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Lo — B B8 28 Z0d B R I A T 2K Bt 1 T v, A0 G 20 8%
a. BRI IR Z Friedel —Crafts J VIS E)E 4 0@ 94 )ik A,
J\MMCH——S;W\MN
~
A
RCHX

Mo, R HC =08k H, X4 Cl 5% Br.

b. TEARIE) ATAE ST B3 10 A SR AR N BIEAT PVA BT HLE I
i PVA L5 52K 24l kB s AR B, PVA BB E AL 0. 8- 1. Omg/m” Y [ P4 .

2. MRPECNESR 1 Prik iy 77, HRF EAE T, TR iR SR oK 206 AT R IR AR 2k

3. MRPR B =R 1 PR i) 778, BAFAETE T, PR 0 58 2K S 2 A8 R ER R L Ja ik B
B IR LR

4. MRHEACRELR 1 TR 77 v, SLRFELE T, Il 4 0 A i) D) e 5 ] RCHX 2y b7 £ 15k
Lol L,

5. MRARAHIZIR 1 Rk 77 v, HARFAELE T, B 425 A 1 Dy Re ik [] RCHX 245 415k
RLeE L.

6. MRIRAMESR 1 Prik iy 77, HARE7E T, BTk i) PVA 73 F 235 [F 24 2k ~ 95K,

7. RIEBCRE R 1 PriR 7, HAFETE T, TR K PVA 73 F EY5F 4 5-25K,

8. MIFAHIZLR | Pral 177 ¥, HAFALAE T, P ik BBk 14 42) B ade | AU T SRR T
B AR SR AL SR SRR S B i — PP el TLRE .

9. MRIBCR LK 1 ik i) 7732, HRFEAE T, Irk 2P 3 b rh ) it A X S804 ] & R R
Ebh 1~ 20,

10, ARYEABCRESK 1 a0y vk, HRHEAT T, i B3R b i A | X S8 H & AR
JREE R B~ 10,

L1, MRIEBCRIE K 1 PriR 075, HARAEAE T, PriR A HLEsHE A T N, N- Z gL
[ ey S S S A A 1 R N R

12, ARAEACAESK 1 Pk i) 773, FLREAEAE T, Pk i) 2 38 b o ) S SV IR [H] 24 1 ~ 100h,
AR E 0 ~ 100°C,

13, ARYERCREL SR 1 Prak (7 77125, HAP LA T, PRk (25 58 b A7 5 NN (8] 24 24 ~~ 36h,
S EE 50 ~ 70°C.,

1. ARIEBCHRNELSK 1 Frik i 7732, HARFEAE T, Il AR B A 5m) e B 100 T 280840
BNk = AR T S = AR A L T AR R S A VY T U B P
—FpEE LR

15, MRPEBCPEE R 1 Frid (8 757, HRFRAE T, Brid B3R b b i A vh X S5l
FH R EERLE S 0. 01 ~ 1,

16. FRPEBCRIZESR 1 Brak (1) 77125, HAPALAE T, PRk B3R b rhl i A o X S
FIHEE/REE R 0.1 ~ 0.5,

17, FRIABCR K 1 I (13 1 255 7K 2P B 2K LA B 1) 7 v il 48 107 i, FLARRAIE
BROR LIS R R B FETAER FLIE N R AL T — 2% SRR 36K P PVA J) 5%, 7]

2



CN 101440168 B m ® E Xk B 2/2 7

M8 P oML s A

18, ARFFBOHEER 1 Prid (1977 725 2 10 3R 28 LI R FLIER R AR el M = i, FERe Ak A2
TRER ) H AN FLTE R IR I — 2 & & R IR SRR K 70 7 PVA, #E— AT A Ja miE
PRIE > B ARy 5 I s i
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—MRE KRR B R B R R =

AR s

[0001]  AACHHD S — T 2% 7K DU 3R AR AR R T3 B it o el R A R R FL B R
A PR ER R T 26 2K AU S 43 31 07 R e A PN S O o B B B K 22 LAY 48, 3R (B 46 4L
BRI ) BB — R WS R RSR KT R 7R Mk (PVA) , BE— B4 Ja 1R D R 7y
28 IS B R IR S A i 8 TR 0 T AR D BE S

E2REA

[0002]  YEAR 2 AW H AR H Hh #AF7E 5 51 1 U A2 ) K 43 18 B /K 3K i 9 =By S MR
BRF PR o BU 2 [ AH 2 W R BT AR IR AE 96 FLAR AW B 2 5 SO IR B2 R F%, el o = b i
FTT A o b R BRI B 5 3 i vty 28 58 DA R R B 5% (Analytical Biochemistry,
1980, 105 :375 ~ 383 ; Journal of Chromatography,1988,415 :1 ~ 11). H4&h, 40 405
L B sy 5 A AR A R 4 T R B il il 1 2 o AR ) e i) = B R AL i KA FH A2 i KA
SPAR | AESS: SRR B TR B =R 2 (Journal of colloid and interface Science, 1989,
132 :176-187) , WO BRI S8 K R 25 KK PR SR IR B o PRI i3 KM RL R AT 3K 1
SRR A — BRI R AR B B AR T .

[0003]  ZREZK LAtk T RAT M LR Be b 2 g e M, 8K e JS TE AR B o BT 43
BASA AT N F ST R AR B 2 SR MR BRI A S AR R 2
SRIKPEM BL . W B BB 200 A TR SRR SRR i W M — 2 35K/ BRI SE MR R G
W, R G AT A, W2 2 )8 T Langmuir W, PYEMESE -S4 24 PVA, /K ok £ 68,
RE LN - A - BE OGRS . Yy b 4E 2 5 BARM R R T sk HE1R
BIH ZEE S, JH T 8 AR ARRE T B o ROREE R S K, R R AL T W
I, 3 R T AR R R R IR R AR A A o B BT FE AR K

[0004]  AH L 4 HE W B VL, A2 R EC VL B e K M m r TR IE & D, O F
KXk, BEM SRR OHEMERKRMMBARE L 8B PEC mitiE., B KL
Ja o ME B o6 B @ IT Friedel—Cralts X N 7E 3R K 4 & 09 25 4 B # b 3g ik 5 A
(-CIL,C1, —0ll, —Co0ll, —COCILCL, —NIL %% ), 28 5 5 ) X Loy ik 3E A — 2D etk Lee
Yoon-Sik (U. S. Patent 5,466, 758(1995).) 2 AKX T —Fhiil#4 BH B BRERELE
(PS-PO) TR /772, FRAE LA bl & tH B PEG BRI Sk . & s &un T -
[0005]

O ' CH3

LA-CH; ™y C-CH,O— ¥
O™ ~CHo0—{CH,CH,O}H
o s A2 227

[0006]  Holmberg % ANWHFST T 4% 73 S AU PEG FIZ B PEG [ 56 28 S0 A FRAR N €T 4k 15
JE R B B J 152 (Journal of biomedical materials research,1992,26 :779 ~ 790) ,
g LW, 4y AU E B PEG ( 43 1 8 AE 1500 ~ 20000) #HeH] W B8 B BB &, 332
B4 PEG 5214 PEG AH LL A TAR A B @03, VB F AR BIHRBE L i ik B T 75 7K o 43 S R
25 21 PEG HFBHAS B AR . NV /REEaE -
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[0007]
2 JBHT
PEG-OH + CI-C-C-CH, PEG —OCH,CHCH,Cl ~——— PEG —OCH,CHCH,OH
o] 81°C 10h |
OH OH
Ha H
CI=C =CCH; O
(o]

PEG —OCH,CHCH,OCH,CH—CH,

OCH,CH—CH>
N

PEI

PS + HySO4/KMNO; ——— PS” ——— PS-NH-
o] (l)H H
2
PS-NH- + PEG —OCH,CHCH,OCH,CH—CH; —— PEG —OCH;CHCH,OCH,CH-C —NH-PS
Ha
OCH,CH—CH; OCH,CH—C —NH-PS
\O/ |
OH

[0008]  |IRpAT7vEAR IR T 75 58 2K S0 3R ek PEG, BE-A 2 FRAK 85 (1 5T 1 3B 5 P
BAEA o {E RS — 4% PEG 85 8 — AN FR3E, W R A kL e 2t — 20 ootk & =2 3B, L n
o S ki — AP AT A B T A L S A T

[0000] Bl %% (DhEem 4 T 254K, 1997, 10 :205 ~ 212) 4 7 — i3 1 [ 2 TR0 6
5 K SHE R, LA DMF 2 4555, AL B AN PO T 38 IR AL B AAH S5 B A 1677 (Phasetransfer
catalyst, PTC), fifi B — M HIFGAS BTN RSN A T S A FIERB R OEHER R AR
R N o« [N BRI

[0010] 25— 0 :[FEA R WK 2

[0011]

DMF
B—CD—OH + NaH —> B—CD—ONa+ H,
DMF
CH,CI +* B—CD—ONa - )-CH,0-B—-CD + HCI

[0012]  2f b A0 IOV BR 2
[0013]

ﬁ H H» nNaOH
);;:,; CHzo_B_CD + nB_CD_OH +n Hzc\'C"C Cl

/
@)

H
; CHzo—B—CDJf HZC—S—C2—O—B—CD—O]LH + nNaCl
OH n

[o014] AT T B — MWPRG ILIRMIAN 2Ry 0 SUR By B SR By AL & YA T RE, 4521
KB EAE XL >GRO > 250 XA B - MWDK ISR )8 HR R, AT 248 s R R

LGB K ZR 0, A& EAE R K Gy 157 B IE .

[0015] A& WIHRAIL T —Phf 20 R0 SR K SR SR 28 2GR 5 v B = i, ZE TN T AE

(B HEW, 2005, 21 (4) 289 ~ 296 ; AAR R K22 244K, 1993, 76 (6) :44 ~ 50) )

Hefihh b CEROR S0 0 A B T SBRAL ) 5 B 26K PR S0 1758 M T e D A Tk 281 e R L3R

2R LA TRER SR T, ANMBAT R BRAR T 85 5 ) R S 08 B4 A 5 i EL e R i TR Bk & & R L,
5]
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A RAIE— 20 R % G 77 AT s A il 75 B A i

REAAE

[0016] AR HIFIF Williamson BEAL S R I B, H Y2 AER 2R 26 RN S8 — =K
KT, IR LGk M S BE A A R KA R 11 B, £E AR Y T AT 1R
P8 s K ALK LAk et 5 2 — MR I BB K ) T8 Ir B 6 5, it B AR s
FEEE 11 TR 43 8 Al A Sl 5L AT R DR (K98 g A o

[0017] AR T —Fh R o5 K e MRS OE LG A BN 55 B = d, AR R 2B 3K
[oo18]  a fERRMEMEALTFIVER T, A A Friedel-Crafts S NoRf B LM 1) 430 67 L BLAL
s B AL, 19 B H & N R IE AP A

[0019]
H;
a
XN
RCHX

[0020] HPRAKHC=0,H, X AH CL,Br. A[MIhEERHA] RCUX A =i £ Bk ALk i /7 3L, 1
R OBAER R P,

[0021] b FEMRPEMRAFAESAAE T B TR H A SIEE PTC A BT PVA AT HLEHI A,
i PVA 558 2K C 00 1B I BE SR AR G . A TN S A A A2 R B R -

[0022]

PVA-OH + NaOH PVA-ONa + H,O

PTC H,
CHxX  + PVA-ONa C —O-PVA + NaCl
Q PTC O n,
CCHX + PVA-ONa C-C -0-PVA *+ NaCl
A

[0023] A HH IR OO S MR AE R e P IR BRE K G R ST RS K L0, AR AT B R KL L
YT CENEVE o VAV S 1Y T

[0024] 2P ER a SERGIN, K NI AE TCACIHRES T FhUE, 70 545 20 0 [ A4 4 5 R 48] A UK
EhER R, ORI E IR £ B OKYE 2 M, B E A K SRS E, TR R S A
TR G AT 2B ROV,

[0025] AN BHITIR OO S Y PR b R G B ROV, o W S AN U, BE V] 8 B 3R LA
T BRI K, AT Bk A e A S 71 58 28 L0 3R 1, 1] BB 3 Al PVA B Bk B ORAR e vk i 70 48
SRR MK KT . PR PVA IR BCEAE 0. 8 ~ 1. Omg/m’ Ju[E N .

[0026] A JBH PR itk e AP B b o PVA & —FoOCEEM R, SCrh 33111 PVAZK FIT PVA22K
e #8531 A 75 % FH 87 ~ 89% , Y T* Acros Organics 22 ;PVA9k ~ 10k FH PVA13K ~ 23K
W fA P 53 0 A 80 %6 FH 87 ~ 89%, W~ Sigma—Aldrich 2AW]. PVA JEHIKIE KD T2,
in 2K RKoR53FE A 2000,

[0027] A HIIFAS IR T-45 58 R LA BRI, PVA 43 26 HE 7] o 2k ~ 95K, ik

6
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A 5-25K,

[0028] AR PHPTIR O S N FALBR b R BT H A AL FAE N, N- R SR EE (DMF) F
IR (DMSO) , A FH AT 05 20 48 ik 4 I K AL B, 75 DU 2 71 B 5 0 52 N R

[0029] AU B PTIA L ER b v By B BRI o D e B ARUT R L T R SR AL
A S AR AL B S AL A R 1 — R, PR R EAL AT R A A A . BB ST A P X
YRR LR 1~ 20, JLiE 5-10.

[0030] A< A BH Pl Ao s VRS A2 B8 b vb i A (R AR 2 R AR A 3R 2 DU T R Ak B (TBAB) |
TNBE R S P RERALE (CTMAB) Nkt 2 = AR A A B (CTMAC) < DU T 25 i 1R & 4%
(TBSB) VU T 3La4L 5% (TBAT) » #)it A P X SAHEL REAEALTRI H B AR EE S 0. 01 ~ 1,1
RO L~ 0.5,

[0031] AR BHPTIR DM S A (RT3 b o Jit ] PVA (1 B 8 L2 1 ~ 50me/ml, 5 o [ &
8 ~ 15mg/ml.

[0032]  AJEBHPTIR S TE OV IREBR b o BT ROV [A]JE ] 1~ 100h, i £RAIE < S B HE /
b7 R 25 S N R 4 s I S NI TR 24 ~ 36h 5 ) B 0 ~ 100°C, I 50 ~ 70°C,

[0033] A% BAFTIR DMk S N FRIE 38 b v PYA 4 T8 5 50 S B4k / 1k AR BEAL 58 25 204 DA Ik
B, BT 2N 5 S0k TP 2R R A PEG AN, JE TN EE B B, B A T T 398952 .
[0034] 4203 b SERLET, K e N AL Uk, AR S I AR TR DR AOK PR, B etk
TR 2 A R TR B 1 PVA, R 5 o sk 3F 2128 T4

[0035] A B BT I g [ A 7= A2 R T A ARG T PVA [AZ IR IR 2R 2445 , Rl 31 A 2 T i e
PVA [ K FLIR K S HmTHER

[0036] A& B F= A EARBOR (AE R IR AR SE B T — 2 PVA &5 7, R it
R B IO Ak 28 B 4, AT SRS £ 0 3% i 1 25 7R B R R v, X 2 1 I AR S MR I B B 0 13
FIIRKBFAL

[0037] A& BH I B8 2K L M) S K ese i g v, T AR 3 — iR (1 B8 2K S0 el M k), 78 2E
WHE AR 73 B B B N A

BALEAR

[0038] St f4]—

[0039] A K LIS LTAL S

[0040]  50ml FF TN 0. 8g W IH A LMK, 20ml S e, oK 5 Lss 1. 2g, #ET-
P VA R, L ARSI N SRS 0. 8ml, 30°CHIVE Y 5ho 4 R AT L ACIRE TR
FhE, 73 2515 B0 [ A4 B R B N VK SRR A b bl , TR iR I RS KR A, e
PR TEK SBEpE I 8, 75 FL A B A T8

[0041] )5 [N BRI K 206 A AL B s gl kil g S5 =, 409k (FTIR) 43
MrER IH, B 55 I W AT AH L AE 1683em ™ H DL 9 1 5 208 IR AFH 28 1) 305 22 45 9% s Wi i e, 7
645cm ' AL T —MMRERIIEIR T (-CL) MHZ4adRzhg. B & SWLI 2R LM Ak PVA
[0042]  H 5mlDMI ¥ Eil45 RIS WAL IR 2K &4 0. 6g WAL AL, NN 35m1 PVA2K (1] DMI?
WL PRAE RNV AR ZR A PVA WRAEE N 20mg/ml, ZEFEFERAS R AR NP T 35 R0 0. 4g, &
FALEN 0. 8g, TOC TG SN, 24ho M [N 2 T T 18, 4R S5 4 [ 1R 420 Jo FH K R K BRI 5%

7
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TVl SR 2K 2032 R B PVAL SR 5 b 98 I B8 T8 FTIR 20 B BHAE 3433cm ' AL¥IHH
IWAR SR (1) PR FEMROBCE: s 7E 11 14em ' AE AW T C-0-C AEXTRRAH 4 R sl W Kb s 78 & S AL 3R
K LIGLAM G T 645em T AMR BRI C-CLIMAEIR BN IE CL£891 2Kk, FIRIX = Ab AR 4k #B R B PVA
OV i D AR G B 2R a8 2Rtk .

[0043]  SZjEAg] —

[0044] A K LIGHR LB Y

[0045]  50ml KE)HH I 0. 8g TR LG TUER, 24ml A Abfk, oK = &ALER 1. 06g, HkT-Hi
P WIS B, SRS TR NS RS 0. 3ml, 50 °C A KV 3he ¥RV IEAE TCACIRZAS N4
TE, 43 A5 B 1 [ A4 TR RS AN DK ER R e FE, BRI iR IR £ s oKk 2 i, B S T
FTE/K SRkt vk, AL 8. A THERE S EA 12.02%.

[0046] B Sl LBEEALEE 2R Z4& R ER PVA

[0047]  H] 5m1DMF ¥ FIR19 205 S WAL R 28 LG PRIK 1. 0g VKT, BN 35m1PVA9K ~
10K [1J DMF ¥, PRUE ROVAR R R PVA WA 20mg/ml, ARSI PR RAES A A Y T
AL EE 0. T6g, ZUEALER L. 15g, TOCIMVE WY 24h, 4 | RIS AL Dk, 48 5 [ 44 i
R EFOKPES, B2 DM 58 28 S A sk 32 RS B 19 PVA, 28 )5 ik 38 3+ 27 88, 15 21974
RIFELS B 4. 212mmol /g T 1K, PVA fHECEH 0. 59mg/m” T 1K,

[0048]  SEjfs] —

[0049] A ZBIK &R LR [ W

[0050]  50ml K& I 1g BB LAMER, 24ml — i db bR, oK =&ALER 1. be, G T- B FE,
R ISR, SR AR IR CBEIR 0. 4ml, 50°C T Y. 3ho H S NRAE T ACIRZES T #hJE,
T3 B A B e [ A4 40 o AR N DK R e T e, AR oot v T A B ok ee 2 T, A R
JoIK CEEPEG IS I8, AR BT BRI OO TIRIR B B 25, 54% 6

[0051] B JREALER K LIGE fEBE PVA

[0052]  H 5SmlDMF ¥ FiR1S 2R LA 8 4G5 0. 6g Wk A, M\ 35m1PVA22K [
DMF 953, ARAF S AR R H PVA RIS K 10mg/ml, ZEHEF PR A R AR I+ B dE =
FRILIALER 0. 44, ZUEALBR 1. 108, TOCIIE Y. 24h. g I V2 IS U8, 2R 5K [Fl 44
SR R K R, I 2% 50 H: 308 2 0 T Bk 3R TR B 1Y) PVA, AR )5 i U8 208 T4, 19 3
BRI S B 3. 867Tmmol /g T-EK, PVA {HELE 4 0. 86mg/m” T-EK.

[0053] S Py

[0054] A ZBo8 L0 I &L FR A0 s b

[0055]  250m1 BT NN 10g AR ZUBHER, T0m1 S, B2 it 26°CHEH 1h, A
To/KEALEE 8g, AR Bkt (6, 2R Ja H AR L, 50 CIHIE N, 10he K5 SN AF TeACIR 2
T AVE, 2> BT B [ A4 PR IR B N DR R P e, RO vE I A B TOKsE R T, &
JEF K SRt vk, RS TR . SR TR E S BN 19. 28%.

[0056] B Gl AL LG ARTEE PVA

[0057]  H 50m1DMF ¥ FIR15 250 AL SR 8 S Aa Pk 5 WK IE A, i 250m1PVA22K [¥]
DMI 598, PRUE R AR Z2 7 PVA IREEA 15mg/ml, 7ESE S B HEIRAS T AR Y T 25 R
S0 4. 61g, EEALN 8. T0g, TOCIM SN 24h . B 2 MRS Gt &, SR S 4 [ A4 o FH K
B AR PR 5% 25 O80T 3R 2K SRR 3R 1 R B 6] PVA, SR ) i o8 B2 6, 15 B a0k

8
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FA R 3.837Tmmol /g TEK, PVA {BEERN 0. 98mg/m” TEK.

[0058]  SiZjiEdAl i

[0059] A ZBIRE L0 I & FR AL s b

[0060]  100m1 B M 2g ZEZE LB AIK, 40mT Mk, 1,4- — UL T LE 10mT,
P PRSI FEAT VR 78 SR, 15 A 7K VY SUAL S 3ml, 40 CHRE Y. 6ho 4 ) W TE 7K
RSN HHUE, 20 B 45 B R AR TR A8 AN K ERBR P Bk, TRk L ue I A 22 B TR E
T, S5 T JC K S lEseidcad vk, TR S T8 . MRS TR E S =N 16.8% .

[0061] B Gl T EALTE R LGB TEE PVA

[0062]  H 5ml1DMF ¥4 FiR45 25 IR0 5 48 L@tk 0. 6 Wik 2, B\ 35m1PVA13K ~
23K [ DMSO ¥ ¥ » PRIUE R AKR Z2 77 PVA A 10mg/ml, AEFEFE IR IR A ARG A Y T
FEMALEE 0. 53g, EUEEALEN 0. 918, TOCIMUT Y. 24h. K5 [ R EIE F Tl U8 28 J5 K5 [ A4 49) it
R EAIKBES, 1922 00 R R SRR3R ok B 1 PVA, 2R 5 Ik v I 20 08, 73 21 4
BRIFIE S 4. 012mmol /g T BRK, PVA RN 1. 0lmg/m” T ER.

[0063]  SEjEM 7S

[0064] A SRR LM IIR SR N

[0065]  250ml e N 10g B4 LMK, 150ml S BE, Jo/K =& 4bEs 19. 6g, fidE
W PERE, VIS R, , SRS T IIR Z IR 8. 5ml, 50°C MM Y 3h. W R PN IRAE AR
NHHUE, 7 B A 3 A7) BTN E AN DK ER IR P AT, AR IE I R E - oKkvE R R,
Ja B JOK Sl i vk, TR SR T . B S TR & 8o 27, 78 %,

[0066] B ¥R LB L4E R EL PVA

[0067]1  HH 50mIDMSO¥ Fid 15 FIVR LB IR A8 ARk 6 g W IR I, i\ 350m1PVAT3K ~
23K ¥ DMSO #598, BRAE S N AR ZR H PVA MRFE A 15mg/m 1, FEHEFE IR BEFEIRAS RO A Y T
SLIRAER 3. 3628, HAAEN 6. 68g, TO°C AT WY 36h o 4 [ W2 R U8, 28 Jia K [l AR 42) i
FHIR SR BRI B 25 2R 28 2K LG TR THURY B Y PYA, 2R 15 i 8 IF 308 T8, 79 2013
FREFELE & 3. 733mmol /g T-BR, PVA (B E 4 0. 95mg/m” TEK.
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