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. CHHTE3 U XUMWIECKHUE IIPEBPAIIEHHUS .
2-RS-METHI-7-METHII-5-OKCO-5H-1,3 4-TI/IAIH/IA30JIO[3 ral-
TIAPMUTAHOB :

Hcxona 3z 2-xyuopMeTrur-7 -Menur—s —oxco—SH—l ,3,4~Tramaz0i0 [3,2-a] muprovi-
AMHA CHHTE3HPOBAHEL CybMHIBI U M3y ICHBI HEKOTOPBIC MX IPEBPATICHHS.

Cpemn npoussopaiix 1,3,4-tuanuazono [3,2<aq jmrprvuayHa HAMNCHE Bedie-
CIBA C IOIMPOKMM CHEKTPOM OHOJOrMYeCKOM axKTHBHOCTH. B uwacTHOCTH,
IpoMsBOMHEIE cyabbmaos  1,3,4-tuammazono[3,2-a jouprvupuHa  00MAKatoT
AHTHOAKTEPHAIBHOMH, IPOTHBOrPHOKOBOM, TPOTUBOOMYXOIEBOM, 4 TAKXe repOn-
NHEIHOM aKTHBHOCTRIO [1—4]. -

2-Xnopmeran-T-mermwi-5-okco-5H-1,3,4-tuagmazono [3,2- a]]mpmmz(m O
6rarogapd HaJIMUMIC aTOMA XJI0PA XJIOPMETAIFHOU TPYIIEL HO3BOIIET MEPEATH K
pas/MUHEIM HOBHIM THOTMpom3BomEeM 1,3,4-tmammazono [3,2-a lumprmunmaa.
Ilpr B3awmonmeicTBvH | ¢ THOAATAME ‘ AIA(DATHIECKOIO, APOMATHUECKOTO o
TeTCPONMK/INYECKOTO PSia HAMEA CHHTE3upOBansl 2-RS-Metmn-5-okco-5H-1,3,4~
THanEa3050 [3,2-a lompumuauas (Ta—T1).
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IIa R=Et, 6 R=Ph, 8 R =2-avuno-1,3,4-tuamuazson-5-ui,
r R = 2-mepkanto-1,3,4-tHaguazon-5-wr

Peaxmuio [ ¢ THOIaMH HPOBOTWAN B BOXHO-CHMPTOBOM CPENE B NMPHCYTCTBHH
SKBHEMOJISIPHOIO KOJMUECTBA €OKOr0 HaTpa B TeycHHE 2.3 U NpH KWISTYCHHM.
Bexomst cyapgunos [Ila—r upa stom MoryT nocrurars 80...907%,.

Wcxons u3 2-amuro-5-sTmwaraomMerii-1,3,4-rtaagmasona (11D = ameToyKCyC-
Horo 3dwupa 8 monmbocchopHOH KHCTOTE (IICDK) OCYINECTBJICH BCTPEYHHM CHHTES
coemmueEng 1la, KOTOPHEI MO3BOII HOUOJHHMTEIBHO TOATBEPIHTH crpyK'rypy
]IOJIyT{eHHH.X IIa—r

o PPA :
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Oxucrenne cocammenns 1Ia GUI0 TPOBENCHO B JIEHSHON YKCYCHOM KHCIOTE B
teyepme 20...24 4 npu KoMmHaTHOM Temuepatype. Bsixox cyasdoma IV ~379,
(BBHZY €0 YMEPEHHON PaCTBOPAMOCTH B YCJIOBHAIX DCAKITHAW).
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Hamrume MepKanto- M aMAHOrpYIIE B coermEeHmsx 1Ip m ITr moseosmio
nepefiTH K HOBHIM Tipou3soaasM 1,3,4-tuanuazonio [3,2-a JnapuManmsEa.

Kax wmspectEo [5], mporon B monoxenwnm 6 THAMHA3OIOMAPAMAIAHOBON
CHCTEMBL JIErKO 3aMEINAeTCst MOeKyaapamM GpomoM. Hamm ofmapyxeHO, uTo
Spommposarme coemmaerns IIs OKBWMOJISPHKM KOJHYECTBOM MOJIEKYIFPHOTO
Opoma B JIENSIHONR YKCYCHOR KHCIOTE NPOTEKAST HE [0 KOHTA ¥ 00pa3yeTcs CMech
wucxonnoro IIs m mpomykra peaximm 2-(2-ammno-1,3,4-THanmason-5-w) THoMe-
THA-6-6poM-7 —MeTHJI—S—OKco—SH—l 3,4-tramyazouno [3,2-a jmaprmuyEa (V). Bo
n3bexanue 5TEX TPYAHOCTER coemuaerne V moayJeno u3 6-6poM-2-XropMeTrr-
7-merua-5-okco-SH-1,3,4-tuaniiazon0[3,2-¢ Joupamumwea [6]1 u  2-amwmmHO-5-
mepkanro-1,3,4-tragmazomra B UPHCYTCTBMA  OKBUMOJIIPHOTO  KOJIMYECTBA
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Peaxnma muxmonermpparanum I8 m V ¢ aneroykcycueiM admpomM B cpene
IIOK mpuBonmT ¥ 2-(7-MeTwin-5-okco-5H-1,3,4-tuanuazomno [3,2-a Joupumunam-
2-wm) TmomMeTn-6-X-7 -MGTIUI—S okco-5 H-1,3,4-tuamuasono}3,2-a ]Hﬂpmvrmm-
mam (VIa,0). ' .
Q.
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A s AN
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MeCOCH,CO,Et

< Va6
T TR VIaXHﬁX Br:;- .

Haﬂmme MepKanTorpynnH B coequHcHun [Ir HaMy MCIIOIB30BAHO B. CHHTEZE
HOBBHIX Cyibh#roB. B npuCyTCTBHH 5SKBHEMOJSPHOTO KOJAAUECTBA IHEIOUN
coemuueHme [Ir IeTKO anxuampyercd A0 COOTBETCTByIomuX 2-RS-5-(7-Mermr-3-
okxco-3 H-1,3,4-rmaguaszomno[3,2- a]HHpI/IMKIII/IH-Z-I/UI—MeTI/DITI/IO) -1,3,4-twamma-
30JI08 (VHIa 6). Peaxnms npucoerBERNS XHHOHA: Ba0IIONaeTCs NP KOMBATHON
TemmepaType ¢ o6pazoparuem 2- (2, 5-quokcadbeHmaTao) -5~ (7-MeTu-5-oxco-5H-
1,3,4-tmanuasono [3,2-a Juuprmunua-2-wi-Metritio) -1,3,4-rraguazona (VID).
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CrpyxTypa DOJYUYEHHBIX COSNMHCHWH moaTsepxaeHa paHuevu [TMP m UK
CHEKTPOB M pPE3yabTaTaMu jieMeHTHOTO amammza. B UMK cmexrpax cmETe-
3UPOBAHHBIX COCHAHEHWH BO BCEX CAyYasx HMEIOTCA IIOJOCH HOTTIQNIEHHS
BAJIEBTHOTO K0Aebannd KapOoOHIWIbHOHN rpymms B obxaacta 1690...1710 om L, a s
Ils, V m VIl — mnorocs mnormomerns B obmacrm -3200..3400 o -,
COOTBETCTBYIOILAE BAIEHTHHM Kouebanmam rpyna NHz u OH.

3KCIEPUMEHTAJIBHAY JACTDH

VIK criexTpsl sanmucanst Ha cnextpomerpe UR-20 & Tabnetkax KBr, cnextpst [IMP — na npudope
Tesla 5873 C ¢ wacroroii 80 MI'y (8 IMCO-Ds), sayTpennuit crangapt I'MIC. Temriepatypa mabie-
HUS ONIPENesICHA HA MMKPOHATPEBATENHHOM Croavke Boetius.

" Hawle sneMenTHOro ananusa Ha C, H Co0TBETCTBYIOT BETMCICHHBIM. '

O0mas MeTOONKA TMOJTYyYeHHUS 2-RS-Memjx—7—Mem11-5-oxco-5H-1,3,4—ma;masono[3,2—a]-
nupEMuIEHOE Ila—Tr, V, VIIa,6. K 20 mix comprosoro pacrsopa 0,01 Mosis mepxanrtana noGaBATIOT
0,01 moms NaOH 8 5 M Bogs!, nepemenmsaror 10...20 mud i aobasnasror 0,01 Mo 2-xnopmeTion-7-
merun-5-okco-SH-1,3,4~-tnanuazono [3,2-a] mupemvmuua [7]. CMecs kursTar 2 . Peaxnuonnymo
MACCy OXJTAXAAIOT, PasdasisioT 50 MII BOIEL, BHINABINHE OCATKHM Tla—r ordg;mmposbmamr M BBICYIIF~
BAIOT HA BO3NYXE.

AHanOTHYHO H3 2- xnopwenm 6- 0p0M 7 -MeTua-5-oxkco-SH-1, 3 4-THagUa30J0 [3 2-a}-
THMPHMUIHAA U 2-MePKanTo-5-aMuno-1,3,4-TMaamuasona noayqaot V.

) Ananoruyso noxyuant Vilia,6 us COCTIMHEHMS IIr, BOOUCTOTO METHIIA U 2~ 6p0M— ~METHI-5-0KCOo-
SH-1,3,4-tuagua3zomno [3,2-a] nuprvuzmrina [6] ‘
2-DTUATAROMETHA-7-MeTI-5-0xco-5 H-1,3,4-tranuaszono[3,2-a] nnpnmmmn (IIa) BBIXOR
78,8%. Tun 93...97 °C (moxcan—soma, 5 : 1). UK cuextp: 1700 (C=0), 1570 ™ (C—N) Crextp
IIMP: 6,18 (H, ¢, CHD, 4,08 (2H, ¢, CH2), 3,70 (2H, x, CH2), 2,16 (3H, ¢, Me), 1,08 m. 1. (3H, T, Me).
Haiineno, %: C 44,17, H'4,22. CoH11N30S2. Bermicneno, %: C 44,81, H 4,56,

Berpeunsiit curres Ia ocymectsnasioT 3 I (T 178...180 °C, Bsixon 67 %), MOXYYEHHOTO U3
STUITHOTTUKOIEBOL KUCIIOTHI ¥ THOCeMuK apbasuna no metoxy [8], auemyxcycuoro s¢upa HIIDK (cm.
MeTomuKy cuHTesa VIa,6). Bexox 75%.

2-MeBIATHOMETILT- 7-MEeTHI-5-0kCc0-5H-1,3,4-ruamuaszono[3,2-a} nnpnwmma (II6). Brixog
M %. Tun 126...127 °C (umokcaHn—aBoxna, S : 1). MK cnexrp: 1734 (C=0), 1590 oM L c=v. Coexrp
TIMP: 7,2 (5H, M, Ar), 6,10 (H, ¢, CH), 4,20 (2H, c, CH2), 2,22 m. 1. (3H, ¢, Me). Hadineno, %:
C 53,44, H 4,10. C13H11N30S2. Beiunicnieno, %: C 53,95, H 3,83.

2-(2- AMun0-1,3,4-THATHA30I-5- 1) THOME THI- 7-Me THII- 5 -0k c0-SH-1,3,4-TAanmnazono [ 3,2-a] ~
mupayagan (e). Bexox 95,5%. Ton 330...334 °C (amoxcan) . MK cnexrp: 3150 (NH), 1710 (C=0),

H 1590 vt (C=N). Crextp IIMP: 7,32 (2H, ¢, NH2), 6,20 (H, ¢, CH), 4,62 (2H, ¢, CH2), 2,21 M. 1.
! (3H, ¢, Me). Hattneno, %: C 34,36, H 2,35. CoHsNesOSs3 BbmmcneHo, %: C.34,60, H2,58.
i 2-(2-Mepxkarnro-1,3,4-Tuannazon- S-Hﬁ)mowerm-7-MeTm1-5—oxco-5H-1 3,4-Taanuaszono]3,2-al-
mupumManEl (IIr). Brixon 39,8 %. Tun 170...174 °C (zuoxcan—soga, 4 : 1). MK cnextp: 1700 (C=0),
i 1585 em ™t (C=N). Crextp IIMP: 6,23 (H, ¢, CH), 4,50 (2H, ¢, CH»), 2,20 m. a. (3H, ¢, Me).
\ Ha;meno %:C 32,51, H 2,18. CoH11N50S4. Beraucneuno, %: C 32,81, H 2, 14.
: 21 armcyxsq)onomemﬂ-memﬂ-s -oxco-SH- 1,3,4-tuagmazoo[3,2- a]nnpnmmmn (V). Pac-
TBOpSI}OT 0,02 Moms coepmeerus: Ia B 20 M1 ENSHOM YKCYCHOM KHC/IOTBL, JOGABISEOT 6 T 30%, pacTsopa
HepeKUCH BOJOPOAa K OCTaBiaioT Ha 16...20 u. Bemasunl 0canox OTGIIbTPOBBIBAIOT, NPOMBIBAIOT
BOZOI M BRICYIUMBAOT HA BO3AYXE. BHIXOX 37 5%. Tan 212...214 °C (muoxcas—JIM®PA, 5 : 1). UK
cnexrp: 1716 (C=0), 1590 (C=N), 1325 em™ (SOz-R) Cnexrp IIMP: 6,76 (H, ¢, CH), 5,06 (2H, ¢,
CHy), 3,24 (34, x, CHz) 2,36 (3H, ¢, Me), 1,12 m. n. 3H, T, Me). Hapmeno, %z C 38,99, H 3,88.
CoH11N303S; . Beraucieno, %: C 39,56, H 4,02.
2-(2-AmuHO-1,3,4-THARAA30.1-5- 1) THOMETIUI-6-0pOM-7-MeTHI-5-0KC0-5H-1,3,4-THaaHAa30100 -
[3,2-a]mupemanan (V). Boixog 90%. Thx 208...210 °C (muoxcan). UK cnextp: 3310 (NH), 1720
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(C=0), 1648 (C=N), 1620 ot (C=0). Criexrp TIMP: 4,68 (2H, ¢, CH2), 2,35 m. 5. (3H, c, Me).
Hastmeno, %: C 27,30, H 1,66. CoH7BrNeOS3 .Boruucneno, %: C 27,61, H 1,80.
2-(7-Mermn-5-okco-5 H-1,3,4-tuanuazono|3,2 -] uapumunua-2-wr) ~-TAOMETHI- 7-METHI-5-0K -
co-5H-1,3,4-taagnasono[3,2-a]mupavuarn (Via). Pacteopsror § mmous Ife B 10 r TIOK, npu
HepeMEeITHBA UM T00ABIIOT 5,5 MMOIH AIIETOYKCYCHOrO 3¢hupa 1 HArpeBaIOT HA KMAIest BOASHOM fane
B TeueHMe 6 9. PeakiuoHHy0 cmech pasbasisior SO it Boxe!, Heiftrpanmayiot 109, pacrsopom NaOH.
Brinmasmuil 0CaxoK OTPUIBTPOBBIBAIOT, IPOMBIBAIOT BOZOM M BBICYINMBAIOT HA BO3XYXE.
TlepexpuCTaM30BhIBAIOT M3 CMECH AMOKCAH—BOAA, 2 : 1. Borxon 84,1 % . Tnxn 248...250 °C. VIK ciiextp:
1730 (C=05, 1598 oM (C=N). Coextp IIMP: 6,20. (H, ¢, CH), 4,35 (2H, ¢, CH2}, 2,44 M. 1. (3H, ¢,
Me). Hatigeno, %: C 41,45, H 2,70. C13H1oN6O2S3. Berunicrieno, %: C 41,25, H 2,66.
2-(7-Mermi-5-0kco-5 H-1,3,4-tuannazono[3,2-a} napumuan-2-1r) -THoMeTHI- 6~ 6p0M- -Me -
THN-5-0kC0-5 H-1,3,4-Tanuazono|3,2-a] mupemumus (VIO) noxyuaror ananordHo V. Beixon 93,8% .
Trx 239...241 °C (auoxcan). MK cnexsp: 1740 (C=0), 1729 (C=0),.1595 (C=N), 1680 ot (C=N).
Crrextp TIMP: 5,92 (H, ¢, CH), 3,46 (2H, ¢, CH2), 2,32 (3H, ¢, Me), 2,12 m. 5. (3H, c, Me) - Haiizero,
%: C 34,00, H 1,77. C13HoBrN6O2S3 - Boraucneno, %: C 34,12, H1,98.
2-(2,5-Aunoxcudennn)-5-(7-merun-S5-oxco-5H-1, 3,4-taanuaszonof3,2-a]junpumununme -
ai-2)-1,3,4-tmanuazon pucyasdan (VII). Pacrsopszor 0,01 M0ms 2,5-aumepkanTo-1,3,4-tuamgaa-
soma B 25 M coupra, jo6asasidT 0,01 Mo NaOH 5 Mn 5omst v noce 20 MyH NepeMENIMBAHMS
0,01 moss 1. PeaxiuoHHYO MacCy xunstar 2 u. ITocie oxJIaXKIeH!s B PEaKUMOHHYI0 CMECh BHOCST
0,01 Moy xumona, nepememuBaioT 30 MUH ¥ KMIATIT 20...30 MuH. C'vrer OXJTAKHAIOT, BBITABHTH
ocanok oubma*ponnmamrmnpommamr BomOst. Bexon 78 %, Trun 238.2.239°C (Bopa—pmokcan, 1: 4).
UK cuexrp: 3480 (OHD, 1700 (C=0), 1590 ot (C=N). Cnexrp TIMP: 9,72 (H, ¢, 01, 9,12 (H; ¢,
Oom, 6,80 (3H, c, Ar), 6,22 (H, ¢, CH), 4,90 (2H, ¢, CH), 2,22 m. u. (3H, c, Me). Haitneno, %:
C 41,03, H 2,32. C15H11N503S4. Beraucneno, %: C 41,17, H 2,53.
Coenunenus VII1a,0 n10IyueHs! 10 METOMKE, HPUBEACHHOMN [UId CUHTESA a—r.
2-Metun-5-(7-MeTir-5-0kco-5 H-1,3,4-taanmaszono [3,2-a jmapumusvetar-2) -1,3,4-Tvagmason -
mucyastdan (VIIa). Boxon 87,5%. Tun 194...196 °C. ¥IK criextp: 1720 (C=0), 1600 ot (C=N).
Cruextp IIMP: 6,22 (H, ¢, CH), 4,70 (2H, ¢, CHY), 2,67 (3H, ¢, Me), 2,20 M. . (3H, ¢, } ’VIe) HasizeHo,
%:C 34,51, H2,17. CioHoNs50S4. Berucneno, %:'C 34,96, H2, 64.
2-(7-Merun-5-okco-5 H-1,3,4-traguaszono[3,2-a} IIIIlpKMPIJIﬂH~2-H.JI)-5 (7-MeTn-5-0xco-5S H
‘-1 3 +4-Tnagnazono|3,2-a] rmpnmmnmenm-Z) -1,3,4-tuaguazon nncy;mdmn (VIH6) Boixor 69%,.
Tux 240 °C (muoxcan). UK coexrp: 1729 (C=0), 1680, 1595 vt (C=N). CneKTp IIMP: 5,92 (H, c,
CH), 3,46 (2H, ¢, CH2), 2,32 (3H, ¢, Me), 2,12 m.1. (3H, ¢, ) Me). Haiinero, %: C 35,99, H 1,88.
C15H10N302Ss. Beramenero, %: C 36,42, H2,03. ' '

Aemopbr suipaxarom 6razodaprocme npod. JI.H. Belenvkomy 3a nomouLb npu
no0zomoeKe CrMambll K neuamis.
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