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S-1108 (B9 B B - EREREVIRETS

ikt - KA

B IE#

E LB iR bEP ki
(PH BRI AREEFTAE)

LRI NA 17 L LRFEMETH S S-1108 Ic0 %, HEHER] - BKFIRITZ1T 72,
BRI TcoOABROWHENZ, 75 LBMEEICEWTIE, A F LY EED Staphylococeus
aureus T, XEMM 1.56 1 g/ml UTTREZMILIN, BHTRFLERENERL I ft
DI 5 LR (Staphylococcus epidermidis, Streptococcus pyogenes, Streptococcus
pneumoniae % 5 @A) T3, cefteram EEZXIIENLULDRAENERLIe X T'F 4
fet@ (Escherichia coli, Enterobacter cloacae, Haemophilus influenzae, Citrobacter
freundii % |1 ) TId, coftibuten, cefixime & IZIXFEFDMEB N %R L1,

EEPREOMR ST T2, MEIRERRAE 18 f) (Fde 74, |EX%K 6 Fif) RURBEREE | fo
194 (BL1A, 78 A, £FH#h16~802%) XL, AF|% 18 225~600 mg 53 T4~14
BREHESL, EMTH, U 1LH, PPEY | FIOEREBL. MEFHHNRIIHETME L1
fFich, EEEZ8HTH 1o BIERE LTCRTHN L H, BERREEORFEHE LTE,
GOT, GPT @ L& 433 ffl, 1FEREKEE A 1 FliEB o,

key words : S-1108, cephem R¥iEMIHE, WEIR 23 RALIE

EEICEBT AROBRERREROESIE L. B
BEDL-5 75 LEIZEDLEMESIC X DRI AL
TaRT v I bZD—D2ThHb, HEFTHRARIGHS
NTVBHAERIDTO KT v 73T RTEOKZSTD
RIND%E - MbAHBED LREBRICERREI N
REFDOZ AT IVLEITH B, S-1108 bIAEEK%
BT S-1006 D A DA NEFVIEICE TSl
TFVAFINBELIZATIEAIELLDT, NRE
BEISENEN, BEEDOLATS—FIZLDLR
FIEESHEPHICIKAEE N, HEEEETHS
S-1006 & LT, #HHICHmdT 5. S-1108137
5 LB - BRI L CILERAE AR S bLEE
L, TS LIEHE, M TH7 NIBEICHT 541
Fhid, EROZFEEOE7 2 LFNCHLEBATWS E
WhhTWwWa, X 75 LEHEEOFTHLEED
ofloxacin (OFLX) fHEEICK L CWRENES
L, z0L, E77axRYF—+F, RYLYF—+iC
MHLTHEETHBEVDRTVS,

SEFK 4 (2, ARREEICE T 5 AF|DF R4 H
SMICT HENT, BABEICHTARENERAET S
Lk, 19 I DERIR 25 K O FRERRRGLE 1T 35 1) B ERER
BB Z T > 7cDTHRE T 5o

I. X8 8 85

1. BRERSBERICT 2HENRE

MFHRGYE B & R OBRMED A TEREZH
T, BALERERSEEEY ([JH U CR/RERLE
BE (MIC) RIEAIT -7, EFKIZHPBET 1989 L
S EERE X N7z Staphylococcus aureus (methi-
cillin B&Z {4k, ampicillin, penicillin G WE#),
Staphylococcus epidermidis, Staphylocaccus
saprophyticus, Streptococcus pyogenes, Strepto-
coccus pneumoniae, Streptococcus viridans,
Escherichia coli, Klebsiella pneumoniae, Proteus
vulgaris, Morganella morganii, Serratia marce-
scens, Enterobacter cloacae, Citrobacter freundi,
Haemophilus influenzae, Pseudomonas aerugingst
Acinetobacter calcoaceticus, Branhamella; color
rhalis, Bacteroides fragilis, Neisseria gonorrhaeat
20878, B4 20 (kAR Lo MICRIER, F33
L — pEREMIC & B ERAERET, ZEERI
cells/ml & L, 10% CO, T T, 35°C 20 BfisiR
BOEERDI, FEHIT, cefteram (CFTM), cefi
xime (CFIX), cefpodoxime (CPDX), ceftibuten

(CETB), clavulanic acid/amoxicillin (CVA/

"T160 BAMEFER SRS
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AMPC), cefaclor (CCL), ofloxacin (OFLX) D
MIC ZH%E L, HBKRET L7, LI EDRIE XKL
EHRASHFHARATICTERK L/,

2. RRAR

77 LG, BEHERICX 5 S-1006 D MIC range,
MIC, , 8LV MIC, 2 XA L & HIZ Table 1178
L7

S. aureus (MSSA) TIIA&ID MIC range (&
0.2 g/ml~1.56 1 g/ml T, MIC;,480.78 2g/ml,
MIC,,» 1.56 p g/ml E BiFTH b, CCL, OFLX
LEIFOHENEZR LT

ToEYY Vit S aureus 1%t L TAHHF|D MIC;,
13 1.56 £ g/ml, MIC,,id 502 g/ml &, HENER
OFLX IR ¥, MWt 7 = LFIOHTRIRLBRIFT
Ho1,

S. epidermidis Tb, MIC;,i20. 391 g/mlMIC,,
i3 6.252¢g/ml &, OFLX, CVA/AMPC iZi3% 5%
oD, WL 7 = LRIOHRTIE O, - 72,

S. saprophyticus D MIC;,30. 78 £g/ml, MIC,,
i3 3.132g/ml & CCL LRIFETH - ch, MIC
range IZBWTAHFIN 0. 39 £ g/ml1~3. 13 g/ml &,
CCL KO- T\,

S. pyogenes (& CFTM, CPDX, CVA/AMPC &
[GlE, 28=0.025ug/ml LD TRIFTH -7,

S. pneumoniae b4 F| & CFTM, CPDX M2tk
£0.025 ¢y g/ml XML, ERITHRWEREZFLT
Wiz,

S. viridans T2 0.2 g/ml LI'FT, CVA/
AMPCIZi3¥ 5 bDDOXBE 7 » LEIDHFTIIR D
- 7028 i

E. coli DMIC;,130.39 g/ ml, MIC,,i20. 78 ug/
ml &, CFIX £RI%ETH D, OFLX, CETB &b 2
ERF->TWieh, CFTM, CPDX &b 1 ~2EE
hTW\Wic,

K. pneumoniae \ZH W T3, CETB, CPDX,
CFIX, CFTM iICRCHENZR L, AH D MIC
range 2 0.2~1.56 £ g/ml S{EETH - 72,

P. vulgaris Ti, AHDHEHZ CETB, CFIX,
OFLX, CFTM iR\ T, MIC range {3 0.05 g/
ml~1.56 £ g/ml S{EMETH - t2o

M. morganii IZH\WVW T3, MIC range (2 =0. 025
pg/ml~6.25u g/ml T, MIC,,i3 1.56 £ g/ml &
CFTM & BIXEIFETH » 7,

S. marcescens T3, CETB, CFIX, OFLX Tk
WTENIHRENERLTEY, MIC;,h%0.39 ug/

ml, MIC, 2 12.512g/ml TH -~ 7,

E. cloacae iZxt L Tld, OFLX 2B\ Ttttk
PPEVWEBICH D, AFD MIC range (I 0.05
weg/ml D5 50 ug/ml & TRILL % LTWie
MIC, o 3AFIH 25 £ g/ml icxt L, stEEfhAE]IZ>100
ng/ml 2R LTV,

C. freundii T3, OFLX LI#FTiE MIC; , i3AH
P50 1 g/ml, XEALFNZ 100 1 g/ml LI ETH D,
WIFNDOFERNIX L T HREENE { R o,

H. influenzae =%t L Tl3, OFLX, CFIX &[6%
T MIC,430.05 £ g/ml EFERITEN TV,

P. aeruginosa {Z%t LT3, OFLX LIAkd MIC,,
1$>100 ¢z g/ ml &l bIHPERNTRE > TV,

A. calcoaceticus =Xt L T3d OFLX, CVA/
AMPC LS E@tEsR D% { Rohic,

B. catarrhalis DHiE 7113 OFLX, CFIX, CVA/
AMPC iIZiR &, AFNITxt3 5 MICs,id 0.35 1 g/
ml, MIC,,13 0. 78 x g/ml &, CPDX & [ERRIC{EE
THh-1

B. fragilis \=#t L Tid CVA/AMPC »8 b3 ¢,
RWT OFLX TH O, AHID MIC;,i3 12.5 ¢ g/ml,
MIC,,&50 £ g/ml &, fFlREIBEEHERNAR > TV,

N. gonorrhoeae {Z%t LT3 MIC range (2=0. 025
ng/ml~0. 181 g/ml &{&E<, CFIX, OFLX, CPDX,
CFTM iZ2WTAHID MIC i3BNh TV,

O. BEK M &

1. HR

1989 £ 11 Ax 5 1991 &2 A £ TOMICHBZZ
BLAIHRTH, BHERHRE LB, SHEEEEZE 1 H),
SHEREIZLSH, BHEIEIR LG, BREEHE-K
kg, SEXWME ROMGRHES 16, FEER
LBlDE 1961 (B 11 A, &8 A, Filh 16~80 &,
P51 9% KAAKXDIEREMOEEEET, &
Bl2E Lic, EEERTIE, BIE6#F, PHE 12
FlThh, EER1IFDHATH-T:o XERERDS
WIIABHEA B T ABEIRIZDI L 6HI (31.6%) T
by, ARBEEI0ANIHLARBEIRIALVWOE
éfﬁ -7

2. Hik
5 RI3A% 1[0 75 mg, 100 mg, 150 mg, &% 1
H3ED3IERETHAAT, BEBHIZ4~14 A&
L7

3. hRHE

ERERZN I E 1L S-1108 I E-HIKICFIRE/SFR D, PR
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Table 1 -1. Antibacterial activity of S-1006 and reference drugs against clinical isolates
Organism|, ... .. | MIC(ug/ml)Inoculum size : 10° calls/ml Organism|, .. . | MICCug/mDinoculum size : 10° colyy
(no. of strains) Antibiotic range 50% | 90% (no. of strains) . range 50% W
S-1006 | 0.20 ~ 156 | 078 | L.56 S-1008 | £0.05~ 0.20 | <0.025] gy

CFTM | L5~ 13| 15| 313 CFTM |$0.05~ 078 | 010] oy
égj,fy‘;‘o)_ CFIX | 3.13~ 10 8.25 | 125 ff)’c Pl | CFIX | 010~ 813 18| 1y
o 07| CPDX | 186~ 313| 156 | 813 o | CPDX |S0.05~ 0.3 | 010| (g
rons | CETB | %5~ 100 50 50 eroup | CETB £0,0%5~ 25 125 | %
(o) [CVMAMPCl 0.9~ 818|089 | 313 (o) |CVAAMPCI S0.0%5~ 010 | <005 g
CCL | 0.7~ 15| 0.78| 156 CCL | 0.05~ 15| 018 15

OFLX | 0.9~ 1.5 | 039 156 OFLX | 0.78~ 313| 15| 1

S-1008 | 0.20 ~ >100 1.56 | 50 S-1008 | 0.10~ 6.25| 039 o

(ABPCR.| CFTM | .56 ~>100 %5 |>100 CFTM | 0.05~ 62| 0% 353
PCGR) | CFIX | 6.25 ~>100 100 |>100 Becherichial CFIX | 000~ 156 | 0%/ oy
Staphylo- | CPDX | 1.56 ~>100 125 |>100 oM CPDX | 00~ 33| 0B | 1y
coccus CETB [ 25 ~>100 100 >100 (20) CETB | 0.05~ 0.78 020 0%
aureus  |CVA/AMPC| 0.39 ~ 50 825 | 50 CVA/AMPC| 3.13 ~ 50 625 | %
(20) CCL | 0.78 ~>100 50 |>100 CCL | 078~ 125| 313| 125
OFLX | 020~ 313| 039 156 OFLX | 005~ 125| 010| 0%

S-1006 | 0.10~ 6.25| 039 6.25 S-1006 | 0.20 ~ L5 | 039 1%

CFTM | 0.3~ 25 156 | 2 CFTM| 0.20~ 078 | 03| 0%
Staphylo-| CFIX | 1.56 ~>100 6.25 | 100 Klobsiella| CFIX [S005~ 02| 005| o
coccus | CPDX | 0.9 ~ 25 L56 | 125 ‘Al cPDX | 0.10~ 03| 02| o
epidermidis| CETB | 6.25 ~>100 %5 [>100 ”"e’é’z’s‘;"m CETB |<0.05~ 0.20 | <005 0
(20) |cvaAMPC| 0.10~ 125 | 039 | 313 CVAAMPC| 3.3~ 125 | 313| 65
CCL | 0.9~ 50 078 | 2 CCL | 0.9~ 313| o0m| 1%

OELX | 0.20~ 313| 039| 078 OFLX | 010~ 313| 02| 0B

S-1006 | 0.39 ~ 3.13| 075 313 S-1006 | 0.05~ 1.5 | 0.10] 0%
Staphylo- | CETM | 0.78 ~>100 313 [>100 CFTM | 005~ 15| 010] 08
P CFIX | 3.13 ~>100 %5 |>100 Proteus | CFIX |S0.0%5~ 0.0 | <oos|
soprophy-| CEDX | 0.78 ~>100 3.13 [>100 sulgaric | CEDX | 020~ 50 00| 1%
P CETB | 125 ~>100 | 100 |>100 3oy | CETB |S0.025~ 0.10 | <0035 0%
(20 |CVAAMPC| 0.20 ~ 100 0.78 | 50 CVA/AMPC| 6.25 ~ 100 125 | 12§
CCL | 039~ 125 | 078| 313 CCL |>100 ~>100 |>100 |>l00

OFLX | 0.0~ 313| 03| 078 OFLX | 010~ 03] 010] 02

S-1006 | <0.025~ <0.025] <0.025| <0.025 S-1006 | <0.0%5~ 6.25 | 039| L4

CFTM |£0.055~ <0.02%5| <0.0%5 <002 CFTM | £0.05~ 25 010 | 1%

Strepto- | CFIX | 010~ 0.20| 02| 020 M gl CFIX | 020~ 50 15| %
coccus CPDX | 0,025~ <0025 <0.025| <0.025 organetd| ~ppx | <0.0%~ 50 15| 65
pyogenes | CETB | 0.20~ 0.3 | 039 | 03 m°(’2%‘;"” CETB | 0.05~ 625 010] 38
(20)  |CVA/AMPC| <0.0%5~ <0.025| <0.025| <0.025 CVA/AMPC| 50 ~>100 |>100 |>I0
CCL | 0.10~ 03| 039 03 CCL |>100 ~>100 [>100 |>I00

OFLX | 0.7~ 15| 15| 156 OFLX | 0.05~ 25 02| 0%

S-1006 | <0.025~ <0.0%5| <0.025| <0.025 S-1006 | 0.78 ~ 25 313 | 125

Strepto. | CETM |S0.05~  0.05 | <0.0%5) <002 CFTM | 0.78 ~>100 65| %
P CFIX | 0.0~ 0.3 | 02| 03 Serratia | CFIX [ 0.20 ~>100 078 | 65
CPDX |<0.025~ <0.025| <0.0%5 0.0 CPDX | 0.78 ~>100 313 ] %

pneumo- | cprg | 156~ 313| 313| 313 """czes“"s CETB | 0.05~ 50 039 | L%
ma(ezo) CVA/AMPC| 0,025~  0.05 | <0.025| 0.0 @0 \yaampel 695 ~>100  |s100 >0
CCL | 010~ 02| o010] o020 CCL |5 ~>100 [>w00 [>l

OFLX | 0.78~ 313| 15| 313 OFLX | 0.39~ 2 15 | 6%

EEBEREZITY, EXRBEORELLIZDHEEZR
N, BB, W R BT ES S OBEKER, W
8 X AR, [MiLfE, CRP {f, HMIKDEHEILLWV

LBEDORENEITED, E4 (excellent), Al
(good), ®PEH (fair) L ESh (poor) 0!
BRMEE Lo, BFECLELEDFMOER L.



VOL. 41 s—1

S-1108 IZBAT 5 HBER - BEPFRIORET 241

Table 1-2. Antibacterial activity of S-1006 and reference drugs against clinical isolates
Organism |, .. . MIC( ¢ g/ml)Inoculum size : 10° cells/ml Organism |, ... .. MIC( ¢ g/mD)Inoculum size : 10° cells/ml
(no. of strains)| "0 OMC range 50% | 90% (no. of straing) "0 range 50% | 90%

S-1006 | 0.50 ~ 50 0.78 25 S-1006 3.13 ~>100 12.5 |>100
CFTM | 0.20 ~>100 1.56 |>100 CFTM | 6.25 ~>100 50 100
Entero- CFIX | 0.39 ~>100 3.13 [>100 Acinetobacten CFIX | 1.56 ~>100 25 >100
bacter CPDX | 0.78 ~>100 3.13 |>100 . CPDX | 3.13 ~>100 12.5 50
cloacae | CETB | 0.78 ~ 100 3.13 [>100 w“%ﬁ?“ CETB | 3.13 ~>100 %5 | 100
(20) CVA/AMPC| 25 ~>100 100 100 CVA/AMPC| 3.13 ~> 25 6.25 25
CCL 6.25 ~>100 >100 >100 CCL 25 ~>100 100 >100
OFLX 0.05~ 0.39 0.10 0.10 OFLX 0.10 ~ 12,5 0.78 12.5
S-1006 | 0.20 ~ 100 50 50 S-1006 0.05~ 0.78 0.39 0.78
CFTM | 0.78 ~>100 >100 >100 CFTM | 020~ 3.13 1.56 3.13
Citrobacter CFIX 0.78 ~>100 >100 >100 Branha- CFIX 0.05 ~ 0.39 0.20 0.39
freundii CPDX 1.56 ~>100 >100 >100 mella . CPDX | 020~ 0.78 0.39 0.78
(20) CETB 0.39 ~>100 >100 >100 catarrhalisy CETB 0.39 ~ 6.25 3.13 6.25
CVA/AMPC| 50 ~ 100 100 100 (20) CVA/AMPC| 0.10 ~  0.78 0.39 0.39
CCL |50 ~>100 >100 |>100 CCL 0.39 ~ 6.25 1.56 6.25
OFLX | 010~ 0.78 0.20 0.78 OFLX | 0.05~ 0.10 0.10 0.10
S-1006 | £0.025~  0.10 | <0.025{ 0.05 S-1006 | 3.13 ~ 100 12.5 50
CFTM |<0.025~ 0.78 | <0.025| 0.10 CFTM | 3.13 ~ 100 12.5 50
Haemo- CFIX |[<0.025~ 0.05 0.05 0.05 Bacteroides CFIX | 3.13 ~>100 >100 |>100
philus CPDX [=0.025~ 0.20 0.10 0.10 it CPDX | 6.25 ~>100 50 >100
influenzae| CETB |£0.055~ 0.20 | 010 | 0.20 ﬁ“é%? CETB | 25 ~>100 |>100 |>100
(20) CVA/AMPC| 0.39 ~  1.56 0.78 0.78 CVA/AMPC| 0.39 ~ 12,5 1.56 1.56
CCL 1.56 ~ 25 25 25 CCL 3.13 ~>100 100 >100
OELX | =0.025~ 0.05 | <0.025 0.05 OFLX 1.56 ~ 6.25 3.13 6.25
S-1006 | 1.56 ~>100 25 >100 S-1006 | <0.025~ 0.78 | <0.025| 0.20
CFTM | 25 ~>100 >100  [>100 CFTM | £0.025~ 0.39 | <0025 0.10
Pseudo- CFIX | 3.13 ~>100 >100  |{>100 Neisseria | CFIX [<0.025~ 0.05 | <0.025 0.05
monas CPDX | 12.5 ~>100 >100 >100 gonor- CPDX | £0.025~ 0.39 0.05 0.10
aeruginosal] CETB | 1.56 ~>100 >100 | >100 rhoeae CETB | 005~ 0.39 0.10 0.20
(20) CVA/AMPC| 3.13 ~>100 >100 >100 (20) CVA/AMPC| 0.78 ~  12.5 3.13 3.13
CCL | >100 ~>100 >100 | >100 CCL 0.39.~ 6.25 1.56 3.13
OFLX | 010~ 50 1.56 6.25 OFLX |[<0.025~ 0.20 0.05 0.10
CFT™M : cefteram MSSA : methicillin—susceptible Staphylococcus aureus
CFIX : cefixime ABPCR : amicillin—resistant
CPDX : cefpodoxime PCGR : penicllin G-resistant
CETB : ceftibuten
CVA/AMPC : clavulanic acid/amoxicillin
CCL : cefaclor
OFLX : ofloxacin
4. BR D, 51 BRICHEAL, 3 H%IIIAMmEkE, CRP
1) ESPRAR DHRE LD, B, WEENHEE LI, BRER

Table 2R LIS, IR 19FIhESTH, B
1Ll eREHLPITHEHNRIG 94.7% (18/19)
TH-1,

FEFI 1 ~ T RIRDERITH 5. FEH 13 65 RDHB
HTHEETH - 1oy, %5 1 BRICHREL 3 BERIC
I3EMmEkE, CRP DKEAE¥7.5A S pneumoniae
7, E. cloacae CERRERLRILTIRIVWA DD,
EMEHE L. EM 230 ROBHTRIETH

BRI - 70y, EfhEHE L, EHF 3332
BEOBMTHEETH - 7205 185 4 BRITIIAER
L, 5 BH%ICIIEHIINE LA > 7o bDDEENHE
gLt BEMEHTE LI, EM4RI0ERDOEHT
BIETHY, 854 BRICIIRAL, CRP HbFIHIC
HEL, BEOBILEDLSLEWVHODOMHKRS PM—M
EEo12o X, K. pneumoniae DSk L7A, E
sh&HE LU, TEF 53630 BEMTHEET, M
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Table 2-1. Clinical efficacy of S-1108
Underlying|Organi . inical findi Evaluation |
Case Al ;. |"dis.or"isoiatod (MIC|Piy dosetmg) | ESR) WBC(Z ey ingd Evaluation [
no. |Sex| “'%€ corrtli%lrilca- B fftoel; duration(days) (mm/h](/mm?) (e%e)r CoughSputum| Bact. {Clinical| effects
65 S. pneuumoniae 17 149 | 11700 | 8.5 | (=] (=) T
1.A.8| oo lpneumonis] (=) | _(50.025) faooxaxtt| b | 4| 1| 4 b | 4| repaced | excllnt| ST
E. cloacae (1.56) 0.254 56 | 6000 | (=) |(—){(=) GPT!
20 (=) 9,30 68 | 8800 | 3.5 | (+) PM
2.T. 0] |pneumonia (=) 150x3x 7| 4 | 4 | Y { | 4 |unknown| excellent| (-)
=) 0.45| 43 | 4700 | (=) | (=) (=)
2 ) 0.77] 60 | 8700 | 8.8 | (+)| M a
3.K.M M pneumonia| (—) 3 200x3x10| 4 | ¥ v Y V| 4 | unknown | excelleat| 01!
G 0.254| 45 | 3.000 | 3.5 | (=) (=) GPT
50 K. pneumoniae 3.42| 75 | 5100 | 8.2 | (#)| PM
4.T.M M pneumonia| (~) (0, 39) 100X3x 7| | } ! ¥ { |V |eradicated| excellent| (-)
=) 0.58] 49 | 5600 | 3.0 | (—) M
e pulmonary | H. influenzae 17.2] 90 | 14100 | 3.2 | (#) P
5 HM pneumonia| emophy- (=0.025) |[150%3x14| | V ! ! v | 4 |eradicated excellent| (-)
M YT | A= Ned)
sema -) 3.43( 77 | 1200 | (=) [ (+) M
49 K. oxytoca 12,3| 76 | 8500 | 3.2 | (#)| PM Diarrhea
6.T.M F pneumonia| (—) .20 200%3x14| | i | V v | | |eraicated| good |GOTt
) 0.47| 65 | 4300 | (=) | (=)[(=) GPTt
73 pulmonary| S, aureus 0.72| 11 | 6800 | 31.2 | (+)| PM
T.HY M pneumonial emophy- (0. 39) 100x3%x 7| | | | v V| | |eradicated good | (-)
sema ) 0.68] 8 | 4700 [ (=) [ (=) (=)
39| acute S. pyogenes T.77( 24 | 8900 | 31.7 [ (=)[(=)
8.K.1 F | tonsilliti (=) (=0.025 | 100%x3%x 7| ! i V I | | |eradicated| excellent| (~)
s ) 0.25] 6 | 5800 | (=) |(=)|(=) :
_ 52| 5 | 8200 [ 885](+) ()
0.1y | 0] 2 (=) |——$S——|woxax 5| L | 4 f 1 [V 4 uokaown| good | ot
pharyng 0.66| 11 | 5800 | (=) | (+)(=)
28.6] 131 | 14500 | 3.3 | (#)] PM
10.8.Y ‘;,7 b ““:ft. p';!;““f“y E. cloacae ()| 1oox3x14| 4 | 4 | 4 | 4 | 4| ¢ |unknown| good | (-)
roncnitis 10ros1s N.T 0.79 88 7800 (_) (+) M
Pasteurella 3.64 [N.T| 10700 | 3.0 [ (+)| P
ILT. K ;{Z b acu}tle't. pull}r:onary multocida (#)| 100x3x 7| | | | | | V| {4 | replaced | good | (-)
ronchuils |emphysema) g~ orytoca (4) 0.46| 8 | 7100 |<3.5| (=) (=)
. 1.4 9 | 18300 9.5 | (+)| PM
R0 %), 2oe | (o) fHoinfenzad®) ygugy 7| Y| LY L erdicated good | (<)
= 1.72| 26 | 5500 |<3.5| (+)| M
0.49( 32 | 5300 | 38.3 | () PM
49 -
BHS| & br:r(:lcl}tljtis (- E_§ 150x3x 4| 4 | | Y { 4| | |unknown| good | (-)
0.31| 23 | 4500 [<36.5/ (+)[(—=)
: 0.25| 3 | 8600 | 36.9 | (#) PM ;
o y|Saf eoue browchiall () |ygoxgxan| V| 4| b | 4| 4|4 |unknown| fair |(2)
asthma | normal flora 0.45| 10 | 8100 | 3.5 | (=) (—)
. N. D. 2.11| 68 | 6500 | 36.5| (+)| PM
15.Y.K SF? bigr:Z;lliltcis (=) E. cloacae |100x3X 7| | { ' i V| | |unknown| good:| (-)
(0. 20) 0.25}] 50 | 3800 |<3.5] (+)| M ‘
N. T : not tested N. D : not done

SUENBRRBICH - 7205,

7T HEBICI3BMEFRRA

FIICWEL, H influenzae bk L71cA, FEe

HIE Urco REH 612 49 BO L THEETHL
B, BEBRAEIR D EIC 600 mg/H T 14 ARIOESE
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Table 2-2. Clinical efficacy of S-1108
Underlying|Organisms . Clinical findi Evaluati
Case |Agd . m&%ﬁwmmwﬂmgmmemRWMﬁmm‘““S varanon | Side
no. [Sex| ¢ complica- Before | gration(days) (mm/h](/mm )" **"| Cough|Sputum| Bact. |Clinical| effects
tion After (0)
g6 | Pulmonary S. aureus 24.7| 25 | 10000 | 87.0 | (+)| PM
16.M.K| | emphysema| () (1.56) 200x3x14| 4 | V V| V| |eradicated good | (—)
with infection (=) 0.82| 18 | 7900 |<36.5| (+)|(—)
69 bronchial old (=) 1.13| 15| 9700 | 6.6 | (+)| M
17.8.8 M asthma | pulmonary = 100x3x 7| | y | V V| | |unknown| good | (=)
with infection|tuberculosis| 0.25| 24 | 4800 | 36.8 | (—)[(—)
pulmonary . 3.10| 54 | 9100 | 31.8 | (#)| P
18.A.Y igfmnmﬁwuh (=) Plgiﬂﬂﬂﬁﬂg;%'100x3x Tl b v L] L] L | persisted| good | (=)
infection . aerungiosa(3. 1 2.18| 118 | 9200 |<36.5| (+)| M
: 4,331 15 | 8100 | 38.4
19.K. N 4F9 pyﬁlq?e- (=) E. coli 0.39 T5X3X T| | } } } eradicated| excellent | ( —)
phritis = 0.67| 6 | 4100 | <35
N. T : not tested N. D : not done

BLB BHMEHEL

EFI TR T3ROBUDOIFETH BA, 7HEKI
IEMEERNKEL, S aureus bIHELIA, &
& HE LT,

FER 8 13 3T B DB RE T, 1| HERICARSL
L. S pyogenes bilik L7ch, EMEHELI,

EF] 913 16 BHOAMMEART, | BEICIIME
BLrch, 4B OLBWAE-7/2A, BHEHEL
72

FEF] 10~14 RBUI[EXROERFTH 5, FEH 10
3 6THRORMT, MREEDORLICLIEELNSTE
THorepd, 6 B%IIIAIMEE, CRP »eiE L
BEERKOBHR LA BEHELI

EF 113 TIRO BT, MSEEZERERICE-
TWicH, 7 B bIIRHNE & RSN HEE LIS -7
B, fhOERZER LD, BHEHE LK,

REF 12 3 29 OLMHET, 7H% H influenzae
DUEK LRH, RERIGIZERICRE LN, B
MERDTEE LIS 728, BHEHELR,

EF 133 49koitET, | BRICEERL, 3H
BICI3IZNK, MEIRFORERIIHE LN, BIETH-
1oB, BEHE LI,

FEF] 14 352 ROBHT, JEXWELAHL, %
W WEEE, BN AIICHE LchS, RIEAY 10 Bk
bR Lo, RREMEHEL R,

FEF 15 13 55 B EDBISE X ROERIT 7 A%
R, JERRRIISNE LA, K, WEIEHEEL
B, BHEHELR,

FEF] 16 13 66 D B DM KIE DL & 5 2k

BT, 14 B%BMmEkE, CRP 3%&EL S aureus i
HER LD, B, MERRE#NERELCA, BHEH
E L1,

FEF 17 (3 69 BD B TE X B D R EH|
T, 6 HERHM KW BRFOEKOHENRS
N, RERIGLERLIA, BHEHE L.

SEM 18 (3 80 mR Atk D SRAEE D R ER T, 4
BigIC3AREL, 7T H% %W WRFOMEKICHE
ERDID, RERIGORELPOAR TR -125
B HE LT,

AR 1913 0 HEEOBLEERTHD, 3HHKICI
R, SERAUEL, E coli bk LA EWE
HIE L7zo DIE 19 EEFIDEERENE % Table 3icE &
Wice BEtTHEEMTH, B 1LHL, PPEM I
BT, B EOBERIZ 18/19 (94.7%) TdH -
120

2) HABEERIZHER

MEENHRICOVWTE EDIDD, Table 4 T
b5, HIEAFE 12 Firh 8 FIoiEE, 2 FIARR, 1
FlogksE, 1 BINRBETH - 720

3) BIEH

BfER & LTRTHID LR oD, BETE
B4 358 BRI

BERREBOREZH I GOT, GPT DBE LEMN
36, FFEEEKD LA 1 FlciE Shich, GOT,
GPTOER3IHIDH L, 2HEIEBSKRTHEHREL,
LPNIERICE Lice X, FBEKEZEIBETHD,
et TELEN ST,
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Table 3. Clinical results of S-1108 treatment of 19 patients

diagnosis 22;:: oxcellent gocol(ximcal effe;;tir poor efl filgizzless
pneumonia 7 5 2 71
acute tonsillitis 1 1 171
acute pharyngitis 1 1 /1
acute bronchitis 5 7 4 1 4/ 5
chronic bronchitis 1 1 171
pulrporg.ry ex:nphysema 1 1 11

with infection
ronea e | |
i infection ! : v
pyelonephritis 1 1 171
Total 19 7 11 1 0 18/19
Table 4. Bacteriological effects of S-1108
. bacteriological effect
orgnamsm eradicated | reduced persisted replaced unknown

S. aureus 2

S. pyogenes 1

S. pneumoniae 1

H. influenzae 2

K. pneumoniae 1

K. oxytoca 1

E. coli 1

E. cloacae 1

Pasteurella multocida 1

P. aeruginosa 1

Total 8 0 1 2 1
o & = REALD, S SICHBHIMR SHTW S,

BRDOHZONEH ORI, VWHW S new oral
B-lactamase BHEH| & R=2 Y VA&
DEFIRS=2—F /o Ficairohbd, hoid
WHES, BT FHEROVWT A OE THRRD

7 1 LF,

S-1108 3, EHHREKNLSHFRA CHRS
FIZTFIUVEROE 7 = LREYME T, BER0L
AT T —HIT XD HEEEEET 5 S-1006 ikl
BINBTORS v 7 Thb, S-1006d, 774K
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HEISEREREE TRILS,
ERTESHOTVWAEY,

B DEER D BERICTHT 2 IMEHRAEDERICHB W
Tb, FRBRUOREOEELRKEIC OV TRIEOR
Ergonis,

b5, AF2Y U REMED S aureus (MSSA) T
LEEN 1.56 £ g/ml ITTHREEHIESI N X
S. pneumoniae XXt % MIC, ,1£=0.025,.g/ml &
EBICBIFCH~10 X, 7' LEMED H. infulenzae,
B. catarrhalis, E. coli iIZ%LTH MICy M1 g/
ml UTFOWiE %R L7, K. pneumoniae O
MIC range (30.2~1.56 £ g/ml &, RRiFX /A
DR TIREEZTR LI

L LIEDS P. aeruginasa X3 L Tid, A&FID
MIC FftiF & FRIcEm <, +aRnEhR#Fsh
%L\TL 4) o

D EnERIZ, SEIOERFIOBREFTCE VT bR
N, FPRERCRBBRAEDFESHE L2 TRE
It

L, BREENEINSER 1 DS pneumo-
niae, TEF 7T ROGEH] 16 D S. aureus, TEHI 8 D S.
pyogenes, SiEH 5, fEH| 12 DH. influenzae, FEH] 4
M K. pneumoniae FEF] 19 DE. coli W F 1 HERE
ANt 7SER L 3RIREE LT E. cloacae HHE
Bahtz, X, fEF 18 D P. aeruginosa (3 MIC
3.13ug/mlTHO, HELEM T,

FROEFBERNICBVINOEEIIEHTH
D, BT HEEHRIZ18/19 (94.7%) EWVHEW
bOT, HEEEORIL, BERARIATL, Z0F
FRBINICERTBWERDNS, BB, BHERD

NFUADENTEN

B X IR A IIAERS 51. 9 5 & BB, B~rh
SEBREEZDMGEIRLCE LRI -TVWE LR
b b,

EIfER ZEBEEDOTHA 1 HlIciRe S hfchik 5t
TEEGRA BRI, BRREBREETIEED
GOT, GPT O ERH 3#, IFEEEKIEE AN 1 FlICED
shrch, WInbiEEEPIETERLEL, AROL
EHITRE XN,

D Eo B, BERMRET LD, KENIZT T L5
M, BREFEEIC, N URDENLBVHRENER
L, FRIRESREGMEICT LT3 1 B 300~600 mg 43 3
#5I12T, B OREBERD—DELDEBLLD
EBbhb,

X [

D BBTHER EE E 540 B AR EERE
2L, HEY VRV L, S-1108, BHE,
1992

2) BA(tFEEEFS  BRNREMEIERE (MIC)
REFEBHETICOWT (1968 FHIE, 1974 &F
2:T)o Chemotherapy 29 : 76~79, 1981

3) FAEHT, WE @ BWEXK HELTF
Wigk o w\HER B EFE: T-2588 0F
W, EEBREIBRES, Chemotherapy 34 (S-2),
306~311, 1986

4 EBWEtk EBEHF RKREET BRFEXW,
AMRE, BEZEH BETE SHEX R
HiE—, B FEFfh: CS-807 DEREN, ERK
HJ#R5t, Chemotherapy 36 (S-1), 395~403,
1988
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In vitro activity and clinical studies on S-1108

Hidetoshi Nakamura, Akira Ohishi and Masataka Katsu
Department of Internal Medicine, Kasumigaura National Hospital
2-7-14 Shimotakatsu, Tsuchiura, Ibaraki 300, Japan

The in vitro activity of S-1108, newly developed oral cephem antibiotic, against 400 clinical
isolates and its clinical effects were evaluated.

In the evaluation of the in vitro activity of S-1108 against gram-positive bacteria, S-1108
showed strong activity against methicillin-sensitive Staphylococcus aureus (less than 1.56ug/
ml against all clinical isolates). Against another 5 gram-positive bacteria, including Staphy.
lococcus epidermidis, Streptococcus pyogenes, and Streptococcus pneumoniae, S-1108 had
activity similar to or greater than that of cefteram. Against such gram-negative bacteria
as Escherichia coli, Enterobacter cloacae, Haemophilug influenzae, and Citrobacter freundi,
S-1108 had activity similar to those of ceftibuten and cefixime.

In the clinical evaluation, S-1108 was given three times a day in daily doses 225~600mg
for 4 ~14 days to 19 patients, 18 with respiratory tract infections and one with urinary
tract infection (males, 11 ; females, 8; age ; 16—80 years).

Clinical efficacy was evaluated “excellent” in 7 cases, “good” in 11 cases and “poor” in
1 case.

Adverse reactions, consisted of one case of diarrhea as a side effect, and three cases of
slight elevation of GOT and GPT, and one case of eosinophilia*among the laboratory test
results.



