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AL F A B 6 AEFe T8 EA 6T . S HE A REA A RGETST,
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IR RIR T L7 (B2 R T 5 4). L 3. @3- A 5-F.
KEZEFR. ZK. Fuik. WIRRBEFEAR.
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AT B 6 ARIE A A8 pH 2 6-8. IREH 30-42 KGRI,

AL F B AEE T A IS R E 2R MEARN . GBI AERY
B AR R A A, §F5FuREAER R AR S T8 13 300 R AL
B EG AR I H

AL F X T AT ik b9 POZ ATE MR A0 F B0 KiB“E 487, it
497, AR R EIEF) IR EF BT R f BB A ik 64 AN B SAk.

AL P XTFHEE BA REAZ AR IR B 6 KiEBIRP 6971842
AARIBRBLARA R #osm b 4247 2 (4= Protective Groups in Organic Synthesis, Greene,
T. W.; Wuts, P. G. M., John Wiley & Sons, New York, N.Y., (% = 5%, 1999)¥ it 4 #)
AR ) FRIP Tl A LR KSR X, ARy ATRE iR
ARFRMERGRE. BRPHEEG EF LI RRT: Filpilis, 4@
BEEEA (e 2RRTFRTEAFTEIRAR., = FARER. ZARAARA
Moo ZTARAR) R ERFEARL;, BRARG T ERTEAE, WwERRTT
PR AR, THATEAR., TREATAR, RTAATAR, 2FAATEAL
VAR, WaAaE. 1-CER AR, HRRE. TR, B, ERRTR
FPEL Y ERES. FTERES., LMAES. —R CBMESA = S LA, AR e9leiiey
Bl OIERRIRT: BuiE, wTBUE. B, — A LB R VB, BLiz,
AR R F B e — AR FABL T B, 5. MARP AN EH iR
FRT: AREE, o S-FAAE A S-4-vbve F R AEE; B S-FRATAEY, dosk
RFGE., R A ARER; 5.

FAe R RAE ARG — 5, AL F AR REBRA OIS —
Bl otABETAMRA, Az otz iaril, TR, A AL,
TR, RA. THE. BE. FA 2R AL BEA FoRAF. ZR
FbQIEAEIRANG I EFMR, OREERRTEAEFAL LN TAR:
-CH(CH3),» -CH(CH3)(CH,CH3) . -CH(CH,CHj),+ -C(CHs)s + -C(CH,CHa)s -

-CH,CH(CH;),. -CH,CH(CH,)(CH,CH;). -CH,CH(CH,CH;), . -CH,C(CHa);
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-CH,C(CH,CH;); . -CH(CH3)CH(CH3;)(CH,CH;) . -CH,CH,CH(CHs),
-CH,CH,CH(CH3)(CH,CH;) . -CH,CH,CH(CH,CH;), . -CH,CH,C(CHj); .
-CH,CH,C(CH,CHj); . -CH(CH3)CH,CH(CH),
-CH(CH3)CH(CH3)CH(CH;3)CH(CH3),. - CH(CH,CH3)CH(CH;)CH(CH;)(CH,CHs)
¥, ZARCOIELIEL, wIRBA. FTEA. RAL. ROA. RELF
IRFA, DB AR S Hdb e LA A AT BRI R IR, R R O3
ZIIRA, Jo (2 IR TR B R A IR [2.2.2]5F &, vA Bk dm LA L8y
B 4k o F A B TR B IR IR,

Tt AR RA A BRI 6 — 38, RIP A Bl 6y R B W 1L 0.8 FEARAT
A AABAR GG R T 10 B 2 — A gt .

Tt AR KA A BRI —3 2R, RSP A B 6 RIB S Q36 ATAT
A AABAR GG BR T 1A B £ — =4k e L.

AP A B AGE R R Ao R BUAR B B 48 R
SRBT A A F

RIBCBARABI . “BARG M 2 o R IBAX 8 B 2748 4o B B LRI AL
kAl AR, HF HBRREALN RS MR Y I R RAFRR T T RA,
Frid i AR R T RRTFEAAREEAFFELATHERT;, LAk
AAaF Rt A& RBEAATRA Y GRRT; AR =tx A TR,
ZREAFETAEREA RASFATARAFA=FEATAREATHERT; f=
BAY H A F e R R T

ASF A B e RIBRBARE F R IR0 BA 6-12 MR T R4 4
RFHEILXRIRFTHBE, dofa RRTFRE. B B4 BEREA KL,
BRARRABRBARN TR QLM AA (), ERAREQIELRR T 49—
MELEEFHEER (ARG ELAR) HFE, BALTHRE, FRE
W3R AR T AL BRG T, 2ARIRREF AT EH RS T 8—A
REAEBRT. ERT. RAETR/IARTLEAE.

AP B 64 RiBBUR ) 5 K400t T R 5 A B A 5 B e e 48
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FFARBARGAANE 6963, [2RR TR L ORELF A ks —A3F
IR G T LA TR, ATRERNIELRFoERRT L X FRAM K
A FGE AL RT, M ELOHEL T FRG—ARE N FHRES R BT
T B Fa/ RABREGIE . WA AL FA, XL FFLe
AN T ERESIH A AR TFELSTHREZALE B AR ERTEEL)
HEEAHED) . A, RARKAFERT 09X 5ME QIR RT FRAA L
FHA.

ASF ) B 0 ARE <RI 580 2738 e _E BT RS R IR A R SR A,
o RIRAR G I A IR I H ) B RS 4o L P77 S A BAR 89 3 R R
R 5 RGBT, Blde, FRCH)AABRRMEE. wRiZTEAHEERT
WL RGBT, Bldede Rz TG L5 R4k 4, NZLE-4 h KRB
Rt FIRA (B F L),

AT B 6 KBBR8 Sl 0t TR I8 S AR LA B BRRe o5
AEAART F AR FEARR 49830, {2 BAR ) FheE 4 €35 3 7 20 1 ok 28 3
SRR EAEM S F XA AR TR A H .

AT ) 6 RAFRIRAR ) RIFA TG T R Ao I kTS, CIEHIT,
R Fe % LA, B RRET A 3 ARESAMARRRAGETIRE, KKK
RPH—AREZAHRET, wBRETF N Ofe S. & ARRERIKL LK
A QRS RIE (R FR ), BEFREIEIAR Fo—A LA 1
AR (AR FRR ) 9RIA, BAhde 2-F AR okt Ao &
T &AL TR RIREL”. RRA ZH QTR T: 2 14NRETH
FAeFa 3-8 IR, dofa Rk Fobeh 2. othefok gl . oked A wbmd K| s =
Fba k. K. R AR, R, ek w4 14 A RR T
3-8 WK, Jofa RIR-Frbedltih. okedtp i, wkogih. %R i; 2 14ANRERT
RS Tief R, e RRTEIRA. FoRE. difokik. HFHA. X
Freked L ek, Febek . kbR, EF=w R A 12 ARETA 134
AR T RI8H 3-8 RIR, Jo(2 R FREnb . FIEed | IE bl A 12 A
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BRTFA 1-3ARBRTFE4eH 3-8 R IR, dof2 RIRFedoks; 4 12 AERTFH
13 MRRT ) RIeFatBERIK, Dol HFEne R FOPE —e | FOFTER A
(%7 2H-1,4-FH BRI ), 2 13 NR T A= 1-3 ARR T8 R bde 3-8 ] 3K,
Jofa RFRFerd ., FoEed | K el K (o 1238 b | 1,2 428 —ed |
1,348 —et 3K, 1,258 K ), A 12 MBRERTF A 1-3 A~RBR-TF8948d= 3-8
RER, def2 RFRFeEedin ik, 4 12 MR T o9 tefefe Ri6Ae 3-8 | 3R, 4ofe R
RFEBE, R -AEFRT A (dihydrodithiing] ). =& = E AL, w4
. WA, 2 12 MR T A 13 AARR T R IR, e Rk
FTRI;FE A FHE vk FHARRR( 2H-14-F5E% 45 F). —4X
ikt (3e 2H-3,4-— AR FERK); SRR T4 T MbAe 3-8 R, 4@ RFIRT
kb 2 12 NEER T RIeFAERIN, R E R LI A 1,3-
KIW — BRI BIHRAF); SRR TR 12 MR T Ried 3-8 RIK, 4ofa
RRF ZAERAEF T M (dihydrooxathiinyl ); 4 1-2 NEJRFH= 1-2 A5k
RFH4eAe 3-8 IR, 4o 14-BAREIRTE; 2 12 MR T8 ReFRR, 4o
EAERE, RHFRRRTHE (benzodithiingl ); MABRARRTH 1-2 4
FR T RIoFa 20, 2R FRALIRT W (benzoxathiinyl ). Z23RE
LOFELOHAGEFTRFH—AREAN S BTEHE-ANIAAN TR T R444
G AR (RARFAR), Hlde, RIFEEEWEEY. BRAWEES. F 1,1- =84
WIECRY . ML RILEA S K6 NIRRT . ML RILA Q5 Dok, KR,
URET. hEAbE . sk wbed. 123-Zek 124-=ek . wged | gARDgk. Kb
Koboikth S BT B —AK S A O RFL0HKRAM. ok, BHokoh. Eeds
2-BR. whegR-2-BR . MEek, AFIR, e, FEek . ckehfew Sekvd.

S A B) 49 KB TR 2 3 A ARRE T AR 49 2 SRR B S5 B 49 5
AARST TR IEANR 69830, BB RTFER L L F —AKE —A
FHERIFERTLEEHRTE, MRERRFLRFrERRT Ld X TRA
GR R R B TR R AR R, m BEIRRA LA e P AR
B =A% AL S R AT LGB G Ao/ AR B AR . AR A4
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Ath ik, ROEEFLARAGANRET HRE. HAKREGAHART
sE AT IR R AR A 4R HED) . AR T A 69 MR Qe IR T 2-F AR5t
skod . 5-F AR ke b S-RARIRe R 1-F Ak A 2- R

A A B o RSB R BAR Y 22 SR AR 2 48 dm B AT S8 SUa R IR g Be A 2,

WA, o RERRAG B A R A 49 SRR AR Jm b AT S SLG BRAX G AR IRAX
0 e TR QAT AR, Bldm, FA(CH)A RBARGIEIE. Rz FANERT
W R GBITRA, BldrdeRiZ TR L 26988 2 (52 eI N 4669
B — AR AR 3 R 4 45 A, NS A RBARG RIS,

At A B8 RKE B R A A TR R AR &
AR 35 R AR T RBAA) F AR 6983, 12BR e RIS A L LT
FERTFHEFARAGLARETHRET (G2 RIRT RSO IRIZIK
Y RET ) A0 ARH.

Bk AL

B ok ik (POZ) A B 2-BAX-2-EErd ok AR S &0 R Ad . IR AW RARE
Moy LR EEF ISR 5P R A FHG. POZ BFEELE HNFHEY
) 2R A 2-TEekok b 8 5| LA (Jexd W ORAE T B (R T AAAERES”,
CH,-0S0,-CH,-CH;) 3 = £, F #% 8% F 85 (CH;-0S0,-CF3) ) R . KRJE M FHIK
F (EEMNHRE) KbHE. FFEAGRGMETURERN XA HFIL
ARAMRAMYARRT. LA dRAMGERLT. 2508 2-MEworin
ST, B, SAHAHFEAIAFEEHALN, REFAIHEL, TUL
Aty L MBHERE TR A58, T8 ARG EMBRERR.

4, % 2-BR-2-MEekobk A 2-F H-2-BEedok, T ARARE T B A 15 5] A
SEMMW A LR, BT ETRED:

CH;-[N(COCH;)CH,CH,],-OH

L@ BAMET AR B HTHEAH M-PMOZ-OH, 3+ FAIAA &k

A M(E G LA 20) & 7, PMOZ KA T ALEedok, X FH LM TR

18
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& PMOZ 8§ M £, #b#ZAH-OHERBL)ET. REE nTHEL 3 2|4
1000 SE. B A,

B —F RGBS 2- TRk, ZBAH Z AT TET L. HAR
fedp b i R 4o T POZ JRA-4:

CH;-[N(COCH,CH3)CH,CH,],-OH

@G RAWIET AR B A5 A A M-PEOZ-OH, £+ FHIF| LA bR A
Ml M(FE 5| R F) st 4 ) k=, PEOZ RAR T AMEek, HF TR LA TEY
PEOZ #) E &=, #ib#FAd-OH(EREL)EAT.

TR BE R FRRANPFLRAN. Fde, AFEELINL 2-THR-2-TE
HREEF AL EN L EEIE Ao FREAY:

CHs-CH,-[N(COCH,CH3)CH,CH,],-NH-CH,CH,-NH,

Sl FEARE) 69 JRA- T T AR TR 6 KR T A S RAAR B R

BRA LA FWIOE FTRAEA, BAHMAFRAFNEATHI LT ETE
#k & (oxazolinium ) FB&-F, ZEdokiifa B FREUER E S T4 EKET

B = 4 3K e BT,
DY

TN V"‘u’}
o
BB EWE T E T @AY XE T, TABRLLY 9, &
REZLIRRBRXARRZESRW, BAEN T HEE FREEIRY 54554
CH;-[N(COCH3)CH,CH,],-N(COCH3)CH,CH,"
AFFF A M-PMOZ'RAZM®E F. do L& PT4EEI6Y, % POZ FA & T7T
il 3T 5 FAGKN (So BB R ) BEL d skl HARE A, 55 FARA
KBAFH LT A AT S-ALsE F (A R M), RAT A 245k
C“HAF T, EHAFTH IR ATREHFEE WXL EETO.
Nuyken, G. Maier, A. Gross, Macromol. Chem. Phys. 197, 83-85 (1996)).
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BRI REMT it —F BB T E T E % . Bldo, Zalipsky 1£5%
-OH 5 X —BREF R 433ty /R —BRBs A H #ab 49 POZ (M. C. Woodle, C. M.
Engbers and S. Zalipsky, Bioconjugate Chem., 1994, 5, 493-496).

M-PMOZ-0,C-CH,CH,CH,-CO,H

L&\ R A A IR OB AR . B AR AS (BB R4 & POZ-AE46 I8 R
R, SRIXLEFE RARE PEGAE45 I8 AR EL A ARAA 6 MR .

Jete b (RGBT A Tt —F AT AL R HAR. Flde, AT
#b 172 by 7 M AL H] -NHCH, 5k 69 POZ. 45T I SRR Z kR 450k,

TEek ok AT ) Zh e FAZ RN T L. #lde, FRIAAN 3-8 RKRTE
EAARTIK 2- T 2-NERo KA. A ARMHLLITE] 4o T RAH:

HO,C-CH,CH,-[N(COCH,CH;)CH,CH,],-OH

BRF—RN A, EFILA ARk LEAMEE fH 4 POZ £ALF LA R
Flég, BAES A M ma e AR L fA0iE, MAERGBLGEETERARE, Hlde,
T &AM REHY A PMOZ 6y RBATAY, (2FEAETI AR R RBRE &
AL, TARGARE BEANECHF AL TE T FHRE REIRET):

HOOCCH,CH,-N(COCH;)CH,CH,-PMOZ-OH
M-PMOZ-N(COCH,;)CH,CH,-O-CH,CH,COOH

{84 &2 M E Y ) 64 RIErkoikag 5 — 1812 R AZ F 4K (Jo 2- IR -2-Evdiok )
S 245 LA EWRE LR ek AR IR, Bldo, Jordan R EEFOHET
245 B TikAetf R A7 698 BB fo i 6 ek ik (F. C. Gaertner, R. Luxenhofer, B.
Blechert, R. Jordan and M. Essler, J. Controlled Release, 2007, 119, 291-300), iX &

REMERE 2-T K- 2-MBeaftg L 5 A 8 2 A & B I MAEETE M F LA 1 A
LR, Blde, B ZH8TFHET B 5L 2- A -2-WErdokAfe 2- R R -2- ek ok 4
R4, FHHE A JkH (NHCHNH)Z R = 4 4o F LA R
CH;-{[N(COCH,CH;)CH,CH;],-[N(COCH,CH,CH,-CCH)CH,CH;] 1, } ran-NC4HgNH
FAFran” 2 T IZ AW A LR, n b4 HEF A4 20-30 -aom A4 2-5.

A1 POZ H¥esnF (#efa RIET 2 AK) 188, AXERITAERSMHHEY
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— ARk L fenF LR A REENERE AR ENRZEEY. X
F &AL POZ vA L ¥e i TIBBRPTE) TAE AR Y . A FT An e 5] K (£)3#%
AR AR (B RF B, Hlde, BIenTFAHASKE, EREAGEAFETH
POZ L&) 7% W E 56 B KL MR, EE— R T 9 POZ 5 &AM EHIT,
Myamoto F= 3 Fl F¥ F @49 POZ 5 it AL A8 69 R IEAE (M. Myamoto, T.
Saegusa, et al., Macromolecules, 1990, 23, 3201-3205):
M-PMOZ-0,C-CH,CH,CH,-CO,-NHS
EXFELTF, 4% M-PMOZ-OH 5 /X —BET R 5, ATFARBRE N-ZLRABT
Fz(d1 NHS & 7). NHS & i 2% A RBRERY X, EREHSF, POZ-
AR BB A ZIE K AT,

RA PR CHAE T ZA 45 Jon TBBEE K38 F 1069 POZ bdh ., 2EA
WX POZ #TA M3 Z 2%, Zalipsky #E T #E A4 R POZ 44
NHS-OOCCH,CH,-PEOZ-OH, £ ¥ &L B 5o 64 7] & 7| 3% 484 (S. Zalipsky,
C. B. Hansen, J. M. Oaks and T. M. Allen, J. Pharm. Sci., 85, 133-137 (1996)). %
POZ a4l it ) A& LA B 693805 L A%k #]%-. 12 Jordan. Hoogenboom
FCHAATEGERNEAA I LRETHREZRRRYREFH, AEES
SRR R R RAE R L. B, R EFF| KA R4 &7E e POZ 1L
e, Mo RBATIR R M TR A B IS M AT E TR FH. b,
EEAGRAY R, BALGEEREEEEAR (k) gk, 3
o, T @A, A RRRT KA RAERE G E WD B TS AT B
AR%HHMEG.

Myamoto #= Zalipsky &.4]4& 7 NHS-ZFH K _BRESFTA Y. ZFTED 8 &
OH 2 B 4F A A% 7E L A B 84 £ F 48 POZ A (M-PMOZ-OH)#| 4. {2/8 =8
Be o R 36 BR B AT £ 4 B A iR 4k ¥e T 5 POZ e P e KA B k8. B
4o, NHS-#EL8 R B BT AW E e TEX EA R AR +~&)RA:

M-PMOZ-0,C-CH;CH,CH,-CO,-NHS + PROTEIN-NH, >
< M-PMOZ-0,C-CH;CH,CH;-CONH-PROTEIN
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B TR T G BeiE e, AT A0y T-POZBHMELBRFHTHEY
HE (e AR Aerigilaidh ) FHARIEE, mERKBERIEPOZEEGR4SH:
M-PMOZ-()gC«CH;CH:CHZ-»CONH»PRQTEIN >
-?» M-PMOZ-OH + HO,C-CH;CH,;CH,-CONH-PROTEIN
sk, EL@meIEX T, %¥5-F-POZ 1BERY F TAE T 64 Be 5309 0 2 KR
B, iR TR “mE R F R, LT FH ey THLERRME,

w"E, CHEE T AR AR (OPSS)#TA #(G. Hsiue, et al., Bioconjugate
Chem., 2006, 17, 781-786). 3 Lz AT A T 5 & & R ALEE AR B 1BF4 7~ £ — 54k
Wik, &R Hsive REATIIAE, 12K E S0 B - ALY 70 5 5) fo oo
RFLR,

FELAS- &4:: 4 POZ RS- ) TH5Ah R T 89 5 — M AAE T —% POZREM R
AHFANERERE;, BFEMNAARETR”, WwRERHRE IR/ RER
b T4 LS S A ey THA, NEERERLEN, #lde, Jordan FHEF E
AEREETHT 2-THR-2-GEekok 54 F L H 6918k ke LR, X RHTE
AL E A BT AR L ARABEL . AREBE AR AR LT POZ o, MR FAEAS
BEEAENERAAG S TaAd. EPOZ T AESATREAANTRL
AAE, BELZEREST (WERRTEZRFEOR) BKRFASFEIHE
Ao B} AT P BUINA A R A YT 5 RAEWBBRG L, w2 B POZ
RAEW RAF XA,

LR EE POZ AT o — R B 5¥esT (mZafflo0T8H4) 18
BREGHAE, (2dext R O B4 7 SR AT 89 TAE S RBAG, RAMIEMhihed
B LT L BFEZRA S FEMW)FHIL 40,000 Da Z A LABESTFELSHARS
SHHPDYET 1.1 9B Y. K6 I/ R A TR POZ ReeEF
A LAFE A MW 42 PD, @F AR, MAHEKE POZ 4690 T 853
K #5,000Da, %30 iie s, IR (O35 ES) T RELAE. 3
FARG) TRAIBJE B HR 6 R B 1) 69 42 A4 R R IA T F A T X 6 PD, 423X

He A F L LAY H SRR RN EHJ. S. Park and K. Kataoka,
22
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Macromolecules, 39, 6622 (2006)). Hoogenboom. Schubert & L F F48 &, 1&-PD
POZ T i@ 4% A S FRAT 0 -, A2 R X F AR #4815 2 T L AARHG HA-(R.
M. Paulus, T. Erdmenger, C. R. Becer, R. Hoogenboom and U. S. Schubert,
Macromol. Rapid Comm., 28, 484-491 (2007)). & T F X% H#CH T, ¥itH
T 64 8 68 POZ - RAH 97 ik b 094 A = E IR

(AR POZ 474 4 F T4 Feir T 8 X — FIBLE T R 32 — A S| i E— 7
S HM T H¥en TR EE G)EN POZ 2 F. sbsh, B ATIF24) POZ &
TRZERORE Sy TRKESKBRBT N, RLAHIAAXGHE,
REMBRRALIN LR IR N, REFSZMXGEE, I TRBET

BHRERME, RXEHMEHE S TGP RESRLA,

A A

AnTTRAET B — R 5 F WA R 28 4 POZ #7424, P iEMART
1EFF R F B 48 POZ #T M 5 T iz e fe 0T /2 ) 2 64 BUEL 1 T ABBR VA & £ KR
e thde s T-POZ 18564, ¥, —AfeiT 5 POZ T4 LS. RALA —
ZIMERR R EEH TEHRESFLNARZABDR LG EFRARGE TR
POZ #TE W N RBET R TAABRRABRERY, RATRE G S TRE
8 B A 853 L3t T POZ 474 5 $e 0T 4 1B B R iR A B R AL 7 1
yeoT o9 A enF Lh POZ #T4 4 B 64 2 B 5t

AT B R A — R 5 RAUR T S0 K406 POZAT A MM X T 712 POZ K
SR ETR, FBIb, RAFFRBET KRBT LI R t) 2 E 68 POZ 4144, b
Sh, RAFRET AL KR LA ERERAGE T POZITAEY., b, K
T8 RABBT AT 4 POZ £ £ M 04T iR MR T A BARG B TR, Tt ek,
7 iE A R A5 TR BT A #4005 840 F RAF LN A (e RIRTF#
&) 8 POZ 4F. RETHELAERY F XARF G FWLFT 5T A A 6s A
fe POZ AT £ #y (Je AP BT ik) L A& R E 697 WE AL H R H1F ) 249 POZ AT A
. Hesh, ROAFE AL BTk 69 2 E 88 POZ AT A MR ALK ARAE & 69 $25-F-POZ
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1Bk TR T WA BHARG AR, XA FT ERRET L b R —A ey
T 55 POZ #7445 6030 T-POZ 1854, M EBRE T £ T-POZ 1884
YR A F ZIFR S T B Fe i T o RART A X 0 R IR R, BT
49 % F RE POZ 47 A 4 &R Ty B e FT A K IR ) 35T -POZ BB M L LA
K & RIAIRE],

Bk, Prided 2 gt POZ AT Ao Ry =B % T A HARF B A 6 F AL
FRAET FAL Y AT 5 POZ #TAE ML A0 KB Z M 3e0F-POZ 18
TR b L

Yo F @ EFmibite ey, AT 2-BAR-2-IErkak b A (Je {2 RIRF PMOZ
F= PEOZ ) ¥ R & 7= & RAFF84 POZ 744 . EXETkFETF, PEOZ K
PMOZ % 2-BAR-2-@Evdtolk POZ 4~F ., do RARIR T #dmtly, 2-B0 A -2-Igrdobk 4T
FRE) R AT A ARSI ik 64 POZ 4T A M RAE R 6 bt 25430 ) e
JRSERT . LI, POZ KAV 24ET T H L AHHR TR AT £ HRY (Fo
{2 X FEF PMOZ A2 PEOZ) R E ) —ANEE L AT AR AR ERY (o2 Rk
T AR LT ).

Segl, KANFFRAET SREA K S 530k (PDYE B o KA 2 49 8 B (4ofa
FIRT 444 ) T A RRGERY 8 POZ REMNF F ik, E—AN%kF
BT, ATF#ETRRKRERS AF LGSR (Jefe RIRTH#EH) 3
%k, MmARLLER &) POZ REM =¥ty PD 1BIK. E—A%&FTEF, K
AT T R RAR T R G MW A FEA 1K PD {6 POZ #T A%, £5—%4%
FEY, FHEWPOZREMERFER Y. KT+ R F kLT IA HK
Rkt SRR T E R T4 T 269 35T 69 POZ KA KILAE L b4
%

b, AATFLRET ARG E PD EKGER THM AR F 65 POZ R
oW, de AR Ao by, PDAKI MW mE; —MkHt, MESTERKX,
PD {38 K, £ ANTF 67 kTl TR A =2 A MW &) POZ o4,
it POZ M4 MW T 64 PD {8 b B IUA ARG T W 3E R 75 6T = A 6
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Ko Blde, 1ERAKNTF645 55T =4 MW % 20,000 Da 2L F . PD A& T K%
T L1 POZMTAM ., EF—HMNEHRFETF, FAEGIE POZITEY ) I
REBY . de KA hdn AR T FpI T FHe, ERARARKGF
AR POZ FTAMSH X% i, XERFAE GPC B RIA & MW A Fa
MW B, X 5FE V528 RAE LN AL (Ife RRTFEES) &
b, Bk, BTG POZ #TAHER TE4M 7 2 ienT.
B ARLF TR 7 ik, TR —Z 7 BA KRR 6 EWE T GLE

G POZ #T4E4., stoh, RAFRAET AGEF X5 A X XL T4 POZ iAWY
ST E. BIE, BIAERTRGEE R POZITAY, AL F—ANenF
5 POZ T £ #4560 KIEAEE o) ¥e.00 T -POZ 1% 5454 .
A BAK PD 18 POZ 1T A #8495 %

Ko 2-F o 20 3R -2 WEek ok ) LA $ AR /R F Kobayshi. Nuyken #= Jordan

# sk B4 (S. Kobayashi, E. Masuda, S. Shoda and Y. Shimano, Macromolecules,
1989, 22, 2878-2884; A. Gross, G. Maier and O. Nuyken, Macromol. Chem. Phys.,

1996, 197, 2811-2826; #= F. C. Gaertner, R. Luxenhofer, B. Blechert, R. Jordan and
M. Essler, J. Controlled Release, 2007, 119, 291-300). £ X %5k, BAhES
A (ot FRBBUTAB R Z A TABUCAR) 7| K; E—ANERFET,
FRFRFRRTER A TRBRTE. /iR F 0 XA R4 7 @& M
BF AR RS, BAHES L Re & A%l e R (Q. Liu, M.
Konas and J. S. Riffle, Macromolecules, 1993, 26, 5572-5576)(5JLE 1), {2 IA
PR Chn, BB T KA LGB R P AE A B TR AT, SR
# R 5 F AR (eERRTHAK), NRESEENIF ST, 2R PD R
FK, AABARARET R BEAZR. Z2 AR THEAEN ., BRNBREY
80C FH#iATE) 1-3 K, £kl i xF BB 44 /KIER T 80-90°C T An AT /= &

A A RBEHFIE (o Dk IR ) B MmAiFE) R om bk,
X gk A G JA AR T R 91 R SRR IR S G T 2 5-10%5) H-MW A
BB EHR-MW B AL, RSRT CIEZF|IHGLERE(AIN T Park and K.
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Kataoka, Macromolecules, 2006, 39, 6622-6630). X &k & WLiEF|, XFH MW 5
A RTA G TELHR- RIS AT, 2RZIBYEMET IR
B ¥ 2 A 49 (M. Litt, A. Levy and J. Herz, J. Macromol. Sci.-Chem., 1975, A9,
703-727), B\RESEAS B R A E K A AR, ARG R R AEAOA A A BB 7E M
Fa. Bk, B ARAHFLNRE (Geikisds ) 9L L ZH 1.

AHHACHA T HR-ZRAA GG . H TR T £ 2548
TR FALESRGIA GHEE. X—FEREFHNEE, BALBTTAME
Lk RO 2 R IR A AR RATE BRI b RO, XA 69 K IS AR T ) K
LA B A ) 3 R KRR Y A 44 &) B 69 K A 5 7= A P& ey ¢ ak 7>
W6 o T ERAET F84-.

e RS F it e, RN EAR T ik F 469 POZ ¥4 & POZ >4 %
REWE 5-10%8 3 MW A. E& MW B -FEAIRNA BARERT HHFMHE6 PD
BRTHEZ ., WA BRART T IED G EH MW B E 3o d Ko Fe/R &L FB]
AR A HMW SRR REILE 3). B SRAHT, R
BLESBEET LA, WFH MW AT W RELGRITE =46 MW 854,
WSl deREEB AWK TRILTLE, NFINLIHFORESHE, HdFib
B AR R EBAR, BZREM ) MW KT R ARG MW, o, dTiz
RS MHE BB TE, HALAERTHREATAIIL, BRERED
4 MALDI #4452 30 1 — 28 bk £9569 4% 14 Da #99%,

X T FRAEA L4 % ANRB L. Blde, HIREA 5 FAHKN 64
Yook FALRF I AT F FEEF R IR, o, TEmiifa s T2
BIRA S A F B KA, LT R IR AR & BT Rk
HARF A AF A AR AR, ABIRGE, T AT 4k A BT 3% v s B2 3 A sk
vl

EE e TRRFE] T RGN, E—ANFKEA T, AT ZEZEG THE
Z S A RASECR A FAORN) R LR 2- TR 2Bk R A Z R HFH MW

ZRARFWIE B E 75% (BRI 3). ZAIN, GPC ¥ IRt MW 49 B
26
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F FHe MW 69 %45, 4, MALDI-TOF ##47A, 34 %4 b B )
14 RERILH G %, RMCIRE, ZH 0% e MW # D TATE Z4ed
MW %1%, X KBEE A ERESM A AT R EREAARZ A RN &RE
BYLAT RSB AL, EXNEALT, rdmsb L84, BAELRNY
Kt A2 o G 12 0 3R 5% 09 Ak,

Wi, B e AR FALRA B R R ATL L FRRKEN S MW ZRIKmK
H BB PTE FHAE MR EHS) S). b, & Gk b3k FEHRAN 4 HiBE
2 HHATROE A e TR 6 ARS8 T BPE 9 F R (R4 11).

ATFARIEK, KREFACHLETHGERT &, PRI ERT F
VT RAERGSIE S (GmbkdERS ), T 414G B IAE AR BT 4
POZ RA-thFatitEdh, PR dtey kTR B THREF H—NRZ A,

BE—AEHRFEFR, POZ RAERHEHEFRRA (Iof2 R T2 FREBR
RABE R Z R T ARBICARES ) 51K, A—AFAFTET, A TFERBRT 85K
Z AT AREE TS,

MR- RAE R, HKFel BAEKE THT, BAHZHERHTRS
Tl B, FEHIE LT BRI R B AR & MW SRR sk
FINT L E 8, sFRM A 152 T Kataoka #9#81A(S I J. Park and K. Kataoka,
Macromolecules, 2006, 39, 6622-6630). {2.4e R AR B £ R VAN R FTA #4645,
W 5T 46 B AL HR R A B B 4G T AR, B SIX ARG B Tk £ R RTATH). K
AT T BMGEE G EA T EATE., RN LR, A3 KTRRBELT A,
sk RER- R TA, ANFOIRAMEIN, BT bARAS
RV TF S EAE FIREE TARIERS, POZ fTAMR AR, it
¥R B AR R R ARERZAEE TRET 90%)HALE &4
B, B4R, KRR AR ALt 0] —AN L X BREG, Bea) &, TIEA
B ZHERBEABIENE R R, AR, hoRAR A8 K0G8 KRS AT,
J0) 2 A8 L AR

LEEI, BEFH (2 RETHK) 6948 st T POZ & 4h6h Tk KAAR
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FlERAKERG T A THER R RGOS, BRAAABRTIARIAR
FAEEF, 128 RIARB| AT R L ik R o it, 188 RRAFER AL F 4k 69 B
IR — PR EREREGA TR AR GEE THLE, MAR¥E
MW Z AR = 6T i, . XA 64 Bt - RATUR P RIAIRE] 6,

Bsl, POZ 4. 4572 M OH AEibegAfsk, @it B T ML 64
A PD A, i XA TR R EA-MW 2 5-MW Z4. 3t TR G5
T 24 POZ 4 (#)4= 10,000 Da & A LGRS F4), LB HKELLRE; 12
IR A POZATA MR BGITFLE S MW k. Lzt —A 54, kZitiE
# M-PEOZ-OH 10,000 (GBiL AT 697 i 414)R 748 Mn 2 7950 Da. PD %
1.21 (GPC), £H REHE-MW £. # 7 4i@id 5% -85k iR 5133
#) Mn % 9180 Da. PD % 1.05 (#&4& GPC), ¥A% Mn #4 9780. PD # 1.01(#&3&
MALDI), E &R TIEBGEK-MW £, fH ML EE 2%H 5H-MW A (HRE
GPC ME), MEHRERNE H-MW B FLERA, FEFRIERERET
&-MW ZRE%R35T &-MW £7.

I, EEBHILTF, R POZ FHaARBEAEL, NTHANS T
RREBRFEINEQ MR ERTERAETELTFTESH. KMt
M-PEOZ-S-CH,CH,-CO,H #AT T iZ %8, AR —ROE, ZEEZRERAZH
MW AR P M, B, T2 _RF WMo AHE 3 648%, AT,
H= M6 Mn % 9600 Da, PD %4 1.09 (GPC), 4 6%%&-MW /. /& DEAE-
WREAESIR Leg IR B T X &3/, Mn 4 9500 Da, PD # 1.06 (GPC), A&
MW A .

EFR—FRTEY, FEREEREE—NERTET, I&T 80C; £—
AR A T E T, 15-40C)F A btk A 8% EAF 64 F A7 KA 69 F ALK A 8
AT, TN FHOERAN LR RR TR FZRN, ombgdh, K¥FALKIN,
B AR LR BRI R FEENG T, mARERLLGMAET,
{057 Bg A Fo Al X AL W) (F4B RFRF NaS-CH,CH,-CO,Et) #44% A /= A& F i th 4
I FRBEFAERR (JefeRRFIKPD1E) 6 POZ F4. BB FR#E %
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J, EBEKIERA BB A LA PD AR &-MW B ¢ &K% POZ = 4.
HE—ANEZAE EZH) T, M-PEOZ-S- CH,CH,-CO,H #) Mn % 9600 Da. PD 4 1.09
(GPC)FH 6%4) i . £ DEAE-37 ig 4B 50X L ¢4 A B -F X 4 &,3845 2] Mn 2 9500.
PD # 1.06 (GPC). B,

AR X AT 44 B AL K SUF Frik POZ AW Fafit £ b9 %14 F .
FABRL B ARAAR GBI G, AR T AL BHATAEFFEER,; WTEA
BB A E B A R T AR AN TR B

1% A BAIA H A %R M-PEOZ-OH 2000, iX3 POZ 472 4 #4049
R FAY] 1 (3T 28)F 540 2 (3 F B 2B) ¥ 4. HATHT A H POZ
#T4H 5F T B 2A 8 POZ T A4, GPC 20 B A 7T Besn 4 & -MW /& (Mn=3600
Da, 9%)4) %A, 444 Mn % 1980 Da, PD 34 1.08, NMR E I T ey (&
52 345) 6). MALDI-TOF MS 3 & —40 & K14 2000 Da. PD 1.04 F=5 3
99.1 Da #9'%, MALDI # ZILE EAH 458 99.1 Da 69§ —4a'%, ok &
e9ARLA1K 14 Da. XAEHG R KL L A £ 1600 Da. xt-T B 2B #) POZ #7444,
GPC EI:k B4 T Bdn ity 5-MW & (Mn=3300 Da, 6%)4) A%, £i444 Mn 4
2200 Da, PD # 1.06. NMR 2 L 64945 ( A L £ 44 6). MALDI-TOF MS
EIH—ARK KA 2300 DaFeg B 99.1 Da #94%. MALDI #4200 BA o
% 99.1 Da W % —400%, {2 f9& Lk & 209ARLA1K 14 Da. XLREH R KIEK A /£
2100 Da.

1% ) AT 69 7 A SR T HaR B At POZ 474 %% M-PEOZ-OH 2000 (B
4A)%F= M-PEOZ-OH 5000 (B 4B). iX 3t POZ #7447 496 m A 3L £ F 364 6 (3
TH 3A)FE#4) 7 (5 THE 4B)F 4. B 4A B 4B ¥4-4 7 GPC &%, B
4A Fo B 4B T 3B T A AT 48R ik AT 69 M-PEOZ-OH 2000 7= 5000 974 &
X & it 64 GPC. stF M-PEOZ 2000, REZ&MH: (=R FTHBRTEIIL, £
FEF T 110CHK 1.5 MoF, ARETETHRBRLAZRLE, WK
M-PEOZ 2000 £#74£ 4145 Mn 3 1900 Da (#4% MALDI # GPC).PD % 1.07 (GPC)

F2 1.03 (MALDI). HX&-MW A ELIAK-MW E. *F M-PEOZ-OH 5000, &
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FEMH: @QZATRBRTE L, AKX T 2CHEK 118, RETF 80T
K 37500, AR EIRT RSB KIERSEIE, 2] M-PEOZ 5000 T4
#1497 Mn % 4900 Da (k4% MALDI). PD 4 1.06 (GPC)#= 1.02 (MALDI). # 3E&
B0 5-MW A (1%). BAK-MW K. £ X054 T 41454 M-PEOZ-OH 10,000
49 Mn 4 9780 Da (MALDI). PD 3% 1.01 (MALDID#= 1.05 (GPC), # 2%# 3k % 4%
%9 5-MW A .

B2, ANTeFEATHFET B8 IR BREGERF R K A6 R
Z OB BL AR AT AR A IR K TR BRI, K 8 R 6 # R 4
B ZAE, Blb, AT g7 kT #)&- b A R P T4 2] 64 AR sk B B 4%,
AV ) POZ R WMAATEY), B—ANFKHFTEF, KT F ETHE R
A& PD 1844 POZ RA&-MhFefThdy; E—NEFHNGEHRFTEF, KOFeh5
H T 4l & B A S MW 1A T B4 1K PD 1849 POZ RAMAsTA 4. sk, KAF
B 77 B ST AR T KAV A 7 8977 XNA F 3T ik POZ Re-MhAtit £ 4y, A X K44
A X K POZ RAMFNT MBI A F 75 ik R AR T 4289,

FE—ANEREFTETY, RO FHRTRETARFNSTWR Y POZ A
SR R R P LA —FF RS A 8 R f /e POZ RA-HE AT 324t
BAGIFR., E—MEAHERTEY, RSN AMEH IR, XXRH
B8 RN ({2 NIRRT 4813482 ) Z4]& POZ W INA BAES T H1E
B AL, XARE) B RE A% POZ AT A M BA A 644, 43 PD 1A,
BB B POZ #T A M 7 ok

AT RAET S MATE L E 46 POZ FTA M F 7 ik, ZHOERF FEL
B E M AM AL % (building block method ). A E ikt —A L
BFAFT —Femik. EHELAEN—ANTHRGERFIEFAFTHY
k. EMEEAENGH —THAOEATETHET ERESDER. B F
HEWET @ mifhiR,
LAk

BEMBERTENE AN FERFEFAFT—F k. E—Fik+d, BdEA
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A% E fetlay POZ 5T &5 &P % 7 WA ) 6 — 2B B4 190 64 BURL 2 A~ B
AR RI B POZATAY, XM, BAKREHAE POZ 5 F T4 A
—RIFNN LT POZ ATAEY. HF BhEAERE BRI ELAN LT
POZ #T £ M 89 A5 . POZ 3% (T @ ¢ V)BT mib BROAME X — £ 5| RS T 42
B—ROEEAR, TR —FEH—BEXTawTAX 1 K4:

R,-POZ-Y - R;-POZ-P,-Q-X I
X1

A,

POZ #-[N(COR7)CH,CH,],-;

EF LB Ry AR L3k B RBARARINR R BRARFREA, A%
oy E P A 1-12 MK

Ry A 2R ARG IR BRI A LA,

Ry-Rsv Rip#7 Ryg-Rys & B #2533k ) R AR BRI HARTR
BES, E—AZhFET 4 1-10 /o8,

Rg #-CeH o-CH,- GR T I F £,

Rys ARBARG IR E . Hh. BEARXRTBAELS(E—NTHFTEF S
1-10 MR TF). A B AT T2

Y #-OH. -SH. -S-(CHp)-CO,H. " AR L . AL, H-NHR;;
P i3 A H; P AT R E X | ¥ A7 695809 AR S THRIE S £ H R
HRG A A G E R RS, RAWG P AR GEERRT-O-. -S-. -NH-.
NRpj- RABRAHTE (dofa RR-TF ok A (NCHN) );

Q A& EAHE,; Q THEMAMREAX | FATFeEe) L B IFTHRIES LH
AR B0 A B 940 MR R KRS Q A G462 IR T AR H RIK
R A . %A . £ F KX RF A . -(CH)p-CONH-(CHy)p -

-NH-(CH)n-NHCO-(CHy)y«  -CO-(CHp)p-+ -CO-CeHy~+ K -CO-Rg+  -(Rys)m- 3K
“(CR3R9)m;

n % 3-1000 #49 % 4K;
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k Fom 3k 5 ik ) 1-10 6983
pFeq AHIR L HE B 0 3K 1 8GR
X A tehfenFH RiEHE R T A KBIEE G ¥e 0T -POZ GBI E B AL H .

BE—ANERGTETY, FRAFWERAL A T REGESH: BE(-CHO).
E MR (-O-CO-Z). Bk BRI, BB ES(-OSO,-Ry)(ELIER R T Z R T
AR BE(2,2,2- = 3. T AR A B BB ) A= F A BR B8 (-O-SO,-CH; 3 -OMs)). Bt b
(-CONHNH,). 3R&fH. B TBEEE. . & RALD(N;). F 5B H(-OCN). &
B (-NCO). AR (-SCN). AEEL L (-NCS). AEF(-CN). HA —oked fiT 4
. AR, RBER. FMHBEE(-CO-Z)FH B (-CO-H); AR

Z A EMRIE, AUBA #SEREARARIRS, 045 N-FHABLLBEEK.
Ao B, A NFEABLT AL, sTAERAA . 1k f A WK = B

EME AL E T B A RAR IR T Ade b oy AR AR AR R ERE
H. #ldo, GHE[CH(OR . )L]H FHIMOFPE, BT KEIZARBL, EHE
A TR (2R T X FTRAMKAZBRRGFRABRGIA, HEA. &
A FRARFFAIRA A GA LA ) FTBUAR, sbil, FHERE 6
ALK E MR G E e AR e, Blde, X ARATOERELER EEMHT
?’T;ﬁﬁvkﬁé’féﬁ:‘é#%ai'riéﬁ%/a\%(&n)ﬂ kit POZ 1TA M S ¥ THA L), MM
Ak dEm R EE R TR AL T L B R A,

EABX 1 ¥, LAY RI-POZ-Y 4 POZ RAWAE 4, Y LA AEE
A — % 5| R8T K AR AE 0 $e 5T -POZ 18Tk 4 64 3 B fe POZ #7E 4. #ldw,
E—ANEHRFEF, YHFT-OHBLL POZ B4R W AANHLLE KT, £
—ATHRE FEHRTEF, Y FT-NHR, B % POZ R4 R A o4 AL 6504
RoNH, b i k45, RAETT A 49 Y B 69 HA6T A 69 B 45 b 7 7 vk IRAK 84
Uk, 4= 1-7k% #ABE(H-NC,HgN-CH,CH,CH,-OH). IR &9kez TR, BAHe
MR F R beik ok, BENTEFIAN—RFIERE. T3 L TREFH
BARERE €45 4R T B, 3-REHRMA 4R TE., E—ATHiLe) %k

FEF,Y FF-S-CH,CH,-CO,H B % POZ 45 K #°S-CH,CH,-CO,-CH; &1k
32
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(MG 5 3 BP /KA )R 3R AT
TaET T HALZE R-POZ-X T LM —F Rt R o) S T O R R .
ETEEHABELF, RiF Ry A FH, Y #H-OH H-NHR,, £+ R, CHs.
M-PMOZ-0-CO,NHS

0

O

M-PMOZ-0-CH,CO,NHS

M-pMOZLN(CHg)CHZCHT—N \

M-PMOZ-NHCH; >  M-PMOZ-N(CH;3)CH,CO;H

M-PMOZ-N(CH;3)CH,CH,CO,H

TUAE EEOEMELBRN 1 BF#ER, B, 3T E@GERKRIE
(M-PMOZ-OCO,-NHS), R Ry AT E, pFq A 0, AR X AHFMBLIERLE
RBREE . FF L& 49 E M BE(M-PMOZ-O-CH,-CO,NHS), R, #= R, A T4, P %
-O-, pA 1, QAHA-CHy-, g1, VAR X #-CO,NHS.

G LR MK 62 E 8 POZ ATAMRAEE T A A M KB MR, AT
B I T oG MR A BT & G B s B B TS BB R 6 L E A
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POZ #7240, #lde, HFEMTEEAANBN, L E4 POZ FTAMERTH pH L
B A ERE5%0 T N-3&BRE AT i I (2l 4R SR TR A A FE).
HEMERAA TN, LERPOZITAYNEEERE (QIELTR TS T
LA AEM BB ) L. A, SERETRAAEEERBRER A TR
FRERBENS, BERPOZATAM Y THMER AL, 2R M &M FkiFt RE T M
BEfelf, sLol, BEMEREN CHEAMRD KBTS, £ F4 POZFTAY
ER5RBERA, AR FHEENEATAE, AmRET —25)ELHTFT—
75\ $e 0T 69 BB A,

FE0E, A EL@ERE XMW RGEANLE G POZ 4T 4E 4 86T mIK RS
Yy ¥e 5§ -POZ 18849 .
Mg B ¥ ik

T NTHGGERFTEFAIFTHTORE. ERATENE—FF, @&
o LA G RAHF AR R A Z (T @69 Ri-POZ-Y)5 B E e41ua- 2
ML A POZ ¥ B4R (TF @) R)-POZ-Y"). AT EFE=FF, iZ POZ F a4k
BE—Z70s— 25 FREREAGEY R LT R— %5 66T R KB
fe.4T-POZ 1235 69 £ B 6% POZ #TAM(TF @4 R,-POZ-X). ZHF A mEL
F AR BB F+ A AL 4 A 75 M (R-POZ-Y) T 44 4848k — % 51| 3B 4%
POZ A MR H, Am R KRB IR 4H5F 2 NREM = IR FlH 64
TE., ARG ERBA —FERGFE G L E R POZ 7AW, MREART %
WHEA R —RBRYXETEAEX 2 ¥7H.

R-POZ-Y - R-POZ-Y’ - R;-POZ-X 1I
A X2

HMELARTETARX 3 FeieTHEaBXFH, EAX3 ¥, YHE
5 T ABAREG T FAARRN L F AR, @I RRTE%ERE
PR &
FIE 1
R;-POZ-Y — R;-POZ-P,-Q.Y’
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B 2
R;-POZ-P,-Qg-Y’ + T-UyX — R;-POZ-P,-Q,-W,-U,X I
A X3
A, |
R;-Rsv R7v Rgv Rypv Ryg-Rysv Ry3v POZ. P. Q. kv m. n. p. q+ Y # X F
4o b A
U AZEAR; U TAETRYARE X 3 F 7w ehif 3oy A B S TARE S A
AR B 6 A H B4 M R4, RARME U KB €452 R T-(Rige-
-(CRsRg)o-+ -NH-Ry;-NHCO-Ry;-;
o h—B| -+t H4;
wFeu A AR5 Hak B 1 R0 KA
Rs. Res Rygr Ry F7 Ryp & B 2 5 3itt ) B R AR KBS HARF
A, E—AFAETEFE 110 /08B T;
Rj; % B AXARBRRAG IR LR HERTFREES(E—NERFTET S
1-10 N F)s SIBAR A BRI F 4.

YHe T AR RAIRR 458 W R s, fF YA T Rt
FofifE Wikgt A& 1 AR ME A Afts, Vi T ARTRERARY
) W R .

A1-— —RTHEG TY' 5T FE Wik

T AR Y AH W £

-NH, ' 1E AT 7 M AR BR 3 (de {2 R R T | BB (-NH-CO-0-)
-0-CO-0-7)

-OH &8 2 (-NCO) £ BE(-NH-CO-0-)

-NH, FEART 7 Pk B8 2, Bk 5 (do 42 R IR T | BLBE(-NH-CO-)
-CO-0-Z. -CO-Cl #+-CO-Br)

-NH, NCO Wik (-NH-CO-NH-)

-NCS -NH, Fi Mk (-NH-CS-NH-)

#4-Cl X-Br | -OH Bt (-0-)

-OH -080,-Ry7 Bk (-O-)

B 14 -SH B (-S-)
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0-SO,-Ry; -SH FREE(-S-)
X4 -NH, J=(-NH-)
0-SO,-Ry; -NH, Jé(-NH-)
-SH -NCO -S-CO-NH-
-SH -0SO,-Ry; FiBE(-S-)

T&E =B T Y KEIEZ ) Ri-POZ-P-Q-W,.-U,-X #7 4 44 64 #] &4 T 4114
B, BERAF, RiAE, RyAFHE, YH-OH, pFrqH 0, U #H-CH,CH,-,
uA 1, REWST T F= Y’ 5% 4 -NH, #2-0-CO,-NHS, EN1H SR 28 W £, w
A1, VAR X G BGRRA 49 BE):

H-PMOZ-OH = M-PMOZ-0-CQ,-NHS
H-PMOZ-0O-C0O»-NHS + NH,-CH3CH2-CH(OEt); -
H-PMOZ-OCONH-CH,CH,-CH({OEt)3,
H 1K fRJE F A H-PMOZ-OCONH-CH,CH,-CHO.
TarETAXN3GE %4, £ZREY, RiFR,HFHE, Y A-OH, P
#-0-, pH 1, Q#H-CH,CHy,-, q# 1, B MK T A Y4 %) #-NH, #2-CO.H,
B RBEIE (-CONH) W #4, w1, U#A-CH,CHy-, uh 1, X AHBEGK
R B ER):
M-PMQZ-OH - M-PMOZ-O-CH,CH,-CO,H
M-PMOZ-0-CH;CH;-COzH + NH3-CH,CH;-CH(OEt), 2
M-PMOZ-Q-CH,CH;-CONH-CH,CH>-CH(OEt),

H A KARSE F & M-PMOZ-O-CH,CH,-CONH-CH,CH,-CHO.

W E@mATITey, BN 3 $E&EHEREAES RS THEE T AR RN
AT, B, TAe YA H 5 Heh B BTl QA U A BB
Fl, BT X QA UABAWRTREKX TA YA/ T A X AH
WHFIEE, ZAEYHATEAAGRALMK., i, FHERE X 5%y T Rk
EEIDE R R

b—dEk—#, ALEdmbemE W ieS&Ewat POL FTEY T &
KIRAEE 6 ¥esrT-POZ 183 .
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EEREW T ik

BEARRPNF —THEY RS EF, TRADGE ST R4k
ReALBERML TR POZITAY, ET 53y T REN BKBETHIenT
-POZ 18k Y) . ET EWARAFWRE Y7 ik, FHREGMF FAR—BHXT
BT B X 4 &

R;-POZ" + Nuc-Q;-X - R;-POZ-C-Q-X v
B X4

HF,

Ri-Rsv Ryv Rg#2 Ryy-Ryss Rysw POZ. Q. k. m. n. q. Y #= X Bl %o L AFig;
POZ R A& WErd bk I 41842 F T A 44 F B -F-[N(COR,)CH,CH, ),

Rigi& B AR AR IR WARTRAESL, E—NERTETS
1-10 MR B TF; AR

Nuc % 8318125 K 3% Fa & F-N(COR,)CH,CH, 48 ZAF A ¢ 1k 7E H POZ A B
T RIAK AL 69353 C ) FAZRA, 2P Nuc AA AT CEBETHALR 2

W R 6 AR sk K ) e ik
k2- —ETHM Nuc AAF CER
Nuc # H C#&#
-NI‘Ing }B:'?(-NRw-)
-SH FiBE(-S-)
-NH, J&(-NH-)
% SR
R Y IRLEH

B\l T 9L R1-POZ-C-Qp-X #T &Mty 4| &0 T B MR . £ F &A=
REF, RiFe Ry A FHE, Nuc #-NH,, C #-NH-, Q #-CH,-, qH 1, AR
X #A-COH (iE: FEAT & ey KA A2 ¥ KA.

CH;-PMOZ" + "S-CH,-CO,CH; —~ CH;-PMOZ-S-CH,-CO,H
HARGRF IR, AT ER, B (F9-0-CH,-CO,-CH;) #3kra
BT ARFELEE G,

37



200880013983. 5 oM P E27/60m

ok 2 PRTRAN), HEAREFREEH Nuc LE N, CEEFEsH
KT IREMF . T ERAET AR S Nuc KB FTF26) C Ll
B M 4,

BEZR L —ANFEHRFTE TR, RS R LBk R A, EiZ
ik, DRk dn K F BTk 5| K AT RAE POZ Rt ¥k s LA
Wekobk 2k B & T 49 POZ KA. BiL& B P I N\ FHAREE 5T A& LZR
Ji, Mi¥lkiE b POZ Bb, Ak s T 645 taiF b e & B FLE @A
IKIRAE R GRS A (ZE T B T o AU P 4k R AP AT ).

BiZ Ty ikt — N EARE S P, REEH BA M RysS-Di-X, £
X #9523 ) k;

Ros H &%, E—ANEHFEYF, Ry A Li. NaRkK;

D AZHBEAH, CFEERRTREARGIIARATE, HE. BHEARFA,
-(CH,)p-CONH-(CH,)p-+ -NH-(CH,),-NHCO-(CHy),« -CO-(CHy)p-+ -CO-CHj--
K-CO-Ry6 3 ~(CR7R 28 )p;

Ry Rog & B 1 200k B RAATRRA IR AL, HEAISRALS, £
—ANEAT R T A 1-10 ANEK;

Rys #1-CoHyo-CH,- GR T I ¥ 2);

dA 0K A

b A 1-10 89 &4,

B—ANRHFTEP, FHEREDARERSF T RARTHAAELET A
e, w E@ATITRe), SEMEREAASL S TR T LA IR 6L
’%“ﬁﬂ##%’rio o) ik, A b agam B X RS- E §8 POZ #7687 A%,
KA 6 Fe 5T -POZ 183 .

474 POZ HT AW

ANTABA T AT BT Lk k& 69 £ B 6 POZ #7444 . sbdl, Ao
T3k T % T A T8 mANTT 69 2 48 POZ #T A Yt o4,

E—NERFEF, LT POZATESHGAXD). (UDRAV)HiL:
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R;-POZ-P,-Q-X @)
R;-POZ-P,-Qy-W,,-U,-X (1) -
R;-POZ-C-Q-X av)

A FEXD. ADFAUDFHETXE LE@ATEX 1-4 +HRAEGHR.
sk, FTERBET RAF LT POZ FTA M £T Bike ), XM
BA TR e, mAET ARSI AL T ATL 642 F it POZ ATAEMEGTEE.,
Bl b, $ETEHRAN, L@BAX 14 v E0TERTFTFTENOLEHMH TE
MRS TR AT, wob, ST T @AM PIA LM, R, A H 2
fif A A 5| K F AR 645 B 4L (POZ 2 B 49 A ).
Ry A #HHEH 5, 4o-(Rig)o-2k-NH-R,-NHCO-R,;-;
G A RBARE) RIBA G F R R HABRRA A, HASBRL, o=
RIEFERIE; LA
Ar A RIAR G F AR IAK F K
E—ANERTEY, AAFRAETEIHEE AT EHFHELELR POZ
FTEd., RO IZIEZTHIMLEM QIS RIR T 4o F LM,
POZ-P-(CR3R4)m-CH(OR 14)»
POZ-P-(CR3R4)p-CHO and POZ-NHCO-CgHs-CHO

POZ-P-(CR3R)m-COH

POZ-P-(CR3R4)y-CO-Z

POZ-P-(CR3R4)m-CO-NH-NH,

POZ-0,C-O-Z

POZ-0-80,-G

POZ-P __c/<i
H

2

POZ-P-CH;CH»-80,-CH=CH; #. POZ-NHCO-CgHs-50,-CH=CH,

39



200880013983. 5 oM P 3E29/60m

POZ-NH-CO-CsH-NHCO-CH,-1
POZ-P-(CR3R4),-CCH
BB — AT EFT, RAFRAET @Mk 2455 5 F) 8 POZ #RBR B (R
B POZ-OH %4 ¥ [a14K) £ 84 AL BAR %143 69 27 4% POZ AT 4
POZ-N;
POZ-P-(CR3R,),-CH(OR4)2
POZ-P-(CR3R4)y-CHO
POZ-OCN
POZ-SCN
POZ-CN
POZ-P-(CR3R4)n-CCH
POZ-P-(CR3R4)y-COZH 4, POZ-P-(CR;3R4),-CO-Z
POZ-P-Ar-CO:H 7, POZ-P-Ar-CO-Z
E% — KT EF, RAOFTRMT BIMELTHFHF A POZ F KRR
(ﬁEHMOH%¢mwﬁ%%vR&% F 6 F R POZ T4 4
o)

POZ-OCONH-Rg —N \

o
POZ-OCONH-(CR3R4):-CO-H

POZ-OCONH-(CR;3R4);-CO-Z
POZ-OCONH-C¢H4-CHO
CEF—EHRFTEF, AATFRART BT LR E M ES E A E IR FF
B4 T DR BET Bt 2B 8 POZ T4 4

40



200880013983. 5 oM 1 ZE30/60m

POZ-L-CONH-Rg —-N \

H¥,

POZ-L-CO-R BAEFT A Y P ik 6975 MR BB, AR

L AAEAT L& BT b ik POZ 5 K535, ©35-P-(CR3R;)p-+ -P-Ar-.
Favpng 2 -NCsH, ' -.

[ OAA d i I R B g A E @49 POZ-P,-Q-W,-Uy X X, 7 L &4
P,-Q, ., -CONH-&4 W, B, WA R, &4 U, K.

BH—ZHTEF, AMFRETBIANA FAZAE 2542 Eedohsy B
A-itA2 & 4 POZ 8 B T o7& M Fa & F 5 k414549 POZ #7440
POZ-P-(CR3R4)y-CO2H
POZ-P-Ar-CO;H #. POZ-P-Ar-CO-Z

+/&5N COH +/=:\ o
e A= ]

0
POZ-NH-CH,CH; —N \
's)
i L@th POZ #7445 ¥enF Loy A AR E A EfesFh5 PO 7AW

7 IRIKFEAS T 6 &3,
R B Ik R UK R4 POZ FT4 4
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o ASF BTty , &M POZ A & T+ A B 69 SR BRAR A9 IR Rk K,
HATEHLOE, R QR RIRT £ FRAMR AR I F AR AR
Wik, FIRARBIRABAPTRL AR R H . Xk POZ #TE M3 A & &Y
A X 1-4 5080, B A E AR (A X 4 24 ORRERKEIREM ) —I o,
#l%e, POZ A& F T4 4-952 F B MR f = £ POZ B, 4K 4-R° T BRI K i /=
4 POZ A B, RBIkHRAY KM= £ POZ fi:

POZ" + ;-{NQ———CHTOI‘I —g- POZWNO—CHQ{JH
POZ* + HuQ——(CH;;h-CGOH A

—  » POZ— (CH,);-COOH

POZ" + HN NH == POZ oo\ NH

R X E ke Fakop b b R R 6, B AR R FAGRA R T g AR a8
Fakm ARG F R TR, T LT RFOREFREITENA £V W,
Qi 1-RERBE, 4R T B 3R LR BA 490 T B2, HAg7T X5 bk,

MILRE, A4 Lik ) POZ B, BRRIEHI4F 69 POZ AT £ 47T B X LRI K
b h G, HLPee AR, BMAME. Hlde, W THAWHTAH LENGA 4-
JkoE T B 450k 4 POZ k44
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POZ —upN CH,-O-CO-O-NHS

POZ e CHE‘*O”MS

WAL ST B h — R P K R 4TAY, QIE%EE. L RBLE Rfit
P B - |

Pozmqu—-cH?acmmrm(omz

pozﬁ—mﬁ<i:ii>%~_-caraéngcnfcarNHs

Mﬁm_{z:j>mmm@mmm€mm&m;§;:§
‘ 0

POZ #7144 #9182 A

FTid 3-8 8 POZ AT A =T ) ki@ i3 78 W F AL B > 4 KAFAE 2 89 $e. 0 F -POZ
BB, seIh, AR T AT R B POZ i1 A Y, —AFenF#EAN POZ
FrEmntE e, #8353, &2 POZ#TA 4 Les o th3e T R8iE 1 A, £F 4 POZ
TG T HACQERLE R ZHBE LT 8 POZATENT A SR ENES
Yo F L& Z AR ABIR, Hlde, HEMWERE BN, BE 4 POZITAME
(Rt pHIEE AL Z 50 FG 0 T NSEER ., HiEWE KRN E A,
¥ ERPOZITAMNEIEZER (TR T, FLOHABRLR) RE. R
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¥, HEWEREAEHRR SR A CASMEEN, 2E R POZITAMN S
B AL, 2R M EAFFaik B AR T & WE B, sbil, MR A T
m\%%mﬂ@ﬁmaﬁﬁw,i?%mmﬁé%a%ﬁﬁ%&ﬁ,@&ﬁ%
AN ERRARR, ARRBET —RFEST—Z 5 THREFMT.
T2 E, ALEGSREXERGENLE R POZ AT E ¥ (6T AKX
A8y Fe 0T -POZ 188k
E—AZHRFET, 5TFAHSK, LEIBRTEER. 4, L£FHRPOZ
AT ERFFEEHZOR (2T me L% R 8 E -F(GCSF)) 14
B, GG RS AT @il e TR Rk LR
M-POZ-OCO-O-NHS + GCSF-NH; =
M-POZ-OCONH-GCSF
EEFHFEF, GCSF LATT e REE T T AR 6h 2B E + 49— .
Fl#%, GCSF A T #| A t9sBi A H, BAELSHHEHT, 2L RBBEAEN
MR AL 6932 B 68 POZ AT AT Sz AiBs A B BRL .
M POZ #T A 47T 5 IKABEE, fldo, A7EMWEEAFWERAYEER
POZ #7417 5 fk By & £ 7T H) A #9 2 AARER:
M-POZ-O-CH,-CO,-NHS + M £ %-NH, - M-POZ-O-CH,-CONH-# &%
FE—ANTHEYERFTEF, BHITFHI>T. HHITEA.
e T-POZ BB
do b FTititE), AATFRET A5 fen T8 RE B R 7 A KB E N
$e0F-POZ 1BBEM 09 8 44 POZ 474 M . E—REGEHRFRF, KAOTFRET
BA7 8 K(IV) 8 K IFAS S 64 $e5-F -POZ 1&3- M
A-B-TM  (IV)

H,
A BRI T 698 F 88 POZ AT A Bk POZ T A M Loy E M E A H3es T

L egsE ot e RN iTAR P I RO EAT B A

™ A fesnF; PAK
14
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B A ATt E 48 POZ #T A M 07E B 8 B 5 den-F E# 45 At 2185 A6
RIBHREF YR, MM, KFAEZN B EEAOMRIEIETEEH POZ4T4
M EHEREEREARAES T LOEe BT, THEGERERE. &6
TR Fe B HREATRI TAE, X3 PHARRRZFLLERY, REFEBAT
TR H A A Fe AT 09 B £ 3,

%3
EHERA feur T EXEETH B 3
ES BoY L3 SH BBk (-S-)
I sk BRI M SH B (-S-)
& P B B NH, £ B8 (-NH-CO-0-)
7 P B NH, i (-NH-CO-)
23 NH, (%) Jg&:(-NH-)
%364
KA

KA M B EM Science 3 Aldrich /& ] 77 48 . R FalEvk ok M S 055 P48
. BIREE EE(GPC)EEA 1100 W TR A= RI A %5 49 Agilent Technologies
B L#HAT., EAEMMBEGOC)T P BKHAE A FH A PhenogelTM GPC #
(Phenomenex, Sp, 500A°, 300x7.8mm). AEHAEH 100%%9 NN’- =¥ 3K F Brhke
(DMF), #Ai&# ImL/min. A/ EAE MALDI MFEA RE 4-F2(750, 1K,
2K, SK #= 10K)#) M-PEOZ-OH #f &/t i, #tAKiLiE & 35(GFC)A4E A Shodex
KW-803 A2 6948 ] & 44,347, vA pH 7.0 #9 1mM HEPES £ ¥ &AL 3h48. 424
UV #5] 2Z 24+ 228 nm AevA B, MALDI-TOF MS A Bruker, Microflex™4X 2545
R EZ8E 4 R R #4T, NMR & Varian 500 MHz L2 _E 3t

F364] 1: M-PEOZ-OH 2000 &) 32 8 JLA A %1%

% 2- LA -2-TEek(2.02mL, 0.020mol)/ ZAF(3.0mL, 6.7M)&M& F AmAN = &,
¥ AR Y B5(0.113mL, 0.001mol), Z&RIH 10 247, REWFREm#E 80 CH
PEHE 18 ) B, A ABRBR4A(1.167g)Ae K (1mL), F+ BLATAFRAH T 90 Chn A,
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BHEERG, BRAVA R FTRAOMLFE, REBASRBFF. mAK
(SmL)#A= 3K (BmL) 332 3h. FEEE, KEA R THRERBAQRX20mL), %
SRR AR AETIR, IR FB A5 R ARG, AR R R R 5
BiTRF A0 E) = LEE(80mL)F fMitiE. AR R AT T H(1.90g, & & 94%).

GPC ZI0 i B4 7T B4 8 5-MW /A 49 3 A5 (Mn=3600 Da, 9%) (B 2A). £
49 Mn 4 1980 Da, PD # 1.1. NMR E 3 & T (AL L4445 6).
MALDI-TOF MS Z 3. th —28 & K& /£ 2000 Da. PD 1.04 F24 % 99.1 Da #94%,
MALDI #%4& 2 JLH 5% 99.1 Da 9 F —4av%, {2 &uf 1k £ B ARAIK 14 Da. %
L6 R KAEZ A £ 1600 Da.

%3641 2: M-PEOZ-OH 2000 #9 % —F A B A4 &

BRK(6.9mL). T A (2.3mL)F= = £ F #4848 T 85(0.164mL, 1.5mmole)fE F.4,
PR ERETRA., RELERBTHERB A 2-T 4 2-TEwk ok (3.05mL, 3.0g,
30mmole). B A E TOCHELH 8 B, REETRIZ ARSI R
BEHEHETE., MAKENATCmmol)/FEE(1mL), BAWEEE 1 1, &
J& A Z A T RA0mL)EBCRAY. 48 8 A TR EFAK(E L 40mL) ek =
K. HAEMTR, SEFBIAEALREE SmL., FH@idms —TEk
(100mL) F LR H A L Z TF R £ 0.7).

GPC E I 77 T R4n b 3 -MW /B 64 3 /N4 (Mn=3300 Da, 6%) (B 2B). £
49 Mn 3 2200 Da, PD % 1.07. NMR E 3 B eg8 (A I E#446] 6).
MALDI-TOF MS E 35 —48 & K{E4 2300 Da #2455 % 99.1 Da #9%, MALDI %
L EIH 5 F 99.1 Da 95 —40M%, (o&id b £ 297 44K 14 Da, %45 6%
KAEL 4 4 2100 Da.

F#H)3: LE - FARABS M-PEOZ %L B4
EERTE 2-TAK-2-K8=40(1.01mL, 10.0mmol )/ F(5mL, 2M)I& & F Ao

Z AT BB T B5(0.0566mL, 0.5mmol), BRIFE 10 54, KB FERIM#E 110
46
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CH-Ht4E 30 947, FIERAIE 0C, mA=F A E THAH0.261mL. 1.5mmol),
FTAF AT S0CHEHE 18 N of, HiRA4hb3p £ £IR TR FH A B — LEE(50mL)
¥, UFE G &R, B TAE TUIVEAZE S FHAT TR,

GPC 2t B ANE, — AN £ %5 2000 Da 4£(24%), — A4 %9 3800 Da 4:(76%).
MALDI ##ik T &-F&-MW = #6445 75 .

LB 4: 2,6-—F et T 5t M-PEOZ" ¢k 6485 7R).,

EFRTE 2-THK-2-KE49k(0.758mL, 7.5mmol)/# K (3.75mL)&E & F A
Z AP BB T B5(0.0424mL, 0.375mmol), BRI 10 24r. REFEEMmME
110 CHF 83 30 4. ¥EmAHE 0C, M 2,6-= F A7 (0.170mL.
1.5mmol), ATAFRAM T S0CH I 18 I oF. HRAMAIE TR FRFHIE| =
LEQOmL)Y, F2 4 ERE. BRYTAE TSRS R#AT T,

GPC 2.3t # /M, — A48 2000 Da &L (89%), — /4 £5 4000 Da 4 (11%),
K E e — R AR —3, NMR 42 4.2 #2 5.0 ppm AL ZIL i, Xl kb gIE
ootk 3 FE B F 645 48— 2K

K] 5 2iXA TEEER T Bg A ek R A,

AEZETH 2-6%-2-[1%@%(4.04@, 0.040mol)/ F R (SmL, 2M)IE & F Am
Z AT AR T B5(0.453mL, 0.004mol), @B HE 10 247, REHERMMHE 110
CHBH 30 547, HRRAHZE 0C, InA 2,6-= % Hakr2(0.929mL. 0.008mol)
Fo CEEBR F 85(0.609mL, 0.008mol), FTiFRA&HTEETHAF 18 1. HRE
WA E BB E B Z LRE(1500 mL) ¥, 33 EeRE. BANTFAET
AU 4 & 7 B ATT IR,

NMR £ 4.46 = 4.99ppm & 29 1%, X 50E-4ok & & TA8—2K, 5 CB;
BB R AR L REAT— L,

%64 6: RIELAM T M-PEOZ-OH 2000 #) %14
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¥ #A A (30mL)A= MeOTS (344uL, 3.0mmol) & R A TF F %% %b 5 e 5|
2-Et-2-0Ox (6.06mL, 60mmol)/&F(20mL)¥ . &&-WitHE 35 24, F e Aok F)
110C. EHFRAWAIE 0C, REIMAFKBLN(2.128)//K(40mL )= F L H
R, FRAMEIRSRBF; P e 40mL K, BREEE, KER R FRE
BR(3x60mL). #6-6A VB R ARBRETIR, LIkl et AL KRE. KA
REBEAYERE TmL —R2F I F HF 0CRi#HME| — LE(S0mL)F. FH T
RAER, 133 4.2g & EMR(GEE 84%).

NMR (Varian, 500MHz, 10mg/mL CDCl3)£ 1.12ppm (s, 3H, CH;CH,CO-)-
2.31ppm (> s)F= 2.41ppm (K s) (¥ @4 2H, CH;CH,CO-). % 3.47ppm (s, 4H,
-NCH,CH,N-)4&t 2301438 ¢4 £ 4894, 3] & ¥ H9% L 2.9ppm (1 )F= 3.05ppm (K)
4L 6 A F0% 8 IU(CH-NCH,CH,). K% T F 3 (-CH,-OH): HLE 3.8ppm (s)
4, GPC ER BN, B MW R AT B thit£; Mn=1900 Da, % 4-#
M (PD)=1.03 (B 3A). MALDI ##4) Mn=1900 Da, Bf 99.1 Da i & #4569 5.
it £ 49 PD 4 1.03.

ST KRR B BT AAE R . B = s AR KRB BB, ARES
#iAb 42 0.2N NaOH &% (pH 8)89 A2 T /K ff . *TAE A KB 697 % (400nm £ 49
UV ik, £=18,000 M em™)& B3 -OH BUXE 4 99%,

E34) 7. &iE ST M-PEOZ-OH 5000 & 4] &-.

¥ F R (80mL)Fe MeOTS (354pL, 3.2mmole) T & A& R A T F 250mL #-21 B
&R Bl DL GG B B B B F &8 e N 2-Et-2-Ox (16.4mL, 16.0g,
160mmol). . Jr ATEek bk 5 iRA M BF TRk, Bbd T 42°Chnsk it — I i,
A m#GREY), REMWEEFR. Re&Rodhim#ZE 80 CHBLH 3.75 I 0T,
BABLRLARSET 15 4T g RAMA N E TR,

K@it An N 40mL KAw 2g BB AN F SR VG BE4E 30 47k . 48 B K,
A AEA R A 40mL KA 1g BRBR 4R FF R B HEH 30 547 R F IR 48 KA

5F—KEEH, G FEHKERTERTHRAER, RZEQKE(-80mL)
48
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#RJE 1 0.5M HCl (~40mL)EBR 1L A £ pH /KT 6 (pH iX4K), FFRIFHEF R,

RERAMA R FIHFEIR 4 R(ER 200mL), A5 697 W E L3 64 F) af
RAAKREBETR— DT, EATTAL R TRER, FATRRAMERE
25mL T4 — R T+ 8 SR F 2] 250mL LEK(ER)F MILE. REHEFT
FaeCBRHAEALZTF T T SOCTRER., FREFINGEHR(41g, %
88%).

NMR (Varian, 500MHz, 10mg/mL CDCl3)/& 1.12ppm (s, 3H, CH;CH,CO-).
2.31ppm (4 s)F= 2.41ppm (K s) (¥ @A 2H, CH;CH,CO-). A 3.47ppm (s, 4H,
-NCH,CH,N-)t 201 -3 64 £ 483% . 7] & F A% 00 2.9ppm (1 )F= 3.05ppm (K)
48 ) Py A~ 4% 1k U(CH3-NCH,CH,). K% & F A (-CH,-OH) £ B4 3.8ppm (s)
4. GPC E I FANE RG BF1E] 4 13.5 447, Mn=4100 Da, % £-# 1% (PD)=1.06.
Mn (Z#)=4980 Da. 12.4 547 &L #4905 B R BAH 49 1% & MW 2250 ; Mn=8900 Da
(B 3B). MALDI ##) Mn=4910 Da, A 99.1 Da /E & #456494 % . PD 3 1.02.
SRR R B BT AT . i A s AR R R KB Bs, HRB %41
F 4 0.2N NaOH &% (pH 8)#94F 42 T KR, x+AH A KB 642 (400nm & 49 UV
FH, £=18,000 M cm™) & B9-OH BRARE A 99%.

%A B 8: POZ 3 #H AL 3K I ok BL BE 4B A%,

Lo SO oo ey
N ci” o N M /©/
TN/\’L ~"“OH — . \EN/\,J;} ~ o7 o
Gaj MeCN or CH,Cl Oﬁ

A 7 %% A R % M-PEOZ-OH (10.0g, 1.0mmol)/ Z A& (80mL)iEE. HHEAW
BBAE R FTIREOML) F A 0°C Fie st 28 £ KL 5 F 8 8 (1.6lg
7.96mmol). &AL (0.80mL, 9.95mmol), BAYF FR FHIE=10t, A
RAEERZRGG RAY), REkhB LY, 334 ERE. BaaREd, A
ZTTRILE, ¥ HEMARRBMLGAKY, BH 20 24720k, FHEZR

49
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okt F IR BB AL TR, B R SR ISR B LB Y IRE, B
BEBEAN, PHEAT TR, 5% 87z. NMR (Varian, 500MHz, 10mg/mL
CDClL3)4 1.12ppm (s, 3H, CH3;CH,CO-).2.31ppm (1> m)#= 2.41ppm (X s) (& & #2
2H, CH;CH,CO-). 3.47ppm (s, 4H, -NCH,CH,N-). 7.38ppm (d, 2H, J=5.2Hz)#=
8.29ppm (d, 2H, J=5.2Hz)A E I L8 44 T 4598, 7| & F £ 2.9ppm (+1)F=
3.03ppm (K)AL &9 AN h IL(CH;-NCH,CH,). K 3% & ¥ & (-CH,-0O-CO-) i I
F£ 4.42ppm (s) &, SSTAHERERBEIRNK,. 1274 £ 0.2N NaOH Bk #9412
T KRR, B AT AE IR B 640 2. (400nm 4L 44 UV BIK, e=17,000 M em™)& 83-OH
BAREH 100%.

L34 9: M-PEQZ B 4455,

O NO (o]
PO O™ i, ¥ 5
N/\,}NN/\Q o > ‘fN/\}.N\,/’\O N/\/NH3
n CH,Cl, n H

o)\‘ 0°Cort. {)Aj

# M-PEOZ-PNPC (3.60g, 0.694mmol)/ =% F $(20mL)#& #4301 £ 0°C FAm
NG ZF(2.33mL, 34. 7Tmmol). BR AL SHHF— I, RE T 2EBH 18 I,
B R A b AL RS, BT NETEQOML)H#, REiBdriERLRE
BROARIR )., WRAMEME—RKTIR P F B iy, BkEdE
W@ e REBE R FIRA00mL)¥ . ZR&RA IN NaOH ZER %Ak, K8
A R/ T &mAa@x70ml), AFAIE, FHAMRBET IR, BikkidiE.
REEFmB LBEF . BBERER, GeHhREATT TR

NMR (Varian, 500MHz, 10mg/mL CDCl3)/& 1.12ppm (s, 3H, CH;CH,CO-).
231ppm (> s)yf= 2.41ppm (K s) (¥ @A 2H, CH;CH,CO-)#= 3.47ppm (s, 4H,
-NCH,CH)N-)4: 2 I b 538 o4 £489%, 5] &£ F £9%20 2.9ppm ()= 3.05ppm (K)
4k 4 B AN 304 i IL(CH3-NCH,CH,). K% L F & (-CH,-OCO-NH-) L 4.2ppm
(brs, 2H)&, 5 T =M X649 /R F B A 2.82ppm (m, 2H, -NH-CH,-CH,-NH,)#=
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3.23ppm (m, 2H, -NH-CH,-CH,-NH,)4t ,

£ 10: POZ 334 Bt I B E 8% B B5 64 A%,

A SmL TR — R F e X T 1249 T+ #1448 M-PEOZ-OH (0.5g, 0.23mmol)
0B ST I AR S R A RS . A 3% 24 B T B AR BR B (0.24g, 0.9mmol) A
SmL FRO_ATFRATFBROGLHE TG ETR, QB FRF AT
(0.094mL, 1.16mmol). & k& & &% & F & i#m N M-PEOZ-OH &R, #a4hT
Fim TRHAER, REHBALIE, RARMEELRE, REmB iy, 242
BIEER, AERREALTT TR, $HREMBETIRG AT HBitlg =
LBk SURE . £ 0.6g. NMR (Varian, S00MHz, 10mg/mL CDCL;)4E 1.12ppm (s, 3H,
CH;CH,CO-). 231ppm (4> m)#= 2.41ppm (K s) (&£@AR 2H, CH;CH,CO-).

3.47ppm (s, 4H, -NCH,CH,N-). 2.70ppm (s, 4H, SC 3 F )4k 2 30 th -£-i8 44 3 454%
51 & F AL 2.9ppm (VN )Fe 3.03ppm (K& #4 7 A 44 s I (CH;-NCH,CH,). K
5% I F A (-CH-O-CO-) i A 4.24ppm (s) 4.

F#45] 11: M-PEOZ-T-COOH 2000 #)4%,
a. T B88948 %

e o 'YO o
N o MOT | _Neb o 110°C_ Nas/\/lom» 1 /\‘}nﬂ"’\s’\)‘we
\E CiPh \( 05
2K in=18

Medo L AT RKF 14 1lmmol M-PEOZ'#iEk. HEBAHETIR,
A 0°CF & NaH (0.12g, Smmol)/THF &% & F R F A 3-30 K A8 F 85(0.65mL,
6mmol). & /E¥ M-PEOZ" 5 R & & 403 THF R T . IR RSN REETR
FRIFER, BERAMHBILEF B EY, F2) 4 ERE. BE2EHERN,
B R ERE T TIRFE 1.5¢ @ & K.

NMR (Varian, 500MHz, 10mg/mL CDCl;).4 1.12ppm (s, 3H, CH;CH,CO-).
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2.31ppm () m)Fe 2.41ppm (K s) (& &@# 2H, CH;CH,CO-). 3.47ppm (s, 4H,
-NCH,CHN-)4t 230, L3864 £ 489%, 5] L F A% 04 2.9ppm (4)F= 3.03ppm (X)
4k 64 7 A 394 b JL(CH3-NCH,CH,) . £3% I F £ (-CH,-COO-CH;) & L& 2.64ppm
(s) &, HAREH T FI(S-CH-CH,-CO-) I 2.81ppm (s) &, HAAAH
ARG B F K (-CH,-S-CH,-) s A 2.71ppm (s) &, ¥ B & F (-CH,-COO-CH;)
JE 3.71ppm &L vA K 484 ik I,

FRARBR B PR,

%4 L & 49 B8 (8.1g, 0.004mol) /2 20mL ¥ B P #44% 75 30mL 0.05N NaOH

B (0.02mol)RA-. RAY T ERTHI; 40 54F, AB A 5%4 HCI Bk, &
W AR R LT, BRAZ{TRER, ZEBRYAMRBRETIR, I8, K
YA BB LR, BaElE, RAMHEALTT THE. NMR #£9 3.71ppm
284 FESEN K. GPC KA 6% & MW A, 4469 Mn % 1870 Da, PD %
1.15, L@ayHseid it B F X &85 DEAE ISR FF N4, =4
#) GPC -4 2 &-MW R 69 3£ /422, Mn % 1970 Da, PD % 1.08. MALDI
-1 49 Mn % 2090 Da, PD % 1.04.

5 36.45) 12: M-PEQZ-T- & 8 (M-PEQZ-T-PA) 1000 &35 %,

/\j\ u’\'}’%\/ﬁ‘s’\i NaQH Lf./\

1’«!-PE§I’.~2+ KO ‘{;\| )\|

4o LK, A 2- T3 -2-TEe gk (5.05mL, S0mmol)F= = & F A4 8 F #5(0.63mL,
5.56mmol) /£ £ (25mL)F 44 M-PEOZ"*. A HKIFLILRXA), £ 0CTHRTE
47(1.25g, 11.1mmol)/ &K (10mL) &F & TR F A 3-Z A R T B85 (2.41mL,
22.2mmol). BAMEALZIIE 2 DB, BRiFmA M-PEOZ /R FRER, Bb
WAL EBFE 4 DB, RETERBHH 18 I B, AeAK(S0mL)FHE T AN 5%
4 HCl /KBRS BAL(pH ~ 3). AR LR EELH(OLEAR). FifF

KB NaOH (1.33g, 33.3mmol) / H,O (70mL)& &K, #itd 1 &, A 5%
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4 HCl /KR RSB, REM R FRER, A5160H a4t
B, Wi, R&EFAS BB PIRE, Bial bk, ZAYELTT TR
W% F R EEF DEAE IEHEEIR FF AR #EAT#—F 6944k, GPC #= GFC
EREEAE, Mn 2 910 Da, PD 4 1.02. MALDI £ 44 Mn 2 1100 Da, PD
A 1.05.

% 764) 13: M-PEOZ-T-& & NHS & (M-PEOZ-T-SPA)4Y A&,

k(O HO“% l\fo 0 o
e Ao —C— wwyv«s/\)\ow;‘;
N R o

T 0CF@mka L&E&H &4 MPEOZT-COH (Mn 910 Da, 2.0g,
2.20mmoly =R, F (44mL) 695 %& ¥ I\ N-#2 3 3836 B I #5(0.467g, 2.26mmol)
#2 DCC (0.467g, 2.26mmol). EAEHAE 2 IiE, ERAMARE TR
ER. RARERELRRESYIFFIERMB —CBTIFE G ENRR. FHiE
F AT LRIKEF AL T TFIRQ0g, & 89%). HHBLT A EEFE 'H
NMR #693E 5%, ZH#ET b R3804 4898 9ME £ 2.86ppm (s, ZH)A H S BLE
M T AR, b (Mn i+ E4E 1025 Da, 0.4g, 0.39mmol) £ =&, F
$(4mL) ¥ ] K Z8(0.15mL, 1.17mmol)fe = Z.A(0.16mL, 1.17mmol)&L 32, $t4k
BRI, RAWVHLIEF B . & e Rk LRI AR E TR, RE
RS EEHE, HALT A 99%.

EHH] 14: 2 b ARES 3 & M M-PEOZ-#4X-NH,

I\ ~~_~NHBoc Et\fo

N O MeOTf HS N NHBoc
Y - - Tﬁ V/\ o
Et Phcl KOtBu, PhCl

0]
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tBoc &5 698 %, \

©) 2- LA -2-BEed ok (5.05mL, 0.05mol)/# R (25mL)% & T A\ = £ F #h 8t F
B5(0.283mL, 0.0025mol). EiB#tIE 10 4P 5 ¥R mME 110CHRHE 30
DF, RIBHEHE 0°C. K FFL RN, £ 0C T &8 T EE47(0.561g, 0.005mol)/
AR (SmL) B HF & P R iE m N\ Boc-F BAE(0.84mL, 0.0075mol). Fbdh 248
1D AFRRFERE, £ O0CTRAESERFHIMAN M-PEOZ /R FRER.
RAAMEASB 4 10, RETFEERHH 1810, HREMERInE] = THk
T, FEG G, BREIEER, FRAWERAEKTY, REA R TRIER,
SRR RBRAAT R, ik, R HF@ iR s PR, LRRESY,

AN ERAEL T T TSR 4.0g B AR, FEH 87%.

NMR (Varian, 500MHz, 10mg/mL CDCl3)4 1.12ppm (s, 3H, CH;CH,CO-).
231ppm (s)#= 2.41ppm (s) (& @A 2H, CH;CH,CO-). A 3.47ppm (s, 4H,
-NCH,CHN-)4: 2 903k i 04 2 4495, 3] & % #9500 2.9ppm #= 3.03ppm & 84 &
A 3% s I (CH-NCH,CH,) . Boc 3 Bt B 3% 24 4k 0L & 1.44ppm (s, 9H,
-CH,NHBoc) « 2.67ppm (m, 2H, -SCH,CH,NHBoc) . 2.71ppm (m, 2H,
-CH,SCH,CH,NHBoc)#= 3.32ppm (m, 2H, -SCH,CH,NHBoc)4: . 1£4& NMR #24,
ALIRE M 82 8%49 M-PEOZ-OH # %. GPC 4 Mn=1790 Da. PD=1.07 ¢4k
Bk,

Bethoom,

EOCARAEABRFETHLEB(ZASKTE AM Bk, 34.0mL)In 35 4
M-PEOZ-T-NH(Boc) (Mn 1850 Da, 3.218g, 1.74mmol)& )& F . & RAHITEE
FIRFBEH 1Bt iR K KRG RAM S AK(S0mL)HE, A% pH £ ~
13. PG RERA S FTIRERZIRK, 43 6HPAM NaSO, T I, ik, K
4, ERPREAFIGERR, STRZAEHRFLAATT TR, 53 2.5
F. BEEFTIRERA CM FIERIR FF NREATE—F e, @ik
ALK ERAE L. —A 02g B SIERAY, B/ 220 9B E
Lot Yol AT — 3 B Sk 44 22 (M-PEOZ-OH).
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'H NMR (Varian, 500MHz, 10mg/mL CDCL) £ 1.l4ppm (m, 3H,
CH;CH,CO-). 2.32ppm (m)#= 2.41 (s) (¥ &4 2H, CH;CH,CO-). % 3.47ppm (m,
4H, -NCH,CH N-)4: 2. 0 h 43 o £ 489%, 5] % F #9402 2.9ppm #= 3.03ppm £
8 % A 394 b I (CH-NCH,CHy) . K 3% ¥ B A A LT 2.69ppm (m, 4H,
-SCH;CH,NH,, -CH,SCH,CH,NH,)#= 2.91ppm (m, 2H, -SCH,CH,NH,)4:. Boc %
B #) A MR it 1.44ppm (s, 9H, -CH,NHBoc)4L 484 3% % 43 %8)4E52. GPC =i Mn
{6 1700 Da, PDI 34 1.10.

%#64] 15: M-PEOZ-T-SCM (M-PEQZ-S-CH,-CO,-NHS)# 4~ 5%,
BR 84 B AR,

FERAT RARFR(100mL) 5 2-T & -2-BEw4 o5k (39.7g, 0.4mol, 50eq.)3+F 0°C
FEHE 30 547, BT BT S = B T AEEL WE(1.31¢g, leq.), LA 0CH
H 30 257 J£ 25°CHI 30 947, FE 2CHEE 1 Bt KB 80CHEFE 3.5 s
. RREWANETER., ELRGBIT BT RLRTEE4(2.25g, Seq.)F= 2-
A TE T B8 (2.9, 6eq ) ZAAR(100mL)H F 0CHEEE 1 b4l &b iRbdh,
ReBeW B L iRb WP T E2RBBIER, BAEYWA R FIRG0mL)H
#, R E| ZLE(750mL) Y. BEeh EE R, KERR, EATTTH
1B S8 RIS AE 42 100mL 0.1M NaOH F SF4t4 4 /) i, i i Am A\ 25mL 0.5M
HCHE R AW B, KIERA & FHREIR(50mL x 3 K), A MgSO, T, K

4% £ 50mL, ﬂ?E——C&iMOOmL)‘?Jb& Fiiga e REA=T T TR

P47 88 1 DEAE & -F R4k €35 454045 3] 468 (40 GFC &3£P7 7). NMR &
B 1.30 #= 4.19ppm AL B8 69 F K Fo o F 40,5574 % .

NHS B # &~ 5%,

T OCTHAEME=-RK ¥ K (60mL) ¥ 4 M-PEOZ-T-CM
(M-PEOZ-S-CH,-CO,H, Mn 4970 Da, 6.0g, 1.21mmol)#):& & F e N-# £ 3834
Bt I A2(0.139g, 1.21mmol)#= DCC (0.249g, 1.21mmol), fE3biBEIHIE 2 B E,
BZBEFOARLECREMIBRETRARBER, 28 ERTHRAW A4 KT
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JEBLIE. BHTHERMWE] BT, B2 G EHRIVE. ZhHABRLE R
BR-HKEFERLT T TR, 133 528 BT E F4h(* % 85%).

H'-NMR: # 2 3% 36 B B i 9 % 4243 5] "H NMR #6915 52, i% £ 9 & PEOZ
64 -L38 o T 4EMESNE A2 2.87ppm (s, AH)AL A 3536 BL I foe 2R F .

A i#ﬂbﬁﬁ, FiZ 4% (Mn 1+ FA4 5070 Da, 0.100g, 0.0197mmol)f£ =
AP B(2mL)F A 3K TH(0.012mL, 0.0987mmol)F= = Z.#(0.014mL, 0.0987mmol)
SLER, WHERE, RO TEN B iy, TEGEHDRFANALTT
B, FEZESROITEBLE. R4E GFC, #47 %% 95+%,

L) 16: BAK NHS B ¢ Kk &

AR NHS & M-PEOZ-T-SCM 5K #= M-PEOZ-T-SPA 5K #4 &_Fi # /& pH 8 44
FRBR 3 B S RF RN MR AR B MBS S, EF 100mL A EMF,
SEMRAE DH 8 495 2 42 o BERO02M)F . 85 1 547 BH 10 4P B BRHA T
BF RSB T UV-2 b8 3t F 260nm 49 5% K B & (Amax) T 2947, ¥A
RASEALIE Ao byik BT ot EAVEE . Ak FA 2 & K BLE Y 50%0t 64 ik
#, M-PEOZ-T-SCM 5K #e M-PEOZ-T-SPA 5K #4 t'2 3+ 4855 H<1 5-4FF= 15
24t

%£4#4] 17. M-PEOZ-OCO,-NHS 5 GCSF #1885

e T AT AL R B RATA Y M-PEOZ-OCO,-NHS 5 o5 F (R L8454 4
GCSF)18B, JEMEAE lml 0.2M &) #8444 35k (pH 8.5)% 49 4mg GCSF
(0.215umol, MW=18.6 kDa)5# GCSF &A(E 3 5 M HAB A a-8) 3 B2H)
M-PEOZ-OCO,-NHS A FEBTFTRE 60 o4F. EiX&RFEHT, £ T4 POZ
TAEMYE GCSF Loy FH R R L £ 28 4 £ EFREHFIEL,

GCSF #y1&-45i@ i¥ RP-HPLC £ A C18 Agilent 24742547, %424 F 60%
B R A (HPLC &K, 4 0.05%#8) TFA)F 3 /8 1%444% 7 %% B/min (70%

CH;CN #= 0.05% TFA)#) & A Z vA Iml/min 69738 2680 30 247, RBLEHR
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# it 280nm F#9BAEALR. GCSF-POZ 1884 B ks ARidak e, #R% B 1)
4 18.8 75-4F, £ X BT GCSF-POZ 1&8k4 5 GCSF £-F188: ¢4 POZ & F#7
&8 R —H. RIEF4) Habeeb 547 £ 9 70%F AR ABLRBRHB 6.

& T1BERM 647 8 1L SDS-PAGE Al i3 R < #EFk HPLC #4iA. SDS-PAGE
5% 5 ] Pharmacia Phast System # 4T, #&! 82 % (12%#9) 3 R W BL i) Lk dnla 2 @
JE(200V), Hi% Laemmli 95 k%) &. st FHEAF L&, %30 E F Coomassie

Bemat, axdTROGEE, SRR E. ROk e Tamsg
& W &9 & (Kurfust, M., 1992, Adnalytical Biochemistry, 200, 244-248).
SDS-PAGE ## 2= & T &%, RANEMFTHFE LR 45T GCSF 1854
e iRet, EENBIEY Le—A . BARZ/APOZ »F.

R #H HPLC 447 ] Biosep SEC S2000 54742 # 4T, iZ 42 0.1M BEER4H .
0.2M RAA(pH 7.2)F= 20% LAk 95 5% A S A LA 0.5ml/min 69 574% 2B, et
494/ 280nm T AGBOLEAER, EHEE 5.75min L& 2 E RS, LR
EHRREZAREGPIEE 9.00min £)F 85T 8, KAHR T GCSF-POZ 188
4.

5464 18: M-PEOZ-OCO,-NHS 5 4 B8k A 491854

#do T BT iAE 5 66 POZ #7449 M-PEOZ-OCO,-NHS 5 ¥e.4-F (K 5 365
T AN R BE A (RNAse A))IBEE, AR/ 1ml 0.2M ¢ FABR 4R %% # 2% (pH 8.5)
¥ &9 5Smg RNAse A (0.36umol, MW 13 kDa)5 & RNAse A £ (& 5 MHEAB
e o-B2) 3 H &) M-PEOZ-OCO,-NHS K i . BF A £ % F # 4T 60 4-4F. RNAse
A 545 6942 38 iE RP-HPLC KA C4 Agilent 574547, %42 47T 80%494%
B A (HPLC 7K, 8-0.05%#9 TFA)F 3 F) 1%#9 48 74 %% B/min (90% CH;CN
F2 0.05% TFA) 8 £ AR B A 1ml/min #9) 7R 2ER0. 30 -4F . 2LBL49 4 i 18 12 280nm
THBCEAR, EERBAR YV B(<10%) KBS EE K. POZEHEER
GPERE, X% T RNAse A-POZ 188444 /£ 5 RNAse A o-F 18849 POZ 5T %k

e H—E., BLSF4) Habeeb 247 % 8 RNAse A b 26%#) RAEMASH.,
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& F1BBE 49 7 R 8 it SDS-PAGE A i$ R+ #k M HPLC #iik. SDS-PAGE
52 3> ) Pharmacia Phast System #4754 L @ ¢4 66| F ik &. B GCSF 4
R —#, SDS-PAGE #3# B 7 H & F 44, £BAEHT TF 4 RNAse A-POZ 1%
Bk#y. RTHM HPLC 447 F Biosep SEC S2000 H# AL ¥ b & 44 52 764) o Firik
#HAT, EEBRFHATSE, EHEERREAR S5 F &, X5 RNAse
A-POZ 1284 64 7 mAl — K.

E3#4)] 19: M-PEOZ- I %k Bt I i Fn 48 — Aotk 69 514

A k&P T § M-PEOZ-NH, (JL_E)#| 43 & 4% POZ 17 4 4 M-PEOZ- & . Bk
LA, ® 100mg (0.55mmol, 3eq) 4- 5 kBt A T 8L ¥ Im A T K R A5 F 49 126mg
HOBT (1.09mmol)#= 226mg DCC (1.09mmol). 3 B} /& A A 16mg (0.00254mmol)
M-PEOZ-NH,. FiiFERAZTE FTRFBLER. R RAWA 0.IN HCl 2%, F
B, FAERL, WACE, BidBIKERRFTR. RETEH 65%.

AR T RBL ARG F TERTARAZ LG eq ) TIRILILABT
Ji2 7 B — Aotk "2 (SPDP) (3 42iE2¥)5 M-PEOZ-NH, 5 /)~ b} %) &-4F — Biethnz (OPSS)
KA. RAFTWER T IREERS, FEH 65%,

S£364] 20: M-PEOZ- 3 & Bt ¥ B . M-PEOZ-OPSS . PEG- & 5k &t I iz #= PEG-OPSS
5 HLBE 0 R B b8

A M-PEOZ- 2 5k Bt I fief= M-PEOZ-OPSS # B_AL P VA B b3k M-PEOZ-
& Rk B I M Fe M-PEOZ-OPSS #7449 5 € 16448 5 ¢ PEG #T A M6 R AL, ¥§
PEOZ #= PEG RAW1BHK A4 E AR Z R H K E. 5B B E
F 4RI F #edntd Ellman’s 547 M. 72 0.1M pH=7 #8588 3k 2 4 150& (4 5mM
EDTA) ¥ #|4-20mM PEOZ X PEG #7 4 #F= 2mM #iB% 649 5 0% . IR - XA (30u))
Fri@ it N 2] 920ul pH 7 948 FERBFER . A 50 #F DINB, 5 94/E 2
420nm F &9 BB RPN RGBT, FREBBIFOREEL 4 FTLH.
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x4
BBk FREFAS AR A
M-PEOZ- E, s Bt T2 fi: 58%
PEG-Z & Bt i 73%
M-PEOZ-OPSS 27%
PEG-OPSS 10%

F364) 21: M-PEOZ-*F 7K 3 3% 3 % B B5 fo PEG-xt 8 35 3K 3L 5K B4 85 0 K IR o BUR

M-PEOZ-*F #¥ 2k 3K A% BR B Ao A8 B 44 PEG-AT AH A SR B BR 85 0 /K ik i
IBAE 0.1M pH 8 #9084 35 4% 7 o o w3t AR KB 2 78 A= 412nm T 49 UV
BASBIR AW 3 e 6 R MR, R 525640 F €7 4049 PEOZ R PEG &
AN Gly-Gly (Gly-Gly/RA4 i F 11DRER. & 5 AFRBCR T K EF
®E,

£S5
KR #& Gly-Gly &/#
FRHREY pH 8 pHS
¥ % #(min.) F % #(min.)
M-PEOZ-*t 74 F& 35 5% B8 B 31 19
PEG-# #¥ 2 R 2 5% BS B 40 25

£ 4] 22: M-PEQZ-O-CH,-CO,H # 4

F£ 60ml F K P &3k E4M M-PEOZ-OH (1.5g, 0.00024mol, leq); M3 30ml
B . B RS YERAINERER, RSN 0.5ml (0.5mmol) 1.0M &8 T
BATAR T BRI . PR RAMET B TR 18, AEHA 94mg (0.48mmol)
BRCBRART B, FATF R BRRS MMM EE R, BIHFTERTHIF 18 IH.
B Bt it Celite SR LA T THREER, RAMETERTRE. FHT
4CHE S, BRBEZAFBRERA. NMR F4T £4(1.47ppm) 5 K& F et
BE AR EFHAL,
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F P AR 5 B A T BRI M £ CH,Cly/ = #. B2 /7K(50ml/0.1m1/100m]) 44 iR 8-4%
T, BRTEERRHE 3 I, REAAZ TR EENAZLARE TFA, REE
LEEF B3, 52| 900mg = #1(60%). NMR & AT 4% 0,04 R w4 4.08ppm
KIS B FT 09 B F 0%,

LA B F R &8 RIL F 49 M-PEOZ-OH F ¢h4L 5 8. ¥ 900mg FH#E
ANTRF #6942 (QAE 50)F , Aik N Iml/min. A RKFFFRERLELE
M-PEOZ-OH K X & #fl. &7 #AH 0.0IN 49 NaCl jHlk =4, Bo@d I
SWER., EAEZTFTREMES Z 30ml 38 CH,Cl, 2b%55K40ml x 6). FEH
600mg.

%364 23: M-PEQZ-O-CH,-CO,-NHS #4 %%

# M-PEOZ-COOH (600mg, 0.1 1mmol &M & 15mL — R T+, HmA N-
#2 £ 38 368 T Fi2(104mg, 0.9mmol)F= DCC (185mg, 0.9mmol), it AL b4 F_AL
24 N EF, RGBS N TR 4, B EIE ST R. ARER Tl
R KA NH, A ) 4 TNBS RU1F 4945 4 ity 49 H RUBE - H R 0 BURAEA6 40 2 7
TR A 85%.

%#64) 24: M-PEOZ-O-CH,-CO,-NHS #= PEG-O-CH,-CO,-NHS #) 7K #& Fo 2 fE 5F

e

M-PEOZ-O-CH,-CO,-NHS #» PEG-O-CH,-CO,-NHS # /K fi# i i 1L 2
AAE 0.1M pH 8 #9FABR 35 28 1 5k 0 N-72 A 3520 Bt I fie £ £ 8 A= 260nm T 49
UV SRR, HIPNREMITIG R EZYE, & M-PEOZ-O-CH,-CO,-NHS
#2 PEG-O-CH,-CO,-NHS (¥ AAR R F # 4o 69 AL 41 &) & F Im N Gly-Gly
(Gly-Gly/i%ié\% PR )6, VAR TR K 6 WA R IR T R EF SR,

%6
IK & Gly-Gly &%
RSP T pH S pH S8
* 3% #(min.) F % H(min.)
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M-PEQZ-O-CH,-CO,-NHS 6.3 4

PEG-0O-CH,-CO,-NHS 7.0 2

%34 25: M-PEOZ-O-CH,-CO,-NHS % GCSF #1%%%

BRREAE Iml 0.2M &8N BR4h%E A 5 (pH 8.5)F 4§ 2.5mg GCSF (0.134pmol,
MW=18.6kDa) 5 % GCSF R KA (¥ &% 5 N"H A B o-) 3 I T4
M-PEOZ-O-CH»-CO,-NHS ZFETFTRA 60 44f, EXLEHFMFT, S EEL
4 EBARE FA L.

GCSF #915-45:8 i3 RP-HPLC XA C18 Agilent 24744547, HALA A A4
0.05% TFA #) H,O, #BL#A B %44 0.05% TFA %) L. ik 1ml/min, #0E
280nm F#AT, FTAMEH 0 24P B 4 30%; 30 547 A B A 30%% %] 80%,
3 45%F M B A 80% % 2] 30%. EERMALGEERGRAL, HAELKE GCSF
e R G ot iR TR INTE, KA L GCSF-POZ # % A+ K.

T 1884 ¢4 T & 38 i R ~F HEFR HPLC #47A . R~F HEFR HPLC 447 A Agilent
GF-250 AZ#AT, &AM 0.1M B8 44 . 0.2M RAL4A(pH 7.2)7= 20% LI 69 532 B
AFHABA 0.3ml/min #Ak FEBL. G2 I T RALE, Xt E AR A GCSF
A £ 54T E4) GCSF-POZ &4, Jt5 52 641884 T 2 6938 ImAR— K.

F 364 26: 4 M-POZ-O-CH,-CO,-NHS F# PEG-O-CH,-CO,-NHS &4 ¢4 B 64 1+
JR 8 HuAR

AT B 5 AT 69 POZ A7 A4 4y Fo RATIR F #dn i 48 KL PEG AW 1 3RS
STEEMR 69700, H =FF AR 68— — OB R EE A, RER B L S4B A
M-PEOZ-O-CH,-CO,-NHS (6kDa)#= PEG-0-CH,-CO,-NHS (5.5kDa)f§-4fi, A4 T
Wik, BEEERRESW-BELE, Bk, pH FR LB E % & WS ARy &4
TGS,

A _EiR POZ #= PEG RA&-W 15415869444 0.2M.pH 8.5 . MIBR $h & i 5.
A5 P Al POZ #= PEG RA-#6) EARIEEB ¥ X 30T AR )RR 09 BB R0t
B, Blde, HABEEE A WHFEH 13.7kDa, A 11 ATHAGRA; KR
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#45-FE 4 130kDa, F 100 AN T ARG EK; SRMEAHEN ST EH 240kDa,
A N2 ATHA S RKE.

FRTHAU 21 A= 11 4 REW-FEFRELERbG =B8R
(2.5mg/ml) ¥ A2 A\ M-POZ-O-CH,-CO,-NHS 3 PEG-O-CH,-CO,-NHS B, K%
T X AL R B . SR B Foit BACEBE ) & & FURE A A 9.45x10°, 13x10°
Fo 1.67x10° 69 B R4 6 A 40 280nm T Ao R PHM. 30 44F/8, didst
kit & 3% Sephadex G-75 428 0.1M pH 7.4 #5588 3k 28 ¥ IR IR AR SR BLA) AR B
JL b et A N-32 2 5% 26 B I Fe P S0 T -4 - B AR T 4D

J b & kiBiE TNBS 2473 R0 & & F 545 B BB e BT B G A&
A BN REGT S ME T, RAFEEN 8509878 W45 2o TR0 AHHEAX
B4 B 7% 138 3T Crook 4 (Biochem J. 1960 Feb; 74: 234-8)8 77 i - #T; Fk BRBG & M
i it Mahler &9 7 7% )2 (Anal Biochem. 1970 Nov; 38(1): 65-84); it &b A Bede
Beers #= Sizer i 6975 & 4-#7(J. Biol. Chem. 1952 Mar; 195(1): 133-40),

AR AR BE(RNAse) JRERBEA=iL BALEBR6) 42 R 457 R TA-C W45 ik

£ TA

.l NH,: K44 Yo 84 YoiE M
)1 974

RNAse RiE A I3E 100

POZ/RNAse 1:1 23 50

POZ/RNAse 2:1 36 30

PEG/RNAse 1:1 60 15

PEG/RNAse 2:1 80 10

(7B

VL NH,: R4&-4% Yot5- 4 % 7 M
BRI

B B8 By FiE RiE A 100
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POZ/ B B 1:1 58 37

POZ/ 5 BR B 2:1 70 12

PEG/ kB 5% 1:1 52 11

PEG/ /B B 2:1 61 8

£ 7C

i NH,: 4% %o f5 4 % i M
BRI

T B4 £ TiE A iE A 100

POZ/it AL £ BE 1:1 35 90

POZ/iT £ L5 B 2:1 37 88

PEG/it /b AB% 1:1 43 85

PEG/iT S SBE 2:1 46 79

& 3, % ] PEG-O-CH,-CO,-NHS #5-44 B 1. i M-POZ-O-CH,-CO,-NHS 1447 i}
MM BB E S FRARA EHNERIRA. AREET, ®A
PEG-0-CH,-CO,-NHS #= M-POZ-0-CH,-CO,-NHS &t 69454 & F= % MR R A8
(B A% XA A E R T POZ BN AN BB S, o TR, &
/A PEG-O-CH,-CO,-NHS #= M-POZ-O-CH,-CO,-NHS At 64454542 Z AL, Eiz
B3| MAL LT BE HAR R 340, BEZ RSB ERILT POZ &BH4p 6
7E M PEG 1859 2.3,

%3641 27. TGAse F M-PEOZ-NH, 5 G-CSF #)1%3x

A FHHF A E T R A B TGAse it POZ-NH, 4 G-CSF #4942 £.45 5+ HASAF.

4.8 PEG-NH, Fo 48 ) 44387 3K E 24748 F) 69 R ELAE A Pbdk.

dv F BT 4 M-PEOZ-OH FF4&4) 4% & 465kl M-PEOZ #T4 4.
TGAse-# 148 M-PEOZ-NH, #= PEG-NH, 5 G-CSF #1834 /2 0.1M pH 7.2 #9584
d gt FEREAT 18 b, E¥4EA 1.6mg G-CSF. 50mg fE—fedfa
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2mg/ml TGAse (¥ 3% LT 3#£1F). £X &L T, G-CSF 5 M-PEOZ-NH, &A £
F XA RABIRE & (R A EEFFF; #HE L), % PEG-NH, £ %A 2 81%
¥,

4 5) M-PEOZ-NH, %) B_M &A% F F e\ 2mg/ml TGAse B0, X %X G-CSF
E G FER B IR FREAG Y M-PEOZ-G-CSF ##7,

%645 28: M-PEOZ Bkt 4] &

o P
‘fu’\Jf;‘v“sf\iO*”z] Y o SO i S/\/ﬁﬁ/\(\“"
X r o e )

= Jrr«'\ifioﬁs’\iw\f

N

Rl E

B mBAFF B % 3-8H-1,2-% —85(1.41gm, 15mmol)/0.1M pH 8.0 9 MBERLE
FHHEZGmL), AR HCIAF & pH £ pH9, AIAMM T EZ8R& + A b
Firi& %) %-49 M-PEOZ NHS #5(1.00gm, 0.197mmol). A=A 1N NaOH 4£:%%& pH #&
HE9. BRREZERTHMH=-18. A IN HClBFE% pH £ pH 68. §Ek
e A B A Ggm). FIERT MAK(ML), RER R FTHEERZ K
(3x10mL).  F&KAH., HHER LKABRE TR, TR E 44K LIRS,
GG B = LB (100mL) F i3, AT R EZAE T FHRER. 7&: 0.7gm.
18I NMR, BRAE ) 96%; #R4%E GFC, BRAREH 95%. £ DMSO-d6 F #) NMR:
-C(=0)NHCH,CH(OH)CH,OH: 1H, 84.49, t; -C(=O)NHCH,CH(OH)CH,OH: 1H,
84.70, d; -C(=O)NHCH,CH(OH)CH,OH: 1H, §7.87, t (5 #F R R).
FAL AR B

& = B%(0.500gm, 0.112mmol)iEfE £ /K (@mL)F . @ithe A 0.1N NaOH ¥

R pH £ 6.85, REMWMANZHHELM(27.9mg, 0.130mmol). &% T FEBEH— I
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B, @R P An AJK(2mL)Fe NaCl 2gm). A =& FHEFBRIER&R =K (3*x10mL).
A F AL KRBT R, SRR Y, REEBRETRERR. ZA
il it e B LEBE(S0mL)F MR, TEREMENREZAET TR, 7 &:
0.47gm. GPC #1% Mn 3 4840 Da. #&3%& CDCl; F 4 NMR, BEERAKE A 89%.
CDCl; ¥ # 1TH-NMR: -C(=0)NHCH,CHO, 1H, §9.635, s; -C(=O)NHCH,CHO, 2H,
84.175, q (7R £).

L3645 29: M M-PEOZ-PNPC 4% M-PEOZ & kBt I A 2K

W — ; y
Q;W EtzN, CHzClp 0)\'

@ R FROGmL)F N-QC-R L)L R BT Ak = # LR #(0.065g, 0.255mmol;
Fa = ZB(0.097mL, 0.696mmol)#) iRA-H ¥ A A\ dm b P i£ %) &-49 M-PEOZ 3T FH 2L
FH B B B5(Mn 2150 Da, 0.500g, 0.232mmol). FiRIEH 18 NI E, Rbdhit

‘Yo NO; Il N Hya
T ﬁ\o /@r 2 d;u\_NHanFaCOﬁ fn“%”moﬁ\ i N
n o]

B, RERBBRAZCERY, FERFEUR. BRELEN, BRHELE
TFR, F2EEFE, hidde 204, THNMR #ERYE 4.15ppm (brs,
DH)AEA K5k T F R F(-CH,OCO-NH-) LA 6.72ppm (s, 2H)H 5 LRk BLE
Bl R0 R T, BT | K FRA L R BB RS, LT FEH ~80%.

L) 30: 297 BB LBS s M-PEOZ NHS &
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™\ MeOTs ™\ S HO‘%) kfo H
N'a., 0 ft N‘&lo 110 °C GEt N CZ_NO_é)
ial 1‘&/\/}' T
\( CIPh n OEt
o)\'

kfo NHS Lf

e O e ot O .
o

L B8 4GB,

BEERTE 2-CHA-2-BEddk #45(50.47mL, 0.500mol)/& F(250mL)% &+
AN E #0558 F B8 (2.83mL, 25.0mmol). 3 10 5475, KR RS H I E
110°CHRHF 40 247, R REMAIE 0C, REIATBE LE(11.55mL,
75.0mmol), FifF e T EEBHIF 2 DEE, EB(1500mL)F IR, 133 57g
aemR, WiREMRE 200mL H,O ¥, REM 200mL —RFRFR=K. &
FE AR A MgSO, T 4R, IR AR = T IRG AR KRR AW E £ CH,CL
(100mL) ¥ JF £ = ZE(1000mL) P iz, B2EdEiE, ZAWBZ AT TIREF
3| 43.5g A &R, F&H 86%. NMR (500MHz, 10mg/ml CDCL3)4& 1.12ppm (s,
3H, CH3;CH,CO-). 2.31ppm (v~ s)#= 2.41ppm (X s) (% @#R 2H, CH;CH,CO-). &
3.46ppm (s, 4H, -NCH,CH,N-): 2.3 38 ¢4 £ 4805, 7] & 7 £9% 0L 2.9ppm (M)
F7 3.03ppm (K )4 & # A~ 9% b IL(CH;-NCH,CH,). k2% ik L4 1.68ppm (br s,
3H). 1.90ppm (br s, 2H). 2.15ppm (br s, 2H)#= 2.84ppm (br s, 2H)& . K3k 2B
£ FAE 1.26ppm (t, 3H, J/~7.0MHz, -C(=0)OCH,CH;)#= 4.13ppm (q, 2H, J=6.5MHz,
-C(=0)OCH,CH;)4: . GPC % 88 Mn=1770Da, PD=1.06. MALDI £ Mn=2050 Da,
PD=1.02.

BR Y B AR,

# M-PEOZ Z.#&&(Mn=2050Da, 10.0g, 4.89mmol )&/ £ H,0 (60mL)¥F . v A
NaOH (0.977g, 24.4mmol)/H,0 (20mL)& %, Bkt 40 547 . B 5%44 HCl
KERBMREY, RERAZRTRER, AI69RIAD R RBATIR, TIE,
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RegFEdmB| BT IRIE., BRI L&, ZAMWEAT T TIRIFE 00z & EH
K, FEH91%. HNMR RKEE LB RS T4 %,
NHS B8 644~

# 0°C F ¥ M-PEOZ-CO,H (Mn 2020Da, 3.0g, 1.49mmol)/-= . F #(50mL)#)
R F N N-#2 35 30 BE I 52(0.173g, 1.50mmol)#= DCC (0.310g, 1.5mmol). &
BEPH 2 PHE, BRSYITRETBAMBER, TERBRESW IR RN
By, Frlaeh R, BEIEKESTYHELT T FERQRS F%
93%). 'H NMR 7 2.89ppm (s, 2H)4t 230 th 35 26 B0 fi R T 1A S8 o) F.4%
M,

K34 31: FZiX4$]E M-PEOZ-F #5584 3

I\fg TEA{or = ) MsCl !\fC}\ (?

N Ne~on ke - \lN’\z}rv\ _'ﬁ_%

jﬁ/\’}ﬁ c)\l ~ o
‘ .

) -?
TEA(or . \fm’\'}:ff + O“*‘\:“g“C*'%
c?\, ©

#:%e b P id 44 M-PEOZ-OH 2K. # M-PEOZ-OH 2K (1.00gm, 0.608mmol)
BRRAFKTHEQOML)Y FFERERL B EALEET., BRAIIBLRER
Fe LI (20mL) F B il 44 KA AR £ETF . MARKZRATH(GmL). LR
B ERR T A B Am N E T (169.3uL, 1.215mmol) e F £ BE £ (84.6pL,
1.094mmol), ERERAAT TEERMIHLER, @il AL RERR, @il
B LB P RIRGE IERILIE., WEREFESELZE TR, #&: 0.6gm. CDCl,
F 49 NMR & A4 -CH,CH,OMs (84.44) 8%, 12 @ A2 54K 49 50%5440.64 15 548
—E. -OMs #MRIRA Y2 B T & F 5288 35 5 & s lErdobk 3 B 64 8) B . CDCl;

5y
pet
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¥ 49 NMR £ 8§5.01 (2H, t, 4 E R 45 A i 3R: -O-CH,CH,N)#= §4.44 (2H, t, A8 )
# & [ 3 -O-CH,CHLN; 42748 5-CH,-OMs Bk 230 4%,

L #45) 32: M-PPOZ-OH #54-%,

©

Nd T2 | —Neo A
> r.t. - - N
P i

& A F 4R KB 4Y 2-iF A £-2-TE e ok (0.500g, 4.42mmol)5 R - & H A8 64
FAR(2mL)#) RS IR T An N = T BB T B5(MeOTH, 25.0uL, 0.221mmol). #E4
10 47 /& , Fr ity m 4 £ 110°C F-HRFF 20 -4F . 5 iRA-4 437 £ 0°C 5 A NaOH
(0.044g, 1.11mmol)/ ¥ 82 (2mL)&&#& %1k, NMR (500MHz, 10mg/mL CDCl3).
0.95ppm (s, 3H, CH;CH,CH,CO-). 1.65ppm (s, 2H, CH3;CH;CH,CO-). 2.25ppm (**
s)# 2.34ppm (K s) (& @ A& 3H, CH;CH,CH,CO-). A 3.45ppm (s, 4H,
NCH,CH N-)4: £ 3015 538 ¢ 485, 5] & F 295 2.94ppm (1 )= 3.03ppm (K)
4k 1733/\$4§-‘H:%(CH3—NCH2CH2, B &@AR 3H). K%L FA(-OCH,-OH)E I
3.8ppm 4k, HRAHH GPC A9 Mn=1760 Da, PD=1.1.

£ 5,45 33: M-PPQZ-5iAX, % B2 695 %,

N b MeOT! Hs’\&clv\e NaOH /\J\
\( e - T /\,}'N\/“\s

Pr KO!BU, PhCI

M-PPOZ-COH
Fedm LB A 2- A K 2-ME e 9k (5.66mL, 50mmol) A= = £ F # B F &5
(0.808mL, 7.14mmol)/ A K (25mL) ¥ #n#k £ 110 CHRI:F 25 2 RERHE 0
#)% M-PEOZ". #3RAF#EXA], £ 0°C F & T EE47(1.60g, 14.3mmol)y/ &K
(14mL) B & P R iE Ao\ 3-3058 BB F B5(3.09mL, 28.6mmol). AL EH
2B, FES B R E A M-PEOZ" /RN, R AL BB 4 0,
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KRB TERBBH 18 B, ImAKGBOmL)F il idAn N 5%y HCl /KB &AL RAY)
BRAL(PH ~ 3). 2845 AKX RHBEL M (AFIFRAK). PFriFKEZRA HO (60mL)#=
B4k NaOH (1.43g, 35.7mmol)##, #dk 1 1 itE, A 5% HCl R &AL RA
HEA, RER R FIRFER, 4RI FRERA TR, T8, REFE
WhnB|EE PR, REELE, RAMAELT T TREFIEARETNEEW,
GPC EH k£ /£, Mn # 867 Da, PD 4 1.01. GFC KW= 4 At TE)
#4%: M-PPOZ-T-CO,H (80%)#= M-PPOZ-T-OH (20%).

F 364 34:° M-PEOZ-T-## BE 4494 A%,

F A4 8.(0.0102g, 0.0425mmol)#= # £ K 5f = = (HOBt, 0.0115g, 0.0849
mmol) &M A LHE(10mL)F H A rERLEH. $ARAADBEBE_ATR
(3mL)¥ . Az A E4& DCC (0.0088g, 0.0425mmol), BAMItIE 2 Nif. GRAY

¥ Ar A M-PEOZ-NH, 4300Da (0.122g, 0.0283mmol)F#it 3 40 ) Bf. ¥ RAME
BBl LBy, FERFEHR, LR SWHTIR, 152 0.0823g ~#, 7%
# 63%.

k464 35." &l M-PEOZ-SCM 1&-4% Ara-C BABIL S & 1+

POZ-1% %%

¥ M-PEOZ-0-CH,-CO,-NHS (M-PEOZ-SCM 5000) (180mg, 0.034mmol)i& A%
A2 1ImL g F 5+ F 0C TAnB| FAEMA SmL RKebme o 64 feese FT 310 4%
(Ara-C) (5.7mg, 0.023mmol ) & ¥, FiFER T £ BRI 72 1 8¢, RAR HPLC
(C-18 )R BAR B KA. AR RFIER N & a2 — R F 7 (SmL) F 527
AnE) 150mL 8 ¥, T 4CBSKEREFAELT T TR, & 150mg, &~ F 80%.
NMR E2 3 M-PEOZ F4k4-8:8% (L )R 7.31. 7.67. 8.16 #= 8.62ppm &t
EIRH Ara-C 9E R Ti%., BB RET pH8 L ¥R E BT Ara-C £1%
Bk (24 DI BEBEIK 15%), ¥ZIBFED TARANA 7T 25,
1BIx Yy & M
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P HATEALT 3G AT T FRIE e (HeLa)EAr £ 24 FLtm b3 AR o9 &
At 24 NHB R BIRAIF A A A MPEOZ-Ara-C K% #)
Ara-C (20mM, Ara-C ¥)#)/KRIEB LA R mpe, K tmh it TMmE 72 ),
AT 6 B BA AT WILE S . %A R EINABIRE) Ara-C * Hela WI0H it &

, AL B 89 Ara-C 49 AP 30 42, 5 10T 6 IR B AT A
. HvAEMT X449 PEG-Ara-C #9138 & 9, PEG-F= POZ-1B544 £ A 4842
a9 M

F464] 36: H-PEOZ-S-CH,CH,-CO,H #4- &,

BERERE A RAT RS A RQ5mL) S 2- 4 2Kk (9.92¢, 0.1mol,
200eq. )543 £ 0°C. HH T AN = R F AEBL(0.075g, leq.), BALRAMHEII
30 p%F. REHRA ik E 80°CHHEH 7 1 Bf . @ id 44 T B247(168mg, 3eq.)
5 3-ZA A BT B5(0.360g, 6eq. )& 0°C TR 6 Mot # k4| &4 L RAd., B

LREME OC TR RERE T, RETEREHER. REHERS S0mL
0.25M #) EEMARRAFHH— B, 9 BKE, RS, FH R TIK
FEB(250mL x 3), BEAHALR X _RATH, ROMWELE T T

Fi#% 881 DEAR &if4hib, 152] 15 £4 &R, KT NMR £ 1.12ppm
(m, 3H, CH;CH,CO-). 2.31ppm (m)#= 2.41ppm (s) (&% 2H, CH;CH,CO-). Z
3.47ppm (m, 4H, -NCH,CH,N-)&: Z I ih£3@ 69 £ 480%, AMBES T TS HNE
2.74. 2.81 4= 2.85ppm &, GFC 2 E £/, GPC 4 Mn 4 15,200Da, PD
4 1.09.

B & A FE R B FedB IR T AT 6L HrFe i A %Jﬂ’*%z{aﬁ% sesh,
ARTALT B Ao iR T ik Ao Afa il ) 6 T B k565 £, 4w L@ ATIRE| 4,
LB RE AT 6T 66 ) T2 pen o, TR FeE b 4t 5 L@ o9 T A/
RAA K ATIBAL A RF IRARE H M AR F AT M ESEE A B Fs R, L
X AR o Ty R Tt T A RK T 84 A% T KA BAE ARATIRAL
AAR G A A RARAE GG K67 R ALK G2 B S EHTE e EF TR
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FURAALY. B, KPS EARSALAT AL T AT HH K, KL
3| TR A L ARBILE A S B AT, RAHEREARAT P
—#,
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7l &
No O + CHZOTf - _N:+.0
('m*f
K
™ I\ - N0
fN‘;*,;CD + Ne O > N oTf
T T 0
o)
™\ /\,}N oTf
~ N:3Q0  + n N O - N ~
NN ot N t n N{}
(6)

B 1 2-50 2 -2-HErdtobk (BF 2- T A 2-BEmb ) R A0 7 M FE & FALH], P -OTEH
-0SO,-CF;R“= BT A2 B 857, Nuc A% fi w4789 F KA.
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W S

"R AL R REGEOM 2050 f

& 2 H i & ") 3 P 8 i P

F2B
B 2A A= 2B 7 & T i@ i JA AR F k414349 M-PEOZ-OH 2000 #5515

&k,
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ue

| o i :
m-POZ-N2+, O +  Hucg » m-POZ-N
\('cm

B: | -BH
Elim.

!l 3

mPOZ-N._9” + (QuiN-mPoZ - m-POZ-Ny3,;0
I GTf\( 1/\ .m-POZ
. . N
o

Nuc

m-POZ-N._, +

B 3: 2-TAK-2-NEedobk ) 2 Ao il F2 P 444545 09 3 - — B L) .
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Ay

e 108) MPECTOM i

W*mm

A 4B
B 4A Fo 4B 7 T B i KK BA 694540 A4 445 65 M-PEOZ-OH 2000 (B 4A)%=
M-PEOZ-OH 5000 (B 4B)#) £t 1% 53k &9,
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