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1) CS-807 200mghts ez, @EERATY — 2713 4 BEHRICAH 5 NFEI2.8ug/
miT, PRI . 65, RESE TOY — 2713 6 KR T2 . 9ug/ml, HHIZ 3. B

TH-o7

2) 5k 2485 & TOVERPENR I AL 5%, FlE25.6%TH-7,

3) BEKAARIZ 305 (FRESRBRHVE2441, MURERERE 5 41, RUfE 1 )i Bv>T, X164,
%0196, ©LE%6 5, FEh4HIT, BRRIX66.7%TH o7z,

4) MIEF R TI2368k 248k (66.7%) s EH & L, E. coli, K. pneumoniae, Enter-

obacter, P. mirabilis 33 R THREE NI,

5) BWFRIIRZ 16, BRRRIEMERFGAM - M/MR#», GOT - GPT L&, Al-P L%,
BUN E&5& 1Bk Snteds, I bAFIRED 2 LI TRICERL T,
UEDOB#L D, CS-807TIHREERASER L L - BMEDOBIIEICXL, BREREELS

i

CS-807I =ZHAHKASHTHEENLEOL 770X
R CEITHY, BOKGRCIZ, FCBEEOHSGR
WL AT 7—LiICL O AkIMES N, EME% R-3763
&L TRBRMSPICEET 5, R-376312, 7 7 LB,
BMECLBaREA s bLvEBEL, 10, B-77
FII—CILEETHD".

SE, 0 CS-807TDAENEES L UE IS EBRRIE
T BEBEMR LU ERF LT,

I. BEERASL LUSEKE TOERERE

1. XRE L UHE

BRERA B TERRS 3413, FIERSI2. 7+2. 3%,
EEHEEG3.7T+2.2kgTH o 12, HMeE 3413, Ubmic
At O EE L HERRBD LWL T4~I1E (P82, 78%)
D, BF14, LF24T, ZOERKEFIZ Table 1
R,

CS-807n# 513, FAR%K3I0MI200mg 2 R OKRE5 L
7o BRIMIE, FEIE5%3057,1,2,4,6, 8, 246508
ATV, MEESEEL 72, RPERG, 0~2, 2~4,
4~6, 6~8, 8~2BfIZ T, ThF¥hDLRE%
EURL TIRERBIER, TO—HElEcfL, R
B, RPEERKDI,

MiES & VIRPBEIL, BRBEI7 o774
(HPLC) #iC X DHIEL 2,

Table 1 Background of elderly subjects

B.W. Height BUN Creat.

Case  Age  Sex  1o)  (cm) (mg/d) (mg/d)

LSK. 74 M 40 164 2.4 0.9

2HM. 8 F 2 14 13.5 0.9

3CK. 91 F 26 130 66 08
Mean  82.7 31 M5 107 0.8
2. K M

BEERARAEERSE 3 &z CS-807 200mgh RS L1
& EDQMIEHMWENB L Table 2, Fig.1iZwd, 3
B2OHETHD &, #5464 185RT1.19+0.46pg/
ml, 4BFEICE—2 %D, 2.77+0.26pug/ml 8
FfEI20. 75+ 0. 03ug/ml, 24B5RIE IIFERALT &
otz MAPHEM (T 3FH1.6850, mPf
& - B RhR TR (AUC) 1373920 64ugehr/mlT
Hotz,
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Table 2 Serum concentration of R-3763 after p.o. administration of CS-807 to younger volunteers

Serum level  (ug/ml)
Case Age Sex B.W.(kg)
1/2 1 2 4 6 8 24  hrs

1. SA. 29 M 62 0.55 2.08 3.86 3.19 1.88 0.80 0.00
2. K.S. 37 M 61 0.00 0.56 2.23 2.31 1.38 0.70 0.00
3. K.Y. 32 M 68 0.33 0.93 2.08 2.82 1.56 0.75 0.00
Mean 32.7 63.7 0.30 1.19 2.72 2.1 1.61 0.75 0.00
+SE +2.3 2.2 +0.16 +0.46 +0.57 +0.26 *0.15 +0.03 £0.00

Concentration

Fig. 1 Serum levels of R-3763 in younger volunteers(n=3),
CS-807 200 mg p.o.
ug/mi
5.04
1.0
0.5
0.1 3:\
121 2 4 6 8 24hr
Time
Age (yrs) |Weight (kg) | Cmax(ug/ml) | T1/2 (hr) | AUC(ug+hr/ml)
mean | 327 637 3.00 160 20,64

RPBEDHR B & CIRHBEIE % Table 3, Fig.
22T T, RPBEOY—713 2~ 4 BRITFH376.1
pg/ml, BE5H24ER F TORPEINEIZFI51.5%
ThHolz

R 3 A COVIMBETREHR, %54 15
T0.68+0.43ug/ml, 6 BFfIBIZ ©—2 £ &b, 2.
93+0.98ug/ml, 8 BFRH£2.8940.99ug/ml, 24B5RHE
BI1GIBEIERAUT 2D, 0.14+£0.07xg/ml &
to7z(Table 4, Fig.3), T % & F193. 38 R,
AUC i3¥#5941. 14ug-hr/mlTH 572,

ROBED E— 213 4~ 6 BEETF116.8ug/ml,
B 5524558 & CORPEIRIIF925.6% ThH o7z
(Table 5, Fig.4),

II.

1. SREHE

NREE I, BRI60EI2A» SIBM6IES B T2
YRHCABEL 72, HBV I ABRRD 488 S 10285 % T
D E i E (F1983.75%) 3081, 5 74, =238 TH 3

BB K B W

Concentration

(Table 6), ##Eiz23kgh 5>5lkg% T, F930.3kgT
Hote, KBONIUL, FREGEIE246, TalBHYE
3B, Fiige 24, BUMAE 1BTHS, EREEISERAE 76,
PEE2TH -7, BRERRE 23S HHEZ LI
oo, MNEEEHEEIRSHL ALNI,

2. HEHE

85 A5k CS-807 1[H100mg 1 H 2 ERROZSL
72, BeE5BHE 3~128/M (F96.68M/H), BH5REIL
0.6~6.08 (‘F91.58) Th o7, FKIEESHIIMMOH
EVMBEOHEIZ L o7,

Table 3 Urinary excretion of R-3763 after p.o. administration
of CS-807 200 mg to younger volunteers

Percent of dose

Urinary level  (ug/ml) Cumulative
Case recovery
0—-2 2—4 4—6 6—8 8—24hrs |rate (%)
1.S.A. | 324.7 542.8 530.7 171.4 20.0 62.5
2. KS. 79.0 318.2 153.8 103.8 12.6 39.3
3.KY.|111.6 267.3 191.8 135.6 18.7 52.7
Mean | 171.8 376.1 292.1 136.9 17.1 51.5
Fig. 2 Urinary excretion of R-3763 in younger volunteers
(n=3), CS-807 200 mg p.o.
ng/ml %
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Table 4 Serum concentration of R-3763 after p.o. administration
of CS-807 200 mg to elderly subjects

Table 5 Urinary excretion of R-3763 after p.o. administration
of CS-807 200 mg to elderly subjects

Serum level  (ug/ml)

Case
1/2 1 2 4 6 8 24 hrs

Urinary level (ug/mi) Cumulative

Case recovery
0—-2 2-4 4-6 6-8 8-24 hrs|rate (%)

1.SK. 1029 0.55 0.86 1.46 1.19 0.92 0.00
2.HM. | 0.00 0.00 0.37 2.55 3.03 3.8 0.17
3.CK. | 0.8¢ 150 2.55 4.31 4.58 3.92 0.25

Mean | 0.38 0.68 1.26 2.77 2.93 2.8 0.4
+SE [0.25 +0.43 +0.66 +0.83 +0.98 +0.99 +0.07

Fig. 3 Serum levels of R-3763 in elderly subjects(n=3),
CS-807 200 mg p.o.

ug/mi
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?‘: 104 7 -
E ol £
£ sl £
5 0.5 <
S g
L 8
4
01 it
1721 2 4 6 8 24hr
Time
Age(yrs) |Weight(kg) [Cmax(ug/ml) | T1/2(hr) | AUC(sug*hr/mi)
mean 827 310 329 330 IRT]

WFBHRO¥IEIX, TRROHEERIHE-ST,

£ %h: FHIRS 3 ALIRICEES hicEL, 18
RLAAIC CRP &7 RIEFRRASEA L2 b D

A % LEMURCEEAL 24, CRP 23D
REFFROREIBNI: LD

LOER) | EMERRED SN B, LEN®LRS
IZ3TCLATi e 53, CRP %2&& 7 REFRROWEH:
Piznbd

g %h: RREMEREI RS, FAREGEERELTLR
B, FOMOFRRICZASORESEONLZ LI bD

EWERICBEL i, ¥, B4 X OMKER, Mk
&, M/VMER, B, BiER L% CS-80TREDRIET
#g;EL,

3. BERARBUA

1) FREERBHE

FREEREHE 24 F B0, B 6 5, X3
BITERE62.5% CdhH -7z (Table 6 ),

HEEHBIR T, HEE IR, Sk 2H), B

1.SK. |13.2 106.8 54.2 56.6 8.9 11.0
2.HM.| 0.0 28.1 70.5 7.9 53.7 2.7
3.CK. [42.5 82.1 225.6 193.5 30.5 2.0
Mean |18.6 72.3 116.8 107.3 31.0 25.6

Fig. 4 Urinary excretion of R-3763 in elderly subjects
(n=3), CS-807 200 mg p.o.
ug/ml %
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e
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0-~2 2~4 4~6 6~8 8~ 0~AU (w

14, BEA, TF, &56, TH2HTH-1,
2) MHRIRERYE
gk 2 BIbERN L 6, 4ERh 1Y, SoERdE 3
WFNLRRT, BREL0%TH -7 (Table 6),
HEARIR I, Bk, K, Y, BR
K, T, &14TH-7,
3) RufufE
ER23 78K, Bit, HREA BRI SR ERRE
BHD, ARPTH-7 22, BRIE2HG6HE
DEE, R# ATNE £R8 BXUTHTER
FRIER TR, REGRHGEL LT 7HX D CS-807100
mg 1 B 2 EORORE 2B LT, UL, AFIEHE
DB 513 Escherichia coli, Fi&a&n 53, E.
coli & Enterobacter agglomerans b3 # i & h, E.
coli \T & % SUMmfE & ¥I8A, AFES 3 ARICIRTFHE
20, A#D 7 BMOMERTERL, EHhEHELR
(Fig.5), MK ERd SR XNz E. coli xt$ 5
R-3763D MIC i20.39ug/mITH >7z,
LLE, ElEics )5 RBR9EIBIcE )5 CS-8070
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Table 6 Clinical effect of CS-807(1)
Se BW. Di ) Underlying Causative Daily dose Route Duration | Clinical Side-
No. | Case | Age | Sex (kg) lagnosis disease organism (mg X times) (days) | effect effect
CVD K.pneumoniae(+)
1|CL|[T77]| F 26 | Pneumonia | Heart failure 100x2 | P.O. 3 Good | Eruption
Anemia (=)
CVD P.aeruginosa(+)
Heart failure S.marcescens(+)
M -
2 |HH.| 78 31 RTI Renal function 100X 2 P.O. 7 Good (=)
abnormality P.aeruginosa(+)
H.influenzae(a few)
i i 7 +
3|TL |87 | F| 2 RTI G,‘;‘I‘“°SC'“°S‘S C.albicans(+) 100x2 | PO. | 7 Good (-)
S.aureus(+)
H.influenzae(+)
cvD S. marrgscens( +)
Heart failure P.aeruginosa(+)
4 |HH.| 18 | M| 31 RTI Hur — | wox2 | PO. | 7 Good (-)
Renal function .
abnormalit H.influenzae(a few)
ormaiity S.marcescens(a few)
P.aeruginosa(+)
. P.aeruginosa(#)
s |TN| o1 | F | @ | urt |Neurogenic bladder 00xz | PO. | 7 | Poor | (=)
Anemia .
P.aeruginosa(#)
S.epidermidis(+)
6 | Y.T.| 91 F 30 UTI Dementia —| 100X%2 P.O. 7 Good (=)
(=)
P.aeruginosa(#)
7 |YT.| 91 F 30 UTI Dementia 100X 2 P.O. 5 Fair (=)
P.aeruginosa(#)
P.aeruginosa(#)
s |av. s | F| 2| um [SV2 E.acrogenes (#) | 1005 | po. | 7 Fair | (-)
Anemia
P.aeruginosa(#)
CA::)mia C.freundii(a few)
9 | ML | 80 F 30 UTI — | 100X2 P.O. 7 Good (=)
ITp C.freundii(#)
Stomach cancer "
CVD E.coli(#)
10 |KK.| 76 | M| 30 UTI Liver function 100x2 | P.O. 7 Good (=)
abnormality (=)
ﬁ‘r:?mia C.freundii(#)
11 | ML | 80 F 30 UTI ITP 100X 2 P.O. 5 Good (=)
Stomach cancer =)
i:i)mia E.coli(#)
12 |CM.| 79 F 29 UTI . 100% 2 P.O. 7 Fair (=)
Renal function .
. E.faecalis(a few)
abnormality
CVD E.coli(#)
13 | HS. | 83 F 38 UTI Renal function 100X 2 P.O. 7 Good (=)
abnormality Not examined
P.mirabilis(#)
14 |TA |102| F 35 UTI Dementia 100X 2 P.O. 7 Good (=)
(=)
Parkinsonism E.coli(#)
15|SN.| 8 | F 31 UTI Liver function 100x2 | P.O. 7 Good (=)

abnormality

(=)




496 CHEMOTHERAPY MAY. 1988
Table 6 Clinical effect of CS-807(2)
BW.| Underlying Causative | Daily dose Dwation| Clinical | Side.
Route
No. | Case | Age | Sex (kg) Diagnosis disease organism (mg X times) u (days) | effect effect
P.mirabilis(#)
f ; C. freundii(#)
Diabetes mellitus .
161 SS. | 4 F 23 UTI 100x2 | PO. 7 Fair (=)
Emphysema M.morganii(4)
E.coli(+)
cvD Paeruginosa(#)
17 |SK. | 4 | M 43 UTI . " 100x2 | P.O. 7 Fair (=)
Chronic hepatitis Not examined
E.agglomerans(#)
18|YT.| 01| F| 2 UT! | Dementia Paeniginosa(#) 100x2 | PO. | 7 | Good | (-)
P.aeruginosa(#)
CvD E.coli(#)
19 |HS. | 83 | F 39 UTI Renal function 100x2 | P.O. 7 Good -)
abnormality (=)
cvD M.morganii(#)
20 {TM.| 81 F 36 UTI i 100X 2 P.O. 4 Poor (-)
Anemia M.morganii(+)
CVD
RTI P.aeruginosa(#)
21 |KM.| 76 M 33 UTI . 100X2 P.O. 4 Fair (-)
Anemia P.aeruginosa(#)
Lung cancer
K. pneumoniae(#)
22(50.| 88 | F Chronic | CVD E.coli(+) 100x2 | PO. | 12 | Good | (-)
cystitis Anemia
M.morganii(a few)
CcVD Ecoli V@ (M)z)
23 |(YY.| 7| M| 51 | Sepsis" |UTI® Eagglomerans *(+)| 10055 | po. | 7 |Excellent| (-)
Dehydration (=)
CvD Normal flora
24 |N.U.| 80 | M | 26 |Pneumonia | Liver function 100x2 | P.O. 4 Poor (=)
abnormality Normal flora
CVD M.morganii(#)
25 | KI | 91 F 26 UTI 100X 2 PO. 7 Good (-)
P.aeruginosa(#)
E.coli(#)
26 | SF. | 81 F 27 UTI CVD 100X2 P.O. 7 Good (=)
(=)
E.coli(#)
27| 1S.| 91| F 27 UTI Fracture of femur 1002 | P.O. 5 Good (=)
(=)
P.aeruginosa(#)
28 |KA. |8 | F|235| UTI |[RA K.pnewmoniae(+) | 1505 | PO. | 11 | Good | (-)
C.freundii(#)
K.pneumoniae(#)
29 | T.T.| 93 F | 28.5 UTI Arteriosclerosis 100X2 P.O. 8 Good (=)
(=)
C.freundii(#)
30 | KA. | 83 F 23 UTI RA 100X2 { P.O. 5 Poor (=)
C.freundii(#)

RTI: Respiratory tract infection, UTI: Urinary tract infection,
CVD: Cerebral vascular disease, ITP:Idiopathic thrombocytopenic purpura.

RA : Rheumatoid arthritis,

Causative organism :

Before treatment
After treatment
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Fig. 5 Case 23 Y.Y. 78yrs. M. Sepsis with UTI
Feb.1986
6 f 10 1.2 1‘4 16
[ CS-807 200 mg/d ]
Antibiotics
or
39
B.T.(C)
38

ESR (mm/hr) 70 64

CRP 3+ 3+
WBC (/mm?*) 8200

Blood E.coli *

Urine E.coli * (#)

E.agglomerans ()
* MIC of R-3763 0.39 g /ml(10%cells/ml)

LBz, BRG], BRI, LRER6H, &K
BABIT, BRERIZ66.7% TH-7: (Table 7),

4) HBEFRRNR

2&TIE, BEXNG, —8EKL 3G, B 26,
BXR 6B, TZ 56, FBE3BITH>/-(Table 6),

Rt & 172 29 36Kk 248K (66. 7% ) IX BATH K, 126k
1318 L12e E. coli 8%k, Klebsiella pneumoniae 4
¥, Enterobacter 3 ¥k, Proteus mirabilis 2 ¥k,
Staphylococcus epidermidis 1 #RIZ TR TRE S h,
—7%, Pseudomonas aeruginosa 8 ¥kh 7 B3 TEKT L
7z (Table 8),

FHEHE SR DHIREIX Morganella morganii 2 #%,
Staphylococcus aureus, Enterococcus faecalis, E.
coli, Citrobacter freundii, P. aeruginosa® 1 ¥ T
H-7z (Table 9),

5) &eR

EFRRZ 1BIGER 1), FRIcL2EZ 5N

Table 7 Overall clinical efficacy of CS-807

6100 5900

2 IR ERE R - ) Rl (FEFI30), GOT-
GPT L & (E#10), Al-P L& (fFE#I27), BUN Lk

Table 8 Bacteriological response to CS-807

Isolate No. of strains | Eradicated (% ) Persisted
S.epidermidis 1 1(100% )
H.influenzae 2 1( 50% ) 1
E.coli 8 8(100% )
K. pneumoniae 4 4(100% )
C.freundii 4 2( 50%) 2
E.agglomerans 2 2(100% )
E.aerogenes 1 1(100% )
S.marcescens 2 1( 50% ) 1
P.mirabilis 2 2(100% )
M.morganii 2 1( 50% ) 1
P.aeruginosa 8 1( 13%) 7
Total 36 24(66.7% ) 12

Table 9 Strains appearing after CS-807 treatment

Clinical Isolate No. of strains
effect | Excellent | Good Fair Poor Total )

Diagnosis S.aureus 1
Pneumonia 1 1 2 E. faecalis 1
RTI 3 3 E.coli 1
C.freundii 1
UTI 15 6 8 24 M.morganii 2
Sepsis 1 1 P.aeruginosa 1
Total 1 19 6 4 30 Total 7
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Table 10 Laboratory findings before and after CS.807 therapy (1)

N c RBC Hb WBC | Eosino Plts. GOT GPT Al-P BUN Creat.
0 ase
(x10%) (g/d1) (/mm?) (%) (x10%) (LU.) (LU) (K.A) (mg/dl) | (mg/d))
cl B 302 8.9 12700 2 34.9 18 13 4.0 16.8 0.8
1 1
307 8.8 7500 1 42.8 8 14 3.3 13.3 0.7
’ . B 346 10.0 11900 0 18.2 15 9 7.2 36.5 1.5
' 389 10.8 5800 0 33.6 15 8 7.4 29.3 1.5
, . B 348 10.1 8800 1 29.3 6 13 7.1 2.5 1.8
N 368 10.4 6000 2 40.9 10 15 7.1 12.6 1.6
. HH B 417 12.1 10700 7 33.0 6 14 8.3 31.6 1.4
’ A 405 11.9 7900 8 30.3 5 20 8.0 28.8 1.9
5 TN B 313 9.9 4800 9 32.0 26 8 5.5 16.2 1.4
' 355 10.9 7000 0 21.5 35 8 3.3 17.1 1.5
6 - B 392 11.6 6300 1 22.7 17 12 11.7 10.8 0.9
' 393 11.4 4500 0 32.4 18 12 10.6 14.4 0.9
; v B 405 11.7 7800 0 19.9 18 12 10.6 14.4 0.9
’ A 373 10.6 5300 1 29.4
5 Ay B 296 9.1 5600 1 29.8 9 2 5.6 16.3 0.8
o 344 10.7 6700 1 26.3 7 15 6.8 11.9 0.8
. i B 259 7.5 12000 0 8.6 5 10 6.7 33.6 1.6
- 262 7.5 9800 0 7.1 4 13 6.4 25.3 1.3
B 321 8.9 4500 0 22.4 63 66 6.9 24.3 1.4
10 | KK
366 10.0 4700 0 25.3 83 145 8.6 23.1 1.1
I i B 271 7.8 9200 0 3.6 11 28 13.8 51.2 2.0
- 279 8.3 13100 0 8.0 5 10 6.7 33.6 1.6
B 263 9.1 4400 3 12.0 14 20 6.8 35.4, 1.6
12 | CM.
A 233 7.9 8100 2 16.4 7 2 6.3 28.0 2.0
N B 438 13.2 13400 0 25.6 20 37 9.5 46.6 1.8
- 372 10.7 18200 0 31.5 27 31 10.2 40.5 1.6
B 381 11.5 7800 0 20.7 . . 1.4
u | 1A 6 24 6.9 24.1
430 13.1 4800 3 27.0 19 29 9.0 22.7 1.3
s | sn B 341 10.6 4400 1 18.5 20 39 23.2 26.3 1.1
R V' 357 10.7 5800 6 24.0 21 35 23.3 18.6 1.2

B: Before, A: After
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Table 10 Laboratory findings before and after CS-807 therapy (2)
RBC Hb WBC Eosino Plts. GOT GPT Al-P BUN Creat.
X Case
No (x109 | @d) | Gmmd | @) | (x109 | @u) | @U) | (KA) | (mg/d) | (me/db
ss 455 13.5 9800 0 45.2 5 1 7.9 17.1 0.8
16 S.
465 13.6 9400 1 43.0 2 12 7.5 13.2 0.8
ok 436 11.4 7200 2 39.7 12 47 7.9 14.2 1.0
17 X.
388 10.2 6700 6 43.9 21 42 7.6 12.7 1.0
369 10.7 18400 0 17.7 1 7] 8.7 2.2 1.3
18 | YT
382 10.9 7100 1 19.6 2 16 6.7 12.4 1.0
o | us 372 10.7 18200 0 31.5 27 31 10.2 40.5 1.6
1 S.
361 10.5 7800 5 43.0 15 17 8.8 33.0 1.6
322 9.3 7100 2 22.3 10 14 8.9 2.6 1.3
20 | TM
339 9.7 5200 0 21.5 4 13 6.4 15.2 1.0
327 9.0 14500 0 47.4 30 35 8.5 22.8 1.3
21 | KM.
335 8.9 19900 0 38.4 28 55 8.0 2.6 1.4
345 9.4 7100 4 43.0 7 18 8.4 22.3 1.4
2 | so.
349 9.5 7400 0 44.3 10 16 7.0 20.9 1.4
448 13.3 8200 0 20.7 22 36 5.4 27.1 1.4
23 | vy
493 14.2 5900 0 25.1 18 17 7.7 30.5 1.6
356 10.1 5600 3 54.1 43 79 10.2 13.6 0.7
24 | NU
357 10.1 9800 3 48.8 80 114 10.8 13.9 0.7
s | ki 349 9.7 5500 0 34.9 30 13 6.2 13.9 0.9
- 336 9.2 5300 4 38.1 26 16 6.5 4.1 0.9
385 9.8 3400 3 21.1 14 6 4.5 1.1
% | SF. 29.6
351 8.9 2500 3 2.7 11 6 4.9 18.7 1.0
" s 374 11.5 4900 0 22.5 19 13 6.8 2.1 1.1
- 380 11.8 6300 0 41.7 21 1 17.1 15.1 0.9
315 9.3 4100 4 24.6 23 8 6.2 .
% | KA 13.0 0-8
356 10.1 4600 2 29.7 24 8 5.4 15.1 0.8
426 12.5 5800 2 25.2 28 16 7.2 1.
2 | TT. 39.0 3
400 11.4 5200 3 26.3 29 19 5.7 0.9 1.2
422 12.0 12700 0 26.2 24 8 5.4 )
0 | KA 15.1 08
341 9.5 6800 5 8.2 15 6 5.7 12.3 0.7

B: Before, A:After
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R UEFRDHE 1Bl A S nich, LWIhbEFIRE
ik & B Wi SR T R LR TIER U 72 (Table 10),
#0OMs, GPT L& (iER21), GOT, GPT L& (EH
2) 8B 5NT 555, ERRUITEOIER, EFI24
BATMEER M b1 0, KL REERROZVHD L ¥
27

. * x

FiEOL 7 7 o AR Y &) CS-807i3, /- HiIE
MR, BORINE WWR-3763D 4 ifh ViR~
i, 1V 7ORFUVANKRINAFYIFUVELIRT
MESEEDZ LTk D, ROBRIEED-HAITDH
3, ¥-T, CS-807:OF/E LI &, EiChEED
IRATI—XIZ L DIkMESh, EELR-3763L L
TERMPIEFET 5,

R-3763137 5 1Bk, FaME i LmBELNERA N2
ML ERL, HROEORY 7 70 AR ¥ REAHH
EHaE L%\ Enterobacter, Serratia, indole(+)
Proteus = bTIESIBRA TV 2,

$7: -7 79 7—HITbRER D, FEEREEK
CHHTENEFET Y7,

CS-807DRlE TOUNBIBEBERADEN LI
B35 L, BRET Cmax ZPPEME%ETRL, Tmax,
TYid 2 EERL, AUCIE 2 f5icighnL 7z, &
BEVMEFETH - I L2 ERT 5L, BEREICENT
13 CS-807DRUEIZLRBETL, i, BRI, HhittL
LICBIEELIEIE L E 2 oz, BEltOBECBIL Tid,
SRR OMERICILBEORRTH D, FHBHEDE
TORENBBAEEEIC L2 bDEEZ SNDIY,

4E, FLEHHNRE LIcEREIRIL, 26536
MEREEAEES 2 UL OREREKBEAL, IELA
EHB-E D DIRETH Y, compromised host &
zohd, BEEEIPEENKEDEEDIH, Ok

HWRICBWT, REBRERPLELT, 2ETEY
%66. %D RMnB SN, FHDS T LRMERE N
T AL ERR LI bDEE2 5N B,
RERIZBL TiZ, SEOHROFEHEES30. %k
LIBAERTH e, EKH|100mg1 B 2 ETRYLT:
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BASIC AND CLINICAL STUDIES ON CS-807

KANzo Suzuki, KAzUHIDE YAMAMOTO, SATORU ADACHI and TosHIYUKI Y AMAMOTO

Department of Internal Medicine, Nagoya-shi Koseiin Geriatric Hospital, Nagoya

We undertook basic and clinical studies on the new oral cephem CS-807, and obtained the following results.

1) Serum levels reached a peak 4h after administration of 200mg to healthy adults : the mean peak level
was 2.8ug/ml, and the mean halflife 1.6h. When CS-807 was administered to elderly subjects, serum levels
reached a mean peak of 2.9xg/ml after 6h, and the mean halflife was 3.3h.

2) Mean recovery rates in urine up to 24h after administration were 51.5% in healthy adults and 25.6%
in the elderly.

3) In the clinical evaluation of 30 patients (urinary tract infection 24, respiratory tract infection 5, and
sepsis 1), excellent, good, fair and poor responses were seen in 1, 19, 6 and 4 patients, showing an efficacy rate
of 66.7%.

4) As to bacteriological efficacy, 24 of 36 strains (66.7%) were eradicated, among them E. coli, K.
pneumoniae, Enterobacter and P. mirabilis.

5) Rash occurred in one patient. Abnormal laboratory findings were anemia and thrombopenia, increased
GOT and GPT, increased Al-P, and increased BUN in one patient each. All of these findings abated after
discontinuation of treatment with CS-807.

These results suggest that CS-807 is a useful drug for the treatment of infections in elderly patients,

especially for urinary tract infections.



