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*Mocrogeruld zusuro-rexnoaosuveckuls unweruwryr us. J. H. Mendeaecsa

Cunresmposansl npoussomubie  2-C-[ (Mgouin-3) merii]-p-L-rpeo-L-zauyepo-3-rexcy-
aodrypamosono-1d-nakrtona: 1-armrackopbureln, 1 -Geusnaacropbmred i 4°,2-poMeria 5'-
MCTORCHACROPOHTe, B BOXHAIX PACTROPAX LUpH (QUBMOTOTMTICCKUX 3HAaTeHLAX plf i res-
HEDATYPLL @CROPOIICI 1T €ro IPOU3BOANBIC CPABUBTCIBIIO ObICTPO PacLagalorcs ¢ 0CBo-
Goirerrion  L-ackopOnioBoll  HECIOTH, ARUAMEKA  00pa3oBainiss KOTOPON 3apHCHT OT
NPHPOABE 3AMECTHTENS B HHAOIBHOM KoIbme, CKopoeTs 0cBobomerma L-acKOpOIHOBOI KITc~
MOTRL BO3PACTALT © POCTONM rtesueparypsl i pH epenpsr. Ipn By rpuOPIOOUMIIION BLCJC-
v oaenoast  1-reriorackoponrena  wabJdI0LanNochk  CTOHKOE MOBBINIEHHE COMCPIKANTIL
L-a¢ropONIoBOIl KUCAOTH B TLIA3ME KPOBY.

Acroptmren A — 2-C-[ (mugoamy-3) merma | -8-L-rpeo-L-aauyepo-3-rexcyno-
dyparosono-l,4-rarroy 1 ero Z-snuMep, ackopdurey 3, 06pasyioTed M3 ackop-
OIHOBOM KUCIOTHL I 3-OKCUMETHAMHAOAR B IMCTHIX HCROTOPLIX PACTCHUI Tipi
ux obpaborre [1]. Acwopduren A w ero NPOM3BOAUBIE OBIIIM CHATE3IPOBALBL
uz 3-orcumermanugosa [2] mum ero npoussoxmeix [J] m ackopbmmoBoft Ruc-
aoter. 1'-Mernnackopburen ofmagaeT IPOTHBOONYXONEBOH AKTHBHOCTRIO B
OlIBITAX T JHHBOTHLIX C IEPEBHBACMBIMU OLYXoJsr [3]; kpome Toro, aJs
HEIO TMOKA3AUA BLIPAMKEHHAS HAMMYHOMOAYMIPYIOUIAA ARTUBHOCTSH [4].

Hemsio macrosimedi pabothi ABNIOCH JL0OJVYEUME HOBBIX IPOUBBOAULIX AC-
KOpOHEreHa, & TAK/KC H3YyUCHIe CIIOCOOUOCTY COETUHCHIII 9T0TO Kiacca 1Ipo-
OYLIHPOBATE ACKOPOHMHOBYIO KUCAOTY B PA3NUTIHBIX YCIOBMAX. B padore may-
HANUChH pamee MoNTydennse ackopOuren A, 1'-sernaacropburen, 5-Gpomackop-
Buren, a Tak/Ke HOBBIE TpouaBoiEEIe — 1/-drmmackopburen, 1'-Hemsunackopoi-
rex u 172-puverua-b’-ymerorcunackopOuren. 13ce 9TH  COGAUUEHMHA WMEIOT
Rowurypaumio ackopburena A, 1. e. OTHOCATCS K NPOM3BOUHBIM P-L-7peo-
L-zauyepo-3-rexcynodypancsono-1,4-magrona; nponssojisie ackopburena b,
NOTYIABIINECT B HEOOMBUIIY KOJLIUCCTRAX HAPSLY ¢ acKopOuTeHoM A, MBI IIe
BB,

B ragecTBe UCXOMNLIX BCIICCTB B CHHTE3C ACKOPOMICHOB MBI HCIIOALIOBAIL
1-arna-3-oxcusenimugon (1), 1-6ewsua-3-owcnmernnmagon (I1) wm 1,2-nu-
MOTHA-D-METORCH-3-orcunernauapon  (111), Kortopere  ObliM  CHHTC3MPOBAHBL
poccragonnenyeM NaBH, co0TBeTCTBYIOUMX 2aMEIMEHUBIX 3-HHIONaIbIeTH-
nos [5,6].
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(I, V) R=GCH,, R"==X —H
(11, VI) R = CHyCiH,, R = X = H
(111, VII) R = R’ = CHj, X = OCHs

Wlexopunie 3-0KCHMETHIAME/ONBL HECTAOHILHLI M TPEBPAUIAIOTCA B COOT-
BETCTBYIOLING JUMUHIOAUIMETaEbl ¢ orimeruienuer gopyanpiera. Crocod-
HOCTE 00PA3OBBLIBATEL HMIHAONILIMETAUBl YBCAMUIIBAETCS 1P BBEIEHUA B IIH-
JTONBHOE KONBIO 3AeRTPOBOTOHOPHBIX samectutrencil. 1,2-Tuvmera-5-Merowcu-
3-orcumermmnmpon (I11) nmpespaiwtancs B Oue (1, 2-uMCTUN-3-METOKCHIALO-
amn-3)meran (IV) mpir xparenmum g redeHue CyTOK; B PAcTBOPC 9TOT MPOLELCE
mpoxorma eme owierpee. Taw, B cmerrpe 'H-AAMP coepuwenns (117), camron
CPa’y mocie €ro TONYTEHHMS, CHIHAY ORCHMCTHIBHON TPYIIBL TIPEJCTABICH
HBYXHOPOTOHHEIM CHETICTOM TpPH 4,78 M. (rabamua). B eresrpe Auwmmyosrmi-
smetaga (1V) mafmopaercs sHAUHTEIbLIIOe CHALHONOILHOE cyerenue (A —
0,72 M) cmTHaNa METHIACHOBOH TPYNIL M OXHOBPCMEHIOC YMEHDLIICHHS ero
MATEHCUBHOCTE  {OJEONPOTOMHBI CHINIeT) H3-32 00PA3CRAHIA CHMMETPHY-
moft Moxerymel. Crmenrpur 'H-fIMP norassisaror, wro cocaurcnue (IV) ofpa-
3YeTCs yHie T TeueHue IMepBOr0 1aca [PH CTOSHIE METAIONLHOTO PACTBOPA.
1, 2-ge TII-H-MeToRCH-3-okeume i poaa (111).
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Sasepompril pguumpoannveran (IV) Obur moxmyuen mpu BoccTamoOBICHAR 1,2-
IFMeTHI-0-MeToKeI-3-aTokcukapGommmusona [7] LiAlld, s admpe.

HKomnemcamnus 3-0RCHMETHIUHI0NO0B ¢ L-aCROPOMHOBOI KICIOTON B YCJI0-
BUAX, ONUCAUERIX paree [2, 3], npurena coorercTrento i 1 -nrmmackopGiore-
ny (V), 1'-GemsmmacropOureny (VI) m 172'-mmverwsn-5'-vetorecrackopdure-
my (VII) ¢ serxomamu ~50%. M3 cnexrpon "H-IMP cocqumenmiz (V) — (VIT)
(cMm. Tabmmuy) chHejyer, YTo OHH OGMANAIT TAKO[ e OMUMKINTECKOH CTpyk-
rypoit (3.3.0), rax u ackopturem A [3].

[HoBGoymprMu  HPOFYRTAMM PEAKNHE  KOHJEHCAWMYW  J-OKRCHMETHINEI0NO)
(I) — (II1) ¢ L-acKopOuIroBOH KIICJTOTOM SBIAITCH COOTBETCTBYIOUNME IMIH-
MONMEAMETAHB! WM IPOAYRTHL WX foxuMepmaauui. B cayyae 3-orcmMmerya-
wagona (IIT), y woroporo GIOKHPOBAHO NONOMREMIC 2 WHTOABHOrO KOIbUA,
B RAUECTBEe HOGOTHOTO NPOJYKTA ¢ pRixonom 36Y, Ous meyienen nmwmpomILi-
merag (IV).

Hauyvie cnexrpon H-AMP nonyuenunix coeumednii

1IpOoTOHLI HHAOMEHONO LIIIIA
Goemuic- N-R 2-CH, | 3-CHj 5-0CH,
2-H 4T 5-11 6-1T 7-IL
nr# — | 709 | — 6,81 7,12 3,84 2,38 4,78 3,60
v — {690 | — 6,72 7,07 3,68 2,33 4,06 3,50
V| 747 | 763 | 740 | 6,98 7,30 414 - 3.37 -
1,39 3,21
VI*| 791 | 7,65 6,97—17,30 5,28 - 340 -
(2H) 3.24
6,97-73
VII#= — | 747 | — 6,69 7,11 3,80 2,33 3,29 3,80
3,21

* Guerrp caar B CGDCl,.
*% Cuextp caAr B CD;OD.
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[usr oupegenenuss MUKPOrpPaMMOBBEIX KOJUYECTS ACKOPOMHOBOM KHCIOTHL
ueronnsosann peaktns Domuuma-UYnorasprey (POY) [8]. Pacreop, conepra-
Wi ackopOmmoBylo Kucsaory, maryduposainu ¢ POY npuw xomuarwoil Temme-
paType, EUTOHCHBHOCTL OKPACKN WBMEPHANH CUeKTpodoroMerpuuecku. Pesyan-
TATHL CHEKTPO(POTOMETPUTECKOTO ONPENeNeH A ACKOPONIIOBON KUCIOTHI COBIA-
Q7 C MARHHBIMI, DOJYYEHHLIMI THTPOMETPHUCCRIAM MeTogoM [9].

CBesKeNpPUIOTORICHHBIE PACTBOPLL ACKOPOUreHa ¥ ero IMPOM3BOJHKIX Cojep-
JRAT, 10 JAEHEIM THTPOMETPHIECKOro I CHeRTPO(OTOMETPIUECKOrO alajisa,
1,5—-9% c¢BoGOMHOH ACKOPOHMHOBOL KHCIOTHI, YTO MOMRET OLITL CHEHCTBUENM
OPHEMECH aCKOPOMHOBON KICJOTH B HCXONHLIX IPETapaTax Uil e peaylsbra-
ToM 0fpazopanus ACKOPOHHOBOW KHCIOTH! TMPU pachmage acKopOMrencs B MoO-
MEHT DPUTOTOBICHIA MCXOHEIX pa3taBIeHHBIX pACTBOPOB HIHX CoeNUHeHNIT.
Comepmanue ackopOMHOBOI KmCmoTLr B pacrtrope 1/-mermmacropburena GnLio
raxxue nponepenmo merogom BIJNX. Tlo aammmw BIWX, » cnemeupuroTon-
JIGHHOM pacrsope 1'- MGTIIHE).CI(OP6IT[‘LII& (B BOBE Wit Me'ranone) COREPIRUTCSI

1,8% cBoGommol aCKOPOMUOBOIL KHCAOTHL.

B ornmuue or rturpomMerpuuecroro Meroja I[IN\\'()&UUIH PACTBOPOB aCKOp-
Guremos ¢ POY 1 reuewne 30—60 wmun upn 80° C nosposssra OMpeensTh
95—98% acropBmHOBOil RHCIOTHI B COCTABE ACKOPOUTEHGE, YTO OBIIO HAMIL
TAKIKE MCIONB3OBAHO A OUPeHeNerys copepsiaima 1 -verwrackopiureua »
nJasme KpopH. JTOT MHKPOMETON KOJWYECTBCANOTO ONPCHLAENIA ackopliire-
FIOB HA OCHOBE OMPEEEIEHLS COMEPIRAHMIA B (WX acKOpOIHOROI KHCTOTHL P~
TOLEH MAIs BCEX TOJAYUEHMBIX FPOMBNOMILIX ACKOPOMIEHA, 32 HCRIIOUCIIHEA
17,27 mnerma -5 -yeroremackopourema (VII), koTopnii oTamuaercs BBICOKOIL
PeaRLHMOHEON CHOCOTHOCTHIO 1 00pPasyer MPORYNTH HeTpajarnill, BhIIajfaoiie
B 0CAJ(OK.

Uz pesymbraroB mayvemus JUHAMIKI Paclaga acKopSHreHa M ero mpoirs-
BOABBIX B OydepHbIx pacTBOPax € 0CBODOJKAEHHEM acKOpPOIHOBON KUCNOTHL
CIeKTPOPOTOMETPHITECKIM MeTofoM ¢ wermonbzosamnes POY (puc. 1) cwepy-
eT, 4To npu QusHosornveckwx suadewmax pH w remmeparypst (kamwmii-doc-
arusrii Oydep, pH 7,2; 37°C) ackopOures 1noABepraeTes NOBONLHG OBLICTPOI
XUMHMUECKOIT TPaucOpMATIHI, CONPOBOMAAIINEIIcA BHICBODOMACHIEM &CKOP-
OHHOBOIT KHCAOTHI, COJEPAAHNE KOTOPOH B mpodax K KOMI(Y TEepRoTo Taca
rEKRy Hanum frocriraet 24% o1 MCXOMHOTO COXEPIRANUA ACKOPOMHOBOH KHC0-
TBL B cocraBe ackopOmrema (hpTIBa}l 4 wa pue. 1). B YRABAHHBIX Y CTOBIIAX
1’-3aMerienmbie POUBBOUHBIE ackopOurena, » wvacruoern 1 -aerii- no L -prm-
2CKOPOMIeHD!, TPOABIAIOT ZHAUHTEILHO GONLIIYIO HAGUILHOCTE i pacIajianT-
¢a ¢ ocpobospennem n redenue 1 9 ~40% acropbumosoit wuemorsr. [luma-
Muka pacnaga 1-merun- w 1-3rmrackopdurera pazinadga (kpupsie 2 ¥ 5 ua
puc. 1), uro MosKeT ObITH CBAZAWO ¢ PABIMUHON CKOPOCTHIO BTOPMUNBIX 1pe-
Bpalendil 0cBOGOKNATIOINNXCS MALONLHBIX KOMIIOHEHTOB ACROpOurenos. B ciy-
vae 1’-6eusmi- u 5'-0OPOMACKOPOUICHOB CKOPOCTh BHICBOGORICHAIA ACROPGH-
HOBOH RHECIOTLI 3HAUMTEILHO HapacTaer 8 Teuewwe nepsuix 10 aMmir mpryOa-
mun (kpussic 6 w 7 ga pre. 1) 3 onucwiBaeTcsa ¢rabo peIpaskenHoil S-o6pas-

(8, ». ., J, T

Tporouul ocTaTra acKopBUHOBOI -
KHNCHOTDL xces
4-H 5-H 6o-F 66-F T4 T5 60 75,66 J6a,65
3,78 4,20 3,98 4,10 0 3,3 5.8 9.6
3,87 422 4,00 412 0,7 3,4 5.6 9.8
4,08 425 4,02 443 0,7 3.3 56 9.8
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HOIl KPHBOI, & BEIXOMl ACKOPOHMHOBON KHCAOTHI NMPH YACORBON WHRYOALMY TpH-
DIUKAETCH K BBIXOJY ACKOPOMHOBON KMCAOTHL IpH uukydaumum 1’ -sTmiackop-
Ourena sa 10 ;e pems w cocrasager 120—127 mxr/npoda.

Heo0xopu30 moAueprRHYTh, Y10 CKOPOCTH paciaga 1'-3aMeuiCHHLIX aCKOp-
OureHoB cymecTRenmeM  00pazom  3asnenT or reaneparypust w pH o cpejst
CROPOCTE OCBODOIKACHM ACKOPOHHOBOI RHCIOTH Mpn HuHKyOaumn 1/-merun-
acropbmrena B ranmii-ocharuom Oydepe, pkl 7,2, pesro cHmRanach upi 11o-
qikenmn reyieparypst ¢ 37 o 25° C (kpmesie 2 11 1 wa pue. 1). B anerarmons
Ovdepe upw pH 4.0 exopoctn aroil pearunnt naxse npu 80° C smaumresbuo
ke, wenm npu 37° C B caadoniexouroii cpeje (wpusble £ w § wa puc. 1). [pu
6—24 w mprybammr ackopOIrenon 6 oyQepubix pacrsopax (JauHse me npi-
BEJIGHDI) MCIJICHHOE HMapactaHme B TEPBHIE Yachl ¢BOGOANON aCcKOPOMTIOBOIT
RIICIOTHI CMEHAETCS [OCHeAVIOU[UM CHHGREHUECM €€ KOHIEHTPAIMH, HO-BHH-
MOMY, M3-3a €8 JLOCTeIeIIHOT0 OKUCIS IS,

Hlamee MBI comocTasmil JUAHAMOKY WiMEHEHHA CONeP/RanUg ackopGuuo-
BOIT KHCTOTHI B KPOBM MBITIEH Ipu BHYTPHOPIOINMHHEOM BBEIEHIH acROPOHHO-
soit kpemorst nan 1-mermracropburena (pue. 2). IHpr fmose ackopGusosoir
rIeaornr 0,5 MMOJB/KT ee COMepIKaHMe B ITa3Me RPOBU OBICTPO NOBLNNANOCT
(¢ 7,6 mo 40 atmr/aen) x 20-1 vuH DRCILEPUMENTA, & 3a7eM OBICTPO CHUMANOCD
no 13,4=9,2 mer/yvna (xkpusas 2). B orauduwe oT 3TOro TmpH BHYTPHODPIOTINH-
HOM BBENEHNIL MBIIAM 2KBIIMOMBHON f03bl 1 -Meriackopburena Memuy 2-ut
1 G-M U aReUepiMerta HafJIOaloch VOroiuuno BECOROE COMEPIRAHIE ACKOD-
OUHOBOA RHCJIOTBL B IIA3Me KPOBM, HOCTHIAITUCE 2-—3-KPaTHOTO (QH3HOIOr-
weckoro yposiisg (wpwsag 3). Mexopumit yposein cofepmaunsa 1 -merunacxop-
oirera n naasme wposn (143 mkr/un) K 6-y U BKCIIEPHMEHTA CHUIRATCH
(kpupas 4), Bo kee ellle OBLT FOCTATOUIIO BLICORMM (23 MEr/Mua), yrolnr 970
coefliIIelIne MOTIO NIPATL POAL PesepBa ackopOHIOBOR KHCHOTHI B bojee 1103
TOHE CPORIL,

Tlonyuenybie galHbe CBUJIETEALCTBYIOT 0 ToM, uro 1 -Mermnackopburer,
JCPHO FMCCOMHMMPYOMIME B BOAHBIX PACTBOPAX UPH (IBHONOTHYECKHN YCJIO-
BIAX € 0CBOBOMAeHIeM acKOPOMUOROIN KHCJAOTH, KAK I APYLHe 3aMelieufble
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Pue. 1 Puc. 2

Pyc. 1. KaneTuka paciiaja ackopOMIeRa H ero MpOH3BOAABIX ¢ 0CBODOIKIEIIEeN acropbu-

1oBoH Kmewots (AK) B BOAHO-CUHPTOBBIX pactsopax: ! — I-aerunackopburen n 0,04 M

K-pocdharmoy oydhepe, plI 7,2; 25°C; 2 — 1o e mpu 37°C; 3 — 1o swe B 0,001 M Na-are-

raros Oydepe, pH 4.0, 80°C; 4, §, 6 u 7 — coorsercTrenno ackopburen, 1-srwaacropbu-

ren, V-Geusackopdnren 1w 3-6poyackopburen B 0,01 M K-ocdaruom Sydepe, pH 7,2
o

Pic. 2. VIaMCIelie CoJIePFRaniia B IIa3Me KPOoBM ACKOpOHNOBON wrckorsl (1—35) u 1'-Me-

TiracKopéuTena (4) Tocke BEYTPUODIONIMITNOTO BBEJEHHs MBILIAM ACKOPOIHOBOI KHCIO-

Ter (2) mam 1’ -merrmackopburena (3, 4) 8 nose 0,5 Myonwb/Rr. I — cofcprranie ackopou-

TOROH KHCJOTH B INa3ME KPOBHM KOHTPOJLIBIX yKuBOTHBIN. Qag 0,3 u yrasaner cpejie

BCIMIMNBL (X), TMOAYYEHHBIe TP alajuse KPOBM TPEX MbIied KURAOH TPYINBL U

OCTAABIBIX CPOKOB KPYAIRAMIT YRABAILI CPEHNE BCTHMYMHDLL i BEPTHRAJIBIBNH 0TPC3KAME
WX LOBEPUTCALIBIC rpanpubl (£4S3) npu n=4 u p=0,05
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acKOpOATensl, MOKET CIY/KUTH B OpraHuaMe cBoeo0pasHoil mero-GpopMoil Bu-
ramuaa C. 910 obecmeumpaer UPOIOHTHpPoBaHHbIl 2dderT ackopdWROBOIT
KMCIOTBL M, BO3MORHO, OTIACTH O0YCIOBAMBAGT OTHOCHUTENLHO BBICOKYIO IIpPO-
THBOOHOYXONEBYI0 aKTHBHOCTE 1'-MerugackopOureHa B 9KCIEPIMETATE 1O Cpab-
HEHMIO ¢o ¢BOBOHOIN ackopOuHOBOIT Kucmoroil. OHARO OHOIOrHIECKAS AKTIE-
Bocth 1'-mermmackopfurena, OMIHYAOIIAACA OT AKTHBHOCTI aCKOPOMIEOROIT
KUCAOTHL (CPABHUTENBLUO BHICOKAS TOKCHUBOCTE, (0Tee BBIPAMEHNas HPOTHRO-
OIYXOJICBAA AKTHBHOCTL), MOMKET ObITh CBA3AHA TAKMKE CO CICHEHUICCKIA
Bo3feficTBHEM MHEAOJILHBIX CTPYKTYP, T. €. CAMOTO HCXOJHOro COeJWHEHUT W3
00pasyIoNuXCs DpH €50 XMMAYECKUX IHPEeBPAICHUAX MIJOJBHLIX HPOU3BOJ-
HeIX. Beiscmewrue amexamuzma Ouonoridecroro jeircreum 1'-mermiaciopOurera
Tpedyer NanmLHelIiero HayIenns.

SI\'CﬂepHMGHT&JII)HEUI TacTb

Has TCX menonssosanu cuixydon UV-254 (YCCP). Beujcerna na XPOMATOUparMax
obHapyskusanu B YO-cnere mim ¢ NOMOLIBIO PEARTHBA DPIUEXA. chu ILIOBALI CHEYIO-
mgre  CHCTEMbI pacTBOpuTeneil; xaopodopi — aerauwold, 23:1 (A), 23 (b)), xaopo-
cdopm (B). Cuerrpsr 'H-IMP monyuennl ma mpubope Bruker WH—SGO c 132160‘1(3i1 qACTO-
Toi1 360 MI'm, BHyTpeHnuuil cTauMgapT — TCTPAMeTHIACHAa)S; CHITAubl OTHOeCECHbL ¢ THOMOILBIG
JBoitroro pesomasca., MK-cmewrprr cHuMmanu wa npndope Perkin — Elmer 1R-283 1 rab-
rere KBr, ¥Y®-cmextper — na npubope Specord UV VIS (PIP) B aranosuHOM pactsope.
Amanuz meromom BIHX* nposoguru ma wononke (250XA46 wmy), sanoxueinuoii copden-
rom Lichrosorh RP 18, 10 smum (Merck, ®PT), snroent — cxecsr 0,05 M KHPO;, pH 4.5,
u meraoda (6:4), 2 Ma/MuH, perucTpanus upu 237 1AL

L-9run-3-popruaundon. K paCTBopy 45 1 (0,01 sonw) 3-bopmunuugona
30 sy DMSO, oxrampendomy 110 0° C, npu DepeMentuBatuy  Ko0aBIAIH

10 r BaO, 10 r Ba(OH) 8H,0 u 5,30 r (0,037 moxe) pmormacyabdara. Pean-
NHOBEYIO Maccy epeMeumupamir 5 u upu 60° C, 3aresm gofasasan 3 MI KOUIL
NH,OH u nepemenrusasy 0,5 « mpu 20° C, peiHBamM B BOJLY, DKCTPATHPOBAJIL
XJH0podOPMOM, PACTBOPHTENL OTTOHSIN B BAKYYME, OCTATOR KPHCTANIN30BAJI
u3 Metauosaa. Iloxyvaan 1,47 v (83%) menroix mrn ¢ 1. mr. 101-—-102° C. Hait-
neno, %: H 6,3; N 8,1. C“H“l\O. Brrumeaeuo, %: H 6,4; N 8,1. R; 0,53 B cu-
creme A. VK-cuertp: veo 1650 cm™'. V®-crierrp (Amay, n (8)): 213 (24 300),
246 (15700), 301 (16 300). '*H-AMP-crmertp (CDCly; 6, »pm): 9,97 (iH,
CHO); 8,30 (1H, M, H-7); 7,70 (1H, ¢, H-2); 7,39—7,26 (3H, a, H-4+1U-5+
+H-6); 4,20 (2H, w8, —CH,CH,); 1,52 (3H, T, ~CHgCHg).

2-C-[ (1-Bensuaundoaua-3 )werua] -p-L-rpeo-L-eauyepo - 3 - zercyrodypa-
Hosolw—],él—/mmon(Z'—6ezz,3uﬂacnop6ueen) (VD). K pactsopy 7,92 ¥
(0,045 momp) L-acropGumonoii xucnorsr 8 181 mu yurparxo-goedarnoro oy-
tpepa ¢ pH 4,0 opu 20° C u mepemelrmBaHu TpIGABITIAN CReHRENPUIOTOBIRH-
ueiit pactsop 7,11 v (0,03 monr) 1-Sewsmir-3-oxcnaeriormona (I1I) v 50 ma
BTARONA, TEPeMelBaIn 3 1 1 OTHUWILTPORBBAIL 0T BBIIABINETO [UHMKOMIT-
MetanoBoro poussojiHoro. Mursrpar swerparmpoBasw  aruraieratom  (3X
X 00 mn), vrerpart ey Na,SO, n yoapusazu. Ouamiasi xpomarorpa-
Queit Ha mracTHHRax ¢ cuankareseM 5 cueremc b. Homyuanue 536 ¢ (45%)
Oecugernoro amopuoro sewectsa. Halimeno, %: C66,8; HI4; N3,6.
Coo 1, NOgy. Bermeneno, %: C 66,8, H 54; N 3,5. R, 0,41 n cucreate B,
NH-crertp: veo 1790 om™'. VO-criewtp (hnas, AM (&) 2 210 mr. (284 000),
220 (316 000), 280 mn. (6200), 285 (6400), 288 nm. (5600).

2-C-[ (I-9ruaundoawn-3) merun)-B-L-rpeo-L - eauyepo - 3 - eercysodypa-
wo3ono-1,4-aarron  (I'-arwaackopbueen) (V). Bout moaywen amaiormdio
coemertie (V1) ¢ seixomom 50% w Bmge amopdroro semectsa posonoro
asera. Haitmewo, %: N 4,3. C HNO,. Berawcaeno, %: N 4,2. R, 0,33 8 cucre-
ve B, WH-cnewrp: veo 1790 ea™'. ¥ D-crerrp (Ao, Um (&)): 223 (30000),
282 . (6000), 286 (6330), 297 wi. (5670).

2-C-[ (1,2-JTunerwa-5-aerorcuundoaun-3) merun] - § - L - tpeo - L - eau-
yepo-3-eexcyrofyparnosono - 14 - aarron (1,2 -0unerua-5-aerokcuackopou-
cen) (VII). Brmx momyven ananormuso coepuneunio (VI) ¢ seixonon 62%.

* Apropm Omaromapusr A. M. Hlmsgnresuuy (T'ocyZapcTBeHHLIT HAYIHO-HCCIETOBA-
TeNLCKUI MHCTHTYT 10 CramjapTU3alidl U KOHTPOJO jJexapcrBeHHbIX cpepcts M3 CCCP)
3a npoBencHUe ananm@son meroiom BITHX.
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R, 0,36 3 cucreme B. UH-cniertp: veo 1790 cm™" YD-criertp (Awax, BM (£)):
1224 (200 000), 282 (7200), 297 wr. (6000), 310 ma. (4000).

Ws pearmuoirnoii eMecn ¢ BeixomoM 36% BBIeNeH 3aMelUeHIBHT TUIITI0-
qaseran (1V), maeuTHunblil DPOAYKTY aJIOMOTHJPHAHOIO BOCCTAHOBIEIII
1,2-mMeTun-5-Meroken-3-3ToReHKapSomIIHIoNa (e, 1usme).

Buc(1.2-0unerua-5-nerorcuundoawa-3)meran  (I1V). Cycucumsmo 5 ¢
(0,02 wonn) 1, 2-numerna-b-meTorcH-3-aTOKCUKapOoHMINEoNa 1 1 T
(0,03 monw) LiAIH, B 200 ma Gessommoro oupa mepememrusaiim 48 w rpi
20° C. Mocse 06paboTRM PeaKINIOHHO/ CMECH HTITANEeTaToM U IHeJOYHOr0 pPas-
momenust (1 sy sogsr, 1y 15% pacrropa NaOI, 3 mux Boms!, mepemeiInpa-
ume 30 mun) moayumnn 2,52 ¢ (70%) Oecuserwsix wrar ¢ . mr. 158—159° C
(13 pravoma). Haiigewo, %: C 75,9, H 7,6; N 7,9. C.;H,sN,0,. Beruncaeno, %:
C 76,4, H 7.2, N 7,7. R, 0,52 B cucreme B. Yp-cnertp (Amas, oM (£)):
209 (44000), 230 (51000), 288 (17 500), 299 mi. (16 400), 310 mu. (13 000).

Crnerkrpogoronerpuueckoe onpedesenie ackopounosoll wucaorvt. T 4
HCCJAEYEMOT0 PACTBOPA, COJEP/RALIEre ACKOPOHHOBYIO KUCHOTY, TOBABISIM
v 0,2 w. POY, npober setaeprusann 1 mpn 20°C (mpu 9ToM passusayach
CHHAA oRpacka) u crnerrpodoromerpuponany muprn 730 um. Coxeprranmie ackop-
BNHOBOIH KUCHOTHE B 1Pofax PACCUNTHBANM 110 KauabpoBOunoil KPUBol, moct-
POEHHOH IIA PACTBOPOB ¢ MBBECTHON KOHIIGRTPANHE acKOPOIHOBOI KHCIOTH.

Cnexrpodioromerpuneckoe onpedeseHiie ackopburoeoll KUCAOTHL U ACKODP-
Oueenos 6 naasme kposu. T 0,6-—0,7 wx nyrasMbl KPOBY IAA 0CAKICHHA OlKOB
31 CTAbUANBANIE ACKOPOUHOBO KWCIOTHL JOGABIANE pasHblil 06HeM cMmecs
10% pacreopa CCI,COOH w 10% pacreopa 1IPO, (1:1). Besbemropsrit oxer-
PAaKT, TONYUEHHBIT UWEHTPUPYIUPOBAHUEN, HCIOTLIOBATH U Pa3fe]biloro
ONpeACTeHIsS CBODOMHON ACKOPOHHOBON KUCIOTHL I CYyMMAapHOro COMEpAtanisl
cBobomuoit ackopbunopoil Kucaorsr u 1'-memwrackopburena, C nexbio ompese-
nenus cBofopnol ackopbuuosoil kucxorsr ® 0,5 My Geabemkonoro sxerpaKTa
aobasnam 0,3 s gueriumuposannoil sopnt uw 0,2 ma 0,2 u. POY. ITpoGnr mu-
wyGuposas 1 v npu 20° C w oxpacky masMepsu npw 730 M wa crierrpodorTo-
werpe Beckman-26 8 xpapresofl Mukpoxwosere ¢ ool cxost 1 em (GLIA).
Hnsa ompemencmis CyMMapHOTO cOfepsRaHus B IUIa3Me KPOBH  cBoOOJUTON
AcKOPOMAHOBOIT RICIOTHL B ACROPOIHOROI KieaoTsl B cocrase 1/-Mermmacrop-
ourena pearmmio ¢ POY nposopiman 5 rewenme 30 muu npu 80° C. Coxepmanne
1’-stermiackopburena B IasMe KPOBH PACCUITBIBANN 110 PASHOCTIL B COLCPIRA-
LI CYMMAPHOiL I ¢BOOOANOH acKOPGIHOBOIT KICAOTHI. T'0UHOCTL MeTofia onpe-
JeneHusT cnobonHoll ACKOPONHOBOI KICIOTH W ACROPOITHOBOIT KHCIOTLI B COCTA-
se 1-mermracrkopburena gemnr B mpenesax 4%.

B omurrax in vive npu mayuewwnn snngang 1 -mermrackopbnrena u ackopfin-
HOBOI WHCIOTHI HA IUHAMHKY COMCPKAWNIA DTHX COCMMHEHIIT B 1UTA3ME KPOBII
Ob0 ueronbsorano 60 cammon msurmreil anmmt CBWA ¢ maccoit Tera ~30 r.
Mermy Oprner pazjeresst Ha TpH papwsle rpymnel, 3a 20 Mun — 6 4 jio 3alos
Tiepsofi w BTOPOIil TpYyIUIaN MAIIIEH BRYTPIOPIIINITHO BBOJMIN COOTBETCTBEHUO
ACROPOMHOBYI KUucioTy am 1'-mermackopfured & rose 0,5 MMOnB/&r Macest
reca 8 0,25 ma 0,85% NaCl, comepmamnero 10% sramora; rperseii rpymie s~
ielt (rowTpoan) pryrpudpoommano ssofuan 0,25 mn 0,85% NaCl, cogepsa-
mero 10% srmmonoro cumpra. DTHIOBBIH CIUPT B oUbITAX 1IN vitro 1 in vivo
HCIOIB30BAICA AJA  IHOBLILTEHHS PACTBOPHMOCTE ACKOPOUTEHOB B BOJHBIX
pacTBOpax.

Runerura pacnada ackopbuzena w ezo npoussodnvrz (puc. 1). Cumech
3,6 aar oxrampensoro Oydepa 1 0,4 M CBRMRENUPUIrOTORICHHOTO PACTBOPA TIC-
cuepryemoro coefuuenig B 96% sTmropoM crupre HERYOMPOBANIL NPH VRA3al-
woli B wopuucw ® pue. 1 remneparype H—060 mww; waganbuadg KomnenTparig
acwopbsrena M cro DPoM3sodHbix B upote 4,7-107° M, yro pRBUBANENTHO
331 ar engzanHoil aCRoPOIHOROTT KITCIOTL.
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ASCORBIGEN AND ITS DERIVATIVES AS DEPOT-FORMS OF ASCORBIC ACID

BUKIN Y. V., PLIKHTIAK I. L.., DRAUDIN-KRYLENKO V. A.,
YARTSEVA I, V., ORLGVA L. M.*, PREOBRAZHENSKAYA M. N.

All-Union Cancer Research Centre, Academy of Medical Scences of the USSR,
*D. 1. Mendeleev Institute of Chemical Technology, Moscow

New derivatives of 2-C-/(indolyl-3) methyl/-p-L-threo-1-glycero-3-hexulofuranosono-
1,4-lactone, vis. 1’-ethylascorbigen, 1’-benzylascorbigen and {’, 2’-dimethyl-5"-methoxy-
ascorbigen were obtained. In aquous solutions at physiological temperature and pH va-
lues ascorbigens disintegrate rather rapidly to yicld l-ascorbic acid, the rale of the lat-
ter’s formation depending on the substituent in the indole nucleus and inereasing with
growth of pH and temperature. Intraperitoneal injection of 1’-methylascorbigen to mice

leads to steady rise of T.-ascorbic acid level in blood plasma.
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