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WHIT & » THHE « EREEIIREX LSBT 2 L 2% T, 204 9 A1 HIRHEE 31
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1. BEICET5EE

1. AROER
RANL, AN TEMRKSSHTABIEINT- 7 = AR2PUEMWE 7T-aminocephalosporanic
acid (7-ACA) FHEMR, 7 A/ v rififglh (OX) OHSRHRAIT, PHRE - S HED
JRYYE ) LT S B AR HER SR A Fa L PHBHIC, BlEEER c T bR 48
MU RS AT D, BRIREICT FUBKEE, VoVIERER, 7V o PE, frlliR
H7e EIC K D H R, AER KL ORIEPZER O HGEGIEIC T SNTZRE T T Z ERRDH
NTW5, KENTFER « AABERISH LTIk, 1987 4E 10 A 12K 213 CRI4E 12 HICERA
ELTHE, PEX - AFROBIIEICH LT oA SR S, 199546 A, 7
FAAMERDEIN SN TND, S HIT, BIEPERIZH L TIE, 1996 427 AICHER - SAFRIC
%I BhEe - AikEED I HRRARA L U CH-ICKREZ T, 2004 43 HIZERHORH

TR RN W SN,
Z D%, 2004 4E 9 HICHIFE R IEAMRS AN @ aE S A, #hBE - 03 GEICEE - EIGIE) YA
[ER=Y g

F o, WG4 & TERFEM A DG 1E$ 5 720 O BEIRGL O FoRHIH M OMRFE4 O B MW T
CERE 12 429 A 19 BAHEABERZLRREBMERRE 935 B) [Zfitol Rz ha”
FEAH1%] & LTIVEFHRBEEZITV., 2007 4 8 HIZKRZ A LT,

2. HROBERFN - REIFHRE

<>
1) BlSERICH L, 27 7 A VP —I2 & 2EFEWA K EFHRANTEA O FITEZ B L2 fA T
Ho,

2) 7 RUKEE, VUV ERER. 7L UV Sl X D EIRIER
nTnsg, [10~13 2=V 5H]

3) 7 RUKER, VOVEKERRED VT LAGHEELK DA TNV YR, £ 78T (7
TUNRAT) B T—Y R FREREEO T T AEEEICHIEEA Z R L, £ OERITH
W TH 2D (in vitro), [17TX—I &M

4) "EFEWANZ LD REIAIENS AL A~OBAT VR STV D, [23~24 X— T 5]

5) KGRI K OV F BRAS AR A CIaml s 1o B G- S 47z 3, 820 filH 11 61 (0.29%) (ZREIMEH
DRDOHNTZ, TORAFIEL, X T T7A TP —ICLAEERANITEWT, 3,529 #iH 10 4
(0.28%) 1T, &K (G, < LoA%) 74 (0.20%). W& 2 {4 (0.06%). FZ 1 {4
(0.03%) . EFHFRPNEAIZIWT, 291 B 161 (0. 34%) (ZrERE (IRBR) 144 (0.34%)
Thole (BHEEKTER), [29~33 X—UHH]

k. BRARWERE L Cyav s, 7H747%v— (HEEAH) 2EZTZE1HD
DT, BEEHSITATV, B, 77/ —8, RRE ORI, e, e, §1E,
Hig BFSEORENRO SNGACE, #5201 L, @YRLEZITY Z &,
o, WEEFRIE, WRKNEE FEERH) 2EZTZENHDHOT, BRE ST, B
WRRO LN HAITE, B2 L, @ eLEEITY Z &,
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W5, [13~14 _~—T B ]

7 RURER, VOVEEBRED ST ALK ORIER., YT U RABRED T T A
EEFEICIEERZ R L. ZOERITEREN O D (in vitro), [17 X—T &M ]

3) FAFREE N OVl FH B A CORRIER 4, 985 it 28 1] (0. 56%) ICEIER NGRS b~ %+

ONFIL, va w7 LI (0.02%) OIF), EREWERIZ, ERUES 4 (0.10%), 4 HE
8% 4 1F (0.08%) . smEWEJE 3F (0.06%). 2 11f (0.02%) TH-o7l- (FHEEK
THE), [29~34 N—T B ]

¥, BRZEWEHE L Tra vy s (0.1%K0) . 7T 74 7% — (HEARY]) ZEZ3
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1. BR5E4
(1) #0 £ R_Z2 o CHERH 1%
2 * £, - BESTRON® FOR EAR AND NOSE 1%

(3) BFDERK : HFEOD best (Bl D) & strong (MY ZHAADYE, 2RO
ez T [ RA by s LT,

2. —i4
(1) & (@LE) : BT A T LEwE (JAN)
(2) ¥4 (fn43%) : Cefmenoxime Hydrochloride (JAN)
@) RTL BTy v ART UIRARTUEWE  cef-

3. BEXXIETHER

H,C
CH, coH  N-N
o O )%’N
N~ ’ N s~ °N
\ N - . « HCI
HZN-—qég | 5 H H
_ d2

4. BFRRUHTFE
372 1 (CoeliNg0sS, ), + HCL
-5 1 1059. 58

5. {28 (@%i%)
6R,7TR)-7-[(Z)-2-(2-Aminothiazol-4-y1) —2— (methoxyimino) acetylamino]—-3— (1-methyl-14-
tetrazol-5-ylsulfanylmethyl)-8-oxo—5-thia-1-azabicyclo[4. 2. 0Joct—2—-ene—2-
carboxylic acid hemihydrochloride (IUPAC)

6. BERA%A. Al4a. BS.
B 5 CMX

LEERS

7. CAS%BRES
75738-58-8



M. BMRSICEY HEE

1. YEEEHMEE
(1 58 - 5K
BT A XV AR, AEA~PEEGAOR S SUTRATEOMRTH S,

(2) AR
RNVLT I RUZTAF NV ANB XY RITETRT L, AZ 7 —/ZETIT <, KICHR
DTERITIZS K, = 72— (95) 12T & A EET 720,
T 7 A X AEREE OURfENE

I o TafErE (mg,/mL)
CAF AR FY R 334
NN-CAFIAHRALLT IR 112
AR )= 3. 41
7K 0.93
=& J—) (99.5) 0.03
Tk 0.01

(3) B
KRB E O B & iR BN EIN9 5, 93%RH Tix 1 B TRIEEE 3. 2% 1272 0 1 FIE iy

WZET D,

@) mm (PfER). BR. BER
130°CHHED B EE LGS, HRa B2 LK 190°C THRALT 505, IR/ @l S K OV fif 5 %
IRE7RUN,

(5) BIBEMRTEH
pKa,=2. 97 pKa,=3. 54

(6) HEREFEM
BB L

(D Z0DE G REE
JEHEE (@) P 2 -27~-35" [lg. pH6.8 ? 0. lmol/L U »FRHEFZME ., 100mL, 100mm)
pH : A 0. 10g Z 7K 150mL (Z¥&2> L72iK D pH 1 2.8~3.3 TH 5,



2. AT DERERTICETS2REN

e | R LTI )
BN | L R 2 ey
(aiR) BEAAT ) 36 A s - 06, 5%
. ot PR
. 40C HEAATV | 120 IR : 95. 6%
" ; s SMBL < BT e T 25
. 0C | EESAATL 60 H | e g3 10,
- ; s SMBL : BTV VRS I
60C | EEAAT N ZHR | e 9989,
SN 2L
" 75%RH-25°C B o5 6 % H IR 2.9%
- FIiFEAEER : 86. 6%
i SN I
| 75%RH-40°C B He s o 3R | IR 2.9%
ImFRAF=R : 88.3%
L m o S 2L
I e M B R
" I ) . SMEL 1R R OO S W IV EE IS 2L
P | e | YBW | Dfgres - o1.3%

3. BAMES OHERRARE
HiR TB7 A v AEME ] OERRERICK 5,

4. BENHPDEES
HRE 7 X AEMBE) OEEIZL D,



V. RFICEY HEE

1. i i
(1) ‘&E5EK
EHERA (X774 Y—), E5ERANEA, 5 H

(2) FIRORA. NHEEERUMHERK
FIFz DX B - H SR A
(K3 R 2 WA D VR R VA A% )
R - K
By R RAHL GEIUES) TR ' 7 A o AR (26
AEE, Afa~HERBIEEAOHRTH D,
(BEfRIR) A, BEBHOK TH S,
(RGO VAR B~ IRE A O TH 5,

(3) WHROMIE
MR L

@) #A—F
LR

() pH, ZFEELL. ¥hE. LhkE. REL pHiEZEH
pH : 6. 0~8. 0 (FRfT DOIEMRER i)

(6) MEDHE
e

2. HEA| DO
(1) BHES GEERS) DEE
LR &7 A %2 AR 50mg (Jffi) X% 500mg (Fifli) &4

(2) &ty
WOBRIRIRT B U 7 o (RIRAHBAD 2 EH T %,

AN
=

T



Q) RfTBAMBROMERRVEAE
AT OFEfRNE (5ml % 50ml) 1 mL HFIZIZR DU D E £ TN D,

=7 Mg MU v LAKFY (ZEA]) e 0.2 mg
INT IR VEEFRATF IV (BRTEA) ceeeee- 0.26 mg
NI FXZBEmR7a ey (IREARD) ----- 0.14 mg

AU GEEFAD) . D UBoKksET B U v Lkl GREARD . U B TKET R UL (B
A . HET U L (FFRIEAD)

. FFRAEL TEAY S RADRBE

V. ARICET SEE 2. FARUAEOE (.9) KOX. GEMSEETSEE 4. 5H

. BEE. A DOSEEICHT HER

A% L7

- BEOERBEHTICET2REN

REREHER
oy PRI
HEHH A 6 7 7 12 5 /1 57 05 F
A WEABOBME
Mgk AEOBR | g M | bThicERE| Wk
IZBWAR L B
PHI 10mg (/) /nl. %ite] 6.8 6.8 6.9 6.9 6.9
EIE (%) 0.79 0. 82 0.84 0.86 0.84
S W VN Y. 75
TR (%) 100 99.0 98.6 98.6 98. 1
PRAFES - =i (B, BRERD)
PRIFIEHE « i@t (H T AL TIOVRE/HGE)
. ARREBEORTEN
oy PRI
HEHH B A 3H 7H
PEIR MEAEROW | OB O | M Ay O’
oH 6.7 6.8 6.9
NS WA I Y75
SR (o) 100 98.8 97.6
RIESA: - 15°C (IBfR4%)
fRIEERE - R Y = F L KR
— T T
AR H Frpre O FRE | 12 B5M | 14 WEE | 18 MR | 20 HHE
PR A0 VB BR O WR | e OIEHDIK [F A2 ik [Fl A2 [F A
o 6.6 6.4 6.5 6.4 6.7 6.5
12;;%%%%;;;;113??&25 100 97.1 96.5 96. 4 96.3 96.5

(RAFGIE : 30°C (HEfiRtR)
PRFEEE : R o F L o Bae



10.

11.

12.

13.

14.

15.

16.

. fhFl & DEER XL (HEEFHIEL)

. AR

AR

. EYFRISERE

V. HENZEY SEE 11. HAFDODEMRSDEEZEDHE (P.8) M

BEIhDE S DFERHERE
(1) H\EEEEE O sk (M) FRIC X 5 2000
(2) Xy 7 /7=Frui gk (M) BT MU oLARRIC LD RO

HHEPDENRS DEES
AN GEINES) TRPN ' 7 A 7 %o DERER T O iR L 2,

A i
T TR R AEEBEITER TS L R LK 1 mg 2472V 890~975 ng (Jiffh) A&,
L. RSO E, BE7 A 2 %25 (CHNOsS, : 511.56) & L THOEAZERE (Jiff)
‘T\‘ﬁ_\”ﬂ—o

BAT HARAED 5 35N
AR L

EBNRELGERSR - SEARHRERRICET HFER
Y L

FlE

AN R ET R CHr i)

BT A XV AD 12.5~25% i E 1 Bl InL, UHFICHELZEED 7 BEOFT R TIE,
CEEEFT ~ “PRAREET. 3 [ENER 7 HEROPTR T BRET ~ “PEET RREMETH D L
HIE S, R E L THWEZ ABPC & RI%TH -7,

Z0ft
AR L
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. WEEXIIZHE
<HEGEE> V7 A/ FVABMEOT RUERER, VoV ERER, HRERkE, ©727%7
(FFomAT) - 735'7 YA, FaTFoRg, EALHTRT « ELH=—
TRET VTR, ATV TR, BIRE, X MR ML hay AR
B E> SAEE. TEHE, BlIAKER (ZFEL. X794 P —Z2HOIZEERACED
T EIEPAZED & E OIER 2 Fr<)

| 3hEE - HIRICEET AEALOEE |
CEIBIE (272U, XTI A YA OB I\ T UL Sl B IE Y 8 OJER % |
L ER<) ~OERICH Tz > T, HIMAEMIEEEFAOF5 &Y 23], LIS 00 |
BRI L7 BT Kﬁlm&ﬁﬁ)@@&#méméiﬂ/\ WEET5Z L,

(FRE) TEISPEZE) DPEE - MREAT S ThMEYE ITHEDIEFR
AMR GEEFIRHE) PSR D—Bg & LT, 77 v a 7T URVRE S, SUEWIE O IE
R OHEEZ BV E L THIAEMSEIEEN O F51E | KRSz, ZOF5|&
(ZHASE, PUEMEROBIEME 2N 22 S5 K 9 TEEME 21T 5 720, Ak 30 423 A
27HHV$ FrB A R - ETEART AL R R 2 A SRR R AN 3 S S v, EUSTE,
BHRE » NRACBIE T DM EoEREZ B LT,

. BERUAE

AHN 2 WA OVEfRIR T 1mL 247-0 7 A ) 2 AR & LT 10mg (F11i) D2 EE 3 fiE L .
WO LY HND

%H*&U¢E* IRFUCIE, @ 16 ~10SE L, £ 10 oMo FR%Z 1 H 204795,

Bl e iz xt LT, @%1E2~4m%%5 1B 3R T T4 W —%& W CHEZER
AT 57, XX 1A 1ol 2 18I 1 B EFERNICEAT 5,

7R, ERIC XV EE A A T D,

712 L, FERICEEEN 2 DAL WA ITEAR & BRI oM 5 21Th7s N2 &,

% - FEICEET 2EALOEER |
A OB R B T o TR, THEREORBEZE <70, FHlE U TREZEZ R L, 595 |
L ORI LB 2 DIRO BRI OB G L Eb D Z L, :

(fEsh) TMEMYERA THXBEDIEER
EEMEDOHERMTONTITER ERIICHENT 2 Z LIS X - TR Z DMPER O B
ZHSTZDOERETH D,



iR 5 ik

BB H K
X1 MERROBERIESHEIL TRELBVWTLIZE W,
CARBOERPOMREDINE—E RS, BFT 2 eNHBB10)
X2 ARKIE. APHRETCTHMUAIIERL. Z0OHEEBELEDIXMERLBRVTLIEE W,
(fzfeU. RTZA4—IC & D ERTHRET 255, BREZ20FEAICFERL TSI W,)

@ (50mg (i) - JAER 5 mL) B3 @ (500mg (1)) - "ARRRS0mL) B
OYFRIEDEED (1) DA D OBFREDEED (1) DA H
SEETRUBALEF TR SEETRUALEF TR
10N 9%
QBBERDOAVKF v v T%E INFpy T (ER) QBBBRDOKRF v v TEFD
FHLTEDRTL. RHT I KFrv7(@) LTEDERT L. BELIH
ENRVE S ICEIE Uik KEEL->MDELAS, &
HEICU->MDELRAH &< URo> THRERSICEN L
> THRETLISTAENLT TLLEE W,
LIEEW,
ORERIEDF ISR EB LT
%, WFREEEDIET L. K
*ry7EL, B<LHTL OBBRIRD IR EB U
EEW, %, WFREEEDIETL. K
*ryTEL, BCLHTL
=1
@BFREDNFv v T EE —
DIFF U EBLTL W, @E vy TEEDFFL. B Y
o, ERBEBGTSFICR BLTLES, 2%5
BLTLEE W, Efo, ERREDTRFTICR
BLTEE W,

3. ERPRALIR

ARIENZRT AR D 9 B EFEIZ B U TIAGREO O TH U | Rk 16 4FE OHUR HKERT
FEREZEE 2720 TIEH Y A, PEEFTGIC LS < @G EE XA~ 1 T2h6E
1T E] Mz TEIV,

(M

(2)

ERT—R /Ny r—
BARWAA

7B
<F>
RBRERKRR

Bl ek 381 Bllcxtd oA (ALl E) 14£80.6% Th o7,

ZDIH, X T TAVP =X DEERATIT 1 [E] 2 XT4nl & 1HEMIIZ 3EO#F G T &5
HIMIE I ORERFIS 6 BWRILINTH Y . AEHIL 78.2% (158 #7202 ffil)) Th o7,
F7o, EFIRNEATIE, 1E 1ol 2 1EMIZ 1 BEO#&EG T, FG5HRIERER 5 OIEF]H
4PN TH Y . AL 83.2% (149 #1179 f5i]) To -7,



@17 T AP =T LDHEFEWRA
I L e 20 3150;3Jg (%é‘o 80 100
BbERIRRER 41 | 90.2( 37/ 41) 1.2] 90.2 |
BRI AR 107 | 74.8( 80,7107) 74.8 |
BUEIRESARMERF | 54 | 75.9( 41/ 54) 75.9 |
& 202 | 78.2(158,/202) : 78.2 |
g [ ]89
KERDREEFY, B, ©0HFD. BPO 4 BPETHE L 19965E 7 AR ER A,
(Z23E) B5HIFBIEERE (—HERLLEIC X 25HE)

B OB & 20 4‘07{%’;7J$ (%)sp 80 100
AHEBIRRER » NN | 1 2
BRI R
BRI B RE 2 b B

= it
[ J1= :} 238

< HIE 2R

G OEBMEEG 720D EE LTTRO & 9 i —HIERMEICHEIL L T, 2, H2), 6%, BHo
4 BERECHIE LT,
T W e
{3 SEdk ii i3 ﬁi %) BRI R OHEE, B IR S
HIFT S B B JE K ML TE AT e L 0 X
HHUGE D& IHE LTz,
% & WEIEE A
ﬁ&&% BERAER © iR, RAE. S,
%) BRI - SR OFfR 2 &)
N s ] oers [ 1w fLFEROTT L. - BLRSIEREAR . Sk
TPIE AR, SEEL Sy oMk,
% IR
1996 4 7 H 7GR BT
@ LEEFAANEA
# o | BHE) BHE (%)
BB A EAR] Geyt) 20 40 60 80 100
BHRIREL 51 | 96.1( 497 51) 66,7 96.1 |
@b g 5 87 | 79.3( 69 87) 79.3 |
BHAISREREHEERE | 41 | 75.6( 317 4D 75.6 |
& it 179 | 83.2(149/179) 83.2 |
MEERGRIIED, BY. POEM. EHO 4 BETTME L 19964 7 A R IZFE R EH .

(EHEHHEOBZIZONTIE, W KE (ERLOZES) (CHTLEE 6. EXLGE
RER EZDEBHRPREREOE (P.28) ZM,)



BREREAEEKRIER
PRANEFEN RN E & S 319 BRICKHT 2 AR (BB E) 1£78.4% T, 77
AP =L DEFEBRATOEDRIL 75.5%., EFARANIEATOEDFRIL82.9% Th -7,

@7 T AP —IZLDEFERA

i R (%) (%)
B R G 40 60 80 100
7 |7 ¥ ok 78 | 73.1(57/ 78) 73.1]
i | v > e 62 | 77.4( 48/ 62) 77.4]
% it 140 | 75.0(105/140) 75.0 |
| Y7 27 | 8L5( 22/ 27) 8L5 |
7 |erotam iz 9 (59
W | 9 (779
b it 45 | 75.6( 34/ 45) 311 | 75.6]
[HEA8 Az b b2l | 11 | 818( 9/ 11) 818 |
&t 196 | 75.5(148/196) 25.0 755 |
wo [ |
KEBRDRITFLD, AL, ORAD. LD 4 B TRIM L7z, 1996 4 7 FRERRF R RHERT.
@ LERMNTEA
i HINFE (%) 3 (%)
Bt HE (HHLLE) 60 80 100
7|7 ¥ ki 13 | 769( 10/ 13) 76.9 |
i | v > ke 60 | 883( 53/ 60) 88.3 |
% it 73 | 863( 63/ 73) 86.3]
|17 7=y 14 | 786( 11/ 14) 786
7 |gretrmrass-ia) 11| 727( 8/ 11) 72.7 |
e [ 5 )
% it 30 | 76.7( 23/ 30) 40.0 § 76.7 |
LB AT s nzg | 20 | 80.0( 16/ 20) 35.0 | 80.0]
& &t 123 | 82.9(102/123) 36.6 | 82.9[
[_J#%
KERRADRNTED), A2, LA, D 4 Bepd T c 1996 4= 7 H KGRI BHET.

BRHEERMAEZODR
PR NERES R & ST 244 BRICHT T D HETEARERIT 93.4% T, 27 74 —ick b
EHEWATOREEREILIL 0%, EFRNIEATORIBERRILIN.T% Th-oT-,



@7 T AP —IZLDEERA

W R 00
BB B (%) ” ) w100
g“ 7 F o BRI 87.1( 54/ 62)
lg LY B ERE S 90.2( 46/ 51)
% it 88.5(100/113)
y 4 VINTYHE 100( 22/ 22)
Z £5943(75/003) 445~ A (4 4)
W s (7/8)
L &t 97.1( 33/ 34)
I‘%&%ﬁ RIMA NS YA (9/9)
& Bt 91.0(142/156)
i (o) SRR 100 1996 4= 7 A AKGRIFE BHER].
° S
kAR E G T
EERRNTEA
e
B R (%) ” piRE) © 100
_2; 7 R & BRI 100( 10/ 10)
@ L v RIS 95.5( 42/ 44)
%— &t 96.3( 52/ 54)
, VINE Y 100( 10/ 10)
Z 39431770 43) 157 A (777
ﬁ SR ( 3/ 3
. it 100( 20/ 20)
LM A2 LT a9 20% | 100( 14/ 14)
@t 97.7( 86/ 88) |
Wbt 1996 4E 7 A AGRRFE BIHEFT.
B RE (%) = ————— X100
HE R (%) pven
*ER N EET
<HE>

ﬁuﬂ SRR

B s BRERER O SE B & & TR IR R 401 BT B A R (Bl )
%S%T&otoﬁﬁﬁﬁi KB TENZSE 6 ~10 AF L, £ 10 oMo HiB%
1 H2[E, EEHEIZ4EBUNTO -2, i, —REKRHERD 252 filo 5 6, #&5-1
2% 4 LN OIERFNIL 250 1 (99.2%) TH Y., TDOHENEIT 87. 2% (218 4,250 fi)
ThHoT,



e & mem| FUECH w o e w0
- SHLREREL | 25 | 92.0( 23/ 25)
BRELBETRR | 97 | 87.00215/2T)
‘E 1Bp bR E R | 97 | 722070/ 9T) b 7D 9
% it 369 | 83.5(308,369) | 83
5| BEUEARAEL | 81 | 806025/ 3D
ZROTLERER | 0 (/D
a it 401 | 83.3(334,/401) | e
XEERDRIED. FH. POFEY. EHO 4 BRETHME L 2. 19874, THBFEEH
BRHEERIERRSR

AGRANEREI R HE & 37z 400 BRICxT T 2 A20% (ALl E) 1284.3% TH - 7=,
@ 15 H 1 51 1 PR 2 S

#owoE s |Eem| AR 20 Eﬁﬂ (%éo 80 100

g 7 Ko BEE 267 | 88.0(235,/267) | '
5 | vy HEE 11 | 100C 11/ 11)
& H 278 | 88.5(246,/278)
7 | ame 84 | 75.0( 63/ 84)
B | 7a7Y 2R 33 | 72.7( 24/ 33)
g it 07 | 14.4C 87/117)
g RN T 9 HRE 3 2/ 3)
B xarxrvrrasnzg| 2 2/

& it 400 | 84.3(337,7400)
) EROWEBMERIT L, 19874, THBIFELH

KEFRDBEIEYD. A POPEY. BEHO 4 RETHMEL 1.



3)

4

®)

e PR EE I R ER
< B>
BERERLA B T EREE 15 A 2R RIT, 1 %Kk 2 %7 A/ v AEREESFR, N
ﬂ%%&LT?7%/#VAW%ﬁ%ﬂ%ﬁ®%%%\%%Kl@Sﬁ\1HSE 14 H
MhER T D 2 I L VAR L, DI 1B 2mE%E, 1 H 3[E, 14 H R
FNL DR AR Lz, TORE, 2 %BECREO MO SR, Sk O E e
R[EO EFABEMRA LN DD, 1 % CIXFICEEIIR D bivienol,
T RN R

(FEE) - ARIOEBIEIEIT 1% TH 5D,

AR OERE N M RV, ARICETSEE 2. BERUVAEOH (P.9) B,

< HE>
BRI L

BRI
R L

FREERIEHER
1) #EEALIITHERIGHR
< B>
hﬂ%%@t7%/%vAﬁ%W&bfmm(1%)&@mgm5%)@%W:%ﬁb
BlBERIZH L TR T T A P— LWEFEWM A 18] 2 ~4nl & 1ERIC 3EEE L, #
BRI 53 DIEF] 7 6 ﬁumf%oto
1 %HE 49 B, 0.5%HE 51 Bl ORAZIR (AL L) 13EhEh 77.6%, 60.8% ThH -
7o BERIZZEMEICOWCRHMlIA ATEETH » 72 114 HIFF 0. 5% BB T 2 41 (BEED
IR, WA EIOEIRK) 80 b,
Fio. EEIRNEARE TIZ, 27 74 P2 X 2EBERARBROME R EZZI1F, 0. 5%RE
TO/ENR G ThRVWEEZLNTZD %ﬁf& XE LT,

1996 4F, THFRUFELEE!.

< HF >
ImL 47207 A % AEEEE LT 10mg (1 %) KO 5mg (0.5%) OFEEIZHRE L.
HHRKOINERICH L TG Uiz, #5HEIX1E6~10 #aAaFE L, 10 oMo
71 H 2TV, &E5HIMIX 14 RUNTH -7,
1 %HE 60 B, 0.5%HE 66 Bl DfAZNHR (AL 1XZEi 80.0%, 75.8% Th >
7eo EHNCREERITFRD biLieinoTz,

1987 4F, T-FHHRUEE].



2) HEHR
PG L

3) REMHER
PG L

4) BE - FHERIGHE
PG L

(6) AEAIEEF
1) FABERE - BEEABERAET FAIRE) - HERSTHRERRHER (TIREZERREER)
VI. R£% (EALOEESE) ICEATHER (P.27~36) &R
2) RBEHLELTERFENABIIEER L -REBOME
Y L



VI. EHRECEYSHER

1. EEZMICEEH SILEYXRITILEMEF
7 = AREVAEWE

2. EBER
(1) YERARLL - ERMF
TEFIERAOL - B Bl
H# 5 4
TEFIRRFY « 0 Bl e B

He

fmf

B OV BRI
ARPREC X DR EER

S

(2) EMEEMITHHABRAKE
1) 77 Lfatt - 7T KGO AR B R OB # I D BrsER 2~
FIEHE, YuToRE, A VINZUVROT T ABRERLOT RUERER, LW
i, X7 hA LT hay B RBOT T AGHEICHE N Z R L, ZOERIZE
BRI TH D (in vitro),

— e NSy T
@i/ XUMER 2 ) MIC (ug/mL) @ it < MERR ¢ MIC (ug/mL)
[ il CHX [ i CMX
Staphylococcus aureus 209-P JC* 0.39 Peptococcus prevotii 0-6* =0.19
" Terajima* 1.56 " GAI 1001* <0.19
" No. 80 (PC-R)* 1.56 Vs " GAI 1002* =<0.19
Staphylococcus epidermidis* 3.13 5 Peptococcus magnus GAI 0242* 0.78
7 | Streptococcus pyogenes S-23* 0. 006 A " GAI 1195* 1.56
7 " Cook* 0. 0125 R " GAI 0237* 0.78
A | Streptococcus faecalis 12.5 o " GAT 0241* 1.56
8§ | Streptococcus pneumoniae 1* 0. 006 & " GAI 0247 3.13
H " o* 0. 006 Peptococcus asaccharolyticus GAI 0290* =0.19
] " m* 0. 006 Peptostreptococcus anaerobius* 0.78
Micrococcus luteus ATCC 9341 0.0125 Peptostreptococcus productus* <0.19
Bacillus subtilis ATCC 6633 0.39
Bacillus anthracis 12.5 Bacteroides fragilis GAI 0307 6.25
Corynebacterium diphtheriae 0.78 " GAI 0270 25
" GAI 0254 6.25
Neisseria gonorrhoeae 0. 003 " GAT 0266 6.25
Neisseria meningitidis 0. 003 Bacteroides thetaiotaomicron GAI 28 50
Haemophi lus influenzae NN-400* 0. 025 n GAI 85 3.13
n 1ID 986* 0.025 Bacteroides distasonis GAI 0290 3.13
Escherichia coli NIH JC-2 0.05 e " GAI 0316 3.13
" NIH 0. 006 7 " GAI 0272 25
" K-12 0. 0125 A " GAI 0268 6. 25
Citrobacter freundii NIH 10018-68 0.09 B | Bacteroides vulgatus GAI 0542 3.13
Y | Salmonella typhi 0-901 0. 006 L3 " GAI 0486 50
Salmonella paratyphi A 0. 006 ® | Bacteroides ovatus GAI 0267 6.25
7 | Salmonella enteritidis 0. 025 " GAI 0321 50
Shigella flexneri 2a EW-10 0.0125 Bacteroides asaccharolyticus GAI 0642 1.56
A | Shigella sonnei EW-33 0. 006 Bacteroldes praeacutus <0. 10
Klebsiella pneumoniae KC-1 0.0125 Fusobacterium varium B-1083 0.78
F& n NCTC 9632 0.0125 ” FA-26 3.13
Enterobacter cloacae NCTC 9394 0.05 Fusobacterium necrophorum S-45 <0.19
¥ | Enterobacter aerogenes 0.0125 Fusobacterium freundii 9817 <0.19
n NCTC 10006 0.09
B | Hafnia alvei NCTC 9540 0.09 Bl E B BAMEEREFRBIENER (REHER)
Serratia marcescens IF0Q 3736 0.19 MIC : BR/NEESE TR
Proteus vulgaris 0X-19* 0. 003 R - 105/l
AR N
e it o o R R AR
Proteus rettgeri NIH 96* 0. 0015
Proteus inconstans NIH 118* 0. 006
Pseudomonas aeruginosa No. 12* 12.5
" Nc-5* 12.5
il E s BALERRE SR
MIC : A/ REE L R BT

R R - 10%/nL. A influenzae 1310%/mL

TE) AFH, H influenzae DMICIIICHR 2) £V . £ 0D
BREONICZ DWW TR 3) LvEIALK,

* Nk HERA 1%0KRA )RR



2) H s B IR Bl x93 D BUE/E A
HEFRYERE PO DBELT-FIRE., “nT R )E, A 7NV VEH, €977
(FTTonRAZ) B HT—=DADT T AREEEKDT RUKER., Lo FERER, <
T RANVT hay B RRO T T MEEEICHUE )2~ (in vitro),

@ R oy B B (63 D HUE T

- 7KGRIF E CTITIE U 7= BB ER IR 43 Bl
@ RETFIRE ® B RRE
il / T ///A
80 80
2 60 % sok
=n & = %
2 2
b i
Z‘i 40F % 40k
20+ MICow=1.56ug/mL 20k MICs=0.025g/mL
% 56 ¥ %53
Q.O‘E 0.;5 ﬂ.l1 072 0.3 ﬂ.lls 1.%6 3..13 E..ZS !Z'.S 2‘5 5‘0 1&' 1&)( g.ﬂlﬁ 016 Uf1 0?2 0.l39 O.IIB 1.'58 3}13 6.'25 121.5 Zl.‘) 5‘0 1&0 1‘£0<
MIC (ug/mL) MIC (ug/ml)
@ 7L HHE [ B=3¢::)
1001 /- 100 /
80 80
k3 R s0F
S 60F 4 60
2 2
2 5
% o & 4l
| MICs=0.025ug/mL {  MICp=25ug/mL
2 80 B, 20 80 H
% M4 # 12

(R

1001

PR S T T S S N S S S
D506 01 02 000B1H3INEH123 & ¥ W 0K

MIC (ug/mL)

@ES/ES (FS5UNnA3J)

e

*hES—UZR

MICu0=0.2ug/mL
# 2

0500608 0.2 0008153365125 3 0 100 10K
MIC (ug/mL)

D506 0.1 02 0BOMB1HIBES 125 5 0 W 10K
MIC (ug/mL)



3)

3)

4)

5)

FBRIOBIRERIC T 28058 (V%)

UH X O _FERFRNICHEGA T R U ERE 2 R LR L7 EBRAaMERISE R ICH L, B
Pfl 72 IR L O XA b CHERH 1% 2 EISENIC 2nl/[Bl/H, 7 HEEREL T
WA U 7= 3 BR Tl B IERAER O BIHIZI R RO HIL TN 5 2,

o, UV XO EFRNICHEGT R ERE 2 B LIERR L 72 FZBRADIEIE EI S e 58 (2t
L. WA 96 REfEIR L O XX b o BB 1%% 1nl/El/H, 7 B ke LT L5
TRANEAN LB S 2 WVIE T F 0 ESRNICA 7 v O 2 8eF0 LIERL L 7252
BREGISPERI SR L, WHEFEEA LV A_Z oo BB 1%4 1ol/E/H, 7 &
O 10 H fEHE L C EBRIRNTEA L72ikBR o) Tk, 2Bl S e R Im ik o Jnifil2h .23
RO BTN D,

FBRIAERFERICHT 29K (BELEY RV

ELE Y NOPEHRNICHEAET R BEKE (R BER MIC 1. 56 pg/mL, HEFEE & 10°/mL)
APERE L, WEERE T2 REER LD . XA M v HERH 1% LA ORIRE LTARR he v
HERH 1% OWMRR A2 H ENIZ 0. InL/[Bl/H, 6 HEEKikE Lz, #5%., 7THH
(2 BRI O E R A N O BF N OB 21T > 72,

ZOFER . SHBOVEHRE GEECIT 9O B/10 B L v a7 RURESRH S, 6 H/
10 B X BHESUIBOITENEE SN0 L, XA hurFafH 1% %58
TIHEARH SO 1 H/10 EOAT, £72 1 H/10 EOF BRI O3 )72 Fe i
LONREN AN RRETH -T2,

RXE (in vitro)
CEZ Mt RMGE . RARFE I L ChHMWIIE 123, £2. M ikt 7 F 7ot
LTHREETH D,

fE FRSTRBRR - FRERRY
MR L



VI. EYBEICEY HEE

1. MAREOH - AIEE
() BRLAMGMPRE

B -y AP
(2) EEMEEETERRRE
MW, EEERANEA. SH N EEAR L
<BE. BYT—4%>
<A >

1) WERANC LD MER~OBIT (THX) 5
Y XOMEBPECANZ ha o HERH 1% 2nL #EERASEZExomiETor >
AR LEEEITEE 30 %ISR EED 0. 0134 u g/mL Z 7R L, BRRERGE & & b2
L7

@ HE W ARFOMAF PRI (74 %)

(pug(F14f) /mL)

0018~

0.0t~

RIS U AN

L1 1 1
412 1 2 4 (h)
35

2) EFBEFANEAC L DGR ~OBIT (7H9F)
N2 hrrHERH 1% 2 A2REIC L2y 0 ESRRNIIC 1ol EA LK & Z o0
EHOE7 A X2 AREITRE 1 RHZICKR&MHED 0.0123 pg/mL Z73 L, KefifkH
LB LTz,
T-H RSN E R



@ LIHANTEARF O MIE T HRE (7 4%F)

(ug(F71f) /mL)
00124

T

0.0122
o012
4
7/
Ve
0.001 -

0.0008 I~

P3N NN S <

0.0006 I~
0.0004 |-

0.0002 |-

1 4 8 24 ()

<HF>
P HPENEAC LD MG ~DOBIT (FLE > B)
N2 b HHBH 1% %2 E/Ey SOPHEEN (FRAN) 1200200 AL E Z Ol
ETOREITRS 1 %ISR EMED 0. 230 ug/mL 2R L, LR L, 24 R &I21%
e B INRNo T,
T RSN E B
@ T HIZENEARFOMIETIRE (EALE > B)

(ug{ Hi) /mL)

0.24F
0.221
0.201
0.18F
0.161
0.4

0.121

it I\ AN AN [

0.10r

0.08

0.06

0.04-

0.021

1031 2 4 8 16 24




Q) ERRABRCHRIN-IFRE
BB C o

) WFEWA, EFERNEAN 54 E R L

2) fLIRER HROBE (441 T~A e HEBH 1%% 6 ~10 i (0.3~0.5nL) &
FLAI0MEBE®E LI E Z A, G RET 30 /91 0.0125~0. 020 pg/mL (3 )., 60
4514 0.023 pg/mL (1) TiHo7-9),

1#
1

) s
LR L

6) &% - HAXORE
LR L

6) BEE (KE2L—a>) @HISE YA L ENERDEEHER
AR L

2. EMRERONTA—S
(1) A&
AZHEE R L
(2) RULREELH
MR L
@) "AATRAFEYT«
MR L
4) HRREEH
AR L
®) 9IVTFIUR
AZHEE R L
(6) NWmAHE
AZEEE R L
() MIBERFEEE
K<E&ZE: invitroo
In vitro T 20 pg/mL Z M L 72RO MIER BREGFIX, B FT69%., 4%k MLET7 /v
TIT8%., A XT20%., 7Y FT8%, YVATIN% ThoTz, £72. 4%k MM
ET7 V7 2220 pg/mL, 100 pg/mL, 200 pg/mL, 1,000 ng/mL, 2, 000 ug/mL #AN L 72 KED
AL, ZNEN85%. 84%. 81%. 52%. 32% CTH-o7=?,

3. lijrg
mMERR L



(M

(2)

3)

4

®)

i %5 — BB PR B
MR L

I i% — Ba AR BE P& @ 1

1) TR, LREFENEA, SH BN EEe L

2) DiETOE (24 H) BT A ¥ A 1lg ZFERE LE A, B, Fkd
~OBITHRRD Btz 1,

it ~DBITH

1) TR, LREFENEA, SH S EEe L

2) BHhm (54 ITBT7 A /X hlg #EELIEZ A, &5 6 KM% O FICF
¥ 0. 25 pg/mL OIREEDBITNRD Hiviz 10,

BB DB ATHE
YR L

Z DD~ DREITHE

< EE>

M PERI e C EEARA RN A LB L35 8F (44)) 1o, mBEIGHEAIC LD P EED
JEEZ + U7k, 27 74P —F2HNWT, "2 e FERH 1%% 2nL, 1 [AWEE
WMALT, B7 A FLLBELZTE LEZE A, EEIRMEER~OBITREIZ, BRI
KIS T, HERALLT (<0.2) ~>100 pg/mL, FERBSREIEE I T, & RA
LIF (<0.2) ~21.88ug/mL, AR T, 2.35~50ug/mL TH o7z 1V,
<HF>

{LIBYER ERoBE (441 120.01%E7 A /%2 L% 6~10 i (0.3~0.5mL) AE L,
10 MBEBELEEZA, BRI 10 437 40. 63~50. 00 pg/mL (3 ), 60 43 23. 44
~24.22 pg/ml (261) TH-7=?),



BE. BYWT—4>
< F >

1)

2)

WEFEW AN L D R~ OB (T ) )
X OMEIECARA ha C HESRH 1% 20l ZEHERA SH72 & &0 ESRRk R
OB T A )X AEEITRG 1555112 4.02 ug/g tissue ZoRr L, IREEfR@E & & b
(ZHREPE ISR LTz,

@ e Z AR O _LFHIFARE B R (D)

(ug/g tissue)
10}

T N AN AN I
T

0.1 1 1 1 L 1 1

15305 1 2 3 A5
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