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[IpennoxeH 3KOHOMUYHBIN U IPOCTOM MOAXO IS TPEBPaIIeHUS XMHOIMI3aMEIIeHHOTOo ITpormaHouI- N-de-
HWITHAPA3uH- 1 -KapOoTHoaMyIa B TPOM3BOIHBIC XWMHOJOHA, BKJIIOUarolue 4-MeTui-3-[2-(4-denumn-5-
THoKco-4,5-murunpo-1 H-1,2,4-tpuazon-3-min) st |xuHoauH-2(1 H)-oHbl 1 4-MeTmt-3-[2-(5-(dbernmamu-
HO)-1,3,4-Tnanua3on-2-wi)sTui|xuHoIUH-2(1 H)-0Hbl, peakuyeil reTepolMKIN3alU C UCIIOIb30BAaHUEM
BOIHOTO PAaCTBOpA FMIPOKCHUIA HATPUS Y KOHLIEHTPUPOBAHHOM CEPHOI KUCIOTHI. JloKa3zaHO, YTO 3TU peak-
LIUM SKOHOMUYECKH 3 GHEKTUBHBI U B MSATKMX YCIOBUSIX JAIOT XejlaeMble TPOAYKThI C BHICOKUMU BBIXOAAMU
(85—98%) B OTCYTCTBHME TOPOTMX KATAIM3aTOPOB 1 0€3 MCII0Ib30BaHUsI KOJIOHOUHOI XpoMaTorpaduu.

KmoueBbie cioBa: OeH303aMellleHHbIe XUHOMWHBI, 1,3,4-Tuaauason, 1,2,4-tpuas3os, ruipa3uHoONIN3, reTa-
PUIXMHOJIMHBI, 3cTepuUKaLNs, KapOoTHoaMUIbl, (PEHMIN30THOLIMAHAT, TeTePOLIMKIN3aLns, (peHmna-

MHWHOXMHOJIMHBI
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BBEJIEHUE

HoBrie Ononornyecky akTMBHBIC COSTUHEHUS
OCTAaIOTCSl MHTEPECHBIMM IS MCCIICAOBAHUI B 00Ja-
CTU XMMUW U MEIWULIMHBEL B HacTosimmee Bpems B JIu-
TepaType BCe Yallle BCTPEYArOTCsI CBEICHUS O CEpPO- U
azoTcoAepXKallMX reTepolMKIaX Kak (yHIaMeHTaslb-
HBIX CTPYKTYypax AJisl CHHTe3a pa3HOOOpa3HbIX reTepo-
LMKIMYECKUX COSAMHEHUI. DTU COeIUHEHNS] BaXKHbI B
KayecTBe JIEKAPCTBEHHbBIX CPEACTB, TaK KaK MPOSBIISI-
10T IIMPOKHUIA CIIEKTP OMOJIOTMUYECKON aKTHBHOCTH, a
TaKKe COCTABJISIIOT 3HAUUTEIbHYIO YaCTh HaTypabHbIX
nponykToB | 1—4]. Tpuasoso- 1 THaga30JI0XUHOIMHEIL,
KaK TOTEHIMAIbHBIE CTPYKTYPHBIC €IMHUIIBI, TAKXKe
00OHapyXeHbl BO MHOXECTBE CHHTE3MPOBAHHBIX OMO-
JIOTUIECKH aKTUBHBIX COCTMHEHWII, NMEIOIINX MEIu-
LIMHCKOE 3HaYeHUE U MPOSIBISIIOIINX (hIyOPECLEHTHbBIE
cBoiicTa [3, 6]. Buomornyeckast akTMBHOCTh XMHOJIU-
Ha W ero MpOM3BOAHBIX BKJIIOUAET MPOTUBOMAJISIPUIA-
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HBIE, aHTUOAKTEepUAIIbHEIE, TIPOTUBOBOCIIAIUTEILHEIC,
AHTUAPUTMUYECKUE, aHTUMAHTUHAJIbHbIE, aHTUTUIIEP-
TEH3UBHBIC, IPOTUBOTYOCPKYJIe3HbIEC, aHTHICTIPECCUB-
HbIE ¥ MPOTUBOCYIOPOXKHBIE cBoiicTBa [7—13]. Yenen-
HOEe TIpHMEHEHME XMHMHA, Me(IOXMHA M XJIOPOXMHA
B KauyecTBe IPOTUBOMAJIIPUIHBIX CPENCTB, a TaKXke
odoKkcalHa U XJIOPOKCHMHA B KauyeCTBEe aHTUOAKTe-
PUAJIbHBIX CPEICTB IEMOHCTPUPYET YHUBEPCAILHOCTD
XMHOJIMHOBOTO KapkKaca. DTa CTPYKTypa CIIyKUT OC-
HOBoIoJIararoMM ¢GparMeHTOM W B APYTUX JieKap-
CTBEHHBIX IIperaparax, TaKuxX Kak MOKCHU(JIOKCAIIVH,
rpenacdaoKcalH, 3HOKCAIMH, TedIoKCaluH, Kap-
TEOJI0JI, [IMHXOKAWH, IUIPOGIOKCALIMH, aMOIUAXIH,
TpoBaIOKCAIMH U MHOTUX Apyrux [14—25]. YuuTtel-
Basi OOJIBIIIOE 3HAUEHME STUX COCNMHEHUI, MBI UCCIIe-
JOBaJIM Pa3INUHbIE TTOAXOIbI K CUHTE3y U MOTU(pHKA-
LIMM TIPOM3BOMHBIX XMHOJIOHOB, KOHIEHCHUPOBAHHBIX
C TPMA30JI0- ¥ THAANAa30JI0BEIMUI KOJIbLIaMU. B mepByro
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ouepeb Mbl YT BHUMaHUE UCIIOIb30BaHUIO 9KO-
HOMMYeCKN 3((EKTUBHBIX MCXOTHBIX MaTepuaioB 1
BHEIPEHUIO MPUHLIMIIOB 3eJieHoM xumun [26—28]. Tpa-
OUIIAOHHEBIE METOOBI CO3MAHMUSI TAKWX TeTePOIMKIIN-
YECKUX KApKACOB TPEOYIOT JOPOTOCTOSIINX UCXOTHBIX
BEILIECTB U ITOBBILICHHBIX TEMIIEPATYPHBIX PEKMMOB.
CrnenoBarteibHO, MHHOBAIIMM B HOBBIX METOMAX CUH-
T€3a, UCIONB3YIOIIMX Oojiee 3(PDEeKTUBHBIE SHEPre-
TUYECKHE PECYpPChl, MEHEe OIlaCHbIe PaCTBOPUTEIN U
YCTOMYMBEIE SKOJIOTMIECKH YMCThIE KAaTaIM3aTOPhI 11T
MOJTyYeHNST XUHOJIMHOBOIO KapKaca, MOI'YT IIPUHECTU
CYILIECTBEHHBIE SKOJIOTMYECKIE M SKOHOMUYECKHE BbI-
ronpl [29—35]. B ¢Bsi3u ¢ BblllIeCKa3aHHbBIM LIEJIbIO JaH-
HOTO MCCJIENOBaHUs SIBJISIETCS CUHTE3 ITPOM3BOIHBIX
4-MeTu-2-0Kco- 1,2-IUTAPOXUHOIMHOB,  comepkKa-
mwx 1,2,4-tpra3onbHele U 1,3,4-Tnanna3obHbIE TPYII-
Mbl B IOJIOXKeHUU 3. B yacTHOCTH, GeH303aMelleHHbIe
3-(4-meTun-2-okco-1,2- IMru ApOXMHOJMH-3-1JT) TPO-
ITAHOBbIE KMCJIOTHI UTPAIOT PEIIAIONIYIO POJIb B Kaue-
CTBE HEOOXOMUMBIX UCXOMHBIX MaTePUAJIOB JIs1 CUHTE-
3a IeJIeBLIX XMHOJIOHOB, comepxKaimx 1,2,4-Tprua3onbl
u 1,3,4-Tanna3ossl.

PE3VJIBTATBI 1 OBCYKIAEHUE

C y4eToM IIMPOKOTO CHEKTpa OMOJIOrMYECKOM aK-
TUBHOCTU, TPUITMCHIBAEMON TpHa3oliaM, THaIua30-
JIaM ¥ XMHOJIMHAM, B JaHHOM KCCJIEIOBAHUN KA3aJI0Ch

11€JIECO00pa3HbIM  OOBENUHUTh 3TU OMOJOTMYECKU
BaXHbIe (PparMeHTbl Ul CO3MaHUSI TEeTEPOLIMKIIOB
Ha OCHOBe OeH303aMeIlEeHHBIX 3-(4-MeTUI-2-0K-
€0-1,2-IUTUIPOXMHOIUH-3-1J1)IIPOITMOHOBBIX KHCJIOT
la—c. Ilpoiecc HauMHAJICS C peakUUMu 3cTepuduKa-
MM OeH303aMeIIeHHBIX (XMHOJWH-3-1JT)ITPOIaHOBBIX
KUCJIOT la—c ¢ 3TaHOJIOM B MPUCYTCTBUU KOHIIEHTPU-
POBaHHOIT CEpHOI KMCIOTHI B OEH30JIBHOM Cpefie B YC-
JIOBUSIX KuTieHusl. Bomy 13 okpyxXaroleii cpensl yaasi-
JIA C TIOMOIIBIO BOIOOTACIUTENISI B BUIE a3€0TPOITHOM
cMecH Boabl 1 OeH3oma. O 3aBepiIeHuN peakiiui CBU-
JIeTeJIbCTBOBajIa CTabuaM3ainusi o0bemMa BOIbl BHYTPU
BoHooTAeauTeNs. Peakuust mpuBoauia K 00pa3oBaHUIO
OeH303aMeIIeHHBIX oThA-3-(4-MeTnn-2-oxco-1,2-
JTUTAAPOXUHOJMH-3-1JI)IIPOIIMOHATOB 2a—C C BBICO-
KUMU BbIXomaMu. [Ipyw B3amMOmeiCTBUM COCTMHEHMS
2a—c ¢ TUAPA3UHTUAPATOM IIOJTydeHbI OeH303aMelIeH-
Hble 3-(4-MeTwI-2-0KCOo- 1,2-IUTruapOXUHOIMH-3-1T)
npomnaHoruapasunsl 3a—c. B manpHeimmeM 3T TH-
Ipasuabl TIOOBEpTalld B3aUMOINCHCTBUIO ¢ (DEHMIIU-
30TMOLIMAHATOM C TIOJIYYEHUEM COOTBETCTBYIOLINX
2-[3-(4-MeTun-2-okco-1,2-TuruapoOXuHOJUH-3-11)
nponaHou |- N-peHuaruapa3uH- 1 -kapoboTHoaMua0B
4a—c (cxeMma 1).

C yuetoM (PyHKUMOHAIBHOIO ITOTEHIIMAJA ITOJY-
YeHHBIX (PeHWITUIPA3UHKApPOOTHOAMUIOB 4a—C U C
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Cxema 2
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R =H(a), 6-Me(b), 8-Me(c)

LIETBIO CO3MAaHMS Psila HOBBIX TPMA30JI0B M THAdWa-
30JI0B OCYIIECTBICHAa BHYTPUMOJICKY/ISIPHAS ILIMKJIM-
3amust  N-peHmIrunpasyH- 1-kapootnoaMunoB  4a—c
C HCIOJIb30BaHMEM 5%-HOro TMAPOKCHIA HATpUS U
KOHIIEHTPUPOBAHHOM CEPHOI KUCIOTHI. DTa peakilus
¢ OOJBIIMMU BBIXOOAMM IIPMBOIMIA K 00pa30BaHUIO
4-metun-3-|2-(4-dbenumn-5-tnokco-4,5-murunpo- 1 H-
1,2,4-tpurazon-3-wn)atuwi|xuHoauH-2(1 H)-oHoB S5a—c
u 4-metun-3-[2-(5-(penunamuno)-1,3,4-truagua-
3071-2-wn)atui [ xuHonuH-2(1 H)-oHoB 6a—c
CTBEHHO (cxema 2).

OKCITEPUMEHTAJIbHAA YACTb

COOTBET-

Criektpsl AIMP 'H 1 C" perucrpupoBanm Ha ipuoo-
pe Varian Mercury-300 (I'epmanust) B IMCO-d —CCl,
(1: 3). Xon peakMy ¥ YUCTOTY MOTYYEHHBIX COENUHE-
HUII KoHTpospoBaii MetonoM TCX Ha IacTUHaX
AIUGRAM® XtraSIL G UV254 (I'epmaHus ), TIposiBU-
TeJlb — Tapbl fofa 1 yasTpadroNeTOBbI aHAIU3aToOp
Analyzer ZF-1. Bce peakiiuu ObUIM TIPOBEIEHBI B CBE-
JKeTleperHaHHbIX PACTBOPUTENISIX, a PEAKTUBBI TIPUOO-
perenbl yepe3 MerckKGaA (dapmiuranr, Tepmanus)
1/vnu (pyInanibl.

Coemunenna 2a—d. Obwas memodurka. B xoioy,
CHAOXEHHYIO BONOOTIEIUTEIeM M OOpaTHBIM XOJIO-
IVJIBHUKOM, TTomeInany 40 MMoib coennHeHusT la—c,
20 m oTanona, 40 ma 6ensona u 2 mi 96%-noit H,SO,.
CMech KUITATWIM 1O BBIACIEHHMS IO ITOCTOSTHHOTO
o0beMa Bofbl. 3aTeM M30bITOK 3TaHOJa U OeH30J1a OT-
TOHSUTA TIpY TTOHVKEHHOM HaBJICHWUM, OCAIlOK IIepe-
KPHCTAJIZIM30BBIBAJIA M3 CMECH 3TaHOJI—BOIA.
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OTin-3-(4-mMeTui-2-0kco- 1,2 - TuruApoxXuHoIuH-3 -
winnponaHoar (2a). [lonyuex u3 9.24 r coennHeHus 1a.
Bbixon 9.22 1 (89%), .. 148—149°C, R.0.62 (aTanon—
keunon, 1 : 3). Haitneno, %: C 69.66; H 6.43; N 5.58.
CH NO,. Beraucreno, %: C 69.50; H 6.56; N 5.41.

O1ua-3-(4,6-aumeTnia-2-okco- 1,2 - AMruapoxXuHo-
JuH-3-wnnponadoar (2b). ITomxydyeH u3 9.8 T coenune-
Hus 1b. Boixon 9.83 1 (90%), .. 201-202°C, R, 0.57
(sta"on—xkcunodn, 1 : 3). Crexrp SIMP 'H, 6, m.1.: 1.24
T (3H, CH, J 7.1 Tw), 2.40 yur.c 3H, CH,), 2.44 ¢ (3H,
CH,), 2.46 yur.t (2H, CH,,J 7.9 Tn), 2.91 T (2H, CH,,
J79Tu), 4.07 s (2H, OCH,, J 7.1 '), 7.16 yur.c (2H_
oo 740 yire (1H, ), 11.50 yur.c (1H, OH ). Criekrp
AMP PC, 8, m.n.: 13.8 (CH,), 14.3 (CH,), 20.7 (CH,),
22.3(CH,), 32.3(CH,), 59.2 (OCH,), 115.1 (CH), 119.6,
123.5 (CH), 129.1, 129.57, 129.62 (CH), 135.2, 141.4,
161.0, 171.6. Haiineno %: C 70.42; H7.12; N 5.28. C H-
oNO,. Berancrieno, %: C 70.33; H 6.96; N 5.13.

D1ua-3-(4,8-aumerTnia-2-okco-1,2-IMruapoxuHo-
JuH-3-wnnponadoar (2¢). Ilomydyen u3 9.8 T coenune-
Hus le. Boixon 9.5 r (87%), .. 156—157°C, R 0.42
(stanHon—«kcwnon, 1 : 3). Haiineno, %: C 70.21; H 7.13;
N 5.24. C H NO.,. Beraucneno, %: C 70.33; H 6.96; N
5.13.

Coemmnennsa3a—c. Oowasmemoouxa.Cymech 10MMoIIb
coemuHeHus 2a—c, 30 M1 aTaHoma U 6 M 85 %-Horo
TMApA3UHIUApATa TepeMEIIMBAIM TMPU  KOMHATHOM
Temmeparype 6 4. 3ateM HarpeBanu 5 4 rpu 50—60°C
M OCTaBJISLTM Ha HOYb. OOpa30BaBIIMIACS OCAOK OT-
(bUIBTPOBBLIBAIM, TIPOMBIBATIM 3TAHOJIOM U IEPEKPU-
CTAJUTM30BBIBAJIM U3 3TaHOJIA.
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3-(4-Metni-2-okco-1,2-1uruApoXuHOINH -3 - 1T)
nponanoruapasuj (3a). [lomyuen u3 2.59 r coennHeHNUS
2a. Boixon 2.18 1 (89%), T.rn. 263—264°C, R.0.53 (aTa-
Hon—Kkcwnon, 5 : 1). Cnekrp SAMP 'H, o, m.a.: 2.23 T
(2H, CH,, J 7.8 Tu), 2.46 ¢ (3H, CH,), 2.88 T (2H,
CH,, J 7.8 Iw), 4.20 yu.c (2H, NH,), 7.10 n.o.x (1H
J8.2,6.9,1.5T),7.25-737m (2Hap0M), 7.64 1.1 (IHBPOM,
J 8.2, 1.2 It), 8.94 yur.c (1H, NH), 11.54 ymr.c (1H,
OH). Cnextp AMP °C, 8, m.1.: 14.4 (CH,), 22.8 (CH,),
32.3(CH,), 115.0 (CH), 119.9, 120.8 (CH), 123.8 (CH),
128.3 (CH), 130, 137.2, 141.8, 161.2, 170.8. Haiineno, %:
C 63.55; H 6.23; N 17.29. C ;H \N.O,. Boruucneno, %:
C63.67; H6.12; N 17.14.

apom’

3-(4,6-InmeTna-2-okco-1,2-IUruaApoOXuHO-
JmH-3-wnnponanoruapasua (3b). [oayuen us 2.73 r co-
enmHenus 2b. Bexon 2.33 1 (90%), T.nut. 267—268°C, R,
0.46 (stanon—xkcwon, 3 : 1). Haiineno, %: C 64.66; H
6.76; N 16.10. C ,H_N.O,. Boruucneno, %: C 64.86; H
6,56; N 16.21.

3-(4,8-IumeTnn-2-0kco-1,2-AUrnaApoOXuHO-
JmH-3-unnponanoruapasus (3c). [omyyen usz 2.73 r co-
enunenys 2¢. Boixon 2.20 1 (85%), T.run. 381-382°C, R,
0.56 (sranon—xkcwon, 5:1). Haiineno, %: C 64.68; H
6.71; N 16.11. C ,H_N.O,. Beraucneno, %: C 64.86; H
6.56; N 16.21.

Coemunenns 4a—c. O6ujas memodura. CMech 3 MMOJTb
coequHeHust 3a—c, 20 ma araHona u 0.4 r (0.375 mu,
3 MMOJb) (DeHWIN30THOLIMAHATA TIepeMEeINBaIN TTPU
KOMHATHOI1 TeMIieparype 1 4. 3aTeM cMech HarpeBaiu
B TeyeHue 7—8 4 mpu kuneHuu. Ilocae oxmaxaeHust
MOJIYYEHHBI 0caloK OT(UIBTPOBBIBATIM, MPOMbIBAIN
3TAHOJIOM M TIePEKPHUCTAIIM30BBIBATIN U3 3TAHOJIA.

2-[3-(4-Metun-2-0Kkco- 1,2 - 1MruapoXuHOIIH-3-1T)
nponaxoun |- V-peamruapasun- 1-kapoornoamun  (4a).
IMonyyen u3 0.735 r coenuueHus 3a. Boixon 1.0 1 (88%),
T.IL 225-226°C, R.0.44 (sTanon—«kcuon, 1 : 3). Haii-
neHo, %: C 63.30; H5.13; N 14.85; S 8.29. C, H, N O S.
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Borauciieno, %: C 63.16; H 5.26; N 14.74; S 8.42.

2-[3-(4,6-IumeTnn-2-0kco-1,2-AUTHAPOXHHO-
JiuH-3-winnponanoui | - N-penuaruapasun- 1-kapootuo-
amun (4b). ITomyaen u3 0.777 r coenuHenust 3b. Beixon
1.151 (97%), T.in1. 231-232°C. Haiineno, %: C 63.82; H
5.71; N 14.34; S 8.26. C, H. N ,O.S. Bouncneno, %: C

2177227 472

63.96; H 5.58; N 14.21; S 8.12.

2-[3-(4,8-IumeTna-2-okco-1,2-TuruipoXnHo -
JIMH-3-ui)nponaHoun| - N-cennaruapasun- 1 -kapooTuno-
amup, (4¢). [Tomyuen u3 0.777 r coennHenus 3c. Boixon
1161 (98%), .. 218—219°C, R.0.67 (sTanon—kcuonn,
1:2). Cnextp AMP 'H, 6, M. 2.43 ymt (2H, CH,, J
7.7 T), 2.45 ¢ (3H, CH,), 2.51 ¢ (3H, CH,), 2.99 yu.T
(2H,CH,, J7.7Tw), 7.02 n.a (1H, /8.0 7.4 T), 7.06—
72m(IH, ), 721 nx(1H, /7.4, 1.0 ), 7.24-7.30
M (2H, ), 752 nn (1H, . J 8.0, 1.0 Tix), 7.54-7.58 m
(1H,,,), 9.34 yur.c (1H, NH), 9.43 yurc (1H, NH),
9.82 yur.c (IH, NH), 10.57 ym.c (1H, OH). Cnextp
AMP °C, 3, m.n.: 14.8 (CH,), 17.2 (CH,), 22.5 (CH,),
32.4(CH,), 120.0, 120.7 (CH), 122.0 (CH), 122.9, 124.0,
124.3 (yur), 127.4 (2 CH), 129.5, 129.9 (CH), 135.5,
139.0, 142.6, 161.7, 180.5. Haiineno, %: C 63.84; H 5.70;
N 14.31; S 8.23. C, H. N ,O_S. Boruucieno, %: C 63.96;
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H 5.58; N 14.21; S 8.12.

apoM

Coemunenus Sa—c. Oouwas memoouxa. K 1 MMob co-
enuHeHns 4a—c npubasisii 15 mi 5%-Horo pacTBopa
NaOH u xunatunm 3 9 ipu nepeMemnmBanun. [Toce
oxJtaxkIeHns Tpuoasisii S0 MIT BOIBI, OT(UIETPOBLI-
Baiu, duiasrpar nogkucasi 1o pH 6.0. O6pasoBas-
IIUICS 0CamoK OT(MIBTPOBBIBAIA U IIPOMBIBAJIN BO-
TIOMA.

4-Metuia-3-[2-(4-dennna-5-tnokco-4,5-auru-
npo-1H-1,2,4-tpna3zon-3-wn)atwn | xunomn-2 (1. H)-on
(5a). Ilonyyen u3 0.38 r coenuneHus 4a. Beixon 0.34 ©
(94 %), 1. 291-292°C (cy6i.), R 0.55 (3Tanon—Kkcu-
nom, 1 : 2.3). Haitneno, %: C 66.45; H 4.86; N 15.58;
S 8.75. C, H N,OS. Boruucneno, %: C 66.30; H 4.97;

200718 4

N 15.47; S 8.84.

4,6-/Iumetnn-3-[2-(4-dennn-5-tuokco-4,5-nuru-
apo-1H-1,2,4-tpua3on-3-un)arwi | xunonun-2 (1 H)-on
(5b). onyuen u3 0.394 r coenunenust 4b. Bexom 0.33 T
(87 %), 1.01.292—293°C, R 0.47 (3Tanon—kcuion, 1 : 3).
Cnextp AMP 'H, 6, m.1.: 2.22 ¢ (3H, CH,), 2.38 ¢ (3H,
CH)), 2.64 T (2H, CH,, J 7.5 T), 2.87 T (2H, CH,,
J 75 I, 711-718 m (2H, ), 7.33—7.40 m (3H, ),
7.44-7.53m (3H, ), 11.47 yur.c (1H, OH), 13.47 ¢ (1H,
NH). Cnexrp AMP "C, 8, m.z1.: 14.0 (CH,), 20.6 (CH,),
23.7(CH,), 24.1 (CH,), 115.0 (CH), 119.5, 123.5 (CH),
128.0 (2-CH), 128.4, 128.7 (CH), 128.8 (2 CH), 129.6,
129.8 (CH), 133.6, 135.2, 141.6, 150.8, 160.9, 167.5. Haii-
neHo, %: C 67.18; H 5.51; N 14.72; S 8.68. C, H, N, OS.

2177207 4

Boruucieno, %: C 67.02; H 5.32; N 14.89; S 8.51.
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4,8-Tumernn-3-[2-(4-dennn-5-Tuokco-4,5-1uru-
apo-1H-1,2,4-tpua3zon-3-un)arui | xunomun-2 (1 H)-ox
(5¢). [onyuen u3 0.394 r coenuuenus 4¢. Bexom 0.35 1
(94 %), t.nn. 339-340°C, R 0.71 (sraHon—kcuion,
1 : 2). Haiineno, %: C 67.18; H 5.50; N 14.75; S 8.67.
C,,H,)N,OS. Beraucneno, %: C 67.02; H 5.32; N 14.89;

200 4

S8.51.

Coemunennsa 6a—c. Oowas memoduxa. K 1 MMOib
coennHenust 4a—c npubasisiii 3 M koHu. H SO, n
MpY KOMHATHOI TeMIIepaType OCTaB/IsIIM Ha 3 U. 3aTeM
npubasastii 60 T TOIYEHOrO Jibaa, 00pPa30BaBIIYIOCS
cMmech noatenaynBanu 10 pH ~ 6.5, ocanoxk otduib-
TPOBBIBAJIA Y ITPOMbBIBAJIN BOIOA.

4-Metna-3-[2-(5-(benunamuno)-1,3,4-tua-
ana3oa-2-un)atua]xunomud-2(1H)-on  (6a). Ilony-
yeH u3 0.38 T coemuHenus 4a. Beixom 0.34 T
(93%), T 192-193°C, R.0.53 (sTaHON—KCH-
jgoin, 1 : 2.3). Cnexrp AMP 'H, 0, m.o.: 2.43 ¢
(3H, CH,), 3.04-3.16 m (4H, 2CH,), 6.88—6.94 m
(1H, Ar—H), 7.10 n.x.n (1Hapom, J 8.2 , 6.8, 1.6 T'),
7.21-7.28 m (2H, Ar—H), 7.29—-7.39 m (2H, Ar—H),
7.51-7.56 m (2Hapowm), 7.64 a.n (1Hapom, J 8.2,
1.2 Tx), 10.03 ymr.c (1H, NH), 11.66 yui.c (1H, OH).
Cnektp AMP 13C, 6, m.1.: 14.5 (CH,), 26.7 (CH,),
28.2 (CH,), 115.3 (CH), 116.3, 117.2 (2 CH), 119.7,
121.0 (CH), 121.1 (CH), 123.9 (CH), 126.5, 128.3
(2 CH), 128.6 (CH), 128.8, 137.3, 140.6, 142.4,
161.2. Haiineno, %: C 66.45; H 4.88; N 15.60;
S 8.75. C, H,N,0S. Boruucneno, %: C 66.30;

18" "4

H4.97;: N 15.47; S 8.84.

4,6-/Iumern-3-[2-(5-(dpenmnamuno)-1,3,4-Tu-
anua3on-2-uwn)aTui | xunoauH-2(1.H)-on (6b).
[Tonyuen u3 0.394 r coenunenus 4b. Boixom 0.365 ¢
(97%), 1.nn. 173—174°C, Rf 0.44 (3TaHOI—KCUIION,
1 : 3). Haiineno, %: C 66.94; H 5.49; N 15.13; S
8.68.C, H,)N,OS. Beruncneno, %: C 67.20; H 5.33;
N 14.93; S 8.53.

4,8-Tumerna-3-[2-(5-(penunamuno)-1,3,4-Tu-
amuason-2-unemui|xusomn-2(1H)-on (6¢). Ilo-
aydyeH u3 0.394 r coennHenust 4¢. Boixon 0.37 r
(98 %), T.un. 273-274°C, R.0.58 (sTanon—kcuon,
1 : 3). Haiineno, %: C 66.99; H 5.51; N 14.81;
S 8.66. C,H,N,OS. Boruucneno, %: C 67.20;
H 5.33; N 14.93; S 8.53.

XKYPHAJI OPTAHUYECKOW XUMUMU Tom 60 Ne8 2024

SAKJIIOYEHUE

YenenrHo pa3paboTaHbl 5KOHOMUYECKN 3(D(EKTUB-
HBIE ¥ 9KOJIOTUUECKM Oe30IacHbIe TTOAXOIBI K TOJIyde-
HMIO HOBBIX ITPOU3BOIHBIX XMHOJIMHA. DTeprUKaLeit
OeH303aMelIeHHBIX 3-(4-MeTU-2-0KCo- 1,2-Turunpo-
XUHOJIMH-3-WI)IIPOIAHOBBIX KMCJIOT C 3TaHOJIOM B
MPUCYTCTBUM KOHLEHTPHUPOBAHHON CEPHOI KHUCIOTHI
B OEH30J1€ U B YCJIOBUSIX KUIISTYEHUS TIOJTyYeHbI OEH30-
3aMelIeHHbIEe ATU-3-(4-MeTUI-2-0KCo- 1,2-Iuruapo-
XUHOJIMH-3-WJ1)IIPONMMOHAThL. B TipucyTcTBUM cHcTe-
MBI TUIPA3UHIMAPAT—3TAaHOJI IIPOM3BOMHBIC CIIOXKHBIX
5¢UPOB MPEeBPALLECHbI B XUHOIUI3aMeIeHHbIE TTPOM3-
BOIHBIE rumpasuaa. Peakius atux runpasunaos ¢ heHu-
JIM30TUOLIMAHATOM TIPY KUTISTYCHIN B 3TaHOJIE TIpUBETa
K obpazoBanuto 2-[(3-(4-metun-2-okco-1,2-murunpo-
XUHOJWH-3-mm)npornaHonn)-N-QeHunrnapasu-1-
kapootuoamuaos. C ucrnons3zoBanrueM NaOH 1 KoH1I.
H,SO, nposeneHa BHYTPUMOJIEKY/IIPHAsT LIMKIIU3ALIMAL
N-benmiruapasut- 1-kapooTHoaMUAOB C MOJTYYEHU-
eM 4-metun-3-|2-(4-beHun-5-Tuokco-4,5-1uruapo-
1H-1,2,4-tpnazon-3-wmn)stun | xunonnH-2(1H)-oHoB
"u 4-metun-3-[2-(5-(dpennnamuno)-1,3,4-tnagua-
30J1-2-171)3Tu | xuHOMMH-2(1 H)-0HOBCOOTBETCTBEHHO.
[IpemnoxeHHBIE METOOBI CHHTE3a MMEIOT 3aMETHBIC
MPEUMYIIIECTBA, BKJIIOYasl BHICOKMIA BBIXOM MPOIYKTA,
CHIDKCHHE BO3ICICTBHS Ha OKPYXKAIOIIIYIO Cpemy, IIpo-
CTOTY, MSITKME YCJIOBUSI peakluu 0e3 HeOOXONUMOCTH
HCIIOJIb30BaHUST TOPOTMX KaTaJu3aTOpOB WA KOJIO-
HOuHOII xpomartorpaduu. IlomydeHHBIE pe3yIBTaThl
OTKPBIBAIOT BO3MOXHOCTb CHHTE3a HOBBIX KJIACCOB CO-
eIMHEHMI, TIPUTONHBIX TSI OMOMEIUIIMHCKOTO CKPH-
HMHTA.
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Intramolecular Heterocyclization of Quinolyl-Substituted
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An economical and straightforward approach has been introduced for the transformation of quinolyl-substituted
propanoyl- N-phenylhydrazine-1-carbothioamide into quinolone derivatives encompassing 4-phenyl-2,4-
dihydro-3H-1,2,4-triazole-3-thiones and 1,3,4-thiadiazoles through a heterocyclization reaction using a water
solution of sodium hydroxide and concentric sulfuric acid. This efficient procedure has proven to yield the
desired products with high efficiency (85—98%). The protocol offers advantages such as cost-effectiveness,

omission of catalyst or column chromatography, mild reaction conditions, elevated yields.

Keywords: Benz-substituted quinolines, 1,3,4-thiadiazole, 1,2,4-triazole, hydrazinolysis, hetarylquinolines,
esterification, carbothioamides, phenyl isothiocyanate, hererocyclization, phenylaminoquinolines
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