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£ B8EBXEEREFERLE I

#IE : BBfN 55 46 A19~21 H
SRR YV AKRT N

&5 )l

KW-1070
A dHic-»T
E H *

HREEAER KRS
KW-1070 (Fortimicin) (X {#FERE T RO BARL
H LT $ /BG4 FIT, Micromonospora oli-
voasterospora WX Y FEE TR B, AFNLFERE
74 7 pseudodisaccharide TH b, &kD X 5 ehEEA
*ET %o

CH
CHNH: o YH:
0
NH: OCH:
o} NCH;
HO |
o
2\
07 CHaNH:

AENL 7 7 ABRERECRCHE RS L £ OEAR
BRENTH Do BIERCKTHIENIRLRH . AFH
DOEHD 12, BEMLRTW57 3 7 EEGHAER
DORFEFEED 5 AAC B)-1 KL > TT7 e F A&
hBETTHD, HOTRTCORFEMFERCLER &
THhhbo Lichi-T, AKX gentamicin, amikacin,
dibekacin 7¢ & L ZX@tER R LT, T hbEFCHE
DFHEBTIFEZ AL MR S, DWW TUIRKRER Y iR
Ihd,

WR - Brikie & O ENRRL, D7 3 2 BECEEGHA
KEEEETH D, FFIXRHEINh D &g Rt
ShrBHHAE AR TH S,

MESREHML7 ¢ VERBEIAEROFTIRLHL, B
S BEETHY amikacin X D55 Thd LAFD
D 1DOTH B,

LLED X 5 7o A 008 & BB DR 8 b % iU
nb, BRIRC R 2 RF DF B X hicD THFR
0 h, LT BIROUIEHBRtAEh, 4R T
WU DPRE TEMITBEI e hTE T,

KUYV BT ALEWTL, THETOREYST X
T, BN, AEE AEHUSC ST BEKREL B8l

£ — ERRFERER)

e &, SEEREORIEYREL, FHEHIOE
1#E L1,

FAAZBIT X HBHE

U ERBETAE, RKOLEBYEHIND,

I. HIEEFMEIH

1. 77 ARMRECEEGCHE A2  vREL,
Proteus inconstans, Serratia marcescens 7YVt
SHIcHE D ERT, Lo L, Pseudomonas aerugi-
nosa Voxt3 A HE IIEEE .

2. 73 REGETRE/LERE AACB)-I L) Tx
FAALEINB M, LD TR TOREERCEETH %o
3. Serratia marcescens iz ¥ D<= AEBH S 7 A
R BRI in vitro DORUEY L S RBRLITS
hIcHRHREY =T,

I. BRI - BEik - 5576 - 3

1. BNESHC X b, dose response Db B MEF
WEHB LN, amikacin FELIOHEB 2R T,

2. BRSO 7 I/ EERERNLRAETH
60

3. R#EhB L Rhcht S n s BHlRR
EHFTH B,

4. MEEBELIFEAEFEALIRV,

m. %5 %

1. BERHEMLT ¢ 2 REAIEROFTRSHE .
2. LR E C amikacin X D 55\,

V. B K

1. £[E 63 OEKMIHBICI\ T 958 FICHERE
o S i, BRI DR R U x I EEFIE 934 B
"C% Z)o

2. AFIIHECLVFEEIH, KEOEMATLE
200~400 mg 1 § 2@ (1 H & 400~800 mg) D5k
Thotco BIRT ¢ 7 BEEGTER S, &b RBCED
TEDHERTH %0

1) FRRBUSR

BHERNE DT & 12 904 Birh, %D - A RHIERIH 669 @
(74%) wRdS I, & FURNTHS L, TRERE
fETIL 78%, W IR BRYYETIE 71% DHEHRLAD
Too HAKAYERIMEEYE T3 70% (UTLIT3R%) R S H
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F 64%) Thoto HEHRGHET 72%, Mw APHES
T 82%, B AR BURYET 90% OFHREZRAD
o0

2) SUEEAIERER

75 ABBYBERYE (75 B) T 81%, 7 7 slatkig
WRYSEE (510D T75%, BERGH (221 F1) T 63
YOBHERTH>To XD H b Staphylococcus aureus
FEYET 969, Haemophilus influenzae FEYLHE T 100
% LBWERERE R Uco & o Serratia marcescens &
HPPERC D 79% EBEVWEDETH 5T,
v. ElfeA

947 B 5 B (0.5%) WEIWEROREL B o7 D
W&, KE206, FHA1EA, LOhE16, FEB 14
Thho FRBRBEMARE L4 (4.6%) CBEDHL
h, EOREE, FHESERY 25 #, BERE 8 4,
MmERE 11 FITC, EELBEEAILS B ORE TIIRE
TRTWEVo

U EDOREED S, AFNTHMERIHEDERE L, KA
BHRUEDOHHT 3/ EEEHLERTH 5,

1. MEFHRE

= & #
BHEREBEYFHRE

KW-1070 @ in vitro TOHE NIRRT LcLE 37
TR ORE Y, REIFA, BRIARRL & DM
% hn A FERAIETH & 1T - 7o

1. HEANZ T4

KW-1070 i3fa0 7 3 / EGHANE LA, 77
AR, 5 ARMERRCH LU TRAWAE AN
FSAREL, 77 ARMERE, LI S marcescens,
P.inconstans &iB N e xR L, S. faecalis, P.ae-
ruginosa WitE\» MIC R L1, HEEHIX GM 1T
HAEGL, KM X hil, AR T A, FIEEE
it P. aeruginosa VCJEMEMERM AT AMK WL
Tz,

7 3 MG TREABERTN L T, AAC-(3)-IFR
FEBRC LY 7EeF1{tdh, PIEEEIET TS
MM DORELEEE LR E T, GM, DKB, KM, SM itk
B R R L, AMK & 3 X TE V.

2. FRIKS Mk DRSZVES AR

FREE 108 cells/ml w31 AR S BEED, KW-
1070 w35 BZ W AR1L, P.inconstans, S.marce-
scens xtL\wwTFhd 312 ug/ml i 1IBMEDE — 2%
Rli, ZHICH~ AMK,GM, DKB, TOB 1344t D
REMS TR R L MICy, fEi1x KW-1070 Hig b/ &

ﬁé%ﬁ? Lf:o

H.influenzae Wi LTI, 0.78 ug/ml &% {4 4
oY —2r%KL, AMK K k~EFHE R DKB & @4
DI TH » oo P. aeruginosa 3L Tix 12.5 ug/
ml L — 7 %% L AMK, GM, DKB, TOB i Jt~% %
PENTH -7,

Entevobacter sp., Citrobacter sp., Klebsiella sp. |x
1.56 ug/ml iz, E.coli, P.vulgaris, P. movganii 3.12
ug/ml, P.mirabilis, P.rettgeri i¥ 6.25 ug/ml 12/
TS OC—r%HL, AMK DX & @0 BT
AT LI,

GM i P. inconstans, S. marcescens, P.aeru-
ginosa WXL Tt KW-1070 o MIC Ao v — 7%
FRENBERS MR DT h L 131E /) % @ 6.25 ug/ml,
3.12 pug/ml, 25.0 ug/ml %#RL 11&M:TH -7,

3. JRIRZ R DR MEAREE

FHEBTOWT, WO B & 10° cells/ml 12k 3
KW-1070 © MIC % AMK, GM, DKB ¢ tt#z LR
L Lo AMK & DB R\ T S. marcescens 430 #
i AMK @ MIC A% 25 ug/ml Ll k4% 139 # (32.3%),
D5 % 1358k (97.1%) »' KW-1070 12.5 pug/ml L)
TCeHEEM IE L ko 73 KW-1070 25 pug/ml LA ED
MIC 2 RTHI TIN5 T H » foo S. marcescens
LISt OB Tk AMK L DB TIRIFHERREL hic,

GM t DOz 8\ T, GM 25 ug/ml LIl o MIC
3L Citrobacter sp. 86 kep 11 £k (12.8%),
Indole (4) Proteus sp. 553 £kep 89 £k (16.1%),
S. marcescens 667 gkh 158 ¥k (23.7%) T, Zhbhic
KW-1070 12.5 ug/ml LA F CHBHEIE I D HKITEh
FR 118 (100%), 784tk (87.6%), 154 ¥k (97.4%)
TH -1

FOfOEET KW-1070 & 25 ug/ml Ll kD MIC
B WML P omivabilis @ 400 ¥k 32 £k (8.0%)
LA 1. 0% LAF € KW-1070 i &y MIC 2703 Bk
13 GM i le Ao dy, EICHEEEL GM i~
1~ 285 EEAR LR,

GM fitt Serratia Wi L Tix 111 Bkrh 103 ¥ (92. 8
%) » KW-1070 12.5 pg/ml LIFTREERMEIE L,
DKB & o MIC B3 GM 48RS & A TH - 7o

4. HEHCR IFTHERTOEA

KW-1070D B W 3 X IE3 R O ik 53t OpH,
BATER, mERMOETFIEoXRE LI,

KW-1070 O ENIFIBE L AMK & B BQCH;
o pH O LR, BEEHEEORD S X OB ORMC X
b SR DEFNL S B DS, AL Z T 7 IEA
THhbo
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5. FREER

KW-1070 o in vitro TOREFAIL S. aureus 209
P 1.56 ug/ml, E.coli NIHJC-2 3.12 ug/ml, S.mar-
cescens T 55 6.25 ug/ml CTREINIERL 2o

6. 1in vivo FEIIER

= & AERRRIT 1T BEH R A AMK L L
AL TIE, P.aeruginosa %< 7 7 ARHERERER
Wit LTk AMK & EDy, 1 CTRIFRBEORE TS
h, invitro OB THERE D RS hic S marcescens
ik AMK B BB R A B o hic, ¥1c7 ¢ /il
BRECEZLYETAREEC I ARPCLHE X T in
vitro ORETE X < —F L,

ERR-s)

1. KW-1070 3 [AHMEC A7+ 522 BTHT 3
) B RPEWE T, P.aeruginosa RHEDEE\ A
BHEARZ b 54, HUEIE M AMKIGELHL T
%o

2. 73 /EEHTELER AAC B-1TeF
{LXRARFEERDEEE TONELERCLZETH
%o

3. fE-T, o7 I VEEGIENE L XX MitY
3 GM Mtk b REZHEE & Rk D MIC 5ikiR
‘?_O

4. FEROT I /EBEGHAMECHEE 2 £
P.inconstans, S. marcescens BN BN - HIERTE
MxHT %,

5. KW-1070 1% AMK & EHREICIER LESHO
pH, BEE L, MiEHRNOEEY HIENZ I ionEHT
HBo

6. = ADEYEREAR T LR in vitro OHE
ERx R 5 RELEL R, 7 3 7 BT Em
PEIC X 2 BRI b B I BRI RE YR LT,

YEDE3H, KW-1070 (ZMIESMNCIIED T2 =
— 7t BER A THHEME T,  DRENREKRDOSET
ED XD ITRBE N D IEFITRRE -

2. MIBEFARE
—KW-1070 BERZVENER & 8L —
AEBEERT
WRMAY - E - WEWFEHE

KW-1070 R ZRALTEE 63 ik L b I
L BRI i R 3\ T KW-1070 D g1 %) A 1
AHUCRR TRk s g,

Wt

I LR BB

EHEREFSTHEP AV TEEBCH 35 MIC ¢
R, MO HBBEC O\ THIBEFITH 2 GM,
AMK, DKB kgL 7,

FRIR Btk 421 BRc 3\ T KW-1070 Wi tEgki 121
(28.7%), GMiE#kZ 149 £k (35.4%), AMK [itigs
WL 117 B (27.8%), DKB MiHti#kix 194 £ (46.1%) ©
»bv, KW-1070 itk H BB 1L AMK L AEE,
GM, DKB X h{E\fExR LIz, ¥, KW-1070 o
YRR DR AL, D7 3 7 7Y 2 ¥ RER K
NT, 77 AGHUERE, Pseudomonas BTAZY LY
REWEEZRLCH, BAMERTIIED TEWEYE
L, & <&, Proteus, Serratia, Citrobacter 3} (¢
Enterobacter TIXEWTH - 7o

I KW-1070 &%k, GM, AMK, DKB fiftk#ko
BREE

GM, AMK % %\ i% DKB & U Ttk &R Licic &
b s 3, KW-107012 &tk % 7R L e B#kiE £ h 2h,
79tk (18.8%), 58#k (13.8%), 111#k (26.4%) »
h, &KW, Proteus, Sevratia, Citrobacter, Entero-
bacter R\ N THBETHS h, KW-1070 o EHD
BHEPRDL NI,

I ez —v

KW-1070, GM, AMK, DKB D\ 3 hh DIEFNTH L
TMHE AR TERC OV TN -2 2 — vk bt
Lo

K. pneumoniae, Citrobacter, Enterobacter |3. GM,
AMK, DKB O 3 #ic\Fh b itk %R L, & <& DKB
Wit bR D % < B iuteat, KW-1070 iRz s 6
n e o 5 foo P.omirabilis, Servatia T KW-1070
B X 08 KW-1070, GM, AMK, DKB o 4 #iiif
MERRDMEDC B RIchd, Z O HBURE LR TE S,
fii 4: kD A5 1x (GM - DKB), (AMK-DKB) % XU
(GM- AMK-DKB) D#HARD(ifM: <& — v &KL,
Gram PE#:EED S. aureus Tk (KW-1070-GM), (K
W-1070-GM-DKB) Dt % —v 34 <, KW-1070
HAM R LIRS bhic, Fie, S. faecalis s\ Tk
KW-1070, GM, AMK, DKB o 4 #fitt:kr i b %<,
50% L& Ewic, —F, P. aeruginosa i\ Tik
SRR DM < & — v HiBR B RIH, 9  F At KW-
1070 i ERRTH - oo

vV ESZVERRRA

KW-1070, GM, AMK, DKB 35 X 08 NTM [ttt ies
U BI&Z MBI TIX GM, AMK, DKB, NTM DO\ $hd
MRS 3\ T, KW-1070 (3 P. rettgeri, P. mire-
bilis, Serratia, C. freundii \ZIES{ps %\ 15, Pseur
domonas \\XZEX MR RTHEMN L L 3D b I
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o

V in vitro TORPEERR

LAERPFERE X VI LI C. freundii, Serratia,
K. pneumoniae, E.aerogenes, P.vettgeri %5 L% P.
mirabilis D5 b, BRHRDOAD L hickkicowT=
v ARBRMRBRPEC K T HBRDRYRF LI 2 5,
KW-1070 D&ELEL in vitro TD MIC {H& X < 18
BAL, MBE L THW GM, AMK, DKB % X 08t NTM
CHRTEDTENRTE Y, ZhIEKRCK T 58E8%)
BHBOHERE IKHEEL, BROBEXESIT B &
ﬁ;fngo

3. RIR, oA, PR, A

mOB B
RRBERENKYS 2 HH

KW-1070 oWiw, 44, B, RBer»rA+5 24
HRBBIORBEET L, UTORERY L,

1. mFRE

1D BERADOSHE

KW-1070 % 100, 200, 300, 400 mg % 1 E¥-of5
LIcBROmMFREHB Y %25 L, REE T 5% T 30~60
SHEHh, T h Fh 5.3 11.3, 16.4, 16.8 ug/ml
L dose response 2B LA, L # ik 2 BRIBI#OMm
FEFIAE S - THIR L T 8 Befiitgicix 0.4, 0.7, 1.3,
2.3 ug/ml L ig 57z, cross-over BT k% Rl EfGIER:
O Amikacin & OB TIE, T #F @ EEL O M PEE
HBERLIC,

2) BEeEEELZOSE

BREREEECAR 200 mg 2HET B &, B
BTG CTlF R ER L, nhNEREER
BIBEE (Cer) & ORI B DR RF & IR DBRA S
hie,

2. [Repbkit

A TOAA 200 mg fF5HEH 6 Bf £ TORep[E
RKi2H 66%, 400 mg FHERDENITHK 64% THY,
cross-over pEiZ X % Amikacin k@i Td FANZIS
RETH o7,

3. ook, BEABT

1) WEHR 1 AK| 200 mg FHER: O R EERSIEE IR
2ug/mlT HY, SELRIHEDNIEHERE L D S
EeBT LI,

2) Rbk: & # 100~200 mg k% 1 FRH O Rk
BE12 0.8~1.3 ug/ml T, HABCHEAL TBITAZR
bhitc,

3) MBI : AH 200 mg FHIER 6 BRI TOMRHFHE
HEX 0. 44 mg T, FARD 0.2% REDEMRKTH

"JT\:o

4) BOZRR, B : AK) 200 mg itk 1R £ Tic
MPRED 20~60% HRTIIRCHBITL, BEBLE
BREDE TS U B TRy R Ui,

5) BB, FK : EHmPES AN 1/2 B
ThHH, FRENIMHBEERTBINED 5 h
o

4. B TOhMG, BE: rat mAFR G L
BOABENEEIR, B> M > HOETSHY, FAk
BB TELS, LMt BTIRETH T, &1
CEHREYELLEREED S b T8 HERIEREEE
BMRE L Y UESEL, »OEBMECH ) BET 5 EA
NRabhtc, “C-KW-1070 # B T OHEHER Ot
TV, 48 Bl ¥ TR ED 90% LI E R HE X
N, BHBBWIEFEFRNOBHERIIED TH -7,

5 % #

FREABEO e b R, MEBEEYET L RSE
PPIRD Rk o1,

L EX b KW-1070 1 Aminoglycoside #|iz 3% D
BABEEOEMERL Tk, thrTLlPEE, R
chiEiiz Amikacin JF{ D pattern L 54D EE %
bhice

B oK 1. A #
BB P
RIS FPIR

KW-1070 D NEHEIR (£E 23 572D F &%) 1T si)
BEAREICOVWTEHRE L,

B E5BBUT 175 Bl - b, HER & O tR LRI
v X A IERIT & D 17 FiEERy 7o 158 I @& 1T
otco WRBEYIENR S L < 93 f, REKEPE 61
BT, FOMBGMIER &M 4 Fix ddic, EHFIIL
20 A 10 (l, 30 EEAD D 50 A ¥ THEIRIT 20 6
FoT, 600K 70 HAINRIE 40 BIFOFTL, 80K
&3 90IH 1o 60 FELL EASEIED 55.7% & H¥, X

BEACHF - oiErm LI

FEMIOIRIT 70% 31 B 400 mg % 2 B A0 T
BEL7b DT, Dz 1H 600mg & 2~3@ENT, I
S 800 mg & 2 T T THHEL b Dd B -7,
BEMRENIS ALY 14 B TOMCREWA iR RLA
P, B 5EILZIE 2.0~6.0g DL OMEL 86.1% &
HHIC,

FRNOHR DB 2D &, TRIHEETIL 93 flF
73, 78.5% \C, MM FIEBR T 61 Fih 44 41, 72.1%
CHDORENEBSR, FOMD4MATE3 FICH
<, ¥ 158 Gk D 75.9% T HHORHAED N1,
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TR DEREIEBEEOFEC Y » TRFL THcE
oA, WRBERTIE, EEERNRE O TI87.0%
DEBRCHL, HBHLOTIE 70.2% LEHHMATH
ofze LnL, R F TREBEBOL & O TH
(73.9%), H»HLDTYL (71.0%) KEXRE D Ie2 -
7o

Tz R (BRI OFREFNC X B ERIRZIR O R 1T
A THIe WiolE 1RO I\ LB LIRAE Tid42
ik 38 (7T 90.5% DRHEMNED hicOx L, BrRM
REYME Ti 12 flsh o 6 FIC L AR OB, B b his
Mot UL, FEBEMELIER2ATIE 81.5% LD
TIVEENES hic, Zhicx UIBHSERPHETO
BRI 72.2% L2Rh - T, REBRPIETIE,
LPERRYED 86.2% DEMRICK LT, 1BIERIHET
1£59.4% LBDHHETH T

L EFRDRLEINC X BEKGREZHFL TR
Lo A—REFENRL L, XOMREETSBRET BT
Eblghofoi—, FRBERTLRERTS, 774
PEMEEIC L A REREEDBEILPICEHDOR K 2B b
h, 77 APMENBS LcHcd 75% B DR
BEAB L hic, BIBE OB U AR5 R EHE TR
HENRRE D LS IRENES R, ~ET 4 VA
DBE LTI BRYIETIE, 10 7 & Fl CEH L
IEHORBENE LT,

FERLENOMBFENDEORFTCS W TUL—C
DBELEADV IR NI - ¥ D Lz LIS Tk
Wii—, 77 ABHESRKIGHE, v, ~®
7 4 ) AR LWL 90~100%, =V FRAsE— &5
F 712t 80% AREOHENHRLNI, LiL Pseu-
domonas JBIZ\% 21 ffilsh 8 7| T 38.1% DE {H kKL H
Bohich -7,

1 BES BN OBKGDRE LR L THich, Mty
CABEDOENRZLNT, BHSENHEINT S o2h T
RAIFE D T & O BB E D Rt ot ek AEHE
BB AEIFAORBRIIBEN LD flic + ¥
¥, RhAR LD LREEY R L. FErER
z 721X 1 A 200 mg 5 ARDOE G TR Kicicsd
IhEFIELIELDTH -1,

IR RAEO ML 20 H BENG, Rk E3H L
LTRIEL, WIRM X b S marcescens 538t L -4
PEH X i, AEX GM, AMK, DKB iz 50~100 mg/
ml L) EDIHA L T\ f2 A%, KW-1070 1243 6.25
wug/ml OREZM%RL, AF1 8 600me, 2[EDfHE
T, 2 ARICILHEEROUE & Atc,

Lk, KW-1070 o MFHEEIC 1) 5 BERAD B,
RO 2 FIIRFCEHENILLDEE L LR,

1) FFNL, ®ERDOT I /7Y 2y y FEIRHERT,
R 35 REEVC D T BIF /LR ME b hice RN
BBEMO7 I/ 7V a2y y FATRVWOR, 0k
TR EB b oz 21, AHIH 400~600 mg L3,
WRDT I 7Y Ay FRIERNTRKEYAVWB5:
L TR S B EBbhic,

2) o7 7Y vy FERMEDOE X 5 R
FE—FEREBERTIEED X 5 M X 5 REE D ihno
TERCREL S Z L3 i —I b RFRHE
MNaEodbhicz bbb, SHRBIERORRRELEL
Ah¥T, TOETHEHREY bOHERE Bbhl,

R OK 2. WRHE

(i
57 B K5 YA PR 25 Bt

WRBEHARC BT H8ENHE, £ED 28 #E, b
Ve % DB EER T bh, BB SEGIRIL 651 kit
ST, MOPEFIOAPCEIER TR S FIELER
YOS5 FIRBENL, 646 BIRETONGRE L, 0h
D 96% M EHMEVE R REBEET, K9 80% A5 50 Ll kD
BABT, TDFRDK 80% NEMETH-T, 1ERE
43, 200 mg/day 5% 800 mg/day T, FDHD 63
% »% 400 mg/day Th %, 98% HZhwx 2EACHIT
BEL, 5 HMOEBRSRCEDGXHEL T 5, &t
FEERERKI 14 B, BERR5E I 8.82 Tho
Too EHREDHE LICERRDFEZL, ZHERFIE TN HE H0
BIaEr\ 7 616 B, FE%h 165 6, FXh 274 Hl, &%
177 BIC, ER L B H AR BHERILTL.3% Tho
Too TRABBIDOEZNERTIE, B # 1 B EB %6 HIT 100
%, BMEREBES 4 BT 75%, BB REX 163 A
TT75%, BIMMERERDCS 432 BT 69% T, X DD 114
TIL100% T, TORFUL AT I IR &, Kk BIEA
%, WE BHIEETHtco DHEEINCIE, 7746
PEBETIX 69%, 77 ARME T 76%, BARREN
Tt 60% T, E.coli, Klebsiella, Proteus, Entero-
bacter, Serratia tr ¥ DRERYUERFTIiL 78% m b 88%
DEMENZ b, P. aeruginosa Tk 50%, %0
fho> Pseudomonas Ff TiX56% &7t-» T\ %,

EMM R GR35\ 5 UTI 3y sriiskatic el
THH T BEMM T3 MBH H, L b EEMHE
BRI Io MBERCHLTE LS4, WP 4% &
ZR17%, AE25%, BRCHL Ty, E#F29%
B3 17%, AE54% W5 RN bR, F0ER
BFEBRKDRE LT ER 122 4] (21%), B 2436
%) 208 BT, FRAEDNRIE 64% L5 hich BER
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RENZLON T D, UTI BEFOHERL 13, HAhRAG
EH 72%, BERKRIERD 28% Lis-> T 254, &
LHERRITE 15 154 FIT60%, % 27868 HIT78%,
H3B63LIT76%, S A% 126 BIT 75%, LH5EE 80
GIT 36%, £ 6582 BT 59% L\ 5HET, BERK
BwoH7—FVABEEFTH HE 5 HUMIBVWBE L
ftoT b, Ik hb DFERDHERR, THREHED
BHRLBEUB - BB L L - T 50, BERPE
Gl, L EsETIE UTI HEIZELEWREE &
SoTWh, —RICE 1, #2, #B5, L6HDIFEHELD
ik TEMERRTH, FFTHS BN IBESER
RENEDORICE WD T ERFHETNES O & F %
7.)0

HEFNREIL, BEICED LN 787 D 76%
MNiE%E LT\ 5, E. coli, Klebsiella, Indole [&tt7nt
Bt Proteus, Citrobacter, Entevobacter W x3 L T
90% & 97%, Serratia L TH 86% &\~5 <
NEMEBERNLOLNTWB, LA L P aeruginosa
Tik 30% LT &ty 77 ABHEDOHAES HVE
{iteh, S epidermidis TX 59% LitoT\Bby &D
IORHEARZ P VRS BRERECLE bR T
%o L LD BEIL KW-1070 © open study D3 XTD
ERCOWTDOLDOTH B, Eix KW-1070 fre s 0
BEDFEMNL, 17 & A EH400mg/day ¥ TOH 5ET,
F . CAFOERBEEERCOWTDREN TR, &
FOME DI EBRLIIORRREE NS T TR HH
DX 5 P.aeruginosa Z55<, 75 2BHEEC LS
12B Yk 3Bbhbh, P.aeruginosa LIstD
75 AEHEECHTAIENIIED TREMW TS %,
Ficbb4sEO UTI ZEEFEFTRD L hicEH i3
%, EHEEE 108 CFU/ml o MIC 44 @ peak f#(1.3. 13
ug/ml T A%, 100 pg/ml LLED, 3w Bt #EA
BEAEREDLRNTWIEV, FEWIZ S AKX Aminogl-
ycoside KD TIXHBEDET 5 ITJET 5 DT, dose
WIRI->TINLDE MR ZIZEALTLECHEIRD
AEEMNEX bR D, o TURERIREELT T, #
S EBRILHBLIEHOLHOWIES X EE L,
600 mg/day, 800 mg/day DIEFMEDL NI, ZEA
EEEM 1A 2ECHTTHEL, kb 5 BEEFR
SR ES R HEL T\ D, 18] 400 mg D fHHHE TILMA
WESHER R A BE L AL RT3, RABKDRC
¥1F % dose response (¥, 200 mg/day #5811 T
I3ES AR 36%, 400 mg/day #y5-5f 368 £ T 65%,
600 mg/day #¥ 5.8 79 T 70%, 800 mg/day # 4 &f
115 BITIX 57% TH - tco TLBIEFE DA 7\ 200mg/
day BEList o 3 BERTc i UTI BT OHREICE

ERALR TV, Tiebb, FAFZRE 400 mg/
day ¥ X v 600 mg/day BHEDREN D LEINEEET
X7evso LA L 800 mg/day 3 DRI 600 mg/day
BLOBAECE > T bo REBKDRONEY HER
T B2E L RRCHT B BRI THHTT5 L,

400 mg/day # & 600 mg/day BEiLIZISRIRIL <2 — v
DREXRTRLTWBA, 600 mg/day B & 800 mg/day
BEE CHAEROBMERIZS6% & 49% T, BARIL
6%& 3%, BHAREIXI8Y & 17% T, TEXIL20%
L 30% LigoTw5, BRECHTHHFL, EFLR
1134% & 22%, HERIL2TY & 16%, TERIL 39%
L 63% LELRKENKEL STV 5, Thbb 800
mg/day BETIL, X0 REZHOECHELSL, REROHK
HDZ BN CEEBIEGIA S5 o T D TR A L8R
INtc, UTI BFITII—RC R b8 i HEDE S FT R
1+ % 800 mg/day BEDORMEI L CCEWDOMRBNL, &
OEETIERZRR Y 800 mg/day Mo 5- 3 X b %
<, 2{EDMEXRTRL Tic, MIEFEMBETIE, MEH
43, 400 mg/day Bf 496 kKD 78%, 600 mg/day B¥
116 #:D 79%, 800 mg/day $¥ 150 #k D 74% &\ 5 BUK
THEZRZH LN, BRI S SBEFHI L
AU X 5 7eilERENTZDLRT VB, E. coli T 80
mg/day BEDBEMNSE » Thtco BEBHBEDOEEIL
I EHMITRERL W U EDEEND, il d
400 mg/day ¥ EBELL_FCiTZ L\ dose response (L3
HERELWEDEEbhb, £ TEDEKRORIIE
(106CFU/ml) » MBS OMBE %2 L, 12.5 &
25+ OB CHIENEERDOEENLLR D, TibbMIC
i 12.5 AT OBE#DOMEENLET 84% LT,

MIC {5 25 LA DBk 53% Lith, T DMIXEIHIT
AFOHEEBHFHTLTL T, EHREFL TR
L0 LBRUCIZELHONBH, 260D 490 KDOH D 70
YOHMNT TR DF L H To MIC B 12.5 AT &is
ST\ B Feb ® MIC {H 25 LA LD 145 fRiziz LA L
2% Pseudomonas & 75 ASMETHDOLR T\ %o

oz Ex, At L &b Pseudomonas LD 7T A
ERECH LTy, RECHEETT TCRADHE
MR THBHZ EERTIDOLEELLNRBY, Zhik
42k > 400 mg/day # & B T T Pseudomonas LA
WD 75 AEHBEIIZIE 90% U EOEF B HK
EREDLNICE VIR THEE IR TVD4D LR
Hh b, P. aeruginosa T APENE peak A% 25
vg/ml T, ik h 100 pg/ml LL O EH D TH
wDT, AROEEREAMETACLCL T HWE
LA LA DO LIRINTIEE X Hhnn, EIfE
RRBOBHBLEEYETSHE, HE B\ HE e
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bR, Lichis TARIOERBSFRELTL 4k
<L 1A 2EEHTTHET S &1ty 400 mg/day

ABY TRV EEZBND,

’M’kﬁfbﬂi DOHT L DEIE O HRSLENFET TS
ZoWT, HHFIRTHESHEEOMER,

i k Lf‘é;.%a‘bf&to DHEBE ORI o35 REHE
{3400 mg/day BED AT b KIEHI T, 800 mg/day FEAd
1% b A NS IR » Tuico 400 mg/day BEORZMERE
18T, BIlx375.1% O MIC{E6.25 AT & 7850
7 %) 400 mg/day 58D - h b O GEEE O A,
75.1% THotcht, MEOBEENEZMZ T L TEZ 3
LD LEETHE, 6.25 LT O MIC fEDoH A EERL <
LB T LI B, THILEHEN B L TV HIKAR
g Clinical Effective Level ; CEL ¥\~ 5 &1 7c5E
REThHBH, BETERL THE T 5 &, 600 mg/day
¥ L 800 mg/day #£ D CEL 133tz 25 ug/ml izl 57,
LA LBERMCE38D CEL 3 5RcE UT LT
HH0LBbhb, REROMITTE, 4l &b Pseu-
domonas YD 75 AEMERER X L T 400 mg/day
FETESECIHERTH -7, b U RIEG D5
HWOEZWSMD, & O 800 mg/day BEDHE L FERC
THEMRC Ao e & T 5 &, MIEHAERILZ D CEL A%
ZHBEHEYHIL 0D, 55% {bWEHEEEh,
0% BbWETTAZ LD DI IR LEEL
Fhb¥s L, BEDORRKRPFECH L TiL, 600 mg/day
HEPLEEBbhS, LALEENE Y ELSBTRES
A H 5O TEEE L L ORIERCH T3 —BOYHK
PLETHHS5,

{Ziz, 108 CFU/ml #8315 MIC fod 12.5 L k-
Fiiftk &% &, Pseudomonas 110 £kDrhdD 462% H
GM it Dtke e - T b, Thb DEHEDIZEA L
WAFT L EHET, AFOE 51T X BHERIL 39% &
R EERTH B, AMK fittk #:4%, 33% &7nb s
AFNZ X BHEIRIL 28% LRIV ERTH D, —H,
AHERTHHET, GM 2 AMK (i Th B L 58D,
TFThFh 33%, 14% DRI TE» LIS, Serratia 85
ey, GM M{LEKIX 56% T, F DD 92% HARHK D
ZHIT X » THER LI, AMK fiffhtlix 74% Eieh,
T DD 84% X ARFHE G TS Lt Serratia {33
BAFIOHBE LT, 84% 716.25 ug/ml LLF T,
50 pg/ml LU EX1HEL 225 T, GM % AMK &
DRI X 51T R b b, Proteus B, O
D77 ARBVERECEIL TL R L B T W
Bo

BRek 3. 4bRL, EmARL T AMERE
B % B &
AEBHILAS - FAERR

B - BERRAR - AR 3 BIEUR 12 FRRfme
I 132 FoEKRERN TRl D5 b 4B %
ol EERR AER 11 (7, FSEMERE 83 [ THKRDFOWE
PRl 2t EHOWRRET I, B AL14H, /MRS
T, Bzl 1 Th B, Bix5E2e, #ER
3 ~5 A DREMFIER Y Hdlc, 1AR S BRS0
~800 mg T#H B A% 200 mg & 400 mg DIEFTH 80%
whdic, 1 BOHGERIT1ESZ WL 2ETHYE
zilﬁlﬁf‘zb %o

1 A4y - R SEEERDRY RS L, S0mg~
100 mg ﬁ D 10 FEF T 2 FIE %R Rdic, 200 mg

E5F (155E6) TiX 80% DH X TTHDH, 300mg
FYEE 1 AD LTy 1ERE T 90.9% DR
CHote, 400mgl EHTS (28 BI) 92.9%, 200mg
1A 2EHE (63 f) 77.8% DHEHER&ZHRL, 40
mg 1B 2E#%E5 O3 FTE100% DEDREYRL, &
T 84.6% DERERRLI, §e

SHENERDRE, 75 AN B o sl
©93.3%. 75 AEtEREG (39 F) TT1.8%, B
ARG (39 () TUX 84.6% DEMRETR Ui, Ml
FHHBERBD L, 75 ARMERYIEOBE AR 0.3
% H Lo SBINERDEL, S EHOREE OHKA
WRIYFE 8 T 62. 5%, KB4 10 (7T 90%, &{6TT2.2
% DHEHRY T LI, ERARFIRTIX 11 AFER9
7, 81.8% DEHETH >,

HARERER T, hEL (49 F) T 84%, FH
J5 (19 ) T 100%, 2 (83 ) T 90.4% LEW
BHREY T LI 7 5 ARMEERH G TORKDRIXN
% Toh -1

~' S, AFWEHRMETHY, 77 2EHE
IEL'!! [RWAR 7 P Ak, L R a7k
W LT KO RRET AN, WS ER B L
S. aureus 20/22 (90.99%). Pseudomonas sp. ¥k«
75 AR TRYYE (28 () 23/26 (88.5%) kR
i EERTREL, BN PISS W T L EWELETHD
TEnb, AFIESHRLEOBSB LT ¢ 2 EEE
HAERTHBLEEZ bR,
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LM EREE 2 E

KW-1070 OBl 5 EBHRE T, 2B
B, BEEADHLIRT, LDy fix KM, AMK Li3iER
BETHoTc, malE, BB SHAEHECEY
T, BOFMNED LA, KM, AMK L b 5HWER
Cholo BEMMERIEDL R o, BEMR
SnTiE, GM, AMK X b 8825, FIRA| Furosemide
LOGARICY, BMRE X VEEEIHEINI, A
BOREER T, FEEAOKET, GM X9 §<,
KM XD BWERThoTeo UEDREMNHER S h
T, FHOBEKRBEH  MThbhico,

BRI 31T B EIfE DL, 635F 78 B BI X
b D 958 FIIe DT Hhdo, PIEF175 B, W IR 8 Ft 651
#, sFt37 6, EAEER 84 5, EMAR1LHATS
Bo MEHIBAIRE D 11 FIwkRs L, MFTESIRIT 947
BTHoto BWERRBRAKT, NE2H, WRHBFR 2
7, FBIEEE 1HOH5#0.5% Thoto TDOEH
W, REL1G, B2, LOhE1G, BR1MTH
otte 2FBEMT, REAX, 4HA1HET, FEM
N5 BETHoTco 1 B G5 E1 400 mg 4 i, 200
mg 16IC, #5hEE, SHECERITNTHEL
T\B, THEREN 17 61 1.8% KR»bhl, 1K
EB )} OBFZTIL, 200 mg 14, 400 mg 14, 600 mg
58], 800mg 10, HEBDEZE, HENFL
RoTWh, LA L, MEBBEANKAITCREZ R TE
D, AETLLFLDORVTTDIZ S MHE I, LK
BEIER L E 27 oo BB T2 EIFAERO 1
BT ThH -7, EFHBEIR THEAREREI L
ERLT7HH-T, TDHHBHDONTUL, *—F
4F 7T AT, MEEHEBECHELTED, ZOWTh
L REIED ORI oo, BRBREBERGNL, W
EARRENSB DT, FORBEETHRD L, IRk
it GOT-GPT 158 1.5%, GOT L& 0.2%, GPT
LR 0.7%, Al-P 8 0.1%, GOT-GPT-Al-P L&
1.6% T, &3 3.1%, BHHETIX BUN E& 0.7%,
3UN-S-Cr k58 0.3% T, &3t 1.0%, mETX, F
YRS 2.3%, MIMRIRL 0.2%, Kk - ~E /=
CvEA 0.1% T, B3 2.6% Tholco RBELKIIL
7 44 BIT, RBEKIL 4.6% Tholo 1 BEEEGIT
%%}, 400 mg, 600 mg, 800 mg \~Thi 4~5%2
EThoteo BBRERTHD L, 4g ETISZUTT
HBA, 5g8.0%, 6g10.8% &, RHERDEH B

CEWHEED L 5 Thoteh, 6g LUETIE 4.3% THh
h, BIRETLBARIIZED bl 5T, GOT, GPT LHEH
DREBH 5% L, BERTHRERECEHETSL00%
{, —BHDLDLEX bR,

LiE, KW-1070 DEIfEB 2\ THEHZT -1,
T DREMER, RBBE, EEMEIhHO7
7Y 2y FRRENT, BRMLLOTRLS, HELD
LAEWEAZRL TV ABRETH -0

EER HHEH
® F E B
BRREEFBRBYHE

1. ZMEtRR

KW-1070 o> 200, 400, 600 35 X U8 RSM o 400 mg/kg
, £ 10 EFODHhEELE y b4 BREHRNESH
iy, 18T 2 0.5~20kHz o FE IR TEN
Re&Hx RIE L, REEHRCHE 2 BEFMTHREL
KW-1070 @ 200, 400 mg/kg D5 CTIREA KRGk
ZR@EH 6T, REORE4 1 EE FmiicREL it
BEEMAOHEENTRAEL L& IERRbhiicT &
M otc, 600 mg/kg HE5TIX, 10 BEKESG LIc 1R
34 1 @R TSR Lic /B EMRD E L2 RDT
A 4BREREL 2 1ERIIATEOEE IR L hish
of:o

FEBCIIEEMBEDOMRMEN LIRS b h o,
dose-response (L8852 Tleh 57, RSM @ 400 mg/
kg 5 CIH FONEEMEDON LY 1 TR b ich
KW-1070 & 400 mg/kg £ 45 & AIBEDEILTH 7o
2. BrHEERR

KW-1070 © 10, 100 mg/kg %, & 10 [ED%hE €L
%y Mz 90 BREBGHAESET - hy, BRI
EEL & BDEN T,

3. ERBHEREERR

EAE o P ORI (10 BA) OIS B VIL B
D% 4 BRI KW-1070 o 100, 200 mg/kg # % 8~10
T GARER T - fen, BB HEFED
CENRSCEER 2B o1

UEDEERL, chiITO7 $ /EEGFRIENED
ELEy b TOHARESHC X AEEBHNY LT 5
L, KW-1070 ot 7 3 /EEERIEDED
5HTEhHTHWHMECETH LD THS LRSS h
5o
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SCE-1365
Ed & )

E K E A
R TERAR

SCE-1365 %, REKEMHOPRFEAICI - THBS
h 7z Cephalosporin #|ThbH, FOHE X, 7
iz, aminothiazolyl-methoxyiminoacetyl k& & 1L, 3
fri§212 tetrazole WA HT 5o

AFENL, TTRA¥ELICE T EEIhi Cefotiam
CHERTHEA <X 7 + n L Serratia, Pseudomonas
aeruginosa, Bacterorides fragilis =¥ THikZh,
E. coli, Klebsiella,

vulgaris, Proteus
Proteus rettgerii, Hemophilus, En-
Serratia =T AHE L,

Streptococcus pneumoniae,

Proteus mirabilis, Proteus
morganella,

terobacter, Citrobacter,

xime, Ceftizoxime, Cefoperazone, 6059 Sizt~3p,
75 AEHEREC OV, BRIV ETOZRL,
2 BERBEOHENIRHF > TWHEE XL T Ly,
B-lactamase &3t A LEMICOWTH, EF D%
Bh%, 6059 S HBRWTIRIFRARE LE L LR S,

AFOBML, BT -OVTiX, 500 mg, 1,000 mg g
L, ZOE— 27134 4% 10 ug/ml, 30 ug/ml
% L, half life X f-phase T 1.24~1.26 B5R, 500
mg, 1,000 mg #iERXZ O half life X, 0.88, 0.9
BERITH b, Cefazoline X hH <, Cefotaxime iz
RAUThoto RPPElEL, Cefotaxime LIZEFL
Thbo hMEHEEL Cefotaxime LT\ 5,

Zh B DORBEIREE S T 2 THITE R 278 - 1ER
1%, 1306 FlTH 7o

Fe5pY, SO E, MTE1R 2.0g ¥k lgh
NELAETH T

FRINERDRIIELIDER D TH Y, KEHTIRL3%

in vitro, in vivo L{F LR T2, % Dffh Cefota- i, HELET6.3% THD, HHREITI\T 60~95%
*1 & B 9 B K ®» R
BmOKR B £
% e % oI o
M| H B | oA & B 5
- i P 205 66 109 17 13 85.4
% A (A S 24 5 18 1 95.8
fé X O' X % 88 16 50 9 13 75.0
% X oo TR KR E 84 11 38 19 16 58.3
fE :
iR it 401 98 ‘ 215 46 42 780
R i i *® 372 109 142 5 116 67.5
B - - 214 73 99 2 40 80.4
’g oMo R B KR E 59 16 31 4 8 79.7
i 7 =t 645 198 y 272 11 164 72.9
Q BBD 5 % JRES 73 18 40 8 7 79.5
. MimE Y - bR BE TR B 56 15 34 4 3 87.5
g R B AR R R 6 1 4 1 83.3
R % 8l & B 3 3 100
Y
& AN : 138 34 81 ] 13 ] 10 83.3
BEwm AN B K ¥ E 22 4 17 1 95.5
H # B B ¥ F 39 19 15 3 87.2
R oB K B fE 14 4 2 85.7
livd itk iE 23 14 5 1 3 82.6
x D fir 24 3 10 2 9 54.2
@ 2t 1,306 374 ‘ 623 | 78 ‘ 231 ‘ 76.3
HHR= £ ) %100

R+ B+ 2 eH Y+ ES)
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*k 2 EBREJERHE % 3 BRAEIMEENHE
% FE R %R % ¥ | MEFEHHR | BE
# % % ] % B S BR
B |[BHEY (%) & A RN (%)
B it £ °
S. aureus 21 8 6 2 566.7 S. aureus 21 14 3 85.7
7\ S.epidermidis 25 13 8 3 1184.0 7| S. epidermidis 24| 22 1 95.0
7| S. pyogenes 77 3 3 1 85. 7 7| S. pyogenes 77 100
A\ S. pneumoniae 19 11 7 1 94.7 &1 S. preumoniae 19 19 100
% S. faecalis 17 4 8 1| 4706 B| S faccalis 15 10 1| 3 1] 80.0
B 2 oo G(+) o 2 5 1| 1778 H zomoc) 7 6 1100
] E]
N &t o8| 41| 37 9| 1179.6 7 i | 93 78} 1| 71 7| 92.5
E. coli 219 104, 96 6 13%1.3 E. coli 210183 5| 9 13| 95.7
Klebsiella 92| 31 43 11 7|80.4 Klebsiella 91 70 7| 5 9| 94.5
7| Enterobacter 22/ 7 10 5|77.3 7| Enterobacter 22 16' 4 2| 818
5 | Citrobacter 120 4 5 3‘75.0 5 | Citrobacter 12| 9, 2/ 1| 833
R H.influenzae 69 29 32| 5 3|88.4 R H.influer.zae 66! 60 3 3| 100
P. mirabilis 200 6 11 3|85.0 P. mirabilis 19| 15 4| 100
2| Indole (+) Proteus 271 9 13 ﬂm& ¥ | Indole (+) Proteus | 27| 17| 2 8 | 100
ﬁ Serratia 102| 23] 50 29‘71.6 " Serratia 101} 61 5| 21/14| 79.2
- Pseudomonas 72 6 23 7 36|40.3 - Pseudomonas 68 24| 6| 34 4| 50.0
Z0fDG(—) 190 5 6 3| 557.9 0D G(—) 18 9 6 66.7
N 5t 654| 224| 289 32 | 10978. 4 N =t | 634/ 464 28 | 81| 61| 87.2
E & B 3 245 45/ 113 10 | 77/64.5 B 4 R’ % |223119 16| 60 28| 73.1
® K % B 24 71 13 1 383.3 B K H B 24/ 19 4 1| 833
® =t | 1,021 317] 452| 52 | 20075. 3 @ g | 974 680 45 | 152] 97 84.4
_ ZH+HY _ B#+ELHERR %100
TR g mmt oo AmT w10 REDR=Euh mat 1k BN

DEHRERLI: (F1)do
BEAEINEKRDRIL, R2DEEVThHoto 774
EWEE T2, Pseudomonas aeruginosa, DD G
(=) rods THBRMEWIHNE, 70~90% DEEKRHE
RRBDORT, 75 ABHE T2, Staph. aureus 66
%, Strept. faecalis 70% %Y, 85~95% DELR
Bh@EBdbhich, EFANDVCENETHD, MR
BZoWTiL, 83% DHEHRMAED LRI, itk iE
FOHEMHBLEL Bbhb (FE2)
BERAENMEDR T, 75 AREETIE 90~100%
Z D fth G (—) rods
TiX, &4 50%, 66.7% Thbh, ZOEIEXKEIE
KBHRICHNRT, B ERED BRI (F3)o
BIfER OB K1x, 2611,426 Gich 33612.3% TH
D, FOBEIRRDOET7 yu 2RY VEITHLRS D
DTHY, BREBCIBHEDLELCEDLIRIR .
BIRBREME DR oWTix, GOT,GPT, Al-P /g &
DERAREDLRCH, B FECRNTRRDOE

C, Pseudomonas aeruginosa,

»rAHY VEIRERTEETE L ORBH LIS
’)7'\:0

LE, AFEHe7 re AaHY vHELTEKRERR
EA L Bbhah, REREHYETS 2, 3ANHED
bhie

L. 8t B A
EEERET
RAKRYE - B - WEHFHE

4 E 45 ORI THRE X hic SCE-1365 OHET
DREFCDOWTHRET o

1. HEARZ b

1) 77 sBHE

-

Staphylococcus aureus il Tk CPZ LABED |

FE DR LD, CEZ, CTM L i~4D, CZX b

<+ &R T\ Fo, Streptococcus pyogenes, Streptococcus |

preumoniae \ILMF X D RVGIENERL
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2) 77 aEHE

REA LB DT T\ T, CTM, CEZ kb MIC
PNEL, CZX LRABEORGHENER L 7o &<
iz. Proteus, Serratia, Enterobacter, Citrobacter T
WE B, P.aeruginosa THREILETH S0

3) HEHE

Bacteroides fragilis, Fusobacterium, Peptococcus
ERLTCTX L3 iEABREORWHEIERL, CTM
Iy FhTnis,

2. [FRIRGHEERD RIS

A & 10° cells/m]l TORFHSMICE\T, 0.39
ug/ml LUFo MIC TE#D 80% NEBXBELEIND
Hif&zix Proteus 5% (P. mivabilis, P.vulgaris,
P. morganii, P. rettgeri, P. inconstans), E. coli,
Klebsiella, H. influenzae »\5H Y,
Enterobacter, Citrobacter, P. cepacia, Staphylococcus
T 12.5 pug/ml &R UIc, P. aeruginosa, Acineto-
bacter, S. faecalis \IXREZEN 2 2 55 £, P.aeru-
ginosa T 25 ug/ml, i DEETIL 50 ug/ml TREBKR
D 80% MNEBMRHAZL LI,

3. [-lactamase ITxf3 5 LEM

EANRIE S L0 P. aeruginosa D& B EMNEATD
PCase, CSase &xi3 %R EMIL 6059-S, CZX, CTX,
CXM, CFX, CMZ r[A#, KETHh-Tco B fragilis
DELETHTELERCHL TERPPTREET 6059-S,
CZX,CFX, CMZ L}t~ 45T,

4. {ERKME

1) #ifaBE Peptidoglycan RIEHHIEE
E. coli w5
Transpeptidase E#ix SCE-1365 Dz 558 CEZ X b
WEAMNCEBRECHEIR TS Y, BB TS
f# 71 SCE-1365 i3t L, RRZMENE A

2) HilastEE A

S. marcescens,

S. marcescens,

S. marcescens, P. aeruginosa,

S. aureus
oW, EDTA FHimc k5 MIC 2 JIE Lic & = A,
SCE-1365 @ MIC i3 EDTA %7EmL T ERAL B
M7e<, CEZ, PCG -CiX EDTA Himc L h B E ¥
ol DI LIINMEEENEA CEZ, PCG b, +
CHRTWBEHEIND,

3) Penicillin Binding Proteins (PBPs) 1243 %
A

E. coli ® PBPs \ox} T 2EMUAHE L 7= # £,
SCE-1365 1% PBP1 (A,B), 3% XU 21 b TEW
BFER R L fo

5. in vivo < AERNKYETR

S. pyogenes, S. pneumoniae, E. coli, K. pneumoniae,

P, aeruginosa, E.coli,

K.oxytoca, P.mirabilis, P.vulgaris, P. morganii,
S. marcescens, C.freundii, E.cloacae % R$sg L
o334, SCE-1365 o EDs, fiEix CTM, CEZ X h/hg
WERRL, BEHEIT R TN,

K. pneumoniae DFEERL~ v AR T BB L
3 CTM, CEZ L}, FTSARHERRLI,

2. WU, HEl, oA, G

HREESERRFEHE 2 A

SCE-1365 o®z, B, 746, KRB, AL T 531
TrRsBI Ol Er L, T OfRHRY X1,

1. MK

1) BERADHE

(1) fpEE : A% 0.5~1g FHERFOMPREL 305
B REE» X bh, 0.5g FHT 9.86 ug/ml, 1g
F¢ 31.9 ug/ml } dose response H3FEHBhtc, L
Hi 1. 2B OmAPERI (T1/2) 2 - TEIL, 6
BERIICIT & e 0. Tug/ml AT L s o1,

(2) WIE: #iE® 15 i, 0.5g A DOHAN.2
ug/ml, 1g FRATIX 76.5 ug/ml Tholchd, 6KH
iz & e 0.3 ug/ml T Lico T1/28 14
1EEICh D, HERRL mAd b OHKTLENT
ZRNTH 1o

(3) AWHE: LRMAHSEDOBEY, <EkT
B2 0.5g {3 C 21. 8 ug/ml, 1g {# 5T 58.6 ug/ml,
2g BETE 107.2 ug/ml OBEWEREMN2 Sh, LER
H LB T1/28 % % » TR Lo

(4) fh#I& DIL# (cross over k)

Cefazolin : 1g ¥ 15 4% DffEi% SCE-1365 69.5
ug/ml, Cefazolin 110.1 ug/ml T b, T1/2p ikl
ZC1.05 850, HETIXL. 78R TH 570

Cefotiam : 1g, 1 B5RE&TEK TR OB T, SCB-
1365 63.3 ug/ml, Cefotiam 47.0 ug/ml T» 9, T
1/2 B8 3 FhFh 0.94, 0.91 BRITH 7o

Cefotaxime : 1g %I 5 5 D fiEi: SCE-1365, 114.0
ug/ml, Cefotaxime 80.4 ug/ml T % b, T1/28 1
FhFR 0.94, 0.74 BRITH oo

2) BHREREEZOBHE

RS E DT A K O MR E L, B0
BIEUTen, BHRBANEE o, T1/2 OER
i e EFE DR S Dh i,

2. Rl

{BERRR AV 3513 % AH D 6 IR R AR B K FEAED
70~80% ThH, —F, BEEEEE I LTOEEE
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CIE U CRPEIREILET L o

3. BT _

e BT 2FFOBEHFBTEOFIRE L QBT
2784, NFBEY KRB LELABIHAD O R
fc, cross over (I X% Cefazolin, Cefotiam L Dtk
#Tiz, lg BIET Cefazolin ORE(E 32.8 ug/ml,
Cefotiam 227 gg/ml L TA FlDLhid 194.3 ug/
ml ¥R, Cefotiam [@ £ BB TORIFIRZ &
DEFOBH DOV LD EE LRI,

- 4) *OfpoBK, AEABT

1) K AR 0.5 X0 1g, 1B5RSAMmEHERO
BEBRPEER, EOHE 0.3ug/ml, %ET 0.6
pg/ml OBIRREDHLRIC,

2) bk : A#| 20~26 mg/kg MIE 15 SRICKT S
BHA~OBARIZ, mHRED 50~70% ThHo1o
3) WUBBHEK : FF 1g #iE 1RREKOTILIRE
HRci sy 0.28 ug/ml L mPRED 1.7% BEOE
ﬁ'gg*c'b’)"’to

4) FEEAK BEm EK BIkE & #H lg
1 SRS AR L B O T E R K 20 vg/e, JRE,
I~ 5. 8~8.8 uglg, TEBHBEIL 8.56 ug/ml,
¥ 11 gl RS I ~E 11. 5 ug/ml, FEK~IE 4~6.2
pg/ml BEOBALADLAR, A h~0OZhix
EYTH o1,

5) B TOLASTR

A#| 20~100 mg/kg RO rat HRABED, F
SMmE>H>H>BOIRTH - 7o

6) f B

AFUEBAEO € P R HEEE TR T 5 RBED
BADLIILI 510

UEms, AFIOMmPEES X OR + Bkt i Cefo-
perazone % & [fft > Cephalosporin HiZEMLIL,
FRBEHGBAORFRERDOO LD EE L DRI,

B K 1 PR

B’k B K
R K B TR AR

£ 35 Mgk & b B85 hicPIBHEE T SCE-1365 £
ERYERL 679 BITH D, 5 BERKFHEIC i 2 5 G
13 612 B TR 25 REE 401, [REEREHUE 141, RS
31, BMiE 23, % DfLREYE 16 REOHRTH D,
#3502 DEFNFRBRLETHD bR, BT
BEEFAREAMRANR L L, BiErthic
AR

FENTTTEESE D) 612 B CLAT TR R 2B X%,

D 5 - FEWFIECIS A ¢ FHik-315, - it 297 T,
T DEWP I TIX 20~29 HAETRERDECHLET
DUWREPTEF A BUD 3 BET UM, L4
LTEERMETRUEDEARLLELD H\v BERE
CAHFIRENRAAR DR 60~69 HAIKE DS\, 60~79
BADOTMELBE 50.2%, Lt 42.7% ThHotco 2O
EEIAFR S DO/ R L 7B PEELU EORYIEDER
PIABRDERELHEEL 5 %,

2) ®L5ER - 1 BRSEE G O 5 17 : A 523
B, BHES A, HEFE 3 FEDOTXThHHRbID
N, EEENLHD85.5% LEbEHL, L<Kk1HB20
g 2 [E5E A 51k A% 360 51(68.8%) & XD 5 LR ATH
oto 1H 4.0g 2@maEI&AM 84 ) (16.1%) &
hewk ¥, A% 1H 1.0g SE» 59 6 (11.3%) TH
otco MIEGNX1H 2.0g 2@EHENEE & B © 55.9%
i, HEIR1H 1.0g 2@FEN & ©53.3%
FEDT5B, 1HE6.0g U EDOFIL4BlITE-T,

3) REAERDE

ik DBEHR (FRHR+ELHEK) 11.85.4% LEXRT,
L CEHRN 32.2% LEBEDHTE FHDEKRHRD
YROR IR FTLDOLIHEL 5 5, BMETIEILTD
FETHRR 83.3%, EMRIEIT TR 28Y ThHh-7o
FRALABIE 29 Bleh DA XK 95.8% L BDTEETH »
Fo ki, AEORIBEMLURE R, GHELD
AHRCHEERBTLOOH Dl L HEL S %,

i LB RS LTI 70 HIFRERHRIL 72.9
% THotoht, K[EZILREE 29 FITIX 55.2%, FHE 2
WREHy 24 7T 45.8% LIERTH » 7o BHMIEIS
5 ERFEFT, FORBIT Ik EHE T & 5B Tikis
Vo BHDRIETH S,

LA DR B A & A K OIER 23 R RE I 53 5 AR
EMRPETE, BUERRETIENbOLELLN
59 BHSERRTEEDRE,»L T, EAREH
MIREDBELIRE > TELWIHEAB LR D b O LHE
g h%o

R R T & R R S B PR 1 % B B
BT »Tchs, SHERBADOEDRD 88.5%, BHEE
ERan L 96.3%, LT, BiEkbts 72.4%, 18
W T4 88.2% LABHICEWEHENBLRI,

IRZEZ, MR % 31 GlicD\ Tk 74. 2% DHEHET,
Ak i 5E 23 FEFICOVTUE 28 Pithz DB RIERIL 82.6%
THoto

LOERRILT8.9% Thh, AR FEMr2:1L
Bﬁﬁéhto

4) 1BREEJBERDHR

SRR SRR, S TRED+EDOEARTRT
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L, BEGIO1A 2.0g HEHROFHRIL 80.6% TH
b, BBERPIED 75% ¥R EFRIFRABOBEHRYRFL
o 10 1L0g 5EHTIXHHEMN 88.0% LERT,
MEECIH BRBEH L DEBKEDOL . hDOLHE
I IER TH ot b L B I h D, TRERY
JEE REMBRIEL V1A 40g UTO®RE BRI S

D, ZOBBIEEMISAFOREIVNE LY ER
LICBTH A5, —izic 1 BEGBEN S EFITEES
DHBRERNS LD EOFHRITER L BH, AH
DERGRLRRTH 1o —F, MEBREYEE & R fE
TIX1H 6.0g LI X 3FIRALLBEDHTH 70

5) Mhi%kEJIBZLOBEE KSR

BHELEIR, BEREXS WHEDIKER YL~
BAE - PEIE - BREC3ESL, FOEPR YR L
o BIEDIEBIVThLEHRL80% LLETHD,
MOREE, BETLEMIATILLANMATIED
i1 80% = % 80~85% IcET D, LB IBHSE
XTI, BIEB0%, HEET5%, EIE40% L RN
KHDEOEMMS AN, & O BILIER 3 REPEEC
BUTAME L BERRPIEL TIREBREN R, o
REANDOEFBZEN R DIDLELORS,

6) MROEEET - 1 HRSBHEKDE : gD
BRI T 5 - BEEIIC 1 A5 R
CHERKDRYBRFLIc, BEEREL, 1AR5EEDH
MR WHEHRNCPET T HECH 50, BHER
WIROEh LRIV ETRIMBRTRELEDHER
HFRLTODEMEND,5) 6) ¥BLTWwWx 52 &
3, RPERIR SPEC OV TR AR S L, &
ErEnREE BERCOWTH L OMkLLEL$
BT EHRLTOADY, ZOFRIMOHAERDOBHET
LERTH B,

7)) MRBRRIECIS T B ELEINMELNRE : o
W% 43 R YUE 401 FEGI 199 7] (#950%) Iz THR HXh
Too MRNTIIAKR OV, BYIEXXZLTITSRETH B
N, RMPIE I E & DRTT 5 1,

7 7 ABPLERE TR 7 VRIS T A SR
BTN ES) L T1.4%, Di%EREIL 100% T4
TERBREARL 92.6% LiTHTH olce 7T AR
TLIEABD %4, DT KNI O B 14 % 80%, [ifiss
P 92.1%, 4 v 71 =v 5 100%, %R 76.9
%TH 1D, ERIRER I - T 7T ARRMRET
11.86.4% TH Y, HRLED F L 53.8% TH i,

WEGRILR LI, hoZoligiio MIC #4nb (81
1T O KRR Y ol AP e XD {7 ) 5E M
313 pg/ml O L 5 10TV KIS XD RBYETH -7,

8) e o i iy

R fES 23 FERIOEZMIL 14 (60.8%) LK TH
DEAEIKBEI, MARE2, Y1 ri7 8-,
BIEBE v 7o 72-£1ThhH, BHMHILS
(21.7%) T, KBE2, KB E+HLEEL, €5+
7 2T, AFOHERE FOHENIEFITLI,

9) PRUR 23 REYIE S B D FRHT

BAENEACKRSIHEL DY, HENOHEECEDRE
AR H — L EEE L TSR S
h3, Thift, chiTOERHML B-lactam HTikA,
BPFEFIIURELTH, BYF (RXHFH AL S
L) DRI BENLEETH D, EBHL 30 EG, B
TR 07 25 R YAE 31 FEGI DB DO BRA BRI D M LT,

fikDOPREHFOETRILRESRS, EXE1 (&
BERT), B2, FE2TH-1ch, HEDHE
TRTAXEDEIND D THhoc X EH XA
b, BHHATIRAE BLREL, XBKBIT *
YRR A EBEBOEERIRINI, BB
BBRPGETIL, EWEBEOEESNEL, LLAHAH
B EBERRD BRI, POEDATIIUELEDR
heZE2HNh3 DN 4R bRI,

RYFENERE R -Tcb DR, RBEIRLSL,
BXRELTLBERE ~ALb7497, 7YX bA2
B—THholo CNHLDEIARICHL, KRSHELM
MECHHTHLDOTHY, FFAREICHHEILL-H
EEBLRT I 5T,

10) ¥i%

DEDERNGEEROERY S X, ARITABE
BO#RRPIECHL, FAROBWHFHRENLEL O
60

oK 2 4 B F

A OB X
M RF W R 8B

SCE-1365 o4t HHRARIC 317 5 BRI L BIERE L
oo LT~ B KBRS BIUR, 8 45 B OFs
14, WIRFBFL 22, ERABL6, FMUEGERL 2, BR1)
NODUWHIERTH B,

REIHEABIL 694 AT, BAMcRD L, BHBEAR
Qi 56 (7, N REYMAE 42 B, FOMPAKITAR Ak RR 3 EE9
7, FRERPERTERE 504 B, EMARRYIE 22 4, B
MEHRERIE3I B, IRA R RIE4 B, FOMm8HLE
bo THhLDEMY, XX, HEH ©LEY, &l
GTEKSFEAXRD L, 694 Hldh, T % 196 B, B
318 fil, RLHL 13 M, J/XI7HATHD, (BH+4A
W) ADLFECNCTBE AL, 74.1% Litot, K
HNHHRE, ERAFHRRENEHR 95.5% &b
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LLEL, RWT, KEKERAMRER B IE 88.9%, MlE
PURYE 87.5%, HABIRERYE 87.2%, B A& R E
85.7%, REBREYLIE 83.3%, T Dl 75.0%, Rk 3B
YFE 69.2% DAL T2 T %,o

WRER : REESRBRPEC DO\ T i & 5E 5 517 B
o, RATEEDI 483 BT, BRAEFIL 34 BlTHhHotc, &
N 483 FlR R, EAPNCHD L, B 3586, Ltk
125 FITBEMENE L, EFFTEBETIL 70~79 B &
BAERE— 705D, THETIE 40~49 EXb - %
£, BERFLLTHBLMERRD RS, #E5E
7, 1 BREEFEMAR T, AR274 5, #IE 133 4,
ik 76 FlTHY, HEETIR1IH 1.0g228 §i, 1R
2.0g 219 BILEEIKTFTH L o, fllic 18 0.5g 35
#, 18 40g 1fB3@E DRI, £4LLTL, 1H
2.0g ETEHREEEN 156 FITH » & BV, RAFIEK
R, MRS 33 BlhEL) 28 I, H%h5 6, &
%0 THDHK 100% LEFERNL LN, BiiEEE
B 15 BICLEHS G, BRTH, HEBH3H, FHX
80% Tholco —H, B TIIREHYS 284 BlFER
60 B, BHEh114 6, EZH 11041, HHXK 61.3%, BH&
FJeTi 128 FIhE %D 37 B, B4 56 F, ELH 35 4,
BHR 72.7% TURDOZ Lish b Btk L ORCHEL)
REBWTHLMEENBD LRI, TDOMDEAY S5
(DT, REEBRRREL LT (BREFFER), 483
FlshZ%) 136 B, A% 194 4, &%) 153 61, H%H=68.3
Slilcotco HAES, 1BRGBERSR L, Btk
Btz 1 H 0.5 #5C 33 flh2 BB THh, B
MEBERER HHEEBHROL1ARIEDTH-
to 1H 1.0g #B5EHT 226 Fih 149 FIA E%HEK65.9%,
2.0g #5221 Gl 145 5 65. 6% T, FBFITILEHME
B¥T1H 0.5¢ THRODHREXED BN, HHEHRG
Tix 1.0g L 2.0g HEOHIEHRCEZDOEILAD
e otco

RAENERDREY LB L, 75 ABHE 24 KT
%) 11 61, H% 10 B, EL3HTHELEK87.5% TH
b, 5%, St.epidermidis, St. faecalis H t Hic 11 #
T 90.9% DHEYREY 2 T\5b, 75 ABEETIL 313
Beb, X103 70, B 2h123 61, &%) 83 Fl, HHH X
73.5% THbH, D 5%, E. coli 98 kDA% L 90.8
%, Klebsiella 27 %, %5%)% 88.9%, P. mirabilis 75.0
%, P.vulgaris 85.7%, P. morganii 80.0%, P. ret-
tgeri 809, Enterobacter 66.7%, Citrobacter 62.5%,
Serratia 70.09%, Pseudomonas 29.7%, f 75.0% &
o Tkb, Pseudomonas Vxt3 5 EHRILEDS,
Serratia vz 70.0% DEHREY 2o Lk Proteus &
x5 75% LLEDOEHRE LD CHEBETHER

LEZXDRS, ek, HIMEORE I 10 BTIx
LG, 4G, BH3H, AR 70.0% i
h DREBEE X Tco T DM, B A Y 2O Tit 126
H, EH 18 G, BR)AT B, |61 G, A 51.6% T
b o EAEVARRERL T 5, BABIMELOY
R ThbbRERL 5B ERECOLTRLER
T, 473 Bk, Btk 281 Bk, WA 16 Bk BRI 62
B AE 14T, Bl By, BELRYAH LR
BEIX 75.9%, HEHEREIL 118 #%Th2, 5 b,
77 MG T 24 R PR IEML 19 B, B2k
B3tk BREES87.5% T4 OREBLHBEMEDL
Nico 77 AEMEBE 313 #keh, IRHEAL 205 B, WA 11
B, BN 36 TE6LE BREX80.5% T, 83
DEEHERENED ORIz, 2D 5, Proteus Bid
£T100% DRE K % /8 L, &R\ ~T E.coli 94.9%,
Klebsiella 92.6% A& TE <, Serratia voxf+%
77.8%, B ERIERDERAKEET 52 HELELD
b, —7, BEHEHBETIX Pseudomonas 38 it
bokbB, HERAME 10 #kTX, B B
R1EK, FRESKT 70% OREREZRL T2, 11
BOBREHHEBENED OIS, i, BEREE T
126 Bl oW, Bt 516, A 5 HIT62.7% DB
BRI RExXRDI,

LA EDEERBE Y UTL ERFHmEEREC X Y HETS
L, SHEEMMERERL Tk 33 flhER) 27 61, H%h6 Fl
T, BHHARBROKE, MEROBE LW UELZRH
£3HTH D, BMERBBISETIY, HHMRY 297 B
rhE%h 84 B, A% 125 B, &%) 88 B, BAHFHEKT0.7
%ThHbh, BT, L1 T —TABBEF O
BEBHERMN 57.5% LB, F28 GNIRMERK
RiE) 73.3%, 3B (xDMD LIMRBEEGE) 85.7
%, F4%% (COMOTHRER G IE 85.9% L7t
T, BAREENI 115 Bid, E% 15 6, B2 43 61,
M%) 57 B, BAERLES0.4% T, HESH BEAT—
FAUREER) 46.9%, £ 65 (BE, FHEEH
54.9% k1o Tk b, &thl LT412 fish, EZH99 B,
HX) 169 F, % 144 B, BEHRE 64.8% &b,
BMMFREIGECHTAEHRE LTS CFHEL 5
BLDLEXLID, BEBKSRY, BR MERD
eBETHE, 412 GIFRBRMAEFLL, MEROE
PEAE LT, WP BERHN 99§ (24.0%), BERA K
% AET, MEROBYE IV, BROHET, ME
RORBY, BERE K, \HbY B HEHGIL 168 Fi
(40.8%), =D DJEIGIH 145 B (35.2%) &7£-T
Who MIERICAT B R IT 2B LIgtEL 56.1%,
W 8.6%, B 13.6%, RE 26.7%, BREROET
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WLIEEAL 30.6%, k¥ 22.6%, K 46.8% DEERKIR
L7

Z Dt D IR

WRBEHUA DI EHRE BB BITEML, BIEH
233 (I, 5 b 22 GIDOMIHERD D b, FHTIERIE 211
TITH Do MFUL, KB 48 7, MEERRYE 42 0, H
BEURIYEE 39 I, B b ABHRAE 22 B, X D OIRE 72
T he ZhbOER, E4RICARIEAETE 5
#4105 G, Aotk 106 & AHE L, FEHTEEETE,
30~39 E & 60~69 RuiC Y — 7 Ahbh, T 20
~39 ALY G, WIR BHTRCETSIH
LOWERRTLOMCHLMENRDLR S, &EE
A, 1 RS RIUEARE, STE88 i, #iE9sFl, i
Ho5f, 1 AREETIE2.0g #5107 6, 1.0g&Y
64 flE KERF L, 2L L TiE1A20g iRy
BN 59 FITh &b B\

RS R, Nl 48 firh4h 13 fI, H%H30
G, 2Rk 4 B, &%) 16, AxhEK 89.6%, DS %K,
AR s 42 GishEL) 9 (i, BHRh26 i, LLHEZ I Fl, &
W47, HRHR 83.3% LEHBIERNALNL, £D
fis, FRBEIIE 87.2%, REEGYE 90.5%, IRFHE
AE 85.7%, FEWNRYPIE 94.4% ¥, 2L L T
87.2% DHBDERERL, WK BHEFEEL Y TR
BrlsoTwh, chbDEER, 1 BREBHEEKL)
B HERE L 7oA B 557 Dose response 13385 5
h¥, ERETOECIHIDEELLRD, REEI
EERZRTIY, 75 ABHME 34 BRDOERHRILT9. 4% T
WRBHFEO T NI HENRRE DN, 77 AatET
(X 58 #kHh, 86.2% TRMIZRIFOHELE LT\ 5,
FiESME 10 BRTh 90% DEHERERL T 5, B
BENMEENDHETE, 75 ABMECHTIMREDE
% 90.9% LERBBCHENFCRERERL, 774
BT 86.8% DEREDHELRL TS, TD5 b,
E.coli 3L Tt 87.1%, Pseudomonas iZi¥ 62.5%
DHRERT, RARPH 5 DT 86.8% DBRERY R
L7

RICAEFTE G X 0 ERL I RENEG D8 % Bk
SR

G 1. 78 &K, BF, AMECLIBHARD 5 %, AUHE
ELTBHAE RN EET B, B, #F %, CET
18 4.0g 5 ARSI MREET, s Mk Lis
Vv, SCE-1365 1B lg ¥ 2 @ikt 2.0g v X iz
#, RO S HIH AT A MITL, T2 6 K. preumoniae,
St. faecalis M Utc, T OEBEIMT KR, W,
FeAD HHLTAA 16 BRI STHIEL T BT,
GRESKREE, 2 90 FD,

FEF 2. 60 &%, FBF, BIMRERKT X 2ARMYE
s, FERFEER, BAEATHKfT, CEZ 184.0g7R
Ry, BEh—ERBT 5N, BUOBEDD, ANz
%, B H &h 5 B. fragilis, Peptococcus sp,
S faecalis ¥t T %o, AFI1H lg 322 @5t 2¢
AR, REBELOEE, EERERDITEHEBL
T 13 B 5 THhIE L, AZIfl (RBKFE, 14
o

T L

LIk, ST 5 SCE-1365 DERERAYIEAE D&
BE M RERER, FOflc 2 KFILTEER LA,
THhOEBCOWTHEL TERDEL7 7 v AR v#]
CHRI DB ERNZOhIEEZBbNR S, Lk
Serratia, Proteus J&, MWSHECHL Thhithng
A X T b, FRECHTHHRITLLE BN, 4
CEBBRE—MCIEAIR TV 2HREEE 7 75 2
FYvH, R=v ) VARIERWIPPRFTHD, §
BBt L, AFIRET OHES B ITPRIBAR |
L DOEBIER L DHADOWTHAZLHT S ERAT
EHBELEXDN D,

B K 3 & fF H

H # 2 B
R KEER PR R

SCE-1365 #{#F L 7= 1, 426 FEEGIC DT, BlfEf%
%E'I'Lﬁ‘_o

FERIDNFULNEL 677 B, 445137 B, WRHBR 517
B, Efm AT 44 0, HAWEER 39 #, BRE 12 fiT,
5855, % 571 FD3Et 1, 426 Bk 60 mELA_EAS 723 fi
(50.7%) ZEDT 5,

1 B 5BICHRD L 0.5g 544 fl, 1g » 409,
1.5g A 8%, 2g 23770 (I, 3g 38 B, 4g 141 ff, 6g
LAEA16 BT, 1g HDNE 2g DENKIEST 2g B
TOH 86.3% % HEHEFNICTE L,

Bh, BEICHRD L HHE 136 F, i 308 fl, SiF
982 B TH - 1o

DX e SEMT OV THERMEIERORBRHEE
HHBE, FEBRGEBEESHD EELHRB L DESIL
B 0.8%, TH#16 4 0.4%, &4 6) 0.3%, TOftd
710.4% Th olco AFE S L DRAGIEHLRBSOT
FI3 41 0.2%, R#2 0.1%, FE16 0.1%, £O
fib 2 ) 0.2% T, WEAT 33 5 2.3% ODRRETH
oito MBHERDOEMEYHFLISD 20, EARGH
YD DEFIZFER L o7 DN 3 FHH -7

1 ARGRICRB L, BRERHOEFARCHED
HENHBOTHEENRI LIS LW, 1g 2.0%,
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2g2.6%, 482.8% T, Wb 5 dose response (188
BT\

SIERRBECORKI T BETH 22 I, 8~14 H
8, 158 LA 3 BITHREIMICSE L, 1 ORMETA 2
BRELRRAERL T %,

EERARBE CORKEEERXAD L, Sg LT 124,
6~10g 6@, 11~15g 3B, 16~20g 7 #IT, 21g LA
L5 @T, 20g LAT A 28 Bl KF¥ERED TV B,

BEEBRANCHD L, EHOBE IO RILBHDOT
BRI LR E VWA ETREE, #E, BTSRRI
KELI oo MFMEBPHIRENES olck DHR
ExHZbhish ol

Vay ZEEREELLAN b o edd, REHEERS
7 —¥, BERELXLLL1I6L, FEHABEEED
BETHLVEORENDFT / —¥, HREHY X
Lik18didotce WFh b5 FIEHE 20~30 £ CHE
BLTWBH, REDB-5 7 2 2R PEHE LA KRIT
DX IEBRIEY BT HEANVBIS AL AL R
L, PROFERACELERRXETSIIOLEXDN
60

B REEIC RE D 26 hicfifk & RSB T5
RERY LD E, REOBEIILED 84% NEEOD
DTHolo THALEERD S bR BH LB
FTRCAFIEEF I F R THEHREN SR T D,
1ERSBICREARBEAE L 25 &, BEATHI
THETERWVA, W5 dose response DfF[EH
Fhdibhd, RERR I CTORKIIKRER L OBRGRY
bh, 1~2BHELADOHEANRE DT
C U EOREN D, ARORIERORREE, BR B
ERkOEGHA€7 7 r AKX Y v REAEWE LI2IER
.ﬁ’@bb &%ibh%o

& yili
A B E E
I B K U6 PR 254
BHR X UH
RERYExf$ % SCE-1365 (LIF, SCE) DHFH
%%, Cefazolin (LIF, CEZ) #HYEEKLLI_EEF
REI XD, 23 HRERWTRE Lic, ¥ S (X8
REERYEL L, SCE ix1[@ 0.5g, CEZ (X 1[6l1g %
SThY 1R 2E, SE#ECTY 5 ARESL, UTI
RAFHmARE R X b EERBR AT Lo
w8
REEER 272 Bioh, Bt Bk O 65 AlEik &, SCE
%58 104 4, CEZ# 53¢ 103 e o\ THRBES X

UCEBYEDOHERT - 7hd, MBEOEEETFEL T
BEELXEDT, WEIILWTTREE Z 2 bhi,

¥ TRAEKYDE L, SCERLEMCSTLE % Mn
63.5% &, CEZ 253D 41. 7% CHNBEIRE WL D
RERYBI, ChERBRENINCHRD L, HEBRLED
NT—TNHEBGTHHELREL, BRERPOHT—F
NBEFITHBES TR T, SCEOFHENFHICT
SHTEY, TOLHEMBERGILE, o IURGES
Bledkics\ Th SCE B EHORDRIAFECEL, -
o

MR E TIL Serratia W@ 3% SCE DHE
BEHZWE L, 1@mic Citrobacter, Indole (+) Proteus,
P. geruginosa 75 KL T4 SCE ORERINETS
Wwicd, 77 AEHRESEL LTOMAEL SCE #
LR 123 #kh 73.2% &, CEZ #5830 123 #:h58.5
% BN BECE D oo Tk 7 7 2GHEREOEK
KB L TR ERIIDIeh 5T,

BIfERBRS:, Bi%EGI% &, SCE % 5 3132 f,
CEZ# 5.3 140 Blic o\ THET L 7ch’, EAEBEGEH Y
L¥FEEX R, DX SCE #5314 (0.8%), CEZ
BEBIT A (2.9%) B D LRI TE R, FE
¥BARb b LHEINCERRABDORF L, SCE &
S 9B 14 4, CEZ HE5FIC6 I8 FnZBdbhic
25, RARCHL CHEMCEEZIEDL it h »
t2o 7% SCE 5B IITHARIL, GOT LHS5#,
GPT L5 6, Al-p, BUN, SCr o LA& 14 TH5
2, WThIBE»O—ABNDO ERTH -1

EihE BIER AL THREMNHEL L BAME, SCE#
LT 65.5+27. 5, CEZ 55 »F15 50.6+32.0
L, SCEfEHIML TREREVIHiir 51 bhis,

L Eo&ER G, SCE-1365 (3 REBEPEDHREICE
WTHRLEREZEZ LRI,

AM-715
melhicsT

r B %
FREERERAY

AM-715 (2 A A BB R PRI 3 TAR S hic#i
L/ eyl fvBEEETHD, BEOF /U Y
B 7 y EOBAZIRTOHDONHHTH %o

D7 Gy EDBATY - T, FEE O RRER T N
T, E. coli (0.05), Klebsiella (0.1), P. aeruginosa
(0.39), Enterobacter (0.05) Zxt3% MIC BT b
B X5, D77 ARMEREC N T2 PUEEENE
3, Bt X h, S. aureus (0. 78), S. epider-
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midis (0.39) 72 ¥ D75 APEMEIC E THEGENE » K
Mo T B, AM-715 ORERIBITEL, AP R
e L OB ERFBEMFRETITicbh, LTIE
T LY IHEAHL NI > T D,

I. P - MEEFOR

1. AM-715 3l ERtL&HTH Y, L DKITK
TAERMEE pH T, b TRz e
[P

2. in vitro DEH (BKSEKEDO MIC) X HEFR
HHhR L, Tiebb, Poaeruginosak ZL 75
ABRMBECH L T, b Ty MIC % R3,
}-12L P. cepacia, P. maltophilia, Alcaligenes it
ED—HOETIXHE T MLX X 5%,

3. NA s, GM MtERIREC S LT REREMEY
T30

4. FEHHEL, Ty, MIC & MBC D%
A&, inoculum size 1wk b MIC (EOZEH /) X
\ha

5 B, HBRENTOWMMEEOHBEEILEL,
ittt EH I Vo

6. 7V ADRPYEMERTEADOEOHEELETL L
B (EDso) 286N T3,

7. MECHTAERCLEL T BwMR~DOFEH
P3G,

I. IR - Bt - 5545 - 3

1. FBRRETRSBRINDD, MmpEREIXREFRE
BN AT A

2. DHEBTIAFOSTEIES B, R BE%
TR, MThmHEE LM% W B sl B
B Vv SETIIE .

3. MERERAZEGRILE,

4. EENTIRAENRGSE ST, KL Lo
Bt X h, RFEURERIL 40~50% Th %,

5 JRFIBE, MHRHEEEE PPA NA 1k ~XT
Fil e

6. HhE e — 7 AR TBIEEENFREH & R
Db b,

Ll =D ELFENTFTE O #R7e 5 U2, phase I study o
KRB E AT, 1979E3 AN 5 5 ¥C6 B (NE
4, WKEH2) TIRBETRAR 2 fTisbhhic, #at
Shi AT 1 B 300~800 mg T, ¥HJje
3, T4THB, TDFERE, AFNL Gram positive H b
Gram negative DZSEBHICHL T, B 1 REDE
ERRIRBRENEO I, Tiobh, DM T
(1B 300mg THRASMCEHKDEN L SR, T8
V1 PRES R T 4 42 600 mg A%, Ay%h & HETE X i,

1979 47 B, £[E 68 HEDEINC L 2P R4 rEg
Xh, #IM, F4 118 & 1980 4 3 A D 2 @Hkas
filebh, SHERORIECH T HEKRDR L L0
O TIobhIc, Tk ¥ TOBKARTE, /)
2, 4T, BRAPOBARS R EBILH - Bolzo
HBEGIERI Lt LTRESHC KT 2HEORE
WETH %o

r 3 U

LI EDEREN D, AM-TIS 35 L+ /e v huf
vEFEGE U CHERARIERAD 1oL LTHERLT
IWEEZ D, GHENG—BORFENER - BRCH,
THAbRELWFFEELZ 53, T <hichiige Lo
Dz bhbZ LT HIDTH S,

Bl % 0o & #&

(i B
250K B IR (KD = R BT FE P

REPFEDFERDOEF UL, KIBEEXEILDETH/I4
BHRETHY, &b BURETE, RBE v
TS, SFTIRENFERINRTV %, H4LER
FELTr 7 ABMBRECY LEDTHD, MitRETF
MR 7 FRIF R EWIc B DIk D ieve
ExbhbF ) oFy VvBREEHER L, HHE
ORFFZELTE 2V VR F7F VS VR EYNE)
SUVE, vy /) vRRERD BN BRE L HEE
P& ORI W TE BIBEI A I h Tnicn+ /)
VERERY, X RRHOVBIEEE N OMm LAY
A7 Y —=v LT,

* /) VBRO6G, 7, 8 OKME / BREYAR
L, PUEIENE & ERIEOHBALFER <5 2 — 2 LOBR
F, HEH - vy BRI DRITL, W ohOHES
DN ERGEHET L, Thov AR, MBS
TELickoh, FHE—KLI,

ZOREMIEAE 2D &, WTho{bah s HRof
Y ody vg (NA), ©~<3 N (PPA) X b dfhk
PHENEBCHE A7 A% L1, £OhTHEE
o LTRSS BB DR R L AM-715 % BIR OX
HELTHROKELE,

AM-715 ORI Es L OB, < v 297 5 b THE
VIR REE & R B AR Lkt R TR ERDEE
WERRL T2,

AVEYE, WAL, BMEIERE, HHERR
B, —RRIEBEAA R e & R R A BR A L e VBTN
ERWIEDONY, TOREMRHERL 1,

EIHRBICA D v M T b MR KR Y EhOR
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B5BF CHRECRN L AR TNEREFIRDLL
¥, FehshRi S BwBAfRe 3 30~50% ThH oo
#7, 1,600 mg PR (25 mg/kg L) LiHe, K
30 mg/kg BEDHE LY LEVIAPRE & RpHEER
%E\.LTCO
LEDEREMND AM-TI5 XL ER, HENO
wMEEMEE L DRI,

noo=®" 7
=% #-HE BX
BEXEMENFEHE

AM-T15 13, * /) Y ROFERVEF T H5. &
@, AM-715 ©2o\C, £E 30 R T/ -1f, ME
MO ONT, BET S, Inks, WHMEFL
LT, Nalidixic acid (NA), Pipemidic acid (PPA),
Miloxacin (MLX) % A\ TILBBEL oo

in vitro FLE{ER

1) HEARZ T A

VPN T

AM-715 3, #Ek0* /) v REFTHS NA, PPA,
MLX Fi3Rih, 775 2BHECHLT, HEARY
FSAREL, TORENL RBLIE LA LDOKE
L MIC fins, 1.56 ug/ml AT &, fiod 3FEA it
NN DTH T,

77 AEHE

77 AREECTAHENL, RRLICEDOTT
kT, NA, PPA,MLX X b 4 MIC fERV/NE L, B
WHE DR R Lo Xbiz, Pseudomonas aeruginosa
RRHLTS, o7 sRUERRE BCHREEANE
dbhic,

RS

BEHECHTARE AR b, fDF /Y vk
¥RrrEALTHY, HENLARBE,NLL CWXET
BALDTH oo

TDr 3, AM-715 DHE A7 b 5 AELL,
R DORRERC L WREEM AR & Ier o1 7 7 L5
B% L O Pseudomonas aeruginosa Vo dEm\ I E %Y
Rlto, Tods, EEEEM 108, 108 cells/ml O WTh
Td, MIC ERZEENIZ LA ERDLRIEI 5T,

2) KRS HERD RIS

R MR 5t 3 B R PE L%, 108 cells/ml Befd
DF4, AM-71513, E. coli (995 #), K. pneumoniae
(949 #), Enterobacter sp. (494 ¥k), Proteus indole
positive (657 #), Proteus indole negative (387 ¥k,
Serratia marcescens (747 #) XL T, Fh¥Fh <

0.05, 0.1, <0.05, <0.05, <0.05, 0.2 ug/ml |z &
— 7 %ET Bk, NA PPAMLX i~ CE
REHEIEELT o P. aeruginosa (872 #) 1=
$LTh, 0.39ug/ml i MIC O —7%RL, %
TP IS M 2t

75 APEHEEED S. aureus (528 #E), S.epidermidis
(128 #), S. pyogemes (138 £K) W& % L, AM-715 (%
FhFEh, 0.78 0.39, 1.56 ug/ml w¥— 7 #HT%
SRR L, 7T AMEREEE, NA, PPA, MIL i
=, MOWHBENIEBL Tk, ¥7o AM-715 (X, NA
B L Th, BHOHENERL, NA L OZTEM
MR AERDO R 5o —T7, 7V v HEEREE
75 AFEMEETH B, Pseudomonas cepacia, Pseudo-
monas maltophilia, Alcaligenes sp. X+ AHHEN
X, s T AEHET NS 5 T i,

3) WEACRIETHERTFOEE

AM-715 OHFEHCRETHERFOEETIL E. coli,
K. pneumoniae, ¥ X% P. aeruginosa r LB
N, BEEEECIAEBIRLALRDbhEI ST
B, By pH 7 A7 Vi % L LB AR e B 1|
FHEED bR,

4) BEER

E. coli, K. pneumoniae, P. aeruginosa O 3l
B RIETHE S Bz, E. coli, K. pneumoniae, P.
aeruginosa xtL, AM-T15 3 Zh Zh O35
MIC {ECHBEMCIEREYRLico —h, RRIILEED
FER SRR (25 #10) exfT 5 AM-715 o MIC i
& MBC (B/NREBE) fE4 iz LicER, MBC
i MIC 2 3FABESL AT, 2fE0ETHY,
FRRRENTHHEEXLLRIS

5) Mit:ERER

E. coli, P. aeruginosa, S. aureus %A\ T, #AH
R TOMLEB YR LI, FO&E NA HLT
WER OB ST He I HELHER L s, AM-T1S I
L TIE, B CHRHEER A S hIC QWEED S > 700
COEAEENERAVEERTLR D bh i &
to, EERE BRI\ o B ARTH B BRI  NA WL
~, AM-715 TIRIEFIE L, B Hbhic mutant » MIC
13 P. acruginosa #&»HThH, 3.13 ug/ml LIF T
Hh, NA TEEMME mutant RELRBE W D
ERBITH -0

in vivo FLE{EH

- AEBMRYE @ X T B BN ER, B coli,
K. pneumoniae, S. marcescens, P. aeruginosa, S.
aureus ZEWTHEI LA, AM-715 DL in vilro
WP R EE LT, AM-715 OBEHRI RS ERTY
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foo MEMHEIL AM-715, MLX,PPA,NA DR TH -
o

MmO

AGEEREICALT, b hHkD Hela 5 XU~ 2 A
2 —@i%k 0 CHO-K 1 gifavc 33 5 #Aabh 1k 0 & B &
TEME N E EBH LIco ZTORE, et RLT~A
A& — MR D MBAHEEIRE <, T h b OBMIE
LECT AMEREYE 2 Eb¥ b L, AM-TI5 OF
REMDOBERSVEEL bR,

WA - ek - oA - G

IS B E AR
HRREESERKRFES 2 A

# Quinolinecarboxylic acid % &RITEA AM-715
DRI - Bl - 576 - (RBHT oW THT) 23 BB DR
BHEHL THRET 2,

I. ZEREHFER

1. % I

AM-715 ZFHALEW T, KX 3 B BT pH
6.0~10.0 DHFIKTILIEL, pH6.0 LIT OMMAFIKT
(L. pyperazinyl #2354 A+ VT, Fi pH10.0 LI ED
7 4 7 Y 4EIR T Quinolinecarboxylic A& 1 # VI (i
BLEBRBYNLERT B, COZENLEAFDBEN LD
I pH6.0~10.0 TRARC/KLABZ ENTFHE A, Lk
TN D B DRIRARE I hic, Wistar 27 » b2 H
Wie b — TR X B RINE R TR ABRIEBALE 45
BThotco

2. o A

Wistar %25 » b %\ /- Macro-autoradiogram T
AFOHEASA LR LR L, F>E> KR
HMBOIHCEH WS R R RS, LrL, K% /%
Fifite & OFRMERNOBITHAMELEE D b o leh o
Too HEBMEE % bioassay THIELABETHIFIC1
Eml, ROTHEThH-To £OM, HIZER W Vv
SAFE, RIELMFRE XV ECBIRALR,

3. U &M

AM-715 (3{th®> quinoline FRHLEEKI W LU X h
<\ b P ORFICER I BEFD 67.5% 13 AM-
715 Z D3 DTHH, FEMHFTIE 91.9%4 M,

b MR AERFDORM I DOE I D Dix Oxopypera-
dine AT, RHC 11.7% L X hb, ZOREMD
PEEN: 2R,

4. BAKEX

AT VR 1x1074M, AM-715 §% f 0.47 ug/
ml DGR BV 5 FHENE TOEREAER L 6.4%

THoo

I. BERMFE

1. MmehgE, Rkt

a) BEBA - Z2HEk

BH R AEEE &5 % < ZEFAF % 100 mg, 200
mg, 400 mg, 800 mg, 1,600 mg % 1 EMRMAEL:ED
M EEOHE Y 2, IRAK 1BEICRSNHERER
FEL, TOEE X Zh Fh 0.4710.07, 0.7740.08,
1.3840.13, 2.33+0.18, 9.65+1.21 ug/ml & dose
response ¥ L, IAERHAL 1, 600 mg & o{Eme
DK 6 BfTRER X, fbD dose T4 TH 51,
BB O RbIEE L 33.5+7.5, 69.1+11.7, 75.7+
7.4, 166.0+44.0, 625.0+185.0 ug/ml & B\ EERR
L, o n{ER% 8KE ¥ T O RFEIRED 38.5¢
6.2%, 25.6+3.4, 22.7+4.,026.7£4.1, 29.943.6%
THhoKo

Zh b DEMFLD Pharmacokinetic parameter %%
FoFERREE OBFR Y &, RS M EETERY
Tmax VX 100mg 5 400 mg ¥ Ti RAHK 18R
HHH. 800mg LI ETiX2KfE & 7e -7,

BEMBEE Crax (L 800 mg ¥ TILLEL % dose
response ¥7RL, HEHENT EFL A 1,600mg T
FAAE X Y BIREBICEE U 1o o mAF RS T1/2
B TEE Auc, RPEUREK /o £ 1,600 mg A
TIXHERE L DX ThicfEL e olc, SO LIXAH]
EIRA 100 mg »%H 800 mg ¥ TiX dose response i
HETED L EREL TS, AM-715 % 200mgx
3/H, 7 BREEME AR OMAAEE, Rbdk o RET
BAF OB MILED bRk o7,

b) EEBRA, RFH

At 30 4w AM-715 % 200 mg 1[EARA X 5L
2 BB BB M AR YERE Cmax (X 0.2440.03 ug/ml
Bohic, FRMHE MM ¥ T O Reh RRE BRI
18.521.4% Tholco ThbIXZRBCAR % RER
FAL7cBED 0.3440.06 ug/ml, 1B5fE, 25.6+3.4%K
WREELBIUET L BELXRETHSDTH b,

c) EmayE, 2N

65 Uk O BAEEE O % & MR 2 & KH
Trax V3 2 BRI CRBRADZR &t RN HHA
Mabht, UL, MmApRE, RpEis, il
BTEECIEEE L b o7,

d) BHHEEETE, K

MEM 7 V7F=v27 )75 A Cer pt 30 ml/min
EsRE, MR X ORPEINR & b EHEE
HELOMTEEEZIED bRich T,

MEBHTC TR ER R D BIEB R4 B AM-71520
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mg ¥ENE, FEEFRCIRA X @B O RF O g
BB B LT cross-over study ORETIE, T
hABERARL N BEEMFBREEERME Tma KB
ERHxbhl, REMFREIBEECHEEELR
Dotoe MPEBHATENES 4.85 BRLBEEZOTH
LUNER LI, ¥EBNMROLIILIOIER TS
ZENRBE RIS,

e) flid> quinoline RARILEEA & D I

AM-715 % Pipemidic acid (PPA) D @ER A
1+% cross-over study DORE TIE AM-715 © M+
Ex PPA X b RIAEMERRL I,

8B ¥ CORBEIRE T H AM-715 i% 42.6+3.1
% T PPA 0 53.4+11.3% X h{EL, KH O REK
12 PPA X Y {EWZ EAREE & h o, 7rds Nalidixic
acid DRINEKIL 80% LAEEBMEIh T3,

2 EBRABBIT

a) B #

AM-715 DRHHBTIIRIFCH B, BEIhi-6
OEHPEER 1.5~14.9 ug/ml T, FERCHEIR
femERRER 0.2~2.7 ug/ml TH o1, FHLTM
FRED 7T~8 {EOEHHBRENPETE B,

b) & R

AM-715 DOREEFEE D peak (LM% peak fE L h
PERTHR T2, mEFRELVEETSH >,

c) HABHEIR

AM-715 O Rk, _ESRFEREAIRE b B E o
12 31X 1/4 THotoo

d) ERAREIR

BE# M, FK, etk o FiERimFb~D AM-715 O
BIIRADLh L DOBHTE, ¥ic, BADERE
1 200 mg 1 [EEA#FEA T 0.05 ug/ml LA FCRFEB
fTDEWZ EAVRBE S hic,

A o

® & — F
)11ty 5 5 )10 5 5

M 30 MRk IV BERIREEFT RS 1T 2 W THET
%o

1. BRHEAK

RESOR, REEYE 324 B, PRRBRYE 277
7, BERRHME 11 4, IBEZ OMORYIE 49 HO
661 GIThH B, RECRERUE THEAMEAR 10° cells/
ml Kilh, @CHESE, ERERMH, FBTY, Mo
EFBER CRR ORIV B8\ BUFH 46 BIRERA L,
615 AT DO\ THRHT L 7o

2. EFOEE

ZhG6I5 BIOERR T2 A5 L, tEFITILE 230 f1
(37.4%), #3850 (62.6%) LLMDEMIEL, F
AT 50 LI ED DA 370 7] (60.2%) L Eh
of:o

FEBEIPEIE, BIEORRETDH -, ERKBD
B o Tk 241 B (39.2%), Tehs -tk 374 14 (60.8
%) ThHhotoo

AM-715 05 &2 1 A 300 mg, 600 mg A% <,
BHEARL 1~2 BREBES IR TH B0t 1
B O AHKS Bix 2,000 mg, KERS BT 60 BRH,
BABESL BIL 36,000mg THA, FiHsBIFL 2
~4 BEINKESETTH > 1o

3. FEEK%ZHE

BRDEREFTH L, RERPETOERNE FH%
Al BHRIET 292 Fith 252 £ (86.3%), W&k IBRK
RFETOH KL 268 Fidh 180 ] (67.2%), RHEES:
SEDOHFZRI 11 Ft 10 B (90.9%), BE - £ OfRE
YIEDHHRIL 44 Bk 38 ] (86.4%) THhotco £k
T 615 itk 480 B, 78% DEWERHRTH -7,

REBRBIEDLBIER Y 25 &, 2tk 122 5
hE%h, B 115 FITHEER 94.3%, &ML TR
51 fiish 35 B, H%)EK 68.6%, IMUBEERBFLTIX 55 Fl
46 (), 83.6%, BMERF R TIL605+ 5205, 86.7
%, BEEGNAREKTI45+H 406, 100% DXhEh
BHRTH -1

RBREHIIED 1 B 5 BIER SR % 25 LEARD
%1718 600 mg 5 Tik 99 Fidh 84 B, HEEK
84.8%, D\WTC1H 300mg HETIL83 T 71 &, &
%R 85.5% THoto

R0 A RHE DK BRIEEIR S R AR T &, WHEK T 5
5 GIRBTHZE 71. 4%, bk 15 GihEL - 5%
BT 14 B, HHEK 93.3%, SHIEXRTIL 82
B 60 B, 73.2%, 1&HEKE X4 67 Blih 46 4168.77%,
U A HAMTEZLS HiF 2 6 40.0%, K[EXILE
fiE 39 IR 16 4 41. 0%, RifiZe 44 Bk 31 £ 70.5% TH
Sl R BREYGED 1 A 5 BABEIK R % 25 &, fE
FIFE D%\ 1 A 600 mg 5 TIXMEEAL 6 Fit 4 FHE
HEIEHTEDHR 66.7%, RBkL 11 G 11 fT
HEHR 100%, B EFLS% 68 Fid 50 §i, HEHXK 73.5
%, @rEER% 59 Btk 42 B, BHHER71.2%, K
IHLRAE 30 B 13 fl, H#HRK 43.3%, Hfis 33 Fid
230, HRR 69.7% Thotco FRBREYPIEL L L
Ti3, FOML4%T1H 600mg 45T 220 it 150
PINERFITEDT, MEGDLRET HHEK L 68.2%
TH-To



100 CHEMOTHERAPY

JAN. 1981

MR 5 s 8 G, IEEM+RS2 fl, BRBRE R LA
D 11 FI O B REHE TLE 10 B ER F X BT,
HHEIZ 90.9% Thoto, 1 BHEGFBIERBHRILL
H 600 mg T\ 5 s 4 B4 T HRHK 80.0%, 1H
800 mg T34 Gl L2 M, A2 HITHEHER 100%
THoIo

Z o, FRF1ETES, Mk 33 Gt 32 %ﬁg%i
Fo X BT, BHK 97.0%, BFIA ARAITFTA
(REE22%aL) 9FIF 46l X BHT, HHR 4.4
% f‘bo‘f:o

4. MEEHZDR

AFIE SRR OEREOHB MBI T XD DD
TFDOMEFRDE R B Ui, REBRPIETIRA Y
FoBRBEORER (Ek+ETR X IFF6HTE66.7
9%, EH7 ¥ vREOZ L 11 fid 11 BIT100%, K
KEDOF T 11 FIh 8 GITT72.7% T, 7 7 »MGHEE
OBRERIIFERDRE B L TT T,

—7%, KIBEOF* it 142 Fis 130 FIT, 91.5%, 7
V7o =5 80Fh 8, =vFrAr -0
oh 8 7T 88.9%, €Y AEDEIL 1L FiF 10 B
T 90.9%, EWTROERMEE—FHLTWICA, K
BEEI DI 8 fich 5 61T 62.5% & EEIREIEA 8 (i
7P THERR 87.5% TH - lcDITHNE > Tiz,

BARPDF L 36 Fldr 25 T 69.4% Th -1,

RBBPFED &4 L L TOBRERIL 273 BiF 231 #,

84.6% TH oo

IR, B8 REHAE TR 7 M Y REORBEEER (THJ:+H
ZER) 9Bl 4 BT, 44.4%, FHREREDZIILT Hi
3 GIT 42.9% LERRBE (B%h=E) 2 % hth 60
9%, 66.7% WHN, EHRE-Twi, LrLAvV 7
L=y FEOE UL 24 Bl 17 $1T 70.8%, 74V
A=y FEOZTILIFIF 8 HIT 88.9% &ERIRXIE
CBE) RN ERFh 61.3%, 66.7% 1T SRk
BThoto BEBEOZTILI GG 2 6T 22.2% LE
KRR (BRE) D 44.4% TN, H- Tl

BARLDF U 28 fdh 12 T 42.9% T, KR
B (B3R O 60.8% WTIERE o> Tiie, MR ZEREY:
JEL K DOBBERIT 109 (s 60 7, 55% THotzo 7ok
BRI YUE TR E 5 R AERH TH - feo

LAk, MU0 2% & RERRE CORIRE T &
77 AIBHERRES, 77 AR 857 WAL\ E R
HWEAARL, MEFENAREBKRDREI MZE—FKL T

7o
LoL, "L @YUE CORRBE SR 24T 55% T,
FER ) B R > T\ fee LML, AV 7=y

W, A I7A=vHFEOBERIT IR T,

Bk, AKIOHES, BEEEBEFETS DR
FERIRENE QT RBERIE T bhic,

woR OB

N SR S
HRKFEWRER

17 K¥35 XU 3R ARIZWIREBRHC S35 AM-T15
O R BERHERR R KT B BEIRICH OREY ¥ 1 b

THET 5,

BREEARE, 994 BITHD, E%MR?@%%%M
RIS BN 949 4 ThH oo PhIE (5329 )
(& : 620 ) THhotco EHRBIL 12 F~91 BTH
D, 19 BT % 7ok 80 LA R A 7e <, 20 A ~T0R
HiL 14.0% ~17.2% OWERETH -7

i&jﬁmi 1 B &A% 200 mg~1,600 mg THH, 1

Llat 2~4 @, %5 BEEE 2~47 BE, KRS
_mJi 300 mg~25,800mg THhotco TDH5HThok
4% W 5 HET 100mgx3/H, 3 BFE (900 mg) &
200 mg x3/H, 5 B (3,000mg) THH, HEIHHE
BB s, HE M RERPECECAVD
hice

1. EHREHET X HERSR

MRKTR REEFNS 949 ITH D, FOERBIEHE K
BIEGS - BRHR) 1, BBk (469 #1962
%), W EBS (15 F:93.3%), HEHEEHKL
(307 {7 : 63.5%), WMMBELE % (106 B : 50.9%)
WET M R 4 (14 )1 92.9%), FEdEEMERER (A
Bl : 42.9%), BiszRRYE (13 61 : 61.5%), BIRAKU
@) :100%) THH, SEMOEEEKEL 78.8% L iFER
THoT0

HEERWO 12 6] GEMENRESR) 2RV HEE
MR G R ER RN, WRYE (846 F1) oW TE

PR DS\ EBC OV THEDRY BN B &, S epider
midis (634 : 82.5%), E. coli (472 () :94.9%), P
mirabilis (27 {5 : 88.9%), Indole-positive Profess
sp. (15 il : 80.0%) & IFRUETHY, i S. faecdlis
(19 () : 63.2%), P. aeruginosa (59 (i : 57.6%) S
marcescens (41 {4l : 41.5%), K. pneumoniae (51
62.7%), Citrobacter sp. (16 {7 : 62.5%) P& L)
BT d - T BAMYEE (91 G OHZHE 53.9%
THD, PHRYE (846 G ¢ 82.3%) b BRETH
1o

HARREHME (846 B1) DRIEFMEE, MEHEE
85.7% LEVREMFER hI, T 05 BTE It BEC
ST D 4L, S. epidermidis (63 Ef : 84.2%)
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E. coli (472 # ©96.2%), P. mirvabilis (27 ¥ : 88.9
%), Indole-positive Proteus sp. (15 # : 73.3%), K.
preumoniae (51 ¥ :72.0%) TH h K ThHoTc
%, S. faecalis (19 ¥k : 68.4%), P. aeruginosa (59
¥ :62.7%), S. marcescens (41 ¥ : 42.5%), Citro-
bacter sp. (16 Bk : 60%) ThhH, %55 DTH»
o

BEHENGEEERDEE, REFETL-LH5H
7 100mgx3/H& 200mgx3/HIC X HER O HZ
RizFhFh (341 B :93.3%), (385 ffi : 68. 3%) T
Boteo CORETREINB IO, BLTRERD
PHWEFTEDRABWEASAR LD LRIH, §iF
MERCAEBMERI AT, BE S ERNREREPET
AuwbhicicdThb, Lich o> TS EIORENM LI,
DX EREFETRSEBERDBIBOIh DA, &
BLEHL OBFIZOWTORINITETH T,

2. UTI EzHHEREHT L DEKBHR

UTI LSRRI X BT ATHETH - KEEFID,
SpE BT e A% 421 B, M IRBERRIMEE DT 381
THolo

Lt MM RS DR ARSI R, EHX 81.7%,
HHR 98.6% Thb, FECHTHEMI—EDOKE
Y bDLEx D, ¥, BRI OVWTLHEER
94.5%, BRCOVWTREH{LR 87.9%, MERKICD
W EBRHLR 95.5% Th ol

WM RBRPIE DB SRR, EBHXK 36.2%,
HPR 69.6% Thh, IMBEMEBMKEOETRLED
A, AECHTHEMIFFFECFTHE L EER
ThiE, oERNOERID I TSChILIDEFE L L
5, FRBREZOWTIE EHILEK 43.0%, MERC>
WTIREBHER 61.4% Thoico

UTI jRseReqile Bk 2 213, G-1 (44 #:52.3%),
G-2 (34 B : 67.6%), G-3 (68 f : 73.5%), G-4 (64
% :75.0%), G-5 (20 # : 35.0%), G-6 (51 {5 : 76.5
%) THbh, G-3, 4 CHEVTEVEHRTHH, G-51
THBIRETH oo Fo, HEEHPE (310 £) OF
BRI 70.6% ThYH, BAERYEH (16D O X hid
64.8% THb, WU THBHIEKIE X BHEH L
RIFRETILEE TH 5o

SREEREEODRE, St o RO
435 BRIZ DLW THARIT 90.0% LEVEREHRTH -
Too DX S DX, S. epidermidis (44 ¥k : 93.2%),
S. faecalis (5% : 80%) 7t & Gram-positive cocci
COWVWTHBEWHERTH b, E coli (325 ¥k :97.8
%), P. mirabilis (20 & : 100%), K. pneumoniae
(12 #:100%) & ShicBREHRY h i, i, &

EHRIBBEL8¥THY, S epidermidis 3, Cory-
nebacterium sp. 2 ¥k . Streptococcus sp., P.aeru-
ginosa, B.subtilis D{ 1K TH -1,

BMEE R RPIE J8\ThE, S BEERHE 467 FkDH K
R 67.9% Thotoo TOEREBORE 2 £ 13,
S. epidermidis (24 %k : 87.5%), E.coli (115 :87.0
%), P.mirabilis(13 # : 76.9%) TIXEVHARKRTH
o1, P.aeruginosa (64 £ : 54.7%), S. marcescens
(58 Bk : 41.4%) i\ TS b, in vitro DIEH D
BERLHELIEVWEY D hdvb e, ¥, BHERE
BEI4&THhHh, TOXd DL, P aeruginosas
¥, b Pseudomonas sp. 3 ¥k, Alcaligenes sp. 6 ¥k,
S.epidermidis 31k, S. faecalis 3k, Candida 8 #kis
ETHoT

MIC BIMIEFa% R, MEHEZMEL 2 209
COWTh~3% &, 100mgx3/H, 3 BMOKRGHET
FTI5 o T Bk B AP R 26 2> & 77 L 7 103 BRIT D\ T
OHREHRITLATI 1% DHLERTHY, MIC 12.5
pg/ml ¥ CREDEMNLED b h o p, & MIC
1.56 ug/ml LT CEHVBREDRA X bhis,

¥tz, 200mgx3/H, 5 AMDOHEHEI X oI HH#
1 FR B RR Y 3 B D 106 BRI D\ TIHLRRIL 67.9% T
&b, MIC 50 ug/ml ¥ TREHRENZ LD BRI,
MIC 0.78 ug/ml A FCEWBREDENL B LRI,

SRR, ERAR, FHAMRRE

5 B B &
£E B RFET ARG

SE6 R, ERAR 4R BHAEEE 7 KR, 5t
17 FER DEERBE R £ Lo

FTFROChOHABRINLALRIHEDOE LD
WD E, BIEGK 407 Fidh, RPMEBEKH 108 cel-
Is/ml D RERRPAE, * DLEEKE R CEBDORH
TH 1ot 8 FIkBRA L, SFH105 B, AT 110 1,
H mIEEE 184 B, it 399 IR EEIRBUR DR E L
foo FOMR, S DOWTHRBEBFI6386, XF
236 FITEADMMLI0EENH B0IKAE TChic-T
VWBA, 20 EAEDD 50 G E TOFHEMOEFAMNE
e LT\ o, B SR E 5 B RTEARTOWT
2ok, KADRHERLICH, 5HBiWL 2EMHT,
1,800 mg FitkH 5 8,000 mg Fijk ¥ TOMRGEYH
2 bhtch ONRBWEME R, 1 S B 5 ER
woWTHRBE, 1H 600mg % 3ERFEHEI NI
LOMNESLS L, KT 300mg fouL 400 mg # 3 /¢
WL 4B SEIRE R e DAEH 5T,
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Gl BRSE - BEaREBRHEL OMGREARD
L, EFAEMTREY - AR AbRIEYETS. 7%
ThHbh, D> BELEN -7 1A 600mg 5 3ARE
240 ITIX, %% 86 Bl, A% 86 GITHBERL 71.7%
TH ot Te¥s 1 H 300mg 53 B\ ik 400mg 7 4
BETHLTRD 80% ULEOEHEXBTEY, EH
X oTiE, RREVRERTL—EORRNBOLD
L DGR, FEEAIERDREY 3 BEEMTD
WTAhBE, 77 ABIEREEBERED > bROAR
DE D 1o Staphylococcus aureus TXHEE 75.5%
T, TOMBMRERREACIIVThY 80% LD
BLWEDREYR LI, 77 AEHEERREETIRD
% »te E.coli B BET 91.2% ThH, TOMmAH
MEREHE Y o4 v F—1 B ¥k Proteus, Hae-
mophilus influenzae LV R EITo7eh B 100%, Kle-
bsiella pneumoniae % 77.8% THRAI L L TET<h
R ENEB LR T\ B, ¥ 1o Pseudomonas aeruginosa
B 12 Bl EE L L TUX50% TH-7ehs, 3HD
ZHAXBTCARRIFES D L L Bbhic Bk
DEMEPFI OB T L DB L BERER 76.7% ThH -
7ohs, BARRHITS 75.6% L HMERE BIERED
RN B~ Txs D, MM DARPTER & L Thish
B EHIET & B O Tikigw ik Bhhic, SHEEFNC A
TREEHHETE, 77 ABHEREERRLETE,
Staphylococcus ¥ L U8 Streptococcus FHI B\ ERERD
BaBl, LLAFIDHENAFH Micrococcus 13
G DI nhs, HED LOWBEYDTBIh T, 7
S ARaMEEEhR H B T, E. coli, Pseudomonas
aevuginosa, Klebsiella, Haemophilus, Proteus 7¢}
RS TRIFIEBREDEN LN - TR, LEMERYEE
T90%, BARRPITT2.4%, LERTS5.6% DT
NIEHEEREXB T 5,

RIZERIBID F & DEBNTHRIC

1) R RBIERSFE, &DEh g
E 17 GITX A% 76.5% T, DTSR ALFIE
PHRRSE, UH, RPEHRELER D 7078\ L 80% B D
BHEXBTB7, ABEHIESAE T 67.6% DFL)
HEi-Tw5b, 1 ARGE - BEEHFIC B L, 1
H 600 mg 5 3 #5343 53.7% LK<, 200mg 7c\~L
300 mg @ Ly Sk 5 BRI M 80% B D E\ERIER
RELRT B, L R ERSTHICRIEFN S
Motz ZELBENSD L STBbhi, HHE
R PO WTHRB &, 77 2B EKEERET
BHEDIVKBABONRTE LT, 75 ABMEERE
teti D E. coli ¥t T 71.4%, Klebsiella pneumo-
niae ¥ T 80% DEHREIN KRS, Proteus mor-

ganii, Serrvatia marcescens 3% 1B TH o7,
RAEBHHTHY, 77 2BEEDR DT LVRENE
SR Tz, FEEMEFODR T, Staphy.
lococcus epidermidis, E. coli, Klebsiella pneumoniae
BEAC LVCBRESDESRORT WA, ) —fir
75 AREM BRI O\ CTEERRLE V- ERA LG
hico

2) ERAR: KBIEKDHRE, KIE5EBEYL
iE 78 TV, ERh 24 B, HXh 45 B, REH1INA,
Mm% 8 FITHLHR 88.5% L XVWEMETHD, Lotk
EEHAER FEMABRL EARID RIS
RYPFER FEBVARENB LR TE D, Thby
F L5 e 110 Flch, ExH26 G, HX)68 Fl, OEY
16, 4&%)15 B T85.5% DEm\WHEHRL - Ts,
1 AREE  BREERIBERHRCOWTASE 1RE
300 mg 75 800 mg ¥ THEADHENAAZLR TS
P, BBREERT, ELARBEHRCKEIRERRL E
PTG Ul 552 E bR ERTH S 5 L Bbhi,
K DEENFER DR LY 2% L, BIMERETLS T4
BEb:, EAHER R U TR LARTIVEENBLITS
D, BdEh ot E coli ¥R T 93.1% 0%
BRTH >t RRBEARRPE T 66.7% L BEHHC
W, EWESREYR U, ¥MEENH R TR,
Micrococcus @ 2 vk 1 % B &, HMERHETR
FULAENTEDTT S REHRELRLH, BAR
YR TIT 62.5% DOHHEEARICL L 515

3) FARER : ERNERSDRL, HELTIGHE
DY D 86.2%, 1BHEDAMMERE 71.1% THEEOD
DITHARTHTE ) LGN E bhic, BIABKTEE
BHREHEDE L Ih o Teht AL, FbE
DHENESRI L DRKEHE Ldt, ¥RR0L
WRPE, HE, SHROAMRYIECIIED THVE
BENRBM TR Y, L 184 HI T 74.5% DMK
h IWEBRNE O, 1 AR E - f5EHH0E
REETIE, BLAYA1E 600mg 57 3#HET, 40
HHRE 77.1% THH, faOREEL OFH N
TEIh T, FARBEESEROKE T 1 HE 60
mg 5 3 EMNEHED LB E R TR D & Bbh
foo HHEEEREGE DRICOWT RS L, 77 sBthEE
Shig TR b % hs » 7 Staphylococcus aureus K
869 DHHRTH D, FOfl Streptococcus FLED
TECESRNEBOR T B, Fc/ T ARaHERHTH
E. coli, Haemophilus influenzae ic ¥ OHEI 10
% DEBRTH »7cht, Pseudomonas aeruginost #
HE G SRR 4 R YA %95 o 7\~ 2, 37.5% 0
HHKICE X ¥ oty Ieds MMREHTEY ¥ L5 LRI
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YOEHERTH »1cht, BERPHTY, FEREOK
FBbhl, MEFHNHRCOVWTRD L, 26T
86.7% DEMERTH b, BB FITE—BITHD T
EVBEHELTL 92.8% OENAREEI, FRE
ARPEETY 78.9% Edleh LOEBARETRLI,

B fF A
P
BB RS 2 PR

AM-715 DEIEFWC DO\ T, 68 FFFcEBIm b D iE 7
COWTEH T ~Tco FEML, WE661 7, WK
£ 004 B, +EL108 4, EERFARE 114 41, F £ R MR B
185 B EEF 2,062 I TH Bo BIfFRFREBUFEE 78 B
3.8% Thh, RBAMBCTHE ITH 4.7% Litbo
WIRBE 42 (] 4.2%, WIF25413.8% NEELL TS
Vo BLACHRBE, BHALT52 Fidh 22 i 2.9%, &
ML 1,310 B 56 41 4.3% &, LWHERCSWEERRL
Twbo EATNIE, 80K LD 6.9%, 40ED 6.1
GBS, HEFISEENRERD bhish 5T, BITEM D
BRIEETh T, HILBAERIT 60 4 2.9% T, ©
DRFUL, BEMAHREE 18 ¢F, BL 12 4, AEARE 10
#, THRISHAEIRDDT, ZOfh, WM, WEok, Ei
HETHoTco BhAIEIL 14 #:23% THh »1oo MEEIE
RT1840.9% T, DEVDO 1R2HENERDIDTH S,
F /Y VREHOBRIEFMELT, HEVAERZ
hTwBh, AFlD 0.6% D TB, ElIfFHDOER
ELTUE, SbSL, BXEb5, ENE--ET5
REDRDTHBH, HEFWEED TR - 1o FHEL
B, 11 BlE L% b, E4L 40~59 1%
C8HERBY NS otz 1 B ERETIE, 300mg 3
), 400 mg 1, 600mg 7, 800mg 1M TH -
2, ERARET AHETIIER L, T OHMBTIIE
LR OBFEIED ORI, 5T, FBEX 10 1233
BUARHEERL T D, #5FIEMI4HTH -7, B
ERBEOCLONKRS T, BERTH EbRHAEHEL
TWwb, TOMOMEIERE LT, FROLVKRE T
B, BEiEnD ot TUAF—EREZONBES
X7#0.3% T, BEDLDNFEALTH T, LD
DIERELTIE, ORK3E BEORTH 24, 25
R, S3Fh, EOLkDBL BOEER BHA
B BE OEERILENE LETORDLRI, 2%
BIIY, HIEBER?RD & DE <K 60% ZLDHTL
o 1B 5 EL OBFGTIE, 400 mg, 600 mg A3, &
B 5.6% L4 <, 800mg, 900 mg LLETHHINDMH
F7eh i, BIWEARBLE TOR KX, 75% DD

M3BHFTRHEBEL T, REMLEBENIS AR
FTHEM ol RBEADEN 573 DI3, 308 HOED
LUK, 408 HDOBMARILED S -1, ElIfEFOR
B, BEDLOMNT7%, hEEMN 18% T, EEDL
DIXENTH oo BMERBEMEOVTUL, AFIZED
KIThY, BIEADEL, EHARSINEBE THEREDT
Tebhhich Dk 50% LT Thotco BHEOIZ, WES
o U CTHEE R 2o ht, JFRE T2, GOT,GPT t§
B 11 i 1.2%, GPT EAMIGHI 1.0% »EldbD
T, zof, Al-P LR LML GOT LEMHL T,
417 0.4% &, &5H24 H12.6% CRED BN, MEKT
X, IFEEERIN% 31 0.5%, FIMBkEA 1610.1% Th
st BEETIE, BUN LR 1610.1% THoto &
5t 29 61 3.3% TH 7o

F 7 ) VRIEFNCE, SERTEVCHEEEILB
FTBEVBRTV B, AM-TI5 E2WT, E—/ AR
IOHRDOHERYRCTHRHAETIL > TV 5, 41 2XD
HE, REORMES, FIMRFCI>EEIbEDR
I, LS B IS H DL B RIEER, BEER
IEUTEREL, BMEEEAYRIL T\5, 7 BHES
kAR AEEA R, 30mg/kgx2/day TH b, B
X (EMRELL, NA, PPA TN, HBUWHEETH-
foo Eio, WWERES IVMHHKEROCHEDARDL
nicBEmE Y, BHEEEEL L THRIIDOTE, AL
7 ARR S OB KEFR B3, 30 mg/kg x2/day T,
PPA LR UETHH, NA IHFCERTH-T,
DEHT, MMOBWEFR, mEAE(LEMT RCTRER
BEdHNT, o placebo AV e 4 RITILRE L Igd
OTCO

AM-715 o WCEIEFR DT &, ShERCET 5B
sk T 2 EBRRFIC OV TR N, AFIDEIFR
DRBUFE, RBERLEE, fhoF /) v REFL
#LC, HARFTRRRL, ARBRABL T, #
(LBREWR, MBRERLEE, GLAVEVRAE TH -
Fo WIERT R HBIMEE L5, 2MRICKEHRD
ADLNBERTH -7



