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CHHTE3 3-IAMETHJI®EHUICHIIVII3AMENEHHBIX
NUPHU/IO[1,2-a] BEH3UMIIA30JIOB

BoccranosurensHoit nukamsanmeit xnaopyaa 1-(2,4-mumurpodermnon) -3-MeTier-4-
TUMETHADEHIICHIIMINMPHIVHMS [TOX JedicTEHeM (DeHWIHAPASHHA LTH BOZOPOHOM B
npucyrcrsun Pd/C enepssie noayuenst 7-murpo (amumo)=3-aumersurde HUICIUIII-
mupua0 [ 1,2-a] GeH3uMETa30Ib!.

Huxrvsamust a—}MTpO(beHmIaMHHo3aMemeHme TIVPHIMEHOR SBIIETCS ONHIM
#3 OCHOBHEIX METOXOB CHHTE3a HUTPO3aMeImeHneix mupumo [1,2-al0ersmmzazo-
aos  [1, 27. BoccramoBuresbHAS < UMKIH3AUMA  XJHOpEEa IN- (2,4-xaEATpO-
perw) nupunvaus B npucytcrsnn Pt/ C wiu Pd/C nprsomut x 7-amuao-1,2,3,4+
rerparuaponupuao[1,2-q Joersmvunaszony [3].  Tocnennwit - meayuer Takxe
BOCCTAHOBUTEABPHOM mMiavsamuelr xaopmma N-(2,4-mmamrpodensn) nunepn-
IuEHAS ¢ HOMOIBIO xjaopuaa ososa (II) B conmgmoi, xucaore [4]. B xauecrse
IUK/I3YIOIIETO aTeHTa MOXET OBITh HMCI0AB30BAH (DEHMITMAPASHH B YKCYCHOM
xucigore. Hpu neficreuy srore pearenta Ha xaopuast N-(2, 4—zumnrpo¢)emm) u
N-(2,4,6-TpuHuTpOQCHII) IUPHANENS ¥  TWKOJIMHUS ,00pasyroTcs A MOHO- H
Z(MHHTposamemeHHHe mupugo[1,2- aJGeHanMLmasonm [3] STOT METOM MCITOTb-
30BAaH HAMW IS MOJYYCHMS HE M3BECTHHIX DAHEE CHJIMI3aMETIEHHBIX
nupuo[1,2- a]6eH3mmz(a30nos. Iocnepnme WPEACTABASAIOT HHTEPEC KAk
HOTEHIMATLEO GHOJOTAUECKI AKTUBHBIE COSTHHEHMUS I57].

Mcxomaet  xmopun  1-(2,4-gunurpoderir) -3- MeTHJI—4—1(HM8TH.rIQ)eHIfUICH—
ymrmpypvaa (1) nonyuen us 2 4—,T.II/IHI/ITpOXIIOp06H30JIa u 3- MeTmI—l-ztnmeum—
(.i)CHHJ’[CIfL‘IHJ’IHHpH,HHHa B KUITSOIEM ALETOHE C BHIXOHOM 85%. HpI/I NIPOBENEHUH
atoit peaxmym B a¢upe (20 °C) Brixox comu [ yMenbmaercs BIBOC.

pu B3ammoneiicTeua comu 1 ¢ (heEMarnapasyHoM B KUNGIIEH JEISHON
YKCYCHOH KMCJIOTE IIDOMCXOAMT BHYTPUMOJICKY/AAPHAS BOCCTAHOBATCIBHAS
IAK/IA3ANAS 110 000UM o-TIOJIOXEHMSM TMPHIMHOBOIO KOMbIIA C 06pa30BAHMEM
cmecn  7-gurpo-2-metmwi- (I um 7-murpo-4-Mertnn-3-guMerwipeRmICHINI-
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Tlapamerpst cnexTpos IIMP CIMA3aMENEHHBIX
. upugo[1,2-a)6enzummnazonos TI—V

* Co- . Xummsecknd cusmr, O, s x (U, T
erH- - T ;
| 2H | 4H | 6H 3-H 9.H | SiCH3 |2-CH3 | 4-CHy | NH» | SiPh
m* 1 8,17 — 7,96 | 8,82 8,26 7,92 | 0,705 | 2,30 —_ — 17,82Mm
2,1 | 21,83 ) ’
I ¢ 8,32 6,96 — .| 888 | 8,24 7,91 | 0,710} — 2,70 | — 7,40, Mm
G5 1 3,5 2,1y | (1,5, 8.6) » 1.
v | 805 | — 7,84 | 7,11 | 6,68 7.56 | 0,63 | 220 —  13,66[7,33, M
V* | §,32 6,98 — | 7,19 | 6,76 7,63 | 0,63 — 2,70 13,66 (7,33, m

*  AHQUIH3HPOBAIM CIIEKIP CMECH uso‘wmpos.»

mapano[1,2- a]6CH3HMI/IlIaSOJIOB dIh s _COOTHOLIEHWH 1,2: 1 (o 1 naaasn [TIMP).
Kpome Lukiv3anum, B npoutcce peakimu nponcxo:m'r pacuienyiesre conu I Ha
CIUTVUIITAPUIH M SHHUTPOXIOPOEH30, 4 Takxke obpasosanme N- (jpemm-N -are-
THATHIPA3HHA.

Xpomamrpadmuecxn B MEIMBUIYATHHOM BHIE OBLIO BHIICAEHO COCILH.HLHI/I@
III. B ormrume or panmeix pabotsl [3] Bm B omHOM 3 IKCOEPUMEHTOB
1,2,3,4-rerparunponipoussofnsic coennnenuit 11 u I1I Bbmejxem)r ue Oeum. B YIK
cmextpe coexmuermit 11 w 111 wmerorca mosocs ‘xonebagmit NO2 mpu 1525 u
1345cm L. B mx mace- CHEKTPax HaO/IONAeTCsl MAKCUMAIBHEH 110 HETCHCHBHOCTH
THK MOJEKYASpHOTO moHa 361%* cooTercTsyrommil Ex OpyTio-GhopMyse.
OcuoBHBIE HATPABICHAS (PPATMEHTAIIUU HOHA M+ CBSI3aHBL C armMI/myrpOBaHneM
NOz2, a rakxe CH3s u CoHs or aToMa KPEeMHUS, YTO TPHBOXUT K OOpA3OBAHEIO
woHOB 315 (67,), 346 (45%,) 1n 284 (89%,) coorsercrsenyo. Pacmennenye cEasn
Si—rerepomr COIMPOBOXAACTCS TOKAIHSALIEH sapsia Ha cn.umco:(epxameM
3aMCCTUTEAE W MOSBICHUEM B M&CC—CTIQKTpL BoHa [SlMezPh] 135 (10%). B
cnextpe IMMP (rabnuma) cocnymemm II uw 1T HHOJHOLIaIOTCSI CHIHAALL BCEX
NpPOTOHOB, uMeomuxcs B Mosekyzxe. Crmekrp [IMP  coemumemmsa 111
XapakTepusyercd HanawumeM Oosee CIA6OTONGHOTO, YEM B coepmuermn 11,
cirsasia mporonos rpynmst CH3 u nByx ayGseros ot nporonos I-H u 2-H. B
coextpe ITMP coemunesus II cwraan mpotowos rpymier 2-CH3 pacmennen B
IIy6JICT J = 1 T'm) BCJIeIICTBMe COUMH-CITHHOBOTO BBZIHMOIICHLTBT/IH TPOTOHOB
METHIRHOH rpynnbr c HpOTOHOM 1-H. OtHecernne CHrHANOB IPOTOHOB 6-H, 8-Hu
9-H TIPOM3BENCHO C YUeTOM nx IIOJIO)LGHI/ISI MVIIBTPH‘IJI@THOCTI/I " I/IHTCI‘paIIbHOI/I
MHTCHCHBHOCTH.

IIpu BOCCTAHOBIEHUN CMECH surponpoussonaeix 11 u III xenesom B coxanoi
KACJAOTE TOTyYeHa cmech 7-amuHO-2-metu- (IV) v 7-avmuo- -4-MeTinT-3-AmMe-
TxUI(i)SHHJICIrUII/IJIHI/IpI/II{I/IHOB (V) Toro xe cocrasa ¢ BuixonoM 67 % . Coenwrenue
IV monyyeHo TakXe ¢ HESHAUMTETbHBIM BBHIXOIOM NP BOCCTAHOBHTCILHON
unxnﬁsaunn coma '8 MeTaHOfe, HACHIIEHAOM XJOPACTHM BOJOPOAOM B
nprcyrcremu Pd/C wim Pd/ Al203. PasgesmTs cMech aMuHEONpousBonEnx 1V u 'V
HA WHIMBUAYAJGHEE H30MEPH C MOMOIIBI0 KOJOHOYHOW XpoMatorpadum He
VI{ZLTIOCL Xumirueckue CABHIH HpOTOHOB coenpmenmi IV u V, npuseacHuse &
Tadare, IIOJTY‘-ICHBI npu anamuse cnekrpa [IMP CMECH 3THX coenuneryii. B UK
cneKTpe cmecn coemmaermit IV u V npu 3450 oM ! iMeercs momoca BaMCHTHEIX
Konebaruit aMiHorpymmsl. B ux Macc-criekrpe H’iO’IIO:[aeTCSI MAKCUMAIGHBIA [0
WATEHCHBHOCTH @WK MOJCKYAsipHOro  wmoma 331 - (100%), orsedarommi
6pyvito-dopmyre. Momsr M AMHHONPOMSBOLHEIX — OTIMUAKTCS  BHICOKOM
yeroiuuBoCTH0. OCHOBHBIM HANDABIEHWEM X pachagd 9BASETCT  SAHMMH-

* 3nech ¥ JaLee A MHKOE MOMOE AAHBI BEeTMuMLT i/ Z.
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HEAPOBAEHE MCTHABHON IDPYIEBL OT - aTOMA . KPEMHES, - 4T0 HPHBOZUT K
tparmerTHOMY HOoHY 316 (389%;). MHTeHcuBHOCTh muKa WoHA 254, COOTBETCTBY-
IOMIETO OTHICIUICHMIO heHmaa, e npessimaer 1%,.

TakuMm 00pazom, BHEPBBIE OCYIECTBICH CHHTE3  CHTHI3AMEUICHHBIX
nupuao [ 1,2-a J6eH3nMERa305508. ’

SKCHEPUMEHTAJIbHAYL YACTH

‘ Crexrper ITMP coemre it IT v IIT samicansl va cnexrpomerpe Bruker WM-400, coemmHe it IV
1V — na npubope Bruker WP-80 8 CDCls, BiyTpenHmit crannapt TMC.

 Macc-crekTps! nosyueHsr Ha npuGope MX-1303 ¢ cucTemoit npsaMoro BeOA 06pasua B HOHHbI
HMCTOYHMK NPH MOHM3MPYIomeM Harnpsxkenvu 70 3B. MK criextps! CistTot Ha criekTpoMerpe VR-20 B
tabnerkax KBr. Kononounyio xpomartorpadeto nposompuiu na Al203 IT ¢r. akT. no Bpokmarty, TOHKO-
COMHYIO — Ha IUTACTUHAX € 3aKPEIICHHbIM c1oeM Al2O3 mapku Alufol. Ifpossnsnt napamir ffopa.

I['mﬂble aneMeHTHOTO ananu3a na C, H, N coorsercTayior BLIUMCIIEHIIBIM.

Xaopun 3- MCTPUI 1-(2,4-auuurpodeunn) -4-aumern 1(})enmxcmmTmnpxu(mmﬂ {a,
ConzoClN3O4Sl) A. Kunsirar 2 cmecs 2,27 r (0,01 \40m>) 3- Menur—4—zumenx,1d)emurcumm—
rmpumEa, 2,03 r (0,01 Momb) 2 4—;mmnpouxopocnsona 8 [0 M1 26COMIOTHOTO aeToHa. OCTATOK rocye
OTFOHKY AETOHA PACTHPAIOT B adcomoTHoM adupe. Hoayuaror 3,65 v (85%) cosm I, Temmo-
KOPUUHERbIT BIECTSIIMIT TOPOIIOK, TEMHEIOMmMIT Ha Boanyxe, Tnx 138...141 °C (u3 3¢upa, paa.).

B. BomepxupaioT Tpu mua npu 20 °C ‘pacﬁsop 6,68 r (29 Mmoab) 3-meTHs —4—mmem.f1d)emmcn—
rx}mnuprmmua u 5,95 r (29 mmosb) :lHHHTpO\JlOpOCHSOJI‘i 5 100 mx aBcomorHoro 3d‘mpa Honyuaror
5,48 r (44 %) comn L Hpooa cMeweH s ¢ 00pasuom, NOAYHEHHBIM 110 METORY A, HE JAET Aenpeccuu
TEMITEPATY Pbl AABAeHHS. Hatinero, %: € 56,2, 11 4,7, N.9,7, C1 8,0. Beiuncaeno, %: C 55,9, H 4,7,
N 9,6, C18,3. o ’ ‘ _

7-Hurpo-2-MeTua- 1 7-uutpo-4-mMetun-3 -HnMenmd)euhncxmmmmpxmo[l »2-al Gellsxmmasoibx
(I n TIL, C20H19N302Si). K pacrsopy 3,62 r (8,4 mMoum) comr I & 20 Mt JEASTHON YKCYCHOM KHCOTHE
rpu 70 °C xobasnsor 7,06 r (65_ MMOJIb) CBEXENEePErHanHOro QGeHHIruAPasHHa U KHITSTAT 2 4. Ocratok
T0CAe OTrOHKE VKCYCHOM KHCIOTBI xpovmorpa(bupvim na kosonke (50 x 1,5 cm) ¢ AlOs3, smoent
a¢up—renian, 3: 1. Hocne;xonaTeﬂbﬂo BbI;IeJ'ISUOTO Sr 3 ~METELT- 4—mmeﬂm(bemmcmlmmnppmpma Rf
0,7 (Alufol, scbmp——l entan, 3 : 1), MACC-CIEeKTP: M 227, 035 r CMeCH CHIIMINMPHIAMHA M AH-
HUTPOXAOPOEH30Ma, MACC-CHEKTP: M 227 4 202 Guia u3oTON 3’Cl) 1,45r (48%) CMECH COBMHEHNI
I w I, Rr0,53 n 0,50 (Alufol, 3q>np—rem'm 3: 1), KemTbie kpHeTast ¢ Tan 162...165 °C (adpup—
rekca,.1 : 3), macc-cnexrp: 361 (100, MYy, 346 (32), 315 (5), 300 (20, 284 (5), 283 (15),.135 (8).
Haiineno, %:C 66 3, H5,4,N11,4. Bbumc_neno, %:C66,5, H5,3,N11, 6. Déprpom amoupyior 10 mr
aneTruieHIIIHADA3HHA, RfO 05 (Alufol scbnp——rexcau, 3 : 1), umenTHueH o xpowamrpadnmecxon
no;meKHocm3'1Be:(0\40w06pa31w Macc—cnepr M" 150. Hosropx{oxpomamrpadmpvror Ha KOJOHKE
(60 x 0 8 cM) 1 r BeimesienHo cmecu coexmuerinit IT 1 I, smoeut adup—rexcan, 2 : 1. B kouue
XPOMATOrpapHpOBAHHS BRIIEANOT 50 Mr coenmuers 1L, Rr0,5, xenrsie Kpucraut, Tax 169...1 70°C
(S(bmp—rexcaﬂ 1:3). Hafigeno, %: C 66,7, HS,1,N 1t S

_ 7T-Avuno-2-vetaia- u 7-aMuﬂo-4-Mcmﬂ-3—nmwem1¢enmxcpmmnmpnno[l 2- a]oensnmmaso-
JIBI (IV n V, C20H21N3Si). A. Kunsrrar [ 0 1,35 r (3,7 MMOJIB) CMECH Hmpocoennﬂeumr Oulll,1,74r
(18 MMOJIB) HKeIe3HBIX OFIMIIOK 60 MT COTTHOMN KHCIOTHI (a:1. K peaximormo;”: Macce X00aBIgIOT
10 ma sTanoia, pacTeop ,uexau'mpvroT 43 3Kchampvror G(bldp()\{ (3 %10 w). BOI[HLIH CIOIT noAena-
wasaroT comoi no pH 10...12, npomyxTst Boccmuosnemm 9KCTPArHPYIOT XI0p0hopMOM, (3 x 60 ).
OCTaTOK MOC/TE OTTOHKE X70pohOpMA JUIST QUHCTKH XpOMATOrp acjmpvzor Ha xoaouxe (50 x 1,5 om) ¢
Ales, JMIOEHT ,\.rlopo(bop\« Boigesisror 0,83 r (67 %) cmeck coenuHenuit IV u 'V, Rf 0.5 (Alufol,
MOpO(bOpM—BTaHOH, 100 I) Snecrsie KOPHUYHEBLIE KPHCTAILIBE, Tan70...72. "C (rexcau—ﬁeusoﬂ
Macc-crextp: 331 (100, M), 1330 (30, 316 (39, 315 (2), 314 3, 300 @. Haiizeno, %: C 72, 6
H6,4,N12,8. mecneno,% C72,5,H6,4, N12,7. )

b. K pacreopy 1,65 r.(3,8 Mmous) coms I 850 M Mefalibna, HACHIIEHHOTO X,wqpr}rmm Bo;[opb:be,
mobasnsior 0,5 r 1% Pd/C (umwr 1% Pd/AL03). Hpu 40 °C uepes PEaKLHOHHYIO MacCy 4 4
6apGoTupyioT Bogopo. OCTATOK OCHE OTTOHKM METAHOAA B BAKYYME HEHTPANHIYIOT BOXHEIM PACTBOPOM
COIB M SKCTPArHPYIOT GerzonoM. OCTATOK NOCHE OTrOHKH GeHs0Na pacTHparoT ¢ 3bupom. Yz sdupHoro
9KCTpakTa xpoMartorpadudecki Ha xonouke (40 x 1,5 cv) ¢.oxcimom amorstams (35moenT adbup—rex-
cad, 3 : 1) senessior 0,15 r cmec Hitrponponssozsbix 11k I, xesrble kpucrasumt, Tnx 160...163 °C.
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TIpoba cMEmeHMsT C ITATOHOM TLIABHTES O3 TeMIepaTyproit nenpeccin. Hepacreopusumiics B adupe
OCTaTOK MHOTOXDATHO KPHUCTAJUTMZVIOT M3 CMECH rekcad—0oen301, 10 - 1. BergeasroT 40 Mr (4%,) coenu-
Henus IV, xopuuressie Kpuctauist, Tox 78...80 °C (rekcan—0Gengom). Macc-cuiektp: M 331.

Hecaedosarnue gotnonneno npu ¢punarncoeol noddepxike FKPD no BO HTIT
«Tonkwil opzanimeckul cunmes» { epaum OT-15). .
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