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CHUHTE3 IPOU3BOJHBIX 2-TUOKCO-1,2-IUTUJAPOINIUPUIANHA
M 1,2,3,6-TETPATHJIPONIUPUINH-6-TUOHA TETEPOIUKJIN3ALIMEN
3-AMUHO-N-OEHUJI-2-BYTEHTUOAMUJIA C 2-3AMEINIEHHBIMU ANETOHUTPUJIAMMU

VccnenoBaHbl TeTepOLUKIN3alMK 3-aMUHO-N -peHmn-2-0yTeHTnoamMmuna ¢ 2-3aMeleHHbBIMHE alleTOHUTPUIIAMHU, KOTO-
pBle IPOTEKAIOT 110 cxeMaM [4+2]- u [3+3]-uukI0KoH eH calHii ¢ 00pa3oBaHueM MPOU3BOAHBIX 1,2-nuruapo- u 1,2,3,6-
terparuaponupuanHa. O0mas 0coOEHHOCTh 3TOW TPYNIBl peakUWid — B3aWMOJEHCTBHE aKTHBHOW METHIJIEHOBOM
TPYIIBI 3aMENEHHOT0 alleTOHUTPHIIAa C eHaMHHHEIM yriieponoM C™ 3-amuHo-N-dennin-2-6yrenTnoamuaa. BersicueHo,
YTO peakIHOHHAs CIOCOOHOCTh QYHKIIMOHATHHBIX TPYNI 2-3aMENICHHBIX alleTOHUTPIIIOB 0 OTHOLICHHUIO K N-aToMy
¢dennnamunorpynns! 3-aMuHo-N -penun-2-6yrenTnoamua Haxoaurcsa B rakom nopsagke: COOEt>CN>CONH, Peak-
1usi, Kotopas 3atparuBaer TnoaMuaHeiii C-atom 3-amuHO-N-pennn-2-6yreHTHOaMuAa, pealu3yeTcs TOJBKO B Ciiydae

HCIOJb30BaHMS I[HaHOAI[ETAMHU/IA.

BBEJIEHUE. 3{R-amuH0)-2-0yTeHTrHOaMHIB! (3-aMu-
HOTHOAKPHJIAMH/IBI) SBISIOTCS MOJH(DYHKIIMOHAIBHBI-
MH PEeaKIMOHHOCIHOCOOHBIMU peareHTaMu, BCIEACT-
BHE YEro IMUPOKO MPUMEHSIOTCS B OPraHHYEeCKON Xu-
MHH Ui CHHTE3a a30T- U CEepycoIepKalIuX reTepo-
uKIIoB [1, 2].

Panee Hamu Obina paspaboraHa yaoOHas MeTo-
JUKa noxydeHust 3-aMuHO-N -peHm-2-0yTeHTHoaMu-
na [3], omHaKo ero CHHTETHYECKHE BO3MOKHOCTH OC-
TaBaJMCh HEPACKPBITHIMH.

JanHast paboTa MocBslleHa UCCIEN0BaHHIO Te-
tepouukansamuii  3-amuHO-N -pernn-2-6yrenTnoamu-
Ia ¢ 2-3aMEUICHHBIMH aleTOHUTPUIAMH, TIPOIYKTEI
KOTOpBIX — mpousBoaHbie 1,2-muruapo- u 1,2,3,6-
terparuaponupuauiHa. CHHTE3 yKa3aHHBIX COEIUHE-
HUH MHTEPECeH TeM, 4TO B JAHHOM KJIacce reTepoly-
KIJIOB UMEIOTCS JIEKapCTBEHHBIE Mpenaparsl, oomana-
IONTUE aHTHUCENTUICCKUM, IPOTHBOTPHUOKOBBIM U Kap-
nuotoHndeckum aeiicreuem [4]. [poussoaubie 2-(tu)-
OKCOMMPHUANHA TAKKE MPOSBUIH HIMPOKUU CIEKTP
OMOJIOTHYECKON aKTUBHOCTU M OBLIN IPEAJIOKEHEI B
KayecTBE KOPOHAPHBIX, aHAJIBIeTHIECKNX, aHTHTHIIEeP-
TEH3UBHBIX, AHTUANAOCTHUYCCKUX, AUYPETHUECKUX HU
MPOTHBOBOCHATHUTENBHBIX CPEACTB [5—7).

Wzyuenne mukiaoxonnencanuii 3-amuHO-N-(e-
HUI-2-0yrenTroamua ¢ CH-kucmoramu, coep Kanii-
MU HUTPHIBHYIO Ipyrnny (MaJOHOIWHUTPUI, [HAH-
THOALETAMUJ U [IMAHYKCYCHBIN 3(uUp), aKTyaabHO U
C MO3UIUH BBISACHEHHUS] PETHOCENEKTUBHOCTH U 3aK0-
HOMEPHOCTEH MPOTEKaHHUS TaHHBIX PEaKIIHi, TTOCKO-
JIbKY BCIEICTBUE MHOTO(QYHKIMOHAJIBHOCTH CYyOCT-

pPaTOB M PEAreHTOB BO3MOXKHO OCYIIECTBIIEHHE KaK
peruocnenpuuecKux U peruoceaeKTUBHBIX, TaK U He-
CENIeKTUBHBIX MPOIECCOB.

BeisicHeHo, 4TO AaHHas Ipynna peakuui npo-
HCXOJHUT TOJIbKO B IPHUCYTCTBUE OCHOBAaHHUS (TPHUITHU-
JaMHHA) M TAKOTO BOJOOTHHUMAIOIIEro/KOHICHCUPY-
IOIEro CPeCTBA, Kak MonekyinspHbie cuta 4 A. Ha
cXeMe, IPUBEICHHON HUXKe, T0Ka3aHbl Pe3yNbTaThl re-
Teponukau3anui 3-aMuHO-N -peHII-2-0yTeHTHOAMU-
Jla ¢ MaJOHOJWHUTPUIOM, IMAHOAUETAMUJIOM H IIH-
aHyKCyCcHBIM 3(pupom. Peakunu ocymiecTBISIOTCS 1O
cxemaMm [4+2)- u [3+3-MKIOKOHICH AN, & 3aMEIleH-
HbI€ allETOHUTPUIIBI BBICTYNAIOT B POJIH, COOTBETCT-
BeHHO, 1,2-Hyki1eoDUIIeKTpOPuIbHbIX (OTUIIEHT-
poBbIxX) M 1,3-nuHyKIIe0QMIBHBIX peareHToB. Benen-
CTBUE 00pa30BaHUs 3HAYUTEIBHOTO KOJIMYECTBA CMO-
JIUCTBIX TIPOAYKTOB BBIXOJIBI LENEBbIX COSTMHEHUN CO-
craBisioT 39—57 %.

CTpyKTypa NpOLyKTOB peakLUil IIOATBEPHKACHA
Kak naHHeiMu crnektpockonuu AMP “H, UK-, macc-
CHEKTPOMETPHUHU, TaK U PE3yNbTaTaMH 3JIEMEHTHOTO
aHanm3a. CtpoeHne coenuHeHn# V TOKa3aHO Takxke
UX a30COUETaHHEM C COJISIMH apHIAMA30HUS — MHpPH
9ToM OBLTH BhIAENEHH 1,2,3,6-TeTparuaponupuiuH-
2-truonsr (VI a-s).

B cnektpax AMP 1 Beex COCAMHEHUN Xapak-
TEPUCTUYCCKUMU SIBJISFOTCS CHHTJICTHBIE CUTHAJIBI TIPO-
Tonos H3 (H5), rpynnsl 4-CHg (COOTBETCTBEHHO
597—7.07 u 2.20—2.75 MJ'IH_]') U MYJbTHILICTHBIC
CHTHaJIBI OPOTOHOB apomaruyeckux kojer (7.01—
7.68 MJIH_]'). B N K-cnekTpax Bcex CUHTE3UPOBAaHHBIX
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Ar = Ph (VII @), 4-CH30CgH4 (VII 6), 4-BrCeH4 (VII B).

IPOM3BOTHBIX MUPHUINHA XapaKTCPUCTUICCKUMH SIB-
JAIOTCS MOJIOCH morioineHus mpu 3250—2900 CM_l,
OTHOCSINKMECS] K BAJICHTHBIM KOJICOAHHUSIM CBsI3CH
C-H rerepoapomarnueckux nukios. B UK-cnekr-
pax coeguuenuii |11, IV, V, VII a—8 nHabmnonatorcs
TaK)Ke IOJIOCHl IOTJIOIEHUS HHUTPHIBHBIX TPYHI
(2220—2150 CM_]'), a coemuuenwii |11, V, VI, VII a—8
— kapGonnneHbIX rpymn (1700—1650 cm™Y). Mace-
CIIEKTPBI BCeX MPOMU3BOAHBIX 1,2-muruapo- u 1,2,3,6-
TETPATUAPONUPHUINHA XapaKTEPU3YIOTCS HATUIHEM
UKa MOJICKYJIIPHOTO HOHA.

Crnenyer OTMETHUTH, YTO B MPOIIECCE MOTYICHUS
coemuHeHus VI mpoucxomur mepesTepuUKanys Cio-
)kHO3(upHOTO (hparmMeHra, M STOKCUKAPOOHUIbHAS
rpymmna MCXO0JHOTO IUAaHYKCycHOTO 3dupa mpespa-
maercss B METOKCHKapOOHMWIbHYIO Tpynmny 1,2-nurus-
pomupuanHa VI. [Toatromy crpoenue coennnenus VI
JIOKA3aHO PEHTTCHOCTPYKTYPHBIM METOIOM.

OOmuit Bua Monekynsl VI, a Takxe ee OCHOB-
HBIC JUTMHEI CBSI3¢i U BaJICHTHBIC YTJIBI IPUBEICHEI HA
pucynke. Ilenrpanpubiii rereponukia N (1)C(1-5)
WIOCKU# (OTKJIOHEHHUSI aTOMOB OT CPEIHEKBAAPATHY-
HOii mrockoctH He mpesbimaioT 0.024 R). B cuny
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NC-CH,-CONH,
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I CH,0H

. CH, CH,
. Ar-N=NCI" NC. - CHyO,C..
- t |
Qo N 5 Q I'l-T 5 H,N l'rl 5
Ph Ph

CTEPUYECKUX YCIOBHH OEH30-

apHOe kousbio C(9-14) emy

OpPTOTOHAJILHO — COOTBETCT-

BYIOLLMH IBYTPaHHbIH Yroi co-

crapnser 87.8°. Atomer N(1)

1 N(2) uMeroT MI0CKOTPHUro-

HAJIbHYIO KOH(UTYypaIuio cBs-

3eif — cyMMa BaJICHTHBIX yT-

JOB TPU 3THX aTOMAax COC-

CH, tasnser 360.0 u 3585°. ITnoc-

KOCTb cBsizeii aroma N(2) pas-

| = BEpHYTa OTHOCHUTEIBHO LIHK-

na N(Q)C(1-5) mmm na 9.3°.

Takas MonekynspHast KOH(pOp-

Manws OaromnpusTHa Ui 3¢-

(DEeKTUBHOTO COTPSDKEHHUE MEXK-

Jly HEMOAEIIEHHON 3JIEKTPOH-

HO# mapoii atroma N(2) u p-

cUCTEeMOM 3Toro mukia. Jlei-

creutenbHO, CBs3b N(2)-C(5)

1.336 (3) A, uepes koropyio

3TO B3aMMO/JIEHCTBUE Tepena-

eTCsl, CyIIeCTBEHHO YKOpOUe-

Ha 110 CPaBHEHHMIO €O CraHIap-

THBIM JUTSl ONMHAPHBIX CBSI3EH

N(spz)—C(spz) HHTEPBAIOM

3nauennit 1.43—1.45 A [8, 9.

Oco0OeHHOCThI0O MOJIEKY-

JSIPHOH CTPYKTYpBI coeluHeHus | sinsercs obGpaszo-

BaHue BecbMa npounoii [10] Bogopoano# cszu N (2)—

H (1)*eeO(1) (N+eeO 2.641(3) A, HeeeO 1.93(3) A ,; NHO

142(2)°), sambikarouieit mecrunwiennsiii wuka O(1)C(7)
C(4C(5)N(2QH(2).

Crour orMeruts cnenytomee. Ecimm B 1,2-murua-

ponupuausae VI B TBEpOM COCTOSTHIHM aMHUHOTPYIIA

NH»6 3aduxcupoBaHa BHYTPUMOJEKYISIPHOH BO-

CE.I 302 -' '?:51
e @

N,-P].l
H

H,NT N7
Ph
v

VI

O6uuit Bua Mousiekynsl coequaeHust V1. OCHOBHbBIC JUTHHBI
cesseit (R) u Banentusre yrum (rpan): S(1)-C(1) 1.681(2),
O(1)-C(7) 1.222(3), O(2)—C(7) 1.329(3), O(2)—C(8) 1.442(3),
N (1)—C(1) 1.402(2), N(1)—-C(5) 1.374(3), N(1)—-C(9) 1.446(2),
N(2)-C(5) 1.336(3); C(7)O(2)C(8) 116.7(1), C(1)N(1)C(5)
123.0(2), C(1)N(21)C(9) 119.3(2), C(5)N(DC(9) 117.7(2).
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JOPOAHOM CBsA3bIO (CM. PUCYHOK), TO B pacTBOpe 3Ta
rpyIlma, BeposTHO, Bpamaercs BOKpyr cBs3u C—N,
Tak Kak B crnektpe AMP ' ee curnan MPOSBIISIETCS
B BHJIE YIIUPEHHOTO CHHTJIETA.

AHanmu3 peakInOHHOW CIOCOOHOCTH IIMaHOaIle-
TamMuja, MAJIOHOAWHUTPHUIIA U IUAHYKCYCHOTO 3(u-
pa B peaknusax ¢ 3-amuHO-N -pennn-2-6yrenTnoaMu-
oM | mo3BossieT 0OHAPYXHUTH CICAYIOUINE 3aKOHO-
MEpPHOCTH.

OOmast 0cOOEHHOCTh BCEX TPEX peakiuii — oJI-
HOW W3 YXOAAIIUX MOJIEKYJ SIBIISIETCS aMMHAK, TO
€CTh BCErJa IMPOUCXOIUT B3aUMOJCHCTBUE aKTHBHOM
METHJICHOBOMW T'PYMIbI 2-3aMEUIEHHOTO alleTOHUTPU-
Ja ¢ EHAaMUHHBIM YTIIEPOIOM c3 3-amunO-N -penn-
2-0ytentroamuia |. KpoMe Toro, 3IMMHHUPYEMBIMH
MOJIEKYJIAMHU SIBISIIOTCSI TAKXKE CEPOBOJOPOJ M ITa-
HOJ (00pa3yrTcs, COOTBETCTBEHHO, TPU MOJY4YEHHU
coenunenuii 111 u V). Cienyer oTMETHTB, Y4TO aHH-
JUH IIPU 3TOM He oTHiervisiercs. B memom rereponuk-
JMU3aIMH OOBIYHO OCYIIECTBISIOTCS IO THOAMUJ-
HoMy N-atomy 3-amuuo-N-¢enmn-2-0yreHTnoamu-
na | u CH rpynme 3aMeleHHoro aleroHuTpuia (cxe-
Ma nukinsanuu [4+2]) ¥ TOJbKO B peaKiuyu THOAMU-
na | ¢ mmaHoameTaMUAOM peau3yercs TOMOJIOTHS
tuna [3+3], xapakTepusyoomascs B3auMOICHCTBUEM
N-aToMa kap0OaMOMIBHOW TPYIIIEI [HaHOAIETAMHUIa
¢ THOAaMUIHBIM C-aTOMOM.

FeTepouuknau3anuy MUAHOALETAMHAA C THO-
aMUIOM | IPOTEKAIOT MPEHUMYIIECTBEHHO C YIaCTHEM
METHJICHOBOW M HUTpUIbHOW rpynm (Beixonx 1,2-
muruaponupuaunaa |1 42 %), u B MeHbIIel Mepe — ¢
BOBJICUEHHEM METHIICHOBOW M aMUAHOW rpymm (BbI-
xoa 1,2-nurupponupuauna |1 12 %).

Hnsa peaknuid 1maHykcycHoro a¢gupa Habmomae-
TCS WHasl PETHOCEICKTUBHOCTh — JIOMUHUPYET IUK-
JIOKOHJICHCALIUS C YIaCTHEM €r0 METHJIEHOBOH U CIIO-
xHOodbupHOH rpynm (Beixon 1,2,3,6-rerparuapomnu-
puaunaa V 46 %), 1 B MCHBIICH CTEMEHH OCYIIECTB-
JseTCsl MUKJIN3alns 0 METHICHOBON U HUTPIMIIBHOHN
rpynnam (Beixon 1,2-muruaponupumuna VI 11 %).

[TockonpKy TPOM3BOMHBIEC AIICTOHUTPUIA SBIIS-
forcsi CH-KHCIOTaMH B B pEeakIUU BCTYNMAOT B BHUJIE
KapOaHHOHOB [11], a KHCIIOTHOCTH METHIIEHOBOM IpyII-
bl TPOMEXYTOYHOTO MpoaykTa (X) CyLIeCTBEHHO HH-
ke, 4eM B MCXOJIHBIX peareHTax, T0 0o0Jjiee BEpOSITHBIM
SIBIISIETCST TIPOXO’KACHNE TeTEPOUNKIN3AINNA Uepe3 WH-
Tepmenuar | X.

[anee HampaBieHUe peakKIUU 3aBHCHT OT CTPYK-
Typsl 3amectutens R: B caydae R = CO,CoH 5 muk-
nu3anus npoucxogutr mo N-atomy ¢eHMIaMHHHON
TPYIIBl C Yy9aCTHEM KaK CIOKHOY(DUPHOU TPYIIIEI
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(mpenmoyTUTENHHOE HAMPABICHHUE), TAK U HUTPHUIIb-
Ho# rpynmel uaTepMenuara [X. Ecmn R = CONHy,
TO UUKJIOKOHACHCAIMS OCYIIECTBIACTCS KaK aTaka
N-atroma (eHMIAMHHHON TPYHIBI 10 HUTPHIBHOMY
bparmenty (TOMUHHPYIOIIEe HATPABICHHE) JIHOO Kak
peakuus N-atoma kapOaMOHMIBHOH TPYIIIBI IO THO-
KapOOHUIBEHOMY YTIIEPOLY:

I

NC!‘:“*R
CH, CH,
R_ .= N
V. rHE N
Il 5
N l'l'IH HN™ N7 s
Ph Ph
IX

R = CONH2, CN, CO2C2Hs5,

B nenom peakimoHHas crnocoOHOCTh (YyHKIHO-
HAJBHBIX PYIIN 2-3aMEIICHHBIX al[eTOHUTPUIIOB 10 OT-
HOIIeHHIO K N-aToMy (PeHHITaMHHOTPYIIBI 3-aMHHO-
N-denm-2-6yreHTHOAMHIa HAXOAUTCS B TAKOM I10-
psankxe: COOEt>CN>CONH, Peaxmus 3-amuno-N-
bennn-2-0yrenTnoamua, 3atparuparpomas C-atom TH-
0aMUIHOTO (parMeHTa, MpoTeKaeT TOJIBKO B CiIydae
MPUMEHCHUS [TUaHOAIeTaAMHU/IA.

Cuektpsl AMP " sanucans na npubope Va-
rian-300 (pab6ouas wacrora 300 MI'm) B pacTtBOopax
JAMCO-dg u CDCl3, BHyTpennuii crangapr TMC.
N K-cniekTpsl 3aperucrpuposansl Ha npudope UR-20
B Tabinerkax K Br. Macc-ciekTpsl CHATHI Ha Ipubope
MX-1321 (70 m3B, 200 °C). UnauBuayanbHOCTb coe-
IUHEHUH W XOJl peakIHU KOHTPOIHPOBAIH METOIOM
TCX B cucreMe TeKCaH—XJIOpO(POpM—ITHIAIETAT
(25:20:5) na mracruakax Sorbfil.

OKCIEPUMEHTAJIBHAA YACTh. Cunmes 6-amu-
Ho-5-kapbamoun-4-memun-1-gpenun-1,2-oueudponupu-
oun-2-muona (II), 6-amuno-4-memun-1-penun-5yuano-
1,2-0ucudponupuoun-2-muona (1V) u 6-apuramuno-4-
memun-3-yuano-1,2-oueuoponupuoun-2-ona (III). Pac-
tBop 1.92 r (0.01 mouns) 3-amuno-N -hernn-2-6yren-
tnoamuzaa |, 0.01 MoJib 3aMEIIEHHOT'0 alleTOHUTpPHIIA
(umananeramMuga, MaJIOHOMHUTPUIA, IIHAHYKCYCHO-
ro a¢upa), 1.01 ma Tpustnnamuna u 2.0 r MosIeKyJIsi-
pubix cut 4 A B 12 Mt 6e3B0IHOTO MeTaHOTA KHIIs-
tinu 12—21 4. [1pu oxnaxaeHuu cuta 4 R Bmecre ¢
BBIMIABIIMM ocankoM coeaunenus 11, IV, V oTdunst-
POBBIBJIH, CYIIMIIN Ha BO3AYXE M ABAXKIBI dKCTParh-
poBaiu opranudeckyro ¢azy 3mn IMDA mpu 125—
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130 °C. OGbeMHEHHbIH SKCTPAKT YNapHBaH U BbI-
JEMUBIIUACS 0CafoK 1,2-AuruapOonupHInH-2-THOHA
I1, 1V, V nepexpucrannuzossiBanu u3 M DA.

6-A muno-5-xapoamoun-4-memun-1-gpenun-1,2-ou-
auoponupuoun-2-muon (II) . Berxox 1.09 r (42 %), T.1w1.
292—295 °C. UK-cnextp (KBr, n, cm™ ) 3480, 3400
—3000 1670, 1600, 1550, 1470 1400, 1310. Cuektp
AMP H (IMCO-dg, d, MH " ) 2.23 ¢ (3H, 4-CHy),
6.34 c (2H, NH»), 6.77 ¢ (1H, H-3), 7.16 m (2H, Ar),
7.58-7.68 M (5H, Ar+NHy).

Haiineno, %: C 59.95; H 4.85; N 15.88; S 12.27.

C13H 13N 30S. BLIqHCHeHo %: C 60.21; H 5.05; N
16.20; S12.36. MSEI: M =259,

6-A muro-4-memun-1-gpenun-5-yuarno-1,2-oucuopo-
nupuoun-2-muor (1V). Beixonx 0.941 (39 %), T. .
297—298 °C (u3 IMCO). UK-cniektp (KBr, n, cm )
3400,
Cnekrp SIMP St (AMCO-dg, d, i ): 2.20 ¢ (3H,
4-CHg), 6.81 ¢ (1H, H-3), 6.91 ¢ (2H, NH,), 7.18 m
(2H, Ph), 7.48-7.59 m (3H, Ph).

Haiineno, %: C 64.61; H 4.65; N 17.43; S 13.16.

C13H 11N 3S. Beruncneno, % C 6471 H 459, N
17.41; S13.29. MSEI: M =241

4-M emun-2-oxco-1-ghenun-3-yuano-1,2,3,6-mem-
pazuoponupuoun-6-muon (V). Beixog 1.11r1 (46 %),
T 263—265 °C (u3 IM®A). UK-cniextp (K Br, n,
CM ) 3000 2200, 1640, 1513 1420, 1330. Cmektp
SIMP H (CDClj3, d, muH ™ ) 2.34 ¢ (3H, 4-CHy), 5.94
¢ (1H, H-3), 7.04 ¢ (1H, H-5), 7.38 m (3H, Ph), 7.56 m
(2H, Ph).

Haiineno, %: C 64.75; H 393; N 11.87; S12.93.

C13H 10N 0S. BLIqHCHeHo %: C 64.44; H 4.16; N
11.56; S13.23. MSEI: M =242,

MeraHONbHBIA QUIBTPAT YIAPHUBAIH, MOJYBS3-
KUl ocratok pacrupanu ¢ Swmin 5%-ro pacrBopa
K OH. 3atBepaeBuryto maccy coegunennii 111, VI ot-
(UIBTPOBBIBANH, BHICYIIUBAINA U MEPEKPUCTAIIN30-
BBIBAJIM U3 2-IPOTIAHOIA.

4-M emun-6-gpenunamuno-3-yuano-1,2-oueudpo-
nupuoun-2-on (111). Beixox 0.27 r (12 %), T.1u1. 208—
210 °C. UK -criextp (K Br, n, cm™): 3400, 3200- 2900
2200, 1650, 1590, 1490 1400. Cnektp SAMP ot
(AMCO-dg, d, maH ) 2.23 ¢ (3H, 4-CHy), 5.97 ¢ (1H,
H-5), 7.01m (1H, Ph), 7.36 M (2H, Ph), 7.52m (2H, Ph),
9.21¢ (1H, H-1), 11.52 ymu. ¢ (1H, CO-NH).

Haiimeno, %: C 69.03; H 5.04; N 18.44.

C13H 11N 0. BLIchneHo %: C 69.32, H 492, N
18.65. MS-El: M =225,

6-4 muno-4-memun-5-memoxcuxapoonun-1-¢ghenun-
1,2-0ucuoponupuoun-2-muon (VI). Beixox 0.30r (11
%), T.1mu1. 206—208 °C (u3 sTumanerara). MUK-crextp
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3200, 3000 2150, 1650, 1600, 1530, 1460.

(KBr, n, cm ): 3400, 3250, 3050 3000, 1660, 1614
1545, 1450, 1340. Cniektp AMP Iy (CDCl3, d, mas )
2.40 ¢ (3H, 4-CHy), 3.87c (3H, COOCHy), 7.07 ¢ (1H,
H-3), 7.26 m (2H, Ph), 6.80-7.30 yu1. ¢ (2H, NH»),
7.56—7.67 m (3H, Ph).

Haiineno, %: C 61.33; H 5.30; N 10.24; S 11.90.
C14H 14N 505S. Brruucneno, %: C 61.29; H 5.14; N
10.21; S11.69. MSEl: M *=274.

PeHTreHoCTpyKTypHOE HCCIeI0BAaHUE MOHOKPH-
craimna coeguHeHus VI ¢ TUHEWHBIMH pa3Mepamu
0.32x0.39x0.44 MM OBIIO MTPOBEACHO MPU KOMHATHOM
tTemneparype Ha aBromarudeckom CCD-mugpakro-
merpe Bruker Apex Il (MoK susnyuenue, | 0.71069 A,
Oyaxc 26:3°, 8EhE£8, 9£kE£9, -30£ | £ 30). Bee-
ro 6s110 cobpano 6897 orpakenuit (2508 HesaBuCH-
MbIX oTpaxkeHud, Rj,; = 01). Kpucramnsl coenune-
aus VI TpukiIMHHBIE, A 6 9564(3), b 7.4374(3), c
25. 120(1),§ V 1299, 7(1)/3\ M=274.3, Z=4, d,,,.=
=1.40 r/em® M=2.48 cv , F(000) 576, npocrpanct-
BeHHas rpynmna P2;2:2;. CprKTypa pacmuppoBaHa
OpPSIMBIM METOJIOM U YTOYHEHA METOIOM HAUMEHBIIUX
KBaJIpaTOB B IMOJIHOMAaTPUYHOM aHHM30TPOITHOM IIPH-
OJIFKEHUU C MCIIOJIb30BaHUEM KOMILIEKCa IIPOTpaMM
CRYSTALS [12]. B yrounenun ucrnoas3oBano 2080
orpaxenuit ¢ | >3s(1) (229 yrouHsieMbIx mapamer-
poB, uKcio oTpaxkeHuit Ha mapamerp 9.1). Bee arto-
MBI BOJOPO/Ia OBUIN BBISBICHBI U3 PA3HOCTHOTO CHH-
Te3a MEKTPOHHON IIOTHOCTH M YTOYHEHBI H30TPOII-
HO). Ilpu yrouHeHuH ObLIa HCIIOJIb30BaHA BeEcOBas
cxema Yebprmesa [13] ¢ Tpemst mapamerpamu: 0.74,
0.61 u 0.39. OxoHuaTenbHbIE 3HaUCHUS (PaKTOPOB pac-
xomumoct R 0.029 u Ryy 0.037, GOF 0.851. Ocrato-
HHas JIEKTPOHHAS IUIOTHOCTL U3 PASHOCTHOTO PJa
®ypwe cocraBiser —0.46 u 0.52 elE3. A6comoTnas
KoH(purypanus crpykrypsl (1) 6bi1a onpenenena mo
merony ®mdka [14]: sHAHTHOMOJBHBIN MapaMeTp
yrouden go 0.07(9)). IToausiii HaGOp PEHTIEHOCT-
PYKTYPHBIX NAaHHBIX JJIS COeAWHEHUs | 3amemoHupo-
BaH B KeMOpumxckoM 6aHKe CTPYKTYPHBIX JaHHBIX
(CCDC 799174).

A3zocouemanue 4-memun-2-oxco-1-enun-3-yuaro-
1,2,3,6-mempacudponupudun-6-muona (V) ¢ xaopuoom
apunouaszonus. K pacrsopy 1.21 r (0.005 mous) 1,2,3,
6-rerparugponupunuHa V B 5wma 60 %-ro BogHOTO
pactBopa JIM®A, coaepxkamero 0.35r anerata HaT-
pust, npu 5 °C npukansiBagi pacTBOp CONM APUIIH-
a3oHwus (MOJIy4eHHBIH mpu neiictBun pacrtsopa 0.34r
HuUTpuTa HaTpus B 1.2 M Boxael Ha pacteop 0.005
MoJIb apunamMuHa B cMecu 1.28 mu1 KOHIIEHTpUpPOBaH-
HOW comstHoi kucnotel U 1.32 mut Bobr). CycreH3uro
nepeMenrnBain 2 9, OTQUILTPOBBIBAIN TEMHO-KpaC-
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HBIA ocanok coenuHenus VIl a8 u npoMbIBamu ero
Bogoi (2x3 wmu), 70 %-ubiM wu3ompomanoaom (2x3
MUIT), CYUIMJIH Ha BO3JyXe U MEePEKPUCTAIIN30BbIBAIN
M3 3TaHOJIA.

4-M emun-3-¢henuneuopasono-1-gpenun-6-oxco-5
yuano-1,2,3,6- mempaeudponupuduH-Z-mu(m (VIl a).
Beixon 1.07r (62 %), T.m1. 205—207 °C (u3 sramo-
na). UK-crexktp (KBr, n, cm ) 3000 2200, 1700,
1600, 1540 1440, 1380. Cuextp SIMP Sé| (CDClj3, d,
MJTH ) 2.75c¢ (38H, 4-CHy), 7.13m (2H, Ar), 7.40 m
(1H, Ar), 7.57 m (7H, Ar), 12.82 yr. ¢ (1H, NH).

Hatigeno, %: C 66.12; H 4.32; N 15.85; S 9.19.

C19H 14N 4OS. BLIchneHo %: C 6588, H 4.07; N
16.17; S9.26. MSEI: M =346,

A-M emun-3-( 4’ -memoxcughenun) cuopasono-1-ghe-
Hun-6-okco-5-yuano-1,2,3,6-mempazudponupudun-2-
muon (VI 6). Beixox 1.05 r (56 %), T.1mut. 217—219
°C (u3 sranona). MK-crextp (KBr, n, cm™ ) 3100,
3000, 2900 2220, 1670, 1580 1520, 1420. Cuektp
SIMP H (CDCl3, d, muH ) 2.71¢ (3H, 4-CHy), 3.86
C(3H,CHZ0), 7.01 1 (2H, J=8.6Tu, 4-CgH,), 7.11 1
(2H, J=8.6 Ty, 4-CgH,), 7.48-7.54 m (5H, Ph), 12.71
yur. ¢ (1H, NH).

Hatigeno, %: C 63.67; H 4.24; N 14.77; S 8.38.

CooH 16N 405S. BLIchneHo %: C 63.82; H 4.28; N
14.88; S8.52. MSEI: M*=376.

4-M emun-3-( 4’ -0pomghenun) eudpasono-1-gperun-
6-oxco-5-yuano-1,2,3,6-mempacudponupudun -2-muon
(VI 6). Brixox 1.08 1 (51 %), .nt. 200—201 °C (u3
sranona). MK-cnekrp (KBr, n, cm— ) 3000, 2220
1700, 1600, 1540, 1440 1420, 1390. Cniextp AMP Sé|
(IMCO-dg, d, man" ) 2.63 ¢ (3H, 4-CHy), 7.24 1
(2H,J=7.5Tn, 4-CgH,), 7.54 M (4H, Ar), 7.69 m (3H,
Ar), 12.88 yur. ¢ (1H, NH).

Haiineno, %: C 53.57; H 2.89; N 12.90; S 7.26.

C19H13BrN4OS. BI:I‘II/ICJIGHO %: C 53.66; H 3.08; N
13.17; S7.54. MSEl: M =425,

PE3IOME. Hdocnimkeno rerepouukiizamii 3-amino-
N-denin-2-6yrentioaminy 3 2-3aMilleHUMH aleTOHITpHIIA-
MH, sKi nepebiraroTh 3a cxemamu [4+2]- i [3+3]-uuknonpu-
€HAHHS 3 YTBOpeHHsM moxigaux 1,2-qurigpo- i 1,2,3,6-rer-
parizpomnipuauHy. 3arajJpHOI0 OCOOJNHBICTIO Wi€l rpymu pe-
aKIiid € Te, M0 3aBXJAU BiIOYBAETHCS B3a€EMOJIis aKTHBHOT
METHJIEHOBOI TPyIH 3aMIilIEHOTO AaIeTOHITPUWIY 3 €HaMiH-
uuMm Byrieuem C° 3-amino-N-denin-2-6yrenrtioaminy. 3's-

WuctutyTr opranmveckoit xumun HAH VYkpaunsi, Kues

ISSN 0041-6045. YKP. XMM. XKXYPH. 2011. T. 77, Ne 1

COBaHO, IO peakxIfiiiHa 3JaTHICTh (YHKIIOHAJIBHUX TPYI
2-3aMilieHnX aleTOHITPpUIIB mo BigHomieHHio a0 N-atoma
¢beninaminorpynu 3-amino-N-denin-2-6yrenrioaminy pos-
TaIIOBAaHA B TAKOMY MOPSIIKY: COOEt>CN>CONH, Pe-
aKmis, mo 3avinae tioamigauii C-atom 3-amino-N - (beHm -2-
OyTeHTioaminy, nepebirae TiNbKH y BHNAJIKy BUKOPHCTaH-
HA LiaHOAIETaMiny.

SUMMARY. The heterocyclizations of 3-amino-N-
phenyl-2-butenthioamide with 2-substituted acetonitriles
which proceed by cyclocondensation schemes [4+2] and
[3+3] resulting in 1,2-dihydro- and 1,2,3,6-tetrahydropyri-
dine derivatives are studied. The general feature of this
reaction group is interaction of the active methylene group
substituted acetonitrile with 3-amino-N -phenyl-2-buten-
thioamide enamine carbon C°. It is established that 2-
substituted acetonitriles functional group reactivity is posi-
tioned in the following order relatively to 3-amino-N-phe-
nyl-2-butenthioamide phenylaminogroup N-atom: COOEt>
CN>CONH, The reaction of 3-amino-N-phenyl-2-buten-
thioamide W|th affect on the thioamide C-atom can be rea-
lized only with usage of cyanoacetamide.
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