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[Ipowu3BomHBIC MUPPOTUANH-2,3-THOHA C 3aMECTH-
TEJISIMU B MOJIOKEHUAX 1, 4 ¥ 5 reTepolnKiia UCIIOIhb-
3YIOTCS JUIsl TIONYYEHUS! MPAKTHUYECKU HETOKCUYHBIX
XUMHUYECKUX COCIUHEHUH, CPeI KOTOPBIX OOHApYy-
JKEHBl BEIIECTBA C BBHICOKOM OMOJIOTMYECKON AKTUB-
HOCTBIO [1-3]: THOOTEH3WBHOM, AHTUMHMKPOOHOM,
MPOTUBOBOCIIAJIUTENIBHOM, aHAIbI€TUUYECKOM, aHTHa-
rperanTHOW W remoctarmdeckoi [4-9]. IIpoBogurcs
ITOMCK HOBBIX OMOJIOTHYECKH aKTUBHBIX COCAMHEHUH
Cpelu MPOIYKTOB UX XUMHUECKOTO B3aUMOJEHCTBUS C
HyKJIeohWIbHEIME peareHTamu. Hanbonee akTHBHBIN
PEaKIIMOHHBIN LEeHTp B peakuusx 1,4,5-TpuzamenieH-
HBIX  3-THAPOKCH-1,5-muruapo-2H-muppoi-2-0HOB
¢ HyKIeo(DHIBHBEIMU peareHTaMu — 310 atom C° re-
TEPOIMKIIA, HO B HEKOTOPBIX CIydasX HYKJICO(PHIIb-
HOH aTake IMOABEPraeTCsl aToOM yIviepoaa KapOOHMITb-
HOM rpynmbl B 6okoBoit nermu npu C* rerepormkina
[10, 11]. Ha HampaBieHue peakiiuil BIUSIET XapaKkTep
3aMeCTHUTENCH.
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Hamu wu3ydyeHO B3aUMOJEHCTBHE TOJIYUYEHHBIX
panee S-apui-4-reTapouii-3-ruapoKcH- 1-ruapoKcH-
atuin-1,5-qurnapo-2H-nuppon-2-onoB  [12-14] ¢
MOHO- U OMHYKJICOQHUIBHBIMA PEarcHTaMu C LEJIbI0
WCCIIEZIOBAHUS BIUSHUS 3aMECTHTENS B IOJIOXKE-
HUM 4 TeTepouuKiIa Ha UX PEAaKUHOHHYIO CIIOCO0-
HOCTh. B KauecTBe MOHOHYKJICO(DMIIBHOTO pearecHTa
ObuT BEIOpaH n-tomynauH. Kumnsyenne S-apui-3-Tu-
npokcu-1-(2-rugpokcustun)-4-(hypan-2-unkapoo-
HUN)-1,5-nurunpo-2 H-mappoi-2-0HoB U S-apuit-3-Tu-
apokcu-1-(2-ruapokcusTun)-4-(Tuopen-2-un-
KkapOoumn)-1,5-qurunpo-2 H-muppoi-2-0HoB c
N-TOJYUJIMHOM B JIEITHON YKCYCHOM PUBOAUT K COOT-
BETCTBYIONUM S-apui-1-(2-ruapokcuatin)-4-[(4-me-
T eHnIaMuHO )(Qyp-2-1U1 WIK THEH-2-HJ1)METHII-
ujeH [mupponuana-2,3-muonam 1-6 (cxema 1).

Coenuaenust 1-6 — Oenple WM CBETIIO-KOPHYHE-
BBIC KPUCTAJTMYECKHE BEIIECTBA, PACTBOPUMBIC B
ykcycHol kucnore, IM®A, JIMCO, staHnone u Hepa-
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Cxema 1.

N O
(_on

H,NC¢H,CH;-n

~H,0

HN-— C6H4CH3-7’1

X =0 (1-3), S (4-6); R =2-Cl (1, 4), 4-F (2, 5), 3-CH,0 (3, 6).

Cxema 2.

cTBOpUMbBIE B Boje. B criekrpax AMP 'H coenunenmii
1-6 Hapsy Cc XapakTepHBIMH CHTHAJIAMU TPOTOHOB
THIPOKCHUATHIFHOTO OCTarKa, (pypriIbHOTO(THEHMITb-
HOTO) ¥ apMJIBHOTO 3aMECTHUTENEH MPUCYTCTBYIOT JIBA
cuHneTa npotoHoB rpynnbsl NH npu 8.92-9.39u 8.74—
8.92 M. nI., CHHIVIET apOMAaTUYECKUX MPOTOHOB /1-TO-
TyuauHOBOTO (hparmenta B obmactu 6.80—-6.87 M. 1.
Y JIBa CHHIJIETa METHHOBOTO MTPOTOHA B TIOJIOKEHUH 5
reTeporukia mpu 5.68-5.78 u 5.70-6.18 M. 1. I1po-
TOHBI METUJIEHOBOH TpyMIbI Ipu atome N! mposisis-
IOTCSl IBYMsI MyJIBTHILIETaMH B obnactu 2.60-2.69 u
2.85-2.96 (C*HAHP) u mynsrunnerom 3.54-3.78 m. 1.
(C*HAHB). Hannuue B cnekrpax SIMP 'H nByx cun-
rnetos NH-rpynmsl u ayx cunrieros C°H npoTtoHoB
CBUETEIHCTBYET O TOM, YTO TOJYYEHHBIE COEAMHE-
Hus 1-6, MO-BUIMMOMY, CYIIECTBYIOT B IBYX (hopmax
A u b, ipy >TOM OTHOCHUTEIIbHAs UHTEHCUBHOCTb
curHaioB nporoHoB NH- um CH-rpynn mno3sBomsieT
cliesiaTh BBIBOJ O CYIIECTBOBAHMM COCAUHEHUI 1—6
npenMyIiecTBeHHo B (¢opme A (Z-popma), Komude-
cTBO KoTopoit coctamisieT oT 90 mo 100%, u dhopme

H

B (E-popma), konruecTBEHHOE COMEpIKaHUE KOTOPOi
konebnerca ot 0 no 10%. bompmas ycToiH4nBOCTH
(dopmMBl A 0OBSACHSETCS CTAOMIU3AIUEH CTPYKTYpPBI
32 CUET BHYTPUMOJICKYISIPHOH BOZOPOAHOM CBS3U
(cxema 2).

bunykneopunbHplii  peareHT —  THOpPa3uH-
THJpaT Ha TEPBOM CTaJAMU PEaKIUH aTaKyeT aroM
yriepona KapOOHHMJIBHON Tpynmbl B OOKOBOHW IIEIH
npu arome C* rerepormiia ¢ oOGpa3oBaHMEM CO-
OTBETCTBYIOIIMX  IPOMEXKYTOYHBIX  T'MIPA30HOB,
KOTOpblE Ha BTOPOH CTaAMM LUKINU3YIOTCS B CH-
cremy nuppono[3.,4-clmupazona. U3 S-apun-3-ru-
npokcu-1-(2-rugpokcudtuin)-4-(pypan-2-mnkapoo-
Hu)-1,5-muruapo-2 H-nmuppon-2-oHoB  00pasyroTcs
4-apun-5-(2-ruapoxcustun)-3-(dypan-2-nn)-4,5-1u-
ruaponuppoio|3,4-c|uupazon-6(2H)-oHbI 7-9
(cxema 3). B peaknum 3-THAPOKCH-1-THIAPOKCH-
stui-4-(TnodeH-2-mikapoonuin)-5-dpennn-1,5-au-
rUapO-2H-MppONuH-2-0Ha ¢ THAPA3UHTUAPATOM MIPU
KUTISTYEHUH UCXOIHBIX PEareHTOB B dTaHOJE 00pasy-
ercst 5-(2-ruppoxcudtnn)-3-(tnoden-2-mn)-4-de-
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Cxema 3.

X =0 (7-9), S (10, 11); R = H (7, 10), 4-CH,O0 (8), 4-C,H; (9), 4-C1 (11).

HWI-4,5-guruaponuppoio| 3,4-c Jnupazon-6(2H)-on
10, a ecnu B MCXOIHOM COEIMHEHHH B IOJIOKECHUH
5 HaxomutTcs 4-xIMOpQEeHUIIHHBIA 3aMeCcTUTeNb, 00-
pasyercs 6a-THIPOKCH-5-(2-TUAPOKCHITII)-3-
(Tren-2-un)-4-(4-xnopdenmn)-3a,4,5,6a-TeTparupo-
niuppoio|3,4-c|nupazon-6(1H)-on 11.

Coenunenus 7—11 — Oenple WK KENThIE KPUCTAI-
JMYECKUE BEIIECTBA, PACTBOPUMBIC B YKCYCHOW KHC-
note, [IM®A, IMCO, npu HarpeBaHud B HTAHOJE
W HepacTBOpMMBIe B Boje. B crnekrpax SIMP 'H co-
ennHeHnil 7-10 MOMHMO CHTHAJIOB apOMaTHUYECKUX
MIPOTOHOB U MPOTOHOB I'MJIPOKCUITHIILHOTO 3aMECTH-
TeNsl MPUCYTCTBYIOT CHHIJIET METHHOBOIO IPOTOHA
npu atome C* B obmactu 5.75-5.81 M. 1., yumpen-
HBIA CHHIVIET NpoToHa rpynibl NH B o6mactu 13.93—
13.98 M. 1., a Takke CHTHaJBl TPeX MPOTOHOB (]y-
pUIBHOTO (THMEHWJIBHOIO) OCTaTKa B JUara3oHax
6.32-6.99, 6.50-7.05 u 7.47-7.68 m. 1.

B cnextpe SIMP 'H coenunenus 11 npucyTcTByIoT
cuHniet npotoHa rpynnsl NH npu 8.02 m. a., curna-
JBl APOMATHYECKUX MPOTOHOB B BHUAE IyOneTa mpu
7.41 u 7.57 M. 1., a Taxoke TyOIeTH METHHOBBIX ITPO-
tonos H**u H* npu 3.62 u 4.54 M. 1. IIpoTOHBI a-Me-
TUJICHOBOW TPYHIIBI THIPOKCHATHIBHOTO (pparMeH-
Ta TPOSBISIOTCS B BHJIE MYJBTUIUIETOB C HEHTPAMHU
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npu 3.23 (C°HAHB) u 3.48 M. 1. (C*HAHB), nporons
-MeTHIIEHOBOM IPyNIIbl — MYJIBTHIIIIETOM C LEHTPOM
npu 3.45 m. 1., rpynna OH — B Buge Tpumiera npu
4.28 M. a. CuHIIET OPOTOHA CHOUPTOBOM THIPOK-
CUJIBLHOM Tpymnmsl Tipu atome C mabmromaercss npu
6.81 m. 1. Kpome Toro, B cnekrpe SIMP 'H mpucyrt-
CTBYIOT CHTHaJbl THEHWIBHOTO 3aMECTHUTENS IpHU
6.45, 6.98,7.47 m. 1.

[Ipurogusle aJ1s1 PEHTTEHOCTPYKTYPHOTO aHAH-
32 MOHOKpHCTaJIbl coeanHeHns: 11 OblIM MoTy4eHsbl
MEJUICHHON KpHCTaTu3aluel u3 sTanona. Pesynsra-
bl PCA TOJIHOCTBIO COOTBETCTBYIOT NPENIOKEHHOM
cTpykType (puc. 1).

Coennnenmne 11 kprucTamnsyeTcs B HEHEHTPOCUM-
METPUYHON MIPOCTPAHCTBEHHOH TpyIIie poMOnYecKon
CHUHTOHHUH B BHJI€ COJIbBATA C ATAHOJIOM B COOTHOILIE-
Huu 1:1. Kpucramin cocToutr U3 OJHOTO 3HAHTHOME-
pa ¢ abcomoTHOH S,S,S-KkoHpurypanueii aromos C!,
C? u C*. Onpenenenne abcomoTHON KoH(HUIypaluu
BO3MOJKHO Onarofapsi MpUCYTCTBUIO B COCAMHEHHHU
TSDKEJBIX aTOMOB CEpbl M XJIOpa M MOATBEPIKAACTCS
napamerpom Prneka, 6mu3kuM K 0. [TupporabHbIi UK
mwiockuit B mpemenax 0.06 A. IMupasombHbIH UK
HaXO/UTCS B KOHPOPMAIIUU KOHGEPH C BBIXOJIOM aTo-
Ma C' M3 MIOCKOCTM OCTANbHBIX aTOMOB LIMKJIA Ha
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Puc. 1. O0mwuii Big MoseKyibsl coequHeHust 11 1o TaHHBIM
PCA. Tennossle amuncouasl npeacrasiaeHsl ¢ 30%-Hoi
BEPOSATHOCTBIO. MOJIeKyiIa 3TaHOJIa HEe H300pakeHa.

0.31 A. Monekynbl 00bemMHEHE B KpHCTAle Me-
KMOJIEKYJIIPHBIMU BOJIOPOJHBIMU CBSA3SIMH B TIOJIH-
MEpHBIE LIETH, BBITSHYTHIE BAOJIb HAIPABICHUS @ DIie-
MenTapHoit sueiikn: O>~H?+-03 (1/2+x, 1/2-y, 1-z) n
N'-H!'--O! (1/2+x, 1/2-y, 1-z). Monekynsl 5Ta-
HOJIa CTaOWJIM3HPOBAaHBI BOIOPOTHBIMH  CBSI3IMHU
O*-H34-0'S (x, —1+y, z) u O'S-H'S-N! (x, 1+, 2),
O'SH'S — runpokcunpHas rpymnmna TaHomna.

Takum oOpazom, oOpa3oBaHue S-apui-1-TUAPOK-
cHITUI-4-[ (2-TeTapmi ) (4-MeTHII) S HITAMITHO )METHII-
HJIeH |[TUpPOTUANH-2,3-THOHOB B PEaKIUd C 71-TO-
JYWIUHOM TPOUCXOAUT MO KapOOHWIBHOW TpyIIe
6okoBoii menu C* 1 He 3aBUCHT OT XapakTepa 3ame-
crutenei B 1,4,5-3amenieHHbIx 3-TUIpOKcH-1,5-1u-
ruapo-2H-nuppoin-2-oHax. B peakuuu ¢ rugpasuH-
THIPaTOM aTake TOABEPraeTcs TaKKe aToM yIiieposa
KapOOHWJIbHOW TPYNIBI B OOKOBOH II€MH TreTepOIHK-
Ja, ¥ 00pa3yloTcsl KOHACHCHPOBAHHBIE CUCTEMBI M-
THJIPO- WM TeTparuaponuppoinol3,4-cnupasona.

OKCIIEPUMEHTAJIbBHA S YACTD

Cnextpsl AMP 'H 3amucanbl Ha CHEKTpOMETpe
Bruker Avance III HD 400 ¢ pa6oueii yactoroit 400
MI'n B JIMCO-d,, BuyTpennuit crangapr — TMC.
Temneparypy mUaBIeHUsI ONpeACSLIM Ha Mpudope

Melting Point M-565. PeHTreHOCTpyKTYpHBIH aHAIH3
it coequHenust 11 BBIONHEH Ha MOHOKPUCTAJILHOM
mudpakromerpe Xcalibur Ruby ¢ CCD-gerexkropom
1o cranaapTHoi Metonuke [MoK -n3nydenue, 295(2)
K, o-cxanuposanue ¢ marom 1°].

1-T'uapoxkcudTHI-4-{[(4-MeTUIPeHNT)aMUHO |-
(pyp-2-ua)mernaumen}-5-(2-xaopdpenua)nup-
poauaun-2,3-muon (1). Cwmecsy 0.001  moms
S-apun-3-ruapokcu- 1 -ruapoxcudtrin-4-(¢hypan-2-wi-
kapOonwmn)-1,5-muruapo-2 H-nuppon-2-ona u
0.002 mons n-TomyuanHa KunsATwiM 3 94 B 15 M ne-
JITHOM YKCYCHOM KHUCJIOTBI, 3aTEM OXJIAXKAAJIN A0 KOM-
HaTHOW Temmepatrypbl. PacTBopuTeNns ymapuBaid, K
OCTaTKy TPUOABIISIIM STUJIOBBIA CIUPT, BBIMABIIUN
0CafioKk OT(UIBTPOBBIBANIN U Cymin. Bexox 56%,
T. 1. 194-196°C. Cnekrp AMP H, §, M. 1.: 2.10 ¢
(3H, C¢H,CH;), 2.64 M, 2.88 m (1H, C*HAHP), 3.54
M, 3.61 M (1H, C*HAHB), 3.92 M (1H, CPH,), 4.06
M (1H, CPH,), 5.75 ¢, 6.12 ¢ (1H, C°H), 6.86 T (1H,
C4H¢)ypaH, J 4.0 T'm), 6.82 ¢ (4H, C(H,CH3), 7.02 1,
7.26 0 (4H, C¢H,Cl1,J 8.0 I'm), 7.21 n (1H, C3Hq)ypam J
4.0 I'm), 7.64 o (1H, CSH(bypaH, J4.0TI'n), 8.74 ¢, 8.96
¢ (1H, NH). Hatineno, %: C 65.77; H 5.37; N 6.46.
C,4H»;CIN,O,. Boruucneno, %: C 65.68; H 5.28; N
6.38.

CoenuHeHus 2—6 mMomyJyann aHaTOTUIHO.

1-T'uapoxcudTHI-4-{[(4-MeTUNPeHNTIAMHUHO)]-
(pyp-2-na)mernaungen}-5-(4-proppenns)nuppo-
Jauaun-2,3-1u0H (2). Beixoa 64%, 1. 1. 180—182°C.
Cnextp SIMP 'H, 3, m. 1. 2.09 ¢ (3 H, C;H,CHy),
2.63 Mmu 291 M (1H, C*HAHPB), 3.61 m 1 3.74 M (1H,
C*HAHB), 3.93 m (1H, CPH,), 4.06 m (1H, CPH,), 5.73
cu5.74 ¢ (1H, C°H), 6.87 1 (1H, C*Hyyppr J 4.0 1),
6.81 ¢ (4H, C,H,CH;), 7.12 T m 7.38 T (4H, CcH,F,
J 8.0), 7.46 n (1H, C3Hq)ypaﬂ, J4.0T), 7.64 n (1H,
CoH gyypar> J 4.0 T'r), 8.91 ¢ 1 8.96 ¢ (1H, NH). Haii-
neHo, %: C 68.31; H 5.56; N 6.72. C,,H,;FN,0,. BoI-
gucieno, %: C 68.23; H 5.49; N 6.63.

1-I'uapoxcusrTni-4-{[(4-MmeTnjipeHnIaMUHO)]-
(byp-2-ua)mernnugen}-S5-(3-merokcudeHnn)-
nuppoauaun-2,3-nuon  (3). Bexon 47%, T. 1L
177-179°C. Cnextp SIMP 'H, §, m. n.: 2.14 ¢ (3H,
C¢H,CH;), 2.61 m u 2.88 m (1H, C“HAHP), 3.62 ¢
(3H, C¢H,OCH3), 3.61 M u 3.72 m (1H, C*HAHB),
3.96 m (1H, CPH,), 4.10 m (1H, CPH,), 5.78 c u 5.81
¢ (1H, C°H), 7.13 T (1H, C4Hq)ypaH, J4.0T'm), 6.72 m
(3H, C¢H,OCH;y), 7.69 ¢ (1H, C(H,OCH;), 6.87 ¢
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(4H, CgH,CH3), 7.40 1 (1H, C3Hyypay J 4.0 T1r), 6.98
1 (1H, CHyypays / 4.0 T'1m), 9.39 ¢ (1H, NH). Haiizieno,
%: C 69.20; H 6.10; N 6.52. C,5H,,N,0O5. Beruncne-
HO, %: C 69.11; H 6.03; N 6.45.

1-TuapoxcudTUI-4-{[(4-MeTHIPEeHUTAMUHO)]-
(THeH-2-HJI)MeTHINIeH }-5-(2-XJ10p ¢ eHNI) MU PPO-
auaun-2,3-nuon (4). Bexon 44%, 1. . 165-167°C.
Cnexrp SIMP 'H, §, m. x.: 2.08 ¢ (3H, C4H,CHy),
2.63 Mmu2.91 M (1H, C*HAHP), 3.68 m u 3.83 M (1H,
C*HAHB), 3.93 M (1H, CPH,), 4.06 M (1H, CPH,), 5.78
cu6.18 ¢ (1H, C°H), 7.61 T (1H, C4Hmo¢)em J4.0T'n),
7.08— 7.42 m (4H, C¢H,Cl), 6.80 ¢ (4H, C¢H,CHy),
6.83 n (1H, C3Hm0cben, J 4.0 T'm), 748 n (1H,
CSHmoq)eH» J4.0T'n), 8.74 ¢ u 8.96 c (1H, NH). Haii-
neno, %: C 63.45; H 5.20; N 6.24. C,,H,;CIN,O;S.
Brruucneno, %: C 63.36; H 5.10; N 6.16.

1-I'uapoxcudTnii-4-{[(4-MmeTumiipeHnIaMuHo)|-
(THeH-2-ma)MeTHJInAeH }-5-(4-pToppeHna)nuppo-
auaun-2,3-quoH (5). Bexon 68%, 1. . 177-179°C.
Cnextp SIMP 'H, 8, m. x.: 2.08 ¢ (3H, C¢H,CH;),
2.61 mu2.87 M (1H, C*HAHPB), 3.61 m u 3.74 m (1H,
C*HAHB), 3.95 M (1H, CPH,), 4.08 m (1H, CPH,), 5.75
cu5.76 ¢ (1H, C°H), 6.86 T (1H, C4Hmo®eﬂ, J4.0T),
6.82 ¢ (4H, C¢H,CH3;), 7.01-7.24 m (4H, CcH,4F), 7.46
1 (1H, CPH,yopen J 4.0 T), 7.64 1 (1H, C*Hyypopenm
4.0 T'm), 8.94 ¢ m 8.90 c (1H, NH). Haiineno, %: C
65.62; H 5.17; N 6.27. C,4H,3FN,05S. Boruncneno,
%: C 65.73; H 5.29; N 6.39.

1-I'mapoxcmdyTHA-4-{[(4-MeTHIPeHnTaMHUHO)]-
(THeH-2-uJa)MeTuanAeH}-5-(3-MeToKkcHeHnT)-
nuppoauauH-2,3-1uon  (6). Bexom 95%, 1. mm.
196-198°C. Cnextp SIMP 'H, §, m. 1.: 2.08 ¢ (3H,
CeH4CH;), 2.66 M u 2.93 m (1H, C*HAHP), 3.60 ¢
(3H, C¢H4,0CH3), 3. 48 m u 3.75 M (1H, C*HAHB),
3.96 m (1H, CPH,), 4.08 m (1H, CPH,), 5.68 ¢ u 5.70
¢ (1H, C°H), 6.71 T (1H, C*H, ooy / 4.0 T'm), 6.81 ¢
(4H, CH,CH;), 6.86-7.15 m (4H, C,H,OCH3;), 7.52
o (1H, C3Hmo¢eﬂ, J4.0TI'), 7.64 1 (1H, CSHmoq)eHa
J 4.0 I'n), 8,87 c u 8.92 ¢ (1H, NH). Haiineno, %: C
66.54; H 5.72; N 6.12. C,5H,4,N,0,S. Boraucneno, %:
C 66.64; H 5.82; N 6.22.

5-2-TuapoxcudTua)-4-penns-3-(pyp-2-un)-
4,5-nuruaponuppoJao[3,4-clnupaszon-6(2H)-oun
(7). Cmecp 0.001 monsa 3-ruapoxcu-1-ruapoxcu-
aTua-5-pennn-4-(pypan-2-mikapoonui)-1,5-quru-
npo-2H-iuppoini-2-ona u 0.0015 wmons TuapasuH-
ruapara KunsaTuiau 2 4 B 10 M nensHOM yKCycHOM
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KHCIIOTHL. PeakIMOHHYI0 CMECh OXJIAXIal J0 KOM-
HAaTHOM TeMIIepaTyphl, pacTBOpUTENb ynamsum. K
OCTaTKy NpPHUOABISUTH JTUJIOBBIA CIHPT, BHITABIITHI
0cafiok OT(UIBTPOBBIBANIX U cymin. Bexox 12%,
T. 1. 150-152°C. Cnextp AMP 'H, 8, M. 1.:2.67mn
2.96 m (1H, C*HAHB), 3.39 mu 3.51 M (1H, C*HAHE),
3.68 m u 3.83 M (1H, CPH,), 4.00 M u 4.12 m (1H,
CPH,), 4.76 ym. ¢ (1H, CPH,OH), 5.81 ¢ (1H, C*H),
6.99 T (1H, C*Hgyppy J 4.0 T'm), 7.27-7.42 m (5H,
Cg¢Hs), 7.05 ¢ (1H, C3H¢ypaH), 7.47 n (1H, CSH(bypaH, J
4.0 T'm), 13.93 ymr. ¢ (1H, NH). Haiineno, %: C 66.10;
H 4.98; N 13.66. C{;H;5N3;0;. Bpraucneno, %: C
66.01; H 4.89; N 13.58.
Coenunenus 8—9 nomyvanu aHaJIOTHYHO.
5-(2-I'uapoxcudTui)-4-(4-metoxkcudenun)-3-
(byp-2-na)-4,5-quruaponuppoio|3,4-clnupa-
30i1-6(2H)-on (8). Beixon 24%, 1. . 110-112°C.
Cnexktp IMP 'H, §, m. 1.: 2.76 m u 2.97 m (1H,
C°HAHP), 3.42 m u 3.51 m (1H, C*HAHE), 3.68 m u
3.84 m (1H, CPH,), 3.75 ¢ (3H, C¢H,OCH;), 4.07 m
u 4.18 M (1H, CPH,), 5.75 ¢ (1H, C*H), 6.32 ¢ (1H,
C4H¢)ypaH), 6.91 nu7.20 n (4H, CqH,OCH;, J 8.0 '),
6.50 ¢ (1H, C3Hq)ypaﬂ), 7.66 ¢ (1H, C5H¢ypaﬂ), 13.95
yur. ¢ (1H, NH). Haiineno, %: C 63.80; H 5.13; N
12.46. C,gH,;N;0,. Beruucneno, %: C 63.71; H 5.05;
N 12.38.
5-2-T'mapoxcudTua)-3-(pyp-2-uia)-4-(4-3Tua-
pennn)-4,5-nuruaponuppoao|3,4-clnupa-
30i1-6(2H)-on (9). Beixon 42%, 1. mi. 140-142°C.
Cnekrp SIMP 'H, 8, m. 1.: 1.16 T (3H, C{H,CH,CH;,
J 8.0 I'm), 2.58 x (2H, C,H,CH,CH;, J 8.0 '),
2.54 M u 2.96 m (1H, C°HAHPB), 3.42 M u 3.56 m
(1H, C*HAHB), 3.70 m u 3.85 m (1H, CPH,), 4.07 m
u 4.17 m (1H, CPH,), 5.77 ¢ (1H, C*H), 6.36 ¢ (1H,
C4H¢JypaH), 7.15 nw 7.23 n (4H, CH,CH,CH;, J 8.0
I'm), 6.51 ¢ (1H, C*Hyyp,), 7.68 ¢ (1H, C*Hyypa),
13.96 ym. ¢ (1H, NH). Haiineno, %: C 67.52; H 5.57;
N 12.36. C;gH gN;O5. Brruncneno, %: C 67.64; H
5.68; N 12.46.
5-(2-I'mapoxcndTHia)-3-(THEH-2-11)-4-PeHu-
4,5-nuruaponupponao|3,4-clnupaszon-6(2H)-oun
(10). Cmecp 0.001 moms 3-THAPOKCH-1-THIPOKCH-
atun-4-(TuodeH-2-mikapoonun)-5-dpennn-1,5-au-
ruapo-2H-nmuppon-2-ona u 0.0015 momns ruapasus-
ruzapara KunsaTwim 2 9 B 10 M1 3THII0BOTO crivpTra ¢
00aBICHNEM HECKOJIBKHUX Kallelb YKCYCHOM KHCIIO-
Thl. CMeCh MepeMenInBaId U OCTABIISUIA IPU KOMHAT-
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HOH TemIeparype /0 MOJIHOTO MCIIAPEHHs PaCTBOPH-
tenst. K ocraTky mpuOaBisiiv THIOBBIN CIUPT MPU
HarpeBaHUH, OXJIAXKIAIHU, 0CATO0K OTHUIBTPOBLIBAIN
u cymmian. Beixon 37%, T. mi. 123-125°C. Cnektp
SAMP 'H, 8, m. 1.: 2.72 M1 2.95 m (1H, C*HAHB), 3.43
mu 3.55 M (1H, C*HAHB), 3.72 M1 3.87 m (1H, CPH,),
4.03 M, 4.13 m (1H, CPH,), 4.76 ¢ (1H, CPH,0H), 5.81
¢ (1H, C*H), 6.34 ¢ (1H, C4Hmo¢eﬂ), 7.25-7.40 m (5H,
CeHs), 6.49 ¢ (1H, C3Hmo¢en), 7.65c (1H, C5Hm0¢w),
13.98 ym. ¢ (1H, NH). Hatineno, %: C 62.63; H 4.57;
N 12.80. C;;H;5N;0,S. Brruucneno, %: C 62.75; H
4.65; N 12.91.

Coenunenue 11 nmonydanu aHaJIOTHYHO.

6a-I'uapoxcu-5-(2-ruApoKcuITUN)-3-(TUEH-
2-n71)-4-(4-xa0pPpennn)-3a,4,5,6a-rerparuaponup-
poJio[3,4-clnupazon-6(1H)-on (11). Brxom 16%,
T. . 115-117°C. Cnextp AMP 'H, §, m. 1.: 3.21 M
(1H, C°HAHB), 3.34 m (1H, CPH,), 3.42 M (1H, CPH,),
3.47 m (1H, C*HAHB), 3.62 1 (1H, C**H, J 4.0 I'n),
4.28 T (1H, CPH,0H, J 4.0 Tn), 4.54 1 (1H, C*H, J
4.0 I'n), 6.45 n (1H, C4HMO¢EH, J4.0'u), 6.81 ¢ (1H,
OH), 6.98 k (1H, C°H,pem / 4.0 T'm), 7.41 1 (2H,
C¢H,Cl, J8.0 I'm), 7.47 n (1H, CSHmoq)eH, J 4.0 '),
7.57 n (2H, CsH,Cl, J 8.0 I'm), 8.02 ¢ (1H, NH).
Haiineno,%:C54.23;H3.34;N 11.28.C;H,,CIN;05S.
Brrancaeno, %: C 54.04; H4.27; N 11.12.

Jl1 peHTreHOCTPYKTYpPHOTO aHAJIN3a COSAMHEHUS
11 ucnonb30BaiM KPUCTAIIT ¢ POMOMYECKON CHHTOHH-
eit (C,;H,cCIN;05S-C,H,O, M 423.90), npoctpan-
cTBeHHas rpynmna P2,2,2,, a 8.263(2), b 9.793(3), ¢
26.116(10) A, V'2113.3(11) A3, Z 4, d,,, 1.332 T/cm?,
1 0.309 mm~'. Tlomiomenue ydTeHo SMIUPHUECKH C
ncnons3zoBanueM anroputMa SCALE3 ABSPACK
[15]. Crpykrypa pacmugpoBaHa ¢ MOMOIIBIO IMPO-
rpammbel SHELXS [16] u yTouHeHa moiIHOMAaTpHU4-
ueiM MHK 1o F2? B aHHM30TPONMHOM NPHOIHKEHUH
JUTS BCEX HE BOJOPOIHBIX aTOMOB C MCIIOIH30BAHUEM
nporpammel SHELXL [17] ¢ rpadudeckuMm wHTEp-
¢eticom OLEX2 [18]. Atomsr Bogopoaa rpynn OH u
NH yTouHEeHbI HE3aBUCHMMO B M30TPOIHOM NpHOIHU-
eHHUHU. [Ipy yTOUHEHUM OCTAJIBHBIX aTOMOB BOJOPO-
Jla WCIOJb30BaHA MOJENb Hae30Huka. OKoHYaTelb-
Hble mapameTpbl yTouHeHus: R, 0.0512 [ma 2884
otpaxkenuii ¢ I > 2o(/)], wR, 0.1460 (mmst Bcex 4711
HE3aBHUCHUMBIX oTpakeHui), S 1.059, mapamerp Die-
ka 0.07(6). Pesymprarer PCA 3apeructpupoBaHbl B
KemOpumkckoM  LeHTpe  KpHcTaiorpapuuecKux
nmannabix (CCDC 2101826).
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The reaction of 5-aryl-4-hetaroyl-3-hydroxy-1-hydroxyethyl-1,5-dihydro-2H-pyrrol-2-ones with p-toluidine
proceeds at the carbonyl group in the side chain at the C* atom of the heterocycle to form 5-aryl-4-[2-het-
aryl(4-methylphenylamino)methylidene]-1-hydroxyethylpyrrolidine-2,3-diones. The reaction of 5-aryl-4-het-
aroyl-3-hydroxy-1-hydroxyethyl-1,5-dihydro-2 H-pyrrol-2-ones with hydrazine hydrate affords dihydro- and

tetrahydropyrrolo[3,4-c]pyrazoles.

Keywords: 5-aryl-4-hetaroyl-3-hydroxy-1-hydroxyethyl-1,5-dihydro-2H-pyrrol-2-ones, p-toluidine, hydrazine

hydrate
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