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B3AUMOJIEMCTBIE ACKOPEUTEHOB € AMIAHAMM

Hauxmarx Il. J., Fpuesa . B., Xan 3y Emn,
I peod pancencrasn M. H.*

Bcecoosnolli 0nk0.1021MeCKILL HRYUHOIE YCHT D
Aradermun vmeduyurnckur nayr CCCP, Mockea;

*Reecorosnnil nayuio-uccaedosare.tbChuil URCTUTYT NG UIbLCKAHULIO
HoGux arTuduoTuR0g Aradenuu seduyuncruzr nayr CCCP, Mocrsa

Tlorazano, uro ackopfnred u ero N-aiKIIbIBEE TPOM3BOLHBIE BRAMMOLCIICTBYOT €O
CTEPUUECRY UE3ATPYAUEUUBIMI EPBHYULIIL AMUIAMI ¢ DACKPLITHEM JAKTONIIOT0 KOJbUa
o 00PAzOBaIHeM aMUHEOR aCKOPOUTEeHOB.

Acropburen (la), wugoncofepsxamee MUPoH3BOAHOe L-acROPOHHOBOH Kuc~
JTover, 0Opagyerca B AWCTRAX mMuorux pacrenuit [1]. Yemoser modyuaer ero ¢
pactutesproll numei. B opranusie on ¢riocofeH pacnajathes ¢ 00pPa3oBaHU-
eM TNPOM3BOAMBIX HHEONA W CBOGOAHOM ackopOumoBoil rucxorsr (2]. OgHano
yenoBeK uenoabayer amub 15—209% L-ackopOMHOBON KHUCIOTEI, CBSI3AHHON B
acropourene [3]. [To-supmvomy, 270 00BACHACTCS TEM, YTO ACKOPOUIEH CIIO-
co0eH K IPYruM TPEBPAINeHHAM, He CBASANHBIM ¢ OTILETIIeHHEeM aCKOPOMIIOBO(T
kueaoThl, Tak, Mpf mowrasanu, uro mojx aeficrsuenm mexoueit ackopomren (Ia)
HPeTEPTIeRALT DA3MBIKAUNE HAKTONHOTO KOJBIA, MEKapOOKCHIWPOBAHNEE, W30-
Mepusaluo n odpasyer 1-mesoxcu-1- (wuponwmn-3)-L-copdosy (I11a) [4]. [pn-
CYTCTBUE B PACTUTEILHBIX JKCTPAKTAX HAPSANY ¢ acKOPOUIreHoM MPOLYKTA erc
WEeJ0YHOH TPaBCEOPMAUUN HEYCTAHOBICHHOTO CTPOGHMH OTMEYAN0ChH W pa-
nee [1].

Tlpu BsavimojeiicTBHI ¢ aMMHAKOM B METAaHOJC aCKOPOUreH 00pasyer aMu
2-C-[ (wupomun-3) merma] -B-L-rpeo-L-2auyepo-3-rexcynodypanosonosoi  Kuc-
aorsl [5]. B macrosmeit paGore, UTo0bI OMEHUTH AIMINPY O TTOTEHTIHAJ A~
KOPOMTEHOB, MBI M3YYATM WX B3AWMOMEHCTBYE © PASAMIHBIMU aMHHAMHT.

AcxopOuren ¥ ero TPOM3BOAHEIE B3ANMONEHCTBYIOT ¢ HEPBUYHBIMU &Jf KU~
WIN apUaadKuiyaMmuaMu, o0pasys amagsl  ackopourewos (IIla—r, ¢ —u).
Tar, ma acrxopdurena (la), 1-mertun-(18) mrm l-anmunacwopdurena ([8) m
D-MEeTOKCUTPHIITAMHHA B METAHOJE JIPH KOMHATHON TeMmeparype ObLIH IT0JY-
qeHbl ¢ BeIXogamMu 30—45Y amuner (117a — B coorBercraenuo). Ilpn Bsammo-
Aefictery coepmuenus {(I0) ¢ M3OTPOTIUIAMULOM, GEH3UTAMUHOM WIW 3TAHOMA-
MUHOM Tar:Ke Optan Beigenensl aMujnl (ITTe—3) ¢ peixogamn ~75%. Kak u
nipm B3ammoneiictsum ackopOurena (la) ¢ aMMmaroM, mpu 9TOM Pa3MBIKAETCsH
JAKTOHHOE KOJBI0 GMUMKIa, a YPAaHO3HBIN LUKX He 3aTParuBaeTC.
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BBIXO[BI 1T CBOHCTBA MOMYUYEHHBIX COGAHHEHHIT mpejcraBieHst B r1abx. 1.
B macc-crexrpax coepumermin (I11 a —®, e —3) mMeloOTCH HURL HPOTOHEPO-
BANHBIX MOJEeRYTApHLIX mortos [M+H] ™, a rakme cam [M]T. B radx. 1 wpn-
ReleHsl 3Hauenusa m/z Hanbosee NHTEHCHBHEIX IIHKOB, OOPASYIOMEXCH IPH
pacrazie, a Ha cxeMe NPejAcTABIebl HadriogaeMsle HyTH (DParMEeHTauuu C€o-
ceqogennit (IT1 a—38,e—3).
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[HTapamerpsr cmexrpor ‘H-AMP nomywenumix avmwgios (117 a — 8, e — @)
SaM3K R mapamerpam cnexrpos CH-SIMP  pamee omucammmix  2-C- [(mmo-
aun-3) Merna J-p-L-rpeo-L-2auyepo-3-rercynodypanosonoroii kucaorsr., Curua-
JB! TIPOTOHOB BCEX (PPALMEHTOB MONERYJBL XOPOIH0 HACHTH(HINPYIOTCA, I Xa-
parrep 3amecrureneir R u U me saumer ma xougopManuio hypamozuoro Koilb=
na (rabm. 2).

ApoMarTHYeCKUe aMUHBI, HATPHEMED R-TONYHANH ¥ AHWIKH, He PearapyioT ¢
acROpOUrenaMyr B MeTaHoNe IPH KOMHATHOI TeMIeparype ILIN HarpeBaHWHE,
4T0, HO-BHANMOMY, CBA3AHO € HX MeHbINEH OCHOBHOCTLIO. DBlammomeiicrnme
AMHIIOB C ACKOPOWTEHAMI OUPeHeNsTeTcd TaKRe CTePHYecROil TOCTYHHEOCTLI
aMnHorpynosl, Tar, 10 cpaBueHHI0 ¢ H-METORCHTPHITAMIHOM Il B30I POIH-
JAMHHOM Bsagmogelicrsue ackopbmremos (I 6, r) ¢ 1-(untoaia-3)-2-aMuuo-
mponagoM ¢ obpazosannes amugos (111 r, w) B Mevanome npir KOMHATHONL TEM-
epatype Pesko 3aMefNgeTcs M ONHMOBPEMEHHO NPOXONHT KOHRYPHPYOIAg
PEARIIA LIEJOYHOTO HeKapOORCUINPOBAKIA, IPHBOIANIAN W[OCHe H30MEpH3a-
uuur K obpasopanmio l-gesoxcu-1-(l-anxuwnnanonuin-3)-L-copbossr (116 wmmu
v); faske wepes 1 mecaw e nech mexopuerit ackopburen (I6 wiau r) perymaer B
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peaxnuio. ITpopyrter menounoro pacnajga — coepumenus (116) wnm (ITr) Goimm
HReHTEQUIUPOBANEL cpaBHeUEeM ¢ 3aBeJOMBIMI 00pasnaMu, NONyYeHHbIME
ooj jgelersmeM Inesouy. Bropmumsie aMWHE!, Hame oO0Jaalonlue HOCTATOUHO
BBICOKOIT OCcHoBHOCTRIO, Hanpumep Mopdorun (pK, 8,7), 1ax Ke Kax U (QEHER-
TUAPasHE W n-EUTPOQeHmITHAPA3HE, He B3aHMONEHCTBYIOT ¢ ACKOpOAreHaMu
TPE KOMEATIION TeMUepaType B MeTamoie; moy meitcteueM ummepummaa (pk,
14,2) npomexopmur 0GpasoBanme IPOMIBOLHOTO COPOOSHI.

Pamee gus aMuga ackepOMTeHa B €ro H-0POMIPOM3BOAKHOIC 0BG UORA3AHO
[5], @ro packpertae ypaBO3HOr0 KOJABOA B HTHX COSIMHEHIAX INPOUCXORHT
opu 06pafoTke PEAKIHMONMHOA CMecH TOCHe 3aBEPIIEHHS MPONecca areTHINpO-
BAHUSI, TOCKOJLKY MMEPBUYHAS ORCHTPYEIA ocTaercs uHesaMemennoit. Amaio-
FAYEBIM 06pazoM npr anetwauposannm amiga (1118) yreycHBIM arrmapuioM B
UHPEIAEE OB TONYYeH B KAUeCTBe OCHOBHOIO upoaykra tpmaumerar (IVe),
mapamerpir caewrpa ‘H-AMP woroporo Gamsrum ¥ mapamerpaM cnerrpos “H-
AMP pamee onwCaHHBIX aUBRATICCKUX 2.4,5-1pu-O-anernn-2-C- [ (wugonni-
3)merui | -L-rpeo-L-2auyepo-3-rercynosoncamugon {(racx. 2) [5]. Ilpu aune-
THAMPOBAHTE B TeX ke yciaosmax ammpa (1116) obpasyercs cmech O-amerinin-
HBIX UPOUSBOAHLIX, B KOTOPOIl upeobiramaer, cyis no gagusiv ‘H-AMP-crexr-
pocronumy, ammranueckuit Tpmarerar (IV6). Kpome aumkanvyeckoro Tpuamera~
ra (IV6), mo-sumuiMonmy, obpasyercs O-ameTmibHoe TPOUSBOAHOE, COXPAHMIO-
Imee MERInIecryIo Gypanosnyio crpyrrypy (VO), Tar xak B cuerrpe 'H-AMP
emecw ameraros (IV6) uw (V6) curmanst amerata (V6) C6-Ha uw C6-Hb (mn)
YHANEHB APYT OT APyra u ONU3KM [0 XHMIIeCKHM cxsmraM x curmaxam C6-
Ha b B qurauyeckoit popue amuma (1116).

OGpazopanme aMugOB ACKOPOHWIeNOB II03BOJSET NPEIUONORUTE, UTO # B
OUOJOPHYECKIX YCJIOBEAX BO3MOMHO B3aMMOeHCTBIE ackopbmrena co crepu-
YeCKH MOCTYNHBIMU aMUHOTPYIIAMK OWONOrMYECKN BAMKHBIX COCHUHEHMI.
Brrexassisanoch IpequoNoKenne, 40 afmIMpyIomas cnoco0HocTh ORCAOYTH-
POTAKTOMOB onpejielsier WX amieprasupyiomee meficrsme [6]. Bosmosxmo, yro
o0HapyReHnnoe cuibHoe Bea/elcreme 1-mermnackopburena (I6) ma mMMyHHSBIH
oTBer oprammaMa [7] TariKe CBA3AHO C €T0 ANWIUPYIOMEN CIOCOBHOCTHIO ¥
DOCIeYIOMIM [TOTJOIeHAeM TanTeHa MarpodaraMu.

JKCHEePUMEHTATHHAA YACTh

Just TCX wmcnoabsosanu cuaydon UV-254, mas mpernaparnnnoii xpoMmarorpaduum —
crykareas JICIT 5/40 mum  (Chemapol, UCCP). Xpomarorpaduposansu Ha nJaactumax
(20X20 cMm?) ¢ TONLHHON HE3ARPENICHHOTO CioA cnaararexs 1 ms. Jlas obmapysenus
BEIICCTB XPOMATOIPAMMEI IpocMarpueanm B Y®-cBeTe mam ompsickuBamy (curydo)
peaxrupoM Ipauxa. Mcromp3oBamu ciepyiomHe CHCTeMLI DACTBOPUTENed: Xmopodopm —
meranon, 8:1 (A), 12:1 (B), 10:1 (B), 25:1 (I'), arunauerar — aueron, 8:1 (M).
BeIXO[LI 1 cuoficTBA NONYTEHHBIX COeAWHEHHH Tpusemensl B rabn. 1. Macc-cmerrTpbr
9NEKTPOHHOIO yRapa HU3KOL0 PaspeiieHns 3arHChLIBANM Ha Macc-crnexTpomerpe MAT-311A
(Varian, OPT') METOZOM npAMOre BRBOZA UPH CAEAYIOMEX YCHOBHAX: JHEPLHMA HOHWUZH-
pywounry anexrposos 70 aB, Tox sMmuccHu Karofa 1 MA, yeropAminee yanpsasenne 3 KB .
Ciiexrpnr 'H-AMP nmonyuamn ma upuGope Bruker-WIL-360, ¢ pafoueit wacroroir 360 MI'y,
BUYTPEHHIII CcTaHZapT — rerpaMerwicina. CHITIAMLI  OTHECEeHH ¢ IIOMOIBLI0 METOma
gsoiigoro pesonanca. VIK-cmewrpsr cuumans wa nmpubope Perkin — Elmer IP-283 (CIIIA)
B radaerke ¢ KBr, Y®-cuexrpst —na upuSope Spekord UV VIS (IJIP) B cnmprobos
pacrBope ¢ xoumeurpayueir 0,02 Mr/MI B KBapHeBpIx KIOBeTax TOJUUION 1 cM.

2-C-[(1-Aaavaundoswa-3)serun]-8-L-rpeo-L-zauyepo-3-zexcyaodypanosono-1,4 - aan-
rou(l-anauaackopbueer) (Ile); 2-C-[(I-nponuiundoaua-3)nerual-p-L-rpeo-L-sauyepo-3-
eexcyroypanosono-1d-naxron(I-nponusacropbueen) (Iz) u 2-C-[(1-6yruaundoaua-3)-
.MGTLLJL]-ﬁ‘L-TpeO—L—Z./LLLL;BPO—3—26K:Cy./LOﬁypdltO30%0—],4—./“1}6TOH(]—ﬁy’I‘u./L(lC}COP6u28n) (13)
noaysanm awajoreaHo i-mermiackopOureny (16) [5].

'H-AMP-cnexrp coemunennst (Is) (CD;OD, 8, mp., J, Tm): 7,62 (1H, n, H-7), 7,25
(1H, g, H-6), 743 (1H, ¢, H-2), 7,09 (1H, =, H-4); 6,99 (1H, 7, H-5) — IPOTOHBI MHIOND-
HOYo murma; 4,21 (M, mm, Jsea 3,2, Jsen 5,5, H-5), 411 (A4H, mm, Jen, 6a 9,4, H-6b), 3,99
(1H, nm, H-6a), 3,83 (1H, ¢, H-4) — upoTons: ocraTka ackOpPGHHOBON KMCIOTHI 5,99 (1H,
M, Ja3a 10,6, Jy2n 16,9; Jo1a=Jo =54, H-2), 513 (1H, M, H-3a), 4,98 (1H, », H-3b),
4,74 (2H, ™, H-la+H-1b)-nporonnl anmuapHoro pajukamsa; 3,37 (1H, n, J 14,0), 3,21
(1H, 1) — HPOTONELI BK3OMUKIMIECKON METUICHOBOM TPYTIIHL

'H-IMP-coextp coemumenus (Ir) (CD;0D, 8, mu., J, I'm): 7,62 (14, n, H-7), 7,30
(1H, n, H-6), 7,14 (1H, ¢, H-2), 7,40 (4H, r, H-4), 6,99 (1H, 1, H-5) — mpoTOHEl MHJOIb-

* Apropmr BRIpamaioT Gmaromapuocrs B. E. Ilenwenxo 3a cuarue MacC-CIIEKTPOR,
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noro muxna; 4,21 (1H, mm, Jsea 3,4, 560 5,6, H-5), 442 (AH, nn, Jen, sa 9,7, H-6b), 4,00
(1H, mpm, H-6a), 3,80 (1H, ¢, H-4) — opoTomsl ocraTRa AcKOPOUHOBOH KHECIOTE; 4,08
(2H, 1), 1,82 (2H, m), 0,87 (3H, 1) — npOTOHL K-TIPONUNBHOTO pajguxana; 3,38 (1H, .
J 14.0), 3,21 (1H, K) — OpPOTOHBL IKIOUHKINIECCKON METHIEHOBOR TPYIUBL.

TH-AMP-cuerrp coemmmenus (Ix) (CDs;0D, 8, mp., J, T'm): 7,62 (4H, », H-7), 7,30
(18, n, H-6), 714 (1H, ¢, H-2), 7,10 (1H, 2, H-4), 6,99 (1H, », H-5) — uporons BHH0Ib-
noro wiraa; 4,20 (AH, m, I5, 04, Jsea 3,2, J560 5,6, H-5), 4,12 (1H, mm, H-6b), 3,99
(1H, nm, Jea. e» 9,8, H-6a), 3,78 (1H, n, H-4) — nporount ocTaTka acKOPOHHOBON KE.JIOTHL,
4,09 (2H, 1), 1,76 (2H, M), 1,28 (2H, M), 0,92 (3H, 1) — opoToHsl K-ByTUNBHOrO pajHKa-
aa; 3,38 (1H, m, J 14,0), 3,24 (1H, 1) — OPOTOHBL SKIOIHUKITIECKON METHNCHOBOI IPYNIBL.

I-Jesorcu-1-(I-nporuaundosva-3 )-o-L-copfonupanosy (Ilz) pomyuamm aHALOrMIHO
coegunenusam (Ila—s, ) [4]. Brixom 29%. Ry 0,25 B cucrenme A.

TH-AMP-coerrp coepmuenna (IIr) (C;DsN, 8, mp., /, T'm): 8,16 (1H, m, H-7), 7,40—
7,10 (4H, M, H-2+H-4+H-5+H-6) — nporousr mEgonbuoro uuria; 4,59 (1H, v, H-4), 4,43
(1H, =, H-6a), 4,15 (1H, nm, H-Be), 4,12-4,00 (2H, », H-5+H-3), 3,86 (1H, x, H-la),
3,73 (1H, m, H-1b) — mporoust copbosmoro ocratka; 3,79 (2H, 1), 1,55 (2H, ), 0,68
(3H, T) — OpPOTOHB! H-TTPOIMIUILHOLO PaJ{HRATA.

Amnd 2-C-[(I-neruaundorua-3)merur]-8-L-rpeo-L-zauyepo-3-eerncyaodyparozonogoil
rucaoTu w S-merorcurpunraxune (I1I116). B pacrsopy 0,3 r (0,94 maonp) 1-mermmacrop-
onremra (I6) B 5,0 mur meranosa npu 20° C u mepemerarsannu npabasisanun pacrsop 0,23 ©
(1,2 MMoan) d-MeTokcHTpunraMitHa B 5,0 Ma meramona. PeaKImOHHYIO Maccy BBIAEPHAH-~
paqu 24 a npu 20° C, sareM ymapusaay, pacTBOPAAE B 5,0 MX MeTaHONA 1 XPOMATOrpa-
upopain Ha IIACTUHRAX ¢ CIUINKAreseMm B cicreMe A, DIIOMPOBANI METAHOJOM, pac-
TBOPUTENs yRassuim n paryyme. [Homyzann 0,45 v amwpga (ITI6) B supge amopdmoro ne-
IEeCTBA JKEJITOBATOTO I1BETA.

Ammpet (I11a, B8, r, e—u) poayuand apagoruano amupny (I116).

2,4,5-Tpu-O-ayerar anuda 2-C-[(I-anauaundorua-3)merual-p-L-rpeo-L-eavyepo-3-zex-
cyaofyparno3donogoli rucaorv. u J-merorcurpunramuna (IVe). W pacteopy 50 Mr
(0,1 mmoms) amupa (I1Is) B 0,5 aa mupupuua npi 0-5° C npubasiusaum 0,5 M yREyCHO-
ro arufpuaa. PeakmmoHHEYI0 Maccy ocrapisns Ha mHous npm 20° C, 3arTeM BHIIMBANM B
JAeq, BeIAeprRuBasu 1,5 U, srcrparupoBann xaopohopmoM. XIoPogOPMHEIEL JKCTPAKT Cy-
muan Bay NapS0O., sarem NapSO, or@uabTpoBbBaiy, QUIBTPAT ynapaBajd B BaKyyMe
gocyxa. Ocrarox xpoMarorpa@EpoBaiil HA IUIACTHHAX ¢ CHANKareneM B cmcreme I, amion-
POBANH XIOPOHOPMOM, PACTBOPUTENE YRansmu B BarkyyMe. Homygamum 40 mr (62%) rpu-
auerara (1Vs). R; 0,31 B cmcreme T,

Cumecr aumeraros (IV6) m (VG) (coormomrenwe 3:1) moaygamu amamormadgsiM obpa-
soM. Ry 0,35 B cucreme I
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INTERACTION OF ASCORBIGENS WITH AMINES

PLIKHTIAK I. L., YARTSEVA I.V,, KHAN Zu En,
PREOBRAZHENSKAYA M. N.*

All-Union Cancer Research Centre,
Academy of Medical Sciences of the USSR, Moscow;
* Institute of New Antibiotics, Academy of Medical Sciences
of the USSR, Moscow

Ascorbigen an- iddole-containing derivative of L-ascorbic acid, and its N-alkyl de-
rivatives interact with primary non-hindered amines to yield N-substitited amides of
2-C-[1-alkyl-indolyl-3) methyl]-B-L-threo-L-glycero-hexulofuranosonic acids. Derivatives
of 5-methoxytryptamine, benzylamine, isopropylamine, 2-aminoethanol and 1-(indolyl-
3)-2-propylamine were obtained.
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