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I'. 4. Pemennuxos, B. B. Impoxenxo, C. Y. Baoserko, C. A. Kpasyenko
o-KOMIIJIEKCDBI B PUIAY HUPUMUIUHA

13*. BBAUMOJAEVCTBUE 7- I 5-METOKCHU®YPOKCAHO[3,4-d} ITUPHMU-
IWNHOB C HEKOTOPHIMHU C-HYKINECOGUIAMHA

H3y4yeno B3auMOAEHCTBUE U3OMEPHDIX 7- U S-Meroxcudypoxcano [3,4-d] nupumm-
JMHOB C KapOanmuonamy Hexotopsix CH-xucnot. TIoxas3ano, 4T0 HE3ABUCHMO OT ITOJ0XKE-
HMS 3aMECTMTENS B IMPHMMHAMHOBOM LMKJIE HykieoMuwIbHAS aTaka OCYINECTBASCTICH
PeruocesIeKTHBHO 110 atomy (7). B pesysiprare HosydeHb! BPOKYKTHI 3aMEIIECHUS METOK-
CHUFDYIINEI, & TAKKE aHUOHHbIE J-KOMILJIEKCHI M KOBAJIEHTHbIE U-aI{yKThI.

Asmemuposanue 1,2,5-0xCaguasonsHOr0 UHAKIA K OHPAMAAREOBOMY 3HAYR-
TEJIbHO VBEJIWUYMBAET JI-Oe(HWIMTHOCTD TOCASOHETO. B JMTepaType OPUBEHEHE!
HEMHOTOUHCIICHHEIC TPEMEPE 00pA30BaAHNS YCTONUMBHIX AHWOHHEIX O-KOMILIEK-
COB ¥ KOBAJICHTHBEIX CO-3aAyKTOB TIPY B3aWUMONEHCTRUM MPOM3BOXHBIX (PypoKca-
H0[3,4-d jumpumummaa ¢ N- mw  O-mykneopwriamm [2, 3] Ilpm asrom
HyKIeo(mIbHAd aTaka OCYIIECTBAYETCS, KaK NPaBHA0, IO [OJOXEHWIO 7
HUPUMIIMHOBOTO ITMKJia. B To Xe BpeMsa B3amMopelicTere Dypokcano([3,4-d jon-
PEMMIMEOB C KETOHAMM B INCAOYHON CPEHe COMPOBOXHAETCE TpaHCHOpMatmei
pypoxcaHoBOrO MUKJIAa W OpUBOZUT K Au-N-okcuaam nrepunuua (bedpytckas
peakima) [4—6)]. IlupmvunuHEOBBIM  (QparMeHT DpPH STOM  OCTaercd  6es
nameHenwi. [emMmarieraabHbIA aHAOHHBA O-KOMILIEKC |, onmcansslit BaMu pasee
[3], opu pacTBOpeHMEM B AameTCHE TpeBpamaercd B coiab I, THoa comm
THumvmepmana.

MeCOCH O

B cuexrpe IIMP storo coenunenud (tads. 1) curaanst HpoToHOB MeTHHOBOM (6,15
M. X.) W METWIsHO#M rpymm (2,27 M. X.) HApgay € cmHTIETOM IpotroHa S-H
OMHO3HAYHO JOKA3HIBAIOT TOJOXCHUE ANCTOHWIMICHOBONO OCTaTka. Pazmwuwme
MAaKCUMYMOB TIOTJIOMIEHUS B 2JIEKTPOHHEIX CIEKTPAaX Con 11, 3aperucTpupoBaseix
B 4ileTOHE ¥ METaHosie, OObICHSETCS IPOTOHWPOBAHWEM B MOCHEIHEM
NAPUMEIAHOBOIO aToMa a30Ta. KpoMe Toro, MOJOXCHHWE MTOJMOCH Koxebanws
xapbormneroir rpymmet B MK cmexrtpe (rabm. 1) moxaseBaer Hammywe
COLIPSKEHNS KETOHHOTO (PparMeHTa C TEeTEPOILUKIOM.

Tlpw B3amMONEHCTBAN aKTHBMPOBAKHLIX IPON3BORHEIX OCH301a U nnpmuma C
KapOaHKOHOM aueToHa HyKAeOhMIbHAS aTAKa OCYINECTBALETCS UCKTIOUATEIBHO
[0 HE3aMEIIEHHOMY HOJIOXEHIIO IKXKIA ¢ 06pa30BaHUEM AHMOHHBIX 0-KOMILIEK-
cor SeoBckoro [7, 8 1. Kpome Toro, npw #3ydcHNr HYKJICOMDMIBHOIO 3aMELICHAS
B paOy OPOM3BOOHBIX S-HUTPOOMPUMUAMHA YCTAHOBJICHO, YTO HANPABJICHUE
aTaK¥ CYMECTBEHHO 3aBUCHT OT IOJIOXEHHS 3AMECTHTENCH B NMUPAMUIMHOBOM

*Coobmenme 12 cm. [1]
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UWKAE, 4 TAKXKE OT Tpupomsl kapOammoma. Ilpuw sroM OBIIO TIOK&3aHO, YTO
kapOaHuOHbl ALETOHA M aueTo(EeHOHA CEIEKTUBHO aTaKyIT HE3aMEIICHHEE
[OJIOXEHUS S-HUTPONUAPAMUIUHOBOTO IMKJIA C 00OpPAa30BAHWEM YCTONUMBHIX
AHMOHHBIX O-KOMIUIEKCOB MeilizenreiiMepa, a Xap0asuoH aneTwianeroHa —
3aMEIIEHEOE TOJoXeHne ¢ oOpasoparuneM coaei I{mvmvepmana [9—111.

Tadnuga 1

Hanusie IIMP, UK u Y@ COexTpos CHHTE3WPOBAHHBIX COEXHMHEHWH

1

UK crexTp, oM Y& cnextp,
. max, BEM .
Coem- (58) Crexip [IMP*, O, M. 7, KCCB (7), I
Vu? Yc=0

(meTarom)

11 1650 | 383(3,77,7 2,27 (3H ¢, CH3); 6,15 (1H, ¢, CH); 7,84 (1H, ¢,

5-H)

Va 3430 1650 261(3,79 | 2,25 (3H, ¢, CH3); 6,27 (1H, ¢, CH); 7,90 (1H,
384(3,77) | ¢, 5-H); 12,22 (1H, ym. ¢, NH)

V6 3440 1650 270¢(4,02) | 6,97 (1H, ¢, CH); 7,54...7,90 (5H, M, CgHs);
395(4,21) | 7,99 (1H, c, 5-H); 12,65 (1H, ym. ¢, NH)

A\'2! 3400 1700 216(3,77) | 2,32 (3H, ¢, CHs); 2,65 (3H, ¢, CHa); 7,92 (1H,
319(4,15) | », J= 3,4, 5-H); 13,26 (1H, ym. ¢, NH)

VI — — 266(3,58) | 4,27 (3H, ¢, OCH3); 8,65 (1H, c, 5-ID

Xa 3230 1715 242(3,85) | 2,26 (3H, ¢, CH3); 2,72...3,53 (2H, M, CH);

286(3,51) | 3,92 (3H, ¢, OCH3); 5,15, 5,09 (1H, 1. 1, *JacH =
10,5, *Junm = 2,0, 7-H); 5,94 (1H, ym. ¢, NH)
IX6 3300 1680 | 244(4,19) | 3,65 (2H, M, CHa); 3,81 (3H, ¢, OCH3); 5,28
287(3,57) | (1H, m, 7-H); 7,52...7,98 (5H, v, CeHs); 8,33
(1H, yu. ¢, NH) v
Xla — 1660 | 234(3,83) | 1,28 (9H, 1, J = 7,2; N(CH2CHz3)3); 2,53 BH, ¢,
328(4,25) | CH3); 3,18 (6H, xs, J=17,2; N(CH,CH3)3); 3,84
(34, ¢, OCHs); 6,37 (1H, ¢, CH)

XIla 3200 1670 333(4,17) | 2,51 (3H, ¢, CH3); 3,84 (3H, ¢, OCH3); 6,37 (1H,
¢, CH); 11,20 (I1H, ym. ¢, NH)

X6 1637 277(3,58) | 4,11 (3H, c, OCH3); 7,12 (H, ¢, CH);

392(3,73) | 7,49...8,00 (5H, M, CsHs); 12,43 (1H, ym. ¢, NH)

X1 — 1660 280(4,38) | 1,04 (4H, c, 2CH»); 1,29 9H, 1, J = 7.2,

N(CH2CH3)3); 2,14 (6H, c, 2CHz3); 3,18 (6H, ks,
J=17,2, N(CH2CHz3)3); 3,83 (3H, ¢, OCH3); 5,88
(1H, ¢, 7-HD

XV — 1660 258(4,15) | 1,21 9H, T, J = 17,5, N(CH2CH3)3); 2,23 (6H, c,
2CH3); 2,98 (6H, kB, J = 7,5, N(CH,CH3)3); 3,83
(3H, c, OCHz); 5,78 (1H, yu ¢, 7-H)

XVI 3322 1660 288(4,13) | 1,00 (4H, c, 2CHy); 2,24 (6H, c, 2CH3); 3,77
(3H, ¢, OCH3); 5,82 (1H, ¢, 7-H); 8,19 (1H, ym.
¢, OH); 11,70 (1H, ymr. ¢, NH)

Xvii 3260 1690 248417 | 2,33 (3H, n, J = 1,3, =C(OH)CHz); 2,38 (3H, c,
COCH3); 3,61 (3H, ¢, OCHz3); 5,53 (1H,J=1,3,
7-H); 8,19 (1H, ym. ¢, NH); 8,44 (1H, ym. c,
on)

XV — 1680 220(3,970)| 2,52 (3H, c, CH3); 2,74 (3H, c, COCHa); 7,58
(14, ¢, 4-1)

310(4,000

*  Cnexrtpst IIMP coegunenwuii 11, Va,6, IXa,6, X11a,6, XVI, XVII cHITHI AN PACTBODOB
B IMCO-Dg, XlIa, XIV, XV — 8 CD30D, VI, VII — & CDCls.
T coemmuenuit Xla, XTIV u XV nonoca nipu 2700 et TIPHHEATIEKUT V(N-H) Katuora HN *Ets.
Y@ cnexrp conu [ & anerone 472 um (3,77).

2
*3

15 113



YuuThBas, UTO aHUOHHBIN 0-KOMILIEKC | B pacTBOpE HAXOOUTCA B PABEOBECUH

C HCXORHBIM 7-MeTOKCHPypoxcaHo [3,4-d [nupuMugnHEOM, MOXHO MIPERIOIO-
xuTh, uto coyb Il ofpasyercs B pesyaprare HYKIcoDHIBHON AaTakm
KapO0aHMOHOM aUEeTOHA 0O 3aMEIEHHOMY MOJIOKEHWIO ITMPAMYXHHOBOIO
mukia. [losromy B Hacroameidt paboTe Mbl M3YUKWAM B3aWMONEHCTBHE 7- U
S-merokcudypokcano [3,4-d InupuMuAnHOB, B KOTOPHIX TPEXYCMOTPEHEBI ABE
BO3MOXHBE KOMOMHAUWMY 3aMEIICHHOr0 ¥ HE3AMEMEHHOr0 ITOJIOXCHUS
TUPEMUIUHOBOTO HHKJA ¢ KapObaHWoHaMu, O0PA30BAHHBIMA K3 PA3IHUHBEIX
no cwie CH-gucnor (ameroH, auetodeHoH, a¢-0poManeTodeHorn, aneTnia-
LHETOH, IUMENOH B HUTPOAUETOH) .

HeicTBuTenpHO, B3auMOneicTEUeM 7-MeTokcugypokcano [3,4-d JmapumMui-
ga (III) ¢ aneronom (IVa) (pKa 20,0 [12)) B mpuCyTCTBHE SKBUMOAEKYIAPHOTO
KOJIMYECTBA T'MAPOKCHAA KAIWd C NOCAEAVIOMECH HeATpaauisauucii peakiuoHHON
cmecu monydeH 7-anerorwinnendypoxcano{3,4-d mmpumumua (Va), a wus
coepmuenus 111 u xapbamuona anerogenona (IV6) (pKa aunerodenona 15,8 [12])
— xeror (V6). Hamuume B cmekrpax I[IMP CHETIETHBIX CHTHAJIOB METHHOBHIX
IIPOTOHOB KETOHHEBIX (hparmMerTor (0,27 m 6,97 M.4., COOTBETCTBEHHO) IO3BOJIIET
OXHO3HAYHO NPUITHCATh COCAUHCHUAM Va,0 NupUMUTHHILINICHOBYIO CTPYKTYDY.
00 9TOM CBUAETENbCTBYET TAKXKE HONOXEHME TIOIOCH! TIOMTOMERMS KapOoRMIbEOR
rpymnsl 8 UK coektpe (cM. tabi. 1), yKassBaromee Ha CONPSXEHAE €€ CO CBS3BI0
C=C mupmMugAHViAAAEHOBOrc ¢hparMeHTa. TaxmMm o06pasoM, NOpHBELEHHBIE
MPEBPANICHUS SBJITIOTCH IEPBBIM IIPIMEPOM HYKJICODMIBHOTO pSO-3aMEIEHNS B
AKTMBHPOBAHHEIX ADOMATHYECKUX CACTEMAX MpHY ACHCTEAY KapOaHWOHA aneToHa
(utu anerodenona). Takoe HampaBaeHWE PEaKIU¥ ONPEAEHSAETCS, OUYEBUIHO,
BBICOKOH 3eKTPOHONESMHUIIUTHOCTBIO IOJOXEHAS 7 NMUPHMUAAHOBOIO LIWKJA B
coenuaeHun [11. i

IIpu B3ammopelictsmu dypokcasommpumunuga 11 ¢ anermaanercEoM (pKa
8,9 [12]) 8 IMCO B npucyTCTBuH rMApHAA BATPHS MOIYUCH 7-IHANCTHIMETHI-
naeHGypasano [3,4-d lmupamunma (VI). B sroMm ciyyae Takke TPOHCXOAMHT
HYKJIEO(HIFHOE 3aMEMCHUE MCTOKCHIPYIIIE, a NPHCYTCTBHE THAPHAA HATPHS
NPUBOIUT K BOCCTAHOBJICHUIO (DypPOKCAHOBOIO HmHKJIA (IO aBANOTHH ¢ JAHHBIMU
[6D.

RCOCH (; MeO i’
HNT NEN MeCOR@Vas) N2 N .
~TXon )
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Vas 2 - (MeCO),C
CHy(COMe), HN =N,
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NZ /N\
\N SN _——
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IV, Va = Me, 6 = Ph

Crpoenne npoxyxta VI HOOTEEPKAEHO CHEKTPAIbHBME qaBEeME (cM. 1abn. 1),
pe3yIbTaTaMu SAEMEHTHOTO aHaaw3a (Tadn. 2), a TAKXKe HE3aBUCUMBIM CHHTE30M
w3 7-meroxcudypaszano [3,4-d lmapuvupmaa (VIID).

B 5-merokcudypoxcano|3,4-d Jmapumumaae (VIID) mambonee snexTpoHome-
hunuTHEM 9BIASETCS HE32MEHIEHHOE MOJIOXEHYE NWKia. [Ipu B3amMomedcTsId
3TOr0 COSAMHEHHWS ¢ aneTonoM (mim anerodeHOoBOM) B HOPHCYTCTBHHA
TPUSTAAMAHA HyKJeodWIpHAS aTaka ocymectsasercas mo aromy Cy ¢
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Tabaouma 2

XapakTepUCTAXY CHBTE3XPORAHHEIX COCNMHEHWH

Hafigero, %
izzrzv é};}:\:ry?l; ‘BETUHCIERD, % Ty °C* Beon, %
c H N

Va C7HsN4O3 43.4 3.1 29,1 237...238 34
43,3 3,1 28,9

V6 C12HgN4O3 56,0 3.0 21,7 205...207 27
56,2 3.1 21,9

VI CoHaN403 49,3 3,7 25,2 178...180 12#2
49,1 3,6 25,4

Vit CsH4N4O2 39.5 2.7 36,8 51...52 81
39,5 2,7 36,6

IXa CsHioN4O4 42,6 4.4 24,7 184...185 61
42,5 4,4 24.8

IX6 Ci13H12N404 54,2 4,1 19.4 194...196 57
54,2 4,2 19,4

Xlla CsHaN4O4 428 3.6 24,8 198...199 73
42,9 3,6 25,0

X116 Ci13H10N404 54,6 3,6 19.4 223...225 - 59
54,5 3,5 19,6

Xiv Ci3H16N405 50,5 5,2 18,1 168...170 73
50,7 5,2 18,2

XV C10H12N405 44,7 4,5 20,6 172...174 72
44,8 4,5 20,9

XVt C7HINO4 49,7 4.0 8.3 78...80 51
49,7 4,1 E]
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TTocne mepexprcTaNM3anuy U3 ITAHOIA; BCE MPOAYKTHI INABJSTCH C PA3JIOKEHUEM.
ITpoxyxT cuHTE3UMpPOBaH M3 coeamHeHms 1.
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obpazosanumem 7-auerormi- (beranma)-5-MmeTokcudypoxcasno [3,4-d1-6,7-mu-
rugpo- nupumugaaos (IX a,0) coorsercrsenno. B cnekrpe [TMP xopanesTHOrO
o-aagykTa IXa MeTHOBHN IPOTOH MPOSBALCTCI B BUAE AyOIETA TPUIIETOB (B
obmact 5,15...5,09 M. 1.), a npOTOHH METW/IEHOBOH TPYHIH, BCIENCTBHE
HEOKBUBAJIEHTHOCTH, — B Buae AB-uactu cucremnt ABX. 510 mokasmisaer
HaJW4Y¥€ TCMUHATBHOTO ALCTOHWIBHOTO (parMeHTa B MHOJOXEHHW 7 X
[IO3BOJISET IIPUINCATH CoenuHeHuIo [Xa 6, 7-AuruaponupuMuInHOBY IO CTPYKTYPY.
Amnanoryyreie 3aKOHOMEpHOCTH Habmwomarorcs B cuoektpe IIMP  o-ammykra
I1X6. Ilpm Bsammomeictsmu dypoxcanonupumunnaa VIII ¢ xapbammomom
suTpoanerona (pKa murpoanerona 5,1 [12]) obpasyerca coap Xla tama conm
wmmepmana. [lonkucaeHue €€ BOXHOTO PacTBopa MPUBOAMT K 7-a S TORWIMICH-
5-meroxcudypoxcano [3,4-d Jnumpumunmay (X1la). 3ra peaknua, Onaromaps
Ha/Muui0 B KapOaHMOHE JICTKO YXOASMEH IPYIIbl, OCYIIECTBASETCS, CUEBHUIHO,
IO MEXAHW3MY 'BHKAPHO3HOIO RYKICOMMIBHOIO 3aMemeHud Bogopoaa” (BHSH)
[13, 14]. O6pasywoumiics ua mepsoi cragum aswomnHml o-xommaecke (XIIIa)
B DE3yJLTATE OTIICIUICHMS A30TUCTON KHUCAOTHI IIpeBpaniaercda B coib Xla.
Awnanoruyno, Ho Oe3 prigesienus coan X106, no mexanuamy BH3™ ocymecteaserca
B3aumonercreue coemunennd VIII ¢ kapbaumonoMm a-OpomaiieTodeHoHa.

Ha ocuosammu maumsix coektpoB IIMP  coegumnesmam Xlla,6 moxwo
OPUIMCATh MHPAMUAAAHAIMACHOBYIO CTPYKTYpy. Takmm obpasom, KapbaHmMOHH
BATpOAuUeTOHa #u OpoManerodeHoHa, OOPA3OBAHHEIE W3 DA3IMUHBIX [0 CHIE
CH-kucior, 6narogaps HAJAMUWIO JETKO VYXOAMIIMX TPYON PEArupyroT C
tdypoxcanommpumuzraom VIII mo omaomy mexammamy. Hng coexmrernmit X11a,0,
B orymume or 6,7-murmaponupumurEos 1Xa,0, XxapakTepHO ODOMIOMEHKAE B fosice
IVIBHHOBOJAHOBOM obgactm YP cmekrpa (cM. Taba. 1), uro, oueBmuHO,
OMpeeNsIeTCs YBEAHUCHUEM HENH JT-2JIEKTPOHHOTO CONPSXEHUS, BKIIOUA0meH
KETOHHYKO KoMmoHeHTy. KapbGamwon mumenoma, seiasyorterocs CH-xwmemorod,
CpaBHUMONA 1o cmie ¢ mmrpoamercuom (pKa mmmemoma 5,21 [121), obpazyer ¢
coegmacHreM VIII B aHATOrMYBHIX YCIOBUAX YCTONUMBRI AHVMOHHEIA O-KOMILIEKC
XIV tuna xomrurexkca Meisenreiimepa.

NEt,
CH,Cl,

——Me
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}
. HN><\I;N
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O,
Meo"\ /l§N'

Me

N

XVl

B cnyuae pgmanermiMeTaHWAa BHACAEH aHMOHHBH o-kKomMmieke (XV).
He#itpammsanmsd BOXHBIX pPACTBOPOB AHWOHHBIX o-KoMiuiekcoB XIV m XV
mpuBoguT K dypokcano[3,4-d 1-6,7-nurmapormpuvummaam XVI @ XVII
coorBeTcTBeHHO. [lo gammbM crmextpa IIMP kosamentmoro o-amgyxra XVII,
METHIBHBIC YPDYNDE €0 aueTHIACTOHOBOIO (DparMeHTa HEPaBHOUESHHBI (OHU
WMEIOT BHE TPEXIMPOTOHHBIX cuariera ¥ aybaera 2,38 wm 2,33 M. a
COOTBETCTBEHHO), HUTO CBHUOETEALCTBYET 00 EHOMBHOM (OpPME YKA3aHHOIO
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(parmenTa. 310 corIacyercs ¢ JMrepaTypHemME nawammvu [15] mng o-amrykta
4,6-xrrmTpoOeH30(YPOKCAHA C AUETHIANETOHOM.

IlpoBenennbIc ¥MCCAENOBAHUE MO3BOJSIOT CAEAATh CACHYIOIME OCHOBHEIC
priBogEL. Dypoxcarossiil muka B coequuennsx 111 u VIII B sHaunTe-HOH CTEICHR
aKTHBMPYET ABOHHYIO cBI3b N (6)=C(7) a3amuenoBoro ¢hparMenTa, uTo IPUBOIAT
K HykrcodwapHOR artake xapbammoEamu o noaoxedmo 7. Kpome Toro,
BO3DOCIIAS 1O CpaBHCHWIC C J-murpomumpumzgmaamu [9 — 1171 obmas
7-peuIATEOCTS  (DYyPOKCAHOHUPAMUIUHOBOTO NWKJIA TO3BOMMET PacIlAPHTH
rparnnsl CH-xucaor, kapbaHHOHB! KOTOPHEX CIEOCOOHEI HyK/IEOMhHIBHO ATAKOBATh
OUPIMUAMHOBBIA LWKJI, ¥ IpUONK3UTh WX HYCKHUA Tpedes X sHavemmam pKa
CONPSXXEHHHX KHUCIOT, aHUOHB KOTOPHX 00pasyiT o-KOMIUIEKCH ¢ 1,3,5-Tpm-~
guTpobensorom [16 1. Hamu nokasano [17 ], uro dypokcasomupumuaas VIII opn
AedicTBuy kapOaHMOHOB METWJIOBOTO ¥ OJTHAOBOTO J(HPOB ANETOYKCYCHOM
KHCJIOTH PEIUKIN3YETCS B COOTBETCTBYIOmue 3Gbupsl 2-MeTwia-3-HuTpo-3-dy-
paHKapOOHOBOM KUCAOTHL. AHAJIOTMYHO, IpU B3anMoReicTean coequaernd VIII c
ameTHIAETOEOM B XJIOPUCTOM METHICHE B IPUCYTCTBUM ISITHKPATHOTO M30HITKA
TpuaTHIaMIHA B Teuenue 20 u (Merox A) obpasyerca 3-aueTwi-2-MeTHA-3-HAT-
podypar (XVIID).

Ac,CH,

A 111
NEt,
CH,Cl,, 20 u AI_)\
Me (0} NO,

XV & — Xvild

EtOH, A

5 MiH -

YCTOHUMBEIA AHWOHHBIN O-KOMIUIEKC XV HpH KAUSUYCHWY B STAHOJE TAKXKe
penmksmmsyerca B HETpodpypan XVIII (meromx B), crpoemme koropomro
TIOATBEPXAEHO CHEKTPAILHBIMU XAPDAKTEPUCTAKAMHU W NAHHBIME JJIEMEHTHOTO
aHanmaa (CM. 3KCIeprM. 4acTh U Tabi. 2).

Pacemorperssit Tan tpancopManuy PypoKCAHOIMPEMUENHHOBOIO HHKIA B
IPOE3BORHBIE HUTpPO(ypaHa B JIATEPATYPE HE ONUCAH. JTO TMO3BOJIET
YTBEPXIATh, UYTO IIPUBCACHHBIC IPCBPALICHWS SBISIOTCS HOBBIM  THIIOM
PELMKIN3aIMKM TaKOH TEeTEPONUKIMYECKO#fl cucremsbi. MexanwmaM W rpaHmIs
IPUMEHEHNS peakiun TPeOyoT KaIbHEAIEro WaydeHusd, OMHAKO Ha OCHOBAHWHN
YCTAHOBJACHEOTO CTPOCHWS IPOH3BONHBIX HUTPOMYPAHA MOXHO IIPEINOIOXKATH
CIIEAYIOIIUA MEXAHH3M UX 00pa3oBaHu:

He BrissisaeT COMHEHHS TOT (QaKT, YTO HA IIEPBOH CTaVH Peakiaa KapOaHMoH
ataxyer Hambosee JIeKTPOHONEMUIUTHOE NOJIOKERAVE 7 TAPAMITAEHOBOTO MIKJIA C
obpasoBaHmeM AHMOHHOTO o-Kommaekca XV, KOTOpeM Hox AcHcrBmeM uabeITka
TPUSTWIAMEHA B PEIYIHTATE PACKPHTAS (DYPOKCAHOBOIO I{HKIA TPAHCHOPMUPYETCT
B HEYCTOMYmBHIE S-HUTDPO-4,5-TMIuIpONMPAMUNHHEE. Pa3phlE NHPAMUIHHOBOTO
mukaa mo csa3sM N@3) — C@) u Ci) — Ce) v mocnenymomas MUK IA3ATHS
00pa3oBaBIIMXCs HATPOEHOI0B o MeToxy Deiicra — Berapw [18, 19 ] mpmsogsr
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x S-smtpodypany XVIII. Kpome toro, Xax cienyer w3 NPUBEACHHOM CXEMEI,
HeOOXOAMMBIM YCIOBHEM OCYIIECTBICHNS PENMKIN3AAN SBASIETCS IPACYTCTBHIE
B FEMWHAJPHOM IECHTPE 3aMECTHUTE/IS WAK ero dparMenta B exonsnoi dopme. 06
5TOM CBUJCTENBCTBYET TOT (PAKT, UTO KOBAJICHTHHI o-amaykT 1X6, coxepxaruit
B TCMWHANBHOM y3JI€ KCTOHHBIM (parMeHT, B YCJIOBHSX METOAa b  He
PELUKIN3YETCS, 8 B PE3yJBTATE apOMATH3AUWH Ipeppamaercs B 7-dberammm-~
aperdypoxcano [3,4-d Jmapmveaua XII6.

IKCIEPYIMEHTAJILHALG YACTH

Cnexrpsl TIMP 3anucaumst Ha cnekrpomerpe Bruker WP-200 B pacrsopax CDCl3, IMCO-D¢ u
CD30D, suytpennuii cranpapt TMC. Y@ criextpst casts: Ha npubope Specord M-40 (8 stanone). UK
CHEXTPHI 3aPErUCTPUPOBaHsl Ha rpubope Specord M-80 (s tabnerxax KBr) (ot coepumenwmii I, V, IX,
X1, XII, XIV — XVII xapaktepHo Haauuue "dypOKCaHOBOI™ HONOCH moriomenus B obmxacru 1600 ...
1640 cv™, cp. [6)).

KoHTposms 32 XOmoM peakiuit M MHIUBHAY AJIBHOCTBIO CUHTE3UPOBAHHBIX COCAMHECHUE OCYINECTBII-
1 Meropom TCX Ha ruractuakax Silufol UV-254 8 cucteme pacrsopureneii xopodopmM—meranon, 50:1
(uposenenvie 8 YO caere). Ipogyxrsr VI, VII, IXa,5, X116 u XVIII ouminamu KOJOHOTHOM XpOMATO-
rpacueit Ha cunukarene, SMmoeHT — xnopodopm. AnponHbLl O-koMmiuiexc I, a Taxoke dypokcano[3,4-d]
rmpyvpavie! 1 1 VI nomyqens! 10 METORMKAM, ONMCAHHLIM B pabore [3]. CriexrpasbHsle JaHHbIE IS
CHHTE3UPOBAHHBIX COSAMHEHMIT IPHBEIEHSI B Ta0M. 1, XapakTepUCTHKH JTUX MPOXYKTOB — B Tabi. 2.

7-Meroxcugpypazauof3,4-dJmpavums (VID. K pacreopy 0,3 ¢ (1,78 mmoss) coenunenus 111 s
10 M1 xnopucroro metiieHa gobaesor 0,5 r (1,90 mvom) tpuderrundbocduna. Yepes 40 mur peak-
IMOHHYIO CMECH YIIAPHBAIOT A0CYXA, M3 OCTATKa C HOMOLIbIO XpOMaTOorpaduy BRIAEISIOT IPORyKT VII.

Harpueraa coib anuoHa 7-anetoHmmHaeRdypokcano|3,4-djmipmmura (I, C7HsNaN4O3).
Pacreop 0,7 r (3,15 Mmons) O-xomrotekca I B 30 Mut anteToORa BBIIEPKMBAXOT IPU KOMHATHOH TEMIIEPA-
Type 1 u. Pacreopurelis yIADHUBAIOT AOCYX2 HOZA YMEHBINEHHBIM [dBJIEHHEM, OCTaTOK 00pabarsisaror
abcomoTaeM 3gupom (3 x 50 mur) . Tlomyyalor XpacHyIO KPUCTAJLIMIECKYHO €ob II, KOTOpPyI0 CyIarT B
Bakyyme. Berxon 0,59 (84%,).

7-Aneromanendypoxcanof3,4-d}muprmunas (Va). K pacreopy 0,3 r (1,78 mmMons) coenuue-
mus I B 5 Mt aneTosa noGasnsroT IPY MHTEHCHMBHOM repememimBanmu 0,1 r (1,78 Mvons) Menxopa-
CTEPTOTO MMPOKCUAA KATMS. PeaxiMOHHYIO CMECh mepemenmsaior 1 u, nobasasor eme 0,1 r (1,78
MMOJITb) [MAPOXCHAA Kajaus, NPOROJDKAIOT mepeMemnBanue 45 MuH u ganee dmmbtpyior. Oumsrpat
YNAPUBAIOT IPH YMEHBIISHHOM FABIEHHHM, OCTATOK 06padaTripaior aGcomoraem sbupom (3 x 50 M),
TIonyueHHbI KPACHBIM KPUCTANIMUECKHEX OCAZIOK DACTBOPSIIOT B 5 MJ BOABI, PACTBOP HEUTPATMBYIOT
0,6u. pacrsopomM H2SQ4, npogykr Va skcrparupyior xiopodopmom (500 mur). DKCTpakT CymaT Haj
MgSO4, pacTBOPHUTENE YAAISIOT B BAXYYME U OCTATOK KPUCTAJUIU3YIOT-

" 7-®enanuannendypoxcano[3,4-d] mupuvu s (V6) moayyaoT aHAKOTHYHO COSRMHCHUIO Va U3
coenunenus Il u anerodenona.

7-Aunanernamerwingendypasano[3,4-d Jnupmvsnes (VD). K pacrsopy 0,26 mox (2,53 Mvonm) anemr-
anerona 8 2 v JIMCO po6arnszor noprmasnu 0,06 T (2,50 Mmvoms) mvppuma Hatprs. Yepes 2 9 1ocie NONHOIO
BHYIETICHVAS] EOROPONA K PEAKHMOHHOM MACee 00ARMSEOT 10 Karuis pacteop 0,3 r (1,78 mvors) coemymerist s 5
JIMCO. Cvech BbIepABAIOT TIPY KOMBATHOM Temriepatype 20 u, pasbaristor 80x0i1 (100 1) , Belrpamsyror 0,68.
pacrsopom HSO4, SKCTParvpyrOT STHIANETATOM, 3KCTpaKT cymaTag MgS 04, pacTeOpHTeh yHAPHBAIOT, U3 0CTATKA
€ TIOMOLIEBEO XpoMaTorpacu BRIIEISHOT IPOAYKT VI

Coepuaenue VI noxy4axoT nO ONMMCAHHOH BbIME METOAMKE TAKKE ﬁs ¢ypasanompyvupuaa VI,
BbIXOT 80% .

7-Aneronun-5-meroxcuypoxrcanof3.4-d]-6,7-marmnponnpamynya (FXa). K pactsopy 0,27 My
(1,94 Mmons) TpuSTHMIAMMEA B 5 M 6e380aH0r0 auetora aobasasor 0,1 r (0,59 MMons) coepunenus
VIIL. Yepes 18 u peakuoOHHYI0 MACCy YIAPHBAKOT IPH NOHIDKCHHOM JABJICHUM, M3 OCTATKA C IIOMOIIBI0
xpomaTtorpaduy BsIREISIOT IPOAYKT [Xa.

7-Ben3ouamMeTiiI-5-MeTokcuypoxcano]3,4-d]-6,7-puranpormupamanys (IX6) noxyuaror us
dypoxcanomupumuausa VII v anerodeHoHa 110 METOAMKE, ONMCAHHOM [u1d coepuueHys IXa.

7-Auerommangen-S-metorcndypoxcano|3,4-d}xuprvupna (XIIa). K cmecu 0,16 ¢ (0,95
MMOub) coeamuenus VI 10,13 ¢ ( 1,26 MMOJIB) HUTPOAUETOHA B 5 MJI CyXOT0, CBOOOIRHOYO OT STAHONA
XJIOPHUCTOTO MeTusena nobasastot 0,43 v (3,08 MMoss) TpusTunamupa. Yepes 30 My 0TdILTPOBBI-
BaXOT KPUCTAJUIMYECKUI OCANOK TPHITHIAMMOHUITHON COMYM aHMOHA 7-aneTOHMIMAeH-S-meTokcudy-
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poxcauo|3,4-d] mupumumuna (XIa). Bexox 0,26 1 (849%), Tux 175...177°C (paax.). PacreopsioT
0,16 r ( 0,49 mmous) XIa B 5 M Boasl u meitrpanusyioT 0,6H. pactsopoM H2SO4. Boinasmmit
0CagOK OTOMIBTPOBBIBAIOT M KPUCTAIHUIYIOT.

7-Denanmnane-5-meroxcudypokcanol3,4-djnupumumun (XII6 ). K cmecu 0,16 r (0,95
MMob) coepmuenus VIH v 0,2 ¢ (1,00 mmonn) GpomanietodeHosa B S M1 CyXO0ro, CBOGOZHOTO OT 3TAHOIA
xJopucroro Metuiena goGasnsor 0,43 M (3,08 mmons) TpusTiuramuna. Yepes 20 4 peakMOBHYIO
MACCY YIapHUBAIOT JOCYXa, M3 OCTATKA C IOMOMIBIO xpOMaTdrpa(bMM BBIAENISEOT npOXyKT X1I6.

~ TpuaTHIaMMOHHMIHAG COJb agHoHa 7-(5',5'-aumernn-3'-ruppoxcunukiorexcan-1'-ou-2'-

wi) -5-Meroxcudypokcano[3,4-d} mapumuamaa (XIV, C19H31N505). Cosns XTIV moayyaror us coe-
murenus VIIT u quMezona no METORHKE cuHTe3a conu X1a. Boxox 85%, Tux 163...165°C (pasn.).

TpusTuaaMMOHHIEHAS COJb AHUOHA 7-HUaneTimiMerai-5-MeToKcndypokcarno|3,4-d] mupumu-
mmHa (XV, Ci6H27N505). Coan XV noayuaror us coexmuenms, VI v aneTUNaneToHa no METOIMKE COMM
XIa. Boixox 78%, Tun 95...97°C (pazn.).

7-(5",5'-HumeTiii-3 -ruppoKcHIMKIorexcan-1 -oH-2 “um) -5-metokcudypoxcanof 3,4-d] -6, 7-maruzpo-
mmppvEaeE (XVD). Hpogykr XVI nonydgen HefTpanusanyel BOFHOMO pacTsopa com X1V, Kak OMMCcaHo st
coepuueHust XHa.

7-AuanerniMeTna-S-merokcudypokcanof3,4-d]-6,7-suruaponupumuaun (XVID noxy-
qal0T HeHMTpaiMsauei BORHOro pacteopa coam X VI, xak onmepcaso mist coegunenus X1la.

3-Anerni-2-meTna-5-aurpodypan (XVIID). A. K cmecu 0,37r (2,20 mmons) coenuuenus VI u
0,37mur (3,60 Mmons) aneTMIALETOHA B 5 M CyX0ro, CBOGORHOrO OT 3TaHOMA XJIOPUCTOTO METHIEHA
nobasismor 1,1 ma (7,88 vvonp) TpusTimamusa. Yepes 20 9 PEaKMOHHYI0 MAcCy yNapUBAOT JOCYXa
[IPY NOHMIKEHOM JaRITEHMIM, U3 OCTATKA C [IOMOIIBIO XpomaTorpacun seenssior npogykT X VL. HK
cnekrp: 1510, 1360 (NO2). Cnextp SIMP B¢ (cDCp): 191,98 (COY; 160,73, (C(s)); 150,08 (C3p);
123,48 (C(5)); 111,08 (Cra)); 28,94 (COCHs); 14,68 (CH3).

5. Pacreop 0,24 r (0,65 mMoue) O-xoMiuiekca XV KURSTST B § MJI 3Tan0sa 5 MUH, PACTBOPUTENH
YAAASIOT B BAKYYME, M3 OCTATKA BbIAeasioT npoayxr X VIIL, kak onucano B metoguke A. Bexog 0,05 ¢
“45%).
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