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Pazpaforan TPOCTOii €110606 CHIITC3a AKTHBHPOBANMIBIX N-OKCHCYKIMUMMIAHEIX adi-
POB OpPraluIecKUX RKHCAOT ¥ KaPOOKCINICOMEPRAIIHX TOANMEDPOB ¢ HCIIONB30BANKEM TPAHC-
prepuduunpyomnero pearenta — N-TpuddTOPaLeORCHCYRUMHIMILA.  DTepHQURALUA  0oCy-
OECTBAACTCS B AlPOTOUHBIX DACTBOPUTENAX B TPUCYTCTBHM LIuUPHAMIA B Tewenue 20—
60 My npu 20°C. B yxkasamuplx YCJAOBMNX M0AYydensl N-OKCHCYRUMHMMHALIBIE Oupbl
TIOAMAKPHIOBOH KHCIAOTLI, COMOJIMMCPA BUHIIEPPOIWIOHA C MAJCHHOBLIM QHTHADUAOM
FUCHIATOPO COMOMALMEPa CTHPOLA ¢ MATEHIIOBLIM AHIHAPUXAOM, COACPIRALICIO OCTATRI E-aMi~
TORAIPOSIOBOR KUCIOTH, CYKIHHIIMPOBAHIION0 GRYLETO CHIBOPOTOWHOLO AALOYMUHA, PALA
JFPILIX 3T AMKAPOOUOBLIX KuCH0T, Boc- 1 Z-aMHHOKMCIOT.

B nacrosiee Bpems B pasamumbelx obgactax O0MO0pPTanBUecKOl XMMWAH,
MONERYJIAPIOH Ouosornu, OMOXUAMIE M OHOTEXHONOTHH UIHPOROE PAaCIpocTpa-
HEMHEe DOJYIUNN BBICOKOMOJCKYISIPHBIE TTONFMMEPhI, MORU U IIHPOBAHIBIC JIPU-
porEbM apraEnaMu. K 1omo0HBIM COCMUHEHMAM OTHOCATCH MMMOOUIIIZOBAH-
gele  depmenTs, copbeuTsr jus a@dunmoil xpomarorpaduu, B TOM UHCHE
BTMMYHOCOPOEHTHI, 1ofuMepibie (as3nl JUrsd Talo;KUIKOCTHON XpoMaToTpadii,
a TAIGKC CHHTETHUECKUE AHTMTEHBI Ha OCHOBE OGJIROB, NMENTH/OB, IOIHCAXAPH-
JIOB I LPYLUX NPUMPOJIILIX 1ATEHOR,

IToayuyeuue iepevucHeHULIX COCHMHEHMI IIpefmoNaraeT HAMWTHE I0JU-
MEPHOTO HOCHTENsI ¢ AKTUBHPOBAHEOH (QYBKIHOHAIBHON TpyDIoli, 3a cueT
KOTOPOIl OCYLIECTBIIQTCS KOBAJEHTHOC CBI3LIBANNE HEOOXOMHMMOTO JIHTAHJA.

Jlrst aruBaimy RaploORCHMIBLEBIX TPYIIIT B IONUMEDAX, KAk HPaBHIIAO, PU-
MeHgeTCA KapOomuwuauansill metTol. ONHaKko 1PH MCTICABIOBAHMKI KapOOLHIMuU-
JIOB CRAZBIBAMME JHIAMIA € IOJTMMEPIOoH MAaTpHUEIl IPONCXOJUT HECEeTEKTHR-
O, T. €. 3aTPArABAIOTCA PANHIHBIe (DYIRUMONAJBHLIE TPYINTEL KAk TOCHTeIN,
Tak ¥ JNUTanga. JTO MOIKET IIPHBOIMIE K 00DPA30BATIMIO ITOTIEPETIHIX CUIHBOK
B NONIMMEPHOT Marpuie, MOLHQURATIE OTBETCTREHIHIX 3a 1TPOSBICHHE OLI0-
JIOTHUCCKOM aKTHBHOCTH (IParMerntos pupojuioro auranaa u T. m. [Torasawmo,
YTO NP ITOAYHENTI e tiHo-0eJKOBEIX KOUDLIOTATOR RAPOONMMMUIUTBIM Me-
TOAOM TOMHEMO 1EHEBBIX COCJUHEHUI Heus30eskRuo 00pasyoTes HeMmeTaTeAbILIC
TPOAYKTLE MoguGuRaiy Geswonoil Marpamsl rapbonmavmgom [1]. Tocne-
HUE MHAYUHPYIOT CHHTE3 CleUMPHUTECKHX AHTHTEN, HCKAMAOLIMX pe3yabra-
THL Grosoruueckux osxcnepumerron [1]. Kpose roro, npuMenenue uepacrso-
PHMBIX RapOOJHUMHI0OE CIOCOGCTBYET 3aTpPASHEHHUIO TIONUMEPHOIO MaTepHaIa
TPYAHOOT/@NUMBIMY  0QJIACTHEIMU  NIpUMECHME  (HApUMep, JHUHMRIOTEKCUI-
MOTCBIHOIT) .

Hacrosimas  pabora  rmocesinesa  paspaboTie TpocToro crocoda  artTu-
BANUYE KapOOKCHILHBIX IPYNT B KapDOKCHICONep:RAlluy  ToJmMepax ¢ Io-
MOLIBIO TpaucaTepuduuupyloniero peareta — N-TpHQIopaneTOKCHCYRITITHN-
mupa, N-Tpudropancrorcueyruunumuy (TEFS) 0w mpepmoncen Caranuba-
poii B 1965 1. [2] ang woayuenHA AKTUBMPOBAHHLIX N-OKCUCYRIIMHUMHETHLIX
aupor N-3aIHUEHWHIX AMHHOKUCIOT, OXHAKO NIMPOKOLO PACHPOCTPAHCHLA
B TITITH/IHON XHMUF e DOJYYMJ U3-38 CHOKHOCTH CIO CIHTC3A. ¥ COBEPIIE-

IMpuirsarsie corpaulcHus: Aca —- g-aMUnoRanponosast rucikora, HONSu — N-orcmeyk-
wsaesag, DME — pumerungopmarg, BSA — Obtumit ceizoporousbiil anndymus, TFS —
N-Tpuropalle TOKCHCY KUMBUMMEL, Py — IUPHAHH.
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CTBOBAHME CNOCO0A NOJYUEGHHA 3TOro pearenTa [3] MO3BONMIO HAM YCIICIUHO
npuveunts TES juisi cuptesa akTHBUPOBAHHLIX N-OKCHCYLKHMHMMHIEBIX 2QH-
POB pAja LUPHPOJHLIX H CHHTETHYECKHX 1LOTHMEPOB.

Hpumenene THS nosponser n3derkats BBILUEONMCANHLIX TPYUHOCTEN, CBA-
BAHHBIX ¢ HCRONL3OBANMEM KapOOojHHMH/IA, TAK Kak OH W30MpaTeNbHO pearu-
pyer ¢ KapOORCHALUBIMU (DYDRIMAMIT MO/IQUIHDYEMOro COeIHHERUA, JTOT
PEATEHT ¥ IPO/LYKTHE €10 DPABHOIKENHST XOPOTHO PACTBOPHMBL B GONBLIMHCTEE
OPranwvyecKIiXx pacTROPHTENE W B BoOje, T oDecreuwnaer MX LOJHOE OTjle-
JIEHMCE 0T NENenBIX COoe;Urmertii, 1{pose 1010, U3BECTHO, UTO AKTUBHDPOBAHHBIC
N-onencyrupsumunnbie >Qupni (B TOM uwcie H HOJIMEPHbIE) 00Ja/1a10T BhI-
COKOIT CENeRTUBTIOCTLIO 11 BAAMMOARIICTBYIOT (B OTCYTCTBHE CHEIHANBIBIX L0~
GaBor) TOULKO € aMiio- ¥ CyALOUUIPHILULIME IDYIHANME, HE 3aTParuBast
APYTHX PYHRLME UPUPOAHLIX auranior [4].

Janweii pearent amomer OBITh MCNOMB3OBATT LIS HOAYYCHIE N-OKCUCYRIIN-
HITMEJHBIX D(PHEPOB KaR PACTBOPITMDLIX, TAK 1 HEPACTBOPIMMBIX CLITITHIX IIONH-
MEpOoB.

dreprdkaie  KEPOORCHICOJCRAIIIX  TOANMEPOB  0CYUIeCTBIAINE TIPI
mpelicrnun 2—4-kparnoro wadpirea TS (o oTaouren o X cojlepiRaHKIio Rap-
Gorcwabnpix rpyin) 5 DME & upneyrersun 2 oxs, nupumua. Beixomgsl coor-
BETCTBYIONUX dMUPos OB OIUBKRI K ROMMUYECTBEHIILIM, BPEMA TTPOBEIEHHS
pearnn we npessiiago 1 v, Hepacrpopmypie 3 DM crinreTHTeckue MOTH-
MEpbl — TONHAKPHILOBAST KICJIOTA M COTOJUMEep BHUIITUPPOTHMIOHA ¢ Malen-
HOBLIN QITrHPUIOM, MOXHEHIIMPOBANKBIT E-aMUBOKANPOHOBOH WHCIOTOH, TIPH
nodapneni TS 110M110CTHI0 PACTBOPAIICE B TOH ke cpefe YiKe Tepes 1e-
CKOMLKO MIHYT, AHanoruunasg KapTuia 1adiiojlalach ¢ 1T0X0 PACTBOPIMBIM
B DM cyrnummmmiposarusty BSA. Tlo-suuinoMy, noauanmonsl TI0X0 COMh-
BATIHPYIOTCH B AINPOTOHHBIX CPE/AX, & B Pe3yanraTe HTepuUEAalUnT WX 3apsj
GTORKVMPYETCH, UTO PE3KO  NOBBIINAET X pacTBOpUMOCTL. Takum obpaszom,
CTAMORITCS BOZMOMILIM  TIPOROJMTL  [TOCACHVIOUIHE PEARTEY MO (PIKATIHA
IUMO0IBIX 110ATIMEePOs B De3BOHBIX CPCjLAX, YTO B pAje ciyyaes Horee Ipii-
eMacMo (nanpumep, s THAPONHTHIECKH NaliIbUbIX WK HEePACTBOPUMBIX B
BOjIC JMICATL/0B) .

O6Gpazopauuc HoMMCPHOrO N-0RCHCYRIMFIIMHANOTO 2Iipa KONTPOLUpOBA-~
an ¢ nomonieio MIL-crrerrpocromin. HonMIecTREHAVIO OHEHRY CTeITeuH dTepi-
GURAIWIH  OCVHECTBISMI  TIYTeM  CIEKTPONOTOARTPHIECKOTO  OTIPEeJNEHUH
OTLICHACHHOTO IN-OKCHCYRIITBHMITA T0C/He 00padoTHI HONHMEPHOTO aRTHBH-
posanmnoro agupa THAPOOKHCHIO aMMOHHs [5]. PeayantaTsl MpoBejieHIbIX 9Ke-
TePHMEHTOR 1TPS/ICTABICHBI B TA0ML. 1.

N-Oxeneyruunummujiubie 2PUpsl TOIMMEPHBIX TTOCHTeNel, TOAYIeHHEe ¢
ncuoapszopanvey TES, B jagbueiinuesr ObTIr MPHMEHEHBI B CHITE3e MCKYCCT-
BEHIILIX AUTHTenoR *.

M pepaaraespiit aeTol 0RABATCA YAOOHBIM JUIS QRTHBAINYN RAPOORCIHIBHBIX
rpyuy pasanuneix opramrreckinx wueaor. Conoxoninio TES G moayaeust
COOTBETCTBYIOIUME AKTHBHPOBAHBLIE 2(hHPBI PAIA IKWPHBIX M JAWKAPGOMOBBIX
rUCJHOT (Talur. 2), KOTOpBIE YACTO HAXO/UIT NPHMEUeNHe B KAYeCTBE Peareu=
TOB A MOAM(UEAIN TeN1HA0B ¥ 0eJdKOB, a TarMme OMPYHKUHOHATLHBIX
ciupsaouinx peareuron. Jaunprit MeToj B cayuae JWKapOOMOBEYX KICTOT 110-
3BoNseT wabediarn o6pazsoBanua BHYTPEHUNX aHTIH(PUL0B.

N-TpuropancTokCHCYRIMHAMA IPUMEHANCA TalyKe TPH [OJYICHAKM AK-
THBMpOBaHREIX odupos N-zamummenusx amupormesor. Ilpu oM BbIX0jiBI
COOTBETCTBYIONNIX N-OKCHCYRHHHUMHIHBIX 3(MHPOoB B OOJLIIHHCTBE CIyJYacs
[TPeRBIIad il BHIXOJBl AHAJOTHMUHBIX COIMHEIIH, CHUTe3HPOBAHNbIX Kaphom-
EMUAHBIM MeTononM [6] (raba. 3), a ux KOICTAHTH COOTBETCTROBANL H3BECT-
AbIM 3HavemmaM [6,7].

OKOHEPHMQHTHHI)HQ A yacrp

B paBore ncnonnzosansu N-okcwcywiitnomug (Fluka, Illsefiuapws), mpo-
uzsomible aMuuorucaor (Serva, MPI; Reanal, BHP), BSA (Sigma, CIITA),
CTUPOMAIL (CIUTRIA JIMaMIHOAN(EHIIOKCHHEOM COTIOMMMED CTHPONA ¢ Majeu-

* TMamasie OyAyT ONyOIHKOBAHBI OTAENBHO.
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Tabauya 1

Xapaxrepiernra N-oKeHeyKITHHMHTHBIX 2()HPOB KaPOOKCILTCO/(EPIRAMIMX
TOAHMEPOB, HONYUCHHBIX € HEMOAb30BAHIEM N-TPHPTOPANETORCHEY KU HINH 1A

Cogepsradue ONSu-rpynrm,
Coneprianue MMOJIb/T Crenenn
oanyep COOH-rpynm, ITepUKa-
AMMOMDL/T HAOWAEHO * | BLIUMCIEHO % HM, %
ITonmrarpuaopas Kucaora 13,8 5,07 5,92 85,6
Cortosryep  BYULIMIMPPOIMKOHE 3,0 2,30 2,32 99,1
€ MAJICHHOBLIM aHPIIPIIOM, MOMIH-
druuposanubii Aca
CrupoManh, MOMHOUUMPOBAHIILIT 2,3 1,78 1,80 98,9
Aca
Cyrnunuinposanasii BSA 0,79

x Haiigeno no pesyapraram crestpodoToMerpHuccKoro olpenetenya HONSu.
#% BLIMHCACHO MCXOLH W3 KOMMUECTBEHUOH dTePUGNKALNK KAPOOKCHIBHEIX TRY UIL.

Tabauya 2

| Xapakrepiernka N-OKCHCYRIMHUMBIUBIX 2HUPOB OPraduuuecrix KKexor,
ROJAYUEHIHBLIX ¢ HEo/Ah30B8aHneM N-TpHTOPAUETORCHCY KITHHHMALA

Temneparypa msasiesnns, °C
Opra}ml{ecnaﬂ KICII0TA Borxon Ohézll_amnpa’
AKCTICUNEHT. aunrepan,
Tanpinrosas 92,0 68—69 69-70 [11]
Manpsurionass 93,3 90 9 {11}
Aurapnas 83,0 305-306 305—306 [3]
Tuyrapopast 96,7 139141 - -
LCyodepiniosast 97,8 167169 159-163 [12]

Tabauya 3

Xapaxrepirecrira N-ORCHCYKIMHINUANBX 3(hUPOB N-3aUIMUIECHHLIX AMHHOKUCIOT,
TOJAYUSHHBIX € HCnodb3083aHHeM N-TPHETOPALCTOKCHCYRUHHHMEAR

; N Brrx
TTPOUIBORHOE AMITIOKHUCIOT b Bbli‘];“OII, Eglo\l/(?]ﬂ TIPOHBBOMHOC AMUHOKUCIOTLI Ij]’l({zoll' no OIJSOIL,(
10 It

Boc-Gly-ONSu 84,3 62 || Boe-Glu (OBzl)-ONSu 94,5 —
Boc-Ala-ONSu 87,5 71 Boc-Tyr (Bz])-ONSu 84,0 -
Boc-Leu-ONSu 83,0 48 || Boc-Thr(Bzl)-ONSu 65,9 —
Boe-Val-ONSu 83,5 74 7-Ala-ONSu 68,0 65
Boc-Phe-ONSu 68,5 81 7-Leu-ONSu 73,0 o1
Boc-Pro-ONSu 74,0 74 | Z-Asp(OBu')-ONSu 76,0 -
Boc-Ile-ONSu 75,0 61 | Z-Lys(Boc)-ONSu 72,0 -

HOBBIM AHCHFPU/IOM) OTEUECTBEHHOIr0 TpousBofcTBa. [loMmarkpHIoBYI0 KUCIOo-
Ty TOJYYall [0 MeTojuKe [8], cotommmep BUHHIATIMPPOJLILEOHA ¢ MATEHHOBBIM
anruapuoy — o [9], Pacteoparenu oumniamr mo meropuxam [ 10], Temmepa-
TYypR TIABJICHMA onpesedsan Ha npuope «Bodtiusy (COP), WH-crexrpor
caumann Ha npudope «Hitachi 260-10» (uonus).

XapaKTepUCTHKY CHHTE3UPOBANNEIX N-OKCHCYKIMHUMAAEEIX 9QUDPOB IpH-

Bejensl B Tadn. 1—3.

N-Tpugropayerorcucyryununud. 2,0 v (17,4 mmonn) HONSu pacrsopsinm
8 5,0 1 (26,0 Mmoan) Tpu@TOPYKCYCHOrO aHrmMpipHAa M uepes 15 Muu moay-
YEHHBII PAaCTBOp yIapUBadM [0CyXa,
JEKAHTUPOBAAM, 0CTATOR BLICYluBamu B Bakyyme. Bmxon 3,6 r (98,4%),
7 i 60—62° C, amr. . na. 60—62°C [3].

N-Orcucyryuriumudnolil
0,35 I HONMAKPHIOBOH KECHOTHE,
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cpyrim, w 3,4 war nupuamia B 10 am DMFEF mpudasaaan 2,2 v (10,5 Mmoan)
TES. Ilonyuenwsrit wepes 20 MuH TPO3pAvLLIl PACTBOP BLIIEPIKUBALM JIPH
20°C 1 v u prmusamt 5 200 Ma usouponamoma. Ocajior 0TUILPPORLIBA
¥ IIPOMBIBANA W30NPOTANOIOM, aTHIATeTaToM, 2(DHPOM U BBRICYUIMBAIH B Ba-
ryyse. Buxog 0,8 v (97,6%). MK-cnewrp » paseminonon macae, ey~ 1820,
1780, 1740.

N-Okcucyryununudnoll agup conoaumepa GUHUARLPPOAUIONG ¢ Aasel-
HOGbL an2udpudor, moduguyuposannozo Aca. W cyemensun 0,9 r monmmepa,
cojepmramiero 2,7 myvonn Aca, m 0,9 aa mupumima 3 20 ma DMF upubasmsis
1,53 ¢ (7,25 mumoap) TFS. Tlomyuennsiil vepes D MuE (1po3paunbii pacrTsop
seraepsapaan 1w npun 20° C u peaxumonryio macey soimusami B 300 mx nso-
npouancna. Ocagor oTOHALTPOBLIBALM, TPOMBIBAIM TERCAHOM I BHICYMIBAIT
B paxyyme. Boxon 1,13 v (97,5% ). NHK-criexrp B Basenunopom macie, cM™':
1805, 1775, 1730, 1680, 1540, 1205.

N-Orcucyryunusudnol aup crupomaas, noduguyuposannozo Aca.
K cycrnenszuir 2,0 r crupomans, cojep:ramero 4,6 Myonk Aca, ¥ 4 ML nEpULM-
na p 10 s DMPF nputasasiin 4,22 v (20,0 mvons) TS u seigepscupann 1 9
npu 20° C. [onmaep orvpensnu, npousisany DMEF, anerconon, stanonom, sdu-
poM (2X10 ma) 1 secyInmBam B Bakyyme. Berxoj 2,65 v (97%).

N-Crcucyryununuinol shup cyryunusiposannozo BSA. K cycnensun
0,52 v cyxnuuuguponannoro BSA s 10 mn DMF opudasnsme 1 an siwpumeaa
u 1,06 » TFS, Peaxnuounyo maccy seiep:ausany 20 mug npu 20° C mo non-
HOPO PACTBOPEHMS OCaJKa 1 HPU HHTEHCHBHOM IIePeMeIlHBAMNY BHIIUBALA
B 250 ar wzonponauwona, Ocapor orensun yerrpudyruposanuem (4000 o6/
[MITEE), TPOMBIBAJS M301PONAHOAoM, 3MUPOM U BRICYUIMBANM B BARYyMe. Bpi-
xoz 0,55 r. MK-cnextp n pasenmuonom wmacxe, ey~ 1810, 1780, 1740,

N-Orcucyryununudnol  sgup natemuTurosoid rucaoror. K pacrsopy
12,82 v (50,0 MM0aB) MaALMMTHHOBOW KWCITOTH B D) MI XJCPHCTOrO MeTHAC-
mwa npubasiamn 6,0 ma nuprgmaa 1 11,54 v (54,1 myoas) THFS n mepemenm-
pase 40 v npu 20° C. Pacrsopurens yoapuBasu, oCtaTOK TPOMBIBANE Ha
$unsrpe Bonoil, 5% wsoameim pacrsopom NaHCO,, Bonoil, aramosoMm u BhICY-
WIWBAIM B BAKYYME.

Buc-N-okcucyryununudnoiii aup 2ayraposoii kucaorer. Pacrtsop 2,64 r
(20,0 mMoms) riyTapoBoil KHCAOTH W D4 Ma mupwinwa B 20 M XITOPHCTOTO
mernaena cMmermmunans ¢ 8,68 r (44,0 myomn) TES w snipmepmsunanu 30 muo
npu 20° C. Pearumonnyo cMech ynapmpaauw M R ocratky npubasmanm 100
mzonpouangona. Ocajgor OTPUALTPOBLIBALK, IPOMBIBATE H30MPOMAHONAOM U
cepribiM 9PUpPOM 1 BhICYMBaTE B Bakyyme. HH-crmextp 8 BaseannoBoa mac-
ne, ey~ 1820, 1780, 1730.

N-Oxrcucyryununudnore spupor N-zawuuennvir anunokucior. K pacrtso-
py 10 mmons N-zanpumenwnolt amupoxwciorst u 12—30 wMmons wwpnjuima B
10 Mo sTmaauerara (XJOPHCTOrO METHJIEHA) TPUOABJSIM MPH 1T1epPeMeInBa-
amu 11,0 amvoas TFS. Caecns swigepsrisann 30 mun mpu 20° C, pasbannsanu
sruganeratoym ;o H0 ma, upomeisanu Bofoi (3X10 wn), 5% mojupiM pacTo-
poMm NaHCO, (3X10 wmu) u naceimienusiv sogusim pacrsopos NaCl. drumi-
anerTarHslil cuoil cywuay max Hessorubiy Na,SOQ,, viiapusanau 1 KpueTamiu-
30TANM,
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SYNTHESIS OF N-HYDROXYSUCCINIMIDE ESTERS OF CARBOXYLIC POLYMERS
AND ORGANIC ACIDS USING N-TRIFLUOROACETHOXYSUCCINIMIDE

ANDRERV S. M., SIDOROVA M. V., RAKOVA 0. A., TSYETKOYV D. E.|
FONINA L. A.

Institute of Immunology, Health Ministry of the USSR, Moscow

A method for preparation of N-hydroxysuccinimide ecsters of carboxylic polymers
and organic acids with a transesterification reagent, N-trilluoroacethoxysuccinimide,
is reported. The eslerification is carvied oul in aprotic solvents in the presence of py-
ridine for 20—60 min at 20°C. The method was used for activation of the following
compounds: polyacrylic acid, copolymer of vinylpyrrolidone with maleic anhydride
and copolymer of styrene with maleic anhydride containing residues of e-aminocaproic
acid, BSA, fatty acids, dicarboxylic acids, Boc- and Z-amino acids.
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