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orazana PEHIMIHATBHAS BOZMOHHOCTD 110JIY 4 CHIS dropdenonLroro moauCpa —
aKTIBATOPA KADOOKCHALHBIX IPYON aMHHOKHCIOT W renrumoB. € 9ro¥ Hexblo  4-asil-
H0-2,3,9,6-TcTpadropeson BBORUIM B PEAKIUI CO CLIMTHIM COMOMNMEPOM MATEHIOBOLO
AUCHAPHEA CO CTUPOJIOM. 110CIe THRIAMBANUE IOJYICIIOr0 aMPJa B MMUM 1 OMOKIDOBAINIS
HENPOPCArMPOBABIINX AlPHAPUHBIX 3BEHbEB CONEPIKAHME AKTHBUDYIOMUX TPYIT B N0~
aepe cocrapaano 0,2—0,3 syons ma 1 r moninrepa. Cuinres 1H3KOMOJMEKYMSAPHOTO aHANOrA
U3 AUTAPUOre AuriApupa upoxos ¢ seixogom 20—25%. MerogoM romuwgecrsennoit TCX
HCCHLRKOBATA KNHOTHRA aMHuoNE3a ¢ noMouno H-Ser (OBuf)OBu! noayacnimsix DCC-ae-
TOJOM HOJMMeDHbX cyRmmuuMngorerpadropdernunoesrx admpos Boc-Gly u Boc-Ala ann
creneel Koisepeny aMugoroMitouenra 10-90%.

Menonpsosanue oduMepos B RaYecTBe aKRTHEATOPOR KAaPOORCHIBHBIX TPY I
AMITHOKMCJIOT M NEeUTHAOB B OeNTHAHOM cuurese [1] no cpaBHeHM0 ¢ RiIacci-
YECRUMH MeTofaMy 00pasoBaHus MCIITHHON CBA3H HMECT HEROTOPHIE TIPeHMy-
mecTBa: Gojiee BHICOKMI BRIXOM W WHCTOTY CHHTE3UPYeMbiX upopyrrtoB. [loam-
Mep-aKTHBATOD JNErko pPereHepUpYeTcst M MOACT ObITL MCHOONBL3OBAH MHOIO-
RparTHo. 3 rauecTBe TAKMX ITONMMEPOB NPMMEHAIH ITPEUMYLIeCTBEHHO
BBICOKOMONCKYIAPUBIC TTPOUSBOANEIC THIPORCHIaMMHa | 2—4 ], N-ruaporcuben-
sotprazora [5H], a rawme moaumepuuie murpoderons [6--8]. [lo macrosmero
BPeMeH¥ B JIITepaType Ile ONUCAH CHHTe3 I HCHONb3OBAHME MJIA TOJSYYeHIs
TTENTHAOB [MONMMEPHBIX PEATeHTOB HA OCUHOBE IATOreH(EeHON0B, XOTH COOTBET-
CTBYIOIIME HU3KOMOJNERYJIAPHEIC AHAJIOIA OTAHYATCH BBHICOKOH peaKuMOHHOI
cuocobrocTeIo [9, 10].

Haymu cratesuposa mosuMepaslil cyRuunumugorerpadropdenon (cxema 1)
IIyTeM BBE/(EHHSA aKTHBHPYOIel IpyNNEPOBKII B HEPACTBOPHMBIE MOJHMEp-
HOCMTEHL — CHIHTHIH cepHUecKH TPAHYIMPOBAHHLIA CONOJUMED MAJEMHOBONO
AHTHADPHAA €O CTHPOJOM CO CTPOrO YEPEAYIOIUMUCH MOHOMEDHBIMH 3BEeHLSI-
Mz (I). Dror comonmuMep pamee HCIOIL30BANCA HAMK A TOLYYCHUS TIOJM-
N-rujgporcucyRquuaunMugos [3].
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Ilepgropuposannstii amuuoderon (I11) momywanu, mexops ma neuradrop-
HUTPOOEH30A, HYTeM OMBLIeHUs A0 4-HHTPO-2,3,5,6-Terpadropdenona [11]
TOCAENYIONHM BOCCTATOBJICHIEM HITPOTPYIIEL 10 Metoxy [12].

Beepenwe nuranga (IT), saaroro B 1,3—1,5-kparmom MoabLHOM H30BITKE,
B NOJHMEDHBIH aHCUJPHAL OCYINECTBISNH B cpeje pupupmaa upu 65—70°C s
Teyenue 4 4. Peawuys conpoBoskmanach (PHOMETOBLIM OKpPAlIABRAHMEM PEAK-
THOBBOE cMecH. AHaJOrAYHOe sABJeHHE UHalMOAANM W NPU CHHTE3E MOLeNb-
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HOTO COBQUHEHWA J3 FHTAPHOTO AHIHADHIA M 4-amumHo-2,3,5,6-rerpadropde-
nona. VICKOMBIT RPUCTAIIHYSCKUT aMiI B HOCIEMUEM Cjydae YyLaloch BRIAe-
muirh ¢ Beixogom 20—25%. Ho-pujmmony, nepdropuposanuniii n-amunodenomn
YUACTBOBAM B ITOOOYHBIN PEAKIHAN OKHMCIEHHs, BBIXOX NPOAYKTA 1€ YAAT0ChH
CYIECTBEHHO IMOBBICHTL H IIPH MTPOBEACHUH dTOH peaxtuu B arMocepe muepr-
Hore rasa. Hamuune raxoro noGoyHOTo mpomecca B COBOKYIHOCTH ¢ IOHKAKEH-
HOIT peakUMOHHOH crocobruocTnio amuuorpyier genoita (I1), a ramike oseo-
$o0IroCTLIO THraHfa NPHBOMILTO K MOJYYSHHID MONMMEPAa-aQRTHBATOPA € OTHO-
CHTEJNLHO HEeBLICOKHM COAEpIRAaHMeM artupupylomei cpynnuposr  (0,2—
0,3 MMons/t mocurens). B nactosmuein pafore apTopel 11e CTABMIM CBOEl 1ebi0
ONTUMNWBAIHY TPOUECC TOMYUeHVT TOTHMEPHOro rajgoredenoma.

Coepmmenue (11T) murmmzonama v umug (IV) mpu wommatHoil Temiepa-
TYPe ¢ UHOMOINBIO VRCYCHOTO aHI'MApuia. CUHTe3 HU3KOMOJERYISTPHOTO R-CYK-
U HEMALOTEeTPADTOPPEHOTA TPOXOJMII ¢ XOPOLIIM BBINOAOM ¢ HCITOIb30BAHIEM
Kax ykeycroro, rak u rpudropyreycuoro aprugpuna. Hemomudumuposammsie
n-avurogropgenonom (II) ocraTki MaXeNHOBOTO AHIHMAPHAA GIOKHMPOBAJNHCH
IyTeM JBYKDPATHODO BosjeitcTBua u30birkoM nukrgorexciuiamuna (CHA) na
NoABMeD, IPeBapHTesLHO 00pA0OTARHEIN YRCYCIBIM aHIHIDHOA.

Pearupondasr eMKOCTH CHHTE3HMPOBAHHOLO TAKWM 00PA30M BBICOKOMOJERY -
nsproro akrusaropa (IV) coorserernosara pacvernon. Oua ompefessmach 1o
MeToike [13] WexOs 13 BBHINOKA IHKMOTERCHAAMUIA, TONYUACMOTO AeiCTBI-
emM u3ositra CHA 1ia npelBapuTesnblio ameTHIMPOBARHAIE TTOTHCY RIMHEM 10~
rTerpadropdenno.

[puMeuenue DONYTEHHOTO NONUMEPHOTO  cyRIgEMMuToTeTpadhTopdero-
ga (IV) B cuurese TenTiios WIKIOCTPEPYLTEs cxemoil 2. Crajinio arkTHBaI(Hi
N-zamumennoil asmunoruciaorst uposogum DCC-verogos, nenossays H—10-
KpPaTHbie H30BITRE arTuBHpyemoro xommonenta — Boc-Ala-OH w Boe-Gly-OH —
upu 0% C. CuHTesuMpoBallteie IONMMEDPUBIE PEAreHTBI NODOWIO HAOYXAJ B
DMF, nupumwume, terparnapodypane, XIOPHCTOM METHICHE, 00IaJ&IH BBICO-
KOI MEXAMHYECKOH MPOULOCTLIO.
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[Momumeprble arTHBUpoBaHHble HUPLL BBOMMIN B PEAKLIMI0 aMHIONH3A C
H-Ser (OBu) OBu' win CHA 1 cucreme DMFE — mypogun. 3a XOHOM pPearmii
crein ¢ noMombio Koangecrpennolr TCX, ordupas Bo BpeMenn nmpoObr Hajg-
ocanounoit munrocty (1o 4 M), Ha pucytire npegctasneinni THIHYIBIE KPU-
BBIC MBMEHEHIT KOHUSUTPAUIl aAMEHOKOMIIORENTA W POAYRTA Pearliu, pac-
CYUTAHIBIE B TPHCYTCTBIUL COOTBETCTBYIOIHMN CTAHIADTCR IOCHE ACHCHTOMET-
PHUECKOTO amaijms3a HEHMHADHH-NOSOMRUITeNnLHsY  natew. Hayn Opin Tardie
OLEHEI BO3MOMKILIT BRAAN cOPOIYY B I3MENCIHEe KOHLEHTPATNIT Kaski0ro 13
AMIHOROMITOHEHTOB B PACTROPE B OPHCYTCTBHA NOIMMEPA-aRTUBATOPA, M OBIJIO
YCTATOBIEHO, YTO NPH CCOTNOITCIMAN, AaHANOTHGHRIN HCITOAL3YCMBIM 1 aMHIIO-
quae, ol He HalmoLaackh.

3 xope mceaemonanws paansopeiicreun CHA ¢ amerwiupoBaugbM TOJH-
aepod, Basroiy B 10-RpaTioM MosLETOM ua0HTRE, yiaie wepe3 1 MHUM, 10 HaH-
apin TCX, B pearuuonsoil eMect ne ofHapyyREBANN A MIUIOROMUOTIEHTA. Y Uil-
THIBAST HEBLICOKYIO DPCARTIHOHHYIO 8MKOCTH HOJMMEDa-akTHBATOPA, OLeBal
BEPOSTIOCTD  YYACTH B aMHIIONN3C TOMTMEPHBIN CMeARHBIN AUTHIPHAOD
RapOORCHIOB MATPHUIB! ¢ RaPOORCHILIULIM KOMTOHEHTOM. Tarue agmyRTbl TEO-
PETUYECKE MOLTH 00pasoBBIBATLCA B MPOUECCE AKTHBAIMI, €CIH uacTh Kapho-
KCIJLHBIX TPYNT B LEON LONHMepa ocTaBanach HezaMeinenuoit. [lums sroro
MCXOMULLT MCJHHAIeP-HCCHTEN L [POBOULIT YePe3 BCe BhUIBYRAJZAHHbIe CTaJBN:
«aurmppuansanany, seefenna ocratkos CHA, awtupannn xapSorcuIbHOIC
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KOMMOBEHTA ¥ aMHHOAM3d. 3 pesyabrate Ha MOCHeNei CTAXNH aMMHOKOMIIO-
HEHT HE PACNOHOBAJCHL.

ABarus ¢cROPOCTEll PeAKUIH CHHTEe3a NBYN ANIETTHAOB MeTOMOM CYKIMMIL-
MunodTOPOEHUIIOBRIX HPUPOB TpHUBEAeH B Tadiuue. Buisiniennas HecTaluib-
TOCTE KIFeTHUYECKMX KOHCTAHT BO
BPEMEHH OTpayKana Ccherudury oM 2
reTepoda’znoil PeaKIM aMHHO T~ \

3. Buauage crRopocTh peawuun
Obllia CUIC HENOCTATOUNO BRICOKA, \ A
TaR KaK 1UPCHCNOIIO CMAUHBA-
Hite ¥ HalyxaHie moxmMepa. 3a-
TCM KOJU'TECTBO BOBJERAEMBIN B 7
aMUIIOJHE PEAKIIMOHHBIX I[EHTPOBR \
BOBPACTAJO —- CKOPOCTH Y BENMUH- \
Basach. B jawsom cnyvae B yeno- o ,
L=
6

Bustx t0-Kpatnoro u3OeITKA MOJH- : ; - !
. . . = = 12 18 24 J0
MEePHOTO pealeHTa He OBl 00Ha-
DYIRCHO  CHILKEHWST  3HAUEHHII Mun
Y OYLE O TP . ot W RO _
{‘O‘HC ramt C“OPOC“I‘I K BOHHyv pe{ AMMHOMME  FOMHMEDIIOTO  CYRIWMIMMIIOTETpa-
ARIUTI B OTHHYIE 0T aMUHOIU3A  qropdennnonoro sdupa Boc-Ala ¢ momouuio
¢ yuacrieM 1iosu-N-OKCueyRuu-  H-Ser(OBu’)OBu! B  cuereme DMF — nupu-

HIMHIHBIX athupos [14,15]. mmr  (4:1): 1 — jpaveuense  KOMLENTPaLInf

’ - H-S £)OBut; 2 —1aMenenue RKOUIEHTpA-

Io-Bupunmonm 9T BHZAH H-Ser(0Bu‘) OBu’; ROTIITEN TS
AVIMOMY 0 CBAZAHO  C i Boce-Ala-Ser (0OBut)OBut

Donbineil  peaRIHOHHON  ¢10cos-
HOCTLI0 W OOJBUICH NOCTYNHOCTLIO PEAKLIOHHBIX TPYI MONHCYKUHIHMUT0-
ropernnonsy ahupos. IOPAKOK BEIHYHH TOMYIEHUBIX KOHCTAHT CKOPOCTH
BTOPOIO MOPAAKA OJIM30K K AMAIOTHYIHBLIM [T 8MMHOIU3a ¢ MOMOIbI0 HU3ZKO-
MoTeRyHspusIX nenTadropdenanosnix ddupos. Taw, mxm wentuga Boce-Gly-
Ser(OBz)) OMe »t1o 3Hauveune cocrasisio 807, M~ mun—' 8 DMF [16] u
19,3-1072£0,4 M-"-c! (uwmm 14,6 M~ mun™") — g 7-Ala-Val-OMe B cpege
rerparuipodypaiia 5 npucyrersui rpuatmiamuna [17]. Mo oxonwaunu amuio-
AH3a HOJHMEp-aKrTuBatTop peremcpuponanu obpadorrkoit CHA ¢ mocaenyomeit
OTMBIBKOH OPraufuyeckEMEI PACTBOPUTEMAMY, BOANON Ruciorofi. Cpoiicrsa 1mo-
ey KIMHIMUgoTerpadTopdheHona Mpi STOM He MeHsinch (cofepstanue Qropa
B 00PA3HAX MOAUMEPA OCTABAI0CH TOCTOTHIBIM) .

Taxum obpason, p Hacrosmel padoTe NoRA3aHa NPUHLHITMAIBIAST BO3MOK-
HOCTH TONYUEHUsT JOJUMEPHBLIX TasorefeHosion — aKTHBATOPOB RAPOORCHIIL-
HEIX TPYIN aMAEBOKHCIOT W HeOTH/IOB.

Kunermueckne nmapamerpst pearimii amunoansa H-Ser (OBu!)OBu! momnmeprnix
cyruunumMuporerpadropdenivionpix 3adupos Boe-Gly un Boc-Ala B cpene
OME — mmpupun (4: 1)
Havaubran womumenTpayifs aMuHOKOMITONeATa 4,4-1078 M, xoumeuTpaunn
NONHMepHLIX arTiBiposadinix dupos: Boc-Gly — 4,4-10-2 M, Boc-Ala — 3,55-1072 M

Cremens 1OH- KOHCTAMTSHI CRODOCTH peat-
Bpems peariyn, BepCIt ot
CHHTE3MpYEeMBI TIeTITI MITH H—Ser(OBut)x

X OBu",% k, Mup-! K, M=t ovi—!

Boe-Gly-Ser (OBut) OBu 0,15 10 0,87+0,17 15,114

0,4 30 1,10+0,20 20,815

0,75 50 1,03+0,12 21,509

1,2 70 1,09+0,10 23,6-+0,7

2,15 90 1,08+0,01 25,9401

Boc-Ala-Ser (OBu!) OBu? 0,4 10 0,29+0,02 8,4%+0,4

1,2 30 0,3420,03 8,8%+0,5

2,0 50 0,38%0,03 10,3+0,5

3,2 70 0,39+0,02 11,0x0,4

5,7 90 0,40+0,01 12,3+0,2

* k M h’ — KOHCTAHTB! CKOPOCTY MEPBOTO U BTOPOI'O MODPAMLKA,



JKCnePHMEHTANBHAA YACTh

DMF, mupugun ounmasmu no merofnke [ 18], Hurapueni anruapun (Maplm
WJLA.) MCIONL30BALM 003 MOMOJHHTEJLHOH OUYMCTKH. Crummu 8 Mon.% 4,4'-
muaMuHOofMEeHIIOKCH/ A CONONMMEp MAJeWHOBOTO AHTHAPHIA €O CTHPOJOM
{mmamerp chepuueckux rpanyn 0,1—0,3 aM; copepyranme anrujApEIHBIN Py NI
3,0 amoiio/r mommmepa) toayuaiun no meropure [3]. Menoassosammer DCC
u uunruppun (Merck, @PT), nponssonunsie amusorucitor (Reanal, Beurpus).
Huicntug Boc-Ala-Ser (OBu') Bu!, npuvenspiouiics B RkauecTBe CTauygapra,
mobesuo npegocrasien 0. A. Parosoil.

Temneparypnl mrmaBiseuns, ompenesenusie Ha nputope Kogmepa (I'IP),
npusefedsl Ges mempanienus, WMHK-cmexrper * (KBr) cunmanuy wa npubope
UR-20 (I'/IP), cuextpsr AMP — ma cmexkrpomerpax Tesla BS 467 A (HCCP)
(*H, 60 MTI'm) u Bruker WP-200 SY (®PI') (**F, 188,35 MTI'u). Xumuyveckie
CABUTH  Tpupejens  or BHemanx aramomos — Me. St ('H), B S-niraae,
u CF,CO0H (**F). Macc-cnertpsl cnumann uwa npusope VG 7070 E (Aurrus)
npi 70 »B.

Ronuvecrsernywo TCX npopogumnu wa naacrunrax (10X20 em) ¢ wumasenn-
reaem 60 (Merck, @PI') B cucreme pacrsoputerneit #-Gyranca — CH,COOH —
H;0,4:1:1 (A). JencuromMerpupoBanue HIACTHHOK 110¢Ae 00pabOTKU HHHI M-
putom (70°C, 0,5 4) HPOBOAUNOCH ¢ HOMOIUHIO CKAUHPYVIONIeH NMPHCTABRIL K
crierrpodoromerpy Hitachi-557 (floouus) MerogoM OTPayREHMsS B ABYXBOJIIO-
BoM pesume: Ay 570, A, 620 mar (mesn 0,2X6 mym). XpomaTorpaguueckue mo-
IBUZKHOCTI ONpERCNsIT B cucteMe A, a TAaKKe B CUCTeMe U30MPOTaHoT —
rkoE. NH,OH, 7:3 (B); B rauecTBe NPOABIAIONEro BEUIECTBA HCIIONHLIOBAI N
ranse [y,

4-Amnuno-2.3,5,6-rerpagroppenca (II) nonyvanu no meroamre [12] ns
4-nirrpo-2,3,5,6- FLTdeI)IOp(I)OHOI["l KOTODSII B CBOIO OuCPeb CHHTE3HpOBANT
corsacuo padore [11] ws meuradropsurpodensoxa. Coegmuenne (II) moay-
YeHo B BHEe OCCHOBeTHBIN KpmeTammon, T. mi. 174—175°C (180°C [12]).
Cnexyp "F-AMP (sramoa): +86,5 at (2F), +87.,4 m (2F). Macc-cuertp (upi-
BeJEUBl m/z, MHTEHCHBIIOCTL B O, npeanosaraemoe orwvecerwe): 181,100, M+,
180, 21,8 (M—H)*: 179, 10,9 (M—2H)"; 132, 4,5 (M—-CHO)™*; 149, 41,8
(M—CHF)*; 133, 36,4 (M—-CO-HF)*, 106, 490 (C.HF."); 57, 727
(CH;NO* w/uau C;H,F*H) . MK-crierrp (v, em™'): 1515 mu, 1520 ¢, 1540 c,
1610 cp (Propapomarnuecroe napo), 3315 ¢, 3405 ¢, 22003650 i, cp
(NH., OH).

Cukres noauneprozo cyryunusudorerpapropgennaa (IV). Cycmemsmio
0,96 v (2,9 MMOML) CLIMTOTO (‘01’rommcpa MATRUHOBOI0 ANUIHAPHAA €6 CTHPO-

TOM (I) 5 pacrope 0,80 r (4,4 mmonn) 4-aminio-2,3,5,6 'relpa(blop({)enma (In
B 3.0 MI CYXOYO MUPHAMHA J1ePeMENUTBa LI 4 v mpn 65--70° C. Peavyuvonnan
catech npuobperasa Guoaeronyio oxpacky. Hommmep oTguAbTpPOBBIBAIMN, MPO-
mpiBanu DMFE, sopoit, 0,6 M HCI, Bogoil, aueroroy. 1Tocae aToro mBarkast ocy-
ILeCTBIIH CIeYIOIIYI0 TPOLEAYDY: BBUIEP/RNBAIE TTONUMED D u B 4 MJL eaecl
aneror — yxeycrntt anvuapui (1: 1), ormeisaas ayerowom, DMTF, nripepsxi-
pamu 0,0 g 5 1 wur CHA 113 yur DMF, uposssanu DMF, ameroionm, nomoil,
0,6 M HCI, Bogon, areToIoM, aupo. BLIcyLUMBaJIH B Baryyyme. Beixox 1,201
(swenrosarste rpanyant). Hafinerno, %: F 1,82. UH-cnewrp (v, ex™): 1710 cp,
1780 ¢ (CONCO). Copepmannme cyripnuMugorerpadropdeionnipx  rpyu
0.216 aaoan/r moamnepa (capegeaeno no averoire [137).

Modeavrian peakuyus aurepnoeo aneudpude ¢ 4d-anmuno-2,3,5,6-rerpadirop-
enoaon. 0,84 r (8,32 anioan) gurapuoro amrmapana w 2,0 ¢ (10,04 waonn)
4-anturo-2,3,5,5-rerpadropderona () pactsopsamy B 12 Ml Cyxoro jesaspn-
POBATHOrO mUpMAMEA, pacTBop Harpesaku 4 v mpm 75° C. Pacrsop mpuodperas
(QIONETORYIO OKPACKY. IGARIUOHHYIO CMeCh YUAPUBAJH, OCTATOK PACTBOPSIN
B oramore (3 aur), ocamspgany oupoM TeMHO-(HMONETOBLIA 3aMACHUBAIOUTHEC
ocaZor. SOUPHBITT cooll HeRAHTIIPOBAINI, YIAPUBALM, 3aTEM 2RCTPAITPOBAIIL
50 st adupa. Ywapusanu jpo oGoena 10 s, 18 pacrsopa ma xewopy (4°C)
BEINALATIM CBOTIO-(DHOMETOBBIE KPUCTAUIBI, KOTOPBIE OT(OUIALTPORbIBamy, -

* COKpameHdsa: ¢ — CHIBHAL, Cp -~ CPeNHEH WHTEHCHBIOCTH, CI — ciadas, 0¢ — odenh
CL{IBLUAS, UL — WIHPOKAMA, I — HIedo,
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AMP-cnexrp (covipoii npopykr, sramox): +71.4 s (217 F3, F5); +86,9 M
(2,81 F2, F6). Kpucrannusosann ABasIsl U3 CHCTEMBI ayeToH — rentaHd. Bar-
xox 0,59 v (25%). R, 0,75 (A), 0,35 (B). T. . 179—180° C. UH-cuextp
(v, ear™): 1260 ca, 1535 ¢, 1680 ¢ (CONH). Haiigeno, %: C 44,0; H 2,71;
N 5,10; F 24,7. C,,H,F,NO,. Beraucneno, %: C 42,7; H 2,51; N 4,98; F 27,0.

n-Cyryununudorerpagropgernon. 0,10 v (0,36 MMOML) BBILENOIYICHHOTO
n-okcurerpadropdeHnmaMifga  Autapuoil  Kuexorsl pacrsopsam B 0,5 M
(CF,C0),0, uepes 3 u pactsop yaapusasy, K 0CTaTRy npuGasisid 2 MI aupa.
O6pasopasuiecss KpUCTANABL TPAPTOPALETHIBHOIO IIPOH3BOAHOTO OT(UIHTPO-
BeiBasH, npoversaai apupon. Beixox 0,085 r (66% ). VF-AMP-coextp (esipoit
npogywr, atanon): —1,1 ¢ (3F, CFy); +70,4 m (2F, T3, F5); +86,9 m (2F,
2, F6); wesmaunrensbusie npumecs —2 ¢, —3,4 ¢. Kpucramnusopanm u3 cu-
cremer averon — sdup. T. mi. 152—162° C. MK-cnerrp (v, ex™") : 1730 ¢ wup,
1780 ¢ (CONCO), 1810 ¢ (CF,CO0). Tpudropayerar cycrneHupoBaIH B BOJE,
qepes 3 u  oruabTposbIBay, BecylmmBani. Boixox ~100%. WH-cmerrp
(v, em™*): 1730, 1780. T. mn. 183—185°C (Gecuserusie uras)., R, 0,68 (B).

ABanorueno n-cyKkuuHuMugorerpadropdeos 0Ll MOJYUeH M TPH LIKIH-
saunu ¢ ncnoaszosannem (CH,CO),0.

HHoaunepnote cyryunumudorerpagropPenuaosvie aguper N-zawuwernols
amunorucaor (runuunas merodura). K cycmenswn 1,16 v (0,23 Mmonb) momu-
mepa (IV) B pacrrope 0,35 r (2,0 aronn) Boe-Gly-OH 5 4 ma DMF, oxmask-
geunom o 0°C, podapusana 0,62 v (3,0 smonn) DCC i peaxumonnyio cmecsh
nepemermusann 12 v npu 0° C. Homumep oTgHIBTPOBAIBAIM, TPOMBIBATH Me-
TAMOJIOM, DPHPOM M CYLUMIH B BakyyMe. Bbixoj moaumepsoro sgupa 0,20 r
(~100%). Cogepmanue aMmunoxucaorsr 0,20 MM0IH/T mOHMEpA.

Cunres nenrudos  (runuunas meroduka). K pacrsopy 0,0056 r
(0,022 maoan) HCL-H-Ser (OBu)OBu* 8 4 Mo DMF v 1 ma mwpuguna npu-
fapasmm 0,80 r (0,18 mMONL) MOAMMEPHOro CYKIMHUMHAOTETPadTOpheHM 10~
Boro agupa Boc-Ala-OH. Bpems noGasmenus monmMepa — HAYAL0 OTCUETA Bpe-
Menu pearipni, PearUUoHMYI0 ¢MeCh MepeMelIuBag, OTOHPAsT BO BPEMEHU
npobnl Hajgocagounod muaxoctn wo 1 mrn mas TCX. 2, H-Ser(OBu)OBuw’
0,71 (A), Boc-Ala-Ser(OBu‘)OBu* 0,91 (A). [demcumroMerpuyecKuil aHamms
FOJYYEHHBIX XPOMATOrPAMM TIPOBOAIYW B HPHCYTCTBHE COOTBETCTBYIOMIUY
cranfapros (Ha IIACTHHRY WaHOCUIH 110 4 MEMOJb BeuiecTsa). Mamewenus
KOHIEHTPALHI PACTBOPUMEIX KOMIIOHEHTOB PEAKIIMOHHON CMECH TPE/CTABICHbI
HA pUCYPKCE, KHICTHYECKHE TTapaMeTpsl peakUuil cHMHTe3a ABYX AWNENTHROB —
B rajanie.
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POLYMERIC SUCCINIMIDO-TETRAFLUOROPHENOL
FOR PEPTIDE SYNTHESIS

SAMOILOVA N. A., VOLKONSKY A. Yu., ROGOZHIN S. V.

A. N. Nesmeyanov Institute of Organo-Element Compounds,
Academy of Sciences of the USSR, Moscow

A polymeric reagent for activation of carboxyl groups in peptide synthesis, po-
ly-p-succinimido-tetrafluorophenol, has been obtained by treating insoluble styrene-ma-
leic anhydride copolymer with 4-amino-2,3,5,6-tetrafluorophenol followed by transforma-
tion of amino into imido groups and blocking of unreacted maleic anhydride residucs
with eyclohexylamine. The polymer conlained 0,2—0,3 mmole of active groups per gram.
Monomeric p-succinimido-tetrafluorophenol was also ohtained with a 20 to 25% yield.
Kinctics of aminolysis of some polytetrafluorophenolic esters of N-protected amino acids
by a C-protected serine were investigated.
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