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— SR BRI T R R 5 R R
52

AR G
[0001] A B J& T A W= 25 R 4K R 2 BOR Gk , B AR Je— sy 3 24 B 1) 38 i B804 1Y)
A% 3 R G R AR 5 T SN

HREAR

[0002] &4 (Camptothecin, CPT) /& —FAE 4TI 2454 , b (B rh g | V8 e 20 A1 ) 554
S LS 2] o S5 BRONT 7 15 A R S S5 38 98 S5 A R T R, AR D B30 N A PR IAL IS R
10— F3 35 5500 Bk 1) e e v P s RS 0, %o o 0 Sk 3350 o 9 B S R, T EL R AR L
o Z AR B HAT AR MU e et S WA B2 N AR TR E R
B ) /N 53 1 ik R 22 2 ARBN T 22 AR AR L R AR B/, AW FH 2 AR B AR
FHE S, (R, v 20 1 b2 XA 1R 5 AR W0 A 25 A 4 0 AR A0 ] 8 g M 2 11 3R B WD el /N o0
T2V 2 R R AR, SR MR R BOIL SRS B A R R AR 3 1
ZREN R, 5/ 0 F i vAatt R E MR R AR LAY 2 R BAGE 1430 1% K&
Pem T IMREAL B RR R, B E R T AR IR RS T 2GR AR ) 5 R
YER . Poly (ethyleneglycol) -b—poly (caprolactone) (PEG-b—PCL) P 3= 14 fix B LB W 1E
RN— MBI, Bon T m R A RCERAIR TR A T 1R B IR B 2, AR B i
THR 2500 B L AT 3 R B R AR A A B U RAR, S P B RRE SR M iR B R
PEG-b-PCLH R 245 & , 7E AR AME AR N ARS8 e A o5 B I (DTT) X i daidE AT VIR
TIU R i A A B2 B A O o B B A BB T B = SR AR AR S B 2 B R v T L 104,
AR RSP B 77 Aoa 8 T EUK 3R T S 2 AT RE

RARE

[0003] AR Wt R (1 5 A i) A2 SR AL 1 — ol 2 24 B ) O iR BB 1) 285 W0 A 3 AR L ) 1)
TR 2P MG RS BRI RGN, HEZGE R 1 % 28 2)12.6% , IF HizZy
Yottt 28 48 HAT 30 R BRURE « 1R B F 2B R 25 I R0 ) ek /R 4 6 19 L PR 6 0w T ffl
HA G2 R ML ) P ) 00 2590

[0004] 75 B D fig ik IR B Al R F G~ SR TT 56, — Rl 32 R 38 SR U 254
it 2848 10 il 46 5 v AR IEAE T BRI AR08 - K52, 2- — 32 4 8 Ak il i i R ot
A BBEE 5 A A TR AR ) AR B SR 4K (CPT—SS—-CPT) , He k) FLZE AT 5 A il — 5%
R EBIPEVEIR BOLRYR £ — - T C Wi mPEG-b-PCL) il 75 = 20 24 & 1 34 S AU
[0005] 254k R EE  Hoh BB — JRAR B 25 A 20 -
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N
[0006] % sSv~o O%

[0007] %S AR — SR AR H AT 3 IR AR ) i B L ], AR R SR T T T 2R

%ﬁﬁlﬁzﬁﬂﬁ@%%ﬁ%ﬁﬂﬁ%#ﬁﬂa@%ﬁs HE T 5= BB BT 24 FR RIS R, T 7 S P ik B
IREWE 2 - 2 N R B3 4> T8 86000-11000,
[0008]  HE— B4k, Frid EA Bl AR BAR G R £ N -

m:n2

H
O DMAP.CHLCIz
DMAP,CH,CI,
[0009] N HONSs~OH

[0010]  EAARE BOSHE g « K 2 A0 Bl 5 0 i 22 2R 5 S PP R B e I8 1 45 P TR 1, P o ] 4
1 52,2- 258 45 A ON $1l45 B i B Ak .

[0011]  BE— B4l ik , Frik S A i — S A BAR G BOP SRy  FE IR AT T, DS BB A0
TR L S BRI 9 S Ay , LhA—— W R e i 7], DL G e A ) 72 Gl OR3P
N E T N 2h il A3 (AL £E SR SRR T, PAA- W S R E AL, TR Ak LS 2, 2-
TR OHE T I B8N A PG JE AT AL B E R R A

[0012]  BE—DARIE, Frid Mok ik BOIL R MR & - S W BRI B AR & g 72 9 - B
mPEG K731 51K, BAF BRI ML), © N BE AR TT I R & Hil43 ISR PR B L 2R )
RO m-ROWNER.

[0013] A< U WY Fir ks 1) vy 280 245 1) 3 R BRUURK ) 245 WA 368 AR G 1) o 46 O V% FURFAEAE T2 BA
R R AR L, DL SR I I B IR EE & 3R C A R 9 B0, 3 o 32 2 )
%ﬁ%ﬁiﬁﬁ’,\%?ﬁifmmﬁw 6wt %6 o

[0014] Bt — DAL , M i A v ) A B0 2 I R ) I AR b il JOE T AR B o T RN
14000,

[0015] A% J WY Fimak 1) vy 480 245 1) 3 S BURK ) 24 A 328 2R 40 1 1) 2% L AT 2 12 R RS 1) 28
U2V N H o

[0016] AR HI HIA TR BA L N H m AU
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(00171 T A A SR AL 7 — bR S B — ZR AR S = 25 W 1% 3 R GE K 3R EG BN U5 1, 1% 24
Yiteids 240 5 S WAL R, KB R Mm% 5= #12.6% .

[0018] 2 A AR A AR NE R A I PSR TR R B IR YR £ e -R . WERE N 241
AR, ALK T R] B AR AR E I B IR, 2R 7K I 5 & B AR N R A 5 1 1A 58 R
B v JU AR MLV AT ) A P 5 22 8 24 TR 313K Pk e e AR 2H RN S s SR A 2 A
i B o ZE W 2, A TTRE TS U8 2540, 3800 1 25 W) R P 5 5 4 1 42, RS R ) 96 T T
HA LRI N E -

[0019] 3 A B SR AL BE T B A0 — S AACH) 250 % 38 RGeS i & R 4, 0 245 W)
R R il R ] R

B [=115¢ BR
(00201 &] 1 A2 St 912 45 S 1 -5 Rk — BR AR (V) A G L IR S 1S 1)
[0021] &I 22 S5t 915 7 8 24 e AR 1) SR RE 2 el 26

BASHE A

[0022] DAl g S it A9 0T A 5 BH ) b0 A 5 AH03E— 20 VEAH UL BH , (HAS L 1Z0Ks 1 B A R A
KB IR 3 Y AN R T DL B St ], ML T AN B B IR N ARSI R R T A K
i RENEE S

[0023]  sEjiifsl1

[0024]  #E100mL 5 3¢ 5o i AR ANNO . 5g B M (1. 44mmo1) 0. 29g % Ak 2 ik S, FF R i
F10.39g DMAP, ¥ MRAE25mLIC /K CHoC Lo , Ar S AR N % iR e M 2h, F25mL/K a3 IR, B
HUAH TG 7K Mg SO 45% , ol 4 4 15 21 1) 4 L 7247

[0025]  sEjiifs)2

[0026] 44 S 5] 1 v BT A5 K P2 v T-25mL G 7K CH2C 1o, BT N92 . 5mg 2 3% — WAL 41
2.5mL THFAH7.5mL CH2Cl2fVRA I, Av SRS N Z il S N48h, I I8 , W4 , &4t = 4liAk
(kBEFR] : CH30H/CH2C12) 45 2 H A% = 4) 5 M — 2R 46290 23g, 77 % N35.5% o

[0027]  'H NMR (600MHz,CDC13) 88.39 (s, 1H) ,8.18(d,1H) ,7.93(d,1H) ,7.82 (t,1H) ,7.66
(t, 1H),5.76(d,1H) ,5.41-5.18 (m,1H) ,5.46-5.14 (m,1H) ,4.00(d,1H) ,2.81 (d,1H) ,2.23
(d,1H), 2.09(d,1H),0.97 (t,1H) .EST-MS for CcH3sN4012S2[M+H"] F1[M+Na"]calcd:
902.1928, found:903.2006#1925.1786.

[o028]  sEjiifs)3

o 0
0 o}
n

[0030]  :K50.464g mPEGAHI0.204g CL2%0Sn (Oct) S IMAFIR &, B 38 CHES THRM
WG, 75 25 N 1 Pal B, I B B T 140°C i TR BH T R &, A 700 K N THE
VS FR e ZZMW= 140003 M 42 FRFE M Ab 38, 253 /KB M 48h Ja K K AR T, RIAS P S PE ik
BB YmPEG-b-PCL.

[0031]  'H NMR (400MHz,CDC1s) 84.05 (t,1H) ,3.64 (s, 17H) ,3.37 (s, 1H) ,2.39-2.23 (m,
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1H), 1.71-1.57 (m,2H) ,1.45-1.30 (m, 1H) .

[0032]  Sjitifsl4

[0033]  HY100mg P 3% P ik B 3L B ¥ImPEG—b-PCL A1 20mg =44 B — 28 4A & T-10mL DMFH, #
FIitRE S IR RN 30min, FE 5 EiE TS T (MWCO 3500) , fEZE1E/K FhiE T 24h, FEFE 4h#—X
AR, BT A R e UERR BN RICPT-SS-CPT, T

[0034] Syt fl5

[0035]  FRENSmg R 25 IR AR T 3mLA0 . IM pH="7 . 4/ BEMR £h 22 vV T b , B #8 BB AR
H (MWCO 3500) , 28 5 B T-20mL. 10mM DTTHBERR £R 22 iy i A , 137 Caftfr , 76 TE [ B [
N 3mL G i L » FH v S0 AR 2 v ) 5 5 R P R T

[0036] DA LSt o4k 1 A s BH 1) 2 A R 3L L = BEARAE S A A, AT B AR N 52 1%
TR AR B AN 52 3 S it A5 1) IR ] 5 b 3 STt 451 R i B 5 A A 1 R 1 B AR B Y R
B, LEAN 25 A B SR B B S B R AR B IR 28 K AR A AN, X AR AL RN gk AR N
AR EIE A
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