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Abr=FY—

2. REEA
(1) {EEL - B

18. FpEE
18.1 E AR
R IR Th 5,

(2) Bz AT T % kBRI

18.2 R RERAR UVIEER

18.2.1 Trichomonas vaginalis\Z%t L. in vitro, 7 v bR~ 7 R &AW ERIZER
WTCRHRIICER T2 P Y,

18.2.2 F =X — L%, Bacteroides, Peptococcus, Peptostreptococcus.,
Clostridium 7% & OBEKPEREIC R L THUE W &3, (in vitro) 'Y,

(3) {FFISEBIREN - FoERSH
AR L
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VI. EMBAEIcET 51EE

1.

I R E DHRS

(1) 6 LA 2070

TR L

(2) BRATUER CTHES S 7o PR -

16. EWEhRE

16.1 Mmehjps

16.1.1 BE[E%E (200mg)

F = — LB BERERR . T B2 200mg 1 [AR O 5 U= & & O i P 1 3~7 1
g/ml (1.5~4.5 BefE#%) T, DASRHIR L C 24 BeRI ICHHIRAYE (1 ug/ml) BATF &
oo tn, MR NEENTEY 5.4 B TH o712 12,

16.1.2 EfEx s

F =4 — L RN 3 BN 1Al 200mg 1 H 2 (A1 7 BB QG Lz b & #&
BB 2~7 HOMPPEIE 5~12 1 g/ml T, HRBHRIZRD S THARN Y,

16.1.3 B[RS (2,000mg)

F = — LR 6 B2 2,000mg 1 [EFE A5 L7z & & oo i i B8 13 0 @ il 50
~T0g/ml (2~3 FF) Z/R L. DUEMIE L C 24 K] # CRemfE D 1/2~1/3 & 72
V. T2 BRI ICITIZIEMERAE (lpg/ml) UTFEZR->TWNES W,

16. 1.4 £MPMRE SRR

(1) F=&YJ—)LiE 200mg F}

F = LEE200mg [F] & 773 PUEE200mg &, /0 A4 —_—3EIc k) FhZ
N1 gE (F=FY—L Lt LT 200mg) R ASE FICERROKRES L CisEd R
RREZIE L, BoNTEMBIRE T X —% (AUC, Cmax) (T OV THEAHIENT 217 -
ToAER, WA O A ERI S D R S AT

(pg/mL)
6 ¢

——F =XV —EE200mglF)

w0 77 Y /EE200mg
mean=S.D.

n=17

BETRHTEE

0 1
0 5 10 15 20 25 30(hr)
i3 |
MpEhRe /N T A —4% (BHERAOES)
YE/NT A —H BERT A —H
AUCO*}inf Cmax
T h Ty/9 (h
(g« hr/mL) (1 g/mL) max(hr) v2 (hr)
=X — Lk
T =2 Ve 98.44+%11.88 4.84=%x0. 58 1.82=%0. 95 15.15=%x2. 04
200mg [F)]
270(;1‘/1//§E 92.24=+9. 28 4.66=%0. 58 1.82=*0. 88 14.41%1.68
g

(mean=*S.D., n=17)
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SRR I DN AUC, Cmax 5500 /35 A — 4 13, B8R ORI, RO - F
M2 ORBRSEIC L > TR D AREMNEDRH D,
(2) F=4J—)L&E 500mg IF]
F =K —VEE500mg [F| & 77 P UEES00mg &, 7 0 A4 —/"—JKIZ LD EFNE
1 gE (F=4Y— L L 7T500mg) FEREEAS FICHRBERRO&RE L iR RZE{
REEZE L., BONEEYEE T A —4 (AUC, Cmax) ([ZOWTHEHT 21T -
ToRE R, WAl A FRRSEME N R S 1Y,
(pg/mL)
14 r
12 +
oL —e—F =X — )N $E500mglF]
% weOm 77 U EES00mg
s IS
% mean=*S.D.
it 6 H n=15
i
B4
i
2
0e . L L L L . '
0 5 10 15 20 25 30 35(hr)
IR 1
HRpENRE R T A — & (H[ERRO&S)
HENT A—H BENT A —H
AUCoHinf Cmax
(g« hr/mL) (1 g/mL) Tmax - (hr) Tiyz (hr)
T =5 vk 232.22131. 28 12.18%£1.93 1.20%£0.53 15.09=%2. 37
500mg [F]
77k 234.21%16.94 11.42+£1.98 1.43%£1.19 15.48£1.73
500mg
(mean=®S.D., n=15)
SMAE RN NS AUC, Cmax ZED/ 3T A —H %, #BRE OREIR, RIKOERRIA% - B
M OB L > TR D REMENRH 5,

(3) ik
AR L

(4) BFE - JFHEORE
MM ER e L

2. EUEEHRISTA—5
(1) T 471
A L

14



(2) WIS B TE 2

AR O 5 AR &5
(150mg, n=6) (150mg X2/ H X6 H+150mg, n=6)
S Y)W S E T K (hr ) 1 0.85 0.703
(3) VHRHEEE
HA AR O 5 SRR 1B
(150mg, n=6) (150mg X2/ H X6 H+150mg, n=6)
SPAAT Y 3ok EE T (hre ) 1) 0. 062 0. 058
4 Z7VT7 T A
B (meantS.D., n=6) ot (mean+S.D., n=6)
HER O &5 (2g)
@5 )75 2 (al/kg/hr) 36. 146. 6 35. 442
(5) AR
B (meantS.D., n=6) M (meantS.D., n=6)
e
i%%é%ﬁkéig 0.65x0. 08 0.63%x0. 05

(6) Zoofh
MR L

3. BEE (KEaL—a>) @
(1) AT i
AR L

(2) RT A =2 ZEENEK
AR L

4. URUR
TG B RTINS D Y

5. %

(1) g — BRI @
W5, @ERAN 4 FICF =Y —)L 2g R OG- 1.5 R ORI NIREE 1L 17. 0~39.0
wg/mL CILHJEE D 88% Tdh 7= 9,

(2) MK — fass BE P

K- AR 2l %, F=4 ' —/L 500mg % Al 5% . N LH#a a1 - Ry
(B » AL DB 11 LI 2 FERE VAR IR X 7. 6 1 g/mL CNEX R M. i 2
D B8 TIH -7 %,

(3) HIt~DBATIE

BATT %, WEUBRICT =4 —)b 1, 600mg OFFER G % 52T 7=l 5 Bl OFLi i/
M EE I 0. 62~1.39 T o7 2,
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(4) BEHR~DBATNE
BT+ %5, (IVIL 5. A0 (1) g — 4Pa T | o EZ )

(5) oMk ~DBITE

16.3 %
F =L = VAT B Y 3T AEROBHIC 2,000mg 1 [HIREARE LR
BrClE. 5% 48 BFBILL Bic72 v | Trichomonas vaginalis DFxHIEELL FOF =
B0 — U PRSI ISR BTz 2,

(6) MAEEAMEGR
129% 2

6. 3
(1) RHHERAL K ORI
MO T =4 — & NICHRER G L, KPS E e+ 2 &, TERBOIX, 5=
b S 4 NLATHERAE L. 5 L3 KER{K L 7= ethyl-2- (5-hydroxy—2-methyl—- 4-nitro-1-
imidazoly) ethyl sulphone & 2 /LD A FIVEN/KEEL L7z 2-8 R 3 X FIUKRKRNE D
Iy a v BREERTH T, £, R E L QXA ZEZ b T 2,

(2) fAHticE 5T 5B (CYP &) o4 T, 5%
PMER R L

(3) WIELEEH RO IR T DEIE
AR L

(4) (REOIEEDOA IR OVEIELL, fFAELLH
AR L

1. Bt

16.5 e
F =24 —/1 200mg 1% 2, 000mg ZfEFERLAIC 1 [mIFE N5 L7z & & DR Hia kb=
IXENZEH 21%, 23~48%Th o7, RHIZITTF =Y — /L DOMIZ 2-hydroxymethyl {&
EXDINT o VERERPHERS LTV G W 0,

8. FSIUARR—E—IZEAT HIEHR
PMER R L

9. BNFICLBBRER
BEERERFICT =X — Va2 &5 LMREIT 21T 72 & & 6 Kiff] TG RO 43%03%
WrEqu, miEr V750 2T 49. 9£3. 20l /min THho72 20, GETF—&)

10 HEDERERIHEE
HEERR L

16



11.

Z 0t
LR L
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VI. =&t (FERAL0ZES) ICET2ER

1.

6

ANE&EZDER
STV AN

H
==
=
A=

TR

e
%+

ERRAREEDER

bl

2. B (ROEBHFICEFEBELAEWVWI L)
2.1 RRIORSIITHR LIEBUE DPAERED & 5 B H
2.2 MEREDH L EE MERELZE(LSELIBTNEDH 5, ]

RDI= e DHRENDH B, ]
2.4 i (3 » HUAN) TR L TWA AREME D & 5 B [9.5.1 M)

2.3 i, HHICHREMRBEOH LA EUMESMORBIRGIZL Y | BEIC

(R

MEEXIIHRICBEET HFE L TDER
FRIE I LTV

BZERUAEICEET 58 L TNDEH
RESN TV

EELEAMIEELEZOEA
REESN TV

BRENDERERIHBEICHTIIE

(1) ABHE » BEES D b 75 B

BRE STV

(2) BHRElRERE
RESHTHRN

(3) HTtlrel=EBE
RIES TR

(4) AFEREZ A+ 54
RIE S TR0

(5) tf:tar

9.5 114w
9.5.1 838% B H ALIA) XIFIFIRL TS EREMED H S &M

W5, [2.4 5]
9.5.2 134% (BEIR3 » ALLRD KR ZERC)
B EOFRIEDERIEZ LIS LW SN L HEICOREEST LT L,

Bh LNz &, BAKRSGICI Y IpREMzEE L TURE~BITT5Z enmbnT
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(6) fZ3Lha

9.6 #R7LIR
ALV EREFE L, T ~OBT ARG SN TND

(7 /J\' s

éLH

©

1 IMNR%E
/J\LEd Hhkt S L U R ARBR I FE M L T\,

9.8 =#
HAEXNIESGHRBICEET 2R EEEICEET 228, AAIK, £& L THEIR
MOPEE SN BN, BlE TIEEEENME T LTWD Z ERZ W= Enif
BEXNERETIBZENAND D,

:Iu

1. MHMEEHR
(1) PHHZEE L ZDHH
FRIEI LTV

(2) DFHEE & X DEH

10. fBE1EH
10.2 BtFREE (BFRICEETDH L)
HAN 4 EEARIELR - $hE A1k R - falialR 1
TV a—)u FEEONR, WM, BRI H & | PRI TH D,
PNLZERHDHDOT, HEHH
I RO 5% 3 HEEIE 7 v =
— VOB ERET B Z &,
8. EIER
11. Bl¥ERA

WORWERNRS Lo d 2 B H DO T, BEEZ TV, BRERBDO LIS
IS EFIET A CEURAEEITY 2L,

(1) BERZENWER & OIHIER
RESNTHRN

(2) ZotoIER

11.2 2O DEIER
1 A
W REOE W
AR BACRR, O - R, BEATE, HE. R, TR
JilIR{z3 1 Bk
WAPR - FEFHER TEPREMTNIZ Candida albicans 7SHER
Z D, SR - BHEE, M, AR, RER
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10

11.

BERRERRICRIETHE
TR L

BERS

CAEE R L

BWAHALDEE

14, #RLDEE

14.1 FEFIRFEFDFE
PTP EldEDHANL PTP o — b2 bRV L CARATA L 945+ 52 L, PTPY— kD
FRARIC XV | OIS EIERRE A~ L, EIIZFEL 2B 2 L CHERRIN K% o &
BREHEZIRT LR D,

12. ZDHOEE
(1) BRsRHE IS < 1

REIN TV

(2) FERGRIARFAER S < fF

15, Z0fDFE

156.2 JEERPRERBRICE D C 1B#R

15.2.1 REERMIFKRL (600mg/kg/H. 6 » H) TT v MIFEREFEMIHRE S TH
%o

16.2.2 MR & W TR SE R SRR S O e b ) U 3BRZ W2 in vitro Yeta (R FH
RBUCBNT, BtEZ R L7z oWERH D * 2, £, F=F Y =L ORAJRMER
BRITEM SN TRV, F=FY — L LEEEPELU L TV A =4y —/L
B RHROEG LIEGEA. ~ U ATIEMEES 0 v b CIEHEEE 0%
NP WG STV D,
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X. EERERERERICAE T 1A

1. ZEEER
(1) Hoh AR
VI SENHEIRBIS HHE ) OS]

(2) ZepSEmABR
AR L

(3) ZDfh I ER
MR L

. EEEER
(1) HEFG-wEERER

LDso 1%, T =47 —/L 103 TR D 504
He. v U AL 7y METZ2,000mg/kg TH 72,

(2) RAEFG-#MERER -

F v b, PLIZ 1 A 2[E] 150mg/kg/day % 30 H OG5 L7548,

75),) 71—: 33)O
BRI - A ER e L

DS AUJEVERRBR - B4R L
ARGHFE AR R ¢ R R L
JRFTRIERABR « 34 ARk L
) T DM DR L E R L
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X. EEMEEICET SEH

1. RHIR5
®/OAGEERS (EE-EMEOLGZEICIVENTLIL)
ARG B L

2. AhER
3

3. BRRETOITE
IR IRAF

4. MFWEDFEE
RIE S TR0

5. BEMITEM
BEMERLTA R 2L
<TFvhoLBy : HY
ZOMOEFEEITERM - 2L

6. E—M7 - E%hE
<[Al—p s #E >
F =& — )VIERE 200mg [F] (F RS T %)
< [r)hHK >
Abhp=FJ—)

1 EREsEAA
R

8. BLERTARFEABRVEARES., EMAERHEFAR. RETHBEAR

. RUE AR TR s AT FE AR AL IR
Eﬁ/u% fﬁﬂ H ﬁkmu F2 QEH H Eﬁ)uﬁﬁﬁuﬁzﬂ H
F =K — )V
200mg TF] 201347 H 22 22500MX01300000 2013 4F 12 H 199247 H 10
F=H T — L H 13 H H
500mg F] 22500AMX01301000

9. MEEXFTHEREM. RERVAEXZEEMFOCFABRUVEDAE
L
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10. BEERR. BMEERARFABRUVZORE

BN ANA

1. BEZTHME
PAERRAN

12. HELRHIRICET 51EH
AFNIEAFEE LS RE 97T B (LK 2043 A 19 HfF) 12k 2 TSI EROR T
NTWAEIER] ITEY LRV,

13. £#Ea—F
. . Lt
A TEBIPEE f %ﬁéé
JiF4, SEEf HE A a—F ot 0K FS | U
CETERE (Y] == ) .
a— R
T =5 g 6419001F1048 6419001F1048 111664901 621166401
200mg [F]
T =5 vk 6419001F2044 6419001F2044 111665601 621166501
500mg [F]
14 A EOEER
AT PRI OB IE IS L,
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1. SIEX#EK
) FBEtE B AR fEEE C-3110-3113 (BE)IIEI5)
) IRFFEIE  FERL LR AEL 1977 ; 44 (2) @ 225-229

) FENEE (RHIRRER)

) FEPNERE OnEEER)

) FENER (MEaEE ENERER)

) FENERE (G HERER)
)
)
)
0
1

~N O O1 &~ W D~

ERA =T - A RS, 1972 ; 21 (B) @ 349-354

BIRSTHEIE D « FAE R FMERE. 1972 ; 21 () @ 355-361

R SCHEVE D>+ F7/E R HERE. 19755 24 (1) @ 16-22

) TEHCFEIED : Jpn. J. Antibiot. 1976 ;29 (3) : 325-331

) Klastersky, J. et al. : Antimicrob. Agents & Chemother. 1977 ; 12 (5) : 563-570
(PMID: 921254)

© oo

12) AFFEENITD ¢ I FASEBR. 1974 ;8 (5) : 573-587
13) MXHEERIZD - BRI ABERL. 1978 ;32 (2) : 141-147

FEPNERE (i R SR )

Welling PG. and Monro AM., Arzneimittelforschung. 1972;22(12):2128-32 (PMID:
4679183)
17) Chaikin P. et al., J.Clin.Pharmacol. 1982;22(11-12) :562-70 (PMID: 7161410)
18) Mattila J. et al., Antimicrob.Agents Chemother. 1983;23(5):721-5 (PMID:
6870221)

)
)
14) TEARME=RRIEA « JEAE & BRIK. 1976 ;10 (2) : 534-540
)
)

19) Jokipii AM. et al., J.Antimicrob.Chemother. 1977;3(3):239-45 (PMID: 873873)

20) Karhunen M., Br J Clin Pharmacol. 1984;18(2):254-7 (PMID: 6487467)

21) Evaldson GR. et al., Br J Clin Pharmacol. 1985;19(4):503-7 (PMID: 4039599)

22) Taylor JA Jr. et al., Antimicrob Agents Chemother (Bethesda). 1969;9:267-70

(PMID: 1037432)

23) Wood SG.et al., J Antimicrob Chemother. 1986;17(6):801-9 (PMID: 3733593)

24) ARFFMIED I HIKPE. 1974 ;8 (5) : 573-587

25) WAHEHBIZD « BFRME ARLERE. 1978 ;32 (2) @ 141-147

26) IEARMEZBRIED « JEpE & BEER. 1976 ; 10 (2) @ 534-540

27) Flouvat BL. et al., Br J Clin Pharmac. 1983;15(6):735-41 (PMID: 6871072)

28) Gupta. R. L. et al., Mutation Res. 1996 ; 370 (3-4) : 195-201 (PMID: 8917666)

29) Lépez Nigro MM. et al., Toxicol Lett. 2008 ; 180 (1) :46-52 (PMID: 18582545)

30) Rustia, M. et al., J.Natl.Cancer Inst. 1972 ;48 (3) :721-729 (PMID: 5058971)

31) Roe, F. J. C. et al., Surgery. 1983 ;93 (1) : 158-164 (PMID: 6336861)

32) Rustia, M. et al., J. Natl.Cancer Inst. 1979 ; 63 (3) : 863-868 (PMID: 288941)
)

Miller MW. et al., J Med Chem. 1970;13(5) :849-52 (PMID: 5458368)

2. TOMOSEXH
AR L
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XI.8E4%#

1. EGSETORTRER
AN

2. BB T HERRIEFR
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1.

RH - MEXEICEL TEREKHZTS I2H=> TDSERFER

AREOERICET H1EE  RIAIZIZERZZ T TR WWEICET 2 E®RBE £ 5,
FRERFIEZEDHESL L TORVWHNEBELEENTEY, HL EFTHRE I LTV D3RR F1E
THROLNTEMREFEELE LTHER LTV, EREFEDERERZRFT 5 ETos
EZEHRTHY . MILEOTEZ7THDTIZRU,

(PEflARAL - TP 38 D BTE I B BHEENC BT 2 A BT A 2B 2 QAo T
(Z?3) ) FRILHE 9 H 6 BT EAEGBEESR - ATEG/EREREE - RGN =5
U 1Y)

oarics

WERTEH - EEE, S8

FRERGE : F=4 Y — LEE 200mg[F)

BRI  F=F Y —LEE 200mg F1 D> [HIE K OGRBR H1E] 12k D

FEIERE ¢ F =4 —LEE 200mg [F) % ek THIREE, F=4>—/L 100mg (ZFY (1/2
BE) THEAIY, IO COUARIT.

RAESAE - 1) 40°C, 75 %RH

2) iR, VWS, #

3) iR, Y WEWE, BT
BRI 0 B G, 18, 2, 4
1) EwfE (%) : MR ok

PRAFSRAF 034 1 234 |
40°C  75%RH 100. 00% 97. 70% 96. 45% 98. 04%
Hii, 20O . . . .
W 100. 00% 97. 14% 96. 89% 97. 86%
ESTRIZUREE . . . )
W ST 100. 00% 98. 16% 98. 33% 99. 51%
SRR R OERL 2R, RYOEBETHRIFELEZLOZAWVWE (0=3)

2) N

PRAF SR 03 | 1l | 2 A | 438
40°C  75%RH HEDOMAETH-T,

HiE, Y px A .

HiE, Y px A .

AFNOABINHE - AL (F=F Y —EE200mg [F]) F=4%>V—L Lt LT, B@EHA 1
77—/ LT 1[E200mg, 1 H2 [, 7HERAKET D, IF=FY—1& LT, @A
2,000mg & 1 [EFEAFELTHRW,

(F =4 — LEE 500mg [F])

F ==L LT, WEKA 2,000mg %2 1 [FREOEET 5,

(LA H )

BIEE TR, M) a2 F22BE LIEGE8I3, BREKTRIVAZ2<<E S TEHRASCOWORMEE
BWCHEST 5, Thsd, ML TRST 5 HEZ, AFIORRBEINT-AkL - ARETERY,
T, AR UTREECORYERE, AR OVZEMERBREIIERL T 59, TN 5O
i7" — 213722 h . RFI ORI G IFHESE L 720,
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(2) HALE - B L ORERG5T = — 7 OFiE M
[FRBR L] (AHEAE%ER)
O  HAEERRE R
TAANRCY—DE R k‘/%ﬁ?ﬁ:yﬁ%ﬂ&@\ T4 AR —NIZEERIEZTDOFEF 1L AN
TERA M ZRLT 4 AP =T 55 COIRE; 20mL ZWWEY | FHden#zEE LTS5 4
M BRIE Uiz, 5% %674XA/% %$f9w”wﬁ@@%L At - BB OAR
ﬁ%ﬁ L7z, B BICAE LR WEE. S5 5 oikE%., FFEO#EEZIT- 7=,
SrRETRE LC b ARLE - IR L2V IS i%”“%IJO):I»—?4 VI EREL TS, T4
XNV&MWKK%T@%@@W%ﬁOK.2%?4V7W%@V*F@L#%ﬁﬂ%
FLEECHRININ T T o 72,

@ iV A EE R R TR DN BRI 2 T 4 AU —ICRWERY | RERET
%7@&%%&@%2~%U@@EVTEALKO?1%7&NyFt®%%%ﬁﬁ
L. KNSR S 330D 2 Z/KFZ L, flids (FEASG) % 30em OFm Sy L
7o A X8Fr. (FLvF) OF 2a—TZFEAL, BREL2BELE, BAFEALEE
(K 20mL ZVEA L CF a—7NETE- 72,

TLUF  RENTF 22— T ORERET 2 —TREOKREZH LT T, MEX3I N
TJLyFHA X 1 7LrF (Fr.) =5 0. 33mm OIE

[ A ER] « 7 4 AP —ExactaMed AA— T VT 4 AR P — (BNRF v T Hy v
7°F1) (Baxa th) « BREXEF 2 — T =a—x2 L NINALT 4 —F 4 P F2—7 (8Fr.)
(HARY ¥ —v v Nth)

[FRBR RS 5
[200mg]

AR i R

K _[# 55C] 10 Fyfita e CoE A gl - Bl L R0 72,

R | S— o T |,
’(‘ R, lif_fl‘ /\ LE f' =
LK (4 s5c) | 10 AEREREAUTIERIC I - R L7225 7

i PERER (@

i A %)
[500mg]
AR R
7. 10 J3 RN R CoE AT A - T L 72

7k [;ﬁ/‘j 550C] i];\ 10 )j'f‘jx:lﬂﬁ# T)’Eﬂi Hﬂ% ;ﬁ{% L/ cﬁﬁ

A Sy - -

G e YL P CI EL WWE T 10 5
K (6 550) | R Ao i A6 L

wE MR (@

B ) S8Fr. F o —7 Z @l L7,

AFNOARINT- 1L - AR (F=F Y — 5 200mg [F]) F=F Y —L bt LT, BERA L

7 —NE LT 1E200mg, 1 H2 R, 7HBBRAREGTS, XFF=FY—L & LT, @FHKA

2,000mg % 1 [FREAO#ELTHREN,

(F =4 — ) LEE 500mg [F])

F ==L LT, WEKA 2,000mg %2 1 [FREOEET 5,

(@ CSBISEN

BE&E TR, BRN) a®sF A 2RH LG, BEETRIV D2 THBACOVWORMEE
%mfﬁ&@?éjf%éo%ﬁbfﬁﬁﬁéﬁ&i AFNOERBE N AE - AETITARWD,

F7o. KA ZEE LIREToRyEiiE, Aok LR IIER L TB 5T, Th b 05
7 — Z 1372072, AR OIS EE 5 #E%‘%Lfoeb\o
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WA bEED

B ERIE TRt AT g
TEL : 0120-956-792,

FAX : 076-478-0336

(FBFEZATEER] 9:00~17:00, HHM BB I OYAARZER 2F5r<)

. FOMOBEES K
BAEMTEMIE, "EAE#RY 4 b (https://www. fuji-pharma. jp) 2°H AFRRETH D,

BUEARTTT

C EtRETERRSH

BLREELMKET 2151 5%
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