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Mezlocillin o Xy, KBRS

BXREEAR

Mezlocillin {3314 = VHFRATCTH L SR IR
penicillin R_¥4EH'E T, Ampicillin DFEEMETH 5,
FENL 7 T st BiEOSBMECK L CTATE T
B haE L, Klebsiella, Proteus, Pseudomonas 1= %3

SCHIEPENERTERPRTWAY » &1, FEDIT
PEBITLH BHERCERL, fHeT2 > nT
BHRFBEYRIE LD T, TOEEYEET %,

I. REPBEAERS LU RERK

Mezlocillin D4¥HERES, penicillin RIEF| LS
% DALEREFIC OV TR B X F IS LB
PR cup B THRIE LIS,

1. EBHE

KB . B. subtilis ATCC 6633 $hoZERI»# 108/ml
BETH IO CTAR U ERY AV I, 85 | BRZH:
disc fzH# (A7, Muller-Hinton Zrgkizih) pH 74
Vi,

BEFERDVER | 76 L T 60°C BEICR - i
RERETFERY | BEREMXL TEAML 5ml T O8#KF
WCHEL, KFCED b DORREFRE Lico

BRADFIE | M5k X OB L 1/15 M phosphate
buffer (pH 74) TFhFR2BECFRLCHEY v 7
nE L,

BEAE  gHEHCHEbhcBIEFAOERZRIL,
ZDFHER KD, buffer RDOIRD R FIREE & FHIEFT
HER X buffer TFR Liclust OEAONEKEE
ERREFBEEOEICILIZIEFERBIFRISRILL cup HiC
IHhPELS Bz EMFELD LRI, FORIERRE TR
i3 buffer Ti% 0.05 pg/ml, 2 EZFRIME T 0.1 £g/ml
BETH- o

2. RS

31F 8, sk BEERC Mezlocillin 4g #v ) & T-3
500ml ML, 2EME» T CRBHELLF I X
ORI DR E # FERFEOCRUE Lic (Fig. 1), Rik#
BRTEBOMPYLE 52.5 ug/ml, 3044 23.5 pg/
ml, 9043#% 20.25 pg/ml, 36043%% 0.5 pg/ml TH -7,
FEATIXI3AFEFHOBRL T3 BB L VIIAE
EDOM ATEHER T #1055~ 2100 R P BREYHIE L
7oAt 3.2 pg/ml~0.36/ml TH 1, ToRLIBEED 1

Fig. 1 Concentration in blood and in CSF after
intravenous drip infusion of 4.9 g Mezlocillin
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FIC D\ TERPEE R BIE L7ost Mezlocillin 2g, di.
2 FfiIc 12.0 pg/ml OERB LRI,
I. BREK EFA B

SIS 1 Bl & PR BFEIE 1 B Mezlocillin % {f
L, DK ER XL OBRWERI2WTRE LT,

#1060 {LIBMEES, 313 B, 5 HETX » A
DOOWTHAERD ), BRI CHAFHE X L 28X
., RPpRE iz T Cephalexin 1,000 mg P AR# 5%
FTuwieh, BMLULWER, &% oS uwTERES,
TRREE b - TAB LIEST, TOMEL Table 1,
2, Fig. 2 iR LT, ABRREDBEHK T RISBIBASZE 480
mm H:0, H&ER, SEEMRER T, MEEETER
s L 20, BB Mezlocillin i X 2 B2 EEfS L
o B EER X b \ T h d Streptococcus pneumoniae
R EIRICRE Uic, DBES hic Streptococcus pne-
umoniae X3 % penicillin R_E4H Penicillin G
(PCG), Ampicillin (ABPC), Phenoxypropylpenicillin
(PPPC), Phenoxyethylpenicillin (PEPC) o MIC i1
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Table 1 Clinical result of Mezlocillin (Case 1)

. . Daily Dose Durati Ci ti B iological | Clinical Side
Age | Sex | Disgnosis | Dgily Dose |Duration | Causative | Bacterilogies | Clinial | Sie
4gx2 (d. i) 1
4gx4 (d. i) 9
. Strept. )
3ly | M Puru:&:x:ingitis gg :g Eg :% 1 (Cé)gegzmonlae Eradicated Excellent | None
otorrhea)
5gx4 (d. i) 1
5gx1 (d. i) 1
Table 2 Laboratory findings before and after administration of Mezlocillin (Case 1)
. Electrolytes
Drug | Xov | Hb | Hr | WBC |Eesino| ot | gpT | AlP (mEq/L)
administration /mm®) (g/dD) | (%) /mm®)| (%) (D) (U.) K.AU) Na K al
(J%‘;f{i) 414 | 13.2 | — (18,900 O | 345 | 36 11.0 | 187.9 | 3.67 | 102
(Jﬁﬂ:’e;z) 424 12.6 39 5,100 4 39 63.5 9.7 | 142.5 | 5.01 108
After
(Jul. 5) - - - - - | % 82 - - = -
Fig. 2 Sly. Male Purulent meningitis
1977
Jun July
13 14 15 16 17 18 19 20 21 22 23 24 25 26 27, 5
o W /W/
3 é | ////////////////// W /////5//// ” /,%gg £ “d i
%l%r day’/d
38 E //////II/////// //// ; ;/}//% discharged
37L_ S A Avl\\/p %z‘
Headacheg——\
Unconci |
ousness
CSF | cloudy white 28th
Pressureél  4g0mm  340mm 190mm  140mm 130mm 180mm
(H:0)
No. of, numerous 349/3
B cells
acteria| + + -
WBC(/mm®) 18,900 5,100
ESR(1kr.) 107 45
Table 3 ®fn { Mezlocillin ¢ 0.003 pzg/ml & {& < BEE Lo
PCG L bRBMVWHEIEET AL Lhlbdh ot 260 FLIRIE, 47X B, WMo SRMKES

AFFSHBEA X BEROEBELAASK 3 B EOR BIRIE (\WHW 2REN) T LiE LS RERONRET
WX oEBREAE SHBXYFRELD2UABCLE 75 Tfedt Doxyeycline 200 mg/day p3BRehic s,
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Table 3 Sensitivity of Streptococcus pneumoniae isolated

Penicillin | Mezlocillin PCG | ABPC | PPPC |  PEPC
Il

|

MIC (yg/ml)

0.0031 | 0.0062 ) 0.05 ‘ 0.0062 ‘ 0.0125

Fig. 3 Pulumonary abscess 47 y. male
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o Nedlocilin 4g/day 777777
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CR.P. 10041+ E. coli (—) 25+
Volume 5qL ) a-Strept. (+)
of sputa E. coli Neisseria (+)
(ml) O
Table 4 Clinical result of Mezlocillin (Case 2)
. . Daily D_c:s:“ ‘ .l;u:;tion Causative | Bacteriological Clinical | Side
Age | Sex Diagnosis (Route) (Days) organism ’ effect | response t effect
47y | M | Pulumonary 2gx2 (d. i) 8 E. coli Eradicated t Good None
abscess (Sputa) |(5th day after
| ‘f | administration) ;
Table 5 Laboratory findings before and after administration of Mezlocillin (Case 2)
\ ‘ . | Electrolytes
Drug | RBC | Hb | He | VEG Fesie) ot | gpr Alpase (mEg/1)
administration /mm®) (g/dD) | (%) /mm?®) (%) (K.U.) ‘ (K U l(K.A.U.) Na ‘ K { cl
I 1 3 ‘ T '
Before | 493 12.1 — 9,700 0 20 | 13 ;8.1 140.5 { 4.19 [ 102
After 439 J 1.8 | 36 15,200 0 31 ‘ 29.5 ‘ — 136.3 ' 4.35 107

TREI O, /FTREHY b - TABE LICESIT, #& cillin %85 L, ¥HEPIAKS BR X FREMeh 7 H

AOMEE L Table 4, 5, Fig. 3 WRTZ &L THH, BXomikEdE LIE L, 2AKCE X BTRY
Ko X TR L, FTME R L0, TS Photo. 2 0 X 5B L IHFE LI LS CEBbhEIK
BoOEEHHRD Hhtc (Photo. 1), MR OBEIRIC X FEIR bR LA,

b E. coli iRt Lico mltanic E. coli LAk 2 Bilic Mezlocillin 2 {#EH L, FEEKAYEICERLEE
% Gentamicin, Kanamycin, Cephaloridin 12 &% ¢ Blichotc, Ero, HERTEREBOBKRER Ry
B~ tehs Tetracycline 12 (L fit 4 T E. coli w33 % B LIy, WThAER TR TOZEH Th - 1o

Mezlocillin @ MIC % 6.25 ug/ml T#H 7=, Mezlo- (Table 2, 5) 81 fhicoTit1 A& 16~20g »#11H
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Photo 1 Before treatment with Mezlocillin
(Case 2)

Photo 2 On the 5th day afther the course of
treatment with Mezlocillin (Case 2)

BLbdote b3 195 g O KEBEHH SIS bbb T,
M EREIRAEFETEEN TH - 7o
L B

4@ Mezlocillin % JfABREC X B LIBMEHELA D 1
FlefERL, ZH% A Lol MAREEEE XX
Penicillin FDOBIFW X v IBREFAINERINS L 51
5o tett, RREBRREO—2MLbh b, A&
BICENBEERE & LCOMARREY PCG LI L
AT ENTEZER R LIc b, ILEMERED
BRECR B0 UCAKI OB % Penicillin #) & HB
T 5 LEAED B HRICER R R EET 5 FTREHES
Hho FTREERPHEL L COHELRC 1 B & 16~20
g Z11B L Eciic h RER 52770 » 1o B ERC
FERBE LS, BT HE, BREDA S VA
DFLN D A DI h ke LR EERIYECH LTEH
EHFHID 1 DI ESHinc b s M 5 hibh i,

i =

B4 penicillin RHAEYE, Mezlocillin ow
TEEN, BRIORE 21T -7,

1) A% EEY B subtilis ATCC 6633 Fiax H
\WCHEE cup B THIRE Lz, Mezlocillin 4g v ) %
T 3 #¥% 500 m] BB LT 2 B CAMME Lz L =
5, MPBEEERSRTESE 52.5 vg/ml, 6 KT 0.5
pg/ml THolo, BEAEEIRI0SHHIC 3.2 pg/ml
15044 0.82 pg/ml, 210448 0.36 pg/ml ThH-
7o

2) AciBv:ghEse 1 61, MMCIRE 1 Bl Mezlocillin
HEL, E5 16, HF1 AOBEREI.
3) 1 FIh OB LT Strept. pneumoniae WRT
BAFOHE L MIC 0.003 gg/ml &3 Sh Tz,
4) BIERERMC LEBREMEEIRD bR
Too
5) —B& 16~20g 211 kit 195g ©
KEREC 1 2bbT, MFREREORBIRDLR
19NN i
LAk Cephalexin, Doxycycline & (B4 THh
k4 1 Bl Mezlocillin %8 5 UiR 3 5 1B EEEY
Bic,
X 53
1) BODEY, G. P. & T. PAN: Mezlocillin: In vitro
studies of a new broad-spectrum penicillin.
Antimicrob. Agents and Chemother. 11 (1): 74-
79, 1977
2) &R #, & X FIk : Methylchlorophenylisoxa-
zolyl penicillin OGHWHREREE:, BEWET ¢
A7, =) VABBERESECEET A REL
5O EER#EBR, Chemotherapy 12 (Suppl): 5~
13, 1964
3) &R #, AXFIR, XU B, $EFE : Ca-
benicillin O ZEBMEERAEE, Chemotherapy 18
(2): 133~139, 1970
4 &R B T1220 OEBMBR N b O ERE
B, Chemotherapy 25 (2): 977~982, 1977
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LABORATORY AND CLINICAL STUDIES ON MEZLOCILLIN

YUTAKA KANAZAWA

Department of Internal Medicine, Toyosaka Hospital

Laboratory and clinical investigation of the new semi-synthetic penicillin, mezlocillin, has been conducted.

1. Body fluid specimens were assayed for antibacterial activity by the cup-plate method using B. subtilis
ATCC 6633 as the test organism.

Intravenous drip infusion of 4gm of mezlocillin in 500 ml Sorita T3 in 2 hours, yielded plasma
antibiotic concentration of 52.5 xg/ml at the end of the infusion, 0.5 ug/ml at 6 hours after the end of
infusion. The concentration in the CSF was determined to be 3.2, 0.82 and 0.36 zg/ml at 105, 180 and 210
minutes respectively.

2. A patient with purulent meningitis and another with pulmonary abscess were treated with the
antibiotic, of whom one responded with a remarkable improvement and the other showed a moderate
improvement.

3. A profound antibacterial activity of the drug was demonstrated against a strain of Streptococcus
pneumoniae isolated from the first case, with an MIC of 0.003 pg/ml.

4. Neither adverse signs in clinical symptoms nor abnormal findings in the laboratory examinations
that could be interpreted as side effects were noticed.

5. No evidence of serum electrolyte inbalance was noticed even in one case treated with high doses
(16-20 g/day) of mezlocillin for 11 days.

The antibiotic was effective in 2 patients with purulent meningitis and with pulmonary abscess, respecti-
vely.



