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HCCJIEJOBAHHE B OBJIACTH
5-2-APNJI-2-OKCO3TUJIMAEH)-1,3- IUMETHJIBAPBUTYPOBbBIX
N TUOBAPBUTYPOBBIX KUCJIOT:

PEAKIIMM C THOMOYEBHUHAMU U THUOAUETAMHJIOM

Peaknmeit 5-(2-apuin-2-okcoaTwiuaeH)- 1,3-1uMeTIIOapOUTypOBEIX W THOOApOH-
TYpOBBIX KHCJOT C THOMOYEBHHAMH M THOALETAMHIOM, a TaKXe OJHOPEaKTOPHBIM
CHHTE30M C y4acTHeM THOMOYEBHH (THOaleTamuaa), apuiriuokcanei, 1,3-mumeru-
0apOuTypoBoii (THOOAPOUTYPOBOI) KHCIOT CHHTE3UPOBAHBI MPOU3BOAHEBIC 2-aMUHO- H
2-metuntrazona. O0CyKICHb MEXaHU3MbI H3Y9aeMBIX PEaKITHA.

KiroueBbie cioBa: 5-(2-aMHHO-4-apHiaTHA30I-5-11)-6-THAPOKCH-2-THOKCO-2,3 -1~
rugpornupumMuauH-4(1H)-onbl,  5-(2-amuHO0-4-apunTrazon-5-wmin)-1,3-1muMeTHIpUMH-
IuH-2,4-TAO0HEI, 5-(2-apmi-2-0KCOATIIHACH)- 1,3 -muMeTiioapouTypoBsie U 5-(2-apuir-
2-0KCO3THIINACH)THOOAPOUTYPOBBIE KHCIOTHI, THOAIETaMHUA, THOMOYEBHHBI, OIHO-
PEaKTOPHBIA CHHTE3, IUKJIOKOHICHCAIIHSI.

XOopomIo U3BECTHO, YTO TETEPOLUKITU3ALUN C YIACTHEM (L, -HEHACHIIICHHBIX
KETOHOB C THOMOYEBHHAMHM SIBJISIOTCS YIOOHBIM METOJIOM CHHTE3a 3,4-TUTHII-
ponupuMHINH-2-THOHOB [1-3]. B TO e Bpems B JIuTepaType OTMEUYEHO H allb-
TEpHATUBHOE HAINpaBJICHUE B3aMMOJAEUCTBUS O,f-HempeaeabHbIX KETOHOB C
THOMOYEBHHOM, MpHUBOJsIIee K (OPMUPOBAHUIO JTUTHIPOTHA3HHOBOTO LIHKIIA.
HyxkneodunbpHoe npucoennHEeHHE MEPKANTOTPYIIITBI € MOCIENYFOIIeH [TUKIN3a-
nuel XapaKkTepHO IS IMUKINYSCKUX HEMPEeICIbHBIX KETOHOB [4, 5], a Takxke
MIpH UCIIONIB30BaHUU B peakuuu N-apuiTuoModeBuH [6, 7].

Lenpio HACTOSIIIIETO MCCIECAOBAHUS CTAI0 M3YYEHHE PEaKIIMOHHOW Croco0-
HOCTH 5-(2-apmii-2-0KcodTminAeH)-1,3-mumMeTnndapouTypoBeix b0 THOOAp-
OUTYpOBBIX KHUCIOT la—e 1O OTHONIICHHIO K THOMOYEBHMHaM 2a,b W THOaLeT-
amuny 3. Coenunenus 1 OTHOCSTCS K TOJIAPHU30BAHHBIM onerHaM, BHHHIIE-
HOBasl CBA3b KOTOPBIX HCIBITHIBAET BIMSHUE IBYX 3JEKTPOHOAKLENTOPHBIX
¢parmMeHTOB: KapOOHMJIBHOW TPYMIBI W MUPUMHUAWHTPHUOHA (THOKCOMHPUMHU-
OUHIMOHA), YTO CO3[aeT WHTPUTY TPH HCCIEJOBAHWU HAIPABIEHHOCTH HX
B3aUMOJICHCTBHSL B peaknusix ¢ 1,3-OunHykneoduiaamu. Panee ObIIo ycTaHOB-
neHo [8], 9To peakiys ¢ MOYEBHHAMH B CHHPTaX NMPUBOJIUT K CIIUPOMUPHUMHU-
nuHaM 4, Toraa kak N,N-IMMeTHIMOUYEBHHA B aHAIOTUYHBIX IKCIEPUMEHTAIIb-
HBIX YCJIOBHAX 00pa3zyeT UMUIAa30JI0HEI 5.

Breuto BhICKa3aHO MpeAIoNoKeHne, 4To cinadblii HykieoQun (MOYEBHHA)
MEePBOHAYAIBHO aTaKyeT JK30IUKINYECKYI0 KapOOHMIBHYIO IPpyIIy €HOHOB 1,
TOT/Ia Kak TMOBbIIEHHE HyKiIeopuinbHOCTH peareHTa (N,N-InMETHIMOUYEBUHA)
MOJKET M3MEHATh HalpaBJiIeHHE B3aNMOAEUCTBUS. Takoe mpennonoxeHue Xopo-
IO COTJIACYeTCsl C aHHBIMH, MOJYYEHHBIMU HaAMH paHee IJIs peaklUil eHOHOB
¢ psnoM azabunykieopuinos [9—11].
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JUid TpoBEpKHM TaKOTO MPENNoNIOKEHHS] HaMW OBLI0 HW3YyYEeHO B3aMMO-
neiicTBrue KeToHOB 1 ¢ THOModeBHHaMH 2. OHO OCYIIECTBIISIIOCH IIPH HEMPO-
TOJDKUTEIIbHOM HarpeBanuu (30—45 MHH) HCXOIHBIX KOMIIOHEHTOB B dTaHOJIE.
[IpomykramMu peakmuii OKa3aduCh COCIUHEHUS 6a—i — CBETJIIO-)KENTHIE KpH-
CTAJUIMYECKHE BEIECTBA, XOPOIIO PACTBOPUMBIE B TOJSAPHBIX OPTaHUYECKHX
pactBoputernsix. B crekrpax SIMP 'H mpoxykToB 6a—e HaGIIORAIOTCS MIECTH-
MPOTOHHBIA CHHTIET METHIBHBIX TPy MAPUMHINHOBOTO (PparMeHTa, IyOieThl
apoMaTHYeCKUX IMPOTOHOB, a TaK)Ke YIIMPEHHbIE CHHIJIETHI B oOmactu 8.5 u
12.7 M. ., ”HTEHCUBHOCTBIO B JIBa U OJWH MPOTOH, COOTBETCTBEHHO, HCUYE3at0-
mue Tpu npoBeneHun aeiitepoooMena. B K crektpax (Tabnmetkn KBr) coemu-
HeHUil 6a,d,g BUIHBI JIBE MOJOCHI MOIJIOMIEHNUS CpeHEH MHTEHCUBHOCTH MPHU
3220 u 3320 cM ', MOATBEPKIAIONIME HAIMYNE MEPBHYHON AMHHOTPYIIIIEL.
B macc-cniekTpax coenuHeHuit 6a,c,h MpOSBIAIOTCA NHKKA MOJEKYJSPHBIX
WMOHOB, a X (pparMeHTaIws MOATBEPKIAeT 00pa30BaHUE THA30JIIBHOTO ITUKIIA.

Taxum 00pa3oM, IPOAYKTAMHU pPeakiinii eHOHOB 1 ¢ THOMOUYEBUHAMU 2 SIBJIS-
ot 5-(2-aMuHO-4-apHUITHA30I-5-1T)-0-THAPOKCH- 1,3 - TMME THIITTUPUMHTAH-
2,4-mnoHBI 6a—e MO0 5-(2-aMHHO-4-apHIITHA30I-5-11)-6-THAPOKCH-2-THOKCO-
2,3-murunpormpumunand-4(1H)-ousr 6f—i. CuHTE3MpOBaHHBIE COSAMHCHUS 6a—i,
KaKk W WUMHAA30JMH-2-0HBI 5, B pactBopax JIMCO-d¢ cymectByoT B
6-ruapokcudopme. B THazomax 6a—d HaOMrOmaeTCSs OTYCTIIMBOC BIIHMSHHC
a¢dexTa COmpsHKEHUs 1-3aMECTUTENS B apOMaTHIECKOM SApe Ha XMUMUYECKHA
CABHUT TIPOTOHA THUAPOKCHIBRHOW TPYyHNBI (CM. 3KCIEPHUMEHTANIBHYIO YacTh).
OpHako BBEIEHHE OJIIEKTPOHOAKIENITOPHBIX TPYNI B MOJIEKYIY (TIPOIYKTHI
6e,h,i) TOBBIIIAET KUCIIOTHOCTHh O-THAPOKCHILHOM TPYIIITBI, KOTOpas HE MPOSB-
mstercst B crmektpax SIMP 'H wm3-3a GbicTporo oOMeHa ¢ BOIOM, MPHCYT-
creytommeit B IMCO-ds. Tuazonsl 6a,c OBLTH TakKe MONYYECHBI M OHOpPEaK-
TOPHBIM METOJIOM C HCIIOJIb30BaHHEM KHCIOTHl 7, apuirivokcaiet 8a,c u
THOMOYEBHHEBI, OJHAKO BPEMsI peakilnil Py ATOM BO3pociio Basoe. Kpome Toro,
B ClIy4ae TIOCTaJNHHOTO B3aMMOAEUCTBUS BBIXOBI cocTaBisuin 70—-80%, Torna
KaK B YCIIOBHSX OHe-pot CHHTE3a BBIXOJI MMPOAYKTOB 6 CYIIECTBEHHO CHIDKACTCS
(cM. PKCTIEpUMEHTATBHYIO YacTh). AHAJIOTHYHO pearupyer ¢ ketoHamu la—e u
THOATeTaMua 3, 00pa3ys THa30Jb6l Ya—e.

1221



_ )N]i{ _
_R'
R Ar
> =z HN NH R
N \ﬂ/ 2 MeOH N r
Ao T L LT | T
R 2a,b
la—e B R i
A 1
O ' N llz 0 0
I \>—NH Me< |
R, MeOH N Ar
)\ 0] N O o)
X ITI OH 1\I/[
© 8a,c
R 6a-i 7
o Ar N
R I \>—Me
Me NH2 MeOH \N S
la—e + \ﬂ/ _— )\ |
S X N OH
3 |
R 95 ¢

7 + 8ab + 3 M

1a-e R=Me(H), X=0(S); a Ar=Ph, b Ar=4-BrCsH,, ¢ Ar=4-FCgH,,
d Ar =4-MeOCgH,, e Ar=2-tnenmn; 2 aR'=H, b R' = 2-BrC4H,CO;
6a-dR=Me, R' =H, X =0, a Ar=Ph, b Ar = 4-BrC¢H,, ¢ Ar = 4-FC4H,,

d Ar =4-MeOC¢H,4; e R = Me, R'= 4-BrC¢H,CO, Ar = 2-tuenun, X = 0O; f—i R=H,
X =8, fR'=H, Ar =4-BrC¢H,, g R' = H, Ar = 4-MeOC¢H,, h R' = 2-BrC¢H,CO,
Ar=Ph,iR'=H, Ar= 4-FCe¢Hy; 8 a Ar=Ph, b Ar=4-BrC¢H,, ¢ Ar=4-FC4Hy;

9a-cR=Me,a—cX=0,aAr=Ph, b Ar=4-BrC¢H., ¢ Ar = 4-FC¢Hy;
d,e R=H, X=S,d Ar =4-MeOC¢H,, e Ar = 2-TueHun

CrtpoeHue coearHEHHH 9a—e MOATBEP)KICHO CIEKTPAIbHBIMU METOAAMH.
Tax, B crektpax SIMP 'H mpuCyTCTBYIOT CHHITIETHI METHIBHBIX TPYII MHPH-
MHUIMHOBOTO ¥ THA30JIbHOTO LIUKJIOB, MYJbTUILIETHl apOMAaTHYECKUX MPOTOHOB.
Curnan 6-ruIpOKCHIBHON TPYIIBl ypaluIbHOTO IUKJIA U B 3TOM CIIy4ae JIETKO
oOMeHUBaeTcs ¢ BOJIOW M HE BHUJIIEH B cIieKTpe. B macc-criektpe mpomaykra 9b
MPUCYTCTBYIOT IUKU MOJIEKYJIIPHBIX HOHOB ¢ m/z 407 (409).

Hanyune amuHOrpynmel B THa3onax 6 IONOJIHUTENBHO MOATBEPIKAACTCS
peakuuell amunupoBaHus. Kunsuenue coenuHeHuil 6a,b B yKCyCHOM aHTH-
puzIe HEe NMPUBOAUT K N-aleTUIIPOM3BOIHBIM, TOTA KaK peakuus B MPHCYT-
CTBHU CEpHOH KHUCIOTHI (METOOMKA VI ALMIMPOBAHUS TPYIHOALMINPYEMBIX
amMuHOB [ 12]) mo3Bonmia cuHTe3upoBaTh aMmuasl 10a,b.
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6,10 a Ar=Ph, b Ar = 4-BrC¢H,

CrnemoBaTenbHO, WCCIENOBaHHBIE HaMH KeTOHH 1 XapakTepusyroTcs
Oonpiieit T-neUIUTHOCTEI0O BUHIIIEHOBOW CBSI3M IO CPAaBHEHHIO C XaJIIKOHAMH,
9TO W TPHUBOJIUT K PETHOCEIEKTHBHOMY B3amMojcicTBuio ¢ 1,3-N,S-OmHyK-
neounamu. THOMOUYEBHWHBI W THOAIIETAMUJ, PEATUPYIOT C JIEKTPOHOASPHUIIUT-
HbIM atromMoM C, BUHWJICHOBOH CBSI3W KETOHOB 1 MECTOM C HamOOJBINEH HYK-
TeopUITHbHON CHJIOH — aTOMOM Cephl. DTO TO3BOJIMIIO pa3paboTaTh yHOOHBIC
METOJBl CHHTE3a HOBBIX IPOM3BOMHBIX 2-aMHUHO- M 2-METWITHa3ojla 6a—i u
9a—e, COOTBETCTBEHHO, BKJIIOYas OJHOPEAKTOPHBIN, HCXO U3 AUMETHIOApOu-
TypoBOH (THOOApOWUTYpPOBOI) KHCIOTHI, APWITIHOKCATCH W THOMOYCBUHBI
(6o THOaTeTAMHUIA).

SKCIHEPUMEHTAJIbBHASI YACTb

UK cnekrpbl monyueHsl Ha crnekrpomerpe Specord IR-75 B rtabnerkax KBr.
Cnextpsl SIMP 'H u "C usmepens Ha mpuGope Varian VX-200 Mercury (200 u
50 MI'm cootBetctBeHHO) B JIMCO-d¢, BHyTpeHHUIT cranmapt TMC. Macc-cieKTpsl
noiydeHsl Ha mnpubope Hewlett-Packard LC/MSD 1100 mertomoMm HOHHM3aIMK
9JIEKTPOHHBIM yAapoMm (HampsbkeHue 70 3B). DneMeHTHBI aHalu3 BBITIOJHEH Ha
npubope LECO CHNS-900. Temmneparypsl IUIaBiIeHHsS OIpeNeNeHbl Ha IpuOope
Kodmepa. Kontpons 3a X0moM peaknuii W YHCTOTOH ITONyYEHHBIX COCOMHEHUH
ocymectBisuics merogoM TCX na muactuHax Silufol UV-254 B cucreme Tonyon—
aTuianerart, 1:1, tonyon—rekcas, 1:10 (mposiBiieHne apaMu 1oja).

5-(2-AMuHO-4-apuATHA30/1-5-11)-6-rHApOKCcH-1,3-TuMeTHINHPUMUIUH-2,4-THO-
HbI 6a—e, 5-(2-aMHHO-4-apHITHA30/1-5-WT)-6-THAPOKCH-2-THOKCO-2,3-TUTHAPONHPH-
vuauH-4(1H)-onsl 6f—i (00mas meromuka). A. DKBUMOIISpPHBIC KOJMYeCcTBA eHOHA 1 1
THOMO4eBUHBl 2 (o 1 mmonb) kunsatat B 10 min EtOH B Tteuenume 30-45 muH.
OO0pa3ylo-IHIACS CBETIIO-KENThIH 0CaJOK OT(GMIBTPOBBIBAIOT M KPHCTAJUIU3YIOT U3
EtOH.

b (one-pot). K pactBopy 1 mmonb coenunenus 7 B 10 mur EtOH no6Gasisitor o
1 MMOITE MOHOTHApAaTa APWITIHOKCATI 8 W THOMOYEBHHBI 2. PeakIMOHHYIO CMech
kursATAT 30 MUH — 1 9 10 BBITIQJACHUS U3 TOPSUET0 PacTBOpa 0cajKa, KOTOPBIA KPUCTaII-
nu3ytot u3 EtOH.

5-(2-AMuHO0-4-QeHNITHAB0I-5-WI)-6-THAPOKCH-1,3-TUMeTHANHPUMHIHH-

2,4(1H,3H)-quoH (6a). Beixox 76% (A), 40% (b), 1. mn. 300-301 °C (u3 EtOH). UK
cnektp, v, cM ' 1622 (C=C), 1665 (C=0), 1676 (C=0), 3220 (NH,"), 3326 (NH,*).
Crnektp SIMP 'H, 8, M. 1. (/, T'm): 3.01 (6H, ¢, CH3); 7.26-7.36 (3H, M, p- + m-Ph); 7.42
(2H, n, J = 7.2, 0-Ph); 8.55 (2H, ¢, NH,); 12.76 (1H, yu. ¢, OH). Cnextp SIMP C,
5, M. 1. 27.8 (2N—CHj3); 78.0 (C-5 Pyr); 119.3 (C-5 tuason); 132.0 (C-4 tuason);
127.6, 128.6, 128.8, 131.6 (Ph); 153.1, 161.8, 168.5 (C=0); 167.0 (C-2 tnazon ). Macc-
cnexTp, m/z (Iom, %): 330 [M]"(100), 331 [M+1]" (8), 216 (100), 187 (8), 160 (8), 155
(10), 146 (37), 102 (13), 77 (13). Haiineno, %: C 54.44; H 4.32; N 16.80. C;5H;4N40sS.
Brruucneno, %: C 54.53; H4.27; N 16.96.
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5-[2-Amun0-4-(4-0pomdenn) THa301-5-n1]-6-ruapokcen-1,3-AMMeTHINHPUMHU-
mun-2,4(1H,3H)-auon (6b). Beixox 64%, 1. mr. >300 °C (13 EtOH). Cnektp SIMP 'H,
6, M. 1. (J, T'm): 3.01 (6H, ¢, CH3); 7.43 (2H, n, J = 8.4, 0-Ar); 7.52 (2H, n, J = 8.4,
m-Ar); 8.55 (2H, ¢, NH,); 12.51 (1H, ym. ¢, OH). Haiizeno, %: C 43.94; H 3.13;
N 13.76. C5H,3BrN4O5S. Beruncneno, %: C 44.02; H 3.20; N 13.69.
5-[2-Amuno-4-(4-¢prophenni)Tnazosn-S-unial-6-ruapoxkcu-1,3-1MMe THINNPUMHAIUH-
2,4(1H,3H)-quoH (6¢). Beixon 72% (A), 39% (b), . . >300 °C (u3 EtOH). Crextp
AMP 'H, §, m. 1. (J, Tu): 3.01 (6H, ¢, CHs); 7.17 (2H, T, J = 8.8, m-Ar); 7.41-7.49 (2H,
M, 0-Ar); 8.57 (2H, ¢, NH,); 12.62 (1H, ym. ¢, OH). Macc-cnekrp, m/z (1o, %): 348
[M]" (100), 349 [M+1]" (16), 234 (100), 235 (12), 172 (12), 164 (64), 120 (13), 107
(7). Haitneno, %: C 51.64; H 3.70; N 15.99. CsH3FN40O;S. Beruucneno, %: C 51.72;
H 3.76; N 16.08.
5-[2-Amuno-4-(4-meTokcueHns1) THA30-5-11) |-6-ruapokcu-1,3-1umeTHIINUPU-
muann-2,4(1H,3H)-quon (6d). Boixon 61%, 1. . >300 °C (u3 EtOH). UK cnektp,
v,eM 't 1628 (C=C), 1668 (C=0), 1675 (C=0), 3225 (NH,"), 3323 (NH,*). Crektp
AMP 'H, §, m. 1. (J, Tw): 3.01 (6H, ¢, CH3); 3.73 (3H, ¢, OCH3); 6.91 (2H, n, J = 8.4,
m-Ar); 737 (2H, n, J = 8.4, 0-Ar); 8.57 (2H, ¢, NH,); 12.44 (1H, ym. c, OH).
Haiineno, %: C 53.40; H 4.53; N 15.49. CsHsN4O4S. Brruncneno, %: C 53.32; H
4.47; N 15.55.
N-[5-(6-'mapoxcu-1,3-tumeTna-2,4-muokco-1,2,3,4-reTparugponupuMuanH-5-
Wi1)-4-(2-THeHUITUA301-2-11]-2-0pomOen3amua (6e). Bexon 48%, 1. . >300 °C
(u3 EtOH). Crektp SIMP IH, o, M. 1. (J, I'm): 3.08 (6H, ¢, CH3); 7.28-7.50 (3H, M,
tuenun); 7.56-7.64 (3H, m, m-, p-BrC¢H,); 7.72 (1H, 1, J = 7.2, 0-BrC¢Hy); 12.69 (1H,
¢, NH). Haiineno, %: C 46.35; H 2.83; N 10.84. C,yH,5BrN,O,S,. Bwruucneno, %o:
C46.25; H2.91; N 10.79.
5-[2-AMuH0-4-(4-0poMdeHnT) THA301-5-WI|-6-THAPOKCH-2-THOKCO-2,3-AUTHIPO-
nupumuann-4(1H)-on (6f). Beixon 53%, 1. ur. 298-299 °C (u3 EtOH). Cnektp SIMP
'H, 8, m. 1. (J, T): 7.33 (H, 1, J = 8.4, 0-Ar); 7.53 (2H, 1, J = 8.4, m-Ar); 8.39 (2H, c,
NH,); 10.89 (2H, c, NH); 12.80 (1H, ym. ¢, OH). Haiineno, %: C 39.24; H 2.20;
N 14.19. C13HyBrN4O,S,. Boruucieno, %: C 39.30; H 2.28; N 14.10.
5-[2-AMun0-4-(4-MeToKCcH(PEHHT) THA3OI-5- I ]| -6-THIAPOKCH-2-THOKCO-2,3-TUT H/I-
ponupumuaunn-4(1H)-on (6g). Berxon 57%, T. mi. 281-282 °C (u3 EtOH). UK cmektp,
v, eM 1 1195 (C=S), 1620 (C=C), 1667 (C=0), 3250 (NH,"), 3350 (NH,*). Cnektp
AMP 'H, &, m. 1. (J, Tw): 3.73 (3H, ¢, CH3); 6.92 (2H, 1, J = 8.4, 0-Ar); 7.36 (2H, x,
J=8.4, m-Ar); 8.56 (2H, c, NH,); 10.82 (2H, ¢, NH); 12.82 (1H, ym. c, OH).
Haiineno, %: C 48.34; H 3.56; N 16.12. C4H,N4O5S,. Brruncineno, %: C 48.26;
H 3.47; N 16.08.
N-[5-(6-'mapokcu-4-okco-2-Tuokco-1,2,3,4-reTparugAponupuMuguH-5-n1)-4-
dennmnaTuazon-2-mial-2-6poméenzamua (6h). Beixon 45%, 1. . >300 °C (u3 EtOH).
Cuextp AMP 'H, §, m. 1. (/, Tm): 7.24 (1H, M, p-Ph); 7.30-7.49 (4H, M, o- + m-Ph);
7.56-7.62 (3H, m, m-, p-BrC¢H,); 7.72 (1H, n, J = 7.0, 0-BrC¢H,); 12.01 (2H, c, NH);
12.71 (1H, ¢, NH). Macc-cniextp, m/z (Lo, %): 500 [M]" (50), 502 [M]" (50), 421 (5),
201 (10), 185 (97), 179 (100), 157 (35), 105 (6). Haiineno, %: C 47.84; H 2.69;
N11.12. C20H13BI'N403SQ. BBILII/ICHCHO, %: C 4791, H 261, N11.17.
N-[4-(4-®1oppennn)-5-(1,2,3,4-TeTparnapo-6-ruapoxcu-4-o0Kco-2-THOKCONMMPH-
MUIUH-5-11)-4-pennnTuazon-2-uil-2-o6pomoenzamun (6i). Beixon 49%, 1. ut. >300 °C
(13 EtOH). UK crmextp, v, cM @ 1193 (C=S), 1620 (C=C), 1655 (C=0), 1692 (C=0),
3403 (NH). Cnextp SIMP 'H, 8, m. 1. (J, Tm): 7.19 (2H, 1, J = 8.4, 0-Ar); 7.44-7.64
(5H, M, m-Ar + m-, p-BrC¢H,); 7.72 (1H, n, J = 6.6, 0-BrC¢H,); 12.17 (2H, c, NH);
12.76 (1H, ¢, NH). Haiineno, %: C 46.32; H 2.40; N 10.86. CyH;,BrFN,O3S,.
Brruucneno, %: C 46.25; H 2.33; N 10.79.
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6-I'uapoxcu-1,3-mumeTnn-5-(4-apui-2-MeTUJITHA30I-5- W) MTUPUMHUIUH-2,4-
(1H,3H)-nuonbl 9a—€ M 6-rUAPOKCcU-5-[4-apuii-2-MeTHITUAB0/I-5-UI1]|-2-THOKCO-
2,3-qurugponupumuanH-4(1H)-onbr 9d,e (o6mas meromuka). A. Cmech 1 MMOIb
eHona 1 u (1 mmonp) Troametamuaa 3 B 10—15 mn MeOH xunstar B Teuenne 3040 MuH.
BrimaBmmii npy oXMaKIEHUH OBl MEJKOKPHUCTALTNIECKHH 0CaoK OTHUIBTPOBBI-
BalOT U IPOMBIBAIOT Ha (QUIIBTPE WM KpUCTALTH3YIOT U3 MeOH.

b (one-pot). K 1 mmons coemuaernuss 7 B 10 mm MeOH no6Gasmsror mo 1 MMois
MOHOTHpaTa apuiriuokcans 8 u tnoaneramuaa 3. PeakuinoHHyt0 cMech KUMATAT 1 4
IO BBIMAJCHUS W3 TOPSYCTO pacTBOpa OENOro ocalka, KOTOPBIH KPUCTALTU3YIOT W3
MeOH.

6-I'mapoxcu-1,3-numeTna-5-(2-MmeTun-4-peHnITHAZ0/1-5-11) TUPUMUAUH-2,4-
(1H,3H)-quon (9a). Beixon 51% (A), 73% (b), 1. mn. 279-280 °C (u3 MeOH).
UK crextp, v, cM : 1619 (C=C), 1670 (C=0), 1687 (C=0). Cnekrp IMP 'H, &, m. 1.
(/, Tm): 2.77 (3H, ¢, CH;); 3.06 (6H, ¢, CH3); 7.27-7.38 (3H, ™M, p-, m-Ph); 7.51 (2H, &,
J = 6.8, 0-Ph). Haiineno, %: C 58.44; H 4.62; N 12.83. C;H;sN;0,4S. Bor-uucieno, %:
C 58.34; H4.59; N 12.76.

5-[4-(4-Bpom¢pennn)-2-MeTHIATHA3Z0J-5-W]-6-ruapokcu-1,3-TuMe THINHPUMHE-
aun-2,4(1H,3H)-quon (9b). Brixox 56% (A), 75% (B), T. m1. 288-289 °C (13 MeOH).
Cnektp SIMP 'H, §, m. 1. (J, T'm): 2.74 (3H, ¢, CHs); 3.06 (6H, ¢, CH3); 7.46 (2H, 1,
J=8.7, 0-Ar); 7.53 (2H, n, J = 8.7, m-Ar). Macc-cuextp, m/z (Iom, %): 407 [M]™ (50),
409 [M]" (50), 235 (12), 214 (100), 198 (28), 183 (21), 145 (9), 107 (7).Haiineno, %:
C 46.98; H 3.54; N 10.34. C;sH4BrN;O;S. Beruuciaeno, %: C 47.07; H 3.46; N 10.29.

6-I'uapoxcu-1,3-numerni-5-[2-meTnn-4-(4-gproppennst) Tuazon-S-ui|nupumun-
nuH-2,4(1H,3H)-1uon (9¢). Boixon 39%, T. mn. 251-252 °C (u3 MeOH). UK cnektp,
v, eM 't 1621 (C=C), 1675 (C=0), 1689 (C=0). Cnextp SIMP 'H, &, m. 1. (J, ['np): 2.75
(3H, ¢, CH;); 3.06 (6H, ¢, CHy); 7.17 (2H, 1, J = 8.8, m-Ar); 7.51-7.58 (2H, M, o-Ar).
Haiineno, %: C 55.24; H 3.99; N 12.03. C;sH4FN3;0;S. Brruncneno, %: C 55.32;
H 4.06; N 12.10.

6-I'unpoxcu-5-[2-meTnin-4-(4-MmeTokc e HIUIT) THAZ0I-5-W]-2-THOKCO-2,3-AUTH/T-
ponupumuant-4(1H)-on (9d). Bexon 55%, 1. or. >300 °C (u3 MeOH). Criexktp AMP
'H, 5, m. 1. (J, Tu): 2.75 (3H, ¢, CH3); 3.75 (3H, ¢, OCHs); 6.93 (2H, 1, J = 8.6, m-Ar);
7.44 (2H, 0, J = 8.6, 0-Ar); 11.49 (2H, ¢, NH). Haiineno, %: C 51.78; H 3.83; N 12.01.
C;5sH3N305S,. Beruucneno, %: C 51.86; H 3.77; N 12.10.

6-TI'mapoxcu-5-[2-meTun-4-(2-THEHUIT) THA30JI-5-11]|-2-THOKCO-2,3-TUT AP O U-

pumuaun-4(1H)-on (9e). Beixox 37%, T. . >300 °C (u3 MeOH). Cnextp SIMP 'H,
S, M. 1. (J, I'm): 2.64 (3H, ¢, CH3); 7.02 (1H, 1, J = 3.8; J = 4.6, B-tuenun); 7.27 (1H, x,
J=2.8, B-tuenun); 7.42 (1H, n, J = 4.6, o-tuenun); 12.01 (2H, ¢, NH). Haiineno, %:
C44.49; H2.73; N 13.04. C;,HoN30,S;. Beruncneno, %: C 44.56; H 2.80; N 12.99.

N-[5-(6-'mapokcu-1,3-mtumeTnii-2,4-1uoxco-1,2,3,4-reTparuiponupuMuInH-
5-nn)-4-pennaruazon-2-uwijaneramun (10a). K pacropy 1 mmons coenuHeHus: 6a
B 2 M1 Ac,O nobGasisaroT 2 kamiu koHi. H,SO,4 u kunstar B teuenre 30 muH. Ilocie
9TOTO PEaKIMOHHYIO CMECh BRUIMBAIOT HA JIEJ|; TIOYYCHHBIH 0CATOK KPUCTATU3YIOT 13
EtOH. Beixox 76%, 1. . 280-282 °C (u3 EtOH). Cnextp SIMP 'H, &, m. 1. (J, I'm):
2.13 (3H, ¢, CH3); 3.15 (6H, ¢, CH;); 7.21-7.30 (3H, m, p-, m-Ph); 7.61 (2H, n, J= 6.8,
0-Ph); 12.07 (1H, ¢, NH). Haiineno, %: C 54.90; H 4.30; N 14.97. C,;H;cN4O,S.
Brruncneno, %: C 54.83; H 4.33; N 15.04.

N-[4-(4-bpomdenn)-5-(6-ruapoxcu-1,3-numerni-2,4-nuokco-1,2,3,4-
TeTPAruAPO-MUPUMHIUH-5-11]| THA30a-2-Ia)aneTramuy (10b) monydaroT aHAIOTHYHO.
Boixox 69%, T. 1. 254-256 °C (u3 EtOH). Cnextp SIMP 'H, §, m. 1. (J, Tw): 2.13 (3H,
¢, CHj); 3.14 (6H, ¢, 2CH;); 7.49 (2H, n, J = 8.0, 0-Ar); 7.55 (2H, n, J = 8.0, m-Ar);
12.05 (1H, ¢, NH). Haitmeno, %: C45.30; H 3.42; N 12.33. C;7H;sBrN4O,S.
Brruucneno, %: C 45.24; H 3.35; N 12.41.

1225



Sl A Sl

10.

11.

12.

CIIMCOK JUTEPATYPBI

JIx. dxoyms, K. Muuie, Xumusa ecemepoyuxnuueckux coeounenuil, Mup, Mocksa,
2004.

M. R. Mahmound, H. M. F. Markour, Synth. Commun., 26, 3799 (1996).

H. H. Sayed, Indian J. Chem., 37B, 1054 (1998).

G. Osske, D. Szabo, T. Lorand, Pharmazie, 43, 164 (1988).

P. Perjesi, G. Batta, A. Foeldesi, Monatsh. Chem., 125, 433 (1994).

M. Augustin, P. Jechke, J. Prakt. Chem., 329, 626 (1987).

H. Singh, S. Kumar, P. Singh, J. Chem. Res. (Miniprint), 1641 (1984).

L. Gozalishvili, T. Beryozkina, I. Omelchenko, R. Zubatyuk, O. Shishkin, N.
Kolos, Tetrahedron, 64, 8759 (2008).

H. H. Kouoc, B. [I. Op:os, E. 5. FO3edosckas, @. I'. Spemenko, H. I1. BopoObesa,
O. B. umkwn, 0. T. Crpyuko, C. M. Uskos, XI'C, 950 (1995). [Chem.
Heterocycl. Comp., 31, 827 (1995)].

H. H. Komnoc, B. [. Opnos, . Apuca, O. B. Illlumxun, 0. T. Crpyukos,
H. I1. BopobweBa, XI'C, 87 (1996). [Chem. Heterocycl. Comp., 32, 78 (1996)].

H. H. Kouoc, B. JI. Opnog, B. A. Uebanos, O. B. Illumxkun, B. I1. Ky3Hernos,
A. 1O. KymukoB XI'C, 978 (1996). [Chem. Heterocycl. Comp., 32, 838 (1996)].

K. Beiirann, I'. Xwibrerar, Memoovl 5KChepuMeHma 6 OpeaHuyecKou Xumuu,
Xumwmst, Mocksa, 1968.

Xumuueckuii paxynomem Ilocmynuno 29.05.2008
XapbKko8ckoeo HayUOHATLHO20 YHUGEpCUmema

um. B. H. Kapaszuna, Xapvkos 61077, Ykpauna

e-mail: kolos@univer.kharkov.ua

*Hayuno-mexnuueckutl KOMNIexc,
Unemumym monoxpucmannoe HAH Vkpaunul,
Xapvkoe 61001, Yxkpauna

1226


mailto:kolos@univer.kharkov.ua

	ЭКСПЕРИМЕНТАЛЬНАЯ    ЧАСТЬ
	Институт монокристаллов НАН Украины,


<<
  /ASCII85EncodePages false
  /AllowTransparency false
  /AutoPositionEPSFiles true
  /AutoRotatePages /None
  /Binding /Left
  /CalGrayProfile (None)
  /CalRGBProfile (sRGB IEC61966-2.1)
  /CalCMYKProfile (ISO Coated v2 300% \050ECI\051)
  /sRGBProfile (sRGB IEC61966-2.1)
  /CannotEmbedFontPolicy /Error
  /CompatibilityLevel 1.3
  /CompressObjects /Off
  /CompressPages true
  /ConvertImagesToIndexed true
  /PassThroughJPEGImages true
  /CreateJDFFile false
  /CreateJobTicket false
  /DefaultRenderingIntent /Perceptual
  /DetectBlends true
  /ColorConversionStrategy /sRGB
  /DoThumbnails true
  /EmbedAllFonts true
  /EmbedJobOptions true
  /DSCReportingLevel 0
  /SyntheticBoldness 1.00
  /EmitDSCWarnings false
  /EndPage -1
  /ImageMemory 524288
  /LockDistillerParams true
  /MaxSubsetPct 100
  /Optimize true
  /OPM 1
  /ParseDSCComments true
  /ParseDSCCommentsForDocInfo true
  /PreserveCopyPage true
  /PreserveEPSInfo true
  /PreserveHalftoneInfo false
  /PreserveOPIComments false
  /PreserveOverprintSettings true
  /StartPage 1
  /SubsetFonts false
  /TransferFunctionInfo /Apply
  /UCRandBGInfo /Preserve
  /UsePrologue false
  /ColorSettingsFile ()
  /AlwaysEmbed [ true
  ]
  /NeverEmbed [ true
  ]
  /AntiAliasColorImages false
  /DownsampleColorImages true
  /ColorImageDownsampleType /Bicubic
  /ColorImageResolution 150
  /ColorImageDepth -1
  /ColorImageDownsampleThreshold 1.50000
  /EncodeColorImages true
  /ColorImageFilter /DCTEncode
  /AutoFilterColorImages false
  /ColorImageAutoFilterStrategy /JPEG
  /ColorACSImageDict <<
    /QFactor 0.76
    /HSamples [2 1 1 2] /VSamples [2 1 1 2]
  >>
  /ColorImageDict <<
    /QFactor 0.76
    /HSamples [2 1 1 2] /VSamples [2 1 1 2]
  >>
  /JPEG2000ColorACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000ColorImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasGrayImages false
  /DownsampleGrayImages true
  /GrayImageDownsampleType /Bicubic
  /GrayImageResolution 150
  /GrayImageDepth -1
  /GrayImageDownsampleThreshold 1.50000
  /EncodeGrayImages true
  /GrayImageFilter /DCTEncode
  /AutoFilterGrayImages true
  /GrayImageAutoFilterStrategy /JPEG
  /GrayACSImageDict <<
    /QFactor 0.76
    /HSamples [2 1 1 2] /VSamples [2 1 1 2]
  >>
  /GrayImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000GrayACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000GrayImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasMonoImages false
  /DownsampleMonoImages true
  /MonoImageDownsampleType /Bicubic
  /MonoImageResolution 600
  /MonoImageDepth -1
  /MonoImageDownsampleThreshold 1.50000
  /EncodeMonoImages true
  /MonoImageFilter /CCITTFaxEncode
  /MonoImageDict <<
    /K -1
  >>
  /AllowPSXObjects false
  /PDFX1aCheck false
  /PDFX3Check false
  /PDFXCompliantPDFOnly false
  /PDFXNoTrimBoxError true
  /PDFXTrimBoxToMediaBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXSetBleedBoxToMediaBox true
  /PDFXBleedBoxToTrimBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXOutputIntentProfile (None)
  /PDFXOutputCondition ()
  /PDFXRegistryName (http://www.color.org?)
  /PDFXTrapped /False

  /Description <<
    /DEU <>
    /ENU <>
  >>
>> setdistillerparams
<<
  /HWResolution [2400 2400]
  /PageSize [5952.756 8418.897]
>> setpagedevice


