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ey Cefuroxime axetil (CXM-AX) o
PREG « MEBRTEYLAE 125375 2/t - B Ay # 3

HARE=-SEHBS
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37136 R BRI PR 25 6
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B FERREEREREHWREH

FLOEO =7 = 2R AEHE Cefuroxime axetil (CXM-AX, SN 407) ;=2 TL T4 E A
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1 WS

500 mg PIMR® 0.5~1.5 Wefdll ¥ TOMAPURE L 0.96 pg/g (n=5), 2.0~3.5 BRI T2 1.15
rg/g (n=4), 4.0~6.0 B§RITix 0.99 ng/g (n=6) TH -7tz

2. BEIRRUBR

53 fijo UTI & 17 GIORIZEE S AR 25 Lz,

(1) SWBMERN%L: L LT1E 750mg (54 3), 3 BMESH®O UTI HTMiLeE T
DEZ L 26 Bk 26 F GEX) 21 Ol HZh5 6D, 100% ThHo 1,

(2) 1BHHEMERBREYSE: L LT1H 1.5g (43), 5BREEHD UTI ERHipHLeE
T 24 Pk 18 ) CGEZH8 O, HX) 10 B), 75% DOHEZIEEE,

(3) FiZiZe:EELT1H L5g (43), 5~14 AMBEBORMK CIIFMaTER 11 fid
60l 5675 DEZIRTH » 7=

3. Zetk

BEOBIFAE LTHE LR, FETHRELO GEREE 70 ik 26, 2.9%) kA Lol
CTRLBIETS » 1o AR THEHTHMA TEFICE L, BKRKRAE GRS I - B
BEMED) TXHR 37 Bl £ T TAFICL &3 EBbhDRFEAh -1,

4 Fr»
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Fig.1 Chemical structure of CXM-AX
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T A R O ME 21T - 720

AT AR DI T F 13 S. pyogenes 11D 697 %
HEE L L 10% Fmiin HI Agar (38 »REBE
M nEBErE A, HEEMRIX 1/20M vV VR
TR (pH6.0) ZA7o, RIS 1/20M
) v EREAAE e (pH 6.0) T 4 f£ 78 L Polytron (A A
AexxwFapg) ThELF A AL, 3,000rpm, 154
MEGE D EERWEBRE L

2. FRIRMBGES

(1) x %

FEGIXL LA 70 £TH 5o BEITRE Table1 (i

L7 h TH %o WP 28 Witk 42 THH, F
HRHERIT 20~86 kT TTHoto D> D 65 KLUE
DEMEXAEFT 11 B TLEAED 16% & hdlc, FEED
PIER LB At e J¢ (acute simple cystitis, ASC)
27 GITH » 1o, 1GHERMMREERYIE (chronic com-
plicated UTI, CC-UTD iz 26 fjC, *DRFRIETM
Jept 14 O, BEB AN 12 G TH o oo MEBRYIE T

THITZI 2 TREGIRL L 17 DITH - 1o

(2) 57 & - #ikE

ETHNEE T B L LTARE 30 5Tk x fos AS
C T!x1H 750mg, %3, 3HM, CC-UTI TIiz1H
1500 mg, 73, 5HM#&EYS T2 E&FEAE Lice Wi

77
Table 1 Age and sex distribution of patients

Agelvears) Male Female Total
20~29 4 5 9
30~39 5 13 18
40~49 3 8 11
50~64 3 13 21
65~ 86 8 3 11
Total 28 42 70

SMRRATIX1IA 1.5g 43T 7~14 ARIREAIL Lt
BE5 L1

(3) ZR¥E

UTI FEGIDZHRFIEFAE Pl £ TERED Hific
L ODRHERTT o 7co F 7o, UTT FEHFHImAEHE 2357
FEEGITIL, T ORI > TRHRHTE 21T - 120 BT
MR 25T, BISZIREH® (expressed prostatic secreti-
on, EPS) dh DM OBEE), EMIKOME, ERct
HRICHERBEIT L TERBEIC L D FIEXIT- 72 (Tab-
le2),

Table 3 Concentrations of CXM in serum and
prostatic tissues (500 mg p.o.)

) Concentration of drug Prostatic
Time after tissues
dosing (hr.) Serum Prostatic

(ug/ml) tissues{ug g Serum
0.5 <0.24
1.0 0.45 0.20 0.4
1.5 2.39 2.00 0.84
1.5 3.58 1.04 0.29
1.5 <0.39 1.30 3.33
Average 1.70 0.9% 0.56
2.0 2.65 0.52 0.20
27 3.83 1.40 0.37
3.0 2.21 0.60 0.26
3.5 ! 3.06 2.08 0.68
Average 2.95 1.15 0.39
4.0 2.09 1.60 0.77
5.0 0.28
5.0 2.4 1.00 0.47
5.0 1.53 0.48 0.31
6.0 2.85 0.92 0.32
6.0 1.42 1.65 1.16
Average 2.0 0.9 0.50

Table 2 Criteria of evaluation on bacteria, leukocytes in EPS and symptoms

Bacteria Leukocytes in EPS Symptoms (Subjective symptom)
(cells/ml) R H#

Eliminated =10'>— Cleared # == Disappeared # ==
+ +

D, d | =210-=10° |1 Hoh E I q | ¥ors

—< 7
ecrease 210—=<10 mproved ot mprove Bt

H—H, + H—H,

Replaced' =10'-»=10* Unchanged | #—+t, 4+, + Unchanged + =4, #, +
Fott, 4, +, £ +— i, H,

Unchanged =10'>=10*

* Replaced by another strains after administration
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Table 4-1 Clinical summary of acute simple cystitis cases

Treatment Bacteriuria ® Evaluation”""
Case . . . .. Side
Age | Sex | Diagnosis Dose Duration | Symptom ™ | Pyuria Count | MIC*"
No. Species . s UTI Dr. effects
(mgx/day) | (day) (/ml) | (10°/ml)
H H# Kluyvera sp. | >10 | 6.25
1 |%|F | ASC 250 X 3 3 - ; Excellent | Excellent -
— — E. faecalis <10 >100
+ H E. coli 10| 1.3 ;
2 |4 | F | ASC 250 X3 3 ( Excellznt | Excellent -
p— pa— — ) i
# H E. coli 10| 3.3 ‘ [ Gastric-
3 || F| Asc. | 20x3 | 3 Moderare | Exceitent | oo
- + (=) ! ! discomfort
4 H# E. coli 107 | 3.13
{ | 47| F | ASC 250 X3 3 5 Excellent | Excellent -
+ H E. coli 100 | 313
5 3% F ASC 250 X 3 3 ( Excellert | Exceilent -
_ _ - ‘
+ + K. pneumoniae 107 1.56 i
6 | 38| F | ASC 250 X 3 3 - Exclusive | Excellent -
_ _ - j
+ m E. coli N 107 |
7131 |F | ASC 250 X 3 3 E (am)lm Excellent | Excellent -
- - - |
+ H E. coli 10° |
8 |45 | F | ASC 250 X 3 3 = Excellent | Excellent -
# + E. coli 10° | 136 ‘[
9 | B3] F | ASC 250 X 3 3 5 Excellent { Excellent -
4 + E. coli 10° | 3.3 ‘[
10 49| F | ASC 250 X 3 3 = Excellent | Excellent —
|
+ +# E. coli 0] 313 f
13| F | ASC 250 X 3 6 = Excellent | Excellent -
p— —_— —_— |
+ + S. epidermidis | 10' z
212]|F ASC. 250 X 3 3 = Excellent | Excellent -
+ H# C. diversus 10° | 6.25
13169 F | ASC. 250 X 3 3 Excellent | Excellent -
- - (=)
+ + E. coli 10° | 6.2
4 |4]|F | ASC 250 X 3 3 Excellent | Excellent -
- - (=)
+ + E. coli 10° | 6.2
5131 |F ASC. 250 X 3 3 Excellent | Excellent -
- - (=)
S. epidermidis ; 0.10
+ H Staphylococcus 10 0.39
6|28 |F | ASC HX3 3 YLO : Excellent | Excellent -
250 X 2 5
- - (=)
+ +++ E. coli 10° | 6.25
17137 |F | ASC 250 X 3 3 Excellent | Excellent -
- - (=)
. o 10f
ASC. ! Acute simple cystitis ' Before treatment Inoculum size - 10" cells/ml
After treatment *"* UT.L : Criteria by the U.T.I. committee

Dr. :Dr's evaluation
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Table 4-2 Clinical summary of acute simple cystitis cases
| Treatment Bacteriuria " Evalation™™ |
Casef, ! ’ - - ) ol pue - Side
No |5 Sex | T Dose  |Duration| Symptom® | Pyuria oo Count | MIC UTI Dr effect
' ‘ mgX/day) | (day) pectes (/mD) | (10°/ml) ' *
| 250 %3 4 * + E. coli 10° | 313
18 [ 38| F ASC ’ o ot Excellent | Excellent -
‘ 250 X 2 7 : — — (=)
1 + # E. coli 10° | 1.5
19 | 42| F ASC. 500 X 3 3 5 Excellent | Excellent -
+ + E. coli 10 | 3.13
20 | 8| F | ASC 500 X 3 3 5 Excellent | Excellent -
+ + E. coli 10
21 | 65| F ASC 500 X 3 3 O Excellent | Excellent -
+ + E. coli 10° | 3.3
2 | 61| F | ASC 500 X 3 5 5 Excellent | Excellent -
+ # E. coli 10° | 3.13
23 (63| F ASC 250 X 3 3 = Moderate | Good -
— i p—
X 1 H# K. pneumoniae 10° 1.56
24 |34 | F | ASC 3:2 xg 2 E Jaccalis ; Excellent | Good -
& - - YLO <10
+ H Micrococcus 107
25 |37 | F ASC. 250X 3 6 Moderate | Good -
+ - (=)
# H E. coli 10 | 6.2
2 | 2| F ASC. 500 X 3 6 Moderate |  Good -
= + (=)
+ + E. coli 10 | 1.56
27 |21 | F ASC. 500 X 3 5 = Moderate | Good -
— i —

** Inoculum size : 10°cells/ml
*** U.T.L : Criteria by the U.T.I. committee
Dr.

" Before treatment
After treatment

AS.C. . Acute simple cystitis

. Dr's evaluation

Fig. 2 Concentration of CXM in serum and prostatic tissues
(CXM-AX 500 mg p.o.)

Serum Prostatic tissues
E 4r ° < 4
Lo L] =
X )
: 3k . 2 3k
; . ° 8 ’
. g
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. < L4 .
° =
3 o M
IS L
1 o * o
e ©
o H
| VST S S N T N S S |
5 6 0 1 2 3 4 5 6

Time (hr.)
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Table 5 Overall clinical efficacy of CXM-AX in acute simple cystitis
Symptom Resolved Improved Persisted
o U 5 U o - Effect on
. e- n- e- n- e- n- -
Pyuria Cleared Cleared 1 bacteriuria
yurt creased | changed creased | changed Cleared creased | changed
Eliminated 3 1 1 26 (100 %)
.. | Decreased
Bacteriuria (Replaced’
Unchanged
Effect on pain 25 (96%) 1(4%) 0
on micturition Patient total
26
Effect on pyuria 22 (85%) 3 (12%) 1(4%)
Exceilent 21 (81%)
Overall effectiveness rate
:} foderate 5(19%)
26/26 (100 %)
Poor (including Failure) 0

(4) =&k

BEMEIFRL, B2RCHZ EREECIY, KF
2B EBLNBEFR OB ELY 2tz BREEHERE
o FELTS AR EBEY T 7200 T KL
fF- Bl eEdAEEY, HE5RMRCMELT AFZI2
BEOBER G LT,

. ® i

L AIZigdm 1T (Table3, Fig.2)

RIZRR A U0 L 7Rz X » T3 DRI T
FORABET L7oo 23 0.5~1.5 B¢ TO 5 HiffDmL
£2 0.20~2.00 pg/g > PR T H > 720 T TIX
0.96 pglg TH - oo 2.0~3.5 B 4 Hifk TOMBIT
0.52~2.08 pg/g DWEEREMIZ S b, FHTlx 1.15 pg/
g ThHo1y 4.0~6.0 BERIE T 0 dFLTEITIE 0.28~
L65pglg T, Fi 0.99 pglg Th - too Mif &AM
BIE LD 0.5~1.5 BRIOMEIT 0.56, 2~3.5 B
BITI% 0.39, 4~ 6R§M% TiX 0.50 TH o 720 & D
i h 6.0 BRI E T & MMIILEE & M & kL
EDRIzRE N2 B th - T

2. BEIRRST

(1) UTI

@ ASC

2T EF OB Fi—5Fi11 Tabled 127 L7zs = OREH
L& 6 EGIORBOLIER, UTL FApaRmsLiE - X
2T o7t O Table5 TH B, | R 26

—
~

LS S
o= Nt

Table 6 Bacteriological response to CXM-AX

in acute simple cystitis

Isolate No. of strains | Eradicated (%) | Persisted
E. coli 20 20 (100 %)
C. diversus 1 1 (100 %)
K. pneumoniae 1 1 (100 %)
Kluyvera sp. 1 1 (100 %)
S epidermidis 2 2 (100 %)
E. fuecalis 1 1/100%)
Staphylococcus sp. 1 1(190%)
Micrococcus sp. 1 1 (100 %
YLO 1 101007

Tetal 29 29 (100 7% 0

Table 7 Strains” appearing after CXM-AX treatment

in acute simple cystitis

Isolate No. of strains (%)
E. faecalis 2 (66.6)
YLO 1 (33.3)
Total 3

* Regardless of bacterial count
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Table 8 Relation between MIC and bacteriological response in acute simple cystitis
MIC (ug/ml) (10°/ml) Not |
Isolates Total
0.05]0.10 | 0.20 | 0.39 | 0.78 | 1.56 | 3.13 | 6.25 | 12.5 25 50 |100= | done

E. coli 4/4 [ 9/9 |4 /4 3/3 [0
C. diversus 1/1 1/1

K. pneumoniae 1/1 _IT
Kluyvera sp. 1/1 1/1
S. epidermidis 1/1 1/1|2/2
E. faecalis 1/111/1
Staphylococcus SP. 1/1 1/1
Micrococcus sp. 1/111/1
YLO 1/11/1
Total 1/1 1/1 5/519/9|6/6 7/7129/29

(%) (100) (100) (100) | (100) | (100) (100) | (100)

Ol 26 f, 1002 OBFZRAY B, FO WEIL B8
21 i, 81%, BHYS5 G, 19% TEHEHEIEHROIZIE
4fETH > T BROABTITOWTRD L, MR
TBHHRINHK 26 Fich 26 (7, 100% TH - too B
T AZRIL, MK 25 B, 96%, EIM, 4%,
TEOZTH > 1o BIRITHT B%EIL, EHAL 22 1,
8%, B3, 12%, FE1Gl, 4% Thotco HHE
BT 5% Rk Table 6 iz, 5% HBEIz Table?
2R Lico WRIREMICAYEES W7o B ML YLO o 1 e s
DTIM 29 BRTH 72, DX DIz E. coli 20 4
T o120 GPC 1% S.epidermidis 2 Fpoofih 3 4 3 £kt
SERTH - 1o IR T OB R 2 1 100%
WRTH- too BEBRHEBEZ 2 M3 AbRI, £ D
%% E faecalis 28k & YLO D 1#TH » 72

Table 8 12/ HEEfE D MIC & BRI A L 7o,
22 PRz o T MIC ZJU5E UAfE R, 22 £ (100%) »
6.25 pg/ml LITF> MIC %75 L, RZMov— 2712
3. 18 pg/ml b - oo Tods, £ T OB ZEE IR
o, 2HIFE 1002 2BRE SR,

B CC-UTI

26 FEGI DA —Fi1x Table9 (2 L7z, = ORHi%
& UTT BERDFMAAE o 45 L 24 SEGI DR A
#iz Table 10 127k Lico MEBLRIL 24 Fid 18 f,
7506 DERETH > 1o R 18 (D PFIZEL) 8 fl,
33%., H%h 10 O, 42% Th - tzo MERITHT 2% R
(MK 14 B, 58%, BRSO, 21%, RIS G, 21
% T o to BIRIZHT 2B BIXIERAL 12 fI, 509,
FY 30 13%, TEIG, 38% TH -1z,

Table 11 (3JFUERERI Y RA 2tz DTH %, 24 ik

21 (j, 8877 P HUMPEEKEIET, 3G BERART
Hoteo BMBERETCT 20 E5RIL 21 fidh18
B, 862, DERRTH - ot WAHTHRBRT 123 AL
THMEINTH > 7oo BIMPERPTED 5 bR IEL
BThHhot:B2 G-3 0 11 flh 9, 82% & G40
8PIFR 8 G, 100% Thotzo 7 —F VBEHITILA
Bk 1 6, 25% DHEMRTEHEI S - 726

Table 12 (3B %R, Tablel1d REHLRE
ERLILDTH b, HERATC 8 Ml 27 fo HlES
h, Zo5% 22 #, 81% HIRE S hice LBk
T 2R, E. coli 16 feh 16 #k, 100% TH- 1o P.
aeruginosa 3 fRi34 THRE S Nishs - 1=, E. faecdlis 3
BRicouTiz 2k, 67% B tc, B HEBER
6HHE, SEiARMEhi, Ed o2 P aeruginosa
2%k, E. faccalis 2 kfic & T&H -1,

Table 14 |34 D MIC & HIEEEA08) Backicd D
Thbho INEREETH D E.coli izoThre, ¥
Bl 18 ko> MIC 43z 0. 78~12. 5 pg/ml OiFHC
AL, €= 2713 3.13 pg/ml itHh -t ThbiZ2T
BREE S hic, & ofh, 100 pg/ml LL Lo xR L3
BHE 6 BROBRE R I1L 50% TH - 72

© ®iziRss

17 JEGL 3 BT D—Ti 1% Table 15 12k Lo &
D% L &12 EPS ch fy I & Bk o & b
2 FTRETH » 72 11 FIORGHARDOE L 7o O #
Table16 TH 5, MEHAZHRIZEZ) 3G, 30
R HHOG, WIS BT H ot MEFMDR
Table 17 (7R Lico 210Yml 43 < -3 10 # 16
¥R T2 > 726 GPC (1 S.epidermidis 4#fxELTHS
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Table 10 Overall clinical efficacy of CXM-AX in complicated U.T.I.
Pyuria Eff
Cleared Decreased Unchanged ect. Ofl
. bacteriuria
Bacteriuria
Eliminated 4 14(58 %)
Decreased
Replaced 3 1 5(21 %)
Unchanged 1 4 5(21 %)
Effect on pyuria 12 (50 %) 3 (13%) 9 (38%) Patne;; total
@ Excellent 8 (33%)
Overall effectiveness rate
T ] s 0 2%
Poor 6 (259) 18/24 (75 %)
(including failure) e
Table 11 Overall clinical efficacy of CXM-AX classified by the type of infection
No. of patient Overall
Group O- Of patients Excellent Moderate Poor effectiveness
(Percent of total)
rate
1st group 2 (82%) 1 1 50%
(Catheter indwelt) e
2nd group
(Post prostatectomy)
Monomicrobial | 3rd group
11 (46 %) 4 5 2 82%
infection (Upper UTL) S i
4th group o 0
A 100 %
(Lower U.T.L) 8 (33%) 4 4 0
Sub total 21 (88 %) 8 10 3 86 %
5th group 0
- . . 2 (8%) 2 0%
(Catheter indwelt)
?olyrr?lcroblal GEh group ' 1(42) 1 0%
infection (Catheter not indwelt)
Sub total 3 (13%) 3 0%
Total 24 8 10 6 5%
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Table 12 Bacteriological response to CXM-AX
in complicated U.T.L.

Isolate No. of strains | Eradicated (%) | Persisted”

E. coli 16 16 (100 %)
E. cloacae 1 1 (100 %)
S. marcescens 1 1 (100 %)
P, aeruginosa 3 3
Kluyvera p. 1 1 (100 %)
GNR 1 1 (100 %)
E. faecalis 3 2 (67%) 1
YLO 1 1

Total 27 ( 81%) 5

* Regardless of bacterial count

Table 13 Strains* appearing after CXM-AX treatment

in complicated U.T.L.

Isolate No. of strains (%)

K. pnewmoniae 1(13%:.
M. morganil 1(13%)
P. vulgalis 1013%)
P. aeruginosa 2(25%)
E. faecalis 2 (25%)
YLO 1(13%)

Total 8 (100 %)

* Regardless of bacterial count

10 #;, GNB t E.coli 2fkx LT 556K TH

CHEMOTHERAPY

too B O e MBE 2 Table 18 (i L7z, Tab
le 19 (ZFRTI =10 ml i Lic 11 EFI O O
ER BB R, D TH b, RTROHRY
G LW TR B E 11 Gl 6 fl, 55%, ZHICEZEE
Mz b & 91% TH -1z, Table20 (X EPS dhdEMFEK
T AR AR AL OTH S, 11 Firk 4, 36%
INGSL SR NSY S

@ FHEEZXAHPEHE

SHED T0 B0 5 HEREIC X - TEEJLCHRHE
#1F - toB g Table 21 127k L7z $AWZ1 64 flh
51 GInEZILL L EHIE S, BE 80% #iFiz.

Iv. =& &

Az X 5 BRI D HENEIERIL 2 FIED b7
(Table 22), =DRZEILEFELH, BHTHRELHTSH
otie BEZWTRE 1+ (BED THo oo BHME
wHEE e, WEEEPIE L TEAN THRARICIEREICE
Lo BEFRMRTEMELE 37 Plic D THiE & 1T » 72 (Tab-
le23), AFhc X3 EBbhs REMIIEINICED LR
b o 1o

1

V. £ =
Wl sicriT 2RO AR o1 2L LT, K
F ORI AR PEE X E Lo ME VTR AL
pinsciERE T, TUR-P OB 91k L7 #illor A
Foo AFo 5 L@ s - TERENEORH ET S
i BT LLEY L E A uA BT st
CEAREL D ENRAELO TRUX{F 8L 500 mg

otio BEBEOBRESEIZ GPC 10 tkeh 9 HR2NRE X MR D AEkMBT 1L, 0.5~1.5 R, 2.0~3.5 ¥
R BREX 90%, GNB 126tk s5tkT, 8% ThH- fl, 4.0~6.0 BRI E TOABET HMBNBE K E /2 %
2o S104ml OEEHE 4 16 6 BRiBeb 7o, A EMITE BRI oTio b o LBV 2.0~3.5 FETH
L wDT, BEEFhc L s, iz i o h, Fofiix 1.15 pglg THotos T ORFOMAPUREEL
Table 14 Relation between MIC and bacteriological response in complicated UTI
6
olates MIC (pg/ml) (10°/ml) Not Total
0.05 | 0.10 | 0.20 0.39 | 0.78 1.56 | 3.13 | 6.25 12.5 25 50 100< | done
E. coli 1/1 1/1 6/6 | 4/4 1/1 3/3 | 16/16
E. cloacae 1/1 1/1
S. marcescens 1/1 1/1
P. aeruginosa 0/3 0/3
Kluyvera sp. 1/1 1/1
GNR 1/1 1/1
E. faecalis 0/1 2/2 2/3
YLO 0/1]0/1
Total 1/1 1/1 7/7 5/5 1/1 0/1 3 6 4,5 | 22/27
4
(%) (100) | (100) | (100) | (100) | (100) | (0) (50.0) | (80.0) | 1&1.5)
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Table 16 Overail clinical efficacy on 11 cases™ of prostatitis

Leukocytes

Bacteria

Cleared

Improved

Unchanged

Efficacy on
bacteria

Eliminated

Decreased

Replaced

Unchanged

1(9%

Efficacy on 2 (182,) 9 (18 9) 7 (6470 Case total
leukocytes in EPS 11
Excellent :‘ 3 (27 %)
%

Good ////// 3(27%)

/A Overall effectiveness rate

; 6/11 (56 %)

Fair 0(0%)
Poor - 5 (45 %)

* Viable organisms in EPS before

treatment, =10*/ml

Table 17 Bacteriological response on original organisms in total cases of prostatitis
Eradicated (%)
Viable Isolat No. of
solates age bl .
count e strains Phase I Phasell Final
(0~ 7days) | (8 ~14days)
‘ S. aureus 2 1/2(50) 1/2(50)
| S. epidermidis 4 4/4(100) 4/4(100)
‘ | S hominis 1 1/1(100) 1/1(100)
‘ = | S omitis 2 1/1(100) 1/1(100) 2/2(100)
S. sanguis 1 1/1(100) 1/1(100)
‘ Sub-total 10 | 8/9(89) 1/1(100) 9/10( 90)
210" | E col 2 2/2(100) | 2/2(100)
‘ K. pneumoniace 1 1/1(100) 1/1(100)
| -~ | P.aeruginosa 1 0/1( 0) 1/1(100) 1/1(100)
é Pseudomonas sp. 1 0/1C 0) 0/1(C 0)
A. calcoaceticus 1 0/1(C 0) 1/1(100)
Sub-total 6 1/3(33) 3/4(75) 5/6( 83)
Total 16 9/12( 75) 4/5(100) 14/16( 88)
100 | S mitis 1 1/1 1/1
S. aureus 2 2/2 2/2
<10’ S. epidermidis 2 2/2 2/2
E. coli 1 1/1 1/1
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Table 18 Strains appearing after treatment
on 11 cases” of prostatitis

Isolates

No. of strains

S. agalactiac
Staphylococcus sp.
E. faecalis

E. avium

E. cloacac

[T T

Total

2}

* Viable organisms in EPS before treatment,

731

2.95 pg/ml T, flbod 2 BRI AN TED - 72D T, M
BEDED > 722 LI ACHHE Licd O TYUROLE R
ThbEELLND, ZOfEH, o 2R LkE kEN
o TeDL FHTCIHEE T OB D - 1o L ERE
BT oLED 5,

CINE TS OBERCO TR 1T A st
LGz fn v bicv, 2™ 5%, O0STERLINCK 52T
Doxycycline 200 mg PAREE G- MK PILIE % HI15E L
T, AUk 3 &, 14 MRS ORRMPNEEDOFEIL
1.29 pglg T, BiIZlp & Uil & DMz 0.568 TH - 72,

=10"/ml CORBUEAEITT - b vbh OfiE iz LT, 135
B EBABIIGE S s ph E, i —5 L
Table 19 Bacteriological response and efficacy on 11 cases™ of prostatitis
No. of Efficacy rate (%)
Ph .
(d:\S'? observed | Eliminated | Decreased | Replaced | Unchanged | Eliminated Eliminated +
o cases +Decreased | Decreased +Replaced
1 / N -
(0~7) 7 3 1 2 4/7 (57) 5/7(71)
I 4 2 2/4 (50) 4/4(100)
(8~14) ' !
Final 11 5 1 1 6/11 (55) 10/11( 91)

* Viable organisms in EPS before treatment,

=>10°/ml

Table 20 Response on leukocytes in EPS on 11 cases” of prostatitis

No. of Cleared +
Ohase
Phase observed Cleared Improved | Unchanged Improved rate
rday cases (%)
I 7 3 4 3/7 (43)
) 7 (
(0~7) '
I 4 2 2 2/4 (50)
(8~14) -
Final 11 2 2 7 4/11 (36)

* Viable organisms in EPS before treatment, =10'/ml

Table 21 Overall clinical efficacy by the investigator's judgement

Diagnosis | Total No. Excellent Good Fair Poor Unevaluable Clinical effe/ctive
rate (%)
ASC. 27 22 5 27/27 (100)
CC-UTI 26 8 10 2 6 18/26 ( 69)
Prostatitis 17 3 3 5 6 6/11 ( 55)
_Total | 70 33 18 2 11 6 51/64 ( 80)
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Table 22 Incidence of side effects

Severity of symptoms Relation to the drug
Type of side effects Total” . L
" + + 3| Definite | Probable | Possible Probably | Definitely
(/6) not not
Loose stool 1 1(1.4) 1
Gastric discomfort 1 1(1.4) 1
Total No. | Total No. 2
of patients | of side 2 2(2.9)
evaluated | effects 2
70 Total No.
of patients o . .
with side 2(2.9) 2(2.9)
effects
* No. of side effect % 100 "* Total No. of patients with side effects X 100

Total No. of patients evaluated
# © Discontinued due to side effect

+

: Treatment for side effect was necessary, but continued

Total No. of patient evaluated

+ : Treatment for side effect was not necessary, and continued

2O TH B, — N, bhbiut, dic Cefuroxime D
EEF & i 5 U 7B ORI AR B 1T 2R Lc¥2%
FORETIE 750 mg i, 45 5 F TORENYL - &
PEl, 14.1~22.8pg/g TH»tco & DEBUL, M
BEOHR L —FH L7ob D TH - oo THHF BT S
CEOROFLBITIECC EDb B T HUTTRIRD
ETIDHLEL LN BERADEEIE & 4R EPS
ADBTLECC ENTHEI R,

UTI OFEKRMZNEIZOWTH 5B &, ASC26 filrh 26
B, 100% ZHTH -7z DHERFED 5> H MIC ZJUE
L Ths, ARICBERREH L2 R LTE ), MRE
BHhLLTMEOPLRME VR Do TDOHE LF DR
28 81% LEENIEHETTS D, AR OE R X T R
WERAHLOTHBH, hel3ds1oL LTHS#
WHEEL 3L b Frhb, CC-UTI Tix
KENFEOHTHHELD Z Enh, KEHEBORED
B2, »OoRRBEYVAR I R TEE R KD
IR Uto, E o UTL JEhGTAE4E T, 24 fish
18 fll, 75% L ERIRE B, BIRNE > BT,
AFNCMHE 2533 P.aeruginosa (X AL O/ L D
TH -t —HI 5 Ui ndieale, S5 0R8%%
fET, H T —F ARELSIGCEIERYAE CRANZRZ
BWARTHEBICL B) KRETANETH 5,

BISLRR Z8 /b LT A KIA e n Al TR (Tt B L
DT, A T ER OB BRI EIE2 B B
EBpbht, MEENR D Mok 5 iz, GNB
Tt E. coli, Klebsiella (=3 < 24E<°. GPC Tix S.
epidermidis <2 KN BFM A RTHBEZX 5L O0E

TRt B L e o E. faecalis 12 33y 5% BB B S
< Abhb ki, &L ORMEFERVALL
i, BAMTEVGERERICHENT, ok s
EhREH 36% LB\ DIXIGHERTIIR O — R IR BT
HoT, BHCELZCHEBLEAVERATHSZ L2FL
T b BMERCKT 2BEIENDO T, WAHEFHHR
LoBE b TORAERDRIE 56% & UTI ikk~h
FHE L 782 T Ao BIALIRZGTRES 2 FHE T LR AR
—RYIEREA IR, BB oA Y BT, EORE
HEHE LT REDP OS2 T SEDOEAAENLT
L ZY Lo, HBEoMEREZERLLTAR
L 19 TEARIOR TS THE LTI W EELD
Nizo 7o, —AEIT 1.5~2.0g 2N ELTHLED
ha,

TR OWTIE, 2 PIEEOHLBRRE 2 AN,
B b 8] < AR L TR s - oo B 2.9% &
HACEL, BOBERMER N THETAELD
Tidie\ o BERRAME CIX O E e AT RIEA LR
¥, TRBOMY LEAEEEATET L LTEL FE
LTIWwEBbhics

X ik

1) & 33 HEAEREFLERRLRES, Hk
vy Ry wal, Cefuroxime axetil (SN407),
KB, 1985

2) OOSTERLINCK, W.; E. WALLDN & J.J. WINDA-
ELE : The concentration of doxycycline in hu-
man prostate gland and its role in the treat-
ment of prostatits. Scand J. Infect dis, Sup-
pl. 9:85~88, 1976
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3) 4#AMEH, KERS, RN, L B, EF % Cefuroxime o3/
o, FINWZ, HBAE= BAR—H, =ZHA 6) : 531~543, 1979
B OmOB—, NI E o WRERBARCKT

LABORATORY AND CLINICAL STUDIES ON
CEFUROXIME AXETIL (CXM-AX), A NEW ORAL
ANTIBIOTIC, IN UROGENITAL INFECTIONS

KEeizo Suzuki and Kartsuo TAKANASHI
Department of Urology, Hiratsuka Municipal Hospital

Icniro Nacakuso
Tachikawa Kyosai Hospital

Yorio Naipe
Departrment of Urology, Fujita-Gakuen University School of Medicine

The following findings were obtained on a new oral cephem antibiotic, cefuroxime axetil (CXM-
AX, SN 407).

(1) Diffusion into prostatic tissues :

After oral administration at a dose of 500 mg, the drug concentrations into prostatic tissues were
0.96 #g/g (n=5) at 0.5—1.5hrs, 1.15 pg/g (n=4) at 2.0—3.5hrs and 0.99 pg/g (n=6) at 1.0—6.0 hrs,
respectively.

(2) Clinical results :

CXM-AX was administered to 53 patients with UTIs and 17 patients with prostatitis.

(i) Acute uncomplicated cystitis : Most of the patients received the drug at a daily dose of 750
mg in three divided doses for 3 days. 1002 of the 26 patients responded well (excellent: 21, mo-
derate : 5) according to the assessment by UTI Committee Criteria.

(ii) Chronic complicated urinary tract infections : Most of the patients received the drug at a
daily dose of 1.5 g in three divided doses for 5 days. 18 patients out of 24 responded well (excellent :
8, moderate : 10) and the efficacy rate was 75%, according to the assessment by UTI Committee
Criteria.

(iii) Prostatitis : Most of the patients received the drug at a daily dose of 1.5g in three divided
doses for 5—14 days. Clinical efficacy rate was 56% (6/11).

(3) Safety:

As subjective symptoms, soft stool was observed in one case and gastric discomfort in another.
(incidence : 2.9%, 2/70) These were mild, and disappeared without any treatment in several days after
completion of the therapy. In the laboratory tests (peripheral blood test, liver and renal function
test), there was no abnormality attributable to the drug in 37 investigated cases.

(4) Overall evaluation :

Cefuroxime axetil is a drug with high clinical effects on uncomplicated cystitis and mild chronic
complicated urinary infections and prostatitis with organisms susceptible to the drug. Its adverse
event profile is comparable to those of existing cephem antibiotics on the market, and no problem
is anticipated in its safety.



