuKanuu 1 H-u30XxpoMeH-
1-oHoBoTO 1UKAa [1-4]. HOo HecMOTps Ha 3TO cpenr MacCUBa CUHTE3UPOBAHHBIX U
BBIJCJICHHBIX M3 HPUPOAHBIX OOBEKTOB MPOM3BOAHBIX |H-M30XpoMeH-1-0HOB
M3BECTHO JIUIIb HECKOJBKO NMPUMEPOB COEAMHEHUH, B KOTOPBIX H30XPOMEHOBOE
SIAPO COSAUHEHO C APYTHM TEeTEPOLUKIIOM [5].

B03MOXHBI Ba METOIONOTUYECKUX MOAXO0AA K IMOCTPOCHHUIO CHUCTEMBI 3-TeT-
apwi-1 H-u3oxpomeH-1-oHa. OQuH U3 HAX 3aKII0YaeTCs B 00pa30BaHUN H30XpPOMe-
HOBOW CHCTEMBI U3 COSAMHEHUH, COMIEPIKAIIUX PYrOd reTepOIMKINIeCKuid dpar-
MeHT. Tak, Hanpumep, HaMu ObIJT CHHTE3UpOBaH psn 3-retapui- 1 H-uzoxpomeH-1-
OHOB KOHJCHCAIMEH IPOMU3BOAHBIX TOMO(TaNCBON KUCIOTHI C XJIOPAaHTUAPHIAMU
KapOOHOBBIX KUCIIOT TeTEPOLMKIMYECKOTOo psiia [6].

Ilo BTOpOMYy Metomy 3-retapmi-1H-u30XpoMeH-1-OHBI CHHTE3HPYIOTCA [0-
CTPOMKON TeTepolMKia K yxe umeromemycst 1H-u30xpomMeH-1-oHoBomy 1ukiay. B
HacTosmel paboTe Mbl HCIONB30BAIM 3TOT CIOCOO Ui CHHTE3a 3-TeTapuil-
1 H-n30xpomMeH-1-0HOB Ha ocHOBe 3-(2-OpomaueTwn)- | H-u30xpomMeH-1-oHa.

3-(2-bpomarnietmn)-1 H-u30xpomen-1-oH (2) HaMu BIEpBbIE TOJIYYEH B3aWMO-
nericteueM 3-areTwii- 1 H-m3oxpomen-1-ona (1) ¢ 6poMoM B pacTBOpe yKCyCHOM
KHCJIOTHI.
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PeakirionHas cmech, 0Opa3oBaBLIasicss B pe3yibrare B3aMMOACHCTBHUS 3KBUMOJIb-
HBIX KOJMYECTB PEareHTOB, Kak ciemyeT u3 crektpo SIMP 'H, comepskut 1eneBoit
MPOMYKT 2, muOpoMIpon3BomHOe 3 1 cxomHoe coenuueHne 1. ONTUMH3anus YCIIOBHHA
MIPOBEACHHS peaKklyy Mo3Boiuia Joctiuyb 70% BBIXOAA MOHOOPOMIPOM3BOAHOIO 2.
Pesynsrarom o6padotku 3-anetni- 1 H-uzoxpomen-1-oHa (1) 6onee yem AByMs SKBUBaA-
neHTaMu Br, Obuto oOpazoBaHmMe HCKITFOUHATENHHO 3-(2,2-mubpomarietin)- 1 H-m3o0-
XpoMmeH-1-0H (3) (BbIX0J MPaKTUIECKU KOJTUIECTBEHHBIH).
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BpomkeToH 2 j1erko pearupyeT ¢ THOAMHIAMH [IPU KUISTYEHUH B STHIOBOM WM
M30MPONHIOBOM CIUPTE U C BHICOKMM BBIXOJIOM NMPHUBOIUT K 3-(2-R-THazon-4-wm)-
1 H-n30xpomen-1-onam 4a—g. Cnextpsl AMP 'H moarsepxkmaoT o6pa3oBaHue
THA30JIbHOTO LUKIJIA: HAPSAY C XapaKTEPHBIM IS 3-3aMELIEHHON M30XPOMEHOBOM
CHUCTEMBI CHHTJIETOM NpoToHa H-4 B o6mactu 7.37—7.51 M. A. MOSABIIAETCS CHHTIICT-
HBIA CHTHAJI TPOTOHA THA30JILHOTO ITMKJIa (Tabnuua). B aHaMOTHYHBIX YCIOBHAX
M30XpPOMEH 2 pearupyer ¢ 2-aMHHONUPUAWHOM, TpuBoAs K 3-(ummmaszoll,2-al-
mupuAnH-2-m1)- 1 H-n3o0xpoMeH- 1 -ony (5).
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4aR= Me, bR = Ph, cR= 3-FC6H4, dR= 4-FC6H4, eR= 4-C1C6H4, fR= NHz, g R= CHch

O6pa3oBanue UMEHHO TaKOTO M30Mepa coeauHeHus 5 (a ve 3-(mmumasof1,2-al-
nUpuAnH-3-11)- 1 H-n30XpomeH- 1 -oHa) MOoATBEPKACHO siAepHBIM eddextom OBep-
xayzepa (190) curnana mpoToHa UMHIA30JILHOTO UKIA (CHHINIETA B CIa0OM IToje —
8.35 M. 11.) ¢ mybmeTom mupuauHOBOTO MUKIA (8.47 M. 11.). A Hammuue 190 mexmy
curHajgoM mpotoHa H-4 M30XpOMEHOBOTrO LUKJIA — CHHIJIETOM, HAXOIAIIMMCS B
cwibHOM monie (7.35 M. 1.), U OIHUM U3 KOMIIOHCHTOB MYJbTHILICTa TpH 7.47—
7.51 M. n. (myGner, COOTBETCTBYET POTOHY H-5 M30XpOMEHOBO# CHCTEMBI) TIO-
TBEpIK/IaeT IIPaBIILHOCTh OTHECEHHs CUrHaIOB B criekTpe SIMP 'H coenunenus 5.

Konnencanust coenuHenusi 2 ¢ o-(QeHUICHIMAMUHOM, COIPOBOKIAIOIIASICS
OKHUCIIEHHEM KHCJIOPOJOM BO3JyXa IPOMEKYTOYHOTO MPOAYKTa, II03BOJIMIA
MOTYIUTh  3-(XUHOKCATUH-2-11)- | H-n30XpoMeH-1-0H 6, HO JydImHe BBIXOIBI
MPOAYKTa JOCTUTATUCH B PEAKIIUH C THOPOMKETOHOM 3.
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Crnenyer OTMETHTB, YTO N-HYKJI€O(HIIbI, UCTIONB30BaHHBIC B CHHTE3€ COSIMHE-
HUH 5, 6 HE BBI3BIBAIOT PACKPBITH H30XPOMEHOBOT'O LIUKJIIA.

ALnIMpoBaHMEM XJIOPAHTUAPUAAMH KAapOOHOBBIX KHCIOT aMHHOTPYIIIIHI
THA30JIBHOTO LIMKJIAa B coenrHeHuH 4f momydensl aMmuasl 7a,b.
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CreKkTpa/jbHble XapaKTePUCTHKHU coeJuHeHmii 2—-10

Coenu-
HEHHUE

UK cnexrp,
—1
Vv, M

Crnextp SIMP 'H, &, m. 1. (J, T'rr)

4a
4b
4c

4d

4e

4f

4g

7a

7b

8a*

8b

8¢

8d

9a

9b

10

1720,
1705 (C=0)
1720,

1700 (C=0)
1723 (C=0)

1745 (C=0)
1745 (C=0)
1745 (C=0)
1755,
1745(C=0)
3420,

3300 (N-H);
1723 (C=0)
2265 (C=N);

1720 (C=0)
1742 (C=0)

1730 (C=0)

3125 (N-H);
1767 (C=0)
3055 (N-H);
1728 (C=0)

1720 (C=0)

1720 (C=0)

1720 (C=0)

3240 (O-H);
1733, 1695
(C=0)

1734 (C=0)
1755,
1715 (C=0)

1760,
1727 (C=0)

4.66 (2H, ¢, CH:Br); 7.75 (1H, 1, J = 8.0, H-7); 7.81 (1H, ¢, H-4); 7.88 (1H, 1, J = 8.0,
H-5); 7.91 (1H, 7, J = 8.0, H-6); 8.25 (1H, 1, J = 8.0, H-8)

7.38 (1H, ¢, CHBr); 7.78 (1H, 1, J = 7.6, H-7); 7.89 (1H, 1, J = 7.6, H-5); 7.93 (1H, 1,
J=17.6,H-6); 7.98 (1H, ¢, H-4); 8.26 (1H, 1, J = 7.6, H-8)

2.77 3H, ¢, CHy); 7.37 (1H, ¢, H-4); 7.56 (1H, 1, J = 7.6, H-7); 7.68 (1H, 1, J = 7.6,
H-5);7.79 (1H, 1, J = 7.6, H-6); 7.86 (1H, ¢, H-5); 8.18 (1H, 1,J = 7.6, H-8)

7.46-7.51 (4H, M, H-4,3"4"5"); 7.55 (1, 7, J = 7.6, H-7); 7.69 (1H, 1, J = 7.6, H-5);
7.79 (1H, 1, J = 7.6, H-6); 7.98-8.03 (3H, m, H-5'2",6"); 8.20 (1H, 1, J = 8.0, H-8)

727 (1H, yu 1, J = 8.4, H-5"); 7.51 (1H, ¢, H-4); 7.52-7.59 (2H, M, H-7,6"), 7.71 (1H, 1,
J=8.0,H-5); 7.78-7.84 (3H, M, H-6,2"4"); 8.11 (1H, ¢, H-5"); 8.18 (1H, 1, J = 8.0, H-8)
7.28 (H, yu. 1, J = 8.4, H-2",6"; 7.47 (1H, ¢, H4); 7.57 (1H, 1, J = 7.6, H-7); 7.69 (1H,
1, J =76, H-5); 7.81 (1H, 1, J = 7.6, H-6); 8.03-8.08 (3H, m, H-5'3",5"); 8.20 (1H, 1,
J=17.6,H-8)

747 (1H, ¢, H4); 7.51 QH, 1, J = 8.4, H-2",6"); 7.56 (1H, 7, J = 7.6, H-7); 7.69 (1H, 1,
J=17.6,H-5);7.80 (1H, 7, J = 7.6, H-6); 8.01 (2H, 1, J = 8.4, H-3",5"); 8.06 (1H, ¢, H-5");
8.18 (1H, 1,J = 7.6, H-8)

7.02 (1H, ¢, H-5); 7.07-7.10 (3H, m, H-4, NH,); 7.51 (1H, 1, J = 7.6, H-7); 7.64 (1H, 1,
J=17.6,H-5);7.76 (1H, 1, J = 7.6, H-6); 8.13 (1H, 1,J = 7.6, H-8)

4.54 (2H, ¢, CH,CN); 7.41 (1H, ¢, H-4); 7.57 (1H, 7, J = 7.6, H-7); 7.74 (1H, 1, J = 7.6,
H-5); 7.80 (1H, 1, J = 7.6, H-6); 8.06 (1H, ¢, H-5"); 8.18 (1H, 1, J = 7.6, H-8)

6.83 (1H, 1, J = 6.8, H-6); 7.23 (1H, ym. 7, J = 7.6, H-7'); 7.35 (1H, ¢, H-4); 7.47-7.51
(H, M, H-7.8); 7.63 (1H, 1, J = 7.6, H-5); 7.74 (1H, 1, J = 7.6, H-6); 8.17 (1H, 1,
J=17.6,H-8); 835 (1H, ¢, H-3); 8.47 (1H, 1, J = 7.6, H-5")

771 (1H, 1, J = 7.6, H-7); 7.85-7.92 (4H, m, H-5,6,6.7); 8.00 (1H, ¢, H4); 8.12-8.17
(2H, M, H-5'8'); 8.28 (1H, 1,J = 7.6, H-8); 9.49 (1H, ¢, H-3")

2.17 3H, ¢, CHy); 7.16 (1H, ¢, H-5'); 7.51-7.56 (2H, m, H-4,7); 7.68 (1H, 1, J = 8.0,
H-5); 7.78 (1H, 1, J = 8.0, H-6); 8.15 (1H, 1, J = 8.0, H-8); 12.31 (1H, ¢, NHCO)

7.25 (1H, ¢, H-5'); 7.48-7.54 (3H, m, H-3"4",5"); 7.61 (1H, 1, J = 7.6, H-7); 7.62 (1H, ¢,
H-4); 7.69 (1H, 1, J = 7.6, H-5); 7.77 (1H, 1, J = 7.6, H-6); 8.12-8.17 (3H, m, H-8,2",6");
12.76 (1H, ¢, NHCO)

7.68-7.74 (2H, m, H-7,5); 7.75 (1H, ¢, H-4); 7.84-7.91 (2H, m, H-6",8"); 8.04-8.10 (3H,
M, H-6,5"7"); 8.56 (1H, 1, J = 8.0, H-8); 8.65 (1H, ¢, H-5"; 9.62 (1H, ¢, H-4")

7.59 (1H, 1, J = 7.6, H-5); 7.79 (1H, ¢, H-4); 7.87-7.93 (2H, M, H-7,8"); 8.08-8.16 (2H,
M, H-6,7"; 8.20 (1H, ¢, H-5"); 8.59 (1H, 1, J = 8.0, H-8); 8.72 (1H, ¢, H-5'); 9.56 (1H, c,
H-4")

7.82 (1H, ¢, H-4); 7.85-7.94 (3H, m, H-7,5,8"); 8.11 (1H, 1, J = 8.0, H-6); 8.60 (1H, 1,
J= 8.0, H-8); 8.79 (1H, ¢, H-5"); 8.86 (1H, 1. 1, °J = 9.2, *J = 2.4, H-7"); 9.02 (1H, x,
J=24,H-5");9.71 (1H, ¢, H-4")

6.81 (1H, yu. ¢, H-8"); 6.88 (1H, ym. 1, J = 8.8, H-6"); 7.53 (1H, ¢, H-4); 7.57 (1H, ,
J=17.6,H-7); 7.70 (1H, n,J = 7.6, H-5); 7.76 (1H, 1, J = 8.8, H-5"); 7.84 (1H, 1,.J = 7.6,
H-6); 8.08 (1H, ¢, H-5'); 8.19 (1H, 1, J = 8.0, H-8); 8.99 (1H, ¢, H-4"); 10.84 (1H, yu. c,
OH)

2.56 (3H, ¢, OCOCHs); 7.50 (1H, 1. 1, °J = 8.4, *J = 1.6, H-6"); 7.58 (1H, 1, J = 1.6,
H-8"); 7.75 (1H, ¢, H-4); 7.84-7.90 (2H, m, H-5,7); 8.05-8.11 (2H, m, H-6,5"); 8.56 (1H,
1,J = 7.6, H-8); 8.66 (1H, ¢, H-5"; 9.60 (1H, ¢, H-4")

7.62-7.67 (3H, m, H-6"3",5"); 7.70 (1H, ym. ¢, H-8"); 7.76 (1H, ¢, H-4); 7.80-7.96
(3H, m, H-5,7,4"); 8.08 (1H, 1, J = 7.6, H-6); 8.16 (1H, 1, J = 8.8, H-5"); 8.33 (2H, 1,
J=17.6,H-2"6"); 8.57 (1H, 1,J = 7.6, H-8); 8.67 (1H, ¢, H-5"); 9.65 (1H, ¢, H-4")

2.77 (3H, ¢, OCHs); 7.18 (1H, yuu. ¢, H-8"); 7.30 (1H, yu. 1, J = 8.8, H-6"); 7.71 (1H, c,
H-4); 7.83-7.89 (2H, m, H-5,7); 7.97 (1H, x, J = 8.8, H-5"); 8.06 (1H, T, J = 7.6, H-6);
8.51 (1H, ¢, H-5'); 8.55 (1H, 1, J = 7.6, H-8); 9.50 (1H, ¢, H-4")

1 o o

* B 3anucu cnekrpoB SIMP "H coenunennii 8—10 npoTtons! 1H-u30xpomeH-1-0HOBOW cUCTEMbI 0003Ha-
yensl kak H-3,4 u T. 1., npotoH TnasonpHOro nukna — H-5', npotonsl 2H-XpoMeH-2-0HOBOH CHCTEMBI —
H-3"4"uT. &
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Konpencanueit TuazonuiaaneToHUTpuia 4g M0 aKTUBHOM METUJIICHOBOU IpyImIe
C CaJMIIMIIOBEIMU anbaeruaamu [7] ObLIN OTydeHbI coenuuenus 8a—d, B KOTOPBIX
2H-xpomeH-2-0HOBBIH U 1 H-M30XpOMEH-1-0HOBBIM IMKIBI COETUHEHBI MOCPEN-
CTBOM THA30JIBHOTO sapa [8].

cgo D Hunepunuu
2) H*
4 + R
OH
8a-d

8aR=H,bR=6-Br,¢R=6-NO,,d R=7-OH

Kak u B cny4yae amuna 4f, Ha OCHOBE COJIEpKAIIEro THAPOKCUTPYIITY COCAUHE-
Hus 8d ObUTM CHHTE3MpOBaHHI arerar 9a u 6enzoar 9b. OOpabOTKON coemUHEHNUS
8d mumeTmicynb(haTOM B MPUCYTCTBHU MMOTaIla ObLIO TAKXKE MOIYYCHO METOKCH-
npoussoaHoe 10.

Het Het
= RCOCI Me,SO, =
-~———— g4 ——>
Py K,CO,
(0] (0] OCOR o (0] oM
9a.b 10
9 a R = Me, b R = Ph; Het = 4-(1-okco-1H-u30xpomen-3-mn)-1,3-tuazon-2-un

€

Takum 00pa3om, HamIM UCCIEAOBAHUS IMOKA3alH BO3MOXHOCTh CHUHTE3a pa3-
JMWYHBIX 3-reTapuii-1 H-u30XpomeH-1-0HOB, B TOM YHKCIIE U COAECPIKAIIUX aKTUBHBIE,
CrocoOHbIe K JanbHeinedl (QyHKIMOHANHM3allMy TPYMIBL, HA OCHOBE 3-(2-OpoM-
anerun)-1 H-uzoxpomen-1-ona. [lpuMedaTensHO, 4YTO, HECMOTpPS Ha TO HYTO
1H-n30xpoMeH-1-0H SBISETCS JAKTOHOM, B WCCIEAOBAHHBIX HaMU PEAKIUIX
TeTePOUMKIN3AIMN PACKPBITUS IIMKJIA MOJX JCWCTBHEM JOCTaTOYHO CHIIBHBIX
HYKJIEO(HIIOB HE TPOUCXOJHIIO.

SKCIIEPUMEHTAJIBHASI YACTb

Cnextpst IMP 'H 3apeructpupopansl Ha npuGope Varian Mercury 400 (400 MHz) B
CF;COOH (coenunenus 8a—c, 9b) u JIMCO-ds (ocTanbHble COeIMHEHUsI), BHYTPEHHHUN
craagapt TMC. DnemMeHTHBIN aHanu3 BeImoHeH Ha pubope Vario MICRO Cube. Temrre-
patypbl IuiaBjieHus ompexaencHbl (B "paBHoBecuu" mo Koduepy) Ha manmorabapuTHOM
HarpeBaTelnbHOM cTosie Boetius ¢ HabmromatensHbIM ycTporictBoM PHMK 05 dupmsr
VEBAnalytik. KoHTponb 3a X0I0M peakuumii ¥ YHUCTOTOW IOJYYEHHBIX COEJAWHEHUH
ocymectBisuin metofioM TCX Ha muactuHax Silufol UV-254, smoent CHCl;-MeOH, 19:1.

3-Anerni-1H-uzoxpomen-1-on (1) cuaresnpoBan o meronukam [9] u [10].

3-(2-Bpomanernin)-1H-u3oxpomen-1-on (2). PacTBOpAIOT mpu KOMHATHOH TeMIiepa-
Type U nepememmBanand 5 r (0.027 moms) 3-amerwmin-1H-m3o0xpomeH-1-ona (1) B 60 M
AcOH u B Teuenne 1 u no6asmsror mo karsm 1.5 mut (0.029 mons) Br, (9k30TepMuyeckast
peakmys). PeakmoHHyI0 cMech mepeMemunBaioT eme 15 MuH, IOCiIe Yero OCTaBIAIOT Ha
2 4. OOpa3zoBaBimiics 0caJoK OT(UIBTPOBHIBAIOT, IPOMBIBAIOT IIOCIEJOBATEIBHO 5 MII
YKCYCHOM KHCJIOTBI U OOJIBIINM KOJIMUECTBOM rekcana. Beixon 5.05 r (70%). becuserHbie
kpuctamiel. T. . 164-165 °C. Haiineno, %: C 49.67; H 2.59; Br 29.78. C,;H;BrO;.
Brruucneno, %: C 49.47; H 2.64; Br 29.92.

3-(2,2-Tudpomanerun)-1H-uzoxpomen-1-on (3). PactBopsror mpu 60 °C u mepeme-
mmBanuy 2 T (0.011 monp) 3-anernn-1H-uzoxpomen-1-ona (1) B 20 mut AcOH u B TeueHue
1 9 nobGarisror no karmwisam 1.4 mut (0.027 moie) Br, (peakuust 3k30TepMUYECKas, peak-
nuoHHas cMech kumut). [loce oxmaxnaenus nobassror 100 Mi Bogsl. OOpa3oBaBIIHKCS
0CaJI0K OT(HUIBTPOBHIBAIOT, MPOMBIBAIOT BOaOH. Breixom 3.62 r (95%). Ceetrio-0exeBbie
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MEJIKHe KPUCTAJUIBI, TeMHEIOMNE TPH IITUTEIFHOM XpaHeHWH Ha Bosmayxe. T. . 127-
128 °C (c pasin.). Haiineno, %: C 38.05; H 1.82; Br 45.98. C,;H¢Br,0;. Brraucneno, %:
C 38.19; H 1.75; Br 46.19.

3-I'erapuii-1H-n3oxpomen-1-onb1 4a—e,g, 5, 6 (oOmas meroauka). Kumsarst npu
nepememnBaiu B TeyeHue 2 4 B 30 mu 2-PrOH (15 mn mns coenuuenus 4a) 1.34 r
(5.0 mmonn) 3-(2-6pomaneruin)-1 H-u3oxpomen-1-oHa (2) 1 5.5 MMOJIb COOTBETCTBYIOIIETO
THOaMuAA (7SI MOydeHHs coenuHeHui 4a—e,g) win 1.34 r (5.0 MMons) OpoMKeTOHa 2 U
0.52 t (5.5 mmomnp) 2-amuHommpuauHa (s coemuHenus 5) wimm 1.73 T (5.0 MMomB)
quopomkerona 3 u 0.60 r (5.5 mmons) QenmnenauamuHa (s coenuHenus 6). Ilocime
OXJIAXKJICHUS PCAKIIMOHHOM CMeCH O0CaJoK OT(GHIBTPOBBIBAIOT, MpoMmbiBatoT EtOH.
[TepexpucrammmzosiBatoT u3 cmecu EtOH-JIM®A, 1:1.

3-(2-Metna-1,3-tua3on-4-mn)-1H-n3oxpomen-1-on  (4a). Bwxog 0.77 T (63%).
Caetiio-0OeskeBble mronmpyarbie kKpuctamwisl. T. mi. 119-120 °C. Haiigeno, %: C 63.93;
H 3.59; N 5.87; S 13.07. C13HoNO,S. Brruncneno, %: C 64.18; H 3.73; N 5.76; S 13.18.

3-(2-®enna-1,3-tuazon-4-un)-1H-uzoxpomen-1-on  (4b). Bexox 1.28 1 (84%).
Caemiio-0esxeBbie Menkue Kpuctawibl. T. wi. 204-205 °C. Haiineno, %: C 71.06; H 3.52;
N 4.75; S 10.68. C;sH;;NO,S. Beruucneno, %: C 70.80; H 3.63; N 4.59; S 10.50.

3-[2-(3-®@Topdpenmn)-1,3-tnazon-4-uia|-1H-m3oxpomen-1-on  (4¢). Bexom 1.23 T
(76%). becusernpie uromp4arsie kpuctamwiel. T. mi. 216-218 °C. Haiineno, %: C 67.05;
H 3.09; N 4.52; S 10.16. C1gH;(FNO,S. Brruncneno, %: C 66.86; H 3.12; N 4.33; S 9.92.

3-[2-(4-Propdennn)-1,3-tuazon-4-uil-1H-uzoxpomen-1-on (4d). Beixom 1.41 r
(87%). becupetnble urosnpdareie Kpuctawisl. T. mia. 236-237 °C. Haiineno, %: C 67.13;
H 3.25;N4.17; S 9.74. C;sH,FNO,S. Beruucineno, %: C 66.86; H 3.12; N 4.33; S 9.92.

3-[2-(4-Xnopdennn)-1,3-tnazon-4-mi]-1H-u3oxpomen-1-on (4e). Bexon 1.51 1 (89%).
Becuernrie urompuarsie kpuctamisl. T. mi. 202-203 °C. Haiineno, %: C 63.81; H 2.99;
C110.27; N4.32; S 9.27. C;3H;(CINO,S. Brruucieno, %: C 63.62; H 2.97; Cl 10.43;
N 4.12; S 9.44.

2-[4-(1-Oxkco-1H-nu30xpomen-3-ui)-1,3-Tuazon-2-mnjaneronurpua  (4g). Boixon
0.91 r (68%). CBetno-kopuuHeBble KpynHble kKpuctamuibl. T. mi. 180-182 °C. Haiineno, %:
C 62.56; H 3.06; N10.64; S 12.12. C;4HgN,O,S. Brruucneno, %: C 62.67; H 3.01;
N 10.44; S 11.95.

3-(Mmupa3zo[1,2-a|lnupuaun-2-mi)-1H-n3oxpomen-1-on (5). Bexox 0.81 1 (62%).
Cgetiio-0exxeBbie Menkue Kpuctamwisl. T. mi. 218-219 °C. Haiineno, %: C 73.08; H 4.07;
N 10.44. C;6HoN,O,. Boruncieno, %: C 73.28; H 3.84; N 10.68.

3-(XunokcamauH-2-ui)-1H-uzoxpomen-1-on (6). Boixox 1.17 r (85%). Cerno-kopuu-
HeBble KpynHble kpuctaiuisl. T. . 186—-187 °C. Haiineno, %: C 74.63; H 3.66; N 10.45.
C7H;oN,O,. Beruucneno, %: C 74.45; H 3.67; N 10.21.

3-(2-Amuno-1,3-Tnazo-4-ui)-1H-u3oxpomen-1-on (4f). Kunarar npm mnepememu-
BaHUH B TeueHne 2 4 2.68 1 (10 mmons) 6pomkeToHa 2 u 0.84 r (12 MMOIIB) THOMOYEBHHBI
B 30 mu 2-PrOH, mnocie dero nob6asisitor 50 mi 2% pactBopa NaHCO; ¥ KUDSTAT e
0.5 u. TTocne oxnakaeHWsT PEaKIMOHHOW CMECH OCaJOK OT(HHILTPOBBIBAIOT, MPOMBIBAIOT
Boyoit. [lepekpucrammuzopeiBatoT 3 cmecu EtOH-JIM®A, 1:1. Beixox 2.03 r (83%). bec-
I[BETHBIC MEIIKHE KPUCTAIUIBI, )KEITCIONIIE TIPH [UTUTSIEHOM XpaHEHUH Ha Bo3myxe. T. mi.
241-242 °C. Hatigeno, %: C 59.22; H 3.30; N 11.25; S 13.16. C;,HgN,O,S. Brruucnieso,
%: C 59.00; H3.30; N 11.47; S 13.13.

Ioay4yenne amumpou3BoAHLIX 7, 9 a,b (00mas metoauka). K cycnensuu 2.5 MMOJIb
amuHa 4f wim genona 8d B 5 mut nupurHA 100aBISIOT 3 MMOJIb COOTBETCTBYIOIIETO XJIOP-
anrunpuaa. Cmech HarpeBatoT npu nepememmBanuu npu 80-90 °C no obpasoBaHMs
MPO3PavHOTO PACTBOpA M OCTABIIIOT HAa HOYH NMPH KOMHATHOHM TemmepaType. 1o0aBisioT
50 M1 H,0, ocamok oTGHUIBTPOBEIBAIOT, MPOMBIBAIOT BOJON. [IepeKpHCTaTH30BBIBAIOT U3
cmecu EtOH-JIM®A, 1:1 (coenunenns 7a,b) wim n3 JIMDA (coenuuenus 9a,b).

N-[4-(1-Oxkco-1H-n30xpomen-3-ui)-1,3-tuazon-2-mwi|aneramuna (7a). Beixox 0.62 ¢
(86%). Ceetio-0exeBbiec Menkue kpuctayibl. T. i 317-319 °C (¢ pasn.). Haiineno, %:
C 58.93; H 3.53; N 9.86; S 11.33. C;4H;(N,O;S. Breraucieno, %: C 58.73; H 3.52; N 9.78,;
S 11.20.

N-[4-(1-Oxco-1H-n30xpomen-3-ui)-1,3-tuazon-2-uia|oenzamua (7b). Bexox 0.79 r
(91%). becupernsie menkue kpuctawisl. T. mi. 202-203 °C. Haiineno, %: C 65.78; H 3.62;
N 8.27; S 9.06. C9H,N,0;S. Boraucneno, %: C 65.50; H 3.47; N 8.04; S 9.20.
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2-Oxco-3-[4-(1-o0xco-1H-u3zoxpomen-3-mn)-1,3-Tuazon-2-ui]-2H-xpomen-7-unanerar
(9a). Beixon 0.96 T (89%). Xéntbie uronpuarsie Kpuctamwibsl. T. mr. 252-253 °C. Haiine-
HO, %: C 64.27; H 3.15; N 3.12; S 7.28. Cy3H13NO¢S. Boruucaeno, %: C 64.03; H 3.04;
N 3.25; S 7.43.

2-Oxco-3-[4-(1-oxco-1H-m30xpomen-3-mi)-1,3-Tuazon-2-mi|-2H-xpomen-7-wioenszoar
(9b). Bexox 1.14 t (92%). Apxo-xéntbie urompyaThie KpucTauiel. T. mi. 295-297 °C.
Hatineno, %: C 68.41; H 3.17; N 2.77; S 6.73. CygH;sNOgS. Breruucneno, %: C 68.15;
H 3.06; N 2.84; S 6.50.

Iony4yenne coexnnennii 8a—d (oOmas meronuka). PacTBOpsIOT mpH HarpeBaHWH B
MuHHMaIbHOM 00BEMe 2-PrOH 1.34 r (5.0 mmoip) Hutpmia 4g u 5.5 MMOJIb COOTBET-
CTBYIOIIETO aibAeruaa, n1ooasmsaor 0.1 M IuUmepuIuHa M OCTaBIAIOT Ha HOYb. 3aTeM K
peakironHoi cmecu mobammsror 50 mu 3% H,SO4 u KuOATAT B TeueHHE 6 4, OCAI0K
oTGMIBTPOBHIBaIOT, IpoMbIBatOT H,O. Tlepekpucrannu3oBbiBatoT u3 JJMODA.

3-[4-(1-Oxco-1H-m30xpomen-3-mi)-1,3-Tuazon-2-uwi|-2H-xpomen-2-on (8a). Brixox
1.53 r (82%). Ceerno-xénteie urompuatele Kpuctauisl. T. mr 284-285 °C. Haiineno, %:
C67.33; H3.18; N 3.98; S 8.37. C;1H | NO,S. Berancneno, %: C 67.55; H2.97; N 3.75; S 8.59.

6-Bpom-3-[4-(1-okco-1H-n30xpomen-3-mn)-1,3-tnazon-2-uil-2H-xpomen-2-on (8b).
Brexox 1.99 r (88%). Ceetio-xénThle urompyatele Kpuctawsl. T. mor. >330 °C. Haiine-
HO, %: C 55.97; H2.22; Br 17.46; N 2.93; S 7.21. C,;H;(BrNO,S. Beruancneno, %: C 55.77,
H 2.23; Br 17.67; N 3.10; S 7.09.

6-Hutpo-3-[4-(1-okco-1H-m30xpomen-3-mwi)-1,3-tuazon-2-wi|-2H-xpomen-2-o1  (8¢c).
Beixon 1.78 1 (85%). JKéntele uronpyarsie kpuctayuisl. T. 1. >330 °C. Haiineno, %: C 60.37;
H2.42; N 6.68; S 7.63. C;1H (N,O4S. Brraucieno, %: C 60.29; H 2.41; N 6.70; S 7.66.

7-I'mapoxcu-3-[4-(1-oxco-1H-m30xpomen-3-mn)-1,3-tuazon-2-uwi|-2H-xpomen-2-on (8d).
Bexox 1.40 r (72%). Témuo-xéntele Menkue kpuctamwiel. T. 1w >330 °C. Haiineno, %:
C64.51; H2.94; N 3.52; S 8.35. C,;H;;NOsS. Brraucneno, %: C 64.78; H 2.85; N 3.60; S 8.23.

7-Metokcu-3-[4-(1-okco-1H-uzoxpomen-3-mi)-1,3-tuazon-2-uil-2H-xpomen-2-on (10).
Cycnensuto 0.97 1 (2.5 mmonb) coemunernus 8d, 0.35 mi (3.5 mmons) Me,SO4 1 0.70 T
(5.0 mmonb) K,CO; kunarar npu nepeMeniuBaHu B 20 MJ1 anieToHa B TeueHue 2—2.5 4.
Ho6asmsror 50 M H,O, ocamok oTGMIBTPOBBIBAIOT, MPOMEIBAOT BoaoH. [lepekpucran-
mu3oBbBatoT U3 JIM®PA. Beixox 0.87 r (86%). Xénteie menkme xpucramisl. T. mn.
>330 °C (c pasn.). Haitmeno, %: C 65.34; H 3.38; N 3.32; S 7.86. C,,H;3NOsS. Bprunc-
neHo, %: C 65.50; H3.25; N 3.47; S 7.95.
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