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1. —FEALH (L) BB ReNlH ELTREHEX,

s F
R! 2 4&,. -CO(CR3R4),(CR3RE)CR7RERS;
R'Z&;
RAREAgRIMEE. & 1-6 AERTHREL, 4 2-T AR
FHRERE 2-T ABRTFHRE;
10 RAFREABIEL. & 1-6 MPBERFEHRE. 4 2-7T 48K
FHHE. & 2T ANBERTFHBRE. -(CRBR4ORI, CF;, -F, &K
-002311;
RRR. 2 1-6 MR TFRE. 4 2-7T ARRTEHHE. & 2-
TABEFekE. -(CRR4ORD, -CFs, -F, &K, -CO2R;
15 RfREaRIints. & 1-6 A ARETFHRE. £ 2-T ABR
FHHE. 2 2-TABRFeyBAE. -CRRYOR, CF3, -F, X -COR',;
R % &, -COCH2-8-CHaCH2-(0-CHa-CH2),-OCH3;
RUEZRE. & 1-6ABRETHRE. 2 2-TABRTHRE. 2 2-
TABRTFHBRERS T-10NMERFHEERE;

b =0-6;
d = 0-6;
f=0-6;

20 n = 5-450;
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WREHAZE R P R _ERRFAHEL, #—FHE4ER RV
BEPE—ABHLHFEY—A -CRRHYORC X H, £+ R 2
~COCHg-S§-CH2CHz-(0-CH2-CH2)-OCH3 _

2. RAIER1 P84e%, HF b=0, d=0.

5 3. RAIER 1 E 2 FEM—RF e, £ =1,

4. BAERK1E 3 FEM—ATHHEH, XFRHRREZL.

5. MAIER 1 £ 4 FET—RAFELEH, XF VA 4 1-6
ABRBRTRE. 2 2-THRRTFHHE. & 2-T AR TFoy-ER-CF,.

6. RAFERK 1 £ 5 PHET—RAPHHLESY, LF PR R

10 -(CRSR4%OR10,

7. RAIER1E 6 PAEMT—AT LS, L+ 0=5-200.

8. MAIER T84eW, K+ n=8-135,

9. MAIERK 7 8948%, FF n=8-20.

10. BRA|ZK 78444, K+ 0=90-120.

15 11, MAEKR 1 &G4as4, CRAFHEE-42 85 3-BX-2- (&
PE) - 2-FEARFTER (T—85) 5BF 5000 4925454,

12, MAEK 1 g4edd, eREFHRTKR 42 85 3-24-2- (&
WE)-2-FRAARK (FRE (=8) 5.5 5000) th&2%.

13. BAZK1 £ 12 PEE—RAGEAX (A) HALLSHRAEE

20 HETHRZGEER, EHNGEAFIFEALSIW T BHEFEAXB
AR I ERAERGBBTHER.

4. BAFELK1E 12 PEE—RGBEAX (A) HASHR IS
B ETHRZLHER, EHELFIAFHNBIBTGEREBOED
TR,

25 15. BAERK 1 E 12 P HEE—RAGEAX (A) HLoBHIKSH
HETERZYEL, EAFHSEAITWHRALABTHARELHHY
TEIEA.

16. BAEK 1 E 12 PHEE—RGEAX (A) HAHALHIKES
HETEZGEE, AHNGETIATWHBRLIWFHRARBRXT X

30 WBEHFPHEAR.

17 ALK 1 £ 12 PEE—AGERAX (A) HLLHREE
HETRZGEE, EHELAITWHALI BT S R umiLEY
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HHTHER.

18. RAIERL1E 12 PEE—RHGEAX (L) GBI AE
HETERZHER, AHELFT IR EFLDDTHCRBERT NS
HPHER.

5 19. #ABFER1 E 12 PEE—AGEA R (L) H408R
AHHETRHRZHEE, AFELTFIFHBLDB T EOMH XS EY
AR A,

20 —HHBAELH, CELABFER 1 £ 12 PHEE—AHYL
AR (A) Bt ZE % LT %GB,

10 21. —HHEBABR 1 PRELGEEX (L) 2B FE, &
R EA AKX (B) H4dd:

®)

R RRBARE I FELHR, PARAZR T FIAMR, ROy
15 BRARR 1 FX (A) FHHIEXAE, WHREAZEV —4 RUEAHAK

A-COCHX, XP X R AELHHELLH;

588 FX (C) 9sdtir R E;

HS-CHpCHo~(0-CHp-CH2):OCHg  (C)

EF n EERAIER 1 THEZXAAF, 2R EETIHMETEEERK

20 REBITRY, HEEZHREIRPE, AL BHEHX (A) i,

22. JeBAIRR 21 PAARXHX (B) &4é4.
23. RAIRR 22 ¥HX (B) bbdh, ERENEE 42 i

4
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5 3-BE-2-Q--LHBRETE)2-FEARY R A8,
24, BAER 22 FHX (B) 4%, cRAFTHEE 42 ik
5 3-Q-TBAL)-2- (- LBATR) - 2-FE-ARHBRNHE.
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KEMFOEERE

REAGAKERFUEERE, BHFTATALLAFH A%
S OABHBF. ARERAR. TANE. ARALFLERAT. £
B, AEAATRENEFNALAEABRAYTRAR (-8 ) B
X, eNBHEREFPHTRE, REZAACMEESLENS. foi
BRBHIEF. BRI EEINER. BLEMER. XE. RAT-
MG R/ KRERB. EERNE. AHALE. ChTERR. BhTER.
10 RA§ 8 5 id R o i B 38 78 5% % B 6942 A o k.
THEEFRGRKEEN (Streptomyces hygroscopicus) #4
M—FRXI=ZHREE, CHANLARAGHEN, HHRGELS
¥ (Candida albicans) , AEARAREKRIBAEHR AL
C.Vezina ¥ A, J.Antibiot. 28,721(1975); S.N.Sehgal F A,
15 J.Antibiot. 28,727(1975) ; H.A.Baker % A , J.Antibiot.
31,539(1978); USP 3,929,992; USP 3,993,749]. %4, EHEX
¥k (USP 4,885,171) S 5EB @ F4414M (USP 4,401,653) &
LR FEA R BEM.
FlaEE ML EP KR AT F FASEB 3, 3411 (1989) . 3%
20 FHEAFFL-506, RECXKLSTF, LEFTHRAAKGLEEFHAN,
M w T A F B ok # A H F [FASEB 3,3411(1989); FASEB
3,5256(1989); R.Y.Calne % A , Lancet.1183(1978) ; USP
5,100,899] . R.Martel % A [Can J. Physiol.pharmcol.
S5, 88N AFTEMREFFEAZTEHGIHMBHIRAMN. 34
25 HMBAERXTRAERY;, EHPHIHXTEAEX., —HERNBHRXY
RARX P RA G ; oA b4 £ 16E RARK T A&,
FTHEFTLTRAERBRGAERF A& F K4 mik g [USP
5,078,999] . A% % [USP 5,080,899]. A& & &£ 4k #i & 4 & 5 [USP
5,321,009]. Kp&k&. 4R B, [USP 5,286,730]. M@ E4
30 [USP 5,286,731]. FAMEREAANRZABHERLESHKLERY
[USP 5,288,711 #= 5,516, 781]. BRA T-mAe &tk /HhEE [ &
# ¥ 3 525,960 A1l . BR X [USP 5, 387,589] . & M & [USP
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10

15

20

5,206,018] . = & X M % % [USP 5,496,832] . #+ & A [USP
5,561,138].

—FHEREEE, FEBREL 42 581 3-8K-2- (94
-9 K BB B4 B [ FFF USP 5,362,7181) , wakARA CCI-779,
CEFHEAFNTHEHBERRETHEIHITBREARAENE ]
W A RXE F & M EEMW. [Gibbons,J.,Proc. Am. Assoc.
Can.Res. 40:301(1999); Geoerger B., Proc. Am. Assoc. Can. Res.
40:603(1999) ; Alexandre.J.,Proc.Am Assoc.Can.Res. 40:613
(1999); ¥A A& Alexandre,J.,Clin.Canser. Res.5(November
Supp.), Abstr.7(1999)].

R =% (PEG) R—HEKARFTXH4N. THRESY, TEFL
FRXPAFFEHFETETF AR SEAMENFY. 245 TFENHT
1000 B R R . £ ERK;, RELSTEH PEC ARG € B4K,
BANBEERATEHSTE, Ed3 6TCUAEHAFAS TR, o
FELEANLGELH 20,000 PECEFHA FANFRAHBEREA
F. EEYEFHRTAAMENBGAXHGF R, BF PEC RAE
5, -4k FDA LT R T4 W 46, PEC ey FHEFHAFTF USP
5,780,462,

RXAAE

AEARBEAATEMN (A) HFREXTAEABEOTREAR (T

—B) Bk
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R
R'Fe R* & f 3% 5 3 % £, 3K, CO(CR3R4),(CRORE)GCR7RER?;
RAFEREABIESR. 212 6ABRETHRE, 2 2-TA%

5 BFHHE. 2 2-TARRTFHEE. ZRTFEN-F;
RfAREAEIBER. 2 1-6 MRETFHRE. 2 2-TABR
FHE., 2 2-TANBERFH L. (CRR4ORI, -CFs, -F, K -COzRM;
RRZ&A. 4 1-6 A BRETFHRE, & 2-TARRTHHE, 4 2-
TABEF A, -(CRIRYORT, -CFg, -F, K, -COR1Y;
10 RFREABIBES. 2 1-6 MERTFHREA, £ 2-TABER
FHHE. 2 2-TAKRTFHRAE. -CRRHYORIO, -CFg, -F, &, -CORM;
R'® P 2 g g}“ -COCH2-S-CH2CH2-(0O-CH2-CH2),-OCH3;
R'ZE.A1-6 /MR TFHRE. & 2-TABERFHHE, 4 2-7
AR FRERS T-10 /MR TFHEERE;

b = 0-6;

d = 0-6;

f=0-6;

n = 5-450;
HREMAR Fo R ZEHRRE, E—FHEHRR IR SF A
ZE—A (CRIR4)OR10 H H], 3+ R R .COCH,-S-CHpCHo-(0-CH2-CHy),-OCH3, 3K
vt ETRe e, CTATHERLEMNE, ST TRARETHBHEIF.
BB BEEINER. ALERERRB. £E. BRAT-@RG LK/ HKE

15
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B EARFRE. AHRAE. ST AR, BT AR KRHOLTER
S heFTEHBAERE. AEAPHAFVSHETHATHEEHER
LoBeg AL,
AEPHGASH (A) f2 (B) F, A THXERANMHE LGS
5 B, AESTHRA XA H8s-:
R T AR Hldm 4.
b dAM e TAIE 08, 1; #lb R 0FHdR L K&
—HEBHAHEK.
FAEE B R 1-4, Hlde 1-2, KB T4EH 1.
10 RARTARARS 1-6 MEETFHRE, REA.
R TRARF R 4 1-6 ARRTFHRE. 4 2-T ARRTF %
k. 22T ABRFHEEZ-CP; HlrER4 14 MRRTFHRE.
R* = R’ 7T 04 & 4] 4= S 3, -(CR3R4)OR10 ,
EhdEF—A RJQ:-COCHZ-S-CHgng-(O-CHg-on)n-OCHs AALR, SMT
15 AARBARIALRHRALY. RAF —AIARANSZIHGEXAFE.
n {HE RHIEE AL 5-400 X1, e 5-350 K 5-300, HlimfEdy
65-155 LB A .
LTHAN, BHETEZHEXETHEFCS —EENK
KR, TAHAMKANBERT R (BF, BHEHEAHEY
20 BAN), HeRLELEE. (HlH. E35) RIEREX. &
B. AHF 1-6 M ERTFTHREAELESASNMRETSH 1-6 AKART
HoRABERNBEENMRETAR 16 AERTH LR,
de K E AT AR BT, KiF B4 ZARBEB/—FRKZXAN
HENSHIDE, CRERAERABRAIFGUESDH RGBT,
25 REZLBRA—FHBIAR. FTEBIENY, BEEAAKLSEBRE
A F LRSI
EAZPRENTHETHRC_BAYEERRE T, KRETFH
EAHLARBR CCI-TT9, £ ¥ 3-FA-2- (£FH) -2-TEAARK
Br—AREANEEBBR OB, EAXPHRES T, Kikn
30 4E=5-200; E L& n=8-135. RALL AR AL T n 4E=8-20 FaFF
s b n=90-120 45, n {3 F® PEC M T EFHLHCRELWTLHE.
Blde, BB BAEDE n=5-200 B, CEHEINSHE DT —
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LA ) RS W ATAR, XEHEHE 0=5 Fo n=200 LW ZHREL
SH, BEM =100 L LA RKEGFTE, A4S 111 IVAHH, £
FHegn{ih 108, FEH o E P 99%T /A 65 155 Z 0. REHHIX
SRS PETUARETFECMNYBRNENR B4 45 TE

5 RkIBpEFEM, Hldm, CCI-T779-PEC 5000 By A5x4 —Fr BLA Likid
Asdh, L+ —AM4e PEC BRAIA-FHLT £ 5000 8 E A K
L 5000 EEANRLoBITEWEBRY; @ CCI-779- (PEG
5000). B0 RAFIXMH—F LA k@ Xej1bd9. £C ¢ HA- M4 PEC
BN RAAFHSTEE 5000 HBE 5000 EHANR =B 44

10 HERHARY.

K#E A" . BB o “BE” ORIRNFFTLHAREAT

. BRETEAH 1-6 4~ #lde -4 ARRT, Pl FE. TH, AL
Fol TR, WRAFRETEL 2-TBETF, Hlie -5 ABEFi#EPRT
WR, AREARTRE,

15 AL PAELRE—FHEX (L) & F%, ettt A TX
(B) #4é-%:

AP REZFEREXG R, FEAFREHGEXAG R, £F R 55X
20 (A) AT AL, FHREE LV —A R AKX E-COCH-X, £+ X

A—ANEHNBEELREA,;

L5EAF TN (C) st iTR B

10
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HS-CHoCH2-(O-CHp-CHp)-OCH3  (C)

RX(C) P n i ZXEWNEHME, REZEMTERGBRRETIK
i, FEEERBREIETRPEUALEX (A) AWK THHEH L
THZHE.
5 A (B) BB RERLANS —AF &,
AFAEAKLSHHETFTHEANTAETEY, LTRAIKYF
EREGFRARELSF L&,
HETHAR LAY EAEABNTRNEZTNEEARYHNET &
AT USP 5, 362, 718 A= W0 95/28406 ¥, SAAIIAEHEFE,
10 FARM, — A S FHEEEBTAEA —KLH X-CH:CO-H &) BtiL XA %
B, A F X R#ELEIRXLXSEHNELLE, RERAHRER
i hde — PR Ao (DMAP) A AN, A—FBEMNiE_KLE
BT (DCC) FANMFZFTHATY. b, THEFX 42 558K5
3-FK-2- (2-LBATE) 2-FRABRERGE (4eH 1)
15 BRENMEFNAEALAL 3-(2-9-TBEERX ) -2-(2-B-LBEATHA)
“-FERE-BHBRHUBRGE (44 11) RAXMFEFHEY FHK,
CMHPANRATFAFHENRL_BANETHEEFGELARE (534K
2ot 111 4= 1V) .
RL-BMAHBEATIRRARNIARCLYRL-BRE,
20 i#dwAReHFHiXF “The Handbook of Pharmaceutical Excipients”
Far (1994) % 355 £ 361 W &5, REAAREHSHE TS
BAEXTFREHIFEH 200 £45 200,000 R T —BF B4 &9 AF
At AE M PEC BE AL EH IEMLBEETRI_BEHR
BWHLTEELI0EL4 20,000 8ERY, ERESTFEALYI0E
25 % 6,000 Zéy. CALEFEBRALYTHETHREABRESENR
C_BAE. E—HRRAAFANENTRAEREFPRBEAETHR
LB EaE L e,
AE GBS AP EEM, T A CCI-779-PEG-5000
B (4024 I11) #F=2 CCI-779- (PEG5000) .85 (4b&3h IV) 4EH AR K 88
30 HREAHALSY, AN HERERERLFRIES, ZRABTREA
USTMC AX B MR A B @mICE KAFWHIFIL. AT R ZRIMAET FTA QR

11
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KRB Aot R R, UBTMG AX B WA Mt (ATCCHHTBLI4; TA
10801 University Boulevard; Manassas, VA 20110; American Type
Culture Collection ¥£%|) AL TFTAKFAEK:
A KA % Barle 32K 89 BRL B LFEANK (500 EH)
5 +5 &7+ BRL MEM 3E &% t9 R A B (10oM)
+5EABRLEFEE-HEFE (10000 Brr$42/E 4, 10000 84/
Z5)
+5 &7+ BRL ABABR4HE % (100mM)
+5 £ BRL L-5-& Bt (200mM)
10 +50 £ BRL s F o i (A48 5)
RERUELF .
1. ¥miekZaBiiE 96 bRk EAIK, HEANDE
b RES 10'/ R, HEZ 200 MARBEBROANTTEK, &
HAE ITCTAFHK 24 b H.

15 2. PRBRHMBERENRTORZRDEEOE. EHEART o
A 200 BAFGHANTL, AHA RS S bR EAAR - X =44t
ATRE, WRB YA SHERE 10 BABEBREL A EE T (PBS) #
A 31CHE A5 48 haf,

' 3. EMEMEE S SN, RRHEADEA 1BREL MR

20 vz BL A A B 47 (New England Nuclear thymidine, Catalog#
NET-027, 6.7 EE2/EER) . 1 HEZH it 1044 PBS F (AKX
FXHARR) . LREXDBIFS TR I REY S .

4, BAPHRBREFHEHEFRGANIR, PESRERFEBRE. R
BiEEA PR A S0 #FF BRL10x M Z G 8, 3#EA 3TCHE 10

25 AP AR ENEEAB. B Skatron 96 AR E Bl XHERE
LIRFELSLE L, L4455 /& Vallac Betaptate i3 B fitdk.
gX.

1A% ICs

CCI-779 0.6 45%/EH
febdh 111 L.o#sk/EH
At 1TV 4.0 % /EH

E: CCI-TIIWB A/ EF L E

12
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AXFFRENSEXERFEFFHRINLERIF, RAAGL
S Emprk, BRToRAERFERN. 2AaRiL, KL9
(S TRAREFAWTHEANBYELK, OHABPE, HE
HmpesE. WFIRE. SURE. Mo ERITEE.

5 AERAYASBETRARSEFIWHBHEIERFER, #F. <
BE. BF. MR B, BAR (I B@R) . AR, MaFHBH. AR
RAHHE. SERBEFABHEST, FATAREGFTAFRABHIEL
R KRR, ABRAREGFAIFHNOLEERRFBERRLE. XAAEH
XPR, BAR. TENRA., 3 XHELE; ARXEHPFL

10 B, EX. BF. KIBBEHEE. R, BWE (aitdw., BHEMRE
WA, BRAM. ERFBREFAZLSE. LATEF) FREFTEX
E; BAT-mRG 0/ e, AgAS afdERERRRER
F. BHLTHRBFEL, AESHTER. BeFEARK. ko
TEMAK, BRHRER. BT RF. HRBHERN, FEFHHRBHER

15 4 d)ShREAE. b T@REDERY LT ERGE5RLEEA
Bl EH/G, ABARIHPRARS X HEIOERE.

BRATOHBREN, RERZALS YR RLToERY
ABUEBREHGOHBARE, RAVNGAKSHTAEREZWN, B4
WREIXBEUABEIRA, RET EEGLEAS.

20 AEPALBET AR CHGACTHEETYEMNSR T _BLL
HEEAR. #e, ERRTF2IELTEEFTHEFEUSP 4,375, 464,
AECARLEVRMAYNLLTFELTHELR], THELSTEDY,
AEF 1-. 3=, Fo/R 5 4R T#E & [USP 5, 023,262]; 29 453
TRAEWEXUSP 5,093,339, £ C.ARLEHTHMAY 32 5FFR

25 FHREE] 1,29-REFTAFMEEUSP 5,093,338, AC.AGLS
TAARA T,32-FREHEE]; 27-£XFHEFE[USPS, 256, 790]
Fo 15- A FHEIUSPS,102,876]. REPLFE 42-BENRKRFTHEE
49 31 4285 [USP 5,023,263]. L&EFZEHEBETHFHATALNEAE
RPN P F =

30 LAHAT R IWE —FHEARGERBRAIBENY, SiEz2BTH
FEEHRO BN EABOA RN ETRIEN TR G5 24hs
B BRBGFXN. ERALFERLE., RETFTHERRERAR XMERH

13
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M EFHBEREFREL, EBRLAARA, 2FTHEENERT
—EANERBS O ORANELH ARG ERRSBHERIRNE, B
0.1 8% /AFAE-100 EL/ATAHRE. Hik 0. 001-25 B & /AT4K
. £k 0.01-5 BEA/AFAEN, THEAHEHLER. NS
5 BN EWMPLMAELHERRENL.
XHGHNETUAETE R eieE R ALK LR TG F
ke, Aok, 2384y . EMELH (GIEHRESH. B
BAEHPRETENS) . ABLHE. FALE., NELARBELYH.
AEAGBR BB ERSREAR BN THELHEL
10 B2HHEHBRFFBEFTHALE, BACNLBEYEART -5
B A EARARE R AREN., fldo, o 3 4 ZHHKER
E¥>100 EX/EH, M CCI-TT9 HABEBENL. 1 8% /. X—
#ESTFaRAEHBELIBFNEE.
AH KERAERAS W 0 KRBT Tk QAT SR G0 R
15 FA, GIEAHN. BKEHN. HE. BEAN. &4, AR RGEAK.
BERIER. BEMNTEHEFRLS DS BEREAH/XHFBENGR
A, EBh ETEIH IR (SRR, LEHIAFREZER).
BE. ARHEAFN. BRIFLE. FrLRFRBTEET. TR
i, WEF. FAGANERFTAATEEGES. Bdu. XF
20 H#EFEEHR, FANBHETETHHEMN. LK. BEHN.
BABA . REBENH (eEkBERN) . EFMNIBZHN, i,
faRRF, BB, BIRR. Fa. PELXARA. BAELLE.
BPRARES. Rowisgrm. k. E8. MEMHE. &
B, RS, EAGARYE. BERS. AR, B, BB, Li
25 B, BB 45, RABR4S. L. St HEBE. RAM. BB,
FREBRHREGE. RENRBEHHNCHEEETHA BT ROHEHN
. REBHAGAEREARG TS I, 2K%TF, poloxamer 188,
benzalkonium chloride. ZJSB4S. + BT ABERESYH. RT =
B AR LA eg R, BLAOL SR ER A . IR RALE. BREE. +
30 —HERRBEM. M. P OBE. XE2HORESTHANF
A RSN B R FRATERALS DG RK., XFA o RES L
THRAAKFRRET P HERESRAR, PEERNTELLELY

14
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By 57 HFLALH) .
EXEFATIREEZAREROEXABRZLHARA X LS
.
AERAYGAHETARZE B EREBNIRA . A% RA S
5 ETRZHEHABXAHXIBEERLAODOERABIRTALS S
BHRABERMNBEEARLRTHORFTHE, THRETAEY
W, RARC-BFecEaETHANRSHTHE., ALEHES
AR R FHT, ZEFHNSHRAEMNABFILBKEHGEK.
EATEHZERAGGEBHB X QLGOI RERRIR B4R
10 BEHERIASURIAGHEANLIARLR. EFAHBALT, XBH
XX AREAEGAHALLARBRALRE SR ERNYEBESLE. ShE
Pl A EF TLARBRZYFLLAARKESF AL MEY
HlmB el BNAl. SATREARAIATFLK, LH. 4
B (HloHd, A-BARAEL o) YORAMF. EMeiEY
15 RAWABRHYH,

ARATFARGAY, BRLRERERHCEABIT KL
BARFAREEYAFHENLEFTX, QL LAREBEEsL
3, XARLHEFXATALALALS A LG ETRSHEEFARY
A FLF. KA., FH. BFR. BRPEN (BtABFPEAR)

20 Fkg.

BRAHTEHIIERSHXFERNS st TIHEHRERY
BANZEFERZ R, BAEBRILEY, FRiEXANZ40B8
AR B RJALAEP., XHBEERTRABRETEEHHBX, #d
FLE. KE. BN, BB, ABRHARE. LFEFRKRTFTURALAY

25 BRAXFEHARGILR, B TARKOHAY, LTRHERKREY., &
HABRETMRAFERET BT HTRRGBDR, L P4FFERAHH
AN ELRAGEY. SHHARITARIERAGE L FHRALR
¥, Wi EASAEREAY . AREAARANEZE L FERRE
AP ERAGHRER. FECHAREAILKT R I,

30 R BT AT HEIE, QETTH. RivdFRfosEE
REAFNGEE, UAHW., ETREA#LELIAFELAFHLITFENERET
ZEHN KRN ER.

15
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AXPAHHEREEG RO G H EBRHBHE T,
E 364 1
EHREENLELAL LR -2-Q--TBATR) 2-FTAARK K
BB (e IIRAREWMER 245845 3-Q-8LBER) -2-(2-
5 BRUBATR)-2-FTR OB RHE (o I11)

a1l

JE 250 £ B R BAF IR CCI-779 (1.03 %, 1.0x 107 BER) .
4-—FEEwer (3.0 84 ) 1,3-—HFOEE T8 (0.136 %,

10 6.6x107"ER)EMESIEFAALK-_ATRT. BT (0.185 %,

1LOx10PER) BREIOEAAR_ETRT. £ 10540 AE T8

M BR IR OB ERMARREL BRSSP, RELRERESY

AEEBTHRBEFZSN 2.5 i, @dERKeErRIE. RREBI,R
BFF, BSOEFBBMEMER (5.5 4/100FF) 2ok, FR 2x

15 S0EAAK®EE. —RFREM 10 LAKARGH TR M. RERE

AR, AR ARELBERE R TR, £453 0.93 LR EBK.

GFWNEH 1 ottt 11 KA BRAEEA Waters A8 #) Prep

Nova—pak HR C18 (300x19 &k ) HERA &M &G EZRMEN KR EH

8. MAERBL (30%A. T0%B 3£ 5 247, KRB 100%B RAL 30 o

20 47) BS4bE-dh 1 48 18. 4 94PRT4BERL, a4 11 A& 24. 4 o4 etakst

B, AR 90%KF= 10%Z B; B 10%K, 90%TAF. kEA40 5 484 5

A 2x100 EA—FKTREBR., LAFNEFALEKABEA TR 4 )
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01815911. 7 oM B FE12/14m

i, BHAHALBREIANENET. EFOLEGH 1 HFERALK
(0.14 #%,) . 'H NMR(CDCLs, 400 MHz) d 3. 68 (3%, 2H, I-CH.-
C0:.-), 4.28 (dd W&, 2H, -C0.—CH.-). MS m/z 1215. 8 (M+NH.)", 4t
S 11582 FEREK (0.08 %) . 'H NMR(CDCLs, 400 MHz) d
5 3.72 (3% 4H, @A 1-CH:—C0:-), 4. 28 (dd w9&4, 4H, HA—CO--
CH:-) ,MS m/z 1383. 6 (M+NH.)".
& 76,41 2
CCI-779-PEG 5000-FtaE X 42455k b 3-2R-2- (BFHR) -2-
FEAABRFEREAR (T =8 ) %8 5000 &£ E-%H R B
10 (4bedh 111) th41%

0\\ - /\/(,()\/$s
| s ~OCH,
0

on

o

CCI-779-PEG 5000
(48-4H1I11)

nFE¥4E=108

LB I(IOESL, 1.6 x 107 BR)EBRALELSE S0hTHF 50%
NaHCO: /RZE % (0. 1M) Fr R MG R P . %A N R 10 947, B

15 BH¥EMF 10 BARTHERBEEIN. REBEREERFTRAN
PEG-SH 5000 (450 £ 4%, 9.1x10° BR) R RAERSHETES
FHA A4S 4P, BR 10 I XA BTG ERBEETTRBER L
HATH A, EHIHEALSY I &2 1009340 AH e 111, RE
RAHA 2x100 EA-—KTRRR, AMEALRABRMATREL

20 . RGBT AeH RARE EARRA 20 B, A 150 BABRITRE

17



01815911. 7 oW B FE13/14m

10

15

20

i sy, ABRSENEBESRELIREMD 404 TLAEHK, ¥E
AAETTIR, 664 111, & THA2H CCI-779-PEGC-5000, &
A& Rt A Vaters 23] 4 49 Prep Nova—pak HR C18(300x 19 &
k) G E#ATHEMGERMEFRE®RE. ABERBL (60%A,
40%B BB S 4%, REA 20%A, 80%B Bl 30 44 ) m4bddh 111 A&
18 2-4retac e Bl. WEMEBHIFA 2x100 EF K FTRRR. ILEH
AAEH A RARBEH TR 4 0o, BLRFBEALBREIANENET.
EAERBERE S EFA—RTRPHFEIMA 150 EFBRRTESL*H.
Ak FsgmtEbeRiBaehk, REAAFTTTR. H
NMR (CDC1s, 400 MHz) d 2.83( = ¥ %, 2H, -S-CH.—CH.-), 3. 30( ¥
¥ 2H, -COCH.—-S), 3.38 (3% 3H,-0CH;),4.25(dd W &% 20, -
C0:CH:=) . MS (MALD/TOF)m/z 5894.5 (¥ HF &)X A Wtdd III
b n{E=108, HJ 99%%) n{E A 65 155 219,
%364 3
CCI-779- (PEG 5000) ~FWMEF 245885 3-8 (FFR)
“2-FEAABRX (FTHRAER (TL=F) %8 5000)
HLMITH BB (1Led 1V)

;'?S;wvhw,,
,O:;?oca,ozr\s/\’('o\/hocu,

|
(ij,o [¢] OH
\!

CCI-779 -(PEG 5000)2
(o4 1V)

n-f ¥){5=108

oA II(50 %%, 3. 6x 107" BR)ERAIOEZADEH 50%

18



01815911. 7 oW B FE1a/14m

THE A= 50% NaHCO: Kis% (0. 1M) FRAARMERY. BERA N ARk
10 940, REXEM 10 BASSERMEEST. REERLFR T
. mPEG-SH 5000(500 %, 1. 0x 10" BER)FREEZRETEHR
FRY 70947, BRRE 10 KA XA GERBMENMARBE AL #
5 A7, EGERTAASYS 11 B2 100%8 A h4sd IV. RERADY
A 2x50 B —RKFTRER. ARERALKARATIRETE. BR
Wi REALREIFNT 10 ALK, A 150 SRR B>
M. ARLEHEBEDRTESBARAELETTIREFE 500 £44
G R, S IV, CLTHARY CCI-T779~ (PEG 5000) 1, #4F
10 HA:EiLH Waters 23) 154 49 Prep Nova—pak HR C18 (300 % 19 £ k)
ERERTHERRERANE R TN, ERABHELBE (60%A,
40%B ZEBL 5 448, KRB M 20%A, 80%B ZEBL 30 0-4F) 444 IV £ 22
SAP R AR, WEX—BAFA 2x10 EFA—RTRRERBLA, L
AEMEFRAELKABAHTIR 4 S, BRHBREIREIFIENZE
15 F. BEDEREAE S EFA—KTRPHFBidRA 150 EFLBAIRKE
k. ARLHEBDRITREALEAETIREFEFGER K.
'H NMR (CDC1:, 400 MHz) 5 2. 81 (= &%, 4H, & A S—CH.—CH.-) , 3. 29 (&
¥ 4H, HA-CO-CH.-S-), 3. 38 (3%, 6H, @ A~-0CH:), 4.26 (dd W&
%, 41, HA~-C0,CH:-) . MS (MALD/TOF) m/z 10760.7 (F3¥4-FF),
20 XIBTFHAOHIVERHe n{ih 108, Ik 99%& nflik 65 £ 155 %
) .

25
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