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7.6 3.7 0.16 6.6+ 13.2 4.3 0.31
il — R P671 P672
(2) HE DtE
R

$€100mg : ©w >~ b1 ¥J7.5kg, v v b2 YHJ6.bkg, = b3 S, 6kg
BE200mg : v b1 Y11 0kg, 7 v k2 10, 4kg, = v b 3 FH#J10. bke
FAERER
HR—BRBRIERERBRIEIC L VR 2T ) L &,
I CHIE 2 Jiti L 72 SR ORI AT 5.
HREEIRERH] -
$2100mg : 2 1/4~5 1/2%3
$E200mg : 2 1/4~5 1/2%%
@) EMa—F
1. A (DA XA L OMERDOIES M.
(4)pH, BBEL, HE, LE BEOESIURELHES
Y LN
(5) B, IVRME
ML

Q) ABEFE T IZF DI DS 7 a—F 4



. HAIOH R
M AEDES (FERD) DEE
T~ —7 §E100mg : 1 EEF T ) XY KA EKT X0 L L T100mg
T —7 §E200mg 1 EF T ) YU KR E KT ) Y2 L LT200mg
(2) &y
1. A (DAFROXRIE X OMROES .

. BEF, AAOSBEICHT HER
%Y LR

. HAOEBEETIZEITI2REN
B LRAT SR LRITIERE 1 AEBREE [ AR
Vﬂ?l o, ﬂ‘o I)I?-l/‘/}lﬁﬁ AN
| 40°C () 64 H . b7 L
i | 25°C IESa%% ) ai |
;ﬁﬁ B |- 75%RH (%) 671 1 rLe |[FlEEL
L7 N HOCAT . 15084 AR ERRR |
x (8,0001ux) HAE (1205 1ux-hr) e L
PTP/a) % .
A s ‘f@{k
Sl I 4 5 a8 |mfesL
e AN TN 11574) HR A BR

. AREB L VBRMREOREMN

ML

. FlEDEBEELL MEBIEFEHNEL)

EARPANA

. BAT STREME D H BN

1-2FV=7— (A= VR 2h—1-t" A" 59" 20) —=6=TVfu—1, 4= b} n—4—1%)-1, 8-F7F)y" v=3—-hvi&" VERTFV
1-2Fh=T— (A—ZMEYAVE 2h—1-t" A" 7Y =) —6-Thtn—1, 4= b} n—4—4%)-1, 8-F7F)V" v-3-hvik” Vg
A

. AR

T3k - B R aRBRiES2iE (N FAVE)
e : [BlER% 50rpm, FRERIK K

TERHE (%)

R 5y 107y 1573 500

7o F1 | 42.3 82.7 93. 1 99. 5

e oo k2| 414 81.0 92. 1 99.9
R L v~ TN 82. 5 93. 4 96. 8
DR5] 41.2 82. 1 92.9 98. 7

7o F1| 37.1 744 88.3 96. 2

_ 7o 2| 302 68. 9 86. 6 97.6
77 200 R T 0 70. 1 842 96. 7
S 30. 1 71. 1 86. 4 96. 8




9. £MFEMRAERE
L7
10. BEIFOERA S DOHEEFERE
(D) FZ—=4v R 7RI L5 RO
(2) BRI AT v
. HEAPOADBRSDEEE
W S R T I
12. Hif
KT )b LTHFRR
13. BHROME
PTPEE : R ke =1, T
iR  RFEHARY =F L U
14. ZOth
BricZa L

1

—_



V. AEICEET HIBE
1. ShEEEITHHE

< i >

AANENEDO T RO KE R, VooV ERER, BEREE, WE, KBE, ~FE, ey 2 —g,
JVITVZTR, mTunNsF—/, ¥ ITFTR, TRT VAR, EATRT - ENT=—, TR
BTV TR, BRET VA, A TN FE, BRE, N—27 AT VT kYT, AT/ b
OREFAN L FEFR) e~V T4 )T, TUVRIRNIE—F, horvansi2—F

< JE >

FACMEFL G RYSE, TRIEME R EIRGE, U o - U U oNEigk, BUREE, SME - BUEE X VRl
BRI O —RIEYs, WASH - ME9AZ%, WPk (mpkE B, mkE R Z &), atRE3sK, Mk,
JtiMEEs, 1SPEMEIR SRR A D "R, BERRA, BERER, RCIRKCEVEE, BUEE), JRiEZ%, N3
9%, BRER, EYMEIGR, SNER, THE, RlSPER

RhRE - ZHRICRET HEALDEE
ALY

2. REBIUVRE

MRk )XY L LT, WE, A1 H300~600mg% 2 ~ 3ENIHEIRAKEETS.
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55 6 Yy SRR R 77% (76/99)
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AR TEO. 27%, FFIE - IR RFEEEO. 15% 0% o> 7=, W OEIZ O T b 3B 137KGR
HECORELRBENEZETITEboT-.
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VI. R$pZEE(CEEI HEB

1. EEZMICEEHSILEMFEITILEDEH
TUYI AR, vr R, ENIFR, XYLy, Javedtrry, Aty
vaurvaxPr, MATZudH Ty, uAxAvudtoy, Ao vTvadYu oy, Jafxhior,
LRT7axHhi

2. EBEER
(1) YEFREREE - fEFABF
HIE DODNAY ¥ A L— R IZ/EH L, DNAOERLA 15 T I /ER T 5 (10, 11].

(2) EsEEF T HHEBRE
IDE7IN:P]
)XY L, T LAEMHERTIET NUKEE, VUV ERERE, BEKERE, 77 ARMERE T
WHE, KIBE, REE, Y haXr2—g, 7LV T)E, mosansy2— g vI53F 78,
TuT AR, TEAHET AT =—, TRET VTR, BRET VA, AT UV,
FEME, 27 haREF ALY FEFR) v N7 4 VT, N—=2FRLFVT « 8T, T
AR H—]F, DT H =@ LIROHTE S R

O HER~<Z bV
REZARS ML (REEH)

* 0~ TERET
) MIC (#¢7sl) DWW
HABw (HHO) ENX NFLX PPA NA
Staphylococcus aureus ¢4 0.39-1.56 0.2-156 6.25-50 6.25-50
Staphylococcus epidermidis(3) 005-156 0025-1.56 0.025-100 25

4 Streptococcus pyogenes(5) 156-6.25 0.78-3.13 100-200 >100

7 | Streptococcus faecalis(2) 6.25 1.56-6.25 800 >100

4| Streptococcus pneumoniae (4) 3.13-6.25 1.56-3.13 100-200 >100

BB| Corynebacterium diphtheria(2)  005-078  005-039 625-125 -*

“® Corynebacterium pyogenes(]) 0.78 0.39 12,9 100

& Listeria monocytogenes(l) 6.25 313 100 >100
Micrococcus luteus(2) 156-12.5 6.25-12.5 25-100 -
Bacillus subtilis(4) 0.1-0.39 0.1-02 3.13-6.25 0.78-3.13
Bacillus anthracis(1) 0.39 0.2 6.25 -
Escherichia coli(9) 0.05-0.2 0.05-0.1 0.78 -1.56 1.56-313
Klebsiella pneumoniae(5) 0.05-0.2 0025-0.2 0.78-313 078-313
Klebsiella oxytocal(i) 0.2 0.1 0.78 -
Salmonella typhimurium(2 0.1-0.2 0.05-0.2 1.56-313 313
Salmonella typhi(4) 0.1-0.2 0.025-0.1 1.56-3.13 313
Salmonella paratyphi(4) 005-0.2 0.025-0.05 0.78-1.56 0.78
Salmonella schottmuelleri(]) 0.05 0.025 0.78 0.78
Salmonella enteritidis(3) 0.1-0.2 0.05-0.1 1.56-313 1.56-313

7| Shigella flexneri(4) 0.1-0.2 0.05-0.1 0.78-1.56 313
Shigella sonnei(2) 0.1 0.05 1.56 156

_ | Shigella boydii (1) 0.1 0.05 0.78 -

7 1 Shigella dysenteriae(l) 02 0.1 1.56 -
Vibrio parahaemolyticus({}) 0.2 0.2 1.6 1.56
Citrobacter freundii(3) 0.2-3.13 0.1-039 156-25 6.25

“1 Enterobacter cloacae(4) 0.2-0.39 0.2 313 313
Enterobacter aerogenes(4) 0.1-0.39 0.05-0.2 1.56-313 313
Proteus mirabilis(3) 0.1-0.78 0.05-0.2 1.56-3.13 6.25

-3 Proteus morganii(4) 0.1-0.2 0.05-0.1 0.78-156 0.39-3.13
Proteus vulgari(s) 0.1-0.2 0.025-0.1 078-3.13 0.39-3.13
Proteus rettgeri(3) 0.05-0.39 0.05-0.1 1.56 1.56

B broteus inconstans() 039 01 156 -
Serratia marcescens(5) 0.2-0.78 0.1-0.39 1.56 -6.25 313

& Pseudomonas aeruginosa(9! 0.2-1.56 0.1-1.56 1.56 -50 25-100
Neisseria gonorrhoeae(]) 0.05 0.0125 0.78 -
Neisseria meningitidis (2) 0.05-0.1 0025-0.1 0.78 -1.56 6.25
Hafnia alvei(]) 0.05 0.025 0.78 -
Itaemophilus influenzae(}) 0.2 0.1 1.56 6.25
Yersinia enterocolitica(l) 0.2 0.1 1.56 1.56
Campylobacter jejuni(l) 0.2 02 313 3.13
Psecudomonas fluorescens(]} 0.2 0.1 6.25 -
Pseudomonas putida(2) 039-313 0.78-1.56 125-50 >100
Pseudomonas maltophilia(l) 313 313 25 -
Pseudomonas cepacia(l) 12.5 25 >100 -
Acinetobacter calcoaceticus(3) 078-156 1.56-313 25-50 12.5
Alcaligenes faecalis(2) 313-625 625-25 25-50 6.25
Achromobacter xylosoxidans () 6.25 50 >100 -
Moraxella bovis (1) 313 313 100 >100
Moraxella lacunata(i) 125 25 >100 6 25
Flavobacterium menigosepticum(l) 0.78 12.5 50 -
Mycoplasma pneumoniae(]) 1.56 6.25 100 >i00
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REZART L (At EREEH)

* o - IERBRET
. MIC (49/ml) O R
HEE (H)
ENX NFLX PPA NA
Streptococcus intermedius(]) 25 125 400 200
Streptococcus constellatus(]) 25 125 400 400
Peptococcus magnus (3) 6.25-25 1.56-125 200 200
. |Peptococcus prevoltii(2) 625-12.5 313 100-200 400
7 |peptococcus asaccharolyticusid) 625-125 6.25 100-200 100-200
. {Peptococcus saccharolyticus(l) 1.56 156 S0 200
7 |peptococcus indolicus(l) 12,5 6.25 200 200
. |Peptococcus niger(1) 6.25 1.56 50 200
Peptlococcus variabilis(l) 6.25 625 >100 - *
, |Gaffkya anaerobia(]) 12.5 25 200 200
& Peotostreptococcus micros(l) 1.56 02 25 25
Peotostreptococcus anaerobius(]) 1.56 313 25 100
142 Clostridium perfringens(4) 1.56-313 078-6.25 25-100 12,5
;. {Clostridium dif{icile(6) 50-100 50-100 400 200-400
# |Clostridium te tani(2) 078-50  039-625  25--100 -
Clostridium ramosum(l]) 50 100 400 400
Clostridium sporogenes(2) 078 039 625 125-7>100 -
Clostridium botulinum(4) £02-25 <02 625-125 -
FEubacterium lentum(l) 6 25 313 125 100
Eubacterium limosum(2) 12,5 625 200 50
Eubacterium aerofaciens(l) 125 6.25 100 -
Propionibacterium acnes(]} 1.56 1.56 200 200
Veillonella parvula(2) 0.78-1.56 0.78 25 6295
Bacteroides fragilis(9) 25-100 25-200 200-400 200-400
Bacteroides vulgatus(4) 25-100 313-200 100-400 200
s |Bacteroides thetaiotaomicron(4) 25-50 313-400 100-400 200
Bacteroides disiens (1) 6.25 313 50 100
7 |Bacteroides distasonis|(3) 625 -25 100-200 200 -
Bacteroides ovatus(l) 100 800 400 -
“ |Bacteroides bivius (1) 125 6 25 50 100
13 Bacteroidesmelaninogenicus
subsp melaninogenicus (2) 6.25-125 6.25 50 100
¥t |[Bacteroides melaninogenicus
" subsp. intermedius(}]) 6.25 313 6.25 50
® |Bacteroides asacchorolyticus(l) 12.5 6.25 50 200
Vibrio succinogenes (1) 0.39 0.2 125 25
Fusobacerium varium(2) 50 3.13-100 100-200 400
Fusobacerium mortiferum(2) 25-50 125-100 200-400 400
Fusobacerium nucleatum(2j 3.13-25 6.25-25 100->100 200
Fusobacerium necrophorum(l]) 25 100 >100 -
QR IR Sy BlERR 0D RS2 Ve
BERSMKICNT SRED
& . % MI1C (ug/mf) MICS0 | MIC80
B O(0.0250.050.10.20.330.78 1.56 3.136.2512.52550 =100 (ug/a1)
S. aureus 1088 4 60 448 426 73 43 21 4 3 6 1. 96 1. 56
S. epidermidis 928 1 4 205 219 64 14 1 0.78 1.56
S. pyogenes 256 5% 31 69517 125 1 25
£ faecalis 243 1 2 4 12 67 109 39 8 | 6.25 | 6.25
S. pneumon 1ae 116 2 1 22 48139 {4 12.5 1 25
.coli . .
E. col 1596 16 99 540 694 149 40 54 27 9 2 41 1 0.2 0.2
K pneumoniae 718 3 43290 284 S8 47 28 12 6 2 4 0.39 1 0.78
Klebsiella sp, 269 2 33154 52 1 7 { 1 1 1 0.2 0.39
Salmonella sp, 210 14 99 93 3 1 0.2 0.39
Shigella sp. 302 41710 4 3 ¢ 0.1 0.2
V_parahaemolyticus 30 1 13 27 ] 0.78 0.78
Citrobacter sp. 203 26 91 41 17 9 10 8 2117 2 1 0.39 1 12.5
Enterobacter sp, 929 5 69190 174 32 20 20 12 {2 1 0. 39 0.39
P mirabilis 57 1 2 28 149 350 132 57 23 13 1 1 0.39 0.78
M morganii 253 J 2499 8 19 6 6 4 216 0.39 | 0.39
P.vulgaris 394 9 28132 125 34 13 8 9 0.39 0.39
P rettgeri 153 )\ 26 46 28 21 1 7 2 2 4 0.39 1. 56
P. inconstans 146 6 19 61 29 15 5 3 1 1 0.39 | 0.78
S. marcescens 749 1 20122 162 8 37 32 65 836939 3 0.78 12.5
S. liquefacience 57 2 ] 2 2 6 21321 4 25 30
Serratia sp. 82 1 519 10 3 5 5 6 1456 3 1.56 | 12.5
P, aeruginosa 1171 1 2 4 30 150 387 299 16] 8 28 5 6 12 1.56 | 3.13
N. gonorrhoeae 98 17 12 35 13 13 S 1 2 0.2 0.39
K. inf luenzae 344 1 g 67188 59 14 | 23 0.2 0.39
C. jejuni 74 1 6 24 21 20 2 0.78 1 1.56
X. maltophilia 108 1 3 3 13 1T 21 29 113 1 6. 25 12.9
P cepacia 120 27T 1 24 71 U1 125 | 12.5
Acinetobacter sp, 200 13 18 54 74 3 8 9§ 2 1.56 | 3.13
Alcaligenes sp. 24 1 IS 7 3 4 2 1 313 1 125
Flavobacterium sp, 29 1 1 1 6 2 5 1 8 12.5 | 2100
M. pneumoniae 10 9 1 3131313
Eanhate i s voun om | k0 |20
C.difficile
B. fragilis 136 9 29 7013 15 25 50
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® REmE
REVERERICRT IREH

. M1 C(xg€/nl)

e @ B ENX SM Cp TC ABPC CEX GM
Escherichia coli NIHJ JC-2" 0.1 313 6.25 1.56 3.13 625 0718
E. coli 17 0.1 3.13 6.25 200 6.25 25 -*
E. coli 382 0.2 200 125 400 25 25 -
E. coli 50c 0.1 100 6.25 25 50 25 -
E. coli 210 0.1 12.5 6.25 6.25 50 400 -
E. coli 47 0.1 400 >400 400 12.5 125 —
E. coli 54 0.1 »400 >400 200 25 25 -
E. coli 209 0.1 >400 6.25 200 400 25 -
E. coli s50a 0.1 >400 >400 200 400 125 —
E. coli 76 0.1 >400 2400 50 2400 25 -
E. coli 140a 0.1 >400 >400 400 D400 >400 -~
Klebsiella pneumoniae 338 039 313 625 3.13 D400 125 -
K. pneumoniae 160 0.1 50 125 1.56 200 2400 -
K. pneumaniae 224 0.39 400 200 400  >400 125 -
K. pneumoniae 286 0.39 >400 200 200  >400 1256 —
Shigella flexneri 4a 330 0.1 1.56 625 25 50 400 -
S.sonnei 313 0.1 >400 400 200 6.25 25 -
S.sonnei 291 0.1 200 >400 200 6.25 25 -
Proteus mirabilis 362 0.78 1.6 50 100 6.25 25 -
P. mirabilis 161 0.39 200 6.25 100 400 25 -
P. mirabilis 74 0.78 313 50 0 200 50 -
Pseudomonas aeruginosa ky22 1.56 - — = 2400 >400 S0
P. aeruginosa ky43 313 — - — 2400 >400 100

» BN e I —3HBREY
NABEWRMEEICHT 58 H
0y MIC (#g/ml)

A © i ENX NFLX PPA PA NA
Escherichia coli NIHJ JC-2* 0.1 0.1 0.78 6.25 1.56
E. coli 1534a 1.56 0.78 125 2400 400
E. coli 2568 1.56 0.78 25 2400 400
E. coli 4117 156 078 125 >400 400
Proteus vulgaris 4237 0.78 0.39 6.25 >400 200
P. rettgeri 4151 3.13 1.56 25 >400 2400
P. inconstans 4035 3.13 1.56 25 >400 >400
Klebsiella ppeumoniae 4162 1.56 1.56 25 2400 200
K. pneumoniae 4587 6.25 6.25 100 2400 400
K. pneumoniae 4692 313 1.56 25 400 200
Serratia marcescens 4014 6.25 6.25 100 >400 >400
S.marcescens 4159 6.25 6.25 50 >400 >400
S. marcescens 4346 25 25 100 >400 2400
Pseudomonas aeruginosa 4001 625  6.25 50 400 >400
P. aeruginosa 4031 6.25 6.25 100 >400 >400
P. aeruginosa 4261 313 313 25 >400 400
Enterobacter cloacae 4632 125 6.25 50 >400 400
E. cloacae 5134 313 125 100 >400 2400
E. aerogenes 4565 125 25 100 >400 >400
Citrobacter freund1i 4625 6.25 6.25 50 >400 2400
C. freundii 4763 6.25 6.25 100 2400 400
C. freundii 9378 6.25 313 25 >400 >400

- SIERI
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2) GBI

OB EYE
~ 7 ADEVENICHE 2 OF 2B L CE 2 L= 2H RYYEICH 35 4 3 0 ORGP0
(EDyfE) 1%, NF LXD1/2, PP AD1/9~1/12, NAD1/24~1/43Th-7=. 1=, = /%
HLUNICEX, ABPC, CBPC, GM, NATMMEEKIYEICRHLTH, NFLXBIOP
P A X0 BN EYB N R A R L7z [11~13].

YOREBBREICHTIHNE

: o MIC EDg
A B & ey (#g 7/ml) (mg/kg)
ENX 0.78 10.2
. NFLX 0.39 16.4
S. aureus Smith PPA 6.25 94.4
NA 12.5 443
ENX 0.1 1.73
) NFLX 0.05 2.92
E. coli ML 4707 PPA 0.78 15.1
NA 1.56 40.8
ENX 0.2 0.983
_ NFLX 0.1 1.86
K. pneumoniae GN6445 PPA 0.78 8.53
NA 1.56 34.8
ENX 1.56 12.2
NFLX 0.78 24.8
P. aeruginosa GN11189 PPA 12.5 130
NA 100 308
ENX 3.13 19.4
NFLX 1.56 22,9
S.marcescens GN7577 PPA 25 235
NA >100 475

REMEELUNABIERICKET VAL BBRECHTIHNE

. MIC* ED
2 B & e (xg 7ul) (mg}l?g)
ENX 0.2 35
NFLX 0.2 6.5
K. pneumoniae PPA 6.25 21.9
13 CEX 6.25 9.3
ABPC 100 >400
CBPC 200 >400
ENX 0.2 2.5
NFLX 0.1 3.1
P. morganii PPA 313 67.3
Kono CEX 200 >8090
ABPC 100 >1600
CBPC 0.78 12.4
RAEHE ENX 0.39 1.8
NFLX 0.2 3.7
S. marcescens PPA 1.56 8.0
S-9 CEX 400 > 800
ABPC 400 >800
CBPC 400 >1600
ENX 1.56 17.7
NFLX 1.56 339
: PPA 25 218
P;;f‘;g‘"“a CEX 400 >800
ABPC 400 >800
CBPC 400 >1600
GM 50 >100
ENX 1.56 16.8
E. coli NFLX 0.78 29.3
174 PPA 12.5 138
NA 200 >400
ENX 0.78 1.5
N A f # | P.mirabilis NFLX 0.39 11.0
287 PPA 6.25 50.0
NA >200 >400
ENX 3.13 72.3
K. pneumoniae NFLX 3.13 >200
7530 PPA 50 >400
NA 100 >400

* 108 cfu/m
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QR R Y E

~ 7 ADRIZ BRI T LR 2 L7 MEGEIC k95 =/ 50 > OREGEBAEE (E D
soff) 1%, NF LXD1/2~1/9, NAD1/8~1/52LL F CTh o 7o, £7o, MEEMY T 2 L7z Mig et
JHEGEIZRB VT, =/ FH U ENF L XSSP P A XY ENT-ERYEBIEZ R 2R L= [13, 14].

YORAMBREIIHTIHE

- ] MIC ED
R ARRE g S50
oA h i B ® E Y (ug/al) (o)

ENX 0.2 149
NFLX 0.1 130
K. pneamomace | ppg 156 | 101
NA 313 | 109
M 0.39 0. 29
ENX 0.2 13.0
NFLX 0.1 37.3
S. 6rsrzlaorocescens PPA 078 se3
NA 313 | 392
GM 0.39 12
ENX 0.78 | 433
NFLX 0.39 | 271
S.marcescens | ppa 6.25 [>400
NA 6.25 |>400
GM 0.39 2.6
ENX 0.39 161
NFLX 0.39 | 659
BEEE | O e " | PPA 313 | 144
NA 313 | 126
GM 0.39 0.60
ENX 078 71
NFLX 0.78 16.7
P. lazerugmosa PPA 125 81.7
NA 100 {> 400
oM 313 13
ENX 1.56 479
NFLX 313 | 426
Poayragmosa | ppg 25 | >400
NA >100  [>400
OM 100 37.1
EMX 1.56 31.0
, NFLX 0.78 | 185
Py ruEinosa | ppy 125 | 438
NA 100 |>400
GM 100 66.0

B LAiE

~ 7 ADRL IR A B U, FENRG OO A M2 10 SR E 21778 5 G RYSEIC KT 5
T )XY UEDEIL, NFLXD1/2, PPADI/11, NADI/I3LA T Th-7-[14].
DR B GE

~ U ADBEPMNICE ZEA L T Z L7z FATHEBRYYEICRT T2 EDgfEIL, NFLXD1/2~1/1,
PPADL1/2~1/13, NAD1/4~1/160ThH>7-. FROEGIC LV = ) Vo O RIT, K TEEIZ
X5 GMOBhFEIIFIFVCHL L 7= [14].
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YORACEFHLETHBRBRREICHT IHR

A B &

-3

MI

C

(xg/ml)

20
P>

E. coli P-5101

ENX
NFLX
PPA
NA
GM

0.05
0.05

o
-~
o oo

(%)

K. pneumoniae 13

ENX
NFLX
PPA
NA
GM

S

P. mirabilis P-3003

ENX
NFLX
PPA
NA
GM

—

W0 ww

[To RN IV ]

DB

S. marcescens S-9

ENX
NFLX
PPA
NA
GM

=N

P. aeruginosa 12

ENX
NFLX
PPA
NA
GM

—
O -

DNV | W=V [ W= W N DN OO
oW o

—op|ocRrnvEw—N Mo~ Nw oo ww
OB WNOINNO | NNNUON[OCROW=— ||

w
0 W
—
(2]

S. aureus 50774

ENX
NFLX
PPA
NA
GM

0 —

oo < FON]

CUNOO WONOO(O-OOO0 ([OCNWOOD I ODWWIDO | O«
NN |-

[\V]

17.8

55.8
161
>400

IR—FTFAI FEEMEEER15]

AHNDOR—7F A3 FMeEREERZRKBFEOZRTHZEZA, 0.2 g/nLL EOJEE TR —
FAI FOBELAZEEL, ZOREREIIPPABLIONADHNL/16TH- T
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VI. RMEEICEYT HEB

1. MAREDHR - REE
N AELEFEDLGOPRE
Y ERR L
(2) B 1 PR BEE B R
IR (fERERRCON, &1%200mg#k5) [9]
1~2M5fH] (PR AR YE B, R%200mg#k 5-) [16]
Q) EEAETOMmMPRE
fEHERR A, 200mgl[ml4%5-[ 9] :
Tmax=1h, Cmax=1.7ug/mL, t,,=5.9h

° 100mg ( 68Y)
e 200mg (684)

& 5t o8y Il hr)

REMA 6 2I(2100mg X U200mg#R O 5 L 1=
BROF M RE (bioassay)

3r

o--081ik, #.57.5kg
(MBERE LK)

—— 73k, %, 36kg
(MBEXB X L. XRUR

N T
(HWE, MIEXE R )

m
=
Y
x
: 4
w3
.{____0\
\\ “\\‘.o
T~
0 N P
o 8 10 12
S5 xaommh)

R AR EIC200mg, 1 EEO/ELEE
DOMm;BLBE (bioassay)lie]

() hBERE RTT S MehiBE
PRI L
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2. EMEERA/ATA—4
(1) BRULEE B 3K
ka=7.53+3.53h"" (fatHEAk A, A%100mgis5) [9]
ka=8.71+2.61h" (EEERK A, £1%200mgf5) [9]
QDNAATRLFEY T«
AUC=3. 74%0. 256h + p g/mL (fERERL A, B#%100mg#5) [ 9]
AUC=9. 86%1.23h « pug/mL (fEEERLA, &1%200mgi5)[9]
ZEfEIE L BB B EREOAUCIZIIAEZEEZRD 2 (EERA) .
RV HREEEH
ke=0. 123+0. 011h™" (f#REER A, R 100mgft ) [9]
ke=0. 11940. 0061h™" (fdEERL A, B%200mgH5) [9]
@DOVF7SUR
YA L
) HhEE
Vd=2.3L/kg (BIHSCHRL9] X v FEH)
(6) MIRERRBEE
32.0% [fERERZA, 400mglle]l CRFREGFASNH &) &5 1RR%) [17]

3. R
(%)
NMEEE VBRI EhD (T v b)) [18]

A Xi]
(1) 1 % - BE A& @ 1
(%)
FEAERBITLZRY (T b)) [18]
(2) BR~DBITH
PEIR236112 100mg L[a] 4 5-# O Jpfs i R FE 1, RHARM AR EE L EPLIOHER 2 L, IREIXFERE 20
LIV ME T d o 7o F AR IREE X RHAM X 0 BT ER L, B 56RFM%ZICE —2 D1, 10 1 g/mL
WZEEL, T~ TH0.62~0.65u g/mLCThH 7. 72, FrAERMENOIFZT ) 4 idm &
2o 7= [19].
) Bt~ T
FALIE A5BIIZ 100mg LA 0 $5¢ 5-9% O FLit IR EE 13RI B — 2 0. 51 u g/mLIZEE L, 6B I
190, 1 g/mLIIE T L, WHIEMmEY X 0 THh - 72 [19].
) FEE~DBITH
WAIR ZREIR R AR 12200mg % 1 0] % 5- 3 #4 35 & 1U%600mg /433 % 3 H [ HEfeRt 1 % 5-HF O Bl h i B 1%
ZIER0.107£0. 019 u g/mL, 0.661+0. 085 u g/mLCdr o7z, F-HHK MIGIRELIZENZ
0. 088+0. 018, 0. 289+0. 028 T -~ 7~ [20].
(5) Z DDA DOBITH
1) A PR EE [21~23]
JEIE PR BB 2200mg & 1 RIFE O B 54 O IR IR, 2~8RFMZIZ3~T7 u g/mLICEE L, MmAEH R
ED2~UETH - 7=,
2) FEPIREL9]
fEFERR A 1Z400mg 21 H 28], 7 B BLEGHR 05 L7-Io5H B OFEFE L, 452~938 1 ¢/g T,
1644 ng/g T o7z,
3) MEVR IR - IR PR R [24]
R AR 1061112 400mg 1[I HE 5-1% O MR F IR EE 1L, MAErPIRE L O0IK<, Bhor %oy —2
2.46 1 g/mLIZEE L, Y03, ORF TR T L7, 72, f@EEa A 226112200mg 1 [R1# 5-1% O JRiR i
B, #5302 —20. 7T wg/mLIZiZE L, B4REH TR L7z,
4) MR i BE (25, 26]
8 P S R LE AR 3112 200mg 1 [R5 5- 4% DWE IR PR BETE, 2~ 3K B 1. 2 p g/mL,  3~4MR§fH]
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B 3ug/mLThH o7z,
F 72, 200mgl H 3[aIBEGREOWEH PR IL, 1~2u g/mLIZER7zNTZ.
5) B J Ak e B [27]
B RER BERFE THZ200mg 1 [A1#% 5-2 [ 1% O B/ (R +ER) IR 0ug/s, BERHPIR
FEIX0. 8 ng/g, FZ FALMRHIRAEIZ0. 51 g/eT, (RE+EL) FRENMIEHIRE & IIZFRFEE T
bmE<, WNTHERE, ETHEOIETH 7.
6) - 2 M AEL A 7 [24)]
O PkAERE200mg 1 [F]#E 51~ 2HE 4% O 130, 62~4. 18 1 g/g (4f), 200mg3[H]# 5-2~2. 514 T
1%0. 16~1. 12 u g/g (4f]) Thotz.
@ _EBHIFKEIE200mg 1 145 549 1. 5HFRI% TU30.95~2. 1 ug/g (3), 200mg3[ml4 5-2~3. SIEfEI#4 Tl
0.54~3.78 ng/g (4ffl) TH o7z,
OF H 43 w200mg 1 H 3[al#% 5-BF OB FE1X0. 35~8. 01 u g/mL (19%1) TH-o7=.
@£ 7400mg1 H 3[A1 3% G- DR 130, 56~2. 13 u g/mL. (3f) TH 7=,
7) B SE MR TR 2 28, 29]
fatRE Rl A A, TEMERTNZ IR 2 R 912 200me B -1 F 46 L O D= E I, 1.4~1.7Tu g/l T
MyGEPEREDL 3~1. 8 ThH - 7-.

5. R
(1) RBIBEL S & VR BHER
T XU ATAANTIRIZ E A ERE SN2 VR, e <T D UBAREN S LEZ T T, T
AR, XK, RAINVIK, TEFUER, =FLo U7 I 2 RICERINA[17,30].

HN/\l f-z“s
L_N_ _N__N
’d
Y0
X COOH
0
X/
/0// l \\
Cohy HN)J\‘ Gl ncon™™ Gt C“;CO’() 2ts i
N. N N N N . ’
NS NS N\
F COOH F COOH F coon F coon % Coou
(o] [o] 0o (o] (o]
T/ A+ /6 Fou Ik Tt Frik IFLvIoTI/E

I/ FHIUo0RH

(2) KEICB8 59 HEe (CYP450SF) D4 F1E

BB L
) DEBBHROEES L VTOHE
LB L

@RIVOEEDEELS L UHE
PUBETE MR I A D1,/3~1,/10TH 5 [17, 30].

6) FERBMOEMEERP/ AT A —4
BRI L

6. et

(1) Bttt AR G2
F & LTRY

(2) BEift ==
Be 1% 2405 £ TOR P BRBEFEINRIT64% TH 72, 72, IRPIEEIZO~ 2B RICE— 27 BRA b,
21T wg/mLTh o7, (BEEERKA, 200mgllEl#5) [ 9, 31]
EHRelEE BT IR L2 a, s MR ENFHE L, JRPIBES L ORPEIGEOIKRTARD 5
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i, (200mgl[A#5:)
24IRF AT IR Hr [E] U =R
Ccr=80mL/min : 62. 7%, 80>Ccr=50mL/min : 54. 1%, 50>Ccr=20mL/min : 30. 8%,
20mL/min>Cer : 6. 4%

(3) Bttty B
PRERR R AT AN 10045 K OM200mg 1 a1 H #5500 R PR EE (32 2 2~438 LU0~ 2R IC B — 7
NI G, FEHT4ug/mL (100mg) B L O217 pg/mL (200mg) TH-o7=[9].

1. ENEICLDRERE

(1) BIE:ER
R L

(2) I &EHT
NE—=T 7 AN=EZALT FAF— (7T a7 7 ) B LT D8 MEET FBF 1 2400mg 2 AT
FIARFRIETIC 1B OB G0, 5801, 1~4. 8% MrE S hET—#) [32]. £/, =/ FH
VUNER I e MRAFIL TR 72 SN PASERIR NI N — 7 7 A SR T i (AM —10)
gt L, 150mL/min TR L7 &= ) FH o D27 V7 T 21334, 5~52. 2nL/min T > 72

[31].

E, =/ %V URmiEENT (HD) TiHIEE A EREINR.
Q) EiEmAER

MY ER e L
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VI. R ERALDOIES) ICEHT HIER

Wt

e ROBHEIITHEE LN L)

(1) AFN DRSS 3t LisioiE OBEEE D & 2 B3

QROFER G OBE [ THAEMH] (1) OEZM)

TN Te 7 T XTI, T TR T e

GV IEIFE T ITIEIR L T D ATREMED & Do N [ ThEhw - FEMT « WIImE~D L) (1) DESR]
@ /hE [ UNREA~O®R S OESR]

3. ik - HIRICEAET HSEALOIELTDER
AV

A Rk - AEICHEETS2ERLOIELTDER
[VIERICET 2HEE, 2. ik - AEOHSBHR)

5. HERERB L TOER

BEEEAS ROBFICITHEBEICEG T2 L)

(D) EEOEEED S HBE (HOMPRENFFHRT 20T, KHEEZMEEZITREHEEL HIT T

BT 52 & ( THEYERE] OHESHR). )

Q) BHrRE KANTEIIC LV RESRIZL V. ]

@) TAPAFEDRNAMIERELIZ NG OBEROH 5 BE EhAZERZTIEnH5. )

(4) misE [ TElE~o&h ] OESHR]

(6) EIEME S EDBE B OEREBEIEDL LORERH 5 [54]. ]

(1) (2) —fRIZB & FHEIRREE & 9~ 23K TIE, BCREEN D D L PR Mz S, EH o i
MBEFIC ERH L CTHERBIERANRRT LIRS D. TOD, FICEEOBEEDH S H
FIEGT 5553882 H01dTV, EEICEETHZENRNETHDH. FERAICAF100
~200mg & 1EIRE OB L7z & &, 245 CTREG-ED54~64% 3 RPICHEI S D, Lizii- T,
BEOFEEDH HBE, EITBEICARZZET 5255138842 +01Tv, EEICEETHZ
ENMETH D, MIENTEE T, RNAFORI LN HREINTWD. vk, =/ %%
EEENT (HD) TIXELBRESNT, WERGRITmEZENT £ 0 iigiEsEyr (H
DF) OFBEDEOHRERHD.

T, RNARBBIOPIZIE, =/ X oMb RENBRFICEF LNl AL TN D.

(3) BRI A DB R D 8 5 BEICEE L, ENANRE LI EORENH 5 [33]. I AMERE
BEFLIIFOMAROS DBRE CTIIRENAZB I T ENHIOCTHEHEICREGTDHZ ENME
Thb.

(4) FE ~DOFH DOES R

6. EELEANIRLFTNEASIUVNERSE
A=Y
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1. #E/EHR
AENICYP 1A2DEEHEZHT SH53].
M PtREZEES L ZDOER

HAEZ BFALGLI &)

4

BEAIER - FEE Tk

B - fEBRIK T

I Tae 727 X
F )

RN AEEZTZEND
2.

—a—%/urRHEANC X
% GABA, Sz B IAE G THEAEHI 23

=R N FEAT v A FPETE SR A
I TE T HUbAm(Zarre 7o | Lo#HEmEns L E1x61T
A=A NZ- T THREFI)EDOH | WD
HATRENAZRZ T LW
HERHD.
Q) BtREFE LT DER

HAZEE BRICEETSHZ L)

A4

BEAIEAR - FEE Tk

B - fEBRIK T

7 =)VERRSRIEA T 0 A
N VEH Je B Al

T UBERIEAT oA
RPEYER ST REA (7272 L, 7
e rarz o 7T
ABIRZALLE 7 o
VIIPEREER)

A A = A

oXxY a7

75 ) a7

KNAZEZTBENNH
L. EIABTEBR LT 5E

W, BE5EZRIETS.

—a—F /v rRIEANIC X
% GABA, = RIEAE G FHEEH

vromurzxts 1, SGERESR, PURILAAL | 23IER T m A RV 2 8 A
TrT =)k D72 SO AE AT | ICE VRS hD EEZ 6N

TW5., TAMAEDRNLA
MR EZ X0 S OBEEE
Db HEBEE, BEEOH DA
ETIEFIcEETH L.

TA T4V
T 74
aYor st 740

T 7 1 U > DR AR
THOT, ThbORA%E
WY 7 SR ST
5. (MBI DHBH)

THET7 4V ORBEEETH
% CYPIA2 ZfHEL, TA4 7«
Uy OmHREN EAT 5.
FrEEOH 5 B, &g T
ITHFICHEETHZ L.

TNI=ULFEEEF~ T X

KEEALT VI = AF
VIRWIN. | Aea/i SVAVN
AT T NT 7 — hNE
A

AANDNRDNHEI T D%

A& RA%, 2 KLl R
Mgz i T, Znboik
AueRBAT2REEEET
B.

BEA A EFL— FETERK

VU LEEHETLRAIG | i o (HEMEIRE] O | L, AAIOWISEE S 5.
i 7 55 ZM).

A #kss

FH= IS OEKOMPIEELN | 5 OEFONRHEE TH
FanxkFo FERTIIBENRDS. % CYP1A2 ZFHFE L, i rhiRE
ULy —)u N EFTHAREERD D,
gr—=—u—/)L

g oNT A

DA EHEAT 1A FHEHRBTEHA

T T Tz, IAAETR T 2T XTI (EHAD LOMEEREEZLNDENAD
W [34~36] B BT DT 2T Ty, I T a7 2 TR e F AL HEAZERE L.

ES

72, Zanerazer (BOAFD) oW ThH, ZesRibEmm CERI0FE2HSHA) 2k
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AR LE L7 (=% H vt rae 7= O CRILANDRE L &0 ) #4137
W) LB, o7 2o VIR RE X T e U VEERIEA T oA FHEEASIRANC OV T H =
2—F% /v UAlE O THEERIZ L 2RI AFRBFINHRE [37T] SN TW Ao HERE L
7-.

NAKNET AT 4V, TI 2740y, aloTA 740

TERERR NI T A7 ¢ U 2200mg/ H & AKl600mg/ H # &G Lz 2 A, &5 7HBIZIX, T4
7 4 ) VB BRI, T4 T 0 U U Ofcmi P REE, R R NI, EhE et
WELSHMUZ88]. 2, 7740y, aVrTA 7400 0%, KNTIEITA 740008 L
TERT27297I /7700 bBML, PFHEEE L.

3) AHI & A, A

Z v MIHIEEA] (FRKEET VI =0 A7) HDEWIEEA (FiEesk) L AKIZOFRESE LT
LA, REIBEMBGRHCAS, ARFIO K& ML, AR P, el
TIX64%, 58%, #AITIZ67%, 51%MET L7=[39]. Zi b O3EA LA EE & Lz,

. Bl{EA

(M EHERDEEE

KR E TORRRRER, 9825113 X OME F plig s 420, 06061 > 47125, 0426167741 (2. 70%) (ZFEITEM
WHLNTZ, ZOERSOIE, Bl, HEAPE, RRAIREOHEICEER (1.60%) , FBZEHEDK
JERER (0.46%) % Tholz. (BREK T

- EXGEMER

BERZEWER (W 0. 1%AK0)

Dyavl, TF7 4 7% —fRER GEAR, B, FIIEE, PR K )

2) B RERGEIREWERE (Stevens—JohnsonfiEfERE) , HHFEMER FBEIEIE (Lyel AEMERE)

3)BAMEB A

4) 7 F U AR, N ok E

EFRDD) ~4) ORIWERARS bbb Z LD DOT, BIEE 512470, NGRS b HEE1CiE
ehAZRIEL, MEURLEEZITO Z L.

5) RV MERT2¢

FEEN, UZMR, PR R, RoE XRREE, AFREKIEE A1 O MEMEMR R Do Z ERHDHDT
ZO XD RIERDH SN GEITE, BEEPIEL, BIFERNLVE CAORGEOREY I ALE %
rToz k.

6) K Mt

HERKMPER S bbb Z R (FinE, & ICBEERETHLDLNLT V) OT, BlEx
F3AT, BEARO ONGAICE, BEERIEL, WERLEEITO L.

) REASCH R A

g, B, CPK ES., MBI ORFIA 7oy EFZR#E L, 2SR 2D
FEFRAIEN S L ONDZERNHDHOT, ZOXHIRERNS Lbn=Ha1cix, &EEFIEL,
WO E AT Z &

- HEERICEHIEXLGEIMEA

1) (AR KGR S O MAE 2 (£ 5 B 72 KGR
D=2 —F% 7 v CRHEAIT, BEERGREOMEZ MO EELRRKLRRH oD Z &M
WE SN TWAD. B8, HEEO THR™H b HaiclE, &5 &Mk L, YR EEIT> Z
L.

2) EELIE i M ) E O HEAL,
fhD==2—F /7 v U RPLFEHFT, FEIEHEIEO BN HRE 4] SN TWVWDHDOT, BLE oI
TV, BENSRO NS, BE2FPIEL, @YRMEEZITH Z L.
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- EDHDEIER

ZDOBIVER
sy 4 0. 1~5% A 0. 1A HAE A
¥, K 9 PR, BEmTHE, Ot
BBUE (1) BHREUE, FE, R
i BN, 7L T7F=>0DF
=
2, AMmERED, s
Mg (7£2) ML, I mREREE £
] Bl Wank, WA, [BEERZRE, ANk,
HibEs  |IE, BESARTRE, T
GOT, GPT, ALP, U /L
I ik [P N e
HEV, SHox, B YR
g ux 7 JA, BAER, AR, R
IHRTREER 2 fhA, ek Lot
FUEE. HE _
BiE, s, PR,
Z DAt WA

HL: ZOXRERND SN -HaiE, &5 2L, @mURE LT

52 L.

2 BB L H0ATY, REBEDONSGEICE, 52T TH2L.

Yay s AT uA Al FEAFZRG L, ERICE U TRIBERERE OREILE %

QEBAHRERARBRES L VERREERE—E

4

i_.

SRERZ O A 3 B AR A &3
R NAE 4, 982 20, 060 25, 042
BIEHZ BG4 218 459 677
R B 274 639 913
B EHIEEER (%) 4. 38 2.29 2.70
BIVEH O FEEE 13 % G % a8 %
BEE - RIEFRRES 34 0. 68 81 0. 40 115 0. 46
% P 1 0. 02 2 0.01 3 0.01
9 FERK 6 0.12 7 0.03 13 0. 05
N N 0 1 0. 005 1 0. 004
H Y6 mUE 0 3 0.02 3 0.01
HLBE 0 5 0.02 5 0. 02
g2 0 3 0.02 3 0.01
95 27 0.54 53 0.26 80 0. 32
FZ &9 0 2 0.01 2 0. 008
RO A 0 1 0. 005 1 0. 004
A2 0 4 0.02 4 0.02
iR 1 0.02 1 0. 005 2 0. 008
EAJiS2 0 4 0.02 4 0.02
SIRBIERS 0 4 0. 02 4 0. 02
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iR - KR REE 25 0. 50 55 0.27 80 0.32
DEWN 3 0. 06 16 0. 08 19 0.08
D FE VK 1 0. 02 1 0. 005 2 0. 008
(i 2 0. 04 1 0. 005 3 0.01
MHL B & 0 1 0.005 1 0. 004
SHoE () 2 0.04 6 0.03 8 0.03
S6505 () 2 0.04 6 0.03 8 0.03
LU () 6 0.12 5 0. 02 11 0. 04
SHE () 1 0. 02 3 0. 02 4 0.02
SR 9 0.18 9 0.04 18 0.07
FHER A Pk 0 1 0. 005 1 0. 004
e 1 0. 02 0 1 0. 004
i 0 1 0. 005 1 0. 004
PR 0 2 0.01 2 0. 008
5D 0 4 0. 02 4 0.02
IREk2t 0 1 0. 005 1 0. 004
R EES) 0 1 0. 005 1 0. 004
DU R i [ 0 1 0. 005 1 0. 004
LR 0 2 0.01 2 0. 008
B RES 3 0. 06 9 0. 04 12 0. 05
LT 1 0.02 3 0. 02 4 0. 02
BRI A 0 1 0. 005 1 0. 004
ElES 1 0.02 3 0. 02 4 0. 02
IR 1 0.02 2 0.01 3 0.01
lGian 0 1 0. 005 1 0. 004
fEEE 1 0. 02 1 0. 005 2 0. 008
H 233 de 0 1 0. 005 1 0. 004
=0 1 0. 02 0 1 0. 004
EE - fiEEE 2 0. 04 4 0. 02 6 0. 02
HPARK 0 1 0. 005 1 0. 004
Hig 2 0. 04 3 0. 02 5 0. 02
TDRMDEHRBREEE 4 0. 08 4 0. 02 8 0.03
LR 0 1 0. 005 1 0. 004
RS 2 0. 04 2 0.01 4 0.02
USRI 1 0. 02 0 1 0. 004
TR 1 0. 02 1 0. 005 2 0. 008
HaEE 11 0. 22 15 0. 07 26 0. 10
BRI [ 5 2 0. 04 1 0. 005 3 0.01
IR (iE) 3 0. 06 7 0.03 10 0. 04
IR 3 0.06 6 0.03 9 0.04
WS U 5 1 0.02 0 1 0. 004
Erh ks 2 0. 04 0 2 0. 008
R 1 0.02 0 1 0. 004
ESURY 1 0.02 0 1 0. 004
PR IE 0 1 0. 005 1 0. 004
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HILEEE 149 2.99 252 1. 26 401 1. 60
LD 28 0. 56 18 0. 09 46 0. 18
M &5 21 0.42 33 0.16 54 0.22
M - 11 0.22 18 0. 09 29 0.12
BRI 23 0.46 36 0.18 59 0.24
THLEEE 7 0.14 15 0.07 22 0. 09
g7 0 1 0.005 1 0. 004
H b 72 UL 0 5 0.02 5 0. 02
(SRR 0 3 0.02 3 0.01
H E% 1 0.02 3 0.02 4 0. 02
ERN ISR 21 0. 42 52 0. 26 73 0.29
B 0 2 0.01 2 0. 008
Tenox 1 0. 02 0 1 0. 004
g 0 1 0. 005 1 0. 004
LA 0 1 0. 005 1 0. 004
RE R A TRk 0 6 0.03 6 0.02
P R Tt 6 0.12 7 0.03 13 0. 05
AN S 1 0. 02 2 0.01 3 0.01
B 9 0.18 17 0. 08 26 0. 10

H $iliJ 0 1 0. 005 1 0. 004
H A 1 0.02 2 0.01 3 0.01
i3 5 0.10 9 0.04 14 0. 06
LIEEE 1 0.02 5 0. 02 6 0. 02
T REE TR 1 0.02 0 1 0. 004
O R 7 0.14 10 0. 05 17 0.07
fg<>1F 5 0.10 8 0. 04 13 0. 05
) 1 0.02 0 1 0. 004
AER 1 0.02 0 1 0. 004
OEOHI 1 0.02 0 1 0. 004
A g EAR 0 1 0. 005 1 0. 004
1 ZERE A AR 0 1 0. 005 1 0. 004
A% 3 0.06 11 0.05 14 0. 06
PR 1 0. 02 2 0.01 3 0.01
=R 0 1 0. 005 1 0. 004
E=HE 0 2 0.01 2 0. 008
T 18 0.36 24 0.12 42 0.17
/¢ 2 0.04 1 0. 005 3 0.01
(R 2 0. 04 5 0.02 7 0.03
ot B H 1 B 0 1 0. 005 1 0. 004
- ifn. 0 1 0. 005 1 0. 004
B 1 0.02 0 1 0. 004
K - BEREE 0 30 0. 15 30 0.12
MEGOT R 0 22 0.11 22 0. 09
MiEG P T L& 0 19 0. 09 19 0.08
y—GTPLH 0 1 0. 005 1 0. 004
iR R E (LAP LA) 0 1 0. 005 1 0. 004
MY e E5 0 3 0. 02 3 0.01

iy = 0 2 0.01 2 0. 008
yuvey ) —7 0 1 0. 005 1 0. 004
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K- XBEE 0 20 0.10 20 0. 08
ALPLH 0 5 0.02 5 0.02
BUN L& 0 4 0.02 4 0. 02
LDH k& 0 5 0.02 5 0.02
5 AR 0 2 0.01 2 0. 008
NPN k& 0 1 0. 005 1 0. 004
fp 7 L7rF=r & 0 7 0.03 7 0.03
FRIEFREE 1 0.02 6 0.03 7 0.03
FT ) —F 0 1 0. 005 1 0. 004
IR 1 0.02 0 1 0. 004
I R 0 2 0.01 2 0. 008
B LW 1 0.02 1 0. 005 2 0. 008
I 0 1 0. 005 1 0. 004
LN 0 1 0. 005 1 0. 004
IRIERFES 0 2 0.01 2 0. 008
21 0 1 0. 005 1 0. 004
AR ER D 0 1 0. 005 1 0. 004
BInEk - ANRESE 0 19 0.09 19 0. 08
IfisEkIE 2 (iE) 0 8 0.04 8 0.03
BRI 2 (E) 0 2 0.01 2 0. 008
H i BRI GiE) 0 8 0.04 8 0.03
HifERE % (GE) 0 1 0. 005 1 0. 004
FERIEKI S (GE) 0 2 0.01 2 0. 008
/Mg - Bl gEmES 0 7 0.03 7 0.03
M/ (iE) 0 6 0.03 6 0.02
/NI PSR B 0 1 0. 005 1 0. 004
MR R EE 0 6 0.03 6 0. 02
BUR 0 1 0. 005 1 0. 004
2R 0 2 0.01 2 0. 008
BEIR 158 0 1 0. 005 1 0. 004
P8 i 0 2 0.01 2 0. 008
— B BEE 8 0.16 28 0.14 36 0.14
Mo L& 0 2 0.01 2 0. 008
Jiopa 1 0. 02 2 0.01 3 0.01
it PN R 0 1 0. 005 1 0. 004
Jifa 0 38 0 1 0. 005 1 0. 004
B (%) 0 4 0.02 4 0.02
eHtEE (%) 3 0. 06 4 0.02 7 0.03
M (%) 0 1 0. 005 1 0. 004
AR 0 2 0.01 2 0. 008
Ko RE 1 0. 02 0 1 0. 004
T 1 0.02 2 0.01 3 0.01
T 0 1 0. 005 1 0. 004
PR I 1 0. 02 4 0.02 5 0.02
FEEN 1 0.02 4 0.02 5 0.02
IFTY 0 2 0.01 2 0. 008
CR PGE 0 1 0. 005 1 0. 004
M7 B s T 0 1 0. 005 1 0. 004
PP [ 0 2 0.01 2 0. 008
B 22 AUE 0 2 0.01 2 0. 008

FRFRIG + R ARSI (19934F9 )

lixaser By Xk o ka
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Q) ERKE, SHE EEESLUFHOFEFETRINOEHERARTRE

M, s, 1 AREE, FHRK, SHEZIC O W THRE LR, R oRIEFRREHERICONT,
607k LA_ETi32.81% (209/7, 434) T, 60k DJE1. 98% (250/12,610) L ¥ & & - 7.
ZFOMDOBERNZ DWW CIIEFIZIIE & 72 5 RIS bR o7z,

D EDT LLF—ISHT 2IRE L UVRRE

KEND RS LIBBUE DBEERE D & 2 BE 1T TH 5.

EnE~DEE

EiE ~DF 5
EEE TITBEERENME T L TWAD Z 2R WD, mWILhEENE T B8F200H Y, BWERNSE
FHLLTWOT, ARZLNNCEEGRBICHEE L, HEICEET5 28 (TRIER  KikE) OESR).

ElpE TIEBEEDIER T L TV D ZENZWND, mWILTRENER T 282001 H Y, BHEHE
FLRLTWOT, FHCRGEICEET 2LENH L. M HAGRGHA T, 65l Lo mind ORIVERZE
B, MMOFRRE I ~m. Sl TIERIEEEIR D2 5 TR Y, il T3l & & b I B e
DIETRZ L, EOIMPRERER LT 0E SRTn5.

10. ¥E4R - EEMR - RILBFADEE

11.

Wb - PEMT - RILIME~OHR G-

(WG E 72IHEIR L COW D RO & DI NIIZHR G L2 & UEEF 0512 2 2k
eSE LT, )

Q) BFAFTORBNCELETIHEICE, BHLEdTIEsSEs 2. (BT ~OBITRHRESA TS, )

BYERR (U A, Ty b, AX, VL) TIIHEGFEEERITRD L TR0 [40~44], BEfifEE
O RIESCIIF 6T DAFN DO R M 2 MR T DI D 07T — 2 NS LN TN RN, [EEEZH L
THIF~ORGERET HRE L & LT, F7, BHWmIEE LGS, Aitc@ L CARICRITT S
7= [19], BiRDO/NE~OF G 2L L TWAERE NS, ARG T 258 3RAL e Tk 54
ENDHD.

IMNEFEAOERE

NN
AINREEICHT B Z AR LTV AVDT, #5 LRV . [ [ZOMOERE] OEEBHE)

EU RUBVRUEBEBRITEANIRREDZEILI O, ShERC, 5T v MCHEBIREEEZEZ T2 N5
NTWD. REDOLZE LHER ENFET ~ b TREETHEORFENRD L TEY [45], Z ORE#REED
HONDEEH, b /NS T 5720, NNE~OREEEEL L T\,

12. RRIREBRICRIFTEE

R PR R AR SR M E T R
WREBED, WEEICEY AT EEEz2 "+ 288D 50T, EIEEITRBHIECIVET S Z
&

KA % S LR OE A ZLowrylh, ANRY Y FIUEEES JUBCGIETHIET 5 &, BUGEZRI L, RE
AR RS bRz =T 2L d 5.

13. BERS

YIS
AMER RO U miEiER £ IR ENAH EB 2 B TWA[31, 46].
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4. BRALBLUEFRFHOIR (BEFICHRIRELEFARES)

WA EoEE

HANZZATE PTPREEDOIANIPTP Y — F bW H L CIRAT 2 X o EET52 L. (PTPY— ROk
I LY, DS AT EEREA~TIA L, FIIXFL 2B 2 U CHEBRIARSE O EE 2 A OHE 2 R3¢
L2 ENREIR TS, )

15. EDHOEE

ZDMOEE
W ER ShER, ST v b)) THERENRRBDONTWD., £, 8WER (X, v ) TK
BRI LY A[EOR TR ENRO LTV 5.

- PEEIT ) 5 R [45]

34 Al hgs Kiz50me/ke/ H Z#THRRE A& G T2 &, #5220 HEIVBHTERE NS o, B
HUF KRR OISR iz, £7-, 4lEZ ~ ~i230, 100, 300, 1,000mg/ke/ H %7 H %
O3 2% L, 300mg/ke/ H UL EOFGRECREGIE ORENBO LN, LinL, ZOL 9 72FTH
ILECREN) TIERO Lo Tz,

- FEFIEARE IS BAE T2 [40, 41, 47, 48]

7w b A XO—EEERBBS LU v FOFE R & SRR RBRIC W T, BT AEE G
oo, ZORBHEIXT » N T, 000me/ke/ H, A X TlX120mg/ke/H THh-o72. LrL, Z
NHOMEITe MEAHELIOmg/kg (600mg/t ~/H) OFNENI004%, 12(5ICHYT 5. £, 7
> b6y AEMERMERBR TEhE L2 [FERER TIE, 1y HOWREIC L 0, MR IR EE
DOEAEZRN LTS SN, &5, 7 v FOFBIERER CIXAEE (63A[]) DahliER T,
F 7R AL BRI, 4~SE B ORIERICB W T, Wb ATERE N ORIEN A L. 7R3,

INHOREBRIZEBWTHRIEDONE, NlE, FHRICIZEFEZIALN o7, RERIZEBNT, =/
X UDOREZRGITED 7y F A XTHEFEKAEENGRD b, ZOEEFEIT AT
EZZ BN, £z, FEIIERHMEE O TR E COMMICEREEZRIZT O LEE XD
ni-.

16. Dtk
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X. EERERHERICEIT HTHE

1. —feRE

(1) pEFEHRERICXT HEH
HRAX AR L0321 [49]
TERORD b TeDIETT ) F 42 D26mg/kgbh EDOENRNTL G2 L D4 o2 b Th 7. &1
$51Z K0 100mg/kg LA b TR EE 22 BEAR RV AE 23580 B 5 23 AR RIS e o 7.

(2) BEMEHRRICKT HEH
H AR Rk 2 EH [49]
TEHORBD NI DT ) FH 2 2 D3~30mg/ kg DFFIRNE G XL 27 LT Y v, 77 KLT )
v B L OHENIREAZEIZ L 2 A EEH OB i, KEMRESAN, 7EFral) v, e 2Z I
& 2 B AR O EE 22 i, SHERE SN L O R L U s X 2 BisfE O 22l T - 7.
FHIEER R L CiEe 32 0 D10°g/mlll EOERE T, 7 KLU i X 2R OitkgER B
KO T EF vz A X 50 EOWHE WA ER % Bl L7-.

(3) MR - RIREBRICHT H1EMH
WE - EER R RIT RT3 2 EH [49]
ERDORD bNT-DIET /) FH 2 2 D 10mg/kgbh FOBNRNEEL-T L D% 2, A X OB O EE 70
s X O, O TR, DA ORI, (LR OB EE 7225 E 72 D NS BRI E & O I T - 72.
il tH g L 2ok LTI 107 g/mL oD i BE ol 55 D A I BEIIVE H 36 L OB if A8 -C et iR S DI 1B
HanrLlc. = %% 131000mg/kg £ TREAEG- L TH, K - fERAFRIC L CEE A EER %
IR IR Tz.

@) HIEBRRB L UVERBHICT HER
THALER R 3 K OB A 23 2 1 [49]
T ) XY T~ U A NGO RREEREIC R LT, 10038 K UB00mg/ ket 1 #¢-5- CREEE 2240 2 7~ L
7273, 10~1000mg/kg$ 5-CHEK AN RIERHZ RS o7, F72, 10°8B X V10g/mLiEH
T, UYXORMBENGENCERELE KT SR o 7208, 10°g/mliE T, FERICEE 223 2R L
7.

(5) m&ERIZHT H4EH
CNEE R L

(6) BHeEIT T H1EH
R gRE I 2 1EH [49]
T X%, 108 X TVN00mg/kgfk O TT v FOREB L OIRF~OEME (Na'BLO
K*') HEZIE & A S EEE RIS 2D o727, 1000mg/kgHt5-Tl, 6RFRERIZ IS TR B DB 72
WY, R A~ON a PR OBRERBAOB L UONa /K EOE T2 R L. LasL, Z0%ICEN
TEHE L, 24KFER TIIWTNHIFE A EEENRRED N7z,

(N =D 1ER
£ DAt DOAER [49]
T ) %Y %100 ~10 g/ mLD A FRA IR EIE DO0. 20l IR T, 7 Y KUK 381 2 M IR S o)
filZfRtE & 32 M GRiAE) FREER 72 & ONTHRRG B ﬂTé%ﬁ@%%ré@ﬁot
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2. #tt

() BEi 5 S5
L.D50 (mg/kg) [50]
S T | ey | gF | R
v A J 327 1, 237 >5., 000
(I CR) ? 391 1, 320 >5, 000
Z v b g 236 >2.000 | >5, 000
(SD) 2 294 >2.000 | >5, 000
e J — — >1, 600
(B—=7) ,
v B B
(H=2 1) ? >1, 600
Q) RiEZRES SRR

SDX%7 v hiZ120, 600, 3,000mg/kg/H %1% AREOEGIBIOD =7 A4 ¥ /11220, 40, 80mg/kg/
H 26l 'E NG L7-3BR T, 7 v 13,000mg/kg/ H 5 5-8E () (2 5L BB PENIC A MR a3,
F 72 Y 180mg/kg/ H & 51 TR RIS OURFE DZMENTE D DT LIAL, Bt T & B IR0 s
o 72147, 51].

SD¥%Z v bIZ60, 300, 1,500mg/kg/ A%, £ — 2 /LRIZ30, 60, 120mg/kg/ A &% EN64 H
RO LR BRT, 7 v M, 500mg/kg/ H#EH#E (H) OREOFEMEELI X OREER LIEEEN
WCEMERBHMIEN A SN0, REEICE v EE Lz, F72, A X120mg/kg/ B 58 () THREED
AL TR B 7= [47, 48].

Q) EIERESHRER

SDHT7 v N OUEYRHT - LRI, 16 RO SR E R, & PE W] - 7L o & HIfH12100, 300, 1, 000mg/kg/
HZRO#&S LzikBids X OREOAEFHRE N KT 378k (1, 000mg/kg/ B O $e5) 1288\ T

1, 000mg/kg/ H ¥ 5-FE THENW) O K5 T T AR FEE (4~50H ORIRIZ L 0 [B118) 35 L OWE IR O KRR 3,
/=7 VNV ROBRIBEOIEIEKIAICL5, 30, 60mg/kg/H Rk O#&E LR ERICBVW T, 60mg/kg/
H &% 5EECIRIEOMRERAD DB S h, ZLUIMIIIFFRE T _RE EAFEI IO b e o7
[40~44].

@) FnhoREkEY

- PR M [52]

THX (1 g GRPUAREA), ELEY b (BFMTF7 4 T7F% 2 —, PCA, BIERGEENKS), ~
7 A (1 g ERPUAELA) ZHOWTHFIMEZRE L7-. ZO8E, 1 ¢GBXUI g EFkoWTR
LIEEE ST, BT T 40 T X B X OB GG, P CARIGOWT L EMET, HiR
PEIXRRD Lo Tz,
- 5 R

2B A IR AR AR, in vitrofe R BB, in vivoleta KRB RER, /IMZER D 4 S DFER
RO LIS, BRFMHEIIRO Lol
c R ER I MIE T

Z v MZ1,500mg/kg/ B, #2(Z100mg/kg/ B Z1H1[E], 2BWEREOES L CTHRESSIZKIETREZ K
STL72, WEW & BISRER & D WVITTERR SRR R B IT A bR o7z,

- EEs T

ELE v MZ20~80mg/kg/ H 21 H 1R, 4B OEEG U TSR KIETRELBRE L2, ARAFlIC
L2 LEbhaBeiIBo oot

- Ao T

BRIk A EE A~ U 2 TRk kRO L —9298 L OV R ERRE RO F L2 AV TR
L7=. miffaio s LC12. 5~25 u g/mLOJR FE CHINIHEFE OB AL 22 M D A ST 23, TEREFER 72284k
RO BT, 72 S DITEWIREIZBW T H AR O M| O & T, A /ER LR HivZe o
7.
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X. kW EDOFEZFICEAT SIEB

1. BHEARFE SRR
55 FHHARR -
7 )L~ —7 §E100mg/$E200mg : 54F (ZZEMEREBRGE RIZ X D)
2. Bk - REEH
[ER - BRRGT
3. EFEZRWLWEDEESR
EE—ESEONTEACLVERAT S .
4, RBEH
AV
b. A%
7 )V=—7 §£100mg : 1005€ (108 X 10), 500%€, 500%E (108 X 50), 600%E (155 X 40), 1000%E (104 X 100)
7L~ — 7 5E200mg : 100%E (1088 X 10), 3008 (158X 20), 5008 (108E X 50), 600%E (158 X 40),
10004E (108 X 100)

6. F—R5 - FhZE
[Al—R33E - 72 L
Rz . s vvnxyor, FrvuaxHiy, v Farvaxhir, nAvaxHr, RAT7aFH
v, AvraxYgr, Jeaxdir, LARTZaxg v
1. EREESEAA
19854FE8 22 H

8. HE-WARBEABLLIUVERRES
BUEAGRAEHN B © 7L~ —27 B£100mg : 19854E8 H 22 H
7 )L~ — 27 §E200mg : 19854E8 H 22 H
AERE S - 7L~ —7 FE100me : 60AM-4122
7 )b~ — 7 $£200mg : 60AM-4123

9. RfEEWFFEAHB
7V~ —27 §E100mg : 198542127 17 H
7N~ —27 §E200mg : 19854F12 4 17H

10. %8k - $HREM, A% - ABREFENEOFAB B LUTOANR
ZhEE « WEEMFEA BB X OHE - HEZFEFAH @ 198845 H31H
ZhiE - ZhFEMm - SR E S
ik H&EER k=, Y& LT, %, MRAIZ1 B300~600mg% 2 ~ 3 [AIZ /3 HIRE n#e5-9
5.
72F, RIS XY EE TS,
1. BEEH#E BIEBRAREABBLIUTORAE
PR REmMEA B
19934F9H8 H [3EFiE (FN3sAIEMAEE145%) PFBULFE2HA ZOWTIUTHiEY L]
FFRFAmRS Fadm e A B
20044F9 300 [MhE () KB FHO 2 AT hudsEE (BM3sFIEEE1465) 14558
QA FDOWTIUT HREY L]

12. BEEHMN
FEENIN 64 (HEAKT)

13. REIKEDAE
FEEMIRNC BRI STV D EIERITEEY LRV,
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4. BEFBERMELENBERZI—F

7V~ — 7 §E100mg : 6241007F1029
7V~ — 7 §E200mg : 6241007F2025

15. RGBT LEDITE
Mz L
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Xk

1. I
1) JEHEAE—, 1Z5> : Chemotherapy, 32 : 728, 1984
2) YRR, X 0 B EERIR, 30 @ 514, 1984
3) EORSUHE, 1ZA) ¢ REYMIE FHERE, 58 1 1083, 1984
4) JEHEE, 1ED - BYRE FHERE, 58 1 1046, 1984
5) {i 338, 1£7> : Chemotherapy, 32 (S-3) : 879, 1984
6) SFREF, 1Z7> : Chemotherapy, 32(S-3) : 894, 1984
T) FEATE, 13> - EYYEFHERS, 58 & 1114, 1984
8) EEILERT 1F/> 1 Chemotherapy, 32(S-3) : 1061, 1984
9) JIIAE, 1E5> : Chemotherapy, 32 (S-3) : 334, 1984
10) K B ARFE A RSKE kB
11) {ATEFEE, 17> : Chemotherapy, 32(S-3) : 1, 1984
12) TLEBER -, 1E7)> : Chemotherapy, 32(S-3) : 18, 1984
13) TEEFELE, 1E7> : Chemotherapy, 32(S-3) : 43, 1984
14) HAHE—, 15> : Chemotherapy, 32(S-3) : 70, 1984
15) K B ARFE A REE kB
16) KAASEEJEL, 1Z7)> : Chemotherapy, 32(S-3) : 602, 1984
17) (L EEF, %2> : Chemotherapy, 32(S-3) : 109, 1984
18) FEHMIE, 1Z7> : Chemotherapy, 32(S-3) : 117, 1984
19) EHEERES, 12> : Chemotherapy, 32(S—3) : 926, 1984
20) JIJEFIH, : Chemotherapy, 38(5) : 461, 1990
21) WHFHFIE, 1ZD> : Chemotherapy, 32(S-3) : 973, 1984
22) FFIHE, 1E2> ¢ Chemotherapy, 32(S-3) : 996, 1984

23) +TEHE—, 1) : Chemotherapy, 32(S-3) : 990, 1984

l
{

v

24) JEERE 137> : Chemotherapy, 32(S-3) : 1038, 1984
25) JEDEE—, 13)> : Chemotherapy, 32 (S-3) : 590, 1984
26) RER, 1Z7> : Chemotherapy, 32(S-3) : 391, 1984

27) BEHFE—, 1E)> : Chemotherapy, 32(S-3) : 1001, 1984
28) $4 K = 1A : Chemotherapy, 32(S-3) : 724, 1984
29) EHAFNIE |EH> : Chemotherapy, 32(S-3) : 796, 1984

30) PBIFRE 1E7> : Chemotherapy, 32(S-3) : 95, 1984

31) #ﬁ&ﬁ?&, VE7 0 T8 HARWARARFE, 47 ¢ 135, 1985

32) Nix,D.E., et al. : Journal of Antimicrobial Chemotherapy, 21(S-B) : 87, 1988
33) Simpson, K. T., et al. : Lancet, I : 161 (Jul. 20), 1985

31) EARIE R EELBERAEH No8l 1614104
35) ARHIK, 1E2> . HNREE, 77(5) : 108, 1988

36) EAEIG AR EEMLEEAEHN120 Fhiks4E5 H
3 JEABIGR LA  EIELEIEREHRN98 TRt A
38) TRIE N, 1ED : BRI, 6(3) 1 306, 1987

39) K HAEARIZKE B

40) FHEFHL, 1E)> ¢ Chemotherapy, 32(S-3) : 279, 1984

41) FHEIEM, 1F5> : Chemotherapy, 32 (S-3) : 293, 1984

42) FHEFEH, 1E2)> 1 Chemotherapy, 32(S-3) : 301, 1984

43) TEATEE—, 127> : Chemotherapy, 32(S-3) : 316, 1984

44) TEFHE—, 1$5> : Chemotherapy, 32(S-3) : 327, 1984

45) K H AL SRR

46) TRFER, 13D - REEF13(6) @ 763, 1989

47) fliH1#E2E, 1Z2> : Chemotherapy, 32 (S-3) : 199, 1984
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48) flliM1#3E, 1£2> : Chemotherapy, 32 (S-3) : 242, 1984

49) FAEFSEH 1%/ ¢ Chemotherapy, 32(S-3) : 164, 1984

50) filEE2, 12> : Chemotherapy, 32 (S-3) : 192, 1984

51) filET#E2E, 1£7> : Chemotherapy, 32 (S-3) : 221, 1984

52) SEKFBHE, 127> ¢ Chemotherapy, 32 (S-3) : 185, 1984

53) Fuhr,U., et al. : Antimicrobial Agent & Chemotherapy, 36(5) :942, 1992
54) Sieb, J. P. : Neurology, 50 : 804, 1998

2. ZDDEEXH

v

{
{
{
{

3. XikiER%E, ERICEATIEHENEHEE
K HARFE SRS
T553-0001 KFTTT#E & XEET 1-5-51

[ <gpbEBBEYY— |
TEL 0120-034-389
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XO. 3E&H

1. ¥GHETORERR

IR T D20EE - R, FE - AEEUTO LB THY, SETOAGRIRM & IZR2
5.

hEE - IR

<jHEISHETE>

AFNEMEO T RV ERER, VoV ERER, WBERER, WE, KEBE, REE, v hanrs
Y—g, JVIVZIR, mrsunsy—g, v IFTR, T URE, ELIRT .
ENH=—, TrEF TR, BTV, A TN PHE, EE, SN—TFRLT
V7 X077, A7 bakREFA(F U bETR) e~V T4 UT, TURIMT H—
&, hhoveanyy—E

< JENEIE >

FAEVE R JEIRUE, VEAEME R ERRYLIE, U o 8 - U L3, BB E, AME - BVER
S OVPIFAIZEE O Yy, WHEE - MkEAZS, RHER (RHEEIF 2%, RAKBFEIES =51, Atk
LB, Mgk, MilRE, BVEMPIRARRAS O kR, B, BERBE, miiRE Ak
Eg@@@,%ﬁ%,%%%,%%%,@%ﬁ%%,%ﬂ%,*E%,@%%%
Bi% - H=

KT XYL LT, @, ARAIC 1 H300~600mg% 2 ~ 3ENCHERAOZEET 5.
8, JERICL D EEHERTS.

E4 75 A

A Pierre Fabre

R4 ENOXOR

A - K& 1200mefE

R FEAE 19934E4H ‘

b
(e

Tl
Tl

BNRE < WA [N ICISUT D Enoxacinf&S MERIC K % T RLEULIE
- NEPRBSERYYE, WREPEEMEMERIE R (A1) | AIZARK

FE - A2 [EMEME 72 13RI T R IR EYLE © 1[R1200mg 18E 2 1 H 2[A]
BISERRZE ¢ 1[E1200mg28E % 1 H 2[H]
AMEMEIRES (B {AEIC LY 1EI200mg 152 F 7213284 1 H 1[A]

EROEN Ay, 4207, #EHE, B, brva, YT IETETRESLTND.
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SIS KEEERNE

SLERRFETT (WRICHT 2BHLEDEE)
= LgbhiEREYF—

KAFXFRHEEGKASHT TEL 0120- 05 4_339'

T541-0045 KIRMFREZEIEE] 2-6-8 S B2 9:00~18:30(R FEEH)

[E#EER T ~] http://ds-pharma.jp/
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