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73 k2 (JAN,INN)

(2) *4 (fki%) -
Flucytosine(JAN,INN)

(3) AT L :
H

3. BEXNITRER

4. RFRARUHFE
4+ : C,H,FN,0
45 1 129.09

5. {LZ%& (% i%)
5-Fluorocytosine(IUPAC)



. ER%, 54, BE, e ES
78 = : 5-FC
5% 5 1 Ro2-9915
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RN TH B,
LR ¢ 1.0%LL F(1g, 105°C. 4 Kf#)
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BS99 295°C (4 fiR) .

(5) ERIEEAEBETE R ® -
fix D pH 2B DI AT kv & pH ) B IREEER & KD, ZF D Z2RITR L=,
N
O _y+ N o}
pKa =11.02
HY

F N F

NH, NH,

/ \
H E H
= . - pKa = 2.87

F N -H F NH ¢ H

NH. . NH NH, )

_4_
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(4) pH, JBIBIELL, BIE, lE MEDERURER pH 5%
KPR L
2. WAIDAA
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, e HEDOFEAITIZIBWER . s

P R < I DT A, Erﬁa < \iﬁ%t:tzba“b Iz Bl L
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* T WA ROEE L7 BF BT T AT AL ER LT b D,
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AR XSy W RRER (TR AL )
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R 1 40£1°C
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Yt 25°C*+1C, (BE&E) 60 5 lux * hr
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DR GO - KRR
RBREA Bk BRI 30 HAH 60 H H 90 H H
[ /N (ERENDE 375 SRERPE S Eibia L Eibia L Eibia L
B H AR 15 43 80% LA E 90.7% 92.2% 91.0% 90.1%
i B 46.0N(4.7kg) LA I 7.8kg 8.0kg 8.1kg 7.8kg
AR 95.0 ~ 105.0% 98.8% 98.7% 98.5% 97.9%
2) 1w GEOE - B
AR A % BARIRE 30 A H 60 AH 90 A H
HEORE | ARORE | ARokE
fEAE U7 fEAE U7 fEAE U7
B R 15 471 80% LA I 90.7% 86.4% 83.5% 73.6%
(Biksst)
il B 46.0N(4.7kg) LA I 7.8kg 7.0kg 7.0kg 7.4kg
TE R 95.0 ~ 105.0% 98.8% 99.8% 99.5% 98.9%
3) ot (R 4w)
AERE R PST B hf1RF 60 7 lux * hr
N EREXOE S H DR EE k7 L
s AR 15 43 80% LA E 90.7% 92.6%
il g 46.0N(4.7kg)LA | 7.8kg 8.0kg
TE R 95.0 ~ 105.0% 98.8% 98.9%
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(1) 7 v 2 F /L6 500mg

i 6 it D

S AR D R O FEREEE T DWW T CERE 10 42 7 A 15 AT EFERIEEE

634 &) [IZHESE 7y F U UBAITH DT v 3 T LEE 500mg DVAE HZE) & M L 7=,
2B T v aFIVEE 500mg [IFEHERIKI T b 5 72 6O TR ZEEY O [RISEME I ZRHE L T euy,

BRIk HASERE 5 (JP13) i akBRys W HRBRIE R Rk
bR A BRI R 900mL, IR : 37+0.5C
[l #5 4% 50 [A]fis
pH1.2 AR 5 (IP13) AR 1%
pH4.0 FERE - FEEE T B U o AETETR (0.05mol/L)
i
pH6.8 HAH R B3R - 30 VU et iadEik (1 —2)
7K AASRR ) ik

BRI O E RIS & Ty F U UBIAITH D T 2 FLEE 500mg DR ES

WA Al L2 R U TSR &R0 Tholz,

HRBIRIC BT D HZEEII TROEY TH D,

K. 7 H i #R (n=6 ; mean+S.D.)

50 [F1#5[pH1.2]

50 [afiz[pH4.0]

120 ¢ 120 ¢
0t ot
B s | % a0 |
H H
E oo | Z s L
% %
40t 40t
& -7 O F LEE500mg U -&— 7 /3 F L#E500ns
0 . 0 , ;
0 5 10 0 15 30
BLLEER () B ()
50 [aliiz[pH6.8] 50 [Alifiz[ K]
120 ¢ 120
0t 0t
B 80 e 80 r
fus] fas]
i 60 > 80t
% %
40t 0t
4L a7 F L5500 oy o7 3 FLE500ns
0 ) ‘ 0 ; ‘
0 5 10 0 10 15
BB () B ()




eI

TR 42 O SR H R (%)

AR

0 54y 10 %y 15 4y 30 %y
pH1.2 0 68 85 96 —
pH4.0 0 62 77 91 101
pH6.8 0 71 85 91 —
7K 0 76 88 95 —

(n=6)

(2) BHRE
H AR JZ 5 A1 SR SRR S =@ Bz 7 vy k3> 500mg SEDR BRI A
LTWAZENERINTWD,

FRE EIE 72 BRI BE REH] RS

500mg 50rpm 7K 15 4y 80%%LL |k

8. EWFHIHERE
Y L

9. AP DAMES DHERRERE
(1) Wheeler-Johnson &2 K 5 S0 <)%
(2) £- 4% PRI BE T E 15
@B/ n~ ST T 4 —

10. HEIFDEMRS DEE:
k7 m< ~777 4 —

1.5 ff
%Y L

12.;BEANT BATREME D b 5 3
PRI =Ry A VY P

13IBNBELEE  MEOSEREERICET 188
R L
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R L



V. amkIcBY HIEB

1. SHREN LR
A AR
IV T hNay I A B TPZ T ALV A BT ak—7 Kot heT
LA E

B PEREAR I B PR A E BB EE SR EEE ML B

ﬁ
n

2. BERUHAE
B IMAE L PEREIR S | SR PP g e | R A EE I
100 ~ 200mg/kg % 4 [A} _éa\%llfx D&Em“é
PRI B IE AL B AEICIZEE 7Ly b2 LT 1 H 50 ~ 100mg/kg % 4 [A1Z 4%
rOkET5,

72 B EE OFERIZIS U T

WE 7Ly ko LT1LH

HIRT D,

3. ERPRAKHR

M BRERT—% /8y —3

PO

(2) BRERZNER 2 -
ARGRIRFZ Je UV RE 1B IN S8 it S AT — MR IR AR 135 Bl 1T 2 A0 1T« 1.
20 EEBY ThHoT,
F 1 HEEBIBEIRZR
PB4 1% A5 (%)
B I JE 7 71.4
FL LRI JE 22 54.5
TR PPN 2R R GLE 27 66.7
B B RIE 29 72.4
DR s BRI 41 87.8
THLE HEE 9 100.0
) VA &%) A% B OHEN S BRI LA LR LT,



*2 BRI

R4 alE o BENHE(%)
VT hay A 16 43.8
BT H 72 86.1
T AAYLF LA 15 53.3
7T ekR—o 7 42.9
R TT 23 78.3

AFNTHEAPBE AT X0 2338 & - fEB N S ST b, 10
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BN A
(4) FFEIRER -
R L
(5) HRELAVERER -
1) EEALELITRERGRE
M ER L
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1) 1’%*[3& - ERBF
HARIRIE D > b o v FiREER 20 U CEEMIEPNISERIC IRV IAEN % BT
/15%2{%5 INFuy TN ER) BBERRELRE L IEEEN 2 RBET S
EEZbND, W
BHIT 1.6 ~ 100pg/mL OFEE TREN TH 5, 12
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B/ NEEMIEEEMICOIX FEICRT@Y THhb, 9
YMA B L7 o —BERIZEBIT 5 5-FC OMEFEHEME

MIC(x g/mL)
Organism _NO "Of Bacto-yeast Sabouraud
strains
morphology agar glucose agar

Candida albicans 12 0.5-2 2-16
C.tropicalls 2 0.5 4
C.pseudotropicalis 2 <0.5 1-2
C kurser 2 0.5-2 8-16
C.parapsilosis 2 0.5-1 8-16
C.stellatoidea 1 0.5 16
C.guilliermondi 2 0.5 2-8
C.glabrata 2 <0.5 s
C.famata 1 <0.5
Saccharomyces cerevisiae 3 0.5 8
Cryptococcus neoformans 8 <0.5 1-8

reotrichum candidum 1 0.5 2
Aspergillus fumigatus 9 0.5-2 8-16
A.flavus 1 4 64
A.niger 1 0.5 2
Penicillium notatum 2 0.5-1 8-16
Blastomyces dermatitidis 3 0.5-2 8-130
Sporothrix schenckii 1 1 2
Fonsecaea pedrosoi 28 0.5-32 4-64
Phialophora verrucosa 5 1-4 4-32
Trichophyton mentagrophytes 4 =500 =500
Trubrum 1 500 =500
Microsporum audouini 1 vee 500
M canis 1 >500 =500
M gypseum 1 =500 =500
Epidermophyton floccosum 1 500 =500
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(N BREAEMGMAPRE Y -
MHEAEBG I 726 25pg/mL L E O MR 2 6/ 5 i M afE E ORI 2 M2 5 BT
125pg/mL Z 2 72W K 12T D,

(2) ixE A REDZERRM -
1.1+0.2 BE (s A B 127 > a FLEE 500mg % 3 $E# 5 L7=H &

(3) FRARHBR CHERE SN -MAIRE -
NEREEE
(AN E T 2 W)
R A B 1 12 Bl 7L b v 1.5g(7 > 2 F /L 8¢ 500mg3 §E) A HiERE 0 #% 5. L7
EEDMPTEFREXROEFENT A—=ZTLTOLEBY ThoTo,

R AN BT 12 Blc 70y by v 1.5g(7 v =2 FLEE 500mg3 $8) & RS 0% 5-

P52kt L

PRI AL BRILIT ARBEOE G 0.5, 1, 2, 4, 8, 12 J U 24 B[R D TRl L L7e,

YRR N T A — S >

AUC Cmax Tmax Ty
(¢g * hr/mL) (1g/mL) (hr.) (hr.)
7> aFILEE 500mg 220.5+7.2 35.7t1.9 1.1£0.2 4.6+0.2
(Mean+S.E.)
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(eg/mL)
301

118

th 204
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miF7 L7 F=> (mg/dL) % i (hr.)
0.6~1. 1 (fBEREA) 10 2.89
1.0~2.0 13 557
2.2~4.5 8 16.8
>4, 5(Max 15. 3) 14 38.6
MELR B R OB L R 5 85.0
= g 1 =] =
§;Z§é&ui$ hgi? i
>40 25~50 | 6IFHE (1 H4[E=)
40~20 25~50 | 125 (1 H 2 &)
20~10 25~50 | 24I%[5(1 H 1 [&])
<10 50 | 24WFE LA LT

¥ BRI TR EREIC L D ED D

(4) epig 7 .
100pg/mL % #8252 RSN o5 < 2 RIEFI AR = 0 90,

(5) BE - ftAEDEE
(VI Ze4xth (fEH EoEESE) (BT 52HE 7 MHE/EH SR
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(2) WARERE L
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(4) HEEEEH -
AR L

BYDIVTZURY
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6) nHAE? -
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3. I])jk “ﬂ 17)
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W 0 90% L 1
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(2) Mm% —BRBEEAPT R IE 14 -
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(%) ®
AT M- R 2 @i T 5 R 14 HEDO T v M UC-7 vy hy v a8 G L
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R L

(4) BERA~DFBITHE -
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HEEFEERFICT LY Yy 200mg/kg/ H % 3 HEB#EEHR D5 Lz & & miEH &
OBERNIER E O mEixZ N2 52pg/mL, 40pg/mL TH 0 i S8R ~DOBAT
RIIBLE RN TH-T-,

(5) Z D DB~ DFEATIHE -
R HIRE 20
Jiti7 AL a— AEFIZT VY R v g (7 v 2T LEE 500mg 10 §iE) % HiERE 1R
H U7z & & (iR VR iR 1 4 5 3 RFfE #2213 2 £ 113pg/mL, 16.5¢g/mL
Th v FhH 6 R IZIZZ I 68pg/mL, 26pug/mL Th -7z,
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VI 2t (ERLOEESF) ICHY SIER

THT—=)b s FATI) « T T H ) 7 AREAIE ORI XLV EHE 7 MmkpEE

FORWEMDB RIS 2B8TNNH 5O T HHEITOZRWT & (FAEEM I DEEZM]),
2. XRRBR L ENEH(RAEZZET)
[(ER(ROEBFHIZIFHES LGN L))

(1) RANDEL A2k Ui BUE DBEEIE D & 2 g
(2) I ST L T2 ATREME D & 5 i N T pEd S 3Lii s ~ D& G- ) DITESR)

BT HT7—= = ATV« AT T NT ) T LREAEE T OBE R OGP IEE T
HLIN D BE( THAMEH ) OHES M)

SHEER (I RICEEET 2 EARALDIE L ZDER
AR

- RERUVAEICEET AEALOEEL TOEA
A% L7

REERSAB L ETOHER

BEERE(ROBHIZHEZCKRSEST D L)

(1) MRS D & 2 B3E IIBHEIC MRk E 2L - LB (EE LR MEEENH bbb
ZENHD,)

(2) BEEE DO H 5 EF (B OREEIC L0 RFINERT 20T HET NS S-HIREICE
BLTHEAT L Z L([(EMBB]OESR), )

@ AFbEED & 2 BE (EERIFEENH LN DIBENNH D, )
(4) EYBHEIEDOBEREDO & 5 BE




6. EELGEAMIB L TOEARVLESE

EEGERERE

WDEEEDOHLBH KRG T LHEF KRG VT F=0 - 2 VT T 0 ZARBREAT
W R EICHEET 2 Z L [EYBR]IOHESR),

@) AFNOFEATER LTI MR BRRRE - TFRRERA S 2 EWIICIT 5 Z &,

@THT—=N s XATLIN - AT T INH Y U LRLEARRG PILER AHKORG- 21T 5 5
AE AR E S THU EORMRZ &5 Z & ( THHEEMH I OHES ),

7. tBE1ER

(1) BtRAEZ L EDER :

HRAESWHRALEWNI L)

B SRR

BRERIER - HE A

#rr - BRIREF

SYILAY) D LEREH
(T4 —RT )

THI=IL XASIII - FT

PN S A i R e 5 SO T R
NS OV L& S8 3 5 8L
TAHEBENNHLDT . THT
)L e FRT )L e T T L
71U 7 AELA A G R OG-
Bk &L 7T BUNIZ
AFNEEH LN &,

FRATINANT VA a T T
OB A PLE Lk 7 v
AR U7 UVRENE L LA
15,

(2) GrREE L EDEA !

HATFEBRISEET S L)

B SR

BRERIER - BT

#rr - BRIREF

PUAEME RIS A 55
T R AR G

BRMFIZECTEENDHLHEH|

MRS DO RIVE 23503 %
BENRD D,

BRENEIER ZH5Rd 5 720 &
EzHNTH5,

FLRTYSUB

AFN O CE B ) 23
MINDBLTNRD D,

TARTI VY BILLA T
¥ b ORITANELY JAZEE
B PEFEEERIC L D AHA
DFFPEDIEIR S D FTRENED &
2

FRIGEL A HI

RO - FESVIILIE

I BEHIEORITER 258
RIyDBENWRH S,

AFNEOPHHICE D, MY T
U 22 DNA BV iAZ 800
THRRRERH D, T ET L
WRRENF IR AR Y F—
TrHETLZEI2LY KK
DN % FAF 3 Al REMEAS
HD,




(Fi)
(FLARTY Y BYREMERERE

7T hay A ABERICETH IS R T ART YU v BOBEREEIC
BWT. 7ALRTY v BOBEREEHRICLY 7 vy by ool iR E&A-
L. 7y by O CEREIH] TS JELEREE) 3BT 5 Z LR S

Tb\éo 24)

8. Bl{EA

(1) BIMERDHE -
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Q) FHIFIC T BB ITAFHAERET ST D 2 & (ZEMENHENL L TV, )

1M1 INRE~ADERES
R AR E IR Er R LR SR SO/ e B Ze M I3 HEST L T 7y,

12 RRBRERRICRIETHE

MERIEIC L D7 VT F = AMEDORE TIEANT EOEHEAZ R T2 LR H LD THEET D

Z ek
N— o




13.B8H5
PR L

14 BBRALDEE

TR ATEE
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T BARED (& A B & I TR LIRS 12 L A SBERD bR bo fe,
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(1) BEEEEEHER 2
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LD,,(mg/kg)

1B SR
w4 - 1 & 0 B T e

- % > 15000 5300 4500

(ICR %)

> 15000 4700 4500

Sk > 15000 3950 4050

(SD %)

o | Q| 40| X

> 15000 3600 4250

(2) RIEEEGEHHER

1) B2 22
Z v M(SD %)IZ 10, 40, 70, 100, 500, 900mg/kg/H % 5 i [EHifess 0BG L7-
& &, 70mg/kg LI EIZARIMERDJAD . 100mg/kg LA I ARESININE], 500mg/kg L
B R RE 00 BE (DR IFER  ERIER R RIS 0O s EABE ) . 900mg/kg THF K OV
DORESME ML EDFRD BT DA FHRE B L QAT F IC B W T AREIC L D LB X
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2) IgtEEH
7w h(SD %) IZ 5, 40, 100, 250mg/kg/ H % 6 » H MG O& G Lz & &,
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