X

NaTBuiickmn MMMUsA
pHCTATYT Xumus eemepoyurnuueckux coeounenuti 2021, 57(9), 962-965
opraHn4eckoro g poy 4 4 eTepPOoOLUMNKITINHEeCKNX
CUHTE3a

oefuHEeHUH

CunTe3 TUruaApoOEeH30THA3ENIUHOB

Toceawaemces namamu npogheccopa B. /. Opnosa (1941-2017)

HA OCHOBe 1-anuJji-2-rerepui-1-HUTPOITEHOB

Pycnan U. Baiiuypun', Cepreii B. Makapenko'*

! Poccuiickuii 2ocydapemeennpiii nedazoeuueckuti ynugepcumem um. A. M. Tepyena,
Hab. p. Mouku, 48, Cankm-Ilemepbype 191186, Poccus,; e-mail: kohrgpu@yandex.ru

Tloctymuio 23.06.2021
[punsto nocne gopadotku 6.08.2021

>_§/_ X =Ph
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NH2 18-20°C

3 examples 50-91%

X =Me
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2 examples

MeOH
18-20°C
61-76%

X = Ph, Me; Het = 2-furyl, 2-thienyl, 1-Bn-3-indolyl
Peakiu THOGeH- 1 N-O€H3WINHIOICOACPKAIINX 2eM-alleTIITHUTPOITEHOB € 2-aMUHOOEH30THOJIOM MIPUBOAT K 00pa30BaHHIO 4-METHII-

3-HuTpOo-2,3-aurnapo-1,5-6er3oTnazenHoB. B TO ke BpeMs B peakuusAX eem-OCH30MIHHTPOITEHOB, COAEPKAIINX THO()EHOBHIH,
(bypaHoBbIH 1M N-OGEH3WINHIOIBHEIN 3aMECTHTENb, C 2-aMUHOOSH30THOIIOM 00Pa3yIOTCS TOJIBKO S-aTyKTHI.

Ki1ioueBble c10Ba: 2-aMUHOOEH30THOI, 2eM-allITHUTPOATEH, 1,5-0eH30THAa3enuH, 2,3-1turuapo-1,5-0eH30THa3eniH, €eHKETOH, HUTPOITECH.

B nocnennue roapl HabMrOMaETCs IOBBIIEHHBIA HHTEPEC
K 2,3-muruapo-1,5-6ensornasenuaam.' © OH 00yCIOBICH
IIUPOKAM TPUMEHEHHWEM B MEIUIIMHCKON MpaKTHKE
JIEKapCTBEHHBIX MpPENapaToB, COAEPXKAIIUX B MOJEKYJe
OCH30THA3CTIMHOBRIH UK. K HUM OTHOCSTCS, Hampumep,
JWITHA3EeM, TPOSIBISIIOIINNA aHTUAHTHHAIBHOE, TUIOTEH-
3MBHOE W AHTHAPUTMHUYECKOE [EHCTBHE, HEUPOIEHTHK
keeruamus u 1p.> " (puc. 1).

I'erepormknnyeckas cuctema 2,3-murunapo-1,5-6eHzo-
THA3eMHHA JIETKO (OPMHUPYETCS  TUKIOKOHICHCAIUCH
2-aMHUHOOEH30THONA U HeNpeAeIbHBIX KETOHOB — yIOOHBIX
CTapTOBBIX PEAreHTOB JJIs CHHTE3a a30TUCTBIX TeTepo-
HI/IKHOB.g’IO Peruocnenu(puuHOCTh 3TOW pPEAKIUH ITO3BO-
JISIET YCIIEITHO MoNy4arh 2,4-nu3aMenieHHble 2,3 - uruapo-
1,5-6em30tnazermubL ¢ TIpomece ux (pOpMUPOBaHHS Hpe-

OMe

@N Z}—Me @: -HO
S -HCl Q O/\/OH

Me—N.
Me
Diltiazem Quetiapine
Pucynok 1. CTpyKTypHI JIEKQpCTBEHHBIX MIPENApaToB IIITHA3EMA
Y KBETHAIIMHA, coJiepkamue 1,5-0eH30THa3eMMHOBBIN (parMeHT.

© 2021 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

nonaraer oOpaszoBaHue S-aAnyKTa 3a cueT HyKiIeo(uib-
HOTO IpHCOETUHEHHs 2-aMHHOOeH30THOMNa 110 cBsizn C=C
€HKETOHAa M €ro BHYTPHMOJCKYIIPHYIO HUKIH3ALUIO IO
nythn Ady—E mpum ydactum ammHO- W KapOOHWIBHOM

rpyrn'? ¢ (cxema 1).
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YKecToYeHHe YCIOBUI peaknuu (TOBBIIICHHE TeMIIe-
paTypel WM HCIIOJB30BaHWE KHCIOTHOTO KAaTaln3aTopa)
CcrocoOCTByeT  m3oMepu3anmuu  2,3-auruapo-1,5-6enso-
THa3eNMHA A W BBIACICHUIO KOHEYHOTO MPOAYKTa B BHIE
2,5-murugpodopmsr B'"'® (cxema 1).

2-Apwun-1-aneTun-1-HUTPOITEHEI  (2em-aleTHITHATPO-
crupons)' 2 B peakuuu ¢ 2-aMHHOGEH30THOIOM B MSTKHX
YCIIOBUSX TIPEBpAIIalOTCS B 2-3aMemeHHbIe 2,3 -IUTrHapo-
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1,5-06eH30THa3eMHbI, a B3auMojeicTBre 1-areTui-1-HuTpo-
2-(thypan-2-min)aTeHa ¢ 2-aMHHOOEH30THOJIOM 3aBEPIIACTCS
ToJTy4eHrueM He 2,3-, a 2,5—m/1m/:[po-1,5—66H3OTI/IasenI/IHaL21

B 3T0i1 CBA3M NMPEACTABIIIOCH LENECOO0PA3HBIM H3yIHTh
PEaKIMOHHYIO CIIOCOOHOCTh TeTEPONNKINIECKIX aHAIOTOB
1-anerw- 1 -autpo-2-(Ppypan-2-wi)ITeHa, COAEpKAIINX THO-
(eHOBBII WM WHIOJNBHBIM 3aMECTHTEIb, a TaKKe
1-6en3omnn-2-rerepni- 1 -HUTPOITEHOB ¢ (ypPaHOBBIM, THO-
(eHOBBIM WJIM WHIOJBHBIM 3aMECTHUTENIEM B PEAaKIHUU C
2-aMUHOOEH30THOJIOM.

Oxazanoch, 9TO B3aUMOZCHCTBHE 1| -ameTwi-l-HUTpO-
2-(tnoden-2-mn/1-6ensmnmuunon-3-mn)steHos la,b ¢ >xBu-
MOJISIPHBIM KOJIMYECTBOM 2-aMHHOOCH30THOA TIPOTEKAET B
teuenne 20-30 MHUH IIpH KOMHATHOM TeMIlepaType B Cpeie
MeOH w mpuBOAWT K IHACTepEOCENIeKTHBHOMY 00pa3o-
BaHMIO 2-(THO(eH-2-11/ | -OSH3UITHHAOM-3-1T)-2,3-ANTHApO-
1,5-6en3oTuazenudoB 2a,b ¢ Beixomamu 76 u 61% coort-
BETCTBEHHO (cXema 2).

Cxema 2
- o NO, Qa Het
2
L. ( ,
NH, \_%M MeOH T ”’
o] 18-20°C
1a,b 20-30 min 2a (76%
—H0 b (61%)

a Het = 2-thienyl, b Het = 1-Bn-3-indolyl

[Tpn nonbITKE MEpEeKpUCTATIH3ANNH 2,3 -IUTHAPOOEH30-
THazenuHa 2b HaOmomaeTcs €ro OCMONEHHE, KOTOpoe
CONPOBOXKIAETCS, MO JAAHHBIM crHekTpockonuu SIMP lH,
BEPOSITHO, YacCTUYHBIM IIPEBpalieHHEM B 2,5-IUTHIpO-
¢dopmy. Takyio >Xe peakIMOHHYIO CHOCOOHOCTH JEMOH-
CTPUPYET NPOU3BOJHOE, cojepxkaliee 4-MeTOKCH(EHHIb-
HBII 3aMECTUTENh BMECTO I'€TEPOLUKINYECKOrO 3aMeCTh-
Tens mpu atoMe yriepona C-2  OEH30THA3EMHOBOM
cuctempr.”!

1-Bensomt-1-auTpo-2-(Pypan-2-un/tHoden-2-m/ 1 -0eH3m-
WHIOJ-3-WI)3TeHbl lc—e B YCJIOBHAX, CXOJIHBIX C YCIJIOB-
HAMH TIOJTydeHHsI THa3enuHOB 2a,b (cxema 2), o0Opa3yroT
ToNbKO S-amnykTel 3a—c¢ (cxema 3). [Ipu sTom ammykT 3a
oOpasyercss B BHAE OJHOTO IHACTEPEOMEpA, a MPOAYKTHI
3b,c mpencTaBNSAIOT COOOH, MO JaHHBIM CHEKTPOCKOIIHH
AMP 'H (CDCls), cmecn amactepeomepos 3b' + 3b' u
3c¢' + 3¢" (cootHomenue 3b'":3b" = 1:3.5 u 3¢":3¢" = 1:9).
B pesynpraTte nepekpuCTaUIM3alUM CMECH JUAacTepeo-
MEpOB COEIMHEHHs 3¢ yJaloch BBIIEIUTh HUHIUBUAYAIIb-
HBII MaxkopHbI quacrepeomep 3¢''. [lo-Bunumomy, Takue
OTJIMYHMS CBSI3aHbI C MEHbIIEH NIEKTPO(MILHOCTEIO Kap0o-
HUJIBHOTO aToMa yriepoja OeH30WIBHOTO (parMeHra Iio
CPaBHEHUIO C alleTHIBHBIM ()parMeHTOM.

Cxema 3 H
SH Het B N02 Het3 . - *NOZ
@ + _ S H y Ph
NH, Ph  MeOH @ 4
o 18-20°C
1c-e 20-60 min NH
50-91% 3a-c

1c, 3a Het = 2-furyl; 1d, 3b Het = 2-thienyl
1e, 3¢ Het = 1-Bn-3-indolyl

CrpoeHue BIEpPBbIE CUHTE3UPOBAHHBIX COEIUHEHUI
2a,b u 3a—c oxapakrepuzoBaHo Metogamu MK cnekrpo-
ckomuy, crnekrpockonuu AMP IH, 13C, a TaKXe JKCIIe-
pumentamu COSY, 'H-"C HMQC, 'H-"*C HMBC, a
COCTaB MOATBEPKACH JaHHBIMU 3JIEMEHTHOTO aHAIN3A.

B UK cnekrpax 3-Hutpo-2,3-gurunapo-1,5-6eH30-
ThazenuHoB 2a,b u S-agaykToB 3a—¢ NOPUCYTCTBYIOT
UHTEHCUBHBIC TIOJIOCHI TIOTJIOMIEHUS BAJCHTHBIX KoOJe-
Oanmii HeconpspkeHHOW HuUTporpymmsl (1559-1561, 1355—
1362 cm '), npu 5TOM HaGIIOAETCS HECKONBKO OOIbIIee
pa3ABIKCHHME II0JIOC MOIJIOIEHUS CHMMETPHUYHBIX U
AQHTUCHMMETPUYHBIX BaJICHTHBIX KOJICOAHUH HUTPOTPYIIIIBI
B CIeKTpax S-aamyktoB 3a—c (Av 204205 cM ') mo cpaBHe-
HHUIO CO crekTpamu OeH3oTHazenuHoB 2a,b (Av 198-
199 cvm'). Kpome Ttoro, B MK crekTpax ITHHEHHBIX
CTPYKTYp 3a—C TPUCYTCTBYIOT MOJIOCHl IOIJIOLIEHUS
BAJICHTHBIX KOJIe0aHMil kKapOOHMIBHOM rpymmsl (1696 cM ')
¥ TIepBUYHOI amMuHOTpyTEl (34823487, 3378-3381 cvm ),
a B UK cnektpax OeH3oTuazenuHOB 2a,b BalleHTHBIM
kosebanusaM rpymnbsl C=N CcOOTBETCTBYET I0JI0Ca IOTIIO-
menus mpu 1642-1643 cm .

B crextpe SIMP 'H Gensotnasenuua 2a mpHCYTCTBYIOT
JiBa OJIM3KO PacIOJOKEHHBIX AyOJETHBIX CHUTHAJa MPOTO-
HOB 2,3-CH mpu 5.63 u 532 M. A. COOTBETCTBEHHO
(A8 031 M. m., °J = 11.6 T'u), IPOTOHAM METHIBHON
rpynisl (4-CH;3) otBedaet cunriet npu 2.43 M. 1.

3nauenme KCCB (OJ = 11.6-11.8 T') MeTHHOBBHIX
npotoroB 2,3-CH B cnextpax SIMP 'H 6en3oruasenunos
2a,b mo3BONAET NPHUIUCATH UM MPAHC-KOHPUTYPALHIO.
AHanorn4Hasi KapTHHA HaOJIIOAAETCs B CIIEKTPE ITPOU3BO/-
HOTO ¢ (DEHMIBHBIM 3aMecTuTeneM npu arome C-2.%

B crextpe SIMP 'H S-ammykra 3a npucyTCTBYIOT jBa
JyOIeTHBIX CHUTHAjJa METHHOBBIX NpoToHOB 2,3-CH mpu
6.72 1 5.27 m. 1. cootBeTcTBEHHO (AS 1.45 M. 1., *J =102 '),
mpoToHB! Tpynnsl NH, IposBISIOTCA B BUJE YIIHPEHHOTO
cuHriera npu 4.15 m. 1.

B cnextpax SIMP "*C auruapoGensornasenuHoB 2a,b
camblIii CIa0ONOIBHBIN CUIHAN PErHCTPUpYETCs B HHTEp-
Bane 162.5-162.9 M. 1. ¥ TpUHAIIIEKUT aTOMY YIJIepoja
rpymmsl C=N, Torja kak B crekrpax AMP C nuneiinbix
S-annykToB 3a—c aToM yriepojia KapOOHHIBHOW TIPYIIIIEI
nposiugercst mpu ~186 M. a. CurHaiasl aToMOB yriepoja
C-2,3 mposBISAIOTCS COOTBETCTBEHHO B MHTEpBayax 52.9—
54.8 u 90.5-92.3 m. 1. (B cnekTpax coenuHeHuid 2a,b) u
87.3-90.3 m44.7-47.8 M 1. (B ciekTpax coeAnHEeHUH 3a—c).

Habnromaemast mHTEpecHass OCOOEHHOCTH MPOSBICHUS
CHTHAJIOB METMHOBBIX 1poToHOB 2,3-CH B criekrpax SIMP 'H
OeH30THAa3enMMHOB 2a,b, a uMeHHO Ooisiee C1abOIOILHOE
nposiBieHue mpotona 2-CH, moarBepkmaercs pe3ynbra-
tamu skcnepumentos 'H-"C HMQC u 'H-"C HMBC
(puc. 2). BeposTHO, 3TO ABISETCA CIEACTBHEM aHU30TPOII-

H H
PucyHok 2. 3HauMMble KOppENSUMM B cekTpe 'H-— C HMBC

COCIMHCHHMS 2a.
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HOTO BIUSHUS HUTPOTPYMIBI, HAXOASIIEHCS B yuc-1OJIO-
XEeHUU K npoTony 2-CH.

Takum o0pa3oM, HAMH H3y4YCHa PEaKIUOHHAs CIIOCO0-
HOCTb |-aumi-2-rerepusi-1-HUTPOITEHOB B pEaKluu ¢
2-aMuHOOCH30THONIOM. [IpemiokeH mpenapaTHBHO YI00-
HBI OJHOPEAKTOPHBIA METOJ CHUHTE3a HOBBIX 3-HHUTPO-
2,3-muruapo-1,5-06H30THA3CTIMHOB, COJCPKALIUX THO(E-
HOBBIN WJIM UHIOJNBHBIN LUK, [lonydeHHbIe TeTepOLrKIIn-
YECKUE CTPYKTYphl MPEACTABISIOT HMHTEPEC KakK MOTEH-
IHAJbHO OHOJIOTUYECKH AaKTHUBHbIE COCOUHEHHS WIIH
MPEeALIECTBEHHUKH TSl X MOJyYeHUsI.

JKcnepuMeHTAIbHAA YaCTh

UK cnextps! 3anmcanbl Ha Gypbe-criektpomerpe Shimadzu
IR Prestige-21 B CHCIl; (npu xonuentpammu 20 mr/mi).
Crnextpsr IMP 'H, *C (400 u 100 MI'ii COOTBETCTBEHHO),
a Take crnexrtpsl COSY, 'H-C HMQC, 'H-"*C HMBC
3aperucTpupoBansl Ha criekrpometpe Jeol INM-ECX400A
B CDCl;. B kayecTBe BHYTpPEHHEro CTaHIapTa HCIOJb-
30BaHbl CUTHAJBl OCTATOYHBIX IPOTOHOB JCHTEPUPOBAH-
HOTrO pacTBOpHTeNs (7.26 M. 1. s saep 'H, 77.1 m. 1. s
saep °C). DIeMEHTHBIN aHAIIN3 BHIONHEH HA aHAIH3ATOPE
EuroVector EA3000 (CHN Dual). Temmnepatypsl miaB-
neHus onpenenensl Ha npudope [ITIT (M).

HcxonHble cem-allWIHUTPOITEHB! la—e IOJIyYeHBI IO
JIMTEpaTypHBIM METOAHKaM. 2>

4-MeTnja-3-uuTpo-2-(tuoden-2-ui)-2,3-nuruapo-1,5-
Ooensornazenun (2a). K 394 mr (2 mmons) 3-HuTpoO-
4-(tnoden-2-un)oyr-3-eH-2-oHa (1a) m0OaBIAIOT PacTBOP
250 mr (2 mmonp) 2-amuHOOeH30THONA B 8 mMia MeOH.
UYepe3 10 MMH TOCIIE TIOJHOTO PAcTBOPEHHUS HCXOMHOTO
coenvHeHus 1a B peakIMOHHOW CMECH HauMHAET BhINa/IaTh
OecCIBETHBIH 0CaJIOK, KOTOPBIil BBIAEPKUBAIOT B TEYCHHUE
20 MuH u OTQMIBTPOBBIBAIOT. Brixom 463 wmr (76%),
OecuBeTHble KpuCTabl, T. M. 122-124°C (EtOH).
UK crextp, v, cM ' 1643 (C=N c¢p.), 1560 (ou. ci1.), 1362
(NO, cp.). Crextp SIMP 'H, &, m. 1. (J, T'm): 2.43 (3H, c,
CHs); 5.32 (1H, n, *J = 11.6, 3-CH); 5.63 (1H, 1, °J = 11.6,
2-CH); 6.85-6.90 (2H, m, H-3"4' Tnoden); 7.17-7.23 (2H,
M, H-5' tnoden, H-8); 7.28 (1H, n. n, J= 7.9, J = 1.0, H-9);
753 (WH, n. 1, J=17.7,J=13,H-7); 7.63 (1H, n. n, J = 7.7,
J = 1.0, H-6). Cnextp SIMP °C, §, m. 1.: 22.0 (CH3); 54.8
(C-2); 92.3 (C-3); 119.8 (C-9a); 1243 (C-9); 125.6
(C= tuoden); 125.8 (C tuoden); 126.5 (C troden); 127.0
(C-8); 131.3 (C-7); 1359 (C-6); 142.7 (C-2' tHODEH);
150.2 (C-5a); 162.5 (C-4). Haitneno %: C 55.61; H 4.19;
N 9.23. C4H,2N,0,S,. Beraucneno %: C 55.24; H 3.97;
N 9.20.

2-(1-Ben3na-1H-unaoa-3-uia)-4-MeTuiI-3-HuTpo-2,3-
auruapo-1,5-6enzoruaszenun (2b) MoaydyaroT aHATIOTUIHO
3 320 mr (1 mmons) 4-(1-6en3un-1H-uHnon-3-mm)-3-HuTpo-
O0yt-3-eH-2-ona (1b) m 130 mr (1 mmoinb) 2-aMHHOOEH30-
Trona (Bpems peakuuu 20 muH). Beixon 260 mr (61%),
CBETJIO-XKEeINThIe KpUCTaIbl, T. Tul. 122—124°C. UK cnektp,
v, eM 't 1642 (C=N ci.), 1559 (ou. ci1.), 1360 (NO, cp.).
Crextp SIMP 'H &, m. . (J, I'np): 2.47 (3H, ¢, CHj); 5.18
(1H, n, °J = 16.1, CH,); 5.23 (1H, 1, *J = 16.1, CH,); 5.60
(1H, n, °J = 11.8, 3-CH); 5.75 (1H, 1, °J = 11.8, 2-CH);
6.90 (1H, c, H-2' unmom); 7.00-7.55 (13H, m, H Ar).

964

Crextp SIMP °C, 8, m. 1.: 22.3 (CH3); 50.2 (CH,); 52.9
(C-2); 90.5 (C-3); 110.3, 114.0, 119.6, 120.3, 121.3, 122.8,
1244, 124.6, 125.5, 126.3, 126.9, 127.9, 129.0, 130.8,
135.5, 136.8, 136.9, 150.1 (C Ar, Het); 162.9 (C-4).
Haiineno %: C 70.61; H 4.72; N 9.64. C,sH;N30,S.
Breruncneno %: C 70.24; H 4.95; N 9.83.
3-[(2-Amunopenn)cyabpanni]-2-auTpo-1-penn.-
3-(¢pypan-2-un)nponan-1-on (3a). K 486 mr (2 mmomns)
2-autpo-1-dpennn-3-(pypan-2-mmmnpon-2-ea-1-oma  (1e¢)
nmobaBisitoT pactBop 250 mr (2 MMonb) 2-aMHHOOEH30-
tnona B 8§ min MeOH. UYepe3 1 9 peakuMOHHYIO CMeECh
BbUIMBAIOT Ha yvamky Iletpu. Ilocne ucmapenus pactBo-
purenst ocratok obpabatsiBator EtOH. Brixom 368 wr
(50%), GecuserHsrii mopomok, T. mwi. 98—-100°C (EtOH).
UK cnextp, v, cM ' 3487 (cm), 3381 (NH, cn.), 1696
(C=0 c.), 1561 (ou. cn.), 1356 (NO, cp.). Cnextp SIMP 'H,
S, m. . (J, T'm): 4.15 (2H, ym. c, NH,); 5.27 (1H, g,
3J = 11.2, 3-CH); 6.03 (1H, n, *Js.4 = 3.3, H-3' dypan);
6.24 (1H, 1. 1, *Jy.4 = 3.3, *Jps = 1.8, H-4' dypan); 6.48—
6.56 (1H, m, H Ar); 6.61-6.68 (1H, m, H Ar); 6.72 (1H, &,
3J =11.2,2-CH); 6.81-6.88 (1H, m, H Ar); 7.08-7.16 (1H,
M, H Ar); 7.35 (1H, #, 3Jp5=1.8, H-5' ¢dypan); 7.58 2H, T,
J=1.5, H-3 Ph); 7.72 (1H, T, J = 7.5, H-4 Ph); 8.18 (2H, &,
J = 7.5, H-2 Ph). Cnektp SIMP °C, &, m. 1.: 44.7 (C-3);
87.3 (C-2); 109.6, 110.9, 112.6, 115.2, 118.3, 129.4, 129.8,
131.8, 134.6, 135.3, 138.4, 143.0, 148.6, 150.0 (C Ar, Het);
186.1 (C=0). Haiineno, %: C 62.39; H 4.56. C;oH;cN,O,S.
Brraucieno, %: C 61.94; H 4.38.
3-[(2-AMunopenna)cyabhanni]-2-aurTpo-3-(tuoden-
2-n1)-1-¢pennanponan-1-ou (3b), cmecry n1uacTepeoMepoB
3b":3b" B cooTHomieHuu 1:3.5 moONy4yalOT MO METOJUKE
cuHTe3a coenuHeHus 2a u3 518 mr (2 MMmomb) 2-HHUTpO-
3-(2-tnoden-2-nn)-1-pernmmpon-2-en-1-oma (1d) u 250 mr
(2 MmMomp) 2-aMuHOOCH30THONA (BpeMs peakuuu 20 MUH).
Bexon 600 mr (78%), CBETIO-)KENThIe KPUCTAIUIBL, T. I
106-107°C (EtOH). UK crektp, v, cM ' 3484 (ci.), 3378
(NH; c1.), 1696 (C=0 c.), 1561 (ou. cm.), 1355 (NO; cp.).
Crrextp SIMP 'H o, M. 1. (J, T'm): mmactepeomep 3b': 4.18
(NH,); 5.49 (1H, 1,/ = 11.1, 3-CH); 6.46-6.50 (1H, m, H Ar);
6.62 (1H, 1, >J = 11.1, 2-CH); 6.74 (1H, 1, *J5.4 = 3.6, H-3'
tnoden); 6.83 (1H, 1. 1, *Jas = 5.1, *Jyg = 3.6, H-4'
tnoden); 6.87-6.91 (1H, m, H Ar); 7.08-7.18 (2H, wm,
H Ar); 7.25 (1H, &, 3Jps = 5.1, H-5' tnoden); 7.55-7.63
(2H, m, H-3 Ph); 7.71 (1H, 1, J = 7.4, H-4 Ph); 8.17 (2H, &,
J = 7.4, H-2 Ph); nuacrepeomep 3b''": 4.27 (2H, c, NH,);
5.44 (1H, n, °J = 11.2, 3-CH); 6.50 (1H, 1, *Jy3.4 = 3.6,
H-3' tnoden); 6.54-6.71 (2H, m, H Ar); 6.62—6.65 (1H, M,
H-4' tuoden); 6.66 (1H, &, =112, 2-CH); 7.06 (1H, n,
3ps = 5.1, H-5' tnoden); 7.08-7.18 (2H, m, H Ar); 7.44
(2H, n, J = 7.4, H-3 Ph); 7.55-7.63 (1H, M, H-4 Ph); 7.89
(2H, 1, J = 7.4, H-2 Ph). Cnekrp SIMP °C, §, m. n.
muactepeomep 3b': 46.6 (C-3); 90.3 (C-2); 112.8, 112.9,
115.3, 118.4, 126.1, 126.3, 126.9, 127.0, 127.5 (2C),
128.9, 129.2 (2C), 129.3 (2C), 129.8, 131.8, 131.9, 134.4,
134.6, 135.0, 135.3, 138.0, 138.1, 138.2, 139.0, 150.1,
150.2 (C Ar, C Het); 186.0 (C=0); mmacrepeomep 3b'":
47.8 (C-3); 90.1 (C-2); 112.8, 112.9, 115.3, 118.4, 126.1,
126.3, 126.9, 127.0, 127.5 (2C), 128.9, 129.2 (2C), 129.3
(20), 129.8, 131.8, 131.9, 134.4, 134.6, 135.0, 135.3,
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138.0, 138.1, 138.2, 139.0, 150.1, 150.2 (C Ar, C Het)
186.3 (C=0). Haiineno, %: C 59.40; H 4.25; N 6.98.
C19H¢N>O3S,. Beruucneno, %: C 59.35; H 4.19; N 7.29.

3-[(2-Amunodennn)cyabhpanui]-3-(1-oen3un-1H-unmon-
3-w1)-2-nurtpo-1-pennnponan-1-on (3c), cMech qUacTepeo-
MepoB 3c¢':3¢"' B cooTHOmEeHNN 1:9 mMOTygaroT aHAJIOTHYHO
m3 570 mr (1.5 mmomp) 3-(1-6en3min-1H-uHmONI-3-10)-
2-auTpo-1-penmnmpon-2-eH-1-ona (1e) u 190 mr (1.5 mmons)
2-amMuHOOEH30THONA (Bpems peakimu 20 MuH). Beixon 690 mr
(91%), cBermo-xenThle KpucTaywiel, T. mi. 118-120°C.
WnpuBuayaneHenid auactepeomep 3c¢'' BBIOENCH MpH Hepe-
kpuctamm3anmu u3 Et,O, 1. mr 127-129°C (Et,0).
UK cnektp, v, cM ' 3482 (cm), 3379 (NH, cn.), 1696
(C=0 ¢.), 1560 (ou. cn.), 1356 (NO, cp.). Criektp SIMP 'H,
o, M. 1. (J, T'm): mumacrepeomep 3e': 3.89 (2H, c, NH,); 5.13
(1H, n, °J = 16.2, CH,); 5.18 (1H, x, >J = 16.2, CH,); 5.60
(1H, n, °J = 11.2, 3-CH); 6.37 (IH, n. 7, J = 7.4, J = 1.3,
H Ar); 6.47 (1H, 0. n, J= 8.1, J= 1.2, H Ar); 6.76 (1H, c,
H-2' ungon); 6.82 (1H, 1, *Jag = 11.2, 2-CH); 6.95-7.00
(2H, m, H Ar); 7.10-7.23 (SH, m, H Ar); 7.26-7.33 (2H, m,
H Ar); 745 (1H, 1, J = 7.8, H Ar); 7.53-7.63 (2H, ™,
H Ar); 7.69-7.73 (1H, m, H Ar); 7.92 (1H, a, J = 8.2,
H Ar); 8.19 (2H, n, J = 8.3, H Ar); amactepeomep 3c'":
4.05 (2H, ¢, NH,); 4.91 (1H, n, °J = 16.2, CH,); 4.96 (1H,
1, °J =162, CHy); 5.51 (1H, &, *Jag = 11.3, 3-CH); 6.34
(1H, ¢, H-2' uagon); 6.49 (1H, n. 1, J=7.5,J=1.2, H Ar);
6.53 (1H, 1. 1, J=8.1,J=12,H Ar); 6.71 2H, n, J= 7.5,
H Ar); 6.81 (1H, 1, *Jag = 11.3, 2-CH); 7.00 (1H, . 1,
J=17.7,J=1.5,H Ar); 7.05-7.10 2H, m, H Ar); 7.10-7.23
(5H, m, H Ar); 7.32 (2H, 1, J= 7.8, H-3 C(O)Ph); 7.50 (1H,
1,J=7.5, H-4 C(O)Ph); 7.74 (2H, &, J = 8.3, H-2 C(O)Ph);
7.86 (1H, 1, J = 7.7, H Ar). Crextp IMP "C nnausu-
nyaneHOTO nmuactepeomepa 3¢'', 8, M. m.: 45.7 (C-3); 49.9
(CH,); 89.7 (C-2); 108.2, 110.0, 113.9, 115.0, 118.1, 119.5,
120.2, 122.6, 126.4, 126.6, 127.6, 127.7, 128.7, 128.9,
128.9, 131.3, 134.5, 134.7, 136.4, 136.8, 138.6, 150.3
(C Ar, Het); 186.8 (C=0). Haitmeno %: C 71.22; H 5.02;
N 8.18. C;30H»5N505S. Breraucieno %: C 70.98; H 4.96;
N 8.28.

@aiil  cCOnpOBOMUTENBHBIX MATEPHAIOB, COJEPIKAIIUH
UK criexrpsi, ciektpsl IMP 'H i *C Beex cHHTE3MPOBaHHBIX
coenuHeHu#, a takxke cnekrtpsl COSY, 'H-"C HMQC,
'H-C HMBC coenuHeHuil 2a,b, 3a—c, nmoctyneH Ha
caiire xypHaua http://hgs.osi.lv.

Paboma evinornena 6 pamxax —20Cy0apcmeeHHO20
3a0anus npu @uuancogou nodoepoicke Munucmepcemea
npoceewjenust Poccuu (npoexm Ne FSZN-2020-0026).
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DusuKo-xumudeckue UccIe008aHusl BbINOIHEHbL C UCHOTb-
308anuem 0bopyoosanus Llenmpa KonrekmugHozo nonv3o-
sanust ghakyrvmema xumuu Poccutickoeo eocyoapcmeen-
HO20 nedazoeuyeckoeo ynugepcumema um. A. . I'epyena.
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