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2-AIIMJITUOALNETAMMABI B PEAKIIUY BU/KUHEJIJIN

BHepBI)Ie IMOKa3aHo, 4TO Z-aHHﬂTl/IOaLIeTaMHILbI BCTYIIarOT B PEaAKIUIO EI/I[[)KI/IHCJ'IIII/I
C apOMaTHYECKMMHU aNbJEeTHIaMd M MOYEBHHAMH/THOMOYEBHMHAMU C 00pa3oBaHHEM
N-Ar'-4-Ar’-6-R'-1-R*-2-0kco(THOKCO)- 12,3, 4-TeTparu AponMpHMHIIMH- 5-KapOOTHOAMHIOB.
PernonanpaBneHHOCTb TIpoliecca COTJIACyeTcs C TEOpUeH KECTKMX M MATKHX KHCIOT H
ocHOBaHHH JIptonca. YCTaHOBIICHO, YTO NPU JCHCTBUM Ha CHHTC3MPOBAHHBIC COCAMHCHUS
a30THCTOM KHCIIOTHI WIH JPYTHMH OKHCITHTENSIMH 00pa3yroTcs He oxumaeMbie 4-Ar’-6-R'-
1-R*-5-(1,3-6en3tnazon-2-un)-1,2,3,4-TeTparuiponupuMHIHH-2-0HbI(THOHBI), a N-Ar'-
4-Ar*-6-R'-1-R%-2-0kco(THOKCO)- 1,2,3,4-TeTparuponipUMIIHH-5-KapOOKCAMHUIBL.

KiroueBble cinoBa: 2-anuiTHOALETaMUABI, apOMAaTHYECKUE aANbJAETUABI, MOYEBHHBI,
2-okco(Tnokco)-1,2,3,4-reTparniponpruMuIIH-5-KapOOTHOAMHIbI, THOMOYEBHHBI, TPEXKOM-
TIOHEHTHAsI FeTePOLUKIN3ALHUS.

W3BecTHO, 4YTO 2-alMITHOALETAMUABI SBIAIOTCS IOJU(DYHKIHMOHAIBHBIMU
peareHTamMH, CrOCOOHBIMH BBICTYIATh B KaueCTBE HMCXOAHBIX COSAWHEHUH IS
CHUHTE3a Pa3IMYHbIX a30T- M cepocoepxkamux coeauHeHuil [1]. Tem He MeHee
U3yUYCHHIO MHOTOKOMITOHEHTHBIX PeaKyid 2-aluiATHOALETaMUA0B YIACIUIOCHh MaJlo
BHUMaHHs. 3BeCTHBI OJHOPEAKTOPHbIE IUKIOKOHAECHCAIIMH 2-allMJITHOALET-
aMHUIOB C METHJICHCOJEpPKAIlMMU HUTpUIaMHM M aimpAeruaaMu [2, 3], KucioToit
Mensapyma u anpperugamu [4], mpuBofsmue K 00pa3oBaHHUIO COOTBETCTBEHHO
1,4-quruaponupuanHoB U 1,5-gurunpo-4 H-tuoxpomeno|2,3-b mupuanH-5-0HOB.
Bwmecre ¢ TeM reTeporuKiIM3anys 2-aliiITHOAeTaMUA0B C allbAeTHAAMU U MOYe-
BUHAMU/THOMOYEBHHAMH (peakuus bumkuHenm) 10 cux mop He u3ydaiach.

Peaxmus bumxuHem sABIsSETCS OOIMIMM METOJOM CHHTE3a 3,4-TUTHIPOITHPH-
MUJWH-2-OHOB, TIPOSBHUBIINM AaHTUBUPYCHBIE, IPOTHUBOOIYXOJEBBIE, AaHTHU-
TUNEPTEH3UBHbBIE, MPOTHBOMANISIPUHHBIE U aHTUTYOEpKyJIE3HbIe cBoicTBa [5, 6].
Lenp HacTosmeld pabdOTBl — YCTAaHOBUTH BO3MOXKHOCTb BBEACHHS 2-allMIITHO-
aleTaMHJIOB B peakiuio bupknHem u uccnenoBarh e€ peruoHanpaBiIeHHOCTb.

MeI ycTaHoBMIIH, 4TO 2-anmiTHoaneTamuas! 1a—d pearupyror ¢ anpaeruaamu 2a—f
¥ MOYEBHHAMHU/THOMOYEBHHAMH 3a—C B NPUCYTCTBHU KaTaau3aTopa — OOpHOM
kuCIOTEL. CHHTE3 IPOBOAIIIN B YKCycHO# kuciote mpu 100-110 °C. B orcyrcTBHE
OOpHOM KHUCIIOTHI peakius He UAET. 3aMeHa YKCYCHOW KHCIIOTHI Ha MPOMHOHOBYIO
Y MOBBILIEHHE TeMIEpaTyphl peakiimoHHoi cmecu 1o 130-135 °C npakTuuecku He
BJIMSET HA BBIXO/BI IIPOAYKTOB.

Peakuys NPOXOIMT CENEKTHBHO ¢ oOpasoBammeM N-Ar'-4-Ar’-6-R'-1-R*-
2-0kco(THOKCO)-1,2,3,4-TeTparuApOoNupUMUAANH-5-KapOOTHOAMUI0B  4a—m, BBIXOJBI
KOTOPBIX COCTaBISIIOT 53—72%. OOpa3oBaHMs BO3MOXKHBIX NPOLYKTOB PEAKIUH —
coeAMHEHHH Sa—m — He HaOIroJanoch. DJIEKTPOHOAOHOPHBIE 3aMECTUTEIH B
(eHUIBHBIX KOJBLIAX HCXOMHBIX PEAareHTOB CIIOCOOCTBYIOT HECKOJIBKO JyYIIHM
BBIXOJIaM IIEJIEBBIX MPOAYKTOB (70—72%), ueM 3IeKTpOHOAKUENTOPHBIE 3aMeCTH-
temm (51-58%). C HecuMMeTpuIHONW N-METHITHOMOYEBHHON (3¢) B3anMOaeHCTBIE
MpoTeKaeT M30MpaTenbHO ¢ oOpazoBaHueM |-mertmi-1,2,3,4-TeTparuaponupumMu-
nuH-2-THoHa 4Kk.
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2-AnuntroaneTaMuabpl B AaHHOW (2+1+3)-IMKIOKOHACHCAIIMA BBICTYAIOT
B poiii 1,2-IByXIIEHTPOBBIX OM(YHKIIMOHATBHBIX pEearcHTOB.

CremyeTr OTMETUTB, YTO B TeTEPOLMKIN3ALNH IPUHAMAET y4acTHe KapOOHMUIIbHAs,
a He THOKapOOHMJIbHAS IpyMIla UCXOAHbIX 2-arunTroaneramuaoB la—d. Tak kak
HOJIAPU3YEMOCTh U pa3Mep KapOOHWIBHON IPyMNIIbl MEHBIIE, YeM THOKapOOHMIIBHOH,
a aMHHOTPYTITNA ABISETCS )KECTKUM OCHOBAHHEM, TO (DAKTHYECKH PETHOCEIEKTUBHOCTh
peaxIuu corjacyeTcs ¢ Teopuen kEcTkux 1 Markux kucior (KMKO).
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Kak cnemyer w3 0030pHBIX crareit [S, 6], misg peakuu bumkuHeTH, IpoTeKaro-
el B KUCIOW cpene, MPOMEKYTOYHBIMH COCAMHCHISIMHU, BEPOSITHO, SIBIISIOTCS
A30METHHBI, 00pa3yroIIUecs U3 albJIeruia U MOYCBUHBI/ THOMOYEBUHEL. [Ipenmona-
raercs [7], 94To OOpHAs KHUCIIOTa C a30METHHOM W 2-anmnruoaneramuaom la—d
o0pa3yeT peaKIMOHHOCIIOCOOHBIE aIayKTHI 6 W 7, B KOTOPBIX yBEIHUYEHA
anektpoduasHOCTh aToMOB C rpynn C=N u C=0 cOOTBETCTBEHHO.

BzaumogeiictBue agnyktoB 6 u 7, mo Bced BHAMMOCTH, NPUBOIUT K HHTEP-
MemuaTy 8, B KOTOpPOM MPOMCXOAWT BHYTPHUMOJCKYJISIPHOE 3aKpBITHE ITHKIIA,
COTIPOBOXKIAOIIEECS OTIICTUIEHHEM BOJBI M OOpa30BaHHEM TETPArHAPOIHPHU-
MUJUH-2-0HOB(THOHOB) 4a—m.
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Panee Hamu OBIIO TIOKA3aHO, YTO MPHU B3aMMOJACHUCTBUU 2-alMITHOAIIETAMHUIOB
C a30THCTON KHCJIOTOH MPOUCXOIUT HUKIH3anus N-apuiaTHOAMUIHOTO (parMeHTa
B OeH3THa30ibHbIH [8]. TIpomomkas uccnegoBaHus, NPEACTaBIIIOCH IEPCIIEKTUB-
HbIM MpOBeCTH OKucienue 1,2,3,4-TeTparuponupuMuanH-2-0HOB 4 C LENbI0
cuHTe3a 5-(0en3Tnazon-2-mn)-1,2,3,4-TeTparuApOupPUMHIAH-2-0HOB 9.

OpmHako nUTEpaTypHBIE IAaHHBIE CBUIETEIHCTBYIOT, YTO OKHCIeHHE N-apui-
THOAMUJOB MOXET MPOTEKaTh Kak rerepouukiuszanus B 1,2,4-tuaauaszonsl [9] u
0en3trazonsl [10—12] u/wmm kak necynbGHUpPOBaHHUE U TIPEBpaIeHue B aMuasl 11—
15]. B kadecTBe OKHCIHMTENECH HCIOJNB30BAIMCh a30THCTas kuciota [8, 9, 13],
XJIopu mamnanus u arMocdepHslid kuciopon [10], ouc(tpudropauerar) dhenu-
uwona [11, 12], N-uutrpo3onunepuauH u N-meTuia-N-HUTpo30aHuwiuH [14], aurpat
nepus-ammonus [12] u xapOonat cepebpa [15]. ABTOpPBHI HpenANoNararT, YTO
peaKIMK OCYIIECTBISIIOTCS Yepe3 HUTPo30oHU-kaTHOH [13, 14] u mo xaTuoH-paau-
KaJlbHOMY MexaHu3Mmy [11, 12].

CTONT OTMETHTH, YTO JaX€ B PEaKIUAX C ONHUM M TEM € peareHTOM
(azotucras kucnora [8, 9, 13]), ouc(rpudropanerar) pernnmona [11, 12]) moryr
00pa3oBBIBAThCA KaK MPOLYKTHI TeTEPOLUKIN3ALNHU, TaK U MPOIYKTHl OKUCICHHS
THOAMHUTHON TPYIIIEI B aMHAIHYI0. BeposATHO, CylieCTBeHHOE 3HaUEHUE B TAHHBIX
NpeBpalIeHUsX OKa3bIBaeT CTPYKTypa cyOcTpara.

B kadectBe oxuciureneil Mbl ucnoib3zoBamu cucrembl NaNO,/AcOH u
KCIO3/AcOH. Opnako mpy THONBITKE NPEBPaTUTh N-apUITHOAMUAHYIO TPYIITY
coenuHeHn 4a,b,d,e,i B OcH3THA30IbHBEIA ()parMeHT OBIJIO YCTAaHOBJIEHO, YTO
MIPOUCXOANT HE 3aKPBITHE IIUKJIA, a IE€THOHHPOBAHUE U OKUCIIEHUE €€ B aMUIHYIO.
[Iponykramu peakuuu BO BCEX Ciydasix ABIAIOTCS N-apui-2-okco-1,2,3,4-terpa-
FI/I,I[pOHI/IpI/IMI/I,I[I/IH-S-Kap60KcaMI/I,I[LI 10a—e (Berxompr 40—48%).

NaNoO, Ar
WK Ar\
KC]O
AcOH
9a—e 4a,b.d,e,i 10a—e

4a,d.e.i, 10a,b,d,e Ar' =Ph; 4b, 10c Ar! =4-MeOCH,;
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CTpOoCHHE CHHTE3MPOBAHHBIX COCIMHEHMIl gokazaHo meromamu UK, IMP 'H
1 °C CIeKTpPOCKOIHH, a COCTAB — JAHHBIMH 3JIeMEHTHOTO aHANIN3A.

B cnextpax SIMP 'H coemunennii 4a—m, 10a—e NpuCYTCTBYIOT CHTHAJIBI BCEX
MPOTOHCONIEPKAIINX (PPArMEeHTOB. XapaKTePUCTHYHBIMHU SIBIIIFOTCS CHHTJIETHI
MpOTOHOB  6-MeTwibHONH Tpymmbl (1.89-2.10 M. 1.), mpotonoB 4-CH (5.35-
6.00 m. 1.), 1-NH (8.58-8.82 M. 1. ans TeTparuaponpuMuanse-2-oos 4a—h, 10a—d
n 9.88-10.14 M. a. g TeTparuaponupuMuIuH-2-TnoHOB 4i—m, 10e), 3-NH (7.48—
9.46 M. n.), NHCS (10.57-11.46 m. 1) u NHCO (9.35-9.67 wm. n.). Curnaist
BUIMHATBHBIX TPOTOHOB 3-NH u 4-CH 00b14HO HpOSBISIOTCS Kak yIIMPEHHbIE
CHHIJICTBI, BEPOATHO, U3-3a OBICTPOTo AeliTepooOMeHa y aTroma a3oTa. B crekTpax
SIMP C coennnennii 4a.d,e.i,h, u 10a,e HanOonee NHOOPMATUBHBIMU SBISTFOTCS
curHaisl kap6onmnbHbIX (NHCONH (152.5-163.1 m. 1.), NHCO (164.9-165.2
M. 11.)) u ThokapOooHmwitbHBIX rpynn (NHCS (194.7-195.4 m. n.), NHCSNH (173.4—
174.0 M. 1.)).
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B UK cnexrpax coenunenuit 4a—m, 10a—e HaOIIOJAIOTCS TIOIOCHI TTOTIIOMICHHS
rpymn NH (3350-3200 cm ), apomatuuecknx dparmento CH (3100-2950 cvm )
¥ KapOOHUIBHBIX Tpym (1660—-1690 cm ).

Coenunenust 10 taxxe MOTyT OBITH MOJyYeHBI ¢ BhIxogamu 27-82% KOHIeH-
carielt areToarneTaHmIuAOB C albIeruaaMu U MoueBuHaMu [16]. Ciiemyer otMe-
TUTh, YTO 3Ta peakIus MPOTeKaeT 0e3 KaTaTuTHIECKUX M00aBOK B KECTKUX
YCIIOBUSIX: TIPH CIUIABJICHUH CMECH UCXOJHBIX PEareHTOB B UAIla30HE TEMIEPaTyp
120-150 °C. IlpemnokeHHBI HaMH METOH SIBJISICTCS] albTEPHATHBHBIM. BEBIOOD
TOTO WJIM UHOT'O CIoco0a B KaXJIOM KOHKPETHOM Cliydae OMPEACISACTCS JIOCTYII-
HOCTBIO UCXOJHBIX aIl€TOALECTAHUINAOB U 2-allMJITHOALIETAMUIOB.

Takum 00pazom, MBI BIIEpBBIE TIOKA3aJIM, YTO B PEAKINIO BUIHKHHEIIN MOXKHO
BBOJUTH 2-allMJITHOAIIETAMHUIEI. Y CTaHOBJIEHO, YTO B3aWMOJCHCTBUE PEAreéHTOB
OCYILECTBJISIETCS. C BOBJICYCHUEM JKECTKUX PEAKIMOHHBIX IIEHTPOB, T. €. TEUCHUE
peakuuu cornacyercs ¢ Teopuedt JKKMKO. CuHTe3upoBaHbl U OXapakTEPU30BAHBI
N-Ar'-4-Ar*-6-R'-1-R*-2-0kco(THOKCO)-1,2,3 4-TeTpariApoMpMUIHH-5-KapOOTHO-
aMUJIBI, CIIEKTPATBLHBIME METOJIaMU MOATBEPKICHO MX CTpoeHHE. BBIACHEHO, 4TO
nonbITK okucuTh ux cuctemamu NaNO/AcOH u KClO;/AcOH npuBomsat k
JNETHOHUPOBAHUIO U MTOTyYEHUIO COOTBETCTBYIOIINX KapOOKCAMHIOB.

SKCIHEPUMEHTAJIBHAS YACTb

UK criexTpbl coeAMHEHUH 3aperucTpupoBansl Ha criekTpomeTpe Vertex 70 B TabyeTkax
KBr. Cnextpst IMP 'H u "C samucamsr ma npubope Varian GEMINI 2000 (400 u
100 MI'n  cootBerctBenHo) B JIMCO-ds, BHyTpenHuit cranmapt TMC. DneMeHTHbIN
aHaJIM3 NpoBeAEH Ha aneMeHTHoOM aHanuzatope Carlo Erba. TemmepaTypsl muaBieHus
ompenencHel Ha mnpubope IITII-1. 2-Anmnrnoaneramuasl la—d CHUHTE3MPOBaHBI IO
metoauke [17].

Moayuenne N-Ar'-4-Ar’-6-R'-1-R%-2-okco(THOKC0)-1,2,3,4-TeTparnaponupHMuIHH-
5-kap6oTuoamuaoB 4a—m (obmas meroauka). PactBop 1.0 Mmons 2-troaneramuaa la—d,
1.0 mmons anpaeruna 2a—f, 1.0 MMoIbr MOYEBHMHBI WM THOMOYEBHHEI 3a—¢ 1 (0.2 MMOJIb
00pHOIT KHCIOTHI B 2—3 MJI YKCycHON KucioTel HarpeBaroT mpu 100-110 °C B Teuenne 4-8 .
[Ipn oxmakaeHWM BBHINEIACTCS KPHCTAUIMYECKHI OCAIOK TETPardApONHUpUMUINHA 4a—m.
Ecnu ocamok He BBIIANAET, TO PEAKIIMOHHYIO CMECh BBUIMBAIOT B BOJHBIN pacTBOP XJIOpHUAa
Harpusl. BeimaBimii ocajjok OTQHUIBTPOBBIBAIOT, CYIIAT ¥ OYHMIAIOT KPUCTAIIIH3AIMEH.

6-MeTnia-2-okco-N,4-mudenni-1,2,3,4-rerparuAponupuMuInH-5-kapéoTuoamuy (4a).
Beixox 65%, T. . 235-237 °C (PhCN). UK crektp (v, cM'): 3200-2950, 1675 (C=0),
1495, 1445, 1365, 1305. Cnextp SIMP 'H, 8, m. 1. 1.91 (3H, ¢, CH3); 5.72 (1H, yu. c,
4-CH); 7.17-7.58 (11H, m, H Ph, 3-NH); 8.62 (1H, ¢, 1-NH); 11.06 (1H, ¢, NHCS).
Cuextp SIMP °C, 5, m. 1.: 16.9 (CH;); 57.8 (C-4); 113.4, 123.6, 125.9, 126.2, 127.1, 128.2,
128.3, 131.7 (C Ph); 139.2 (C-5); 143.7 (C-6); 152.5 (C=0); 195.2 (C=S). Haiineno, %:
C6690; H 5.27; N 12.69; S 10.15. CgsH7N;0S. Beruucneno, %: C 66.85; H 5.30;
N 12.99; S9.91.

6-Metna-N-(4-meTokcudenni)-2-okco-4-penni-1,2,3,4-reTparuaponupuMmuIHH-
5-xap6oTnoamuya (4b). Boixox 70%, T. mr. 179-182 °C (MeNO,). MK crektp (v, cM'):
3200, 3100, 2950, 1680 (C=0), 1513, 1436, 1372, 1299. Cnextp SIMP 'H, &, M. 1. (J, I'):
1.90 (3H, ¢, CH3); 3.73 (3H, c, 4-CH50); 5.71 (1H, ym. c, 4-CH); 6.85 (2H, x, J = 8.1,
H Ar); 7.23-7.41 (7H, m, H Ph, 3-NH); 7.47 (2H, 1, J = 8.1, H Ar); 8.58 (1H, c, 1-NH);
10.94 (1H, c, NHCS). Haiineno, %: C 64.61; H5.55; N 12.18; S 9.36. C;oH;9N;0,S.
Breruucneno, %: C 64.57; H5.42; N 11.89; S 9.07.

6-Metu-N-(4-aurpodennn)-2-okco-4-penni-1,2,3,4-TerparnaponupuMuInH-5-Kapoo-
THoamun (4¢). Beixon 55%, 1. wi. 238-240 °C (PhCN). UK cnektp (v, CM’I): 3345, 3230,
3090, 2930, 1690 (C=0), 1615, 1600, 1525, 1500, 1462, 1431. Cnexrp SIMP 'H, §, m. .
(/, Tm): 1.97 (3H, c, CH3); 5.71 (1H, ym. c, 4-CH); 7.25-7.35 (5H, m, H Ph); 7.56 (1H, c,
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3-NH); 7.80 (2H, n, J = 8.4, H Ar); 8.20 (2H, n, J = 8.4, H Ar); 8.81 (1H, ¢, 1-NH); 11.40
(1H, ¢, NHCS). Haiineno, %: C 58.74; H4.27; N 14.97; 8.48. CisH;sN4OsS. Boraucieno, %:
C 58.68; H4.38; N 15.21; S 8.70.
6-Metnia-2-okco-N-penni-4-(4-propdenni)-1,2,3,4-reTparuAponupuMUIHH-
5-xap6ornoamua (4d). Beixon 64%, 1. m1. 162165 °C (EtOH). UK cnektp (v, cM '):
3200, 3100, 2950, 1660 (C=0), 1510, 1446, 1365, 1307. Crexrp SIMP 'H, &, m. 1.: 1.93
(3H, ¢, CH3); 5.70 (1H, yu. c, 4-CH); 7.11-7.43 (8H, m, H Ar, 3-NH); 7.54-7.62 (2H, m,
H Ar); 8.64 (1H, ¢, 1-NH); 11.06 (1H, ¢, NHCS). Cnextp SIMP °C, 8, m. 1.: 16.6 (CH3);
57.2 (C-4); 113.3, 115.0, 115.3, 123.6, 126.0, 128.3, 128.5, 132.0 (C Ar); 139.6 (C-5);
152.4 (C-6); 162.4 (C=0); 195.2 (C=S). Haiineno, %: C 63.44; H 4.87; N 12.04; S 9.25.
CisH6FN;OS. Boruncneno, %: C 63.32; H4.72; N 12.31; S 9.39.
6-MeTun-4-(4-metoxcupenni)-2-okco-N-penni-1,2,3,4-TeTparugponupaMuInH-
5-kap6ormoamun (4e). Buixon 72%, T. . 184-185 °C (MeNO,). UK crextp (v, cM ):
3200, 3100, 2950, 1660 (C=0), 1610, 1555, 1510, 1445. Cnextp SIMP 'H, 8, m. x1. (J, ')
1.91 (3H, ¢, CH3); 5.66 (1H, ym. ¢, 4-CH); 6.88 (2H, 1, J = 8.2, H Ar); 7.23-7.40 (6H, M,
H Ph, 3-NH); 7.59 (2H, n, J = 8.2, H Ar); 8.60 (1H, ¢, 1-NH); 11.06 (1H, ¢, NHCS).
Cnextp SIMP °C, 8, m. 1.: 16.7 (CHs); 54.9 (OCHs); 57.3 (C-4); 113.3, 123.5, 123.7,
125.7, 127.5, 128.4, 131.6, 135.8 (C Ar); 139.2 (C-5); 152.4 (C-6); 158.0 (C=0); 195.4
(C=S). Haiineno, %: C 64.63; H5.58; N 12.13; S 8.80. C;yHyN;0,S. Brruucneno, %:
C64.57; H5.42; N 11.89; S 9.07.
6-Metnia-4-(3-uutpodenni)-2-okco-N-penni-1,2,3,4-reTparuAponupuUMHIHH-
5-kap6ormoamuna (4f). Beixox 51%, 1. m1. 170-172 °C (EtOH). UK crektp (v, cM )
3350, 3200, 3100, 2950, 1670 (C=0), 1600, 1525, 1495, 1465. Cuextp SIMP 'H, §, M. 1.:
1.97 (3H, c, CH;); 5.77 (1H, ym. ¢, 4-CH); 7.17-7.22 (1H, m, H Ar); 7.31-7.36 (2H, m,
H Ar); 7.51-7.83 (5H, m, H Ar, 3-NH); 8.12-8.17 (2H, m, H Ph); 8.82 (1H, c, 1-NH); 11.17
(1H, ¢, NHCS). Haitneno, %: C 58.79; H 4.10; N 14.95; S 8.98. CsH;sN,O3S. Boruncie-
HO, %: C 58.68; H 4.38; N 15.21; S 8.70.
6-MeTtni-2-okco-N-penmirnokapoamoni-4-(2-gpypni)-1,2,3,4-reTparniponupu-
MuIMH-5-kapO0oTnoamua (4g). Bexox 53%, 1. mn. 145-147 °C (EtOH). UK cmektp
(v, em ): 3200, 3100, 2955, 1670 (C=0), 1600, 1510, 1445, 1365. Cuextp SIMP 'H,
o, M. 1. (J, Tm): 1.89 (3H, ¢, CH3); 5.76 (1H, ym. c, 4-CH); 6.25-6.29 (1H, m, H Ar); 6.37
(1H, n, J = 4.0, H Ar); 7.17-7.23 (1H, m, H Ph); 7.32-7.38 (2H, m, H Ar); 7.55-7.63 (4H,
M, H Ar, 3-NH); 8.73 (1H, ¢, 1-NH); 11.20 (1H, ¢, NHCS). Haiineno, %: C 61.57; H 5.09;
N 13.22; S 10.46. C,sH;sN3;0,S. Brruncieno, %: C 61.32; H 4.82; N 13.41; S 10.23.
N,4,6-Tpudennn-2-okco-1,2,3,4-TeTparniponupuMuANH-5-KapooTHOAMH]T (4h).
Boixox 60%, T. mr. 232-234 °C (EtOH). MK crextp (v, cM '): 3350, 3300, 3100, 3000,
1680 (C=0), 1595, 1530, 1490, 1460, 1430. Crexrp SIMP 'H, 8, m. a.: 5.68 (1H, yur c,
4-CH); 7.05-7.63 (16H, m, H Ph, 3-NH); 8.78 (1H, ¢, 1-NH); 10.57 (1H, ¢, NHCS).
Cnextp SIMP C, §, m. 1.: 58.2 (C-4); 123.4, 124.2, 125.6, 126.2, 126.5, 127.1, 127.5,
128.1, 128.6, 129.3, 130.0, 133.9 (C Ph); 143.1 (C-5); 152.8 (C-6); 163.1 (C=0); 195.0
(C=S). Haiineno, %: C 71.73; H5.23; N 11.04; S 8.12. Cy3HoN;OS. Brwraucieno, %:
C 71.66; H4.97; N 10.90; S 8.32.
6-Metna-2-tnokco-N,4-qudennn-1,2,3,4-reTparuAponupuMuInH-5-kapooTHo-
amua (4i). Beixox 70%, T. mr. 251-253 °C (PhCN). MK crmektp (v, em'): 3350, 3200
3000, 2950, 1560, 1490, 1440, 1345. Cnexrp AMP 'H, 5, m. a.: 1.97 (3H, ¢, CH3); 5.71
(1H, ym. ¢, 4-CH); 7.25-7.55 (8H, m, H Ph); 7.57-7.63 (2H, m, H Ph); 9.26 (1H, c, 3-NH);
9.91 (1H, ¢, 1-NH); 11.21 (1H, ¢, NHCS). Cnektp IMP C, §, m. 1. 16.3 (CH3); 58.1
(C-4); 114.8, 123.4, 124.2, 1259, 126.4, 126.9, 127.5, 128.9 (C Ph); 138.6 (C-5); 142.4
(C-6); 173.4 (C=S); 194.7 (C=S). Haiineno, %: C 63.89; H4.88; N 12.25; S 19.17.
CsH7N3S,. Beraucneno, %: C 63.68; H 5.05; N 12.38; S 18.89.
6-Metni-4-(2-tuenni)-2-tuokco-N-dpenuni-1,2,3,4-reTrparuiponupuMunH-5-kap-
6ormoamuy (4j). Beixox 68%, T. mi. 220-222 °C (MeNO,). MK crextp (v, em '): 3350,
3150, 2955, 1580, 1554, 1480, 1440. Cnexrp SIMP 'H, 5, m. 1.: 1.99 (3H, ¢, CH;); 6.00
(1H, ym. ¢, 4-CH); 6.95-6.99 (2H, M, H Ar); 7.18-7.23 (1H, m, H Ar); 7.35-7.45 (3H, m,
H Ar); 7.60-7.64 (2H, M, H Ph); 9.46 (1H, ¢, 3-NH); 10.05 (1H, c, 1-NH); 11.32 (1H, c,
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NHCS). Haitneno, %: C 55.38; H4.55; N 12.26; S 28.12. C;4sH;5N3S;. Boruucneno, %:
C 55.62; H4.38; N 12.16; S 27.84.

1,6-InmeTnii-4-(4-mertokcupenna)-2-rnokco-N-penni-1,2,3,4-rerparuaponupu-
muaun-5-kapooruoamua (4k). Beixon 60%, 1. min. 225-227 °C (MeNQO,). UK cnektp
(v, em ) 3180, 3030, 2900, 1605, 1535, 1509, 1450, 1370. Cnexrp SIMP 'H, §, m. 1.
(/, Tw): 2.10 (3H, ¢, CH3); 3.47 (3H, ¢, NCHj3); 3.73 (3H, ¢, CH30); 5.56 (1H, n, J = 3.0,
4-CH); 6.88 (2H, n, J = 8.1, H Ar); 7.18-7.22 (3H, m, H Ph); 7.34-7.40 (2H, m, H Ph); 7.69
(2H, 0, J = 8.1, H Ar); 9.37 (1H, n, J = 3.0, 3-NH); 11.46 (1H, ¢, NHCS). Haiineno, %:
C62.90; H 5.34; N 11.23; S 16.49. C,H,N;0S,. Brrumcneno, %: C 62.63; H 5.52;
N 10.96; S 16.72.

6-MeTtui-4-(4-meroxcudenn)-2-Tuoxco-N-penna-1,2,3,4-rerparugponupumMuIMH-
5-kap6ormoamun (41). Beixox 73%, 1. mwi. 170-172 °C (MeNO,). UK crektp (v, cM ):
3300, 3170, 2970, 1595, 1565, 1522, 1472, 1440. Cuextp SIMP 'H, 8, m. 1. (J, ['m): 1.97
(3H, ¢, CH;); 3.73 (3H, ¢, CH;0); 5.64 (1H, ym. c, 4-CH); 6.90 (2H, n, J = 8.3, H Ar);
7.18-7.25 (3H, m, H Ph); 7.30-7.37 (2H, m, H Ph); 7.60 (2H, n, J = 8.3, H Ar); 9.21 (1H, c,
3-NH); 9.88 (1H, ¢, 1-NH); 11.21 (1H, ¢, NHCS). Haiineno, %: C 62.02; H 5.35; N 11.55;
S 17.08. C19H9N30S,. Berancneno, %: C 61.76; H 5.18; N 11.37; S 17.36.

6-MeTni-4-(3-aurpodennn)-2-tuokco-N-dennn-1,2,3,4-reTparnaponupumMuIuH-
5-xap6oTnoamua (4m). Beixon 58%, T. 1. 185-188 °C (MeNO,). MK crextp (v, cM ):
3300, 3170, 2975, 1563, 1525, 1475, 1440, 1350. Cnextp SIMP 'H, §, m. 1.: 2.02 (3H, c,
CH;); 5.77 (1H, ym. ¢, 4-CH); 7.18-7.22 (1H, m, H Ar); 7.32-7.37 (2H, M, H Ar); 7.57-
7.72 (4H, m, H Ar); 8.10-8.17 (2H, m, H Ph); 9.44 (1H, ¢, 3-NH); 10.14 (1H, c, 1-NH);
11.33 (1H, c, NHCS). Haiineno, %: C 56.50; H 4.38; N 14.73; S 16.94. C;sH;sN4O,S,.
Brruucneno, %: C 56.23; H4.19; N 14.57; S 16.68.

Ionyuenue N-Ar'-4-Ar*-6-R'-1-R%-2-okco(THOKC0)-1,2,3,4-TeTparuaponupumu-
auH-5-kapookcamuabl 10a—e (MeTonnMKa OKHCIEHHS a30THUCTOH KucioToi). CycleH3Hto
1.0 mmonp Terparuapormpumunraa 4a,b.e,d,i u 172.5 mr (2.5 mmons) NaNO, B 3 mx
YKCYCHOM KUCIIOTHI IepemMemnuBaioT npu 5 °C B TeueHne 8 4 1 BBUIHBAIOT B 50 MJI X0JIO-
HOW Bojbpl. BrmaBmmii ocamok TerparuaponupumMuarHoHa 10a—e OTOUIBTPOBBIBAIOT,
CyIIaT ¥ OYMINAIOT KPUCTAJUIN3aIHeil.

oay4yenue N-Ar'-4-Ar2-6-R'-1-R2-2-0Kc0-1,2,3,4-Te1pamap0nnpnMnunﬂ-S—Kapﬁoxc-
amuaoB 10a,c (MeTOAMKA OKHCICHHS XJIOPATOM Kaiiusi). PacTBop 3 MMOJIb TETparuapo-
nupumuanHa 4a,b u 122.5 mr (1.0 mmons) KCIO; B 5 M1 yKCYCHO#M KUCIIOTHI Tepeme-
mmBaroT npu temneparype 3040 °C B TeueHue 2 4, OXJIAXKIAIOT M PEAKIMOHHYIO CMECh
BBUIMBAIOT B 50 MJI X0J0/1HOM BoAbL. BrimaBmmii ocagok TeTparuaponupumuaniona 10a,c
OT(UIBTPOBBIBAIOT, CYIIAT U OYUINAIOT KPUCTAIUTH3ALIUEH.

6-Metnn-2-okco-N,4-penni-1,2,3,4-rerparuaponupumMuana-S-kapooxcamua  (10a).
Boixon 48%, T. m1. 240-243 °C (PhCN) (246248 °C (EtOH) [16]). UK cnektp (v, cM ):
3230, 3100, 2980, 1675 (C=0), 1620, 1595, 1520, 1440. Cnexrp SIMP 'H, 5, m. 1.: 2.04
(3H, c, CH3); 5.40 (1H, ym. c, 4-CH); 6.95-7.02 (1H, m, H Ph); 7.18-7.29 (7H, m, H Ph,
3-NH); 7.50 (3H, M, H Ph); 8.63 (1H, ¢, 1-NH); 9.47 (1H, ¢, NHCO). Cnekrp IMP "C,
o, m. 1.: 17.1 (Me); 55.0 (C-4); 1054, 119.5, 123.0, 126.1, 127.2, 128.4, 128.6, 138.4
(C Ph); 139.1 (C-5); 144.2 (C-6); 152.6 (C-2); 165.2 (NHCO). Haiineno, %: C 70.37;
H 5.29; N 13.90. CgH7N30,. Beruucneno, %: C 70.34; H 5.58; N 13.67.

6-Metni-4-(4-metoxcudennn)-2-okco-N-penni-1,2,3,4-rerparugponnpumMuIuH-
5-kap6okcamua (10b). Beixon 45%, 1. mn. 222-223 °C (PhCN). UK cnektp (v, cM '):
3240, 3100, 2950, 1675 (C=0), 1625, 1600, 1510, 1450. Crextp SIMP 'H, 8, m. x1. (J, ['n):
2.04 (3H, ¢, CH;); 3.71 (3H, ¢, CH;0); 5.35 (1H, ymu. ¢, 4-CH); 6.86 (2H, 1, J = 8.4, H Ar);
6.94-7.00 (2H, m, H Ph); 7.18-7.24 (3H, m, H Ph); 7.40 (1H, c, 3-NH); 7.53 (2H, n,
J=28.4, H Ar); 8.62 (1H, c, 1-NH); 9.45 (1H, ¢, NHCO). Haiineno, %: C 67.40; H 5.39;
N 12.72. C;9H9N3Os. Beraucaeno, %: C 67.64; H 5.68; N 12.46.

6-Metna-N-(4-meTokcudenni)-2-okco-4-penni-1,2,3,4-reTparuaponupuMmuIHH-
5-kap6oxcamua (10c). Beixox 42%, 1. mr. 229-230 °C (PhCN). UK crextp (v, cM ):
3250, 3100, 2950, 1680 (C=0), 1670 (C=0), 1620, 1515, 1465, 1410. Cnexrp IMP 'H,
o, M. 1. (J, Tm): 2.03 (3H, ¢, CH3); 3.69 (3H, ¢, CH;0); 5.37 (1H, ym. c, 4-CH); 6.78 (2H,
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n,J=9.0,H Ar); 7.27-7.33 (SH, m, H Ph); 7.42 (2H, 1, J = 9.0, H Ar); 7.48 (1H, ¢, 3-NH);
8.59 (1H, c, 1-NH); 9.35 (1H, ¢, NHCO). Haiineno, %: C 67.90; H 5.95; N 12.45.
C19H9N;0;. Boruucineno, %: C 67.64; H 5.68; N 12.46.
6-MeTtni-2-okco-N-penni-4-(4-propdenmn)-1,2,3,4-reTparniponupuMuIHH-5-Kapo-
oxcamua (10d). Beixox 41%, . . 190-193 °C (MeNO,). MK cnektp (v, cm '): 3280,
3100, 2950, 1670 (C=0), 1630, 1600, 1505, 1440. Cnextp SIMP 'H, &, m. 1.: 2.05 (3H, c,
CHj); 5.39 (1H, ym c, 4-CH); 6.96-7.02 (1H, m, H Ph); 7.08-7.12 (2H, M, H Ar); 7.20-
7.24 (2H, m, H Ar); 7.30-7.35 (2H, m, H Ar); 7.49-7.56 (3H, M, H Ar, 3-NH); 8.68 (1H, c,
1-NH); 9.49 (1H, c, NHCO). Haiizeno, %: C 66.47; H 5.24; N 13.05. C;sH¢FN;0,.
Brraucaeno, %: C 66.45; H 4.96; N 12.92.
6-Metna-2-tuokco-N,4-qudenni-1,2,3,4-teTparuponupuMuanH-5-kapookcaMu 1
(10e). Berxox 40%, T. 1. 160-162 °C (MeNQO,). UK cnektp (v, em ): 3270, 3100, 3000,
1675 (C=0), 1630, 1595, 1525, 1490, 1440. Cuextp SIMP 'H, §, m. 1. (J, Tm): 2.07 (3H, c,
CHs3); 5.40 (1H, ymr. ¢, 4-CH); 6.93-7.03 (1H, m, H Ph); 7.25-7.35 (6H, m, H Ph); 7.50-
7.54 (3H, m, H Ph); 9.35 (1H, c, 3-NH); 9.67 (1H, ¢, NHCO); 9.91 (1H, c, 1-NH). Cuekrp
SMP C, 5, m. 1.: 16.3 (CH;); 55.2 (C-4); 120.2, 123.2, 124.0, 125.5, 126.6, 127.3, 129.0,
134.7 (C Ph); 139.3 (C-5); 142.9 (C-6); 164.9 (C=0); 174.0 (C=S). Haiineno, %: C 66.93;
H 5.40; N 13.90; S 10.07. C,5H,7N;0S. Brraucneno, %: C 66.85; H 5.30; N 12.99; S 9.91.
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