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Fig. 1 Chemical structure of CXD
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Fig. 2 Serum levels of CXD (500 mg) with or without food
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Table 1 Serum level of CXD in healthy volunteers

Body After administration (ug/ml)
Name| Age | Sex | weight Dosage Food
(kg) | (mg) 1hr. | 2hr. | 3be. | 4he. | 6hr. | 8hr.
A 25 m 65 500 —_ 8.4 8.4 2.6| 1.4] 1.7} 0.3
B 25 m 65 500 - 8.4| 6.6 | 8.4 2.6 | 0.6 0
C 25 m 68 500 + 5.0| 5.6 2.6 | 1.4 0.9 0.2
D 25 m 62 500 + 8.410.0| 4.6 | 2.1 1.7 0.4
Fig. 3 Urinary excretion of CXD (500 mg)
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Table 2 Urinary excretion of CXD in healthy volunteers

(ng/ml)

Body After administrati Total

Name Age Sex Weight Dosage Food on recovery

(kg) | (mg) 0~2hr. | 2~4hr. | 4~6hr. | 6~8hr.| (2

A 25 m 65 500 - 1000 1000 200 200 70.8

B 25 m 65 500 - 800 800 52 52 | 87.8

C 25 m 65 500 + 300 132 28 19 77.3

D 25 m 65 500 + 600 200 28 19 89.3
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Table 3 Results of clinical trial with CXD
T . . . Overall [ Clinical
olelx| Diagnosis E:;Ly Pyuria Isolated organisms (counts/ml) clf%nical eyalu;- Séde
@ efhcacy tion by |ettect
Z|<|» (mg) [Before| After Before After on criterial doctor
1|45|f ASC 250% 3| 4 — | E. coli 10 - Excellent [Excellent | —
259| f | ASC 250 3| — | E. coli 10° — Excellent [Excellent | —
366/ f | ASC 250% 3 + — | E. coli 107 — Excellent |[Excellent!| —
4l57 £ | ASC 250x3 + — | E. coli 10% — Excellent [Excellent | —
551/ f | ASC 250% 3+ — | E. coli 107 —_ Excellent [Excellent | —
6i58| £ | ASC 2503+ — | E. coli 10% — Excellent [Excellent | —
72| £ | ASC 250 3 H — | E. coli 107 - Excellent [Excellent | —
853 f | ASC 250 3| H — | E. coli 107 — Excellent [Excellent | —
_9]21f ASC 250%2 +H — | E. coli 10 - Excellent [Excellent | —
106/ | ASC 250x2_+ | _— |E. coli 107 — Excellent [Excellent | —
11140/ £ | ASC 250 2| H — | E. coli 10° — Excellent [Excellent | —
12148| £ | ASC 250X 2| +H — | E. coli 10° — Excellent |[Excellent | —
1342/ £ | ASC 2503 + — | P. mirabilis 10° — Excellent [Excellent | —
14131/ f | ASC 2503 H — | .S. epidermidis 105 | S. epidermidis 10*| ModerateModerate| —
E. coli 107 —
15/63 f | ASC 250X 3 + + S. epidermidis 10* _ Moderate|Moderate| —
1638| £ | ASC 250% 2| + — | E. coli 108 Candida albicans10}| Moderate|Moderate| —
17169 f [ ASC 250%3 + — | E. coli 107 E. cloacae 10* Moderate|Moderate| —
18/63( £ | ASC 250% 3| + # | E. coli 107 E. coli 10° Poor Poor —
1954/ f | ASC 250x 3| H H | C. freundii 107 C. freundii 107 Poor Poor —_
20130/ f | ASC 250%3 + - — — — Excellent | —
21153 f | ASC 250X 3 + — | Streptococcus 10* — — Moderate| —
E. coli 10°
2243 £ | ASC 250%3 + | 4 | Goro pocterium 10— - Poor | —
23023 £ | ASC - o50x3 + | — — — — Poor _
24)65\m| ASC 250 % 2| Ht H# | E. cloacae 107 E. cloacae 107 — Poor —
P. mirabilis 107 —
284 £| ASC 250% 3 Ht 4 E. cloacae 107 E. cloacae 107 - Poor -
2643/ £ | ASC 950x3| + | — |E. coli 10° E. coli 108 - - [P
" Acute . _ _
?6_7 f pyelonephritis 250% 3| H + | E. coli 105 Moderate| —
2_33-3"1 e:;iiitis 250% 3| + + | N. gonorrhoeae 10" | N. gonorrhoeae10’| — Poor —
23jm ﬁ:;‘tifmis 250%x3| + | + |S. epidermidis 10° — — Poor -
Acute _ _
??m prostatitis 250x3  + + - Poor -
3173/ £ | cccC 250% 3| + — | K. pneumoniae 107 — Excellent |Excellent | —
3267/m| CCC 250% 3 + + C. diversus 10° — ModerateModerate| —
P. aeruginosa 10° P. aeruginosa 10°
?f‘jm CcCC 250%x 3] + + | E coli fO‘ E cloacae 105 Poor Poor —
H{74m| cCC 250% 3| + + | S. marcescens 107 S. marcescens 107 | Poor Poor —
35/9im| CCC 250x3] + — — — — Moderate| —
36/69/m| cCC 250% 3| =+ — — — - Poor —
3720/ £ | ccp 250% 3| H — | S. epidermidis 10° — Excellent [Excellent | —
380/ £ | CCP 250% 3| H H | P. mirabilis 10° P. mirabilis 10° Poor Poor —
3940 1 | cCP 250% 3| — — | E. coli 107 E. coli 107 Poor Poor —
40591 £ ccp 2503 + | — — — _ — —
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Table 4 Clinical laboratory findings before and after administration of CXD
_ - _ Bilirubin Serum
No. | S GoT §-GPT Al-P Direct Indirect Total BUN creatinine
Csel g | A|B|A|B|A|B|A|B|[A|B|A|B|A]|BI|a
7| 24 28 22 22 95 79 0 0.1 0.6| 0.3| 0.6 0.4 18 14 0.9 0.7
17 | 13 10 7 10 | 159 | 134 0.1 0 0.2 0.2 0.3} 0.2] 16 20 0.8] 1.0
38 9 13 2 3 67 71 - — - - — - 8 8 0.8| 0.8
B : before, A ': after
Table 5 Bacteriological response I % %

Isolates g?&igfs Eradicated (%)Persisted

E. coli 21 18 (85.7) 3
K. pneumoniae 1 1 (100) 0
P. mirabilis 3 2 (66.7) 1
E. cloacae 2 0 C 0 2
Citrobacter 2 1 (50) 1
Corynebacter 1 1 (100)

P. aeruginosa 1 0o (0 1
S. marcescens 1 0 (0 1
N. gonorrhoeae 1 0 (0 1
S. epidermidis 4 3 (75) 1
Streptococcus 1 1 (100)

BICASERIREMEE TP, BEETTIRATE 7.

COEMLCE > THRAEE TS L BABETIIE$H13
B, BExh4 B, W2 PITHEREIIL.5% L0, Bk
ETRERD 26, 1A, EDH4PTEDHEI42.9%
TH otz Tz, THREIC K BEEKDRHETHILES
2128150, 214, 5%3 5, EH8 4T, UTL
SHFEREDWF EADE B &, E46H], HE8 A,
WEABI & 12D, HRH63.2% L1558, T DD bAKE
FOEEDHT B EEMAB, EXR6 R, B|EHIMER
DEREII68.9% Th b0 £1, BUETIIED 24,
ER2H, EH5PEBOELRI4%TH 57,

BIVERIICEI L Ti24040 1 RIC TR PSiciz
754, COERREELFIELEELTR S, TEM
LA oMok s, RBMOERETCREEZRULERIZ
15 572 (Table 4),

DX BRI AATHEBE, BOBLBRELE
E. coli (321#krh18#kM%& L, THAES5.7%, UTL M
IS AMEER TR 5 2168k th15#%93.8% DA TH
57z (Table 5),

CXD 3fiLL¥AK 7y 022y YHT, 5l
HiCBILTi2 MIC {2 CEX, Cefradine (CED) titiz
EUCBETSH 54, REHP EDs, iCB L TizAMSE
STWALEINTHLAYY,, bhbhDOBRICET5E
R4t E. coli 30¥kiCxt3 5 CEX & CXD o MIC %
H&LUcht, 2RREREOREAERL TR,

Eiz, AKX QM PRE - RPBUNEIERDOREL
BLOTHiZS 360D, CEX Lii2FTL1- s
AME, MADBE Y -7 H3ES5% 1 FEEEL3N
T3, RPEIRFICHEL THR5% 4 REUTOZE
ELbhbhOBERTCOREL L —EL TR,

Z/c CEX KL, AROEES DL IHhTLS
M, 20 EbbhbhoRIX - AR THIDON
7oo THbE, EORBBERA4LEE>TT o>~ CXD
500 mg 1 B SEEO M PEE, R o B RE i3 ZHEE
BETHARRETLMHEPRED v — 7 BHICEH0
Thizs 2600, zhiEKRELEREL, RPER
R 8IMI $ TTROB AT & EMIDoTze Lkt
T, ARSI L2BBRELLLTE, BEILEST
BHRTHASIEELI LN BEREICEL TR A
MRERILES LS TS CEX LKL, % E coli ©
MBC ARV LHERINTED, ARBFICSL
KBEIC X 2 2t HMEBMRORIA L LTELTS
A5 LEZLNIY, bhbhDERNCETS E. coli
@ UTI #HC X 3 55893.8% LS REDPSHTH
ZUMERER LRI Wi Bbh 3, TS,
ARBE 4041 250 mg @ CXD % 1H2~3E&%
B S4ht, UTI gt &S5 S Rhidass
89.5% & LLRMAR Lo &7t BUHMMEREER
ECRT 255%42.9% 12, AFHBOFITHY, £
LTARTCHER SN TS THA S LeELND R
UhtBbhio

WEEOHRTIE, 24T E. coli 85.7%OHKX%
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#%Lx b O D, P. aeruginosa, S. marcescens, E. cl-
oacae ICMPTH o &t ZAK 5P DS XSk
AORBDHOLEZLTINIFIZHDTH 3, ‘
¥, BWEABALTREAZSOMERMETEH
LEALIBH, bhbhOFER D 1 FICTRERD
g2 LT 2. TOMCIRKICEEREZEDT,
NEERETLERRETOAIOR NN o,

# L

HFARE7ruzxRY YR THS CXD LD T,

AW - BERORNEZT, ROL S R EB 0

1. BERA 4 ZiC CXD 500 mg #0051, AR
Lk AEBEAHIY, MFPRED € -7 KK
THhEHDD, ¥— 27 HiCH T DENLL, RPEIRE
25TH S TTOHFIR E Lol LTt
HoTARRBRBRBRETHNTHE S5 LELS N

9. E& L TAakBBbERRE S B EIC CXD 250 mg %
1H2~3HEABRBELTEORREAI, UTI K
DIFHERIC L 2 BYIEDEXIHII89.5%, WUIEIC
HLTIH42.9%TH 51t THREHTBIC L 2EHRE
a3 L RMIET68.9%, BUIETI.4%, BEEFD
Ri163.2%4TH o7z |
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BASIC AND CLINICAL STUDIES OF CEFROXADINE (CGP-9000)
IN THE UROLOGICAL FIELD

KEeisHr Okapa, NoBuo KaAwaMURA and MASAAKI OHKOSHI
Department of Urology, Tokai University, School of Medicine

Cefroxadine (CGP-9000, CXD) is a new orally effective cephalosporin provided with antibacterial activity
comparable to that of cephalexin (CEX), and is reported to exert ,its activity almost independently of any
influence of meals.

The absorption and excretion of CXD were studied in healthy adults, and its clinical efficacy was also

evaluated.

CXD was administered two healthy 'adults of fasting and the other two 30 minutes after meal, and its
serum and urinary concentrations were measured according to the thinlayer cup method by using M. luteus
ATCC 9341 as a test organism. As a result, there were almost no differences in AUC (area under the
curve of serum concentration) and urinary recovery rate between the two groups.

The peak serum concentration was attained 1~2 hours after administration, and was not almost affected
by meals. .

To see the effect of CXD, 250 mg was administered 2~3 times daily ‘after meals to 40 outpatients at the

urological department. Of 19 patients with acute simple cystitis who met with the standard criteria for
Drug Efficacy Evaluation in UTI, therapy with CXD was remarkably effective in 13 cases, 'effective in 4
and ineffective in 2, showing an effective rate of 89.5%. Complicated chronic urinary tract infection was
treated with CXD in 7 cases, and its effective rate was found to be 42.9%.

As for adverse side-effects, diarrhoea occurred in one patient, which was alleviated on withdrawal of
medication. Hematological examinations revealed no abnormal findings.

Bacteriological test demonstrated that acute infection was caused mainly by E. coli and 15 out of 16 strains
(93.8% ) were eradicated by CXD.



