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1,2,3,4-TETPATHAAPOITHPHUMU IO]1,2-4]-
BEH3IVMWIA30OJI-2- WA -4-OHbBI

Hzygeno BamMonelicTare 2-aMAHOOCH3MMUA301a ¢ 3dupaMy 3aMEMISHHBIX
KOPHYHBIX KHCIOT ¥  apPHIMNCHOPOM3BOJHBIME  KHCHOTHL  Menpapyma,
YCTaHOBNEHA HANPaBACHHOCTE POPMHUPOBAHIS TETPArHAPOOKCOMAPHMHUANHOBOIO
nukna.  IIpoBeReHO pPEHTICHOCTPYKTYpHOe HccnenoBamme 2-¢ennn-1,2.3,4-
TeTparanponupuMunof 1,2-ajoensmvunazon-4-ona.

Knwouenrle c10Ba: 2-aMHEOOCH3EMEA30], APHIHACHIPOU3BONHEIC KICIOTE!
Menpapyma, dYacTH9HO THAPHPOBAHEBIE nUpEMHNO|1,2-a]0eH3mMunasonsl,
S(prLI 3aMCINCHHBIX KOPWHHEBIX KHCIOT, PCHTITCHOCTPYKTYPHOC HCCICIOBAHHIC,
IHKIOKOH FCHCALHS.

Cpenu 9acTHHHO IHIPHPOBAHHBIX a30JOTHPHUMUINHOB C Y3TIOBHIM aTOMOM
a30Ta COOTBETCTBYIOmMe mHpuMuo|l,2-q]0emuMraa3oel HauMeHee H3y-
HeHsl. B TO e BpeMs 3TO OpUrHHANBHBIE OOBEKTH U (PapMaKoIOrHHEeCKUX
uccrenopanuit {1, 2] m ynoOmele Mozemu png apanusa cTabWiABHOCTH U
KOHPOPMALIHOHHBIX OCOOEHHOCTeH aHHENMPOBAHHBIX [OW- W TETParuapo-
reTepoapoMaTHIeckux ciucreMm [3, 4].

Konpencanueit 2-amunobemsumunasona (1) ¢ o,B-AenpenensHeiMu KeToHa-
M¥ M TUIPOXJIOpHIaMH OcCHOBaHMdA MapHuxa HaMH OpUIR IOIy4EHEI
pazHoobpasueie  apwzamergensste  1,4(3,4)-nurmnpormmprvuno] 1,2-a]6eHs-
uvuzasonsl 2, 3]. CTpeMsach pacHIHpuTh KPYT PEareHToB, HMCIONb3YeMBIX B
CHHTE3¢ YACTUYHO THAPHPOBAHHBIX Aa30JIOTAPHMUIMHOB, MBI HCCICAOBATIH
KOMAeHCAMIO 9(hHPOB 3aMENICHHBIX KOPHYIHBIX KUCIOT 2a-g U apwi-
HICHIIPOM3BOAHAIX KHUCNIOTH Menpapyma 3a,b ¢ ammuOoM 1 B pasimudHbIx
YCIHIOBHAX.

Oxa3anocs, 9T0 NpHU KUILTICHHUH SKBUMOJIIPHBIX KOJIMgecTs amuHa 1 kak ¢
s¢upamu 2a—f, Tak ¥ ¢ apHIIHACHIIPOR3BOMHBIME KUCTHOTEl Menbapyma 3a,b B
mutTpoberrone obpasyrwores  1,2,3,4-tetparanponupumuno] 1,2-a]6enznmun-
azon-2-oHs! (4a—f). Te xe npoxykThl 4a—f NOIyYeHBI P IPOBEACHUN KOHACH-
canup Mexny avuHoM 1 1 adupamu 2a—f B IM®A. B ciiygae sdhupa o-xaop-
KOpHYHOH KHCIIOTHL 2¢ HMMeeT MecTo xomonHuTenbHoe otmermnenue HCl u
obpazopanue COeMHEHHS 5.

B UK cnexrpax coenuaenud 4a—f u 5 (tabn. 1) uMmeroTces monock!, xapak-
TepHBle ANA aMuaHoro dparmeHra Vag (32503050 eM ™) B Veeo (1700—
1684 cm™). B crextpax SIMP 'H pemectr 4a,d HIeHTHGHIEPYIOTCS CHIHATSI
apHIBHBIX NPOTOHOB, rpynusi NH u cuctemsl ABX mpoToHOB gparmesTa
_CH-CH,— mupumuamEoBOro Komena (tabm. 2). Cmextp SIMP 'H
COSHUHEHHS 5 COJepKUT yImpeHHsl cunrieT rpymnusl NH, Mynsrumrer
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2,4, 62,efR=H bR=NO, ¢cR=0Me, dR=F;adR!=H, eR'=Me, fR'=Ph

apWIBHBIX TPOTOHOB W CHHIJIET [POTOHA, HAXOAIMETOCs B MHOJIOXKCHHM 3
OMpHMEAUHOBOTO Koiblia. Huskomomsroe (11.5—12.7 m. A.) monoxkeHue Cur-
mana rpynmsi NH B cmekrpax coefgWHCHHH 4, S THOMYHO IS a30JOMUPH-
MHIOHOB, comepxantux $parmenr NH—C=0 [6], # yxaseiBaeT Ha TO, 4TC
HAaIIPaBJIEHHOCTh Peaknuy (GOPMHUPOBAHHSA NMPUMHEIMHOBOIO IfHKNA COOTBET-
CTBYET AIWIAPOBAHMIO C YyYACTHEM aMUHOTDYINILL, 4 HE SHIOUMKIHYECKOro
PEaKIMOHHOr0 IEHTpa. :

ITpu ocylIecTBIICHAN PEaKidd MEXAY apHIMACH3aMCIICHHBIMU KHUCIIOTHI
Menmsapyma 3a,b u ammmom 1 B JIM®A momydeHs! IPOAYKTHL 6a,b, He
ODIHYAOIMecs OT 2-OKCOTIPOM3BOMHEIX 4a,b HHM cojepXaHueM a3oTa, HHU
MONEKYJApHOM Maccod (cM. Tabn. 1), HO HMEIomMe MHBIE TeMICPaTyphI
IJIaBleHMS W CHEKTpaibHBe xapakrepueruku. B MK cmexrpax coemuHeHmi
6a,b monoca Ve—o cMemieHa x 1732 ML B coexrpax SIMP "9 curnan TPy
NH cIBHHYT DO CPaBHEHHIO C TAKOBHIM y coenuuenuii 4g,d Ha 3 M. A. B 06-
AacTh HoJiee CHIIBHOTO TOJA, YTO CBHACTENBCTBYET 00 H3MECHEHMH B3avMHOIO
pacnonokenus rpyrm NH u C=0O. M3Mendercd W XapaxTep pacIIeTUICHHT
curnaioB npotoHos ¢parmenta CH—CHy: oH cootserctsyer cucteMe AxX, a He
ABX (ta6n. 2). Ha ocHOBaHMH NPUBEICHHBIX JAHHBIX BellecTBaM 6a,b mpuimicaHo
crpoensie 1,23, 4-rerparunpormpumviiolf 1,2-a]0emsuMInason-4-oHoB,  HOATBEPIK-
JEHHOE Pe3ybTaTaMIi PeHTTEHOCTPYKTYPHOTO HCCIEIOBARMS COEUHEHIH 6a.

Mo mammemmv PCA (puc., Tadn. 3), TeTparuApONMpPUMMIHHOBEIA LMK B
coequHenuH 6a Haxomurcs B kougopMmarmu codsl. Orxiionenne atoma Ciy 0T
CpeHEeKBaPATHIHOM IIIOCKOCTH OCTAIBHEIX aTOMOB IuKiia cocrasiser 0.57 A.
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) Xapamepucmlm CHHTE3UPOBAHHBIX coelMHeHni

Tabnuna l

Coenu- Bpyrro- Haiineno N, % T. o, , °C* MK criextp (KBr), M+H] Brxox, %
HEHHUE (dopmyna Brraucneno N, % v, oM™ IM-H]
4a CiHi3N;0 16.02 289-—291% 3056—2650, |, 264 61, (48)%
‘ 15.97 1684, 1636, 1588 262
4b Cy6H12N40; 18.03 260—261 32502700, 57 (534)%
18.18 1684, 1584, 1352 '
4c Cy7H;5N30, 14.20 243—245 3048—2650, 56
o 14.33 1696, 1632, 1580
4d CyH12FN;O 14.90 242—-244 3100—2600, 67
14.95 1700, 1636, 1588
4e Cl7I'Il5N3O _1_4_9_5 255 (paBJI) 3060—*—2736, 50
15.16 1688, 1640, 1588
4f CpHsN30 12.40 250—251 3056—2650, 52
12.39 1692, 1636, 1588
5 Ci6H N3O 16.12 278279 3080, 2900—2500, 58
‘ 16.09 : 1684, 1656, 1580
6a Cy6H13N30 16.03 297299 3100—2900, . 264 63
15.97 1732, 1648, 1592 262
6b C16H1oN405 18.10 >300 3100—3916, 309 60
: 18.18 1732, 1648, 1524 307

*  Coeanuenus 4a—f, 6a,b mepekpucraninzosansl u3 cMecH JIMOA-—nponanon-2, coelMHeHHe 5 — K3 Iponanona-2,

*2 289290 [5].
3 TTo metoamke B.




Jansble CNEKTPOB }IMP 'H past cunresmpoBaHHRIX coeaunenuit B IMCO-dg, 8, M. a., KCCB (J),I')

Ta6auma 2

Coenn-

£611

HEHHE NI (IH, yw. ¢) Hapow, M CH(Hx) CH, (Ha, Hp)
4a 11.7 7.0—7.3 (9H) 5.95 (IH, & 2, Jax = 7.1 3.50 (1H, . 1)
Jox =3.5) 2.90 (1H, 1. 1, Jys =~16.0)
4b 11.8 7.1—8.2 (8H) 6.16 (1H, 1t 1, Jax =7.3 3.62 (1H, 1. 1)
Jax =3.0) 3.04 (1H, Jys =~16.4)
4 11.7 6.9—7.4 (8H) 5.84 (1H, 1. 1, Jax = 7.0 3.43 (1H, 1. 1)
Jsx =3.6) 2.88 (1H, Jug=—16.5)
4d 11.5 7.0-~7.5 (8H) 5.91 (1H, 1. 1, Jax =7.1 347(1H, 1 1) -
Jax =3.4) 2.91 (11, Jyp =—16.5)
4e¥? 117 6.6—7.5 (9H) 5.54 (1H, 1, Jap = 5.0) 3.12 (1H, M) '
4f 12.0 6.9—7.5 (14H) 6.09 (1H, 1, Jap= 4.0) 4.41 (1H, 1)
5 127 6.9—7.7 (9H) 5.92 (11, c) — )
6a 8.6 7.0—7.9 (9H) 5.02 (1H, 1,J=7.4) 3120QH, 1)
6b 8.8 520 (1H, 1, J = 6.6) 3.17 (2H, x)

* Curnan npotoron rpynnst OCHs @ 3.69 (3H, ¢).

6.95—8.35 (8I)

#2 Curnan npotoros rpynnst CH; @ 1.23 (3H, a, J=7.5Tn).




DemIbHbIH

3aMECTHUTEE uMeeT

SKBaTCPHATBHYHO

OpUEHTANMIO

(TOpCI/IOHHBIﬁ Yron C(u)—C(7)—C(g)—C(9) 1680(4)0) Cea3p C(7)—-C(11) (1553 (6)
R) HeckomBKO yITHEEHA IO CPAaBHEHHMIO CO CpeHMM 3HadenueM 1.513 A [7].

Crpoenre MonekyIsl 7a (63 aTOMOB BOJOPOAR) C AIMHAMH CBA3CH (A)

Tabnuma 3

Kooprunarsi (X10%) 4 3xBUBAeHTHDIC H30TPONHbIE TELIOBbIE TAPAMETP5I A2 x 10°
P!
HEeBOJOPOXHBIX 2ATOMOB B MOJIeKyJie 7a

ATtoMm x ¥y z Ugq
O 3026(2) 5523(6) 2148(2) 67(1)
Ny 1438(2) —324(6) 491(2) Si(L)
Ne) 270(2) 2228(6) 856(2) 51(1)
Nay 2168(2) 2766(6) 1268(2) 47(1)
Cay 4132(3) 2029(10) 1386(3) 64(1)
Co 4751(3) 466(10) 1136(2) 73(2)
Co) 4302(3) —1431(10) 662(2) 70(2)
Cw 3196(3) —1859(9) 419(2) 64(1)
Co 2563(3) —318(8) 664(2) 47(1)
Ce 1242(3) 1530(8) 854(2) 42(1)
Con 149(3) 4650(8) 1116(2) 35(1)
Ce) 1103(3) 5223(8) 1817(2) 33(D)
Co 2187(3) 4611(7) 1770(2) 49(1)
Can 3038(3) 1589(8) 11392) 47(1)
Cap -920(3) 4818(8) 1259(2) 47(1)
Cay —1231(4) 3108(10) 1656(3) 70(2)
Cus —2230(4) 3259(10) 1770(3) 72(2)
Caa —2882(4) 5208(11) 1471(3) 76(2)
Cas) —2577(4) 6939(10) 1074(3) 78(2)
Cas —1597(4) 6718(%9) 975(3) 64(1)
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B kpuctamie MOJEKyns! 6a o0pa3yioT IIEHTPOCHMMETPHUHEBIE HMMEPHl 32
cYeT 04YeHb cJIabol MeKMONEKYISPHOH BOIOPOIHOM CBA3YU N@—H@N)...N(l)' (-,
-y, -z); H..N 2.37 A, N-H...N 132°.

TakuMm obpasoM, B3auMopeHCTBHe 2-aMHMHOOEH3MMHAA307a C apUIMACH-
MPOM3BOAHEIMHE - KMCHOTEI Memnsapyma 6a,d B HuTpoOensone m JIMOA
OpOTEKaeT B PasHBIX HANPABICHHIX W NPHBOIUT K 2- mub0 4-OKCOMpPOH3-
BOOHBIM TETParuApormpuMuno| 1,2-a]0eHsuMuasona. AHaIOTHYHAS 3aBHCH-
MOCTH HaIIpaBlieHHs KOHIECHCAIUU OT €¢ YCIIOBHH Habmodanack B peaKiyu
coeaunenus 3a ¢ 3-amma0-1,2,4-TpHazonom [8].

SKCUEPHUMEHTAJIGHAS YACTE

PentrenocTpyKTYpHOe  HechegoBamde.  Kpucramms!  1,2,3,4-rerparanpo-2-(eHun-
mupuMEnof 1,2-a]6ensumunason-4-ona Monokmmagste, CiHN;O: a = 13.427(4), b = 5.641(2),

c=19.295(6) &, B = 110.01°, V= 1373.2(8) A%, M, = 263.29, Z = 4, IpOCTPaHCTBEHHas FPyIIIa
P2y/n, dpe = 1.274 o, = 0.083 mn™, F(000) = 552, mapameTps! SNEMEHTAPHON SUCHKH 1
pHTeHCHBHOCTH 2319  oTpaxemmit (2223 nesaBuCHMMBIX Ry, = 0.05) m3MepeHst Ha
aBTOMATHIECKOM YETHIPEXKDPYx)HOM muppakromerpe Siemens P3/PC (MoK, rpaduTOBRIH
MOHOXPOMATOP, 26/2 6-cKaHUpPOBAHHUE, 28,y = 50°).

Crpykrypa pacmu@poBaHa HPSMBIM METOJOM C HCIIONB30BAHHEM KOMIUIEKCA MPOrpaMm
SHELXTL PLUS [9]. IlosoxeHys aTOMOB BOJOPOAA PACCUATAHLl TCOMETPUIECKY ¥ YTOWHCHEL
1o Mome "Haesnauka" ¢ GUKCHPOBAHHBIME Uy, = 1.2U,, HEBOJOPOXBOro aroMa, CBA3aHHOr0 ¢
IaHHEM BOZOPOAoM. YTounenue mo F- nomgoMarprarsn MHK B aHH30TPOITHOM IPHGIKEHEN
A7 HEBOAOPONHBIX aTOMOB [0 2535 oTpakeHusM HpoBeneHO a0 wR, = 0.178 mo 2223
otpaxenwsM (Ry = 0.071 no 1061 orpaxermam ¢ F > 40(F), S = 0.942). Koopaunars: aToMoB
npuBeReHs! B 1201 3.

WK crmekTphl 3aperdcTpuposanbl Ba crexrpoMerpe Specord M—82 naa tabnerox KBr,
criextpst SIMP 'H — ma cmextpomerpe Bruker AM-300 m Bruker AM—100 a1 pacTBOpOB B
JIMCO-ds, BHyTpermmit cragnapr TMC. Macc-crextpet IoNydeHH Ha crexrpomerpe MSBC
SELMI (ucrommmx 10 pC 22Cf) @I DONOKUTENGHBX U OTPUIATENBHEIX WOHOB TIPH
yekopsiomem Hanpspkeaus 20 xB. KoTpoms 3a 4WCTOTOH MHONYYCHHBLIX COCHAMHEHWM
ocymectsastian ¢ nomompio TCX ma nactumkax Silufol UV-254, snroeHT sTunanerar—OeH3on—
meramon, 2 :2: 1.

4-Denwna-1,2,3,4-rerparuaponupumunc|1,2-alGensumunaszon-2-on (4a) A. Pacteop 032 r
(2 mmons) mermnoporo s¢upa xopuu=odt kmegorer 2a m 0.36 r (2 MMoOmB) 2-aMuHO-
Gemspmunaszona 1 B 1 ma JM®A xumsrar 5 s 10 06pasoBaEus KPUCTATIMIECKOTO OCAIKa,
OXNaKNAIOT, CMEMMBAIOT ¢ 5 M mponaHoia-2 u ordumstposemaior 0.32 r coenuneHns 4a (U3
cmecu IM®A—niporntanoin-2).

Ananornauo u3 avusa 1 v 5¢upos nomysaoT coenuHenns 4b—f.

B. Cmecs 2.32 1 (0.01 mons) S-Oemsmmunen-2,2-nuMeTin-1,3-1okcan-4,6-nuo8a 3a u 1.33 1
(0.01 monp) amwua 1 B 2 Mi1 HuTpoGeHsona xMnaTaT 1 4. Oxnaxaaior, H00aBISIOT 5 Mo
METaHO/Ia, OCAIOK NPONyKTa OTACIIOT dunsrpoanneM. IlonywaroT 1.26 r coenuneHys 4a.

Amanormano u3 amuga 1 1 muona 2b nonygaror coepunenue 4b.

4-@enun-1,2-aurvaponupuamunc|1,2-al6ensumunason-2-ou (5). Pacreop 0.39 r (2 Mmoms)
METHAOBOTO (h¥pa O-XJIOpKOpHIHON KucxoTsl 2g @ 0.36 r (2 Mmoins) amuHa 1 B8 1 M JMOA
KAIATAT 15 MEH, OXNaX[aroT, CMEIMBAIOT ¢ 5 MJI IpomaHona-2 ¥ orduibTpoBeBaoT 0.3 T
coenpHeHMs S.

2-®enun-1,2,3,4-rerparuaponupumunoll,2-aloensumunazon-4-on {(6a). Cmecy 232 T
(0.01 moms) mmona 3a m 1.33 r (0.01 mosp) amuma 1 B 2 mn JM®PA xunsrar 10 mum.
Oxnaxnarot, nobaensior 10 Mu mpomarona-2, OCafok OTAEIAOT (uiusTpoBanmueM. Ilomydaror
1.66 T ipoxykTa 6a. ’

Asnanorsgso u3 amusa 1 u qviona 3b nonywarot coenmHeHue 6b.
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