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R BRGE 23 % Carbenicillin indanyl sodium o F:f & B EE

ZHRE - FHER - GHER

MEREEFTWIRGHEHE
(EFE - BEHEREIR)

19684F Pfizer # TBI% X h /- carbenicillin indanyl
sodium (L F,I-CBPC &#t3) (Fig.1) in#&#%
BE»rbRIRIhict, Ebicimks s hT carb-
enicillin %4 U, carbenicillin ¢ U TRzt
BY, %7, WEHE L% indanol (3 A TX20B MBI K
4> glucuronide & 7¢ b, Foffh sulfate s & OVHERER
ELTRAPEH S h 5D, 2% h AR A carb-
enicillin ©, 19724k T T KETIRHHEE L T\ %
7, RELSE, KA oW TETOEBNKRN 2L
plliic, REBRPECHERALLOT, TORBYH

&5 %o
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1. Mg :
REERA 2 Flicepgrs I-CBPC 1 g5 LM
BEALHE L, AESEIEEY v THEEY AV, RE

B & LT Pseudomonas aeruginosa NCTC 10490 % F\~ ~

pH 7.0 » phosphate buffer % E¥e# s LCHRIE L
2o

iER1x Table 1, Fig. 2 iIZ/R3,

PIIR#304y T4 2.0 pg/ml, 1 BERE#ICIT 3.6 pg/ml,
2BRAITIZ 6.1 pg/ml TE— ZIZHL, X548
BITIE 2.8 ug/ml iZ L, 6B CIMEBEREIC L
BIEHR Do 1o,

2. RepRitER

MAEERIEER CRRNC LR 1 A0S ECHIE

Table 1

Serum levels of I-CBPC after 1 g

single oral administration

(pg/ml)
Hour
1/2 1 2 4 6
Case
No.1 2.3 3.8 6.4 3.1 trace
No.2 1.6 3.4 5.8 2.5 trace
Average 2.0 | 3.6 | 6.1 | 2.8 trace

Fig.2 Serum levels of I-CBPC after 1 g

single oral administration

6 hrs

Table 2 Urinary excretion of I-CBPC after

1 g single oral administration

(%)
Hour
\0~22~33~44~6 0~6
Case
No.1 18.5|14.3| 7.6 | 6.4 | 46.7
No.2 17.0 | 11.9| 6.5| 4.8 | 40.3
Average 17.8 1 13.1 | 7.1 | 5.6 | 43.6
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Table 3 Antibacterial activity against Serratia m. (82 strains)
MIC
\ 0.19 0.39 0.78 1.56 3.12 6.25 12.5 25 50 100 | >100
Drug
CBPC 1 5 9 10 1 55
I-CBPC 1 10 5 1 9 9 13 25 5
Fig. 3 Urinary excretion of I-CBPC after 1 g L7eb Do
single oral administration AR BREERD D WIRAME D T hac
RELBDLD,
g |H(—)  BRERBICMENFRRZ, &Iy
4or 43.6 ERBDIH T b D,
B PR3 FA AR g Table 4 12R 3,
30p S5@IFRERN216, B 7 B, R 7 B CTHZIRS0.0%
THolc, £D 5 HLEMICREBBYIUELHCIEE )15
- Bl, %02 Bl 4 GICHZIESL. 0%, i MR
o 11 A BSRRYELBICIR B 6 B, HH 5 B, HE4D 3 BICHAD
' H78.6%DRER X B,
|| [T F3 e
0~22~33~44~60~6hrs 3sBICEEMA L, 1HICEE D GOT, GPT, 7.u4 Y

U7 ERFREEME S8 Table 2, Fig. 3 iR T & 89, RIRE
2 B fIPICSE517.8%, 2 ~ 3HEIIC13.1%, 3 ~ 4K
MiC7.1%, 4~ 6 RfHIC5.6% T, 6 REEIPICET43.6%
DR AR Lic,

3. HHEN

Table 3 {T/RTML, REZBRYWESTHEE Serratia m. 82
¥ I-CBPC izx3% MIC % 0,39~ >100 pg/ml 2
MBI 7 L, CBPCizx¢5 MIC i 3,12~>100
2g/ml T4 L, KER4r >100 pg/ml O TH - 720

O

1. NEEE

FEFI484E 4 A2 HIRT494E 3 B £ T A K ERER
BRI RERN Y2 LARBERS IO AR BE
R, ABHER & b fodola\Bifl s R B RRYLE B A 2141,
BROBHHEY & b 7o o 7o B Mo IR B BRYLIE B & 1461 D
350 DN CTHRE L,

B2 F 0 H74F THI8H, KITHITH - 7o,

2. #E5HH

1H2~38%4~3EHFLEORE LI, #E
BEi% 3 ~21H CHREERIL6 ~638 THo 1,

3. EGEPRARE

FHRHERAEIIEELHEBCTHEALTWARD XS 7
AT S o,

EHHHEH) ARERI ZIOCRPHEED, & DITHE

THR7 7L —EEDLERYBDIC, Tihbb, BER
GOT 19, GPT 14, 7NV AV 74 A7 74 —~%3.0, &
Y ¥ 0.56, BUN 21 CHo7oDA, 1H2 g 4ES
=512 C 5 HE#S#% GOT 160, GPT 115, 7%
YI4R7742—+8.3, €Y r0.56, BUN12 &
b, ¥E5&T3HBICE GOT 40, GPT 54, 7%
Y7 4RT774—%6.8, EVIE0.38L TR, X5H
B THIIARCIE GOT 23, GPT 18, 7 v# Y
TFARAT7742—+3.7, EYILEL0.46, BUN 9 & /¢

PR
= ®.

19674 H B LML S THD TRN S his carbeni-
cillin {3 7°5 4 BHE#EIC N LT, fho penicillin X 9
EDHld, FLT T LBEERIC L 5 BIUEC AR OB
B2 HB L XN TEHY, T TIZ BRUMFITT et ald),
MaLMBORG %, ZOMEE < OB|E T, FRTRIBEIC
WLBRHTHHZ ENRELM L, TWD, FAZEDTT
1 carbenicllin DFER L OB X AHBERREY 2,
3DEMWERE LITHEL, TOREEALADL, K
BHESARELAND, EMOBREBE LI LB LS
7o EMEREERYUEIC 1 H10~208 D KBRS Bk & R
&, TTEHE L, LL, ThOEEBRPENRE
Sh, BRVWIXBREBOIBEIC { carbenicillin (2HEH A L
Mitho i, SEEFEINI-AHNIRA carbenicillin T %
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2 I-CBPC3, o &5 fERIOBFHLGLL, e\ LIE
HEREE, BRFICL - TS THRAERN L Bbh

%,
EREEAMEBREEZSRZ L RS TAIRTED E
Foh?e, £2EZKEENLDF—4—-2LDE LD,

W, PEhCBE UL CI3lRE, PENTES, FIBERR
oW TIBEOREKRIL L » THE S his,

BHDOMR4E 13 I-CBPC 1,000 mg ZO#H 5D A
BEED Y — 7 13PRE 2 BEICH D, F£9 6.6 pg/mlT,
HEDOHERS D, 307%KIC 2.0 pg/ml, 1E5[%E 3.6
pg/ml, 2 FRIHIZI 6.1 pg/ml TE— 2 %R, 45K
% 2.8 pg/ml LISITA UL 5 BREEB W5, Zh
3 carbenicillin 1,000 mg #7738 D 24 %52 T D HIE AR
LHETHE, €~ 7EORBETRULOPEVETH
7,

—7%5, R #Eitsgi: I-CBPC 1,000 mg NR% 6 K
% TITF3943. 6% & WA DHETARM & 12— T 2,
Z % carbenicillin 1,000 mg #iFEs & 4+ 5 &, 6
R 3 TITH950 ~60% D BEiftt 3 % 7837 I D Ve sk D BE
HET, MAABEDE— 2300 IEm Bt R AR
LTWb,

KICHBE TN DWW T TH B2, I-CBPCIZAKRIC T
127Ky & A carbenicillin 24 U%, Lcdio THRK
W< I-CBPC D #HEEMIZ carbenicillin D HE{EA
ERUCEEZLBRBY, T TICHA B Pseudomonas,
Proteus, E. coli {43 % carbenicillin & MIC % #i4;

LTy, 4RI, FERIFH/E & LT Fbh T
o2y, BRIEEIMEROE L\ Serratia m. DHLEIIZD
WCRREY L7, BEERSTBE Serratia m. 821 I-CBPC (2
3332 MIC 1% 0.39 pg/ml ~>100 pg/ml CHEE L 47
HL, HBNEZERLIBOOhDHEELRBM, 4
fAPN T3 carbenicillin & 7¢ % f2s %, carbenicillin {25
$5 MIC 1 #IFE L72& T A 3.12 pg/ml~ > 100 pg/ml
T L, 25 pg/ml~50 pg/ml 35 X 08 >100 pg/ml iz &
— 7 % 3B, T >100 pg/ml 23828kFh55Hk & #9709 L
EdEDEFID Serratia JERILAETI % I R 7L
Loz,

BE PRERBLHC oW TR B D ¥R TI R B R YLAE 480 B C
E2h1556, BHZH167HI, WEh14140, ARELITHICHZIE
67.1%TH o 7o D > b Bk R B YYIE 266 HIl Ti
BRh89.6%, —F, EMLRBBIMETIINF—F v
DB\ D1636IT 45.8%, E7-BHBEETIL38.0
%"C’B”Do 7’1:2)9

FAROIBBRBISSHICI %218, B 76, %07 6
THEHEL0%, T 5 HEMEREBRYELIH TIIHE
HB1.0%, —7, BHEM:IRERBYLEL4B] TI378.6% & B
DL & B LT, MEBORBDIZ S DIE U R
PIEOBMEILEWVEEZRLTWS, Thigs7— 7
HEARDOERI 4B 3 F & DT ool &0, BRI
Nk S AR O BRMIE VW LEEREESH
TR ZR L, SHICIIESA carbenicillin 2, &
Wit D SEHIE A, RIROBMEHEH Lictcdn LB

Table 5 Therapeutic effectiveness classified by diagnosis

Diagnosis No. of cases | Excellent Good Poor |Effectiveness (95)| Excellent (9;)
Cystitis 14 11 1 2 85.7
[} .
S 8 Pyelonephritis 1 1 0 0 100
£ %8
5 4-: Urethritis 4 2 1 1 75
o 5
'éd. ‘g Prostatitis 2 1 0 1 50
# b
Subtotal 21 15 2 4 81.0 71.4
- » Cystitis 9 5 1 3 66.7
g c
§ g 52 Pyelonephritis 5 1 4 0 100
TEES
£E5 = !
o] Subtotal 14 6 5 3 78.6 42.9
Total 35 21 7 7 80.0 60.0
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Table 6 Therapeutic effectiveness classified by causative organism

Causative organism No. of cases | Excellent | Good | Poor | Effectiveness(%) | Eradication (%)

E. coli 15 11 2 2 86.7 86.7
Kilebsiella 3 1 1 1 66. 7 33.3
Staph. epidermidis 2 2 100 100
N. gonorrhoeae 2 1 1 100 100
Pseudomonas aeruginosa 4 3 1 100 75
Providencia 1 1 0 0
Mixed infection 3 1 2 100 66.7
Not detected 5 2 3 40

‘Total 35 21 7 7 80.0 76.7

bhd, Lanl, PROKRMOBEBEZY & dleo IiE
B ) D72 9 FER) 1242, 9% T, BT IR R RRYLEE
DERRTL. 4% EDTIINL Y DEEZBH TV D,
AR BIEERR CIX, E. coli TIXISHICHEPR, B
R & 11086.7% Th - 1o KlebsiellaTi% 3 Hl & D 7x
hro 2 ERHH66. 7%, BEHKEII. 3% LEES 1 ODEH
L7z, Pseudomonas 3 4 B & IEGIND Il o 1oV BRI R
100%, BEMERT5% &7 D EBHRD R TH - 7o

Fig. 4 Laboratory findings

GOT 14 GPT 115]
401 401
30+ 30f
201 201
10f 10+
| L | 1
before after before after

BITEAICOWTIE, BsoE? Tid 505 BICERA L,
658112.9%C, D 5 Ll iZHEAERERH (5 b
1156, FE 26 (FPIL2H), TOM7HIL>TH
h, oz, GOT, GPT o L& 6 &I h T
%o BARED MR TII3SHIR ATIER T F 2 1Bl 161

eho foe E B RBEBRGLEEL4BIC >V T GOT,
GPT #HELicE T 5 1HTiZH 55 GOT, GPT »
—BHREDERERBOTNEN, LTOMRIESEZRDO LM
ATH2BE SDELELD (Fig. 4,

L |

1. AR

RBRA 2 flicI-CBPC 1 g @O 5K O MAEE D
E— 212 2RHARICH D, F¥6.1pg/ml T, 6RHE
CIEBEEIC LRI CTE o T,

2. Rkt

MFP R R & REM T 1 e RO# 5% 6 Bl Cic
SE3943. 6% D HEM R A 187,

3. HEA

FRESTRYLEE ST Wt Serratia m. 82812343 % I-CBPC
MIC i3 0,39 pg/ml~>100 pg/ml (IR < 4376 LT
Wiz, L L, AR TIE carbenicillin & U-CHIEE
BaRETH:-0DF0 MIC § Al Lic & & 5 3.12
pg/ml~>100 pg/mlic 4376 L 25 pg/ml~50 pg/ml 35 X
Ot >100 pg/ml i v — 7 % E» >100 pg/ml DFIY
70%BD bhice

4. PR GE I Ak#sE

5B D REERIUEICER L, Ezh214, R 7 6, &
27 HICHEZIFL0.0% TH - 1o

5. BEIfER

3540k 1 flic GOT, GPT op—@#on EH %2 &KLl
N, BELYRBDIIo I,
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Lancet 17: 1289, June 1967

T EXR 4) EWEK, fo: REKRECH TS Carbenic-
1) Bran,J.L.; D.M. KarL & D. Kave: Human illin O B, Chemotherapy 17(7): 1238, 1969
pharmacology and clinical evaluation of an oral 5 EWQ(R AU PRI A O G &R R Ca-
carbenicillin preparation. Clin. Pharm. Ther. rbenicillin—, ﬁﬁﬁ"%Z? (.5 ) :_850~858’ 1?74
12(3): 525, 1971 ‘ 6) HEMIER, fih: Carbenicillin indanyl sodium
2) HOEAALEEESARAE Y VAT Y A D_EERET X 5 AR A 3T 5 B KSR,

“Carbenicillin indanyl sodium” 744, 1974 Chemotherapy 23(2): 809~818, 1975

3) BruwmriTT, W.; A. PERCIVAL & D.A. LEIGH:

BASIC AND CLINICAL STUDIES ON CARBENICILLIN
INDANYL SODIUM IN URINARY TRACT INFECTIONS

TosHIHIKO MiTA, JiTsuo YosHIDA and Joj1 IsHIGAMI

Department of Urology, School of Medicine, Kobe University
(Director: Prof. Joj1 IsHiGAMI)

One gram of I-CBPC was orally administered to two healthy volunteers. = Peak concentrations in serum
were obtained two hours after administration and the average concentration was 6.1ug/ml, the concentrations
after 6 hours administration were scarcely detectable. An average urinary recovery in the same subjects
with 6 hours after oral administration of one gram of I-CBPC was 43.6%. '

The MIC of 82 strains of Serratia isolated from the patients with urinary tract infection against I-CBPC was
in the wide range from 0.39 to >100 pg/ml. Since the antibacterial activity of I-CBPC in the body is due to its
conversion to carbenicillin by hydrolysis, the MICs of the same isolated against carbenicillin were also deter-
mined. As shown in Table 3, the MIC values ranged from 3.12 to >100xg/ml. Many strains were in-
hibited at concentration levels between 25 ¢#g/ml and 50ug/ml but about 709, of strains had values of >100xg/ml.

A total of 35 patients with urinary tract infection was treated with I-CBPC. Excellent results were ‘obtained
in 21 cases, good results in 7 giving a rate of positive effect of 80.02;. There was no abnormal sign due to
the drug observed except for a transient elevation of GOT and GPT in one patient.



