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1) EEEKRICN T 28 /1 S. aureus FDA 209P 1.56ug/ml, S. aureus Terajima
1.56ug/ml, P. mirabilis IFO3849 0.10ug/ml, E. coli NIH]J-JC2 0.78ug/mlTH -7, B
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Table 1 Clinical results of CS-807(1)
Name . . . Daily dose | Duration Total Bacteriological | Clinical Side | Remarks
No. | gey. Age Diagnosis Organisms (mg) (days) | dosage(g) effect effect effect | (x-ray)
oY Acute K.oxytoka
1 F : 4'6 lacunar S.sanguis 100%x2 8 1.6 Cleared Good -
tonsillitis P.prevotss
YM Acute
2 F i 2'0 lacunar S.pyogenes 200%2 4 1.6 Cleared Excellent -
tonsillitis .
SY Acute
3 F . 46 lacunar H.influenzae 200% 2 6 2.4 Cleared Excellent -
tonsillitis
AK Acute
4 M i 6.7 lacunar S.aureus 200%2 3 1.2 Cleared Excellerit -
tonsillitis
SY Acute
5 M : 5'9 lacunar H.influenzae 200%2 8 3.2 Cleared Good -
tonsillitis
TK Acute
6 F i 28 facunar H.influenzae 100X 2 3 0.6 Cleared Excellent -
tonsillitis
HK Acute
7 F i 5'1 lacunar S.aureus 200%2 4 1.6 Cleared Excellent -
tonsillitis
YK Acute
8 o lacunar S.aureus 200%x2 7 2.8 Cleared Good -
M 20 1ees
tonsillitis
TK Acute
9 F ' 34 lacunar Unknown 100x2 7 1.4 Cleared Good -
tonsillitis
YN Acute
10 M i 2'1 lacunar Unknown 100%2 7 1.4 Cleared Good -
tonsillitis
SM Acute
11 e lacunar E.cloacae 100%x 2 7 1.4 Cleared Good -
M 36 L
tonsillitis
M.H Acute
12 M ) 3'7 lacunar E.cloacae 100%2 7 1.4 Cleared Good -
tonsillitis ,
Yy Chronic
13 M ' 8.2 otitis P.aeruginosa 200%2 7 2.8 Unknown Poor -
media
Acute
M.H. exacerbation . e
14 F 73 | of chronic S.epidermidis 200%2 7 2.8 Cleared Good -
otitis media
TY Chronic
15 " otitis P.aeruginosa 200%2 7 2.8 Replaced Poor -
M 33 .
media
Acute
K.R. exacerbation . L.
1 —
61 F 59| of chronic, S.epidermidis 200x2 6 2.4 Cleared Excellent
otitis media
HK. Acute ..
17 F 59 | otitis media S.hominis 200% 2 7 2.8 Cleared Excellent -
Acute
HM. exacerbation
1 X X . -
8 F o34 of chronic S.aureus 100% 2 7 1.4 Cleared Good
otitis media




los8 CHEMOTHERAPY MAY. |988
Table 1 Clinical results of CS-807(2)
Name . . Daily dose | Duration | Total Bacteriological | Clinical Side | Remarks
No. Sex. Age Diagnosis Organisms (mg) (days) | dosage(g) effect effect effect | (x-ray)
Acute
19 | M. | exacerbation | g . 200%2 7 2.8 Cleared Good -
M 37 of chronic
otitis media
Acute
20 M'K', cxncerbqnon Unknown 200%2 7 2.8 Unknown Good -
M 72 of chronic
otitis media
Acute
21 OM exacerb;?non S.aureus 200%2 7 2.8 Cleared Good -
F 36 of chronic
otitis media
Acute
22 KM. exacerbfmon S.aureus 200% 2 3 1.2 Cleared Excellent -
F 57 of chronic
otitis media
LY. Acute
23 F 31 otitis media No growth 200% 2 7 2.8 Unknown Good -
LT. Acute
24 F 44 otitis media S.aureus 200X 2 4 1.6 Cleared Excellent -
Acute
MS. exacerbation .
25 F 37 of chronic P.aeruginosa 200%2 7 2.8 Unchanged Poor
otitis media
HK. Acute .
% | M 32 | otitis media S.prevmoniae 200%2 7 2.8 Cleared good -
Acute
g7 | HM. | exacerbation | o 200x 2 3 1.2 Cleared Excellent | —
F 39 of chronic
otitis media
Acute
OK. exacerbation S.aureus Partially _
B g 48 | of chronic S. haemolyticus 200x2 7 2.8 Cleared Poor
otitis media
Acute
SK. exacerbation
29 M 47 of chronic S.aureus 200% 2 7 2.8 Cleared Good
otitis media
Acute
30 LY. exacerba‘non S.aureus 100%2 7 1.4 Cleared Good _
F 31 of chronic
otitis media
Acute
KA. exacerbation S.aureus
31 F 30 of chronic A humiferus 100%2 7 1.4 Cleared Excellent
otitis media
Acute
T.M. exacerbation
52 M 48 | of chronic S.aureus 2002 1 4.4 Unknown Poor
otitis media
Acute
TE. exacerbation
. X -
3 M 37 | of chronic S.aureus 2002 7 2.8 Cleared Excellent
otitis media
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Table 1 Clinical results of CS-807(3)
Name . : . Daily dose | Duration Total Bacteriological | Clinical Side | Remarks
No. Sex. Age Diagnosis Organisms (mg) (days) | dosage(g) effect effect effect | (x-ray)
Acute
SM. exacerbation
3 X 6 2.4 Cleared Excellent -
%1 F 56 | of chronic S.aureus 200x2 ea
otitis media
Y.T. Acute .
S. 100X 2 7 1.4 Cleared Excellent -
%51 F 36 | otitis media prewmoniae e
36 Y M. A(?lfke . S Imemolyhf‘us 100%2 7 1.4 Cleared Good -
M 50 otitis media S. pneumoniae
Acute
M.H. exacerbation xp
X . Excellent -
37 M 26 of chronic Unknown 100x2 7 1.4 Unknown xcellen .
sinusitis
NS. Acute S.epidermidis . xp
X . F: -
8 M 37 sinusitis P.acnes 200%2 7 2.8 Unknown ar +—-t
YK. Chronic S.aureus Xxp
X 2.8 ki P -
¥ 1 F 54 | sinusitis S.epidermidis 200x2 7 Unknown oor -
MM. Acute Loose | xp
reus X .
40 F 47 sinusitis S.au 200%2 14 5.6 Cleared Good stool .
41 0-A Acut?' S.aureus 100X 2 14 2.8 Cleared Good - xp
F 28 sinusitis +——
LY. Acute
X . - ———
42 M 36 sinusitis No growth 200%2 10 4.0 Unknown Good
Acute
N.L exacerbation . _ xp
43 F 70 of chronic S.aureus 100X 2 7 1.4 Unknown Fair P
sinusitis
u | TY | Acute H.influenzae 100%2 7 1.4 Cleared Good - *
F 31 sinusitis S. pyogenes +——
F.T.
45 T écuu‘z . S.aureus 100x 2 7 1.4 Unknown Good - xp
F 63 sinusitis +—
MK.
46 A'cut'e . H.influenzae 100X 2 7 1.4 Cleared Good - xp
F 30 sinusitis -
SK. Acute . xp
47 . X . -
F 31 sinusitis A.calcoaceticus 100x2 1 2.2 Cleared Good Wt
TK. Acute . Xp
48 g X . -
F 48 sinusitis P tetradius 100X 2 14 2.8 Replaced Poor e
T.T. Acute
49 X _
M 39 | otofuruncle Unknown 200x2 10 4.0 Unknown Poor
TIL Acute P.acnes
50 X X . -
F 30 | otofuruncle S.simulans 100x2 3 0.6 Cleared Excellent
YS. Acute
51 S. 200X -
M 21 otofuruncle aureus 00%2 4 1.6 Cleared Excellent
T.Y. Acute o
52 . X —
F 33 | otofuruncle S.capitis 100x2 4 0.8 Cleared Excellent
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52z, CS-807%#5-L, ERARHIMHN 21Ty,
DB % Table 1 1R L7, BENHRIZ 20»82#&&?
DBM208), ZH3I2PTHY, BERKURS FikI
1 B200mg5> 2 »3216Y, 400mg#> 2 s3I TH>7c, 8
Mz 3~4EMTH H BRI 5 #130.6~5.68 T

Table 2 Criteria for clinical evaluation

The principal symptoms disappeared and the marked
Excellent | improvement in signs was observed within 3 days
after onset of the treatment.

The principal symptoms disappeared and the
Good improvement in signs was observed within 6 days
after onset of the treatment.

Some of the symptoms disappeared and the

Fair Lo
improvement in signs was observed after 7 days.

The principal symptoms and signs were unchanged

Poor A .
or aggravated in spite of the treatment.

Hotze MREFEIWCDWLTIZBE L4 Table 2 ITRT
Bz Lrehso THIEL 72,
I, & R

1. 5igh

ERERICN T 2508 /71 S. aureus FDA209P
1.56ug/ml, S. aureus Terajima 1.56ug/ml, P
mirabilis IFO3849 0.10ug/ml, E. coli NIH]J-JC 2
0.78ug/ml TH o1z, ABPC L DLLE TiE S. aureus
FDA209P, S. aureus Terajimatkicxf L T Z D

Table 3 Antibacterial spectra of R-3763, ABPC and OFLX

Organism R-3763 ABPC OFLX
(12g/ml) (ug/ml) (ug/ml)
S.aureus FDA 209P 1.56 <0.05 0.39
S.aureus Terajima 1.56 <0.05 0.20
E.coli NIHJ JC-2 0.78 6.25 0.10
P.mirabilis IFO 3849 0.10 1.56 0.39

Inoculum size 10° cells/ml

MIC i34 > TV 543, P. mirabilis IFO3849, E.
coli NIHJ-JC 2 BRicxd L Tid oz 0 BIF 2 B T
Ho7:, OFLX & DB T3 P. mirabilis IFO3849
BRI L TIRAEN T b ODRID 3ERIZRRE > T

7o (Table 3)
B BRI AYE B RERR MR IC 03 3 MIC
D E—=7 13 S. aureus24tk i3, 1.56ug/ml, P. ger

Fig. 1 Sensitivity distribution of S.aureus (24 strains)
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50
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OFLX| 1 0 1 3 17 1 1 0 0 0 0 0

Fig. 2 Sensitivity distribution of /”mimbilis (23 strains)
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sof
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MIC|<0.05 0.05 0.10 0.200.39 0.78 1.56 3.136.25 125 25 50 100>100
R363[ 4 0 6 0 0 12 0 0 0 0 0 0 0 |
ABPC| 3 0 0 1 0 2 150 1 0 0 0 0 1
OFLX] 0 0 3 190 0 1 0 0 v 0 0 0 0

Fig. 3

) 00, —— R3763
100 T OFLX

Sensitivity distribution of P.aeruginosa (11 strains)

501

/—/—/ (ug/ml)

MICl<0.05 005010 020039078156 313625125 25 50 100 >100

R-3763] 0 0 1 4

OFLX00111231011000

uginosal¥kix100ug/mlLA £, P. mirabilis23tk130.
T8ug/mlicfIEB L T/, ABPCE D& TS
aureus B & U P. mirabilis \= 3\ T iERAS%,
OFLX L DB Tid 3EHE L 2L > Tz, (Fig
1,2,3)
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100mef 512 51 5 OFRME, B & U LHRFRSBHES
~DO#{T% Table 4 1R LTz, 1508~21043 &I BV
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Table 4 Serum and tissue concentration of R-3763

(100 mg p.o. fasting)

Case Sampling time Concentration of R-3763
after
No. | Name | Age | Sex administration Serum Tonsil Maxillary sinus | Tissue/Serum

o.

g (min.) (ug/mi) (ug/g) (ug/g) %)
1 | TN M 150 1.31 0.10 7.6
2 | UM M 180 0.79 0.16 20.3
3 SF 24 F 210 0.90 0.19 21.2
4 KM. | 36 M 210 0.67 0.11 17.1
5 Y.T 39 M 150 1.57 0.28 17.8

Table 5 Clinical effectiveness

Clinical Total
(o}
11, i
' _ effect Excellent Good Fair Poor (Effective rate %)
Diagnosis
Acute otitis media 3(50.0) 3(50.0) 0 0 6/6 (100)
A ti f
cute exacerbation o 6(33.3) 7(38.9) 0 5 13/18(72.2)
chronic otitis media
Sinusitis 1 (8.3) 7(58.3) 2 2 8/12(66.7)
Acute |
ciie acunar 5(41.7) 7(58.3) 0 0 12/12(100)
tonsillitis
Acute otofurunclosis 3(75.0) 0 0 1 3/4 (75.0)
Total 18(34.6) 24(46.2) 2(3.8) 8(15.4) 42/52(80.8)
T, B#k0.10~0.19ug/g, M &0.67~1.31ug/ml T 1, # ®

Hotz, FERAKAEICIZ0.28ug/g, MiE1.57ug/mlD
BiTCH-7z,

3. ERAREUA

R % Table 5 iR L 72 BMEHEL TR
100%, BtEhEARMMEE T, 72.2%, AtE8
%66.7%, EEE75%, AMREMRHkLICNL T}
100% & BOWERIE LB T\ 5, REBRIRIZ, %
180, Bxh24p, ©RE2H, EXMSFLnn, B
BIEI3#980.8% Th 720

BHERIZ 1 B #kE 258 EE TH DB R L
THELT, BRRERTIZ 1FIZD o7,

CS-80713 LI MARLEREFEREFE:L ViKY
VLT EOEIMESES il SR TH B, S
B I3EFEE D B SRR ERESURE IC 0T B R 2 0
RBIEMTERDTEDRERERE L IRETH 5,

FERSBERRICN T 5 MICHR#IZ S. aureus B L U
P. mirabilis & $121.56pg/mlic ¥ —7 2 OFHET
Holze ZOBBUIELCUEE TRIELROBIAT
NEIY 7 2 ARITERKID T-25889 Lt L T S. aur-
eus T 2 ERIFRKETH 345, P. mirabilis \=>
WTIR A EBOBIE CH o7, P. aeruginosa i D\»
TIEWAIE b MIC 055 S EICERE TR WL 2 L oSFEL S
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FYKEMEBITIC OV Tid Table 4 IKRLAcZ L4,
150~2105H2 B> T, [Mi%0.67~1.31ug/ml, RHkAE
#0.10~0.19ug/mITHo7:, ERIARMBITTIX 1
BDOATH 5 H3150H2 BT, MiM1.57ug/ml, LB
RGO . 28 g/g DIER %1872,

FEDKEHURE TR | X RERAIC b TEHERR SR T
X2MENEBONTVS EBbis, LR TIZ
SE 1 FIDAOHETH Y, BERLEIRIBONTOL
Vs, WUEETOMD L 7 = LEOFID BRI T
DD SHEBIOY 5 &, FRKEBAT & BRI BRETF2 AR
2T ERbNb, SHEFBERC L THIatt %
A 208M»H2 5,

KA A BRI E 4 2 £ 80.8% & RIF 2K TH
3, RREWE L UEMFEEH TIR D7, £
DEFUC DL TR EME TAHZ L, BEBEIIBWT
P. aeruginosa H5MRH S NIERDS 3Hdb o 7o KL
P. aeruginora \Z¥33 25111235 <, EHIOHEEHE
FEIZ P. aeruginosa 3ZENT VRV, §EH, Z0D
BET2CBRA L TRETENE, & 5ICRIFRERERN
REFCELbDLEEZONS,

SEIDEFKBREE P. aeruginosa DREEDE @
MRERIIZDZREENTEIEELDS, EILTH

WP E RO BIEMBOEFPIC P, aeruginosa H3
R 2EFANEENTLE D 10, EFEUENRT
vofcbELONI, H->TRHEEL L TP gor
uginosa % FRIL 5 DEFIC BV TIX, FFIEEsH
AERETIX MBS,

FRREMICB VT 65250 1 51 BERERRGE % B
123 TH DERREERE I 1502, Mk
PIROKHFTE 2 %K L Bbh b,

LSS L 7o 2k {FHIE, B2 ERBGEEIRLYEC
BOTROWAIMEER LI, L LS T 2 fEFDES
HEBATHRE L 2N 52V ERbN2,

X (13

1) WIBEIEXCEMEF SRS, FE K294,
CS-807, #&Mm, 1987

) MICH Z®MTZEZRES . RN REEHLAE

(MIC) #I% & 3T 2> T, Chemotherapy,

29 : 76~79, 1981

3) /AR, i BAWMREIASIC S5 T-2588 &
B2 & LI K8 3, Chemotherapy 34 (S
-2) © 941~950, 1986

4) BHEM—BB, f FREREFERIC B2 Cefur-
oxime axetil (CMX-AX) OEBERIEKARKET,
Chemotherapy 34 (S-5) : 1056~1060, 1986
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CS-807 IN THE FIELD OF OTORHINOLARYNGOLOGY

JUNICHIRO SHIMADA, SHUNKICHI BABA, SADAJI KINOSHITA, NORIHITO MORI,
KENJ1 Suzuki, KAORU SEIYANO, MITSUAKI INAGAKI and TAKEHIRO KOBAYASH!
Department of Otorhinolaryngology, School of Medicine, Nagoya City University, Nagoya
T akesHI MARUO and HAruO ITO
Department of Otorhinolaryngology, Koseiren Showa Hospital, Nagoya
Jun HonpoH, IppEl TAKAGI and HirRokO ToOMIKI
Department of Otorhinolaryngology, Second Red Cross Hospital, Nagoya
Saku Kawal and Naoya Mivamoro

Department of Otorhinolaryngology, Ichinomiya Citizen’s Hospital, Ichinomiya

We evaluated the efficacy and usefulness of the new oral cephem CS-807 in otorhinolaryngological
infections, and obtained the following results :

1) Antibiotic potency against standard strains : MIC’s against S. aureus FDA 209P, S. aureus Terajima, P.
mirabilis IFO3849 and E. coli NIH]J- JC 2 were 1.56, 1.56, 0.10 and 0.78xg/ml, respectively. Peaks of MIC
against clinical isolates were found at 1.56xg/ml against 24 strains of S. aureus, greater than 100xg/ml
against 11 strains of P. aeruginosa and 0.78ug/ml against 23 strains of P. mirabilis.

2) Penetration into the faucial tonsil and mucosa of the maxillary sinus after oral administration at 100
mg during fasting was measured. The drug concentration in the faucial tonsil was 0.10-0.19xg/g after 150-210
min, and the serum concentration was 0.67-1.31ug/ml. Although penetration into the mucosa of the
maxillary sinus was determined only in one patient, after 150 min it was found to be 0.28ug/g, and 1.57ug/
ml in serum.

3) Overall clinical effects : excellent, good, slight and no effect were found in 18, 24, 2 and 8 patients,
showing an efficacy rate as high as 80.8%.

4) As to side-effects, one patient had loose stool. None of the patients showed abnormal laboratory

findings.



