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Mezlocillin o> 5ptfy, FolRay# =t

Kili % ekEET
BRI R RIFBE PR
KB « FAF F R

BRIz RIRBEER R A B

Ampicillin (ABPC) oDZ#ifAT oxo-imidazolidine
#rxETH BAY f 1353 (Mezlocillin) 133 A/
{, ABPC X b broad spectrum 7t{iEEM*H T2
EMFAY « A =t TRIBI R,

SE, BAIEAFYERGICBT 58E 2B 0T

ETOEBRMPIR & IcET 5,
I.\f B £
1. RBEMEE XU
D BB
BB R LB LR 3 R B R B CREIR AR & 43
BES R TREHEER LI,
Staphylococcus aureus 20 strains
Streptococcus faecalis 10 strains
Escherichia coli 22 strains
Citrobacter 7 strains
Klebsiella 20 strains
Enterobacter 13 strains
Serratia 5 strains
Proteus 28 strains

FT146%

Pseudomonas aeruginosa 21 strains

A AL R F SRR D [ HE U CERFRFREIC
b MIC DRIEHTT - 10

£ty Heart infusion RE A AV, BEEFIT
Mezlocillin, ABPC F X Cephaloridine (CER) o 100
pg/ml oD 2 {EFREL, 02 pg/ml ¥ TOWRETRR
BT ot BEREEIY 108 cells/ml & 10°cells/ml T
To1o

2. EBHER

1) 77 sBHE

a) Staphylococcus aureus

Staph. aureus 20¥kD R Table 1 wiR3TZ &
SRR RN 105 Tk Mezlocillin » MIC »% 0.39 pg
/ml~12.5 pg/ml =44, ABPC ik <02 pg/ml~
6.25 pg/ml ¥7- CER Tt <02 pg/ml~0.78 ug/ml
DHHIRR Lo & DORMOERIEMHAERH 10° T
;d b, Mezlocillin (3 ABPC J ¢ CER 24 55
BThotoo

b) Streptococcus faecalis

108Kz 2T Mezlocillin K8 ABPC o MIC 38
BEES 10° T, 72 10° T 0.78 pg/ml~3.13 pg/

2) MIC o fIE ml J* 1.56 pg/ml~3.13 pg/ml OHFHHERL, Mez-
Table 1 Sensitivity of clinical isolates
Inoculum MIC (pg/ml)
Species Drugs size T | . ‘
(cells/ml)| <0.2| 0.39 | 0.78 | 1.56 | 3.13 | 6.25 | 12.5 | 25 } 50 | 100 |>100
Mezlo- 10¢ 1 4 10 4 1
Staphylococcus cillin 10° 1 2 2 4 2 3 3 3
aureus 10¢ 2 2 8 7 1
ABPC [ q0s 3 6 2 2 4 1| 2
20 strains 6 |
10 15 3 2
CER 10° 4 8| 2 1 s
Mezlo- 108 1 8 1
s ; cillin 108 1 8 1
trept. faecalis
aorc |1 | g
10 strains o | ;
1 | 6 3
CER 0 2 7 1
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locillin (3 ABPC X h R4 ChicHiEN N RBD LR,
CER T©» MIC 6.25 ;ig/ml~25 pg/ml X h L EH K
s Lic (Table 1 1),

2) 77 ABRHHE

E. coli, Citrobacter, Klebsiella, Enterobacter, Ser-
ratia, Proteus Jg1X Ps. aeruginosa DR M:% Table
2 IW—ERR LI,

a) Escherichia cols

E. coli 22k R&Z 12 Mezlocillin it L T13%kD
RSk L 9 BROJEREMARICA RIS h, 13tk BRZH
B EEE R 100 T 1.56 pg/mi~12.5 pg/ml o
MIC %75 L7zo ABPC T ¥ MR & SERZMEFRICK
Axh, MIC 0.78 png/ml~12.5 pug/ml =/ AF L1128k
DML TN TR (108K Th o7, CER Til#EE

Table 2 Sensitivity of clinical isolates

Inoculum MIC (pg/ml)
Species Drugs size
(cells/ml) 1.56 | 3.13 | 6.25 |12.5| 25 50 100 | >100
Mezlo- 108 5 6 2 1 1 1 6
E ol cillin 108 1 7 4 1 9
. coli
108 1 7 3 10
ABPC
22 strains 10° 1 2 9 10
10° 2 10 1 3 3 1 1 1
CER 10° 4| 8 L] 2| 1] 3
Mezlo- 108 2 1 4
Citrob cillin 108 1 1 5
itrobacter
e |0 ; :
7 strains .
10 1 1 5
CER 10° 1 6
Mezlo- 108 2 3 8 6
Klebsiall cillin 10% 2 1 1 4 7 2 3
ebsiella
ABPC | 1§ 1 IR R
20 strains s
10 1 15 2 1
CER 10° 4 9 6 1
Mezlo- 108 2 7 1 1 1 1
cillin 10° 3 4 1 2 3
Enterobacter ABPC 10: 3 1 9 1 6
13 strains 106 2 8
10 1 12
CER 10 13
Mezlo- 108 1 2 1 1
cillin 108 1 3 1
Serratia
10¢ 1 3 1
ABPC
5 strains 10° 1 1 2 1
108 5
CER 10° 5
Mezlo- 10° 2 7 1 5 1 3
P cillin 10 6 7 2 2 3 2 4
roteus
10° 5 3 3 2 1 2 12
28 strains ABPC 10° 3 6 2 3 14
10° 1 4 4 1 4 3 11
CER 10° 3 5| 1 1] 18
Mezlo- 10¢ 1 2 3 11 2 1 1
. . cillin 10° 1 3| 6 3
5. aeruginosa
wore 1 ;
21 strains ,
10 21
CER 10* ! 21
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BE 10° T MIC #% 3.13 pg/ml~>100 pg/ml 1434
Lichd, MIC 3.13 pg/ml~6.25 pg/ml #7R3 % D12
BdH b, ZROBHIOT IR E 2 1o

b) Citrobacter

7 ¥k, Mezlocillin WCRREEMRIR Lo b D1 2 #k
w3+ %3, ABPC R0t CER IIIRREFMA R h »
o

¢) Klebsiella

20k D A LB B B B 21 10° Tk Mezlocillin o
MIC (% 0.39 pg/ml~12.5 pg/ml 434, 6.25 pg/ml
we—7s%mRL, ¥f CER T% 0.78 ug/ml~6.25 g
/ml oA, 313 pg/ml ¥ — 7 BRTERICHIEY
DB b, ABPC T MIC A% 0.78 1g/ml~100
pg/ml W3R, 50 pg/ml € — 7 HIRTICT Eleh o

<o

BEEEY 10° /s L, ML, CER T2, 10°
I h—BREE BT TH - 7ch’, Mezocillin Tz, 10°
IW=ZBHEEESL S MIC #/RL7,

d) Enterobacter

Enterobacter 138k >\ TEEEED 10° Tt Mez-
locillin @ MIC #3% 1.56 pg/ml~12.5 pg/ml /A3
50108, 2 BROIEBRZMEREDOM 1 BROTMEEE TR
Hbhihich, ABPC Tix6 #kAd, Fi CER TiXl128K
DOt FRD b =FF Mezlocillin 2% - & b HIHE
HAER TR D, oz LREEER 10° TH@DLA
o

e) Serratia

Serratia 5 BRCIXEREED 10° RO 10° TH Mez-
Table 3 Clinical trials with Mezlocillin

. Isolated organism Effect
Age Daily dose .
Case Name & Diagnosis & Mezlo- . Side
No. Sex duration Strain cillin Clinical Bacteri- | effect
(days) MIC ¢ ological
(pg/mb)
1| M. 42, M | Pneumonia 4gx10 | St. pneumoniae 0.39 | Excellent | Good (=)
2 | N. F. |50, F | Pneumonia 4gx9 St. pneumoniae 1.56 | Excellent | Good =)
3| U.T.|69, Pneumonia 4gx13 Kleb. pneumo- 6.25 | Excellent | Good (=)
nwae
4| S. K. |57, F | Pneumonia 4gx7 Ps. aeruginosa 12.5 | Poor Unclear Eosino-
philia
5 | K. K. |23, F | Pneumonia 4gx10 | E. coli 1.56 | Poor Poor =)
SLE Kleb. pneumo- | 100
niae
6 | K. Y.| 50, M | Pneumonia 4gx9 Proteus 25 Poor Poor =)
CVA Kleb. pneumo- 50
niae
7 | H. K. | 37, F | Lung infection 8gx14 | Kleb. pneumo- 25 Good Good (D)
Lung cancer niae
8| T 59, M | Pneumonia 12gx15 | E. coli 3.13 | Good Good (=)
9 |Y. S.|56, M | Bronchiectasis 12gx10 | Kleb. pneumo- 12.5 | Good Good )
nwae
10 | I. M. |59, M | Bronchiectasis 8gx10 | Enterobacter 12.5 | Good Good =)
Kleb. pneumo- 25
niae
11 | G. K. | 60, M | Pyelonephritis 4gx11 | E. coli 0.78 | Excellent | Good =)
CVA
12 | O. K. | 23, F | Pyelonephritis 4gx8 E. coli 3.13 | Excellent | Good (=)
13 | M. F. | 72, F | Cystitis 4gx7 E. coli 3.13 | Excellent | Good (=)
14 | S. T.| 75, F | Cystitis 4gx8 E. coli 0.78 | Good Good S
15 | H. Y. | 69, M | Pyelonephritis 8gx8 Kleb. pneumo- | 25 Poor Poor (&)
Renal dysfun- niae
ction
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locillin Tix MIC »% 1.56 ug/ml~12.5 pg/ml o4f
LB Bl AR Lichs, ABPC i3 4 BRdJERZH:
%, ¥t CER Ti5 A2 RTERY X 0

f) Proteus

28¥RIZ O\ TO R B R 10° T MIC 0.39
pg/ml~12.5 ug/ml {243AF Lic b DA% Mezlocillin T3
24#, ABPC <Ti311#k, CER T2 9BTHH, Mitek
1t, Mezlocillin T130 #, ABPC <Tiz12#, CER T
11D, HEEEED 10° T Mezlocillin OHEH
BEZERHCETTHZEARD bh, =# & Mezo-
cillin 234 » & bEFENRIHBEHR LR LI

g) Pseudomonas aeruginosa

2ROV TEEE RS 10° T ABPC Rvr CER
TIRRSW R R ILD 5 T hd, Mezlocillin Tk MIC
3.13 pg/ml~>100 pg/ml w44 L, 17#» MIC 25
vg/ml PIFCRZERTRT &5 BBRD DB X X o

I B K B &

1. w4

WEEAABE LI HBREBRRIED 5 b, HRIERHPIELO
Bl, REERPUES BIDFTISEERT, > DHHET7 flktE 8
BITESI23FT D HTEFT DRI TH o Tco BRIFEORE &
LTRERERE, FEETH -0

2. BEHERIVHESEER

AFOHEFFERAE LTS5 %7 F K 250ml &
LT 2RI CAREBE Tt 1 B EE®
4g »b 12g L1A2ERHDERE L, ERMR
7 BbLISHRR XU, BESEEOKEL 1808 TH
-1

3. BHEYUFE

1) MERBRISEC T SERDHREOHEETRENE
R - 1o

% H#E57 AUARC—IRE R X #& #FR
ERELEALTE Y RICL D,

A% ERFRoEC BRI EYE LD,
R o 1EMIRE T BEEROHENR R LR T,
X ER IUVHERERBOREVNE LAER DRI »

fodb Do

2) RERIECOWTIE, 4 BUNICEKE ER
ILEEL, BEEROBELICLORERDEL, 7
AR LR RoHERAORIC DX EREL, £
DR R & Lico

4. Bk

BESSRE, RENSME, Mezlocillin f5ERLHES
A%, BERGER XUEIERC oV Tk Table 31—
FR Lo XPRIBEPFEIOPIC DV Tk Mezlocillin
1 BARSEEYEC LT Table 4 ¥ Lbich’, 106

F7 PR RHABD bhice
E{HD 3O THD L, 18Ik GEBI4 ) Pseudo-
monas DRRYIT X B TH »1ch’, 1BHER K ER

Table 4 Relationship between clinical effect and
daily dose in lung infections

(Iljaily Gdr.ade of . Clinical effect Total
ose isease xc-
ellent Good | Poor
Light 3 2
4g Moderate 1 6
8g Moderate 2 2
Moderate 1
12g Severe 1 2
Total 3 4 3 10

DHEOZLNIEWEE, =4 v VHilaHEES LR L
feb e D F Fhik, Xfho 2 Blik (FEBI5, FEBI6)
Klebsiella DRBRYUIT X BIise TH o e BIED =D 1
4 g wERALTHENL LIS 5 1edd, D Klebsiella
Bytigc 1A 8g GEBIT), Xk 12g (FEAI9) #
S TCHBORONIT Ldb, Klebsiella FRBECITN
Y DEYRETADENDHZ LERBELILDLE
}%_ &h'ﬁ:o

RERBRRYE 5 Flicwt LT 4 e R aiabh, &
L1 BITH - 1ch’, WHOEMIBEEEELHST
EBKT Klebsiella = X 5RBPTH 703, 1H 8¢
ORETHRLL, FREBERFIEOHE LA LL Mez
locillin {3 Klebsiella 0 BRPFECITLRFT\ LV 5 HIR
531,

5. ElfeR

Mezlocillin #EEMIC OV T—ABIRAE, MmK—BER
7, e, BREREYEB LKA, Lof
DIME—AE, FF- BRI Table 512 % ki,
FORERLE DEMAC L ERFRIRED bhish o1t 1
BIEG GEM4) BRRLTWIRWAMRSEFC=
F v VS R Ebic, L Licht s Mezocillin #
53 GOT, GPT 0 L&A 4 b ERI W THEE
BRI ESRERE BB TR D R ig s o e X
BUN BEfE%RLTWEACK LT, 1 H4Xik 88
DOEEXRFT - 7ehd, Mezocillin 512 X 5E{LIEARD
Y, 2BOERRLBELTARAS L, HEELEIFROM
CIBEFENLLRT, DY OERYRLFERTESD
DEEL BRI

Im. # %
1. FERAHERR146%Rkc 3 LT Mezlocillin, ABPC ¥
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XU CER 0B/ FEEBLIEBE # I LicfER, Mezlo-
cillin RHHR 7 7 ABHERES L0 7 7 sBHERECA

VERT Bz LHRD B, Strept. faecalis, Klebsiella,
Enterobacter, Serratia, Proteus ¥s Y (X Ps. aeruginosa
st LT ABPC, CER X h RRHEWHENIXRTZ &
MERD bt h’, Klebsiella w243 % Mezlocillin o3
BEHIEREEN 100/ml TETE2R LI,

2. BROCPERERPIEGTCERIE, FEEYS
KLELTIBEEL, 76 (70%) CHELALRI
2%, 4&%h 3 Bk 2 BN, Klebsiella BRYWZ X % 3D Th
h, fboo 18I Pseudomonas fiicy 5=+ 2 vl
A E Db ER2RIELICh D TH S,

RERYE 5 Bliest LT 4 ISR A bR, &%)
31 BITH o tehv o DIERIT Klebsiella DRRFIC X 5 3
DTHh ot ’

3. BifER: LTkl flic=7 v vAIlRDHE LS LTS
TeLAHFRTRE bkl B KEREC X 5T
BRREES X O—BRBCH LToZEILOhich
70

X [
1) 282418 B AMLFEREFLRARLZ TR S, FEY v
HFyow s, BAY f 1353 (Mezlocillin), 1977
2) ARGk« BNREBLIERERIE R OB
T, Chemotherapy 16 : 98, 1968

LABORATORY AND CLINICAL STUDIES ON MEZLOCILLIN

KAORU OYAMA and MICHIKO KANAKI
Department of Internal Medicine, Toyama Prefectural Central Hospital
RYUSAKU SHIMIZU and MASAKI MATSUDA

Laboratories, Toyama Prefectural Central Hospital

Laboratory and clinical investigations on mezlocillin, a new semi-synthetic penicillin, showed the following

results.

1. Mezlocillin showed an inhibitory action against gram-positive cocci and gram-negative bacilli, and
a stronger antibacterial activity than ampicillin and cephaloridine against Strept. faecalis, Klebsiella,
Enterobacter, Serratia, Proteus and Pseudomonas aeruginosa. The antibacterial activity of mezlocillin against
Klebsiella was reduced by inoculum size of 108 cells/ml of bacteria.

2. Mezlocillin was injected intravenously by drip infusion singly as chemotherapeutic drug mainly for
light and moderate respiratory tract infections and urinary tract infections.

Favorable results were obtained in 7 cases (70%) out of 10 respiratory tract infections, while excellent
effect was obtained in 4 cases out of 5 urinary tract infections.

3. Side effects were observed only in one case, which showed eosinophilia one week after the start of

mezlocillin administration.



