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Mean serum CBPC concentration after
oral administration of 1,000mg carfe-
cillin before meal (20 volunteers)
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Fig.2 Excretory rate into urine after oral
administration of 1,000 mg carfecillin
before meal (20 volunteers)
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Excretory rate into urine
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amount
Average 160.84mg| 82.99 | 17.37 |261.2
(20.269%)| (10.45)[ (2.19)| (32.90)
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Fig.3 Fluctuations of laboratory values
before and after treatment
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Table 1 Acute cystitis
Wei-| Bacteriology (CBPC disc) |Daily I?ura— Effect e%lift Complication
No. Case ght dose | tion (Occurring |(Combined drug)
(kg) Before After (g) |(day)| Bac. |Clin. day% rug
1|Y.A.55 9 | 49 G(f%‘(,‘i‘i(+> — 0.5x3 11 (H)H(H) — —
G(—)rod G(—)rod — Constipa- | Diabetes
2ILT.54 Q| 57 105(—) 105(—) [0-5%3 19} 5y | tion (16) mellitus
3|T.K. 31 9| 54 E-“’lio,,(ﬂ - 0.5x3 7 | Mo - -
4]A.Y. 53 9 | 50 | GNB 10°+) | GNB 10:(-) fox3 7 | st — -
5|T.H. 24 5 | 60 | £rovidencia - Loxg 7 | Mo — Tonsillitis
E. coli H Anorexia
6 H.A. 56 @ 50 S105(H) — 1.0x3 7 [ e 3 —
7. 2@ | s [ Bl ) = JLox3 2 | Unknown - -
B-Str. " Neurogenic
8 |[K.N. 61 3 54 | hemolyticus — 1.0x4] 6 EI e — bladder,
107 (H4) Dysuria
9|T.S.35 8| 65 - ——_ _|0.5x4 3 (?>+(+) -~ —
10 [K.N. 39 9 | 45 E'C"l’m,,(_) E-C"’;Oe(_) 0.5x4 8 | Ty — -
Abdominal
11 [H.M.24 @ | 50 Staphi(;’s“(’f;‘)s - 0.5x4 8 | Mo Dig‘;‘;;ﬁea -
12 M.T.65 @ | 55 |E.coli 10%—) E'C°l§07(_) 0.5x3 7 [ Ty Py“g%i)s -
+ _ Hypertensive
BIY.S. 718 | 41 | T | T [0.5X4 10 | oy ey heart failure
. . Prostatic hyper-
E. coli E. coli +H 4
14 K. I. 80 3 65 0.5x4 7 — trophy, Diabe-
105 ?) 1035( ?) + tes mellitus
Str. faecalis | Str. faecalis +H — —
15E.N. 70 & | 64 105(+) 100C7) 2274 T L (b

FRBIREHRIFig. 4R LcBY T, LK
BRBRCECTHRIELL, SHEOBE1LAHEL
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Bl 3 4 (42.99), B 46 (57.125), WEDd
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DI TH - T3 B BEER D Case 2, 10, 12, 18
MREpE D Case 13, ZMBHE LD Cased © 54T
EAESEFICK LEEHEY Fe T (G(-) rod 1,
E.coli2, Pseudo. 1, Kleb.1), t&M:BEM4 D Casel,
4, 8 @ 3G TIIHEHMIELL RO R, BB E O
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Table 2 Chronic cystitis
Wei- Bacteriology (CBPC disc) Daily | Dura-| Effect Side Complication
No Case ght dose | tion (oeffect. (Combined
Ckg) Before After (g) |(day)| Bac. | Clin. °°“’c§;’;§ drug)
E. coli 10‘(‘}‘) E. coli Rhe .
. N . - _ umatoid
1 [T.N. 67 44 g(rji?xta};etenzed 106(—) 1.0x4 6 (=) (=) arthritis
E.coli 10*(4) W
2 |K.T. 58 54 t(!Siartlte}seterized- — 1.0x3| 14 W 4D - Méniére synd.
G(—)rod G(—)rod +H
3H.G. 71 68 Sos o Ty fLoxa 2t | Hos - —
4ls. s. 62 62 | E.coli 104(4H) E-“’l‘loa(_) Loxd 7 | _yTcy| = | Hypertension
5|T.K. 47 51 | E.coli 10¢(—) | E-coli 0.5x4 5 + inal inj
.K. . 108(—) [* (=) (+) —_ Spinal injury
E. coli _ H
6 |K.K. 78 56 S 1044 0.5x4 5 | | — -
ph. Klebsiella H Diarrh R. floating kid-
— ea
7 |T.A. 31 55 {Klebsé(l)la 50CH) 20+ 10X T ey | PREYSR | ney(GID
s ) ysuria
8 IN.s. 33 48 Proteus Proteus 0.5%4| 7 — .
e >105(+) >105(-=) [© (=) (=) — Vesical stone
Citro. GRS _ +H Constipa-
9 |Y. S. 32 63 Staph. H Citro. (=) |1.0x4] 7 () () | tion (3 —_
G(—)diplo.
10 7.7, 19 3 | 51 |Gl — e 7| ™ | NS | prostarits
E. coli
11 [R. F. 26 1 [(Gop S| staph. ) .54 6 | ofap | — | Hypertension
12 |K. S. 70 74 | B coli>105(+) | £ se;dl‘:)’s"gﬁ")s L5x3 7 | 3Ty - Urethral tumor
Klebsiella Klebsiella — Urethral
13 |H.S. 84 3 | &7 105(—) 107(—) FOX3 0y | = stenosis
Klebsiella Klebsiella + Dysuria
e SR 100+ | 108¢=) MO T (T | = | Brostatitis
.M. 48 .coli 108 — . 7 H —
15 [K. M 58 | E.coli 108(+) 1.0Xx3 TN ES —
6 |K.K. 54 Lcoli 10 — . 7 H
16 [K.K 56 | E.coli 105(H+) 1.0x3 4G — —
17 M.K. 3 56 | E.coli 107 — L 6 H
4 E.coli 10"(+}) 0x3 4 D _ —
Pseudomonas .
18 |S. L 66 54 {Klebsiella Klebsiclla 1y g3 7 Ty | = | Urethral fistula
Citgogc;ci%;;( ) 1.14:(0185 er (Onoprose SA)
Enterobacter Enterobacter + Anorexia|Urethral stenosis
19 |S. 8. 70 52 KlebsiellaO( 108(—) 4023 7T 1 (4+) (+#)| (3 | (Onoprose SA)
105(—)
Neurogenic
~ Staph. H —
20 M. N. 57 50 107+ — 1.0x3| 7 4D @D D}lr)slﬁfiier
E. cloacae E. cloacae +H
21 [K. 0. 18 48 05 () f65e 0y 05l 7 T _ _




VOL. 23 NO. 7 CHEMOTHERAPY 2317
Table 3 Acute pyelonephritis
Wei-| Bacteriology (CBPC disc) |Daily|Dura-| Effect ?;fide Complication
No. Case ght dose | tion (Ozcgf:in (Combined
kg) Before After (g) |(day)| Bac. |Clin. day)g drug)
1K.M.23 @ | 60 |E. coli 105¢(+) —  lo.5x3 20 (H)H(H) - —
2|T.E. 60 @ | 46 K’eb;';;?l(a;) — oxd 16 | M - Dysuria
3[H.K. 20 5 | 53 |Proteus 105(+) - psx3 7| H>H+( w - -
Staph.
Pseudomonas Pseudo- —_ Abdominal | Dysuria
4T.S. 19 ¢ | 55 (-H-)}>105 mona.s(—)l'o><3 7 (=) (=) pain (3) | Renal failure
=) >108
5|E. S. 24 Q | 51 | Proteus ?(—) — ?8;2 1111 ¢ H’)H( ) — R. double pelvis
. H Diarrhea (1) _
6[F.T. 39 @ | 46 |E.coli 10°(+) = sxd 7| W T
7|E.T. 51 @ | 48 |E.coli 10%+) S i (-H-)H(H) - -
8 " L. urethral
T. M. 47 47 | Proteus ?(— — 0.5%x4| 14 — stenosis
° r ) COMES Donosis
9ls. L 815 | 62 KlebSiell"lo,(?> P Ty losxd 10 |, T - Dysuria
10 [K.S. 63 @ | 58 |E.coli 10%(?) — 0.5x4 7 | H)H( w — L. double pelvis
11 [N.N. 22 @ | 54 |Ecoli ?(?) —  lo.5x4 10 (H)H(H) - —
Table 4 Chronic pyelonephritis
Wei- | Bacteriology (CBPC disc) |Daily I?ura— Effect esf?::t Complication
No. Case ght dose | tion (Occurr-{ (Combined drug)
(kg) Before After (g) |(day)|Bac. | Clin. ing day)
G(—)rod _ H _ .
1[H.K. 45 @ | 57 105(+) 0.5x4f 9 [ETNE) Dysuria
2|T.S. 78 @ | 44 — — 0.5x3 7 |, )H( 4| — | Gastric cancer
E. colr _ +H _ _
3/K.Y. 60 3 | 51 105 0.5x3 9 | 1yt
E, coli ++ _ :
4 K.T. 20 @ | 45 10°C+) - 0.5%3| 9 S Renal failure
Proteus _ H — —_
5 K.K. 77 @ 37 105(+) 0.5%x3| 7 IO NEN)
E. coli E, coli Diabetes mellitus
6U. L5 ¢ 58 “ 1106 ) € 1103(—-) 1.0x3) 14 (+)H(H-) - Cerebral thrombosis
Diabetic
G(—)rod H -
7|Y.W. 75 45 — 1.0x3[ 7 nephropathy
? 10°(H#H D G Renal failure

25861 o Bl fE 12116 (1995) i B Lreht i 5
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Table 5 Prostatitis (1~3 : chronic, 4 : acute)
Wei-| Bacteriology (CBPC disc) |{Daily|Dura-| Effect %idet Complication
No. Case ght dose |tion (Osc:;rcrin g (Combined
(kg) Before After (g) |(day)| Bac. | Clin. day) drug)
1|K.M. 60 8 | 51 | E.coli 10°(+) | E.coli 105(-)[L.0x3| 14 | (_yT(_y — | Dysuria
Streptococcus | Staph. albus + — i
2 M.S. 24 8| 65 <105CHD) 50(+) 0.5x4] 7 =) (Eviprostat)
Providencia
<105(+)
Staph. - H - Dysuri
3. O.60 & | 60 ? () 1.0x3] 15 4D G ysuria
Staph. Staph. H Nausea _
4. N. 22 8| 60 700D 6CHP) 1.0x3l 17 e )
Fig.4 Clinical effects of carfecillin Fig.5 Bacteriological effect
(integrated effects)
20 40 60 80 100/
2 40 60 80 100% T T
Acute eystitis FoARZZZ \AINIHHHHIJIDDGDAAAN W_
. Staph. NN \\\\ \\\WM
ronic cystitis /
Kileb. DO\ ]
Acute pyelonephritis ' Proes D O EER —
Chronic pyelonephritis \\\ i ~/
Prostatit Total cases'
rostatitis
(acute ], chronic 3) D
NExcellent EEEGood Erair [ Jlneffective DN Excellent Good Dlneffective
Effect ‘ Effect .
. {Ee)r{l(;el- Good | Fair |Ineffective m Excellent Good Ineffective
Izlsorders - Z 2 E. coli 15(62.5%) | 2(8.3%) 7(29.29)
cute cystitis 3
P 2. 90m| 1. a95)|(14.39)| 2149 Staph. | 6(75.092) | 2(25.092) | —
Chronic 6 6 4 5 Kleb. 2(33.3%) | 1(16.7%) | 3(50.02)
cystitis |(28.695)|(28. 695)((19. 025)| (23.82) Proteus 4(80.02) 1(20.025)
Acut 9 1 1 ‘
pcyuel?mephritis 81.898) 9.198)| (9.195) Total 28(52.89%) | 11(20.82) | 14(26.4%)
Chronic 3 4 _ _
pyelonephritis|(42. 995)|(57.195)
Prostatitis ! o 1 o ! o ! o
(25. 095)|(25. 095)[(25.095)| (25.095)
Total 25 14 8 10
(43.926)1(24. 695)|(14. 095)| (17.59)
Table 6 Relation between dosage and efficacy
Daily dose Effect Excellent Good Fair Ineffective Effective rate
1.5 g/day 5(45.596) 3(27.396) 1(9.19) 2(18.296) 72.89
2.0 7 9(47. 496) 4(21.198) 4(21.198) 2(10.594) 68. 5%
=3.0 7 11(40.795) 7(25.994) 3(11.19%) 6(22.294) 66. 6%
Total dose Effect Excellent Good Fair Ineffective Effective rate
<15g 8(40.094) 7(85.094) 3(15.094) 2(10.095) 75.09%
15~25 g 10(47.69) 3(14.39) 5(23.894) 3(14.396) 61.9%
>25 g 7(43.82%) 4(25.0%) 5(31.2%) 68.82%
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B, BHTERNE 26, TH, B TRz 1,
THRICERR, BPI2R&16C, BBERVIBEALT
BHH, EACBERLOBPVCEBHIZELh ot
(Table 7), £Bi& L BIEFIORE, FRIELBDE
FTHHEE Lic, R LTREEINCZ£Lficss
WTRERT Lichd, BERIRELE4L2FoEL L
T Transaminase {& 2\ T EFDRHE DER Fig. 3ic;x L

Table 7 Relation between dosage and side
effect

Mean daily dose | Mean total

2.5 g/day 19.5¢
2.4 g/day 23.1g

Cases of side effect
Total case

7z, Table 2 @ Case 14 ¢#437 GOT 40, GPT 14,
#H5#GOT 48, GPT 59 LEERFMELR L, &
BEZ, 4AFHEAE CHRERRNLZT TR, T
WhP B EAMREOERBIT E 5 e BDL R -
Too MBBTREDRALNIHEFNLE 57 Idr ol

% =

JRBE PRy (nosocomial infection) R 7r B
YETORPEOTEILEAELE LT, RBE ASL
NEZEHEDTWDZ L1, TTREL OHENLL LS
MHTHY, MREEREKE LT CBPC, SBPC; GM,
DKB 7z &'® Aminoglycoside R¥tAEMHEN R IN,
BfEZ n b EERYUE ORI (L¥HTIL L LT 2 KA
OB MTIebh, W ONDOERIEEIH Ub T
WAL, LaL, CBPC, SBPC E# & bicREE
X3 HHE L MIC 50~250 pg/ml TH h 9, KHKDOH
SBIKRBELERDLIBEE LV, L L, RFNTRFHE
MO D RTKERHEIND L 2 AL, Wb
5 AR CIREBEEEMEC LT — BB WALtk H
FTHZEHRINT NS, FERDOESHBEF DR LLIK
B, PEEDORBREIFECH LTHEIhEETH -
o, %P CBPC Th % Carfecillin 1ZRIN% ester
SfEEh, CBPC Lig b RIS LIEMD F ¥ CHt S h
5o Tithb, BEERACET 5EFIERDEER D M4
BE, Redhttopi#s s BTRIRE @+ 5 &#D
MIC #ZE L Th ZhEix 32 kE 5 ReEss s
bhlc, FAED DT o T IREGRRBUESS B D HaBR s C
L2501 (43.995), HEH146) (24.695), H% 8
Bl (14.095), #&%H1061 (17.596), 7REA 1 BT, LIEMIT
KT 2EFORERELNFRIZ68.5%5T, HEHRIF
B w8, BRI, ZHBENHK64.3%, Bk
BERE457. 295, SMEBRE KB, 8%, 1BHBERE LK 100
%, WILRERS0%TL A BEBRC IS W TEWARR

2R Lic, EERAFEMOBHRORH TIL, B coli 70
%, Staphylococcus 10095, Klebsiella 5095 T - 7=
2, FIREAEAE LT HEMIRASNS SEORR
BITxAdinl, SBORE’EFihD, BEEEEDHR
DBARIL, 1HBRBEILTIL 1.5g 58, 2.0gi¥5
# 3.0g U ERSHOMCHBEEYRD T, REE5E
CBLTHABET EHAREELLTUL 1.5~2.0g TFH
THDHEE2 D, BIfEARS8HAIF1IH] (19%) B L
e, EDREALREBERTH IV EREYET
B EEEOIILL, SfRHERE ARSIl
KUTRDY, #Y70 AEFEZERTHEEIERB L
RTREE B, FFHEEBE LT 1 flic s\ T iivr
Transaminase DR FA 28 Bbhic2S, AGULEEA
CAELYR LS04, GOT 40, Al-
Pase 20.2 LJREHB, WIEMETEERSEN S50 U
BolcTEEESH D, A X 2EIERCTINTEAb
BHTLREMEELDND, MOFITIXIFEEE MK
BT E ST BELTAEDEh ot ok, BERELE
ER DEICBIEMIL D e D - 1o

BSo4ewBEARLHE TS L, 75 2RER
HBHE LTERAIRTWSF ) o3 v VBB iR Th
X, FFIL 75 AREREC LEL T, KBERE—
BBEAMECSEINhS CEX R+, AFIizG
B, ZERECR L, BEMINTBCENRD D, ik
BEcN L% 5,

ZD X SEFFNIEARC IS CEIEAR 7L, &
RE D> TRERBIECH LBVWERELE T L%
z2bhd,

E

i

1) Carfecillin Na o 1,000 mg #& 0 # 5 OREER
ABFERF 5 mPRE, RPSEERLHEIE L, &#
RRINAE < AR 1 RERT ¢ B (18.98 pg/mb)
L, half life (JHEWENL, 22 ORPEINIHE
T, Ld PR 4 R ©380.795, 6 BfE©32.9
% & BB 2 o 1o

2) RERRBRYLESSH] (BMEREDEAISH, B2l
B, SHBERBFRILG, BEBRBERTH, BziRs 4
B wHE Ll (P11 BEbaE 2.4, R 55E23.1
2) », FEFIFHECl 2 5 5 TEEMC T 2R A% R,
E4h250 (43.9%), HZH14B] (24.6%), °HR 8 Kl
(14.096), 4EEH10B) (17.5%) THY, KEBHEHR
3, BHEBEK64.3%, 18M:REDEKST. 225, SHBEEE
#81.8%, BB TERI00%, BIZRKS0%STH -7,
B BEEAH MO FIL, 1.5g, 2.0g, 3.0g LA ED
FRERORIC & < HEBIMIRADIE D 5 T,
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3) EER&S86IHh, 1B, 13& A ERHEE monas pyocyanea. Nature 215(25) : 25~30, 1967
FHERTH - 7ch’, FEGFAEROBLTHEAL, &< 2) PERCIVAL, A. & D. A, LEIGH : Clinical and labo-
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1% 1 4ic Transaminase DIXEE AR FRDL T, 3) KnNuDpseN,E.T.; G.N,RoOLINSON & R.SUTHE-
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BERE & DI OELIZAD BRI I o T penicillin active against Pseudomonas pyocya-

nea. Brit. Med. J.II: 75~78, 1967
x " 4) PARBEER - BIUsE— - A& : Carbenicillin o
1) Acrep, P.; D.M.Brown, E.T.KNUDSEN, R - KK 3, Chemotherapy 17(7) -
G. N, RoLiNsON & R. SUTHERLAND : New 1125~1129, 1969

semisynthetic penicillin active against Pseudo-

BASIC AND CLINICAL STUDIES ON CARFECILLIN
ESPECIALLY IN URINARY TRACT INFECTIONS

KE1zo MaTtsumoTo, MAKOTO IMAOKA and YosHio Uzuka

The Department of Internal Medicine, Institute for Tropical Medicine, Nagasaki University
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SHUDO NAKANO
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MASAO YAMANAKA -
Department of Urology, Sendai National Hospital
KEn1 SUGAWARA
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1) Carfecillin sodium, a new carbenicillin derivative for oral administration was studied on its blood
level and excretory rate into urine by using 20 volunteers after 1,000 mg oral administration. Blood level
showed the peak at 1 hour (13.98 pg/ml), and half life was relatively short (1 hr.18 min.). Excretory rate
into urine was 30.7% during 4 hours.

2) Carfecillin was administered orally to 58 patients with urinary tract infections (acute cystitis : 15 cases,
chronic cystitis:21 cases, acute pyelonephritis:1l cases, chronic pyelonephritis:7 cases and prostatitis:4 cases)
at mean daily dose of 2.4 g. Carfecillin was remarkably or moderately effective in 39 cases out of 57 (67.2%).

3) Side effects were noticed in 11 cases out of 58. Most of them were mild gastro-intestinal disturba-
nces, which were relieved by symptomatic treatment, without discontinuance of the drug.

On hepatic function tests and blood examinations, transaminase slightly elevated in only 1 patient with

cholelithiasis, and no abnormality was detected in the other patients.



