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180 R BRI EWC X3 % Carfecillin o 2By, EEIRAOBST

BA - IIHREER - FEmR
P LIRS R S U R BB P S B
(EfE : FRBIMKESD

Carfecillin 13334 K<=Y v Carbenicillin (BLF
CBPC tEf3) OfRPAMAL LTHLLBRESINAD
DTHDH, BFERAOBHERBEPRECHEH LD
T, HETOEBNRRREE &b ic T DR 2 MG
T 5, 72, Tho o2 EcHE L~ CBPC ofZR
#T& % Carbenicillin indanyl sodium(,F Indanyl-
CBPC &Bg7) DHD & HitE L,

I % )

Carfecillin 12FZED X 5 7efiaX Fig.1) 2FL,
5 F3R CosHaN:OsSNa, 4)F5476. 5, BHEBR, KE
T, BERCIIEBRINK S R L ZT L, TAHY
HCEBCIREND, FANIREOHET X Y IFEND
BIRZ T, ELC KSR %V, CBPC & LT
Hhs LORPHBLT %2, SEOBMEFNCHER LigH
1% 1 gk Carfecillin 500mg (CBPC & LT 397 mg)
BEHET 52,

Fig.1 Structure of carfecillin

s

- CH
Q\([:H~—CO—NH—CH—CH \C<CH’
I 3

COO‘@ 04<[3—N~—(];H000Na

TR Lic CBPC @ 7' 5 ARMAREICH T 54
B a5 &, E. coli 18RETIL 118k 1. 56~12.5 pg/
ml &b, Proteus mirabilis 27k TIT258% 1. 65~
6.25 pg/ml ML TE D, ThbOWKICIZEVHE
HERLTW5b, Proteus vulgaris, Pseudomonas ¢
1%, Proteus wvulgaris @ 2#kd 50 pg/ml 2R3 LA
3T 100 pg/ml P EDTHETH - 7o

: II mgFRE

BHSREIEH o fERRA 1 i Carfecillin 1. 0g %225
Frepik S, PIREL 304y, LM, 1WER 304y, 2,
4, 6 W ¥ comEhRES CBPC & LTHIE Lz
(Fig. 2), €I Pseudomonas aeruginosa NCTC
10490 %8Rl & LciEh » 78C, EXedhig CB-
PC % pH?7.2 phosphate buffer 12 X b %8, 7EK Lo
Mg rFERE O Peak i3 IREE 1RERICH D 5.9 pg/ml ©

Fig.2 Serum level of CBPC after oral
administration of carfecillin 1.0g
to a fasting healthy volunteer

Cup plate method

pg/ml Pseudomonas aeruginosa
6.0r 5.9 NCTC 10490
Phosphate buffer pH 7.2
sob 4.1
2.6
2.3
2.01
1 1 i L 1
0321 2 4 6 hrs.

Fig.3 Urinary recovery of CBPC after oral
administration of carfecillin 1.0g to
a fasting healthy volunteer
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Hole, £OH, MFPREIHEDICETL, ARHE
4R S Lz fed o o,
III  pRep e

MEFREZRAE LicE—ARI\WT, PIIRE 6 Rk
E TORPEHEE S CBPC & ULTHIE LA, WEHE
M EFRRENE & RAROHE TR, BREOHHL
pH7.2 phosphate buffer & X b {77 » 7= (Fig. 3,
Table 1), HEt-EIXPIMRE 2R % ©ic 189.8mg, 2
R 4 BEM % Tl 65.7mg, 4 BEREH D 6 BRRE C
I 17.2mg "C5t 272. Tmg Ok D, RPEEL
2R % TIC 8,650 pg/ml, 2BER B 4 B % TR
2,190 ug/ml & E{E%RR Lo PIIRES 6 B = TO R
EIR L CBPC (e #H LT34. 3% TH » oo

Table 1 Urinary recovery of CBPC after oral

administration of carfecillin 1.0g
to a fasting healthy volunteer

Hours| o o | 94 | 4~6 | 0~6

CBPC
concentration 3,650 | 2,190 430
in urine (pg/ml)

Urine volume
D) 52 30 40 122
Urinary 189. 8 65.7] 17.2 | 272.7

recovery (mg)

IV ERERA®E

1. BEXNRGSLUHEFE

Carfecillin 285 Uicit S iBF494E 2 §~504£1 B
D RWER BRI K3 X O ABEEE204 T, 5B 8 £, 412
H FERRBI MDY, FEBF ThHD, L L
KREOWFRLIGHEEM 21401, BHEEFL 66T 18
HBEER D 5 5 9 G LGB TR 2% 6 flizvThb( )
PR THBEER Y AT 5B EM M R RRE T
%o $ENE Table 2 1R,

Carfecillin D#¢ 513 1 H 2.0~4.0g, fHRHR X 0%
TRNCAR S22, IR AR S ©H 5, B
SR 7 ~148, FHIL2HTH D, HEKRE T
7o

2. HR¥TE

BRI R OFIEIL T RO M Uiedd o TITIR - oo

2 ORFTR, LCRPEMEROMBE QRisE
REOBERL, @EKERDOWE, HETTEHAEL
oD,

HE) : ERERO 5B 2 bRl Th, TRTRHER
DI H D,

% BRSO DD,

3. ERPRRE

BB O SR ERAET Lichi 5 &, 1BPEREER146)C

EH 3G, HHB, ELH20ITHB, BUBTEL
6PITIRER 20, HR 16, EH3BTHB, LEH
0BT R S 4, BRI, WHSHTHB, KK
BaHT 2 BRI IR REYE T2 5 L1560, E%)
46l BR6H, Muh5pTHB (Table 3),

Table 3 Clinical results

Di ; Response Excellent | Good | Poor | Total
iagnosis
Chronic simple 1 4 5
cystitis
Chronic complicated 2 5 2 9
cystitis
Chronic complicated 2 1 3 6
pyelonephritis
Total 5 10 5 20
4. HEPHHR

Carfecillin #5F[RbAHOHMEI Nc BEIL 228 TH
b, ZFOWFRIL Pseudomonas r E.coli hidh <,
FNFEN 8T OTH B, DO\WT Proteus |& 3 1k, Kle-
bsiella 2 #, Enterococcus 1 ¥k 5 (Table 4),

Table 4 Correlation of isolated organisms
and clinical results

W Excellent | Good | Poor | Total
Organisms
Pseudomonas 1 3 4 8
E. coli 2 5 1 8
Proteus sp. 1 2 3
Klebsiella 2 2
Enterococcus 1 1
Total 5 10 7 22

7ok, WHRISBEED 5B 1002 LITF ORI OWT
LA EWTE T HIIRIEY B B 5, AFE GO
EHHEOEENRE L DN, FRREECHEZRDTE
b, BEAEE LTE W Tote, FHEBERIDEKLR L %
% &, Pseudomonas 8 HRHESH1ER, BRI 3EE K%
ARk, 7of LS 4 b LB Carfecillin #2592 X b
Mk, E.coli8RRTiXBER 2k BR5HK £ 1HK
Proteus B 3¥RCITEXN LBk ) 2 8k, X LED
D 2¥Th Proteus 1155, Klebsiella 2#kiz \Th
3 4%h, Enterococcus 1 BRiIER TH - oo

HEEEOWEER LD E (Table 5), Pseudomonas 8
B, 3ERMHALCED, FRLbD 48k EHef
Licd o 1#E (Klebsiella @z Licd D) TH 5,
E.coli 8 kP TiY, WAL O3H fFlicdbod
B RN 1EE, BERRLebolichot, ZTOMOD
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Table 5 Bacteriological results

Organisms Disappeared Continued Changed Uncertain Total
Pseudomonas 3 4 1 8
E. coli 3 4 1 8
Proteus sp. 2 1 3
Klebsiella 1 1 2
Enterococcus 1 1

Total 10 8 3 1 22

6 Bk T4de L= d DU Proteus |5 2 #k, Klebsiella 1 ¥R,
Enterococcus 1 ¥k TH b, W Lizb D Proteus &
25 Pseudomonas ~1#kkr, Klebsiella 538 E. coli
AR LD D LERTH - oo

W35 CBPC o Disc Bzt & BRR%h R

L DOBRE & B L (Table 6), Disc @M (H) %
L7 T8k, ZRHHEER TH - b D4k,
Disc @32t (=) OMEPETH - 7o d DX 3K T
otz HEED 5B CBPC DORBZHE R~ 2 721k
1, Disc RREM: & BERARO—F Licd Dk 7 # (33.3
%) THhbHo Disc JFZME (=) THOIerLELDHD
WA ER L b0k H D, TOWEEL E. coli
5#k, Pseudomonas 4 #, Klebsiella 2¥Th 5, K%

Table 6 Correlation between disc sensitivity
of organisms to CBPC and clinical

results
Response
Excellent | Good | Poor | Total
Disc to CBPC
H
H 3 1| 3 7
+
- 2 9 3 14
Total 5 10 6 21

D TEDTH ST 3E DT R D E, Eocoli 1
Bk 104=/ml 235 1052 /ml L ML TWb, L
2L, Pseudomonas 2 ¥fi% 1052 /ml 238 1052 /ml ~
EhTRiEn LW LB,

5 ElfeAE

Carfecillin 22051, 3HhcicA brDEIER
BTz, Carfecillin D gEANT K E\ p3HC IRICEER L
WEEAF X IBNLIo S BITFROARE, AHRE - §
AR &2 i 2 B DRE D fe BT L 7o 2 )
GE#6, 15) &, #HEHKTHR GOT, GPT 0 LH
ZiRDlebD 14 GERID) Thb, ez v 7 -

BleEo7 vaF—fER e Bbh B IE ML L 2o
Carfecillin #5-fi#ic ¥, BUN, GOT, GPT o
DUWTHE L1z (Table 7), FRImEREL, ~<F 27V 2 b,
masiaE, MmMRBICREELZR LicbDikicy, #5
%, BB ARSI 16 GEGIT) (X BRE A D
HBITH Do BUN & _EFABNLIeA» %z, Transaminase
fECILERIL4T GOT 23182558 u, GPT 4122755 60 u
ANEEE FARRD TS, UL, RERTTCCBRE
EFA LTI 2FGEEMN L, 13) T, #EBICIEFEET
TRELTE Y, ERL40 GOT, GPT L& b AF o
EIWIE TE I, F IfER 6 2858 GOT 114, GPT
85 LRXRXEMEERLTH Y, #54 GOT142 L AL
TWBA, REGFWIIER»HBMFL 2R Sh T
Bo
.V % 4

Carfecillin OBk X OEIKRE Y, Lo fE L
Indanyl-CBPC D #& & i LT &7,

WHIO MEPREEEIIE E A EENRVD,  Carfe
cillin D& 5 BFE L Peak 1231, MmiFHabDHELD
B, F 70, Rkl Carfecillin @)% 5 235 Indanyl-
CEBPC Il NCRIFIEAAE R LT 5%, LivL, Th
B DB R — 4t THIE LT\ isW O THIEI ¢ X e
Vo BRIRBETC D\ TS MMM PRI R EC IR E LT
%45 &, Carfecillin & Indanyl-CBPC #5545, #
bS8, BH5HHNZER—EMR L 15632 TH B,

Indanyl-CBPC #:5-6C#%) 2 6, Hxh4 61, &%9
B (B%hERA095) ThH B DI, Carfecillin #4561t
ELh4 6, K6 B, ERHS5B CHREET%) Lo
N T%, Carfecillin i2fk© CBPC &ich & L
TIRPCERE CHHE X525, bhbholicd,
Carfecillin 1. 0g Ze[ERFPIIRE: 2 BERE & CO Ry e
3,650 pg/ml LEfERRL T D, 4B 6K
11430 pg/ml TH 57z Licht» T CBPC 12100 ug/ml
P kot %33 Pseudomonas, Proteus B X 5 R
BRYYEC LTh, 1 H4.0g WIRIC X b AR5
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Table 7 Laboratory tests before and after carfecillin administration
Case No Hb Ht RBC WBC Thr. BUN GOT GPT
) (g/dD) (%) (X104 (x10%) | (mg/dD (u) (u.)
1 Before 12.3 38.7 419 8, 300 55.3 16 56 34
After 13.0 39.1 427 6,400 34.1 14 25 10
2 Before 12.6 38.7 407 4,400 29.5 17 25 18
After 12.4 37.1 407 4,300 16.2 23 21
3 Before 13.4 39.7 438 6,100 27.1 8 16 8
After 13.1 38.4 415 6, 300 37.3 10 23 20
4 Before 12,7 38.3 403 5, 500 24.6 9 19 16
After 12,7 38.1 395 4,700 32.8 11 19 23
5 Before 12,7 39.0 456 4,300 28.2 20 18 12
After 12.4 37.7 437 5, 900 26.5 14 15 10
6 Before 13.4 41.3 390 3,100 7.8 11 114 85
After 13.7 41.3 402 3,600 10.5 12 142 81
7 Before 12.4 37.6 409 8,700 19 18 7
After 13.3 41.1 457 4,600 18.7 11 25 7
8 Before 13.4 39.4 416 4,100 22.4 12 22 13
After 14.1 41.6 446 3,700 15.6 19 28 16
9 Before 13.3 39.8 425 7,500 21.3 22 25 22
After 12.5 39.1 415 4,700 15.7 19 37 30
10 | Before 12.8 38.5 410 9,100 9 27 19
After 13.2 40.1 425 5, 400 35.7 13 23 17
1 Before 12.6 37.8 377 4,900 25.6 20 21 8
After 12.3 35.4 351 6,100 28.8 21 20 11
12 | Before 14.5 44.5 492 7,800 26.1 14 28 29
After 14.8 45.4 496 5, 300 20.8 16 38 36
13 Before 13.5 40.5 437 5, 800 15 55 86
After 13.5 40.9 445 6, 000 31.1 18 32 33
14 Before 12.6 38.3 388 7,100 17 18 22
After 13.3 40.1 407 6, 000 36.6 14 58 60
15 Before 11.7 35.6 403 5, 000 28.2 28 22 12
After 11.3 35.3 397 4,000 9.9 20 18 13
16 Before 14.3 42.0 440 6,700 31.7 15 21 8
After 12.6 38.0 401 5,700 25.6 16 21 9
17 Before 13.3 423 9,700 42.3 12 22 15
After 14.6 43.8 470 13, 800 47.0 14 41 29
18 Before 13.9 43.5 450 8, 200 14 31 10
After 13.0 39.7 408 6,700 15 21 27
19 Before 14.6 44.7 496 6,700 71.4 15 37 54
After 13.7 40.3 449 6, 200 30.5 16 21 22
20 Before 12.2 37.0 385 5, 900 33.9 13
After 12.9 38.4 401 6,600 22.1 15 26 13
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DTENTFRREELZDRD, FBE bhbhofERTH
CBPC Disc 5zt (=) *7R L7 Pseudomonas Ry
4 Bl HBBIE R T %, Ll EdD, Carfecillin (28
PO G E MM IR RGE I b BRYISERHLAER L LT
PrEc&sLEL S,

VI % £E

1. R A 14k Carfecillin 1.0g % 22 JERFPIIR
IR TMFREELIE L, Peak 1XMREE 18R ©
5.9 pg/ml DPETH -7z,

2. FA— AR\ TR 6 K] % T RFHRIER %
BE Uiz, 6 MR F Tic 272. 7mg O FEfk% 38, CBPC
WG LT84, 3% DR TH 5,

3. BYEIRMFRYWE20BC Carfecillin 285 Ui,
BHEREDE R 1401 ESh 3 B, H%h 9B, T2/ TH -
Too WGMEBRER6OAITIER 26, BRI 16, £EH3
BITH 7

4. BIfER208, BEOBBERYFLicboN
2HH o7, WITRSEEEHT Lo BERIHIC
1Tis - EERRA (¥#H, BUN, GOT, GPT) Tk
1ghc GOT, GPT DRE EAZXBDIITTH B,
ek, Yav?  BEREDT VAF—FEREYIADIF
E9/qAN

& E X ®

D AEWHER, |wA B, JEMREK  REREECH
4 % Carbenicillin indanyl sodium o319,
FE R 93, Chemotherapy 23(2) : 750~756,
1975

2) Jones, K.H.: The clinical pharmacology of
BRL 3475. (Personal communication)

3) HEBMWK EHEEE:VSCY vOBKEE —
RERRIE— FEATAHK 488 : 54~57, 1973
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LABORATORY AND CLINICAL STUDIES ON CARFECILLIN IN
CHRONIC URINARY TRACT INFECTIONS

Hitosul TakamoTo, KATsuvosHI KoNDO and TApao NiijiMA
Department of Urology, Okayama University Medical School
(Director : Prof. T.Nijma)

1) In one case with normal renal function, the serum level [of CBPC reached [to the maximum (5.9 pg/
ml) at one hour after oral administration of carfecillin 1.0g at fasting time. In the same case, the urinary
recovery of CBPC was 272.7mg during 6 hours after administration of carfecillin 1.0g and its urinary
recovery rate was 34.39; as CBPC.

2) Twenty cases with chronic urinary tract infections were treated with carfecillin 2.0~4.0g per day,
and excellent or good results were obtained in 15 of 20 cases.

3) Side effects were observed in 3 of 20 cases (2 slight gastro-intestinal disorder, 1 elevation of S-GOT
and S-GPT).



