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HRERAHRIRIC 3513 5 Mezlocillin 1w B4 5 £RHY 35 T OB RABISE

FLUEESS R be B ARt

#® =}

WTF, FHREROHEYER, X5 flactam R
o Penicillin #|, Cephalosporin #|%, Aminoglycoside
RE LV DO FAHECH S>H CHEERE I HE
FAEW L S B s,

&b, AR Penicillin Fli, 13&A L Am-
picillin DHISEEBIC X 5 OnE L, ERFETEE
BN BRI CHAROERER ED B DD, HBVNLS S
LABHEER XU, Proteus, Pseudomonas 3 %\ L. Ser-
ratia L XD 7 7 AEERRBC ORI HE NIRRT
% broad spectrum @ Penicillin #|7z & 232\ CH
BTl T&1,

Mezlocillin i3, 76 ¥4 ¥ - .34 = L%, Ampicillin
DFEE L UTH AR X L broad spectrum D34
B Penicillin # & LTEB 223D TH B,

Mezlocillin DAE{LEMRIZ, SBZERSSD
REBOOBBUEBRTK, A2/ —nEhdorFr
RIVAT IVRBE, =8/ —AVCEE, 7 VeE
DT, 1V 7r )=, =—F, JeRKL
AEIRER=FAMCIRBEAERETH Y, BRD
PH i35.0~7.0 (10 w/v K%K) & Eh T\ 5, Mezlo-
cillin DILZEHERIL, Fig. 1 CRLIcEBH THY,
ZDHFRANL, CaH2NsNaOsSz« H:O THEbHh, *
P FRII5T9.57E BH S h T %,

Fig. 1 Chemical structure of Mezlocillin
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Mezlocillin D Ft, BpER TN, BESHRR
TREAERRICL, TBRFEIHERS X OBEVE
AIBD LR TV L

3, SEFFARK Penicillin #] Mezlocillin 1= Bg
LT, ZORBRENESD, MARES X ORHSasn
BITRE EOERIRR 2T/ 5 L L b, BRRE

BHRIBIC B0 5 RER I B O BYEIC R LT, BEIRAY
BR%ETR, TERIERNL bhD T, FORSE
@&g%ﬁ%@_z}o

I. &2 @eikt

Fr¥AK Penicillin #| Mezlocillin &2\ T, #03t
RENHES, OPEEL SRS ARABTRE .
EDEBRIRH LTI - 1R, ¥ D X 5 igiin'z
bhis,

1. BARENNES

D ERAE:

Mezlocillin ORBRENAEHORES B, B
FRE¥ S MIC MFRAKOITRERR L 5 BXFIRE
Rk & ) REBOR/NFEHEIEEE Minimal Inhibi-
tory Concentration (MIC) % Jli%E L1, B HAERE:
#bi, Heart infusion agar (%BF) *FEHA L, s
B, Trypto-soy broth (Pf) T 37°C T18#:S
R LTI, 37°C, 24B%M], PRORSE/M CHEE,
B EOBWEEREOFEY ARNBZC X h BERTE
o MIC ExJIE L,

BFEAIL, Mezlocillin #¥p s LCRERE %
100 pg/ml & LCERADOFFRIIRERN Ui, BEibiEE
HEZ, 77 ABEETE 108cells/ml, 75 Ak
T 108 cells/ml & LT, EHicEEE L,

MENRRCHER LRSI, SWREE» 05
% 5 BREERR13HE L LB PR R O HIR ) LA BRE
Lic Coagulase [B¥: Staphylococci 60Kk, SR B4y
BERSE L1c Escherichia coli 28#k, Proteus mirabilis
268k Klebsiella pneumoniae 18#k¥s X 18 Pseudomonas
aeruginosa 60Fk% MIC ORISR REE Lico

Mezlocillin DHEHREBRDO LB Hi 4= % Bk, Peni-
cillin G (PCG), Ampicillin (ABPC), Carbenicillin
(CBPC), Sulbenicillin (SBPC), Cyclacillin (ACPC),
Cloxacillin (MCIPC), Dicloxacillin (MDIPC), Flu-
cloxacillin  (MFIPC), T-1220 (Piperacilin) 3 X 0t
PC-904 7¢ &' @ Penicillin 52104 & Streptomycin (SM),
Kanamycin (KM), Gentamicin (GM), Lividomycin
(LVDM), Dibekacin (DKB), Tobramycin (TOB),
Erythromycin (EM), Oleandomycin (OL), Leucomy-
cin (LM), Lincomycin (LCM), Chloramphenicol



404 CHEMOTHERAPY JAN. 1979
Table 1 Antibacterial spectrum of Mezlocillin
(pg/ml)
Test organisms Mezlocillin ABPC SBPC T-1220 PC-904

Staphylococcus aureus FAD 209P JC-1 0.39 0.05 3.13 0.78 0.39
Staphylococcus aureus Terashima 1.56 0.1 3.13 3.13 1.56
Staphylococcus aureus Smith 0.78 0.1 3.13 25 0.78
Streptococcus pyogenes Type 12 0.78 0.39 0.78 0.78 0.78
Streptococcus pyogenes Cook 0.2 0.78 0.78 0.39 0.2
Bacillus subtilis ATCC 6633 1.56 0.2 3.13 0.2
Klebsiella pneumoniae PCI 602 1.56 3.13 >100 1.56 3.13
Escherichia coli NIH] JC-2 1.56 12.5 12.5 0.2 0.39
Proteus vulgalis IAM-1025 0.78 25 12.5 1.56 0.39
Pseudomonas aeruginosa NCTC-10490 50 >100 12.5 0.39 0.39
Pseudomonas aeruginosa 1AM-1007 50 >100 3.13 3.13
Shigella flexneri 2 a 1.56 6.25 1.56 0.2
Salmonella typhi T-287 0.78 3.13 1.56 0.78

Table 2 Comparison of antibacterial activity of Mezlocillin with that of other penicillins against
60 strains of coagulase-positive staphylococcal

Minimal inhibitory concentration (ug/ml)
Drugs
<0.2 0.39 0.78 1.56 3.13 6.25 12.5 25 50 =100

Mezlocillin 2 8 20 14 7 5 2 2

PCG 4 3 4 4 10 2 6 7 14

ABPC 4 5 5 6 11 8 5 8 5 3

MCIPC 24 10 8 7 7 1 3

MDIPC 45 2 3 1 2 3 4

MFIPC 10 25 12 3 1 4 2 3

ACPC 1 2 6 9 20 5 7 2 8

CBPC 2 3 5 5 21 10 7 4

SBPC 3 5 5 17 3 4

T-1220 4 16 19 10 6 2 3

PC-904 6 18 19 8 4 2 3

SBPC: 37 strains

(CP), Tetracycline (TC), Oxytetracycline (OTC),
Cephalexin (CEX), Cephaloridine (CER), Colistin
(CL), % X 0¢ Polymyxin B (PLB) 7 ¥ D178 D B4
HaEmHET ST MIC #HIEL, Mezlocillin & D

Klebsiella pneumoniae, Escherichia coli ¥s X 0% Pro-
teus vulgaris 1t X0 7 5 ARHRERIL 0.78~1.56 pg
/ml o MIC #HIZEL,
50 #g/ml CEOFKHERILA T TH » 1o

Pseudomonas aeruginosa 3.

B % HBRE Lo ¥, Shigella flexneri ¥s X U% Salmonella typhi 15
i) SEERBUS - Y% 0.78~1.56 ug/ml » MIC T# b, Mezlocillin

BEREHROMENRABL, ITROREHEC Lich
v MIC #HiE LckER, Table 1 wRLc& F D,
Mezlocillin (3 & BB Bk D Staphylococcus aureus,
Streptococcus pyogenes group ¥ X U8 Bacillus subtilis
fe D75 ABHE TIE 02~1.56 zg/ml © MIC %77
Lo

ABPC, SBPC (A7 5 »[BHHE, BHEEOWTHIC
LB H*ETH broad spectrum ¢ Penicillin #&
Wi bo

(LB FE K OFRH bAMERE Lic, Coagulase &
¥ Staphylococci 60BRIZRF3 % Mezlocillin @ H B
%, Table 2 RLA LY, 0.39~50 pg/ml OLAE
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BChl Y EEELADHL TH b, & i 0.78~625
pg/ml & MIC piEeh L, 1.56 4g/ml iz MIC o peak
&b, 100 pg/ml LA OB B St h
%o

Mezlocillin & ffy Penicillin # & o g0 H#E <L,
MCIPC, MDIPC 3 X 18 MFIPC # L' Isoxazolyl %
Penicillin X b 7 ¥ v REIC L TR HABE L - T
wiedt, T-1220 36 X7, PC-904 © MIC o< 4 —
LB EAEREIL TV Io, Mezlocillin & Penicillin I3
DMLY E & DHEE S O H#E i, Table 8o
ALlce® b, CER ORZHM 7 ¥ oRECK LT
- &3 <R, CER %K< 3k & o LB iz AE S

LAZHENIEE 5 T,

JRBLIYMED Proteus mirabilis 268fic 3+ % Mezlo-
cillin g 1%, Table 4 R LIzE D, 0.78~25
pg/ml it BRREMNFIN RSN, &k 313 pg/
ml & MIC o peak %5, CBPC, SBPC, T-1220
B XU PCO04 e & L DB CRIZABEOHE LA
LT\ o

Aminoglycoside F|& D # 8 D L# Tz, GM,
TOB LiABETHY, LVDM Xk hi33 BERE ¥
&b, DKB kb1 BHERES > T\, ¥ CEX &
DHEENDOHE T3 3 BERBRE £ X 5 T\ i,

R By Bt o Klebsiella pneumoniae 18 ¥k T 5t 3 %

Table 3 Comparison of antibacterial activity of Mezlocillin with that of other antibiotics against
60 strains of coagulase-positive staphylococcal

Minimal inhibitory concentration (pg/ml)
Drugs -
<0.2 | 039 | 0.78 | 1.56 | 3.13 | 6.25 | 125 | 25 | 50 | =100
Mezlocillin 2 8 20 14 7 5 2 2
SM 1 3 2 15 3 2 33
KM 3 11 12 9 2 22
ME 17 3 1 2 37
LM 1 22 11 26
OL 2 10 7 3 2 2 2 29
LCM 2 2 13 11 1 4 2 1 24
TC 3 1 6 3 3 4 1 39
OTC 4 5 2 2 9 1 37
Ccp 1 8 13 8 21
CER 27 5 5 5 2 8 1 2 1 4
Table 4 Comparison of antibacterial activity of Mezlocillin with that of other antibiotics
against Proteus mirabilis
Minimal inhibitory concentration (zg/ml)
Drugs No. of
strains | <59 | 0.39 | 0.78 | 1.56 | 3.13 | 6.25 | 12.5 | 25 50 | =100
Mezlocillin 26 2 6 9 4 3 2
ABPC 18 ‘ 1 2 9 2 1 3
CBPC 27 | 12 8 3
SBPC 26 3 7 12 4
ACPC 14 4 10
T-1220 26 11 9 4 2
PC-904 26 2 4 10 8 2
GM 22 7 7 4 2 1 1
LVDM 20 1 7 4 8
DKB 22 3 1 6 10 1 1
TOB 27 5 13 8 1
CEX 18 2 3 6 2 5
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Mezlocillin O#ig %, Table 5 wRm L& E D,
6.25~2=100 pg/ml WRZHAHHSALR, & KK 25
pg/ml ©@MIC o peak @b Hh Tk b, ABPC,
CBPC, SBPC 75 & X h RRHE NI E X 5 TWiz,

RN EED Escherichia coli 28%kic st 3+ %, Mezlo-
cillin DHE L, Table6 Rk Lick kb, 0.78~125
pe/ml Whtc Y REWRHHALTH DY, &< 313 ug
/ml & MIC o peak 4ig8% Hh, ABPC, CBPC, SBPC
L OHENHT SR T,

REDBED Pseudomonas aeruginosa 60BRIC 3~ %
Mezlocillin oHE %, Table 7icRmLiz&kbh, 625
~22100 pg/ml Wirte b BEFMMRHML, &I 256~
=100 pg/ml & MIC 234 LTk b, 50 pg/ml i
MIC o peak 23 bt

Mezlocillin ¢, CBPC, SBPC k RBEDRZH T
Botehy, hO—EOFRIBEMRAESE, Aminogly-
coside R_IEHIE T-1220 X PC-904 L b4,
T\ o

Table 5 Comparison of antibacterial activity of Mezlocillin with that of other antibiotics

against Klebsiella pneumoniae

b No. of Minimal inhibitory concentration (pg/ml)
rugs C.
strains | <92 | 0.39 | 0.78 | 1.56 | 3.13 | 6.25 | 12.5 | 25 50 | =100
Mezlocillin 18 2 2 8 3 3
ABPC 7 1 1 5
CBPC 15 1 1 13
SBPC 16 14
ACPC 7 7
T-1220 16 2 10 2 2
PC-904 16 4 7 2 2 1
GM 17 6 7 4
LVDM 29 2 2 15 6 4
DKB 10 1 9
TOB 13 4 2 2
CEX 8 1 2 1 4
Table 6 Comparison of antibacterial activity of Mezlocillin wtih that of other antibiotics
against Escherichia coli
No. of Minimal inhibitory concentration (zg/ml)
Drugs ‘.
strains | <52 | 0.39 | 0.78 | 1.56 | 3.13 | 6.25 | 12.5 25 50 | =100
Mezlocillin 28 2 4 14 6 2
ABPC 46 8 2 8 9 5 14
CBPC 46 2 2 6 9 4 14 9
SBPC 26 3 5 5 6 4 3
ACPC 14 2 12
T-1220 28 12 8 6 2
PC-904 28 4 13 8 2 1
GM 43 9 15 14 5
LVDM 47 4 7 20 7 7 2
DKB 22 3 1 6 10 1 1
TOB 27 5 13 8 1
CEX 14 1 6 6 1
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Table 7 Comparison of antibacterial activity of Mezlocillin with that of other antibiotics
against 60 strains of Pseudomonas aeruginosa

Drugs I\tIo..of Minimal inhibitory concentration (zg/ml)
e =02 | 039 | 078 | 1.56 | 313 | 625 | 125 | 25 | 50 | =100
Mezlocillin 60 ‘ " ’ [ 9 4 12 2% 18
ABPC 60 B 60
CBPC 60 3 21 3
SBPC 37 1 2 12 15 7
T-1220 60 9 26 10 6 3 2
PC-904 60 6 | 19 21 6 5 2 1
GM 60 2 5 2 14 17 6 6 1 1
PL B 60 2 2 14 2 3
CL 60 17 18 7 13
LVDM 60 1 8 17 32
DKB 60 8 12 | 22 8 10
TOB 60 4 19 \ 16 12 6 2 1

SBPC : 37 strains

2. MAEE

D ERFE:

Mezlocillin o MR O RIE S, BERA (5,
FEELER) & v MERREIARKO TRV THE
HBTBERNTE & F1T L TR,

MmAEEORESE L, EBER A D Volunteers i
250mg Ficik 500mg (5% 72— 10ml %)
BRI, 154, 304, 1BR, 28R, 4Rk
LU 6 W) B IC RO AT AR 2> DR L, % D4y
HBDWT, Bacillus subtilis ATCC 6633 #ra fERE
& L, Mycin assay agar % double layer * L7-%#/8
7y 7EETIAFEEE R RIE Lico

Mezlocillin DB, A # O EH¥E K%, pho-
sphate buffer (pH 7.2) THER L TEHOFERRTI%
TEBLL, 100 pg/ml % BEEE & U CIATIRK 2 & BYf
FRETIcV, Mezlocillin D FBEOHEFEHEBILEE
R RE U CEREMR Y X 1

Mezlocillin 250 mg 35 X 0% 500 mg E4EE44 D I Fh

B, T-1220 500 mg & HCEERISH 25 6 Bkl
bich REHETHE L, WHOMPEEORMANEY
HS& Lf:o

i) SRR -

Mezlocillin  #¥E#4 D M PR E ORHEIAHER, BT
DEBRFBHIC L Y JE Lk R, Mezlocillin 250 mg #
BISHHED 3 FIFHEL, Table 8 KR Lict kb,
104 pg/ml L &8 ERAM A SR MPERED peak 17
L, B3040 3.3 pg/ml & iMirha 0B B | H
ELL, 1R 24 pg/ml LELRD, S b #H
¥ 2 BRI 0.8 ug/ml L PEEM DY, 4 BRI
CITERBRBE LY, BE6REBRCIRETREL £ -
o

Mezlocillin 500 mg #7440 M1, Table 9 i
RLickEh, BEISHHEIC 20 pg/ml L MAPTER
fEd %2 bh peak k&L, 30H# 6.9 pg/ml L 1L <L
B Ltasd, #rE1 BRI 4.7 pg/ml L b, 2B
figgic 1.7 pg/ml L{EL, X HREE 4 RE&X 05

Table 8 Serum concentration of Mezlocillin normal abults (250 mg, i. v.).... cross over
Body Serum concentration (gg/ml)
No. C A S ight
° e 8¢ o W(elig) 1/4 hr. ‘ 1/2 hr. ‘ 1 hrs. ’ 2 hrs. ‘ 4hrs. | 6hrs.
1 S. Y. 22 M 64 9.6 3.2 2.9 0.8 trace —
2 S. Y. 23 M 61 11.4 3.4 1.6 0.6 — -
3 E. A. 50 M 60 10.2 3.4 2.6 0.9 trace —
Average 10.4 3.3 2.4 0.8 trace —
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Table 9 Serum concentration of Mezlocillin normal adults (500 mg, i. v.).... cross over
Body Serum concentration (ug/ml)
No. Case Age Sex weight
(kg) 1/4 hr. 1/2 hr. 1 hrs. 2 hrs. 4 hrs. 6 hrs.
1 K. I 55 M 61.5 23 6.8 4.5 1.8 0.6 —
2 S. S 30 F 48 19 6.5 3.2 1.7 0.4 —
3 M. N 30 M 65 18 7.5 6.5 1.7 0.4 —
Average 20 6.9 4.7 1.7 0.5 -

Fig. 2 Comparison of serum concentration of
Mezlocillin in normal adults (cross over)

ug/ml
25+
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pg/ml LKL, 6RFEESICITRIEREE L IL -7
Mezlocillin o i3 Fig. 2 1R Lic & 36 b REE
BT 250 mg 35 £ 00 500 mg X4 C, B35 h e dose
response HiA bR, LI RE DOREERIFME
['51&/7? Lf:o
WEZ KA O T-1220 500 me # ¥ 4 O i oh B B 12
Table 10 K/RLick ¥ b, 3 BIFSMENRBEISS KT

16 pg/ml & ER Upeaklt /e b, 304#ic 9.3 pg/ml &
BAOEEA RO, BE1RE%C 55 xg/ml LEL,
2RsRAfIC 21 pg/ml LKL, BE4REZCR
0.5 pg/ml L{EfERRL, $HE 6 BERIAIIIRIEREEL
/PR

Fig. 3 Comparison of concentration of Mezlocilln
with that of T 1220 in normal adults (500

mg. i. v.)
ug/ml
251
00— Mezlocillin
X: x T-1220
20 920
c 16%
F 15¢
g
2
[
S
§ 1ot
£
%]
5t \-
0.5
l'/4 1’/2 i é "1 (lihrs.

Time after injection

Table 10 Serum concentration of T-1220 in normal adults (500 mg, i. v.)

Body Serum concentration (pg/ml)
No. Case Age Sex weight
(kg) 1/4 hr. 1/2 hr. lhrs. 2 hrs. 4 hrs. 6 hrs.
1 S. S 38 F 49.5 16 9.2 4.8 2.4 0.06 -
2 S. T 19 M 58.5 15 10 6.2 2.2 0.4 -
3 K. S 40 M 62 17 8.8 5.4 1.7 0.5 —
Average 16 9.3 5.5 2.1 0.5 —
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Mezlocillin & T-1220 500 mg ¥4 o 1 R LEE D
BT, Fig. SWARLIcER D, &L { peak A1
HELSAHIC A b Mezlocillin o528 T-1220 kb i
PRECE L, 0082 HRA Lk, B 6 BEgc
R B E o fe K LB M R ARG ER U

BRI 2R Lo
3. WEESPEE
D REGE:

Mezlocillin DREEMABITERE © {1l &5 52,
Mezlocillin 500mg (5% 72— 2 10 ml @) &
1 ReRIC R LI FRRICRE Lice + LSRRk 7
BOYIBABA D 1 g 2 BERAL IR, Z0ERIAK
% phosphate buffer (pH 7.2) T5 &R 4Tic\, XK
ERFC X HIRHRE IR, ToEk EERY IR
MPBEREOHECE,L, HEBH » FHEC X HEYY

HORE S TREPIEEEY BIE L1,

i) SEERRUE -

Mezlocillin 500 mg #EE#% OBEBERAB TRE X
Table 11 w/RLicE 3D, b b _-SRIRKGE 7 G0 &%
PIVEMEAENL 1.7~3.2 pg/g Lich, ¥ 23 pg/g DL
SRR~ OBTH R b, F OIS 5 M
BB 3.2~6.5 pg/ml, 35 5.0 pg/ml o (g A
FE Lico

I. B K & %) &t

F¥ A Penicillin | Mezlocillin % B £ IRWERMERK
I 5 RENICRIIEC S U THERE STV ER
RS R Bt Lico

1. (FRAXNSR XUHE:

BERMEN R R 2 BHGE, /i Table 12
WRLIER D, SHLBEFERL G, SRS
B2, BH6 6, SHREHRNEESH, SHEIR
a1 Bl L BB TIRSK 2 6, 512060 (B19%), &

Table 11 Comparison of concentrations of Mezlocillin in serum and tissue concentrations
(One hour after a single injection of Mezlocillin 500 mg)

Body | Serum Tissue
No. Case Age Sex weight | Tissue removed level level
(kg) | (pg/ml) (eg/g)
1 S.Y. | 2 | M 62 mucote membrane of  (R) | 4.2 2.0
p | mw | w | | e | mememembmeof )| g5 | g
3 K. I. 56 M 62 g;;;’;;;r;“gg;:ﬁgane ot (R) 3.2 2.0
4 | KI. | % | M 62 mucous membrane of (1) | 45 3.2
5 | M.S. | 4 | M 74 | mucows membrane of (1) | 44 1.7
|
6 K. K. 40 M 62 | mucous membrane of (R) 6.2 2.3
7 K.K. | 40 | M 62 mucous membrane of (L) | 6.2 2.3
Average 5.0 2.3
Table 12 Efficacy of Mezlocillin by species classified by diseases
Efficacy Excellent Good Fair Poor
Disgnosis T ——— | & (i) (+) (=) Total
Acute purulent otitis media 1 1
Chronic purulent otitis media 1 1 2
Furuncle of the ear 5 1 6
Acute lacunal tonsillitis 6 2 8
Acute maxillary sinusitis 1 1
Acuts parotitis 2 2
No. of cases u 1 1 20
18 (90%)
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140 % Mezlocillin DR E Lic,

Mezlocillin OfEAH B, Penicillin Py i &
ZENLTIHLIRE 2g 6g 72— 220miypME)
One shot CREMRIEXTTIc 70 ¥ Mezlocillin %
ERRIC S W U TRIYR I RAT OB ¥ 73 4 Wit
LFRREODHEREX T, TONEEMED MIC %
HIE LCTRKRERORYBH T 28808 ER L L
o

¥ 7o Mezlocillin # ¥ FELRE DR EIE A O RBLD
EREYBET 5 L L e Mezlocillin $#EERTH O FFEE
ZTT, TTT, GOT, GPT.), miEEMEI(Na, Ca, Cl,
K.) 3 X O Audiogram i3 X I3 B O\ THREY
ﬁ'f& 2 oo

Mezlocillin #ERE ORI REXRET 5896R L,
AFE AP FREFOERAE—T bl h -
o

2. HEHROHEEE !

Mezlocillin B X % EEIRIARRED R O¥ B 213,
—IEEOCEY, A%, POERR LOESD 4 B
TR AHE Lo

Tihb, Mezocillin 5 B LR 25 RE E
BHL, RYSREOEERE B, RT0oRK, BRE,
KiEHH BB ERABREBLICDOEED
Excellent (#), RRABH108 LIRCHKERE L
DEEZ Good (+), Mezlocillin IEBEIAKILR % T
CI0BL LD BEXE LIc b DX RHY Fair (+),
Mezlocillin #EHREEBAIAE ¥ » o IERDKER R E
OB bhiehotcb D poor (—) E¥|E L,

3. YRIRBURR

FAREEM G 3} 5 RERT 6 BRDRYAE205]
et LT, #RofE RS Lichtis T Mezlocillin @
BERERTR, AROBKBROR YR LR
B zoEREx, Table 13 wiRLickEsh it
725, LUT Mezlocillin gtk o £ B DT
BT 5B,

D S BEREL

AfE 1 EA S LT Mezlocillin #1 B1[E 2g ©
One shot #EfEEE% 5 ARIFTL » 7oiER, Table 13
FRlick®sbh, B3 B cHRER, BRELEL, 5
HEwhh, SEENS, EBEREL L BR5 A
B EPBAZER, R, WERR 275 EHEEER
Lico AERDERD B Staphylococcus aureusht 4y
EREEh, 0 MIC 1% 625 pg/ml #RL, EEKA
WCELRh L 510

i) 1B CERMEEARER

AEE 2 Flest LT Mezlocillin #1 H1[E 2g @

One shot BEFHER 1T/ » 7ok E, Table 13 IKRL
ey, FHBAITHIES B THRNMA, BRAZEE
®’, SEE, HEATRL, EEERERL L, HElY
AR EEREORE, Bk EAER LEROHEY
Htco AEB 2 BDOERP S Staphylococcus aureus
L Pseudomonas aeruginosa % /yBERIE L, BIEDS 25
pg/ml, #4350 pg/ml © MIC % JIE Lico BRIKE
BRI, BRI AR IVEDLBlE 5T

i) B -

AELH 6 Flest LT Mezlocillin #1 A1 2g @
One shot #ERER 1T/ - 1oiEE, Table 13 /R LA
Lih, FHEHES B TERBEYR, BHRELE, HEEER
b, RS A TAEEARRRL, Rk ERIHERE
ﬁ L7

NEEADOERKFH & Pseudomonas aeruginosa (1
), Pseudomonas aeruginosa+ Corynebacterium (1
B)), Pseudomonas aeruginosa+ Serratia (1 #) & 4 ik
R Licd, 3HITIREREAIDEETE R, 510
5@t Lt Pseudomonas aeruginosa 3. 12.5~25 pg/ml,
Serratia 3. 100 pg/ml o MIC R LA WTFhbAE
iy s 4 AR X 05 BRCKBERILA A DR, KEED
BRI BT ER 5 Bl LUER 1 AIOERE 21

iv) SMREMERK:

FERAE 8 BIT LT Mezlocillin #1 H1[E 2g o
One shot #ERERTTIL - iR, Table 13 K/RL7
Lih, @R, WIS HTHE BRBRERTLEITS
2. 40 TEEHEAR L, BHkORK, BE, Bk &
4.8 THKBER Lico RUDOBRTL L Staphylococ-
cus aureus (1), Streptococcus hemolyticus+ Neis-
seria (14), Staphylococcus aureus+ Streptococcus
hemolyticus (5 ), Streptococcus hemolyticus+ Hae-
mophilus (1 B]) 4 BERIE L, Staphylococcus aureus
1% 3.13~25 pg/ml, Streptococcus hemolyticus (3. 0.1~
0.39 ug/ml, Haemophilus (3. 0.2 ng/ml o MIC % Jl
ﬁ Lo

ChoBmHEREE7 BE ¥ TRTNTHEEK LI,

FEABOEEE R, EZ6 Bl X OHL 2 B0 B
g &S

v) S EFRK:

AEA 1R LT Mezlocillin #1 H1[E 2g @
One shot BERER T - okE R, Table 13 /RL
Ekb, HE6 B CHM BTREERL, RERRE
%, BIAER, BAALRKLEOERERNERL, F&
BrhoHBRRD LR ok, BEMAKKCERR
BREER LD, ABKEORK, ZFE, BROHEE
L, XEFMRTLEREROKREIEER LEE Lo REH
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Fig. 4 Influence of Mezlocillin on liver function Fig. 5 Influence of Mezlocillin on serum electrolyte
N (Z.T.T.) . (T.T.T.) (Na) (Ca)
T | 35 | mEq/1 | | me/di
= !
5t | | 2.5‘- 140 10
ir 207 130[ | 8[

3- 15- 120+ 6t
ZL 104 10 3 ’ 4L
* f o.sL 100 LL__[\ 2}
(B) (A) (B) (A) (B) (A) (B) (A)
. (G.P.T.) mEq/l (cn mEq/] (K)
35[ 140[ 7r
30 120 6|L
a5t ) 100} 5.
20+ 80F 4+
15¢ 60 3t ‘
101 401 2 ’
5t 20t 1 |
(B) (A) (B) (A) (B A
o——oT.M. (2gX l4days) (B) before administration —T.K. (2gX 14 days) (B) before administration
xYI (2gX T7days) (A) after administration Y. (2gX 7 days) (A) after administration
s——aS.N. (2gX 5days) >—a8.N. (2gX 5 days)
o——eK.I. (2gX 6days) —KI. (2gX 6 days)
o—=oT.S. (2gX 4days) o—oT.S. (2gX 4 days)
Fig. 6 Audiogram of K. I. 38y, M.
O——O Before injection(R) @-----@ After injection(R)
x X Before injection(L) X ---X After injection(L)
125250 500 800 1000 1500 2000 3000 4000 6000 8000 10000
—20 T 12
—10 #—10
NORMAL _, _ _ 0
HEARING S s . ===
10007 |— kennsfee=” — 10
& e
g 20 20
2 30 30
a
Z 40 40
7 50 50
3
] 60 60
E 70 70
5
= 80 80
90 90
100 100
125250 500 800 1000 1500 2000 3000 4000 6000 8000 10000
C Cl CZ GISZ CJ G.’! CJ GJ CS GS ce EG

*Mezlocillin 2gX6 days, i.v.
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Fig. 7 Audiogram of T. H. 28 y, M.

O———0 Before injection(R) @ ---@ After injection(R)

X X Before injection(L) X--=-=X After injection(L)
_ 122250 500 8001000 1500 2000 3000 4000 6000 8000 10000 20
—10 —10
NORMAL _ |
HEARING PP R VR 7, 0
10 e =271 N e a8 10
X o =
E 20 T ; 20
2 30— ’ 30
s a0 40
2 50 50
=t
3 60 60
Z
g 70 j 70
5
= 80 80
90 90
100 100
125250 500 800 1000 1500 2000 3000 4000 6000 8000 10000
cct ¢t qgIistc G* ¢t G' ¢C* G* C* E®

*Mezlocillin 2gX 14 days, i.v.

DOREEDIBH chh & Streptococcus hemolyticus # 4y
BRZEL, £ MIC 202 pg/ml TH Y, BEiH514
HEEXTRHEEL, BREOICCEER -0

vi) [HETRRE

AEH 2 Blict LT Mezlocillin #1 H1[E 2g @
One shot BE#1T7c » 7okE R, Table 13 @iRLizE s
b, BHE3 ARICHE, BTIRMOERIEBE, 5 A%
CETREBORR, BRIIEEABRL, BROC2HE
bESE T 5T

4. EWER:

HARENEIRC 317 5 REN I RYFE0HC R LT
Mezlocillin # 1 § 2 g One shot ¢4 ~18HEIK b
HERE YT VEBIRIARD R BRE Ly, LR
RO BEWEFRAORBULRED bhird o T

Mezlocillin ¥55#%4: 5 FEGIDBHE 4 ~14 AR G- BT 8
DFFESEE (ZTT, TTT, GOT, GPT), MmixBME (Na,
Ca, Cl, K) ¥ X0 2 fIOBENRERSE D B Tk Fig.
4,56, 7T IRLIcERD, ELCFRHEBHEIRDS

Table 14 Efficacy of Mezlocillin classified by species of bacterial isolates

\ Efficacy Excellent Good Fair Poor Total
Bacterial isolates — | [€D) ) + =
Staphylococcus aureus 1 2 3
Staphylococcus aureus 4 1 5
Streptococcus hemolyticus
Streptococcus hemolyticus 1 1
Streptococcus hemolyticus 1 1
Neisseria
Streptococcus hemolyticus 1 1
Haemophilus
Pseudomonas aeruginosa 1 1 2
Pseudomonas aeruginosa 1 1
Corynebacterium
Pseudomonas aeruginosa 1 1
Serratia
no growth or culture 4 1 5
Total 14 4 1 1 % 20 cases
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Fig. 8 Interrelation between MIC and the clinical
response of Mezlocillin

Excellent fox °© IS e 1R ].
(v & 8 |
@ T
£ Good - o Jo o |
g (%)
e Fair N
E (1)
[}
Poor “
(=)
<0.2{039]078{156{3.1316.25{125| 25 | 50 |=2100
g/ml
Minimal inhibitory concentration (MIC)
o Staphylococcus aureus (8 strains)
x Streptococcus hemolyticus (8 strains)
A Pseudomonas aeruginasa (4 strains)
o Serratia (1 strain)
O Haemophilus (1 strain)
2‘17& » - To

LA E, B34 Penicillin #) Mezlocillin % B BIEME
FHEBIC 310 5 RERILBPHE208IC 1t U CTHRERRES Y
T8 1 hER, TORBIGERREL, Table 12 iR
Lick3sh, Mezlocillin #2060 5 bEHIB, F
a6, LREL] AR IVED ] FOKRNR L bR,
T OBEHRITES), FHAEEET S L1861l 90% DB
Bhz bhico

¥7c, Mezlocillin BRSO S HEENBRDRL,
Table 14 iR LIk D, BRYFHEN S Staphylococ-
cus aureus, Streptococcus hemolyticus 3s X U° Pseudo-
monas aeruginosa ¢ L DA E D ANRED bh
1o

% 7o Mezlocillin EERIDFEREELR &REOBEE
DIEFIBZ . MIC) & DBAfRZ, Fig. 8 R Lo B
B X - Tk MIC oEWb DR bhied, BKRE
R 2BRNCRIFTH -0

I BELLVICER

ERERYE O PIAREREIL, 3 &AL OEMIE
FHETHHBRLE, BRABEOHRIBH TRV, X
L LT Staphylococcus aureus, Streptococcus hemoly-
ticus 12 ¥ D 7 5 L BHERE L Proteus, Klebsiella,
Serratia, Pseudomonas aeruginosa 15 Epi% < RHEE
R, IOREXABS, » 5\ Opportunistic infec-
tion 7¢ K X W RFEHOBRAC b Ig Y EBH A b
BRI TEI,

HAED L B EBERLEDHRE, Fl0REECH
LTLEEAMNEPEIER 2 BT 5 flactam RO
Penicillin %], Cephalosporin #/z &A% first choice &
LCEREE S h, B, FREETRENRLRIIWE

wici: MIC 4+ EE A KER G EDRALR
%o

F¥4R Penicillin #| Mezlocillin DRBRERIES
B LT3 . EXEEERC L T, Staphylococcus aureus,
Streptococcus pyogenes 1t ¥ D 7 5 B EIC B\ MIC
%R, Escherichia coli, Klebsiella }s X U Proteus
group 7 XD 7 5 ARHBEC S HEBHEV-BE TH
DREMENTTETH b, & L& Pseudomonas aerug-
inosa 4% 50 pg/ml © MIC THbH, Mezlocillin %
7525, BHEOVWTh b HRENEET %,
broad spectrum DHEHBEE X Do

(LB b EAOERD CAMRE I hic, Coagulase
B~ F o ERE60BRICR LT, Mezlocillin 1%, 0.39~50
pe/ml o B AERE, MIC AL, &<k 1.56
pg/ml & MIC o peak 3% b h, Isoxazolyl & Peni-
cillin #| X b 2% 52, ABPC, CBPC, SBPC /r &' Xk
DHENM EEDSY, T-1220, PC- 904 X b 1 SR
EXSn4®, 100 pg/ml L EDBEM MR OhL
Mot LIXEBRET %0

SR MED Proteus mirabilis i LT Mezlocillin
1%, 0.78~25 pg/ml CRFZHLSML, &< 313 pg
/ml & MIC o peak »Zb»bHh, CBPC, SBPC, T-
1220 X0t PCO04 7X@ LA L RABEOHENE
BHLT\

R Klebsiella pneumoniae 343 % Mezlo-
cillin DFE I, 6.25~=100 pg/ml IREZMH A
L 25 pg/ml & MIC o peak 2@ bh, aminogly-
coside RIEHF X W FE ML - T ico

SR MED Escherichia coli b+ % Mezlocillin
W@, 0.78~125 pg/ml o MIC HfnAbh,
3.13 pg/ml iz MIC 0 peak 2% bh, CBPC, SBPC
IDHEDMES Y, T1220 L heF &b, PCY04,
aminoglycoside 3k X b RRHEIIAUED - 1o

SR BED Pseudomonas aeruginosa W3 % Mez-
locillin DHEINE, 6.25~=100 pg/ml - g il
PR L, & <1250 pg/ml e MIC 0 peak 23D b
h, T-1220, PC-904 ¥ X0 aminoglycoside R X »
B MIC pigds»1opt, CBPC, SBPC LRRBEDH
BEHRELTH Y, FURIBEHE Penicillin F & UTHIR
B HEAIND Z LRAFOARE LBEHTHS 50

Mezlocillin D@L Tk, W@»» 7&T
250 mg MHEISHHIC 3 FIFIMEAN 104 pg/ml L3k
R peak i@, 304#kic 3.3 pg/ml Ll X HiE
Genimbh, 1K 24 pg/ml LA L, BIE2
Refsic 0.8 pg/ml LELEL, 4 ReMEIE
BEAEREREL 5T
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Mezlocillin #ED MF@EIX One shot 250 mg #
EOBHE, 2RHREE LAERMmPREI#ERE I i
»1eh%, 500 mg EEDFAL dose response HFEH H
., BELSHHRIC 20 pg/ml & peak L, 4 BRI
©© 0.5 pg/ml BEOERMEOREIRD ORI, K
KRASSHA T 1 BEBIOMERELBRE TH B L E X
5o

Mezlocillin ORBZEEBABTRECEL T, B
£8 (5 » e 50mg/ke ) T, F, B, &, Mo
B TBTT 5 &\ vbhb, Mezlocillin 500 mg 8 1
Rl Lice + ESRIAMIECIL 2.3 pg/g D RIEF
HESRARBITA AR, FOIVOMFRE 5.0 pg/
ml &g otehs, MAEEED peak {EX b T h CHEBER
w37t » T B DO TREII S bRBWEBNBT X
bhabDEHERLL %,

B SRR SUIRIC 313 5 AREA L BREFE20Bic 3 LT
Mezlocillin # 1 H 2g One shot EFE# 4 ~188 {7
ook R, BRAITIIHES B CEEER BEREX
L, 7 BRI TR E A EDERI THMERAT R A HEL
%ﬁé‘&i‘ko

Mezlocillin ##EEREOKAFADRIL, EH4H,
B4 G, ©RAH1 BB ICESDLIALRY, TOF
EER, BRHHEEETH L1868, 0% D REFILTE
BEEN L bhtco S0 &b bAFIT YRFIRIC BT
DRGGECK LARISIBEERAE LTEALL X %

Mezlocillin {3, Staphylococcus aureus #&¥izs
5 ABMERE SN Pseudomonas aeruginosa g & D
7 5 ARHERBEOBRILIESIC 278 b B\ IR R
BLLDIDThHbo

Mezlocillin O BIWEAWBI L Tix, SED20FEM T,
EERBOC BIfER & 2 bh B EERORBULL L, Tl
RS O FTHSEE, MBEMES X0 Audiogram i3&
FIIFDd L d o 1ohd, EHFIH Penicillin T2 5 B8
Bl, SrhAErhHAREREYETHOTT VAF—IE
ROBBECITHBELUEATRETHS 0

#® Ee

g &5 Penicillin %] Mezlocillin &2\, Z0OH
BRENHES, MPERER X OBEABARESL L 0K
BB T 5 & & bic, FARGRFERICET 2R
R RYIECHERIGH LR, o ¥ 0 X )ik
7)(_ Bhf:o

1) RBREAEN:

Mezlocillin D ZEEFHMICH T HHE L, 77 &
Bug 77 2BEECE. MIC 271, broad
spectrum TH - o

HRDEED Coagulase [ Staphylococci 60RKIZ X

LT, 0.39~50 ug/ml REZHSMHEALR, 1.56 ug
/ml & MIC o peak MZBDdbhic,

FRE ) BED Proteus mirabilis, Klebsiella pneumoniae,
Escherichia coli 1r ¥ . 0.78~2=>100 pg/ml &7z b
MIC #3443 L, Pseudomonas aeruginosa 60%ki% 6.25
~=>100 pg/ml & MIC 4% L, 50 pg/ml @%@
peak 23D Hhico

2) MmARE :

Mezlocillin @ iR EEwL, 250 mg #1520 104
pg/ml LA LR L, 304 3.3 pg/ml LA Ui
b, B2 BRI 0.8 pg/ml LIEL, 4 REEI
RIEABE L7 D, 500 mg #HE L ORIIC dose response
MRED b,

3) REHERPIRE

Mezlocillin 500 mg ¥ 1 BRI Lice b E5R
TIREE 7 BIOMBPBE Y 23 pg/e Linh, XORR
DMEBE R 5 pg/ml ZHE Lico

4) FERTARRAURE

B ARGER IR 5517 2 BYE206IIC sk L T Mezlo-
cillin #1 A 2g 4 ~18HMchc hBELLER &
51461, B4 Bl, PREHLIARICELS I ALK
b, %%, BHAREETS L1864, 909 DIFEEIL X
6hf£o

5 ElfER:

Mezlocillin B EE205ESITE, & { BRI EIER
LELORAERORE R, BEMEOERE, m
BEME S LU Audiogram i© b BHEERD bhish
- 7o

R AROEE Y, #2246 B ACEFEFERAAT
wie (FLIR) TRELIH

X ik

1) 524 B A{LFROE¥SRE AT MRS, FEY Y
H v b, Mezlocillin #WE&#E, 1977 GGLER)

2) BRRE, KF 4 Carbenicillin Bi3 2 FEg#
1, EEPREYHFE, Chemotherapy 17 (7): 1276~
1286, 1969

3) ERRE : Sulfobenzylpenicillin DR BKE N E=4]
7, mEER X OERRBTCEET S 5% F
REERR 20 (4) @ 562~573, 1974

4 ERRE  BARGHFERCHT S T-1220 pad
% R 7s S O B RAYBTZEE,  Chemotherapy 25
(5) : 1487~1500, 1977

5) HRRE | BRARERFRIC s 5 PC-904 B8y
% R e & O EE KB,  Chemotherapy 26
(S-2) : 492~504, 1978
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FUNDAMENTAL AND CLINICAL STUDIES ON MEZLOCILLIN
IN THE OTORHINOLARYNGOLOGIC FIELD

TAKEHIKO IwASAWA
Clinic of otorhinolaryngology, Sapporo Teishin Hospital

1. In-vitro antibacterial activity :

The minimal inhibitory concentration of mezlocillin was tested by an agar plate dilution method. The
MIC of mezlocillin against 60 strains of Staphylococcus aureus isolated from otorrhoea was between 0.39
to 50 #g/ml, with a peak at 3.13 pg/ml. The MIC against 60 strains of Pseudomonas aeruginosa was 6.25
to = 100 pg/ml of mezlocillin, showing its peak at 50 ug/ml.

2. Blood concentration :

The average blood concentration of mezlocillin in healthy adults after i. v. administration of 500 mg was
20 #g/ml 15 minutes after injection. Even after 4 hours, clinically effective serum concentration of 0.5
p#g/ml was still demonstrable.

3. Tissue concentration:

Mezlocillin activity was demonstrable at the concentration of 1.7 to 3.2 yg/ml in tissues of human maxillary
sinus mucous membrane after one hour of intravenous injection of 500 mg.

At the same time, the serum concentration of mezlocillin was 8.2 to 6.5 yg/ml.

4. Results of clinical treatment :

Mezlocillin was injected intravenously to 20 cases of representative infections in the otorhinolaryngologic
field.

Results were excellent in 14 cases, good in 4 cases, fair in 1 case and poor in 1 case. When the case

in which it was excellent and good were considered together, the ratio of effectiveness was 90 per cent.

5. Side effects:

No side effects were observed in these 20 cases.

The comparison of findings on liver function tests, electolytes and audiogram carried out before and after
treatment showed no significant differences.



