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marcescens 21 . Citrobacter freundii 21 %
Pseudomonas aeruginosa 27 BRDE 215 HicoL
T, BA{CEREFSEERS LT S 10060k
INFEEREIE R (MIC) AMITE L7z, EEc, MER
& LTOD cefpodoxime(CPDX), cefteram (CFTM)
cefixime (CFIX), cefotiam (CTM), cefaclr
(CCL) ? MIC % ilE L Crusat Lo

753, AIEREME LT Mueller-Hinton X%
i (BBL) %R\, {EMEEikIREHRERT3
v (BK) T—REEEELLD D% HEE B

*T812 BETHREXEL 3-1-1



VOL. 41 S 1

S- 1108 DERERY - EERAIRET

327

T 100 It L THW G

2. EEERENE & BER DR BOBE

SERL 2 £E 11 B SR 3 & 6 A £ To/lic, fuM
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1. BERDEEKICHT 208N
M KEE AR A BEHROEBERSBEFKICD
WTHRIE L7 S-1006, RUONHEIEL L/ CPDX,
CFTM, CFIX, CTM, CCL @ MIC D4 #i#iFH,
MIC;, MIC,, fE%2&E/RLIDH Table 1 TH 5,
75 LIBMRED S B, S aureus T3 S-1006 (&
100z g/ml L ED 1 #kZBR &, $XT0.20~6.25
wg/mlicsf L, MICs, A% 0, 78, MICy, A% 1. 56
vg/ml EBNIENTH -7 THiZ CTM EfE
%, CCL &b 1 &, CPDX, CFTM & v 2 B

B, CFIX XD 5 EREAES BN/ bDTH-7 L
ML, E. faecalis Ti3 S-1006 (% 1. 56~100 1 g/m]l
PIEicH e 5 bDD, 1.56~12.5ug/ml i 8 FkD
30%ic 9 X9, MICs, & 100 £ g/ml, MIC,, (I
100ug/mlPUEEL>IBENTH -7 ENTDH
MIC D/pEWVWE T ATIE, CPDX ® CFTM &£ 9%
PENICDHDTH -1,

75 LEHRED S 5, E. coli Tid S-1006 i3 0. 10
~1,56 ¢ g/ml i3 L, MICs, &% 0, 39, MIC,,
120 78rg/ml EBNICIRENTH >, Thid
CPDX, CFIX &[EI%TH - ch, CTM, CFTM
L0 1~2BMYE >TWi, LML, CCL &b 28
BN T\, K. pneumoniae T3 S-1006 (2 0. 20
~6.25pg/ml LRRBELF/H L, MIC;, H
0.78, MIC,, 12 6.252g/ml E®RE->TW, T
NIZCCL L0 1 REEN TV HDOD, fhd 4 F K
D1~3BHES->TWi, E. cloacae Tid, S-1006
12 0.10~25 ¢y g/ml IZ453% L, E. aerogenes T i3
0,78~50 L g/ml I3 fHm L 7cH, WFh b MIC,,
1.56, MIC,y, 725 1 g/ml T, E&ZH## T CFIX,
CFTM £ 0% 500, SEmMEEI2L, fil
kDb MIC,, EVHBEEN TV, &< CCL
IZRIEWIRENITH -7 S marcescens Tid S-1006
12 0. 78~50 £ g/ml IZH%H L, MICs, H 1. 56,
MIC,, {3 50 # g/ml T, Enterobacter spp. & 3i¥
FZHEDORENTH-77Hd, CFIX X0 2~3ERESH
0, CPDX, CFTM & 3iXEI% T, CTM, CCL &
DIIENICBDTH -7, C. freundii TiI S-1006
12 0.39~50 1z g/ml 44 L, MIC;, #0, 78,
MIC,, 350 1z g/ml G, MIC;, {EiZ CTM, CFTM
E[E% T, CFIX, CPDX &0 2Ep, CCL Lhid
5 BREENTED, MIC,, EiRfhoVWTFhiD HLE
NIcbDTH -7 P. aeruginosa TIL S-1006 (&
6.25~100 £ g/ml IZ43% L, MIC;, 2% 25, MIC,,
2100 1 g/ml EEFIDOVFRIZ HRWHREHORD
LNIcbDD, TR HDTIRIED) -1,
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H5b, EFINIRENS BIHRETTOBEFTH, LFT7
Flodt 14 FlT, Mx4f, 2HEIEIRK2H, 84
SIEXRS G, Rkx26, IHEBERXLIFITH-
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Table 1. Antimicrobial activity of S-1006, cefpodoxime, cefteram, cefixime, cefotiam and cefacly

MIC (prg/ml)
Strain (no.) Antibiotic
range 50% 90%
S-1006 0.20~>100 0.78 1.58
cefpodoxime 0.78~>100 3.13 6,25
Staphylococcus aureus cefteram 0.78~>100 3.13 6.25
27 cefixime 0.78~>100 12.5 100
cefotiam 0.39~ 100 0.78 1.58
cefaclor 0.39~ 100 1. 58 6.25
S-1006 1.56~>100 100 >100
cefpodoxime 3.13~>100 100 >100
Enterococcus faecalis cefteram 3.13~>100 >100 >100
217 cefixime 12.5 ~>100 >100 >100
cefotiam 50 ~>100 100 > 100
cefaclor 25 ~>100 100 >100
S-1008 0.10~ 1. 56 0. 39 0.78
cefpodoxime <0. 05~ 8.25 0.39 0.78
Escherichia coli cefteram <0.05~ 0.78 0.20 0.39
7 cefixime <0.05~ 12.5 0.39 0.78
cefotiam <0.05~ 1. 56 0.10 0.20
cefaclor 0.39~ 100 1. 56 6.25
S-1006 0.20~ 6. 25 0.78 6.25
cefpodoxime 0.10~ 12.5 0.20 1.56
Klebstella pneumoniae cefteram 0.10~ 12.5 0.20 3.13
(26) cefixime <0.05~ 50 =0.05 0.78
cefotiam 0.20~ 100 0.20 1.56
cefaclor 0.78~ 50 1. 56 3.13
S-1006 0.10~ 25 1. 56 25
cefpodoxime 0.20~>100 3.13 >100
Enterobacter cloacae cefteram 0.20~ 25 0.78 25
(5) cefixime =0.05~>100 1.56 >100
cefotiam 0.10~>100 25 >100
cefaclor 6.25~>100 >100 >100
S-1006 0.78~ 50 1.56 25
cefpodoxime 0.39~>100 6. 25 >100
Enterobacter aerogenes cefteram 0.39~>100 1. 56 >100
(22) cefixime 0.78~>100 6.25 >100
cefotiam 0.39~>100 12.5 >100
cefaclor 25 ~>100 >100 >100
S-1006 0.78~ 50 1. 56 50
cefpodoxime 0.39~>100 1. 56 >100
Serratia marcescens cefteram 0.20~>100 1. 56 >100
@n cefixime 0.10~ 100 0.39 100
cefotiam 0.20~>100 50 >100
cefaclor 6.25~>100 >100 >100
S-1006 0.39~ 50 0.78 50
cefpodoxime 0.20~>100 3.13 >100
Citrobacter freundii cefteram 0.20~>100 0.78 >100
[©4p)] cefixime 0.10~>100 3.13 > 100
cefotiam 0.10~>100 0.78 > 100
cefaclor 0.78~>100 25 > 100
S-1006 6.25~ 100 25 100
cefpodoxime 100 ~>100 >100 >100
Pseudomonas aeruginosa cefteram 50 ~>100 >100 >100
@n cefixime 50 ~>100 100 >100
cefotiam >100 ~>100 >100 >100
cefaclor >100  ~>100 >100 >100
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influenzae, Moraxella catarrhalis, P. aeruginosa,
EHEROANE 1 HIT, [ELRDTHITIE Stre-
ptococcus pneumoniae & P. aeruginosa, K.
pneumoniae, Haemophilus parahaemolyticus,
M. catarrhalis D& 1 HIOEH», EHEHED DK
3BITH 1o 12, RbkRD 2 i3 Strepltococcus
pyogenes U Streptococcus milleri Ik 5 HDT
Hoteo BERABEREEZPHSMICTELEN 7
thOREIEIFHIRG N TV LD, ofloxacin
NEMMA I TW/fl&, rikamycin & enoxacin
PREINTWHFIDAHFITH > 7,

S-1108 D5 BE 543, 1 E 75~200 mg,
IH2~3ME, | HfEE LT I150~600 mg ZRH%IC
'S L, 52 ~40 ARITH - 1ohl, %<
34 BLIATH -7,

BRERZNE G, WD 4FITRIEMLH, B2 6,
W LBIT, BHULEL4FIFDIFITH 7. BHE
SEZRD2HIVWTNLEHTH -7, BHUESIE
XRDOSFITEEM2H, ©PEHMIF L, BHHAIE
B> bDDEMRIZ2/5 LIERTH -1, Fic,
BEME D 1 flI3EREI BRI N, S-1108 D5
L 2 ARIEEN > - DHERETH - 120 20
PITOBRKNRESBE, EXH3H, BH6HL PP
B 361, M 1A HEARRE L FIT, FEHEIZ 69,2
BTH -7

MEFERIZIEZ, P. aeruginosa & M. catarrhalis
D2 ¥RFD | BROSEERFE L7chY, ZTDRIOEKIZT
NTHEEK LI, 2D M. catarrhalis DRRE T X 13
o TIR, S-1108 0 1 BIR5EN/DIEL, &5
W bEM - 72,

BERE LT, SOFE, BRRUABEORKEE
EONE LFIcRD SN, BEROHBREIR 14.3% T
Ho1e S-1108 FHEHIEOERREEDEE % £ R
L7c®D» Table3 TH 5%, BEKRBREMBIC A SD
BELX#HLBED SN,

m # &

S-1108 (37 L < BAR X 72 prodrug BOKEOH
7 7oK VRET, BOBSINLLBENS
BN xh, EHEEROS-1006 &7150, KEOKREIC
fER 3 5EAKITH 5,

T, S-1006 DbbhDHZETOREKS R
T A MENERT B EE IS, BEHCAIE L
Za—FOt7c bFREELVWDNI S CPDX, CFTM,
CFIX, XS 21Xt 7 £ LRED CTM, #—

NV RREOE 7 « LEREDREE LTD CCL Dty
& Ut $-1006 D 7T LIBHERREC Y At
HTid S aureus 12X LT MICyo 531,56 ug/p
LIEmIEBNTED, B, B2HROE 72450
#»5 CCL, CTM &ZIEFEIHDHDT, = 2-4
7z LRELD bENTW I, LML, BillBg:
73 > T\ 5 methicillin-resistant S. aureus(MRSy)
Xt LTRITREANFEERD SRV, ¢
E. faecalis W53 AHE N bEMHEINTL;
LD, CHETDET 2 LEEERBEICE-TH
teo —H, VT LBEWREICHT ARENEE o
K LTRLENTED, MIC,, 540,78 1g/ml ¢
Za—EOt 7 2 LRELEFED LD TH 12, Lh
L, K. pneumoniae %3 5 ENIE MIC;, T
0.78, MIC,, 76,25 g/ml £EPHED, HBEL
DHE-TW, 2ERHTLE coli K0 b 1BE
EBBBITIIE > TV B, bRbhOBEE LY
T4, MICy, 23 1.56g/ml TH 7", Enkero-
bacter spp., S. marcescens 2%t L Tid, S-106
D MICs, 31,56 £ g/ml T, CCL DA DHBE:
HEDENIED -T2, FHBEITIZRD ShIEER
HEENDIZ L, MIC,, VBN TV, Jhid s
lactamase <Xt LT S-1006 "X ETH B EWVITE
kB EBbhs", £/, C. freundii \IZHLTY
S-1006 (2 CFTM, CTM & REIFEDHRE NN H,
CPDX, CFIX &9 bEBNTWI, fthh, P aen
ginosa X9 % S-1006 DIEHIZHBELY b
NIcbDTH - 72h5, MICs, 25 ug/ml & F1
BEHDEREA LI ST,

IS DK REEICH SN B ERAREH
T 5 S-1006 DHEH & FEF—HL T\, 21T
Db NORETTE LD - 72 IR BRREE DFERY
BREICXTT 5 S-1006 DILE 1% MIC,, THTHH
&, S pyogenes, S. peumoniae, H. influenze
TROWTFND 0. 102 g/ml DAT & FEEICEBRTED
M. catarrhalis 730, 18 z g/ml TH » 12, ¥t/
5 LB E DS BT, Proteus spp. O MICy
0. 39~0. 78 1 g/ml T, Morganella morgani #
6.25ug/ml TH-7" .

S-1108 DIRIN, Bt >\ T RRE T &AAL
B, EREEE X D bR SO A M S-1006 BEN
ECD, RPENNER b BIFICE 5 & VWbh T
100 mg KX 200 mg DREHREDEEZD Cmax 18
2.624g/ml T, Tl/2hZhZFh 110, 10k
AUC 3,07, 7.33ug - hr/ml & HEINTVA
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EDEED Tmax 325 2 0hr T, RAPEINEAH
34,6, 40.0%THh b, £/, 7oy FOMAICK
D Cmax WERL, RAEIRENET TS &AM
OSMTINTVABEY, BEHLEIEEzbhbRE
cefpodoxime proxetil ® ME-1207 TR»TH Y,
prodrug BOEOt 7 « LRIEITHBE LI TN E
Bbhsr" ",

bhbho S-1108 DEEKRIGAIE, 1 B & 150~600
mg % 2~ 3BT TIREG L, BRI 2~40 8
fITH »7co TDEERMRBI Streptococcus spp. i<
L BRMED 2 HlIFENT, BESEIRD 2H LT
NTHMTH » 1o Ftz, M%TE H influenzae
LB bDDEM, P. aeruginosa DRI Nz b
DEEDIAFIRIFIEHBOLENTH 7. L
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Basic and clinical studies on S-1108
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We performed basic and clinical studies on S-1108, a new oral cephalosporin antibiotic,
with the following results.

1) Antimicrobial activity

The MICs of S-1006, the active substance of S-1108, were determined with an inoculum
size of 10° cells/ml. The MIC,, of S-1006 was 0. 78 g/ml for Staphylococcus aureus, 100<
for Enterococcus faecalis, 0,78 for Escherichia coli, 6.25 for Klebsiella pneumoniae, 25 for
Enterobacter spp., 50 for Serratia marcescens and Citrobacter freundii, and 100 for Pseu-
domonas aeruginosa. Its activity against S. aureus was greater than that of the new oral
cephems. On the other hand, its activity against gram—negative bacilli was the same as that
of the new oral cephems and there were few strains highly-resistant to S-1006.

2) Clinical efficacy

Four patients with pneumonia, 2 with acute bronchitis, 5 with chronic bronchitis, 2 with
tonsillitis, and 1 with cystitis were treated with S-1108, The patients were treated with a
daily dose of 150—600 mg for 2—40 days. The clinical response was excellent in 3, good in
5, fair in 3, poor in 1, and unknown in one patient. The efficacy rate was 69. 3%.
Adverse reactions were dysphoria (1 patient), and swelling of the vulva and nipple (1
patient), but there were no changes in the laboratory findings.



