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3. R (&2  XETOHBHB) P
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IR S BIED LA TIEREEDLE RN 5% EFH 1o
#RE5H0IC a-fluoro-B-ureidopropionic acidRURRODHENE
noLrce

4. #Btt (2 XETOHBRNB) 9
BREICH-FU-2-14C 15mg/kg% B ikMis 5524058 LARIC K
SFAEFIERPICCO2&LTH7%. FRPIZI8%EE =1,
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9.0

[ER Bk BX #|]>"

EE32MERICHTDRIREAH N BEROIBIDERRAEDRE
FRDEBYTHD, 2B, BHESBABEEFSHEEED
[821R ), KarnofskyHIEEZED [1-Al DIt H2WVIEBEPIHIE
BEEDMPYEY] M L2BEMELTEELI,
(EERFTMER, 19825

(E#ARAIRS]
PSETESS BEERERED | BHEGHREAL)
B8 B 27.3% (41/150) | 37.8% (202/535)
B = 22.2% ( 2/ 9) | 40.9% ( 36/ 88)
15k BRE 41.9% (13/ 31) | 49.3% ( 36/ 73)
OB 35.1% (13/ 37) | 58.7% ( 37/ 63)
B o= 21.19% C 4/ 19) | 23.1% 3/ 13)
Fer (@R e — 57.1% ( 24/ 42)
SREE 100.0% C 1/ 1 | 56.0% ( 28/ 50)
BERE 333% ( 2/ 6)*| 125%( 2/ 16)
iR 9.1% 1/ 11)*| 25.8% ( 89/345)
RIREES 40.0% ( 2/ 5)*| 78.1% ( 25/ 32)

*ZZEONBEEBBHIREIBIREHBTDENDERIW)
(BNBRAES]

HRER BHE
8 1= 50.0% ( 11/ 22)
Bt = 52.7% ( 29/ 55)
o= 81.0% C 17/ 21)
B 727% 8/ 11D
SRIREES 75.0% ( 18/ 24)
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1. fiERE (XOABBEE COT—5) 19
NCI(National Cancer Institute, k@) NEBFHIRO -5 FF
WOWTNICHLTEPPENULDOINES S % R LT,

- - #5 NESHE

XRER 258 [0 R pEUrEE
Leukemia L1210 (Bm®) |EEA| 180 |2+ | T/C=125%

e Leukemia P388 (BIIK) |BEA| 220 |2+ =120
E g Melanoma B16 (XZ./—<)|lEBAR| 140 | + =125
7| Lewis Lung carcinoma (Bb&)| B8%R | 150 | + =140
Colon 26 (Xfg®) B | 200 | 2+ =130

B | Colon 38 (ki) 4N 0|3+ =42

&% |CDSF1 (I8 4N 0|3+ =42

{ +PPEH

MR 2+ B

3+ &

2. {EFERE 115
5-FUDHMEBENRIETELTONAOESHKEEICEDSEERS
NTHY. BHEERAICRYAENIS-FUNDSVILERURE
TREEDHTELDF-deoxy UMPHAFIIIEE SR EER LT
deoxy UMPERBIMILTFIVIEDERHEINGITE &KUY,
DNADERHRESNDEZEASN TS,
b5 5-FUREDSVIEBLULKRNAICEMEAAFTNTF-RNAE
AR TBHIEND URYV—LRNADESZBETEH 05N
THY, INBOZELARFOHNBBEVREIBICESTEHEER
5NTW3,

C [ BRKEER | £ BE D™ controltt

"C1 @ % & 2 BaEsOscontolt

(B3R CRE T 2 IB1EERIER)
—f#82 1 Z)bACS>)U Fluorouracil
1% : 5-Fluorouracil
B & :5-FU
AFH : CaHzFN202 =130.08
o=z sl H

N\fo
FJ];'(NH
0o
"R (FHERMEDMKT. (LB,
TERRIE

BE0ES

EAEBIFRO,
B o= #9282T(HER)
PDEHRE : logP ocT=—1.00
BIESE : 7RIV IAFU05%
n-xo8./—)U/pH7 48 EBR

3 %]
5-FUF250mg :10if
5-FUF1000mg : 5

(3 30k B OSSOk R 5 )

(E=EH) (3ZiksEKNo.)
1) BHiES, i BEILFEE 6. (3) . 559, (1979) 002-488
2) JCHERE, fb B EFEOE 17, (7) .1309, (1990) 010-193
3) N. Christophidis, et al. : Clinical Pharmacokinetics,

3,330, (1978) 001-423
4) Chaudhuri N. K., et al.:Biochem. Pharmacol., 1, 328, (1958) 003-010
5) Hit&S, b BORK. 13, (9). 670, (1967) 002-084
6) AfTE T BOEREK, 14, (3), 184, (1968) 005-019
7) RE E, M BAEFSSE. 29, 352, (1970) 005-005
8) &L &, fib I BODEREK. 16, (9), 896, (1970) 005-006
9) BOHMSE, #h BOERLK, 19, (2), 105, (1973) 002-356
10) HEEER, fh RHES, 28, (5), 903, (1973) 005-020
1) =8 & i meib®EE 1, (4), 595, (1974) 001-637
12) KEBF0H, b 6%, 56, (5) , 888, (1974) 003-269
13) Goldin A., et al.: Eur. J. Cancer, 17, 129, (1981) 011-814
14) Hartmann K. U., et al.: J. Biol. Chem., 236, (11),

3006. (1961) 001-465
15) Spiegelman S., et al.: Cancer, 45, (5), 1129, (1980) 003-261
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