vOL. 37 S—1

7432-5 OB FHKEERAKIZ T 2N 413

7432-S OB FHEMIRE IS T 2 MMEHIME & BRYR

R B
WRARLEWRE SREH

BT - /NEF<FHl— - 1RE ¥ - iN—
HRRUSENRY BRB

1986 £ 8 A5 1987 £ 1 AD 6 » MM & BT R I OB FEBE» SR &
h/HRE 48 Bk (PPNG 4 #%, Non—-PPNG 44 #) 2H\ T, PCG & 7432-S otiMAh %M L

7

- PCG @ MIC iz PPNG 4 #T 3. 13~100 ug/ml iz, Non—PPNG 44 #% T 0. 0125~83. 13 ug/
ml {253 LT A, 7432-S @ MIC (& PPNG T 0. 006~0.0125 z g/ml i, Non-PPNG ¢
0.0032~0.1ug/mliz53# L, PPNG iz LT Non—-PPNG iz %t L T 7432-S i3 PCG &

DHREDICHBVRBENERL

1986 £ 11 AL 5 198TE I HETO3 » AMEHMUYARFRURBEE LUNHERSER X
FMRENEZB L 4 Pl B TFHEERERBEIC T432-S 285 L7,

IR R % 24 BiCX 9 5 T432-S i 5 H %,

1 B 300mg #5414 4], 1 H 400 mg #

ER10PTH- . BRSHL L PPNG EAN I AIF>8ThTOAR, BHAIILL, BY

RIEEDIZ100KTH-7,
FHEAR, FEDLohiEd -1,

Key words : 7432—-S, BFHEHREZ%, PPNG, Non-PPNG

T432-8 JEFRUEKALHTHARINAFLVLE
Oft7 x LREMETH %0

T1432-S BWEHED 7 5 LIRHEE L F—HD 7 5 L
B L THRERARY MLEEL, REDS-57
Y- PREETHE LANhTWS,

48, bhbhid 7432-S 2 BFHEMRERCER L,

EOEERDRARI T 5 L & bicHkdicd 5 7432-S
DHEAIS>VT BRI L7
N
I MERUFE

1. SRR

WEFEIRE 21T - f-Ebkid, 1986 ££8 A5 1987
£1 806 » ARICHRERI & HRBEIBR SO BTk
BRSO OAMINHEBBTH B, chd 48 8%
BWT B-lactmase FEMDRIE AT\, %7:, Benzyl-
penicillin (PCG) & 7432-S o B/h2e 7 F 1 M B
(MIC) &l U 76

MBI, BEOREI WS 5\ i3 HR%E Modified
THAYER-MARTIN ¥#th35 & ¢f Gonococcal (GC) #

ik, HML, 75L8E, HF Y- ERERR,

BAMERELITVEEL . SMFEES LoHEIR,
WolkA20% 7V RNy 7 7—ERHWVWT, —170
CTHRRIRE L,

B —lactamase iEHEDREIZ, Cephalosporin 87/132
(Glaxo) % L - EBERETHT -1,

MIC D flj5E & 10% KA GC &Mz X 2 FIRFR
ETITV, BEREEEIE 10°cells/ml &L, -V I
T 37°C 24 Byt Wik D MIC fE% KD 7,

2. BER&Rat

WRIEFNS, 1986 FE 11 AL S 198TE 1 FEXTD3 »
ARMICHERARESENAFERBRENE LCHERABLAE
AR BEAEZZ L U BOBFHEMGRERRE
Thbo

MHEMRERBE IS 5 T432-S o5 HE,
1E18 (100mg) 18 3MH (300mg) HE50¢ 14 F,

1B 2% (200mg) 1H 2@ (400 mg) 54110 #)

ThH-oto HEAKR, RRUELTTHEE LA, 2
Bk ESHAR 24, 3 BMSHAIH, 5BMEEH
M3PH - to

SHRYEIME, 753 OTREODERFREDHE,

' T ARARX TR S —20- 5
*UT05 BUSERHEX AL 3 — 19— 18



414

CHEMOTHERAPY

NOV. 1988

Table 1.

Gonococecal
urethritis

Criteria for svaluation of clinical efficacy

Evaluation

Good Poor

Evaluation

of clinical efficacy Excellent

Good Fair Poor

(=)

N. gonorrhoeae

(-) (-) (+)

Urethral
discharge
(macro)

(=)

(-) (+) (+)or(-)

Urethral
discharge *
(micro)

0~(-)

(+) (+) (+)

* Polymorphonuclear leukocytes (PMNL) of urethral smear

and first urine

First urine 0 1~4/hpf | =5/hpf
Urethral smear 0 1~4,/hpf | =25,/hpf

Table 2. Standard criteria of judgement of urethral discharge and PMNL

Urethral discharge PMNL
(3+) many discharge without express 4 =230/hpf
(2+) many discharge with express 3 29~10/hpf
(+) a few discharge with express 2 9~ 5/hpf
(=) (=) 1 4~ 1/hpf
0 0/hpf

RESpHOREER, K (R A7) hoBMIRE,

MRAMEKKLS L 2EEL LT, STD RELSOE¥E
(A$) &% Table | DFETERYRB L UEY
DHEET - 1o HRUEDIRBEDORR AL, Table
QIR £/, YROHERR, 3HEBLUTH
HE L,

BB, 773IVTORMIRYI T I OTHL LOTITF 10

0. &% %
1. SEFERE
EEER 2y BE#KEE 48 BED 8 —lactamase EHERIE THBE
%7K L7 B-lactamase EAHE (Penicillinase pro-
ducing Neisseria gonorrhoeae, PPNG) {3 48 #keh 4
¥ (8.3%) ThD, ¥bD 44 iz Non-PPNG T& -

1o

WRE 48 Bkicx 4 3 PCG & 7432-S o MIC £%%
Table 3iT/R L7,

PCG o MIC i3 Non—PPNG 44 % 0. 0125~3.13
xg/mlic, PPNG 4 % T 3.13~100 2 g/ml ik 3L
THH, MICO.8 zg/ml Ll LD PCG mitpkE 48 t
F 1T 35.4% TH - 1o

7432—S o MIC % Non—PPNG 44 #% T 0..0032~
0.1z g/ml i PPNG 4 %7 0. 006~0. 0125 g g/ml i
5% L, Non—PPNG =t LTH PPNG L Th
7432-S i PCG LD b> A nicEHWHE N ZR L.

2. ESREIRRT

7432-S % 1[E 28 (200mg) 1 82[E. (400mg)
B5 U7 10 R % Table 4 iR Lo
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Table 4. Gonoccocal urethritis treated with 7432—8 400 mg/day
‘ MIC
— . [
Case - 14328 Isolated C.trac—|Urethral +| First .**| Side | N. gonorrhoeae
Name| Age(B.W Tails doed Doration ism’  |homatildischage PMNL| urine|Evaluation fects
No. y organism omatis|dischag WBC efecly boG lra32-S
mgxtimed day
N.gonorrhoeae - + #t +
—_— | — Good
1 |TK|30(|54200x 2] 3 - - - + - | —— | - 1005 0.05
N. gonorrhoeae - + H# #
—_— Good
2 [MS|33(63|200x 2{ 7 - - - it +# — | =1 0.4 0.1
—— | — | Excellent
— -— — + p—
N. gonorrhoeae - + H [
— | — Fair
3 |YS|50(61[200x2| 7 - - - t + |—— | — 10.25(0.0125
—_ — Good
- - - # +
N.gonorrhoeae - # # +
— | — | Excellent
4 |HS|45(74|200x 2| 3 - - - + + | — | — [ 0.25(0.0125
N. gonorrhoeae - it it H#
— | — Good
5 |SK| 3558 (200x 2] 7 - + - 1+ H —— | — | 0.4 |0.0125
_ — Good
- + - + +
N.gonorrhoeae - # #H H ®
—_— Good
6 |KH| 32| 56 (200 2| 7 - + - 1+ + || - 25 | 0.006
_ — Good
- + - |
N. gonorrhoeae - + HH H+
—— | —— | Excellent
7 [SS|48]|56(200x 2| 3 - - - + + | — | — | 0.4 | 0.05
N. gonorrhoeae - #H 1
— | — Fair
8 |KH| 30|53 |200% 2| 2 - + it # -1 0.1 0.1
N. gonorrhoeae + H HH
_ — Fair
9 |AS| 42| 65(200x 2| 7 - + # H ——— | — |0.025]0.008=
_— — Good
- + - #o|
N. gonorrhoeae - H H #H
_ — Good
10 |TY| 3365|200 2| 7 - - - + # | — | — |0.0125/0.0032
] — — Fair
- + - H +
Before treatment ** After 3 days ® PPNG

After 3 days
After 7 days

After 7 days
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Table 5. Gonoccocal urethritis treated with 74328 300 mg/day
- LA MIC
Case 7432-8 Isolated C.trac—{Urethral First ,»s| 8Bide |N. gonorrhoeae
Name| Age|B.W }— - L ol +PMNL| urine|Evaluation :
No. Daily dose| Duration organism homatis|dischage WBC effocts| PCG
. 432~8
mgXxtimed day
N.gonorrhoeae | - #o M | Good ®©
1 |KH| 27| 62(100x 3] 7 - - - H# |+ T/ | — | 100 |0.0125
- + + #+ + Fair
N. gonorrhoeae - #+ Ml Good
2 |MS| 28 50(100x 3| 7 - - - + # | ———— | — |0.0125]0.0032
= — —— | = | 5| Excellent
N. gonorrhoeae - # LA . Good
3 |HM| 28| 67 [100x 3| 7 - - - |2 | m | —|-]08] a1
- — — ™ ™ Fair
N. gonorrhoeae - M| Fair
4 |SO|46|62|100x 3| 7 - ~ + | H | - | 18 |ao0s
= = — | = | 5 | Good
N. gonorrhoeae - # M| Fair
5 |FK| 5266|100 3| 2 - - + |+ |+ ~ |0.0125]0. 0125
N. gonorrhoeae - + | Good
6 |HU| 29|52 [100x 3| 7 - - - | #w | + |——|-|08]o00
_ _ — — | =% | Excellent
N.gonorrhoeae - fﬂ | M Fair
7 |UK| 53| 58(100x 3| 7 - N N R — | - |313] o1
— T T * T Fair
N. gonorrhoeae - it M Good
8 |YK| 34|49 {100x 3| 7 - - - HH # | ——— | — ] 0.8 ] 0.05
— — — o | Good
N.gonorrhoeae _ ol " | Excellent
9 |HK| 35| 65[100x 3| 7 - - - + + | ——| —{ 0.1 |0.0032
— , — — 5 | =3 | Excellent
N. gonorrhoeae - it H | Good
10 [KT|{ 58| 60 [100x 3| 7 - - - +# # — | — | 0.1 [0.006
— _ — | x Good
N. gonorrhoeae #t _ | M | Excellent
11 HI 34 IOOX 3 5 —_ z3% _Ses L _"M P —
N. gonorrhoeae # it
12 |TY| 27 100x 3| 7 T | /| -
_ — — | =/ | Excellent
N.gonorrhoeae H o Good
13 {MI|39| [100x3| 5 - - #el—— | -
N, gonorrhoeae # | # | Excellent
14 KY 45 IOOX 3 5 — EE X 2 e s —_
* Before treatment .
After 3 days After 3 days *** After 5 days ® PPNG

After 7 days

After 7 days
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Table 3. Sensitivity distribution of Neisseria gonarrhoeae to benzylpenicillin and 7432-8

 (Non—PPNG 44 strains, PPNG 4 strains)
MIC 0.003=2 0.0125 0.05 0.2 0.8 3.13 12,5 50

- (we/mb 0.008 .0.025 0.1 0.4 1.6 825 25 100
PCG ‘Non-PPNG 3 6 5 6 6 5 T 3 3

" "ppNG 10 0 1 1 1
7432-S Non-PPNG 5 2 1312 5 7T

PPNG 0 1 3

CO0ERAZICPVT, KA 3IBBIC2THEL,
AR OEDFM 2 1003 DEYERTH - 7,

PPNG EHiz 1 fld > A%, 3 BET PPNG &l
KL

NLWicr 5 I STHRRHENIERNLL Fild - 7oA,
COERTISIVTRIBBEBLUCTHEICLERL
fo $72, MBBICIRZ 5 I ST BRI 5120,
3HEHAZVR THEIIMD TR NIEF 4L H
Hoto

7432-S % 1 E 1 8 (100 mg) 1 H 3 (300 mg)
#5 L7 14 fEH% Table 51k L7,

SHEYUENTX /DR 104, 5B EHIELH 3 F,
THEHUEDAN L FITH > 1

O WERICEVT, HEROEYERIC2MEE
L, ¥UFME2 1006 DEHRTH >,

PPNG EEMIZ 1 B - 722%, chod b3 HETHE
Lo

77397 4PF 10 FIICRE LS, HIBERICY
FIVTHRREENIERMRITO 120 LL, AEIR
5403 HHS 343 T BB - TR E - 7 EH
B2HL S,

: o & # &

M-8 2{E L U Plic bV THEE, FHE
SOERUBERIZ L AbBHONL 1o El2, R
B, RF BERSOBHERPEL, BH, THEO
HILBER bR BB SN fo,

v = =
7432-8 13 E. coli, Klebsiella, Proteus, H. influ-
enzae, N. gonorrhoeae IcBH THWHEAEEL,
Enterobacter, Citrobacter, Serratia, P. cepacia, B.
catarrhalis, S. pyogenes it i b\ L

ML, Enterococci, Staphylococci {313 & A & BR2H:
M5 <, P. aeruginosa ¥ L UIKHERICH T 2
HiEHFV. o, BEDB-5792—FILEETDH
AN LIhTVWAS,

LR, S, FAHIEHAOEIHRDOET 2 4
B4 a204 & EBbh s,

bhbhid, 1HROL7 = LFIZHEICKT 285
AN, EIHRDE 7 = LHDOHKBICT T 2
HPBHTHOD ZEE2BRBEL TV S, SEHOHE
HAETH T432-S BHEROBIHRDOE 7 = LF[I&
BIEOBRWVAE %R L, & PPNG XL TR, 8-
Sy —-CHEERAEZELTV PCG @ MIC 2
3.13~100 ug/ml DFWEZRLA-DIZHL, 8—F
7y<—¥YHEEREET S 7432-S o MIC .
0.006~0.0125 u g/m]l D{EWEZR L TWiz,

A THO PPNG &, 1979 §/NFH S ¥ ORI OME
LIk#MLTED, BOEDHAE I 10~20% & EbNT
W3, g/, RROEL7 2 AREORIC K ZKEDER
KL 50X K TIHERITEL Y, CORKOEDOXKAR
T PPNG ERZED - KEICESLIERDBOH 5%
Kk oh T, 4B 7432-S 0, #iz PPNG
KX L ToOBNRENL S, FFZEOTHHEMER
EROBBRICEAH[{TE2bDLEBbNt,

SEIOEBKRIRT T, AFOKRERIZ1 B 300mg &
400 mg @ 2 Bz iF 5, &4 PPNG % L H T
SEATOEY, HYHBIE bIC 100% THET <Xk
WM TH -7, £1, 300 mg 5B L 400 mg £S5
B ORICIBIBIRD Z XIS -teo & DRIFITIERAHR
3, AFOKE T BB SFRINE
DOBRETH -1,

HEERERLOERKBREL LTI 3 3 U7 HHREIC
B->TWb, SEIOEREKNRIT TR, 20 ERSTLE
K753 THBETH DR IPDATH-oh,
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NIRFFITHER LT, B, VBHIRETLER X "
BRI » BRI Bl D, FEIXIFIVT 1) MISEEER{LEREXE BHEEXERSE, F
KX L ToBRRYRRITVWbDEBbhL, Ry vRUY L, T432-8, MR, 1087

B, MBS S I UTRETOERKICIBICE 2) FWERMB, /NBFE— 1082 EicHMIS Nt
{LLRERANRS > Eh D, HEIREHTEIFIIY KB D MBI AL & BTk o R R DB KAy
TREEERRT B4, NEQCATHEETRIEL W, MbElE 57 : 808~816, 1983
RETHILBRBZbDLEEDbN, 3) /JBEE— =H—F SR H f:EXNCo

AENL 24 EFHTRERIZLL L, T432-S (35 B -lactamase BB (PPNG) omticHu
RENICK LI RA L Bbhis, To Chemotherapy 27 : 265~2688, 1979

DAL mm R Ic T 5 BIF LSRR E B2H 4) MEWR_EE ETHSE, NEFB— BFHED
Mo, T432-S IHEHRERICHBSEORN LB AiEORYE, Bk 36 : 433~438, 1082
ns,

ANTIMICROBIAL EVALUATION AND CLINICAL
EFFECTS OF 7432-S IN
MALE GONOCOCCAL URETHRITIS

TAKEJIRO OKAZAKI
Department of Urology, Tokyo Metropolitan Taito Hospital, Tokyo
3 —20— 5, Sensoku, Taito—ku, Tokyo 111, Japan

ToyoHe! MACHIDA, SHoicHI ONODERA, HirosHi Kivyora and Hirokazu Goro
Department of Urology, The Jikei University School of Medicine, Tokyo
3 —19-18, Nishishinbashi, Minato—ku, Tokyo 105, Japan

The antimicrobial activity of benzyl penicillin (PCG) and 7432—S was measured against a total
48 strains of Neisseria gonorrhoeae (4 strains of PPNG, 44 strains of non—PPNG) isolated from
male patients with gonorrhoea who had been seen at the Department of Urology, Tokyo
Metropolitan Taito Hospital between August 1986 and January 1987.

Against four strains of PPNG, the MICs of PCG ranged from 3.13~100xg/ml, and against 44
strains of non—PPNG from 0.0125~3. 13 z g/ml. In contrast, the MICs of 7432—-S against PPNG
and non—-PPNG were distributed from 0. 006~0. 0125 ¢z g/ml, and =0. 003~0. 1 £ g/ml. Thus the
antimicrobial activity of 7432—S was far more potent than that of PCG both against PPNG and
non—PPNG. )

A total of 24 male patients with gonococcal urethritis who had been seen at the Department of
Urology, Metropolitan Taito Hospital and the Department of Urology, The Jikei University School
of Medicine from November 1986 to January 1987, were given 7432-S.

In 24 cases of gonococeal urethritis, a group of 14 patients were given 7432—S at 300 mg/day
and another group of 10 patients were given the drug at 400 mg/day. In each group, one case of
PPNG was included, but there were no case in which no medicinal effect noted, hence the efficacy
rate was 100% for either dosage.

No side effects were observed in any of the cases.



