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{571 342", J', 4"-Orcu- u 4'-meTorCupeHUANMY-
HoMeTun)mpuannu obuen popMynss

Yy
L |
N X

rae X = 4'-OH (coep. 1), 2'-OH (coen. 2), 3*-OH
(coen.3), 4"-OCHa{coen.4).

APORBANIOUIME NPOTHBECDNYXONERYIO AKTIB-
HOCTb.

NaobpereHne oTHOCUTEA K XUMUM reTepo-
UMKRUYECKIX COBAUHEHIA, KOHKpeTHo K 32’
3, A'-okcYU M A4'-MeTOKCUPBHUANMHHOMe-
TRANUPUAUHIM:

cn-.-n@
Cy

-,

N X

rae X = 4-0OH {coea. 1), 2'-OH (coea.2), 3'-OH
(coen. 3), 4'-OCH3 (coen.q),

X0TOpue 05naA210T BHPaXEHHON RPOTURODNY-
X0NeE0R AXTUPHOCTLK), U3YYEHHORA Ha MOoAe-
AAX 3KCNEPUMEHTANLHOTO ONYXOEB0rQ pocTa
pPaJANMKOIO TUCTOreHeaa: menanvme B-16,
mmpocapkome Naucca, kapumsome lepena.

_ Auxanoru no cTpyxvype, o6naasioume npo-
THBOOTIYXONEBOW aKTUBHOCTLIO, HE WIBECTHL,

GavxadlmM aHanoroM No TrnYy Aencreun
aenseTca HaTynaH (npoxapOasuy, N-vaonpo-
nun-napa<{2-meTrunrugpasuHomern}bensam
HAA FTMAPOXNOPUA), NPUMEHSEMBIA NPW 3N0Ka-
uecTseHuX 3alonesanunax aumepaTuiecKux
TKAHER: Npn AumborpaHynemaroze, numdo-
Capxome, PeTUKYRDCAPKOME, XPDOHNYECKOM
numbonenxose {1],

Harynan xapaktepmsyetca ChegyioimmMu
BHAUSHWAMY TOPMOKEHUS POCTA ONYXONW: Me-
nadomul B-16 — 25-50%, numdocapkomu
Nancea —54,0%, xapuuHomu Fepana He onpe-
nenanocek. Niso HaTynsHa cocrasnner 225
mr/ ke {(noaxoxno) [2].

TIpURATHA KPUTEPUA 3HIYUMOCTY QAR BE-
WecTs ¢ NPOTUBCONYXONEBLM ALWCTRUEM -~
TOPMORKEHNE POCTa ONYXonK, — casiwe 50% [2),

an Vn (14
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HanoGTaTkoM HaTynaHa aBnseTca Hepo-
CTaTONHAN NPOTUBOONYXONEDaN aKTUBHOCTD,
X3PAKTEPUBYIOLLAACA 3HAMEHUAMM HIKE W
DANBKUMUN K NPUHSITOMY KPUTEPUIC.

3apnauen naobpetenna sanaeTcs NoOAyJe-
HIf@ HOBBIX XuMmuveckmx pewectn, obnapsio-
WMX NOGLILEHHOA NPOTUBOONYXONEBOR
AKTUBHOCTEIO NPW Reuerwy menavomu B-16,
avmMdocapkomul lnucca v kapumHoms Mepexa.

[MocTapneHkan cafaua peuwaercs ClHTa-
30M HOBLIX NPOMIBOAHLIX NUPUANHAE, KOHKPET-
Ho, 34(2°', 3', 4-okcu u 4'-meToxcupenun-
UMUHOMETIN NUPUAVHOB,

32", 3', 4’-akcn u 4'-merokcudeHunuMu-
HOMETARJMUPUAUHE NOAYYAOT B3IAUMOLERCT-
sem J-nupravHanegeriaa ¢ CoOTBeTCT -
BYIOIIMMIA AMUHODEHDNAMW B CNUPTOBOM Pac-
TeOpe (MeTaHone, 3TaHONR, H-NPONaHoAe, W3o-
nponadone, DytaHOne) B AKBUMONAPHBIX
KOAMMECTRAX ¢ Bux0aomM 38-99,8%.

fMipumep cunTe3a.

3-(4-oKCHPEHUAMMYHOMETHAINUPUAKH
(coea. 1). K 10.9 r {1 r-monew) 4-amutodetiona s
200 Mn abcomoTHOrO METINOBOTO CANPTA, A0~
BEAEHHLIX 710 KUNEHUA NpPW MHTEHCUBHGM Ne-
peMeilidBalyi no kannaMm npuBaensior 10,7 ¢
(1 r-mons) 3-nupnguuantpernaa B 10 tan abco-
MOTHOTO METUAOROMD CRUPTa. PeakylioHHYID
cMmechk kunatat 1-1,5 4aca npu nepemawnea-
Hu. BHnasiuni 0CafoKk 0TGUNLTROBHIBAIOT,
NPOMLIB3IOT METHNOBLIM CNUPTOM, CePHLIM
3hpUpomM u kpucTannnayior. Buxon 98%. 1.nn,
204-206°C. Hanaeno, %: N 14,4, CizHioNz0,
Buuucneso, %: N 14,1, UK-cnektp (KBr):: ¥
1630 ca”* (C = N). Rr.100 = 81 (a nnactunax ¢
sakpennen, UM cnoem "Silufol UV-254" no-
nsm&;ag $33a — AMMUAKSTUNDELIA CNWPT =
=1:.10}.

Axanoruuno nonyvaior 3-{2', 3'-oxcu u
4'—-MeTOKCUPEHUANMUHOMETUANUPUANH L
{coen. 2,3.4): Buxofi, %; T.10., °C; nangeno, 3{%
N, 6pyrTo-dopmyna; exvucneHo, % N, ¥, cMm
{C = N}, Re.100. Coen. 2: 98,96-88, 14,00,
Ci2H10N20, 14,1; 1630,84. Coen, 3: 98, 315,
13.77; CizH1eN20, 14,1, 1630, 2; coen. 4:
70.55-56, 13, 27; C1aH+:N20; 13,20; 1630, 78.
Y®-cnextp (AMCO), Auax, HM, £ * 10", Coen. 1:
as5; 1,012, Coen. 2: 360; 0,850. Coep, 3; -,
Coea. 4: 340; 1,05,

NpoTveoonyxonenas akTMBHOLTL 3aABNA-
eMbix coepunenin (1—4) nayyena e naboparo-
pus MOACGKYNRADHOR TOKCUKOAGTNU
YKPAVHCKOro HayyHO-MCCAEA0BATANLCKOMO
MHCTUTYTA GAPMaKONOruM v TOKCUKOAOrK.

OcTpan TOXLUYHOCTE 382 BAREMBIX COSAN-
HewnA (1-4) ycranosneda B onsiTax #a Bennix
HEAMHeHBIX MLILIAX AP NOAKOKIIOM NYTH
seeaeHus (tabn,1). Coegunenna (1-4) nsogu-
AUCH DAHOKPATHO, PE3yALTATIM YMUTHBANULE B
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ansTEPHITUBHORA dopma Ha 14-uiik Aetib noche
3arpaeky. Cratucruseckan obpaboTra npoee-
AeHa no metoay 8.5, Npoaopoackoro u ap. [3].
fpoTneconyxonesan AKYMBHOCTh, X&pax-
TEPU3YIOWAACH TOPMOXEHUEM POCTA MeNaHo-
Mu B-16, wayuena na mutipax mmhun Cs78e
ofoero nona maccon (20 +.2) r paapoga Lenr-
pansioro nuToMyuka AMH Pococud, coflepxa-
WMXCR HA CTAHAAPTHOM NUILEROM PALUONE,

MpoTueoonyxonenast akTUSHOCTL, XapaK-
TEPUIYIOWARCK TOPMOKEHNEM POCTA AuMO-
capkomm Maucca, xapunnomue Menexa,
uzyueHa Ha GecnopoaHux kpucax oGoero no-
na maccoi {100+ 20) r paseoaa LienTpansHoro
nutomMerka AMH Poccuu, copepxawmxcs Ha
CTaHAAPTHOM NUIIEB0M PBLNMOHE,

ApoTBOONYXONeBan aKTUBHOCTL 3a0600-
eMmulx cosauyeHn (14} nayueHa Ha npuene-
KX MOZEendax JKCAGPUMEHTINLHOIO
QNYyXOREBOro POCTA PA3NKHMHOFO TNCTOrEHEaa;
menanome B-18, nmmdocapkome Nancea, Kap-
uuHesme Mepexa. TpaucnnanTaygus onyxone-
BOrg wmavrepuana ocyujectTonsnace B
COOTRETCTBUM € pekomMergauuamu [3): na 4-un
AeHb Nocne TpaHCNAZHTaUYnY Menatiomel B-16
1 xapumuome lepena, uepes 24 yaca nocne
TpaHcnnanrauuyr anMmgocapkoMet MNaucca.

Kype peuefittix BO3IASACTEMA COCTONAN W3
WecTH BBEAGHAU 4ePed AeHbL, Viccneayemue
coegutenva (1—4) seogunuce B A03aX, KOTO-
puie BLI3HIBAKT HaubBonee BHPEXEHHLIN NPo-
TueoOnyxoneptid 3dpdext. PeayabToaT
SKCMCPUMEHTOB" YUMTHBARUCL Yepe3 24 vaca
nocae OKOHYaHua Kypca aeveHuns. Kpurepuem
OUEIKY NPOTVBOONYX0A2B0M aKTUBHOCTH ChRy-
KMT TOPMOKEHNE POCTA ONYXONW, DLPENKEH-
Hoe 8 npouentax (rabn.2).

Kak nokasuigaior skCliepuMenTH, Coeau-
Henna (1-4) 0BnanaioT eupaXeHHon, NoBbl-
WEHHOT MO CPaBHEHUID C HATYAAHOM,
cnocoBHOCTLIO TOPMOANTL IKCMEPUMEHTANb-
HBIlR OMYXONE@BLIE POCT, KOTOPAA HA BCeX Ke-
NAAL3YEMEIX WTaMMaAX ONYXOAeR npesLiwiaer
YPOBEHb NPUHATOID KPUTEPUA JHAMMMOCTU
N8 BELISCTS C NPOTUEOONYXONEBHIM ACHCTBY-
emi2]

Tak, 3-{3'-okcubernanmmiomeTAINNDY-
aun (coen. 3} u 3-(4"-oxcudenunumiisoMe-
“rumnupugul (coen. 1) nauGonee akTusmo
TOpMO3AT pocT Menavome B-16 Ha 81,4 u
71,1% cooraercTaenio, [pu TOM 8KTUBHOCTS
HaTynaHda {NPoOTOTUNA) IHAUNTENEHD HUXE N
cocraennet 25-50%.

AxtueHocTs 3-(2'-0KCudeHUANMULOME:
Turnnpuannia (coea. 2} u 3-{4-meTokcuenn-
ayMuHoMmeTun)nupuaniia (coen. 4) Ha
Menanome B3-16 cpaBHUMA C AKTUBHOCTLID 118+
TYNAHA VI HECKONLKQ BLIUIE NPUKATOO KPUTE-
pna anavvumocTu {tabn.2): 51,9; 63,6 n 25-50%
COOTBETCTBEHND,
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Ha aumdocapkome lnucca ncenepyemue
coasmienvn (1—-4) BUILBAIOT TOpMOXEHUe po-
cra onyxonw #a 64-77% n nanGonee adpdex-
TUBHWE U3 HHX coeavHeHwa (4 n 3). Npwu sTom
SKTMBHOCTE HaTYNaHa (NPoToTHNA) HWXKE U CO-
crapnsier 54%.

Ha xapuurome Mapes axTMBHOCTL COSAM-
seHua (3) Taxe BLILG NPUHATOrO KPUTEpUA
SHAYMMOCTY AN AAHHOTO WITAMMA ONyXone-
pofs Goneann. o

CnepyeT 0TMETUTS, ¥TO Ha BCEX BUAAX MC-
NONML3YeMLIX WTAMMOB ONYXONER CoeAnHEHKE
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(3) npospAAET CaMYI0 BRCOKYI0 du3nonoruie-
CKYI0 8KTUBHOCTS,

Taxum 06pa30M, COOTBETCTAME 3aRBARE-
mux coepguHernit (1-4) Tpebopannam k coeawn-
HEHMAM C BHPAXEHHOA NPOTUBOONYXONEBON
AKTVBHOCTLIO, KOTOPas NpeBwitaeT aKkTnae-
HOCTe HaTynaHa (npenapara crawaapra), no-
JBONAET PALCMaTpUBaTL WIYUYEHHUWeE
coepmnennn (1-4) kax pnuanonoruecku akTma-
HHLIE ¥ NEPCNEXTUBHLIE A YTNYGNeHHOro nay-
yeHMA WX cneundnueckol aKTUBHOCTH C©
uensio eubopa NekBpcTBeHHOro CpeatTRa /A
feueHUa onyxoneeoR GOre3HW YenoBeka,

18
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Tabnurya 1

Ocrpas TokcuunocTs 3-2°, 3', 4°-0KcH u 4'-MeTOKCHGEHNINMHHOMETUA)NUPUAUHOE o6uten

dopmynu:

ca-»-@

“
3 X
N Coeaumenne Pacreo- {TlyTe nse-; Monexy- NAso (Muiwm)
n/n Wndp |Bamectu-| fMonoxe- } PHTENE | RSHUA | RADHAR | /e | MM/ke
venw X Hue X Macca :
1 1 OH 4! aMCQ | a/x 198,2 447 0.44
2 2 oH 2! AMCO n/x 1982 282 0,70
3 3 OH 3! AMCO | n/x 1982 187 1.05
4 4 OCH3 4! AMCO | n/x 212,2 163 1,30
! TaGanya 2
NpoTHAOONYXOAIEER BKTHEHOCTE
N | Wwndp coe- | Kowso mm- Aoaa, Cpeannn Cpegmasn % Tapmomerl Mupexs sg=]| Owvoow | % nepnm: % rmBanw
nin | pwesen | osomviax e urfur MACCH ONY~ | MECCA iy Hua pocTa | GexThan- | Teapman | HOMO wanen-
rpyning XOAM KOHT= | ROAK QiuT- P ORYXORH TTH MBLLL Coand- NaHUR
POfGHMX HiX eHKM
RMBOTHEX | XWROTHMX
_ Mensuons B-16
k) t .1 80 4954005 | 1424003 0,001 711 348 9.66 [+ 16.6
1 2 ] 60 4850005 | 132000 4,001 S8 2.08 0,715 1] /]
3 3 6 a0 | ags+005 ) 092000 | com ata 538 10.56 a0 18,6
4 [ ] & 30 4,55 4005 22401 ll.OS 536 218 m 15,6 1]
§ | warynsw L] k] - 25-50 - - - -
Sami xDMma Nauces
1 ] & B FARE< R 680,11 0,05 [ 3] 32 .62 i} 4]
2 F [ 4 80 29,911 8024 0,05 515 2.7 0,63 1] /]
3 3 [ ] 40 21,9291 5501 0,05 608 33 0,72 1] 16,6
L] 4 ] ao 219231 50220 005 772 4.4 0.90 [} 1}
] HaTYRSH -] kil 40,233 67 | 1853452 £ 001 540 217 188 166 4]
LXK
1] 3 1T & [ a0 T 37437 ] 143:259 i n.gs “"l o17 | 261 | 075 ] [0 @
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