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1) HABIRE : FHEHR 57.6 7 (n=5) CAH|% | [H 150 mg (n=3) %5\ I 300 mg
(n=2) BETHABEERF Lic, WTNORSRICEWVWTH E—7{HIRRE 2 ~ 3 Kk
TZENENO.76, 1.53ug/mlTHD, MR 0. 99 5], 1%%@Tbatoﬁ¢m
#Rid 150 mg BETI 12.4%, 30 mg BEWTI15.9%TH 1o

2) BEPREER : 4 FIDOBHESRERGEDSMHERICAFE | H 300 mg D9 35T~
14 BT DBEERNEREERA Lic. BRMBEEN 26, EH2HIThD, 2F0FW
THo 1o MEEHNICIE 3 H XD Staphylococcus aureus, Branhamella catarrhalis,
Streptococcus pneumoniae DZNFN 1 KPDHEE XN, S aureus DA III/RGELEF
L TWhiZ O3B 5% IR EHEE LT, BIfEREBMENIZERYD ShT, &H
KL AERREBDORE bIIho72,
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S-1108 (JEEF RBIRAWM TR TR I N/cEOH
7 LRBEMETH B, AFIEVWHWE T N
Iy 7 THOROBRSE, FBEEOLRTT ¥
Ik DMK R4 2 TEHE 7S S-1006 & L CHERIM
BT 5,

ARG S-1006 (375 LFEIERS, REfFBIcARERE ST
BARY M EBLTEBY  Staphylococcus aureus,
Streptococcus pneumbnidé%@ I\i/II'C-tq oiti 1.56 n g/
mlUTTCHB, —F, FEAEDRMEEICIZ MIC,,
130.78g/ml LITOBREERLTWS =Y, ‘

A DEABREINBEOWMEICL S & 1(H 150
mg BE T Cmax i3 .53 ug/ml &5 < SRbBEMER b
FEESTH 25% (0 ~24 BSRD SHEIhTVEY,

58, D EOBBY L ARIOBEERRT <, I
TREEBORN &, ZOBERNLRNARET 3,

1. % %
- Bt
$ﬂ®&$gw - P E DT DZ i T L
Ko SRS - FAERIZ\ I & BT IS IBAE DR

SED 1L\ BRI RRYLE & 0F L7 bO CRED THE
HESN5BITH B, AFI 1L E 150 mg ¥ & ¥ 300
mg BENEFNEFNIFIBLIO2HITH D, FHhid 47
FIho 64 TS L, FHEMHE 57.6 7 THo
oo WTFNOBRSHELEGANBSXUOAFIRSE L,
1.5, 2, 8, 4. 6, SERISICHRML, Mi&i<s
HMEREMEE TH (-80°CUT) IKTREL.
FroRPEEICBE L RS54 2, 4, 6, 8ERRIC
ERL, REAEHZD 1 ($5cc) ZREREIC
L7, REBERERIMBELZCRE S E. coli
7437 #RREE & L, Tripto-Soy agar &R\ &
#ikD Bioassay IS TEM L7, RMBBEBK O
AR, MEPEBETRE MIEZAYV, RTRE
0. 1 M phosphate buffer (PHT.0) ’Eﬁﬁhko
. BRERIIRE ,

mﬁm#ﬁmm$miﬁgﬁx9$m2¢mzﬁi
T MBI REE L7 3 BlOASKBE LFELC 1 HIOA
Brh o BHRE X RO EHHEBFOAT4HITH -
foo FEMIZ62 DS B0 F ETIHT LI b, A
o5 H%E 1E 100 mg, 1 B 3EARKESTH

*T235 W) BT TRV LA 1-6-5
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D, BREMRIZ8~14 ATHH- 10

BEIRZNR AL % 3 BLIPICE, B ERDH
BHRRHONILDEES, 4~THATHED SN
ERALIbDEEY, 7R%LEBHRE EHILD
BoNEh-fkd, HEVERED LD EMmE & L
2o

M5 RS ARUERFIROREREOHEN S, #H
%.Eﬁﬁ.ﬁp.%%w4&m&tto

I. ¥ 7

1. ERERET

18150 mg & U 300 mg &5 MARES X
VRt RO MEER %R L. (Fig. 1. Fig. 2.
Table 1, Table 2),

150 mg #5085 (n=3 : FHEHR 59 ) oMM
B35 % 15BN S SEIOMIcE— 7 {EIT#E L
TED, ZDfEH 0.60~1.41 £ g/ml DETH -7,

4 B5fEICi3 0. 17~0. 96, 6 BFRE1%, 8 ByRAtkICZ
—e 150mg
o — -0 300mg
Dose| M| Cmax | Tmax [T17208)
(ug/ml) (mg)| g\ JB/mD)| () | (hey
3] Nod 156()| 060 | 15 | 083
,/ Nos 150 [258()| 069 | 2.0 | 093
S ,:<"\< 363)y)| 141 | 30 [ 121
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Fig. 1. Serum concentrations of S-1108 after
150 mg and 300 mg oral doses.

Table 1. Serum concentrations and urinary
recoverys of S-1108 after 150 mg and
300 mg oral doses.
Dose Name Concentration(pg/ml) Urinary
(mg) No, SexAge| o 1+ 15 22 3 4 & g :Ow-;‘l':(y%)
1[MY | 0 052 060 053 037 017 006 004 78
150 {2 T | 0 042 060 069 049 029 008 004 19
5] ; S{ss 0 062 066 071 141 096 029 0.09 174
4 :;"1'7 0 125 171 182 118 070 030 012 | 167
e 'F('Sa 0 08 09 123 162 115 044 014 15.1

nEN 0.06~0.29, 0.04~0.09 /2 g/ml Dffi%7|
tzo —HRABEMIZDOWTIZ 0~ 8 BERIDRI: T8~
17.4% (P45 12, 4%) DEMRRER L1,

300 mg & 58f n= 2 SEHEMH 56 F TIRRE~ /gy
5% 2~ 3MIcHD, TDOMEE 182 162,y
ml TdH » 1, BEARSHETORS% 8 BMETy
0.12~0. 14 pg/ml 2R LTV, 1, RebEWNEY
16. 7~15. 1% (F$915.9%) TH 12,

150 mg #5050 T1/2 13 0. 83~1. 21 5/ ¢, 29
49130, 99 BRI TH D, 300 mg 5 TR L%
EHTH -7

2. BapkrymeEt

4 FlO@HKE X R D BB I TAROER
AR Lc, PHERII 745 T TEMS, #it)
FITH > tco ARV TN S 300 mg/day DREE
BT#H -1z, Table 3R WFhbBEHL Lo
BAETH O, FHEIKE BDNAIERIE L FHEHon
1t -7c (Table 4). SRS LTI 3 Flic%shdy
b, S. pneumoniae, Branhamella catarrhalis %

(pg/ml)

3- L1

= 150mg (n=3) 0S5
o = 300mg (oe2) 126,
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Fig. 2. Mean serum concentrations of S-1108
after 150 mg and 300 mg oral doses.

Table 2. Mean serum concentrations and urinary
recoverys of S-1108 after 150 mg and
300 mg oral doses.

Concentration (pg/ml) Urinary

recovery
Dose 0| 1 |15]21{3]|4]6|8r]|@smk
150mg | 3| O |052]|0.62|0.64}0.76|047 |0.14 | 0.06 124
300mg (2| O |1.07]134]1.53]1.40{093|0370.13 159
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Table 3. Clinical effects of S-1108
INam¢ Diagnosis Treatment Organism Effect R
«No.| Age |(Underlyingi—— - Before — : emarks
‘J},ﬁo Segx disease) Dazln);gdfse Time D(‘:iga;;(;" Total dose After | Clinical | Bacteriol.
“_M.Y. Chronic S. aureus
1| 79 | bronchitis 300 3 14 4.2 Good |Unchanged| (-).
M (=) S. aureus
S.K.|/Chronic : B. catarrhalis .
2 | 80 | bronchitis 300 3 8 2.4 ~———————— |Excellent| Eradicated| (-)
M H v,(g - ) ( ~ )
PN - - .
|T.T.| Chronic TR - S. pneumoniae . #
3| 62 | bronchitis 300 3| 9 2.7 ———— |Excellent| Eradicated (=)
REASIRE )
.; |W.N.| Chronic N.D.
.4 { 77 | bronchitis 300 3 8 2.4 Good | Unknown (=)
N.D. : not done
Table 4. Laboratory findings before and after S-1108 therapy
Casel RBC Hg. Ht. WBC Bas. Eos. Neu. Lym. Mon. Plat. GOT GPT ALP BUN Cr
No.\  (x10%) dd %) %) %) %) %) ) %) (x10*) (IU) .(IU) (U) (mg/dl) (mg/dl)
B* 381 13.8 40.2 4800 3 2 73 17. 5 17.1 30 .30 . 2.6 29.3 0.73
l
A 371 13.6.38.6 4600 - 4 5 45 42 4 23.4 37 33 3.6 18.4 0.82
) B 466 14.3 43.2 9100 0 2 80 14 4 3.2 25 30 8.4 16.2  0.97
A 464 14.1 ‘42:3 T100 1 2 65 28 4 = 22 18 8.2 20.5 0.77
3 B 373 10.6 31.9 14500 O 1 85 12 2 '31.'2 16 15 7.5 14.1 0.79
A 384 10. 4 33.1 7900 1 3 65 29 2 34.4 - - - - =
. B 419 12.4 37.0 6300 4 4 57 28 7 33.1 19 8 - = =
A 426 12,7 37.9 6000 4 3 57 30 6 32.7 - - - - -
* B : befor
A : after

ILTS aureus BSENEFNYBESNIH, S aureus
RICHBORECTHEIIFEHEL T LL, 20
{2 Pl itk & LT OMEEHARUE S %K LTV
DT, BIRERUI SO &M Ui, AR L2
ROzt~ z,

CERIR 6 F R DB SE X ADBEENTH
b, MPBEGkED 38°C, WBC 14500, CRP 4
;(‘+>. BHEOMRE P ETH - oo A 300 mg/
day RTREEMIE LI 2B, 5 HRICEERS
36.8°C, WBC 7900 EEREL, BHE L UEEDHE
KUt UB%HEDRLY S, pneumoniae WX H

TV, FEHEEREEIRIRTEID - Il Hil
REHE LT,

filt 1 4113 80 ¥ BEDRE U  BEREX RO
BHTHDH, FHIRG 3 HAIL DK - BOHBEEH
ELUTkRBE L, AFHRESHBKBEIX WBC 9100,
CRP 5(+), BB (+), BWEL PHETH-7, [
U< 300 mg/day 5 TRtAL7c &2 A, 3BEK
DELMIEELD, BREKLERHICHEL, 68
Hizid WBC 7100, BRHHELEMEHE L, &
BWEHEF LY B, catarrhalis BREIN TV,

¥, AEHRSHORIERS XS RGHDOERRE
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S-1108 (277 # new oral cephem R DECIH i
METH 2, ARIBICHEINRTVWAROD
cefuroxime axetil (CXM-AX)® cefteram pivoxil
(CFTM-PD)® cefpodoxime proxetil (CPDX-PR)"
FLEEVWDWE O NS v 7 Th b,

ARIOBHMIRRD 27N B Y T = LF & ik
BEBEARY ML b 7T LB, BEEE T 2
NE <, LrbRb~DOHE b A%IE S5 TH 40% &
mC, BAZELDREWIEIEHBEY, LrL, BER
LR X TV B methicillin-resistant S. aureus
(MRSA), Enterococcus faecalis FiZl3flhit 7 = A
HlRIBRIMEEEEZF LTV LWL,

SEHA ZFHRD &L, 5 FlokS BEHAN S E
& A FIDEERIIG A %2 #RET Lic, MAREIISWVLTIE
PEEY AHEL TV S Phase | DRE (REER
AN &gt 5L, C.. BEIFHCEIERING
Mo tehy, Toa, BEDRKEWVERDN D hdibh, Z
DFEE, FRepdEttER (0~ 8 B & B /DEWEARBDS
HaRXx i, 758, 150, 300 mg %5 TIIBHIES
dose response IR 5N TV, AFID 200 mg &5
CfhEIEZNE E DB TR C,, i3 CFTM T 1. 34
pg/ml®, CPDX T2 7ug/ml” THBDIIHL
TARNT2.62 & CFTM £ D2 {% CPDX &3
BREDEERLTED, FEDORINDBF XA REX
hi,

BAREICZSEIHR A 340 LARRTEL M-
», %58 300 mg/day 7 3 DEFDATHITN S
BHLLOBBENE SN, AR OEHEIIRETERIK
mxhTWic, BHER bEFIEY VRO LT3 2380
BT 3.36%Y LHExN, JORERHEMB O
T LEHETHEBWMEEEZ o bD, SEIHE
HEBTORETHHEN DIV OTHRRIESAK
WHDD, HEMELLEROD | >EEL SN,

SH%BEBHLICHD, WbWE 0 F U LDBEE
A TLBHDEEZ SN, IAEFIOREGOBICE
DEER, BSMHR, £/ EDOXS BRAYMEEESS
HHEEIC S L Bbh s, BERZOUNKD L X
5 new quinoline EWAHINTED, TDORE
bal, RN H—MEGHEREINIcIE b
bo-T, ETETZOFEREENLRLTERTVS

B, BEIERSNTORIER, FHIEEMD Sop
BHHTRTVS, DL ITEKITBOThERLY
LI R EHDE L T = LENZE DR M0F
D, BB LCEGHBEEET S5 Lickogy;
{ERFHELRERIEEL SNh 5,
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Basic and clinical studies of S-1108 in the respiratory field

Takeo Imai, Iwao Sakurai, Toshio Hohjoh and Fumio Matsumoto
Department of Internal Medicine, Kanagawa Prefecture
Midwives and Nurses Training School Hospital
1-6-5, Shiomidai, Isogo-ku, Yokohama, 235, Japan

Takayuki Takahashi
Central Laboratory, Kanagawa Prefecture Midwives and
Nurses Training School Hospital

Basic (absorption and excretion) and clinical studies of S-1108, a new oral cephem
‘ antibiotic, were performed, and the following results were obtained.

1) Absorption and excretion : S-1108 was administered to 5 patients (Mean age : 57.6
years) in doses of 150 mg (n=3) and 300 mg (n=2).

The peak serum concentrations. were 0.76 and 1.53 ¢ g/ml, respectively, and half times

! were 0 99 and 1.25 hours, respectively. The urinary excretion rates were 12.4% and 15.9
9%, respectively, within 8 hours.

2) Clinical studies : S-1108 was given to 4 patients with chronic respiratory tract
infections in a dose of 300 mg three times a day for 8 ~14 days.

The clinical response was excellent in 2 cases and good in 2 cases. The following orga-
nisms were isolated (Staphylococcus aureus 1, Branhamella catarrhalis 1, Streptcoccus
pngumoniae 1) and 1 case (S. aureus) has persisted

No side effects or abnormal laborator‘y findings were observed.
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