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R, BURKAEZIRIZERNZG, ©OEE26), EH1FID80%TH -7z,
BYFRIZ 3PICESH 2 VIR RENR, FERLED, 3 7:HRREETIR 2 fIicFRIRS55%E

B, —ANOFSIREERYE 2D,
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SERZ I &GRS Mk 3 5 R-37630 MIC
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1) fi&dhH

ERAEEIIERELR S aureus209P JC-1 #%
Terajima #k, E. coli NIHJJC-2 #%, K
preumoniae ATCC277368KE & UBZEREDEERSD
Bk S. aureus, E. coli, K. pneumoniae, S. marces-
cens, P. mirabilis, P. aeruginosa %50k, M. mor-
ganii 8%k, P. vulgaris 1THK, P. cepacia 30Kk X U
A. calcoaceticus 40kDET39585TH 5, MIC DHIEIX
AFCFREFZATREI R, HRERETITY, 8
HEERIZ10°cells/ml & L7z, %7:, FRFIC Cefalexin
(CEX), Ampicillin(ABPC) @ MIC 2#IEL, H#&
BEtli, B, FIEADRIEICIZR-37630 NatET
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Table 1 Susceptibility of clinical isolates to R-3763
No. of MIC (ug/ml)
Organisms | Antibiotics | strains
tested | £0.025(0.05)| 0.1 {0.18(0.39|0.78(1.563.13[6.25|12.5| 25 | 50 | 100 | 200 | >200
R-3763 27 17 3 3
S.aureus ABPC 50 4 5 1 3| 12 8 9 5 2 1
CEX 1 7| 28 12 1 1
R-3763 2 3 19 | 18 7 1
E.coli ABPC 50 1 2 17 9 3 2 |16
CEX 6 | 32 8 1
R-3763 1 22 15 8 3 1
K.pneumoniae ABPC 50 1 5 16 14 10 212
CEX 1 41 6 2
R-3763 2 8 10 18 10 2
S.marcescens ABPC 50 1 3 1 4 3 1 1 36
CEX 1 49
R-3763 1 24 24 1
P.mirabilis ABPC 50 1 3132110 1 1]2
CEX 212 |19 1
R-3763 1 1 2 3 1
M.morganii ABPC 8 8
CEX 1 2 5
R-3763 1 6 4 4 2
P.vulgaris ABPC 17 3 13
CEX 3 1 2 5 412
R-3763 50 1 1 1 3 |4
P.aeruginosa ABPC 49 49
CEX 50 50
R-3763 1 2 3 6 7 4 2 4 1
P.cepacia ABPC 30 14 3 1 12(>100
CEX 2 3 8 1 1 5 2|8
R-3763 1 1 1 6 5 4 8 10 4
A.calcoaceticus|  ABPC 40 5 5 1 2 1 3 23
CEX 9 2 1 1 1 1125
2) ERAREIRET LSEORE % & ICBEhORKBEDHAOER &

HRIZ1985F 9 A4 5 19865 3 A % T2 24/ IBER}
KEFFRBARN R 222 L -SRI RSAE 15
g, BHEIF, Zto6fl, Fkid21Ks 582K, F
£955. 88 CH o120

HKROMRIIBHTEL L 26, BHEKEIR 3B,
TRERRE - T-ME 76, FTMEOBYSEE 15,
R I RESHRAE 2 B TH 5,

Zh o Rl CS-807, 1[EI100~200mg% 814 D&
%18 2ET4~14EMER L, EERMESIN 2Rt
L7z

FEPRBIEIIT, W%, MR E K OBKRER, i
WXHFR, FKifE, CRP{E, BIMBMOIERELZ>

D, E%h(Excellent), %1 (Good), ®E%h(Fair)
B X U3 (Poor) @ 4 BFEICHIEL 726

& 5 ICFAPE S BitBER, BRSATROBRKEE
A ERETL, TRt ImL 2.

1. & |

1) High

BREEHEERICNT 5 R-37630) MIC{#iZ, S. aur-
eus 209 P JC-1, Terajima #ki3#&%1.56, 0.78ug/
ml ThY, E. coli NIHJ JC-2#, K. preumoniae
ATCC27736% 1 130.39, 0.18ug/ml D MICET
Ho1z,

Table 1 i RREEGEK S BEbKI 39 5 R-37638 & U
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Table 2 Clinical efficacy of CS-807
A Underlying Isolated Daily dose Evaluation
Case s:e Diagnosis disease or organism and Side effect
* complication & duration Bact. Clinical
1. SN. 6; Acute bronchitis - S.aureus 100 mgXx2X7 Eradicated Good -
2. TA. :Z Acute bronchitis - N.F. 100 mgX2X6 Unevaluable Good -
3. LT. ;: Chronic bronchitis - H.influenzae | 100 mgxX2Xx10 Eradicated Good -
51 . .. Atypical . i
F. 1 X 2X . Good N
4. KS. F Chronic bronchitis mycobacterosis N.F 00 mg 5 P.aeruginosa 00 ausea
5. YL | ™ | Chronic bronchitis | O\d PUIMONAY | g o monice | 200mgx2X7 | Eradicated | Good |LDH,GOT1
M tuberculosis
49 Bronchial asthma 0Old pulmonary
X 2%
6. YS. F with infection tuberculosis N.F. 100 mgX2X7 Unknown Good LDH 1
7. KM a Bl.'onc.h‘al ?s 2 - B-Streptococcus | 100 mgX2X7 Eradicated Fair -
F with infection
60 Bronchial asthma .
— X 2% —
8. SY. F with infection GNB 200 mgX2X7 Eradicated Good
21 Bronchial asthma Fatty liver
.F. X2X —
9. Y.N M with infection Obesity N.F. 100 mgX2X6 Unknown Good
34 Bronchial asthma
- F. X
10. TK. M with infection N.F 100 mgX2X5 Unknown Poor Nausea
66 Bronchial asthma . .
. M. - . X2X -
1. TM M with infection A.lwoffii 200 mgX2X7 Unknown Fair
75 Bronchial asthma Pulmonary . . Anorexia
12. SIL A X2 X
SI M with infection emphysema H.influenzae | 200 mgX2X4 Eradicated Good Abd. fullness
82 Pulmonary . .
13. ].T. - H.influenzae 200 mgXx2X7 Eradicated Good -
M emphysema
48 i X
14. TF. Bronchiectasis Hashlmoto s K. pneumoniae | 100 mgXxX2X7 Eradicated Good -
F disease
15. M.H. ;2 Bronchiectasis Respir. failure N.F. 200 mgX2X14 Unknown Good -

CCL, ABPC® MIC %R L7z

HRERSMMED S. aurens S0BKTiX R-37630 MIC i31.
56ug/mlic¥—2 %R, CEX L i2iZIZA%ETH S
9 ABPC IZi3% 2B CH > Tz,

E. coli, K. pneumoniae, S. marcescens, P. mir-
abilis D 7 5 AREMERE BRI L Tid, R-37630D
MIC it &£%40.18, 0.1, 1.56, 0.05xg/mlic ¥—2
&, Wihd CEX, ABPCiKiZ3~5EkH 2
VRENUEBSERTH oI, M. morganii, P. vul-

garis iIZ oW T & R-3763i2 CEX, ABPC IcLE L3V 4,
EIEEERLL,

TR OVEEREE S T LARRHERERED P. aeruginosa,
P. cepacia, A. calcoaceticus i= 2\ T b AFix CEX
® ABPCIZIZBED b DD ZD MICO E—7 13 &X&
200<, 6.25, 50ug/ml &EfEERLTZ,

2) ERARATHREY

CS-807TRSHERI DR, M, BWif, WERIHE,
BE& 5 NTHIEFR, BRI % Table 2 1R
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Table 3 Overall clinical efficacy of CS-807

number evaluation
. efficacy
Diagnosis of rate(% )
cases | Excellent Good Fair Poor
Acute bronchitis 2 2 100
Chronic bronchitis 3 3 100
Bl.'on(':hlll :.xsthma 7 4 2 1 57.1
with infection
Pulmonary 1 1 100
emphysema
Bronchiectasis 2 2 100
Total cases 15 12 2 1 80
Table 4 Overall clinical efficacy of CS-807
Number evaluation efficacy
Dose of rate
cases | Excellent Good Fair Poor (%)
100 mg X 2/day 9 7 1 1 77.8
200 mg X 2/day 6 5 1 83.3

L7z

EF L, 20RUREIRD26E, wFhb 18
100mg1 H2[E], 6~ 7 BMOKBS THEKRIEROW B
BohB#TH-o72, EF 1 TREFELEZ 6N S
aureus &, ARHESEHREH T2,

FE 3~ 5 D@MEREZLD 3FIE, 26T 18200
ng, 1%id 1 B400mgD SR/ TH o108, wIFhbAF
T HY, H influenzaeld 1 H200mg, K.
prneumoniae i3 1 H400mg TRRE L187z. L LEERI4
TiREHF 5 BM0Re5%, BEB P. aeruginosa O
—FHIR R EA TS, 7oK TI3EF100mgD¥]
ERRAH® & D BEOBR DI, MEIREIITTRET
by, 3BMEOREE CIRARICERIZEE L,

ER 6 ~120 TRUERS R 5 [ERED 7 Hlid,
1 H200mgi® 525 4 B, 400mgft508 3 BITH 7225,
HIEECIR 4B 26, BETIR 3BT 24T, £
HELT TR AFBT1%DOBRETH o, HEE
8187z K. pneumoniae, B-Streptococcus, H. in-
Sfluenzae DERLRE T TN IRBEME L 1z, ER
10, 122BVT, BRDH 2 VIRARENE - HEROML
SRR, BLIRFFIH, 3 BE»SHIRUS, R
10CIREERIC b EZ L E X Sl 5 B, ER
12T EEERDFZ 0358 < 4 BRDRATHILCE T2,
kTR L BRI T 2R hIHE LTz,

EFL3D H. influenzae i X 5 WiSKBD kB
MEITIREH 1 H400mg, 7 BMORESTHE, vy
EOBEWERIZHEL, ERPOM S HRLAEHTH-
7o

EFI14, 150 MEHLRE 2 b, CS-807, 1H
200~400mg, 7~14BMOBRETEUTH Y, K
pneumoniae 13 1 B200mt¥ 5 TRESh T3,

ULEISERAISETIIBELN, LLHR 26, %
1 FITER®IL80.0% TH -7 (Table 3),

CS-8070 5 &7 Tit Table 4 KRTTEL, 1
B200mgi 5 BETI277.8%, 400mgRy 5B TI283.3%D
YR TH o7,

HIEEEIC X B BB S, aureus 145, 8
-Streptococcus 1 ¥, H. influenzae 3 ¥, K
prneumoniae 2 ¥kiz\> 3N b EFGLMEEAL, 100%
@%E&Tb 27

EWERIX 3 B ERRMCEER 2D, > b 2Hliiz
DI DREGRIEICE 57288, IR b REROEROH
KT APMTHH2,

KRR TIX Table 5 iR L, fEH5,
6 CLDHBXUGOT H% iz LDHD LR ®E»
fett, WTNLEF B TH ST,

m &=

CS-807 (R-3763) i3, S.aureus, P. aeruginosa %
Ex < S. pneumoniae, S. pyogenes, H. influenzae, K.

pneumoniae B X Uf B. catarrhalis 7z ¥ DWHR IS EL:
EOFTREH L, BEOEOBL7 x AFIICIES
LHAIMEELEERL, SS5XEE—F 75~
P bEEWIE L, ThoOftiinmg ikt
7 2 ARG 3 bDEEZ S5ND,

%R & h il Cefixime(CFIX)?H 3 »id
Cefteram pivoxil (T-2588)*% CS-807%FEZDHE
EERTEOB Y 724K TH 3, Cefteram
pivoxil ix Cefaclor 1 H750mg4} 3 52 XKL T2
S RE T D HAAER T 1 B600mg 3 85 TH
BEN- % (83.5% vs 56.3%) %RL, £0F
FtERFREL T34,

CS-807ARAI# D R-3763D M Pl Es I3, MR D
LRERARFTE L, 200mRA%OSRMmPRER2.
Tug/ml & S. aureus b EH7: LB ETBEREED
MIC, fl%t+5Hc Lxb 2 EssE sh sy, CFIX
% Cefteram pivoxil iZHL T & BiF R BIRESTEN
T3, ¥z, MPWEOFEINIZ2.110. 1M LK
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&> TRERAOMAT I 1 [E1100~200mg 1 H 2 [B], #35
DARBKE2FR L L T1To 7, MPRBBRERELS
BlexntRe L THKSIR £ MR L 1 RR, B2, ®
2EY2, W1 THYEIINTHo 1, RSB
AR A LU L 7S, 1 B200mgf S BE577.8%,
400mgi 580583.3% TdH % 25, RMUEFGHBRYED » T
DRARTIZ 1 B200mgly 5REI 71 ABDERE L 25,
GV OO TRIRICIZES s, SEIMHR
MODFRRRRERE SADEET S 1 H200mg#t 58
D78.6%IxL 400mgHt 5REI3 84.6% L B\ VERIEHIR
ENTHD, i, BEROREEICIITHMICED
AONEWI E»S Y, NESEBRYEICNL T 1H
400mgiA LR S EHSH Y TR RV L ELSHND,

BIER & U TiRB2 OREHEF 5B 3 Fic EERH
{LEEERE & U 2 BUICATBRAEIRE R B ST S i hivs
ThOERZLOTIRZ L, SEBHEK CORIERA
FERRI2 25380580, 2.3% LIBERTHILRLMLE

WHDDEITH %,

LAEDM & CS-80712, WiE, WEDOMEREMY
ECxL, 18 2ERSTBFORORY 7 x AfiIt~
=y ) R EEDIHRESIIRES N, BIoWMESY
BRI DV TIEH 1 KOBIRA L LT A2 5T
ohtE2L NI,

X n
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BACTERIOLOGICAL AND CLINICAL STUDIES ON CS-807

YosHIHITO NIKI, YOSHIKAZU TASAKA, MASARU SuMi, OSAMU MORIYA, SHIGENOBU UMEKI,

Jiro HiNo, MAsATOSHI WATANABE, SusuMU YAGI, HirosH1 KAWANE and RiNzO SOEjiMA

Division of Respiratory Diseases, Department of Medicine, Kawasaki Medical School, Kurashiki

Bacteriological and clinical studies on CS-807, a new oral cephem antibiotic hydrolyzed by intestinal

esterases to the active agent R-3763, were performed and the following results obtained.

The activity of R-3763 against S. aureus was almost equal to that of CEX but inferior to that of ABPC.

R-3763 showed excellent antibacterial activity against E. coli, K. pneumoniae, S. marcescens and Proteus

spp. MICs of R-3763 against P. aeruginosa, P. cepacia and A.calcoaceticus were high, the peak MICs being 6.

25pg/ml or more.

CS-807 was administered to 15 patients with respiratory tract infections at doses of 100 or 200mg twice a

day, for 4 to 14 days. The clinical effect was good in 12, fair in 2, poor in 1 and the efficacy rate was 80.0%.

As side-effects, nausea or anorexia with abdominal fullness were observed in 3 cases, and slight transient

elevation of liver enzymes(LDH, GOT) in 2.



