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ERAREEI 317 5 Mezlocillin o> £pssy, EEpRRyK St

EREXEL - ABET - NHEE
NEFERKFE R AP HE

BAY f 1353 (Mezlocillin) {3 KA v - .3« = VHBF
RRTCHRBAR I M-S ¥ & B Penicillin # <,
Fig. 1 © X 51c##%HT % ureido-penicillin » 1 -
Thbo TOPEARY b L7 5 ABRMER X Oak

Fig. 1 Chemical structure of Mezlocillin

‘\)\)’\ gr j:(l |

B & AR - T b, $C Escherichia coli vt
LI BB T 50 4B Mezlocillin 12 B L
T, EROFRE L CTBROBERC T2 HE IR XU
ERABERIC ST 2 ERBTOVW TR L, 1
KRB R OB % bITI - 7D T, Fh 5O DO
THRET %0

I.;m & A

BEBEIFOEK Y BERE, Staphylococcus aurcus 50k,
Escherichia coli 508, Klebsiella pneumoniae 508k,

Proteus mirabilis 508k, Proteus vulgaris 18%f,
Pseudomonas aeruginosa 50k o\ T, {L2EfRE¥4
BEREED iy, BNEBRIEEE (MIC) % Cefazolin
(CEZ), Sulbenicillin (SBPC) 3% X 1t Carbenicillin
(CBPC) LD T Lico e, HEWER
Staphylococcus aureus ®Z 108 cells/ml & B\, D
i 108 cells/ml % A\ oo BEIE Table 1 @Rl %o
Staphylococcus aureus ¥ 3\~ T, Mezlocillin (1.
MIC 0.78~>100 xg/ml ELIBEL ST A EECH D,
CEZ L B L THBBE TH » foo Escherichia coli T
i3, Mezlocillin (% CEZ X b4 355, >100 pg/ml @
it kiz Mezlocillin 1218%, SBPC, CBPC 12509 LA -
Zd b, SBPC, CBPC X b3 <h T3, Klebsiella
pneumoniae T2\ T  EAEIC Mezlocillin 3 CEZ x
D5 A, >100 pg/ml LA EDTHHEERE Mezlocillin 1
229%, SBPC 1286%, CBPC 1288%% Hh, Mezlo-
cillin 1% SBPC, CBPC it F CHIcHBEEM 2R L

1o Proteus mirabilis . s5it3 % MIC @ v — 713,
Mezlocillin, SBPC, CBPC & 1z 1.56 ug/ml %#7/RL,
CEZ pv—7 625pg/ml Xbh 2BHERBET ATV
7co Proteus vulgalis .54+ % MIC o v — 713,
Mezlocillin A1 0.78~12.5 pg/ml, SBPC 3% 3.12~6.25
rg/ml, CBPC 25 8.12~25 pg/ml #;x L7143, CEZ T
24T =100 ng/ml OftEdkTH b, Mezlocillin 234t
FLHEBEL CRIFARNE N %R LI, Pseudomonas
aeruginosa Tt Mezlocillin, SBPC, CBPC zxf LT
Kot 12.5~>100 pg/ml Ot R TH D, Mezlo-
cillin % SBPC, CBPC tixh % h 23R D bhicro
o
I & B 8 17

ERABREIC I % Mezlocillin 0l T, i
bOLEFM, FRPBTR X OERDE (R 8 ~ 9 @)
DRERABIT, & ORAHFBTCOWTHRE L,

BENEEE» » 7HE Ty, REBEELT
Bacillus subtilis ATCC 6633 % fi\ oo RHMEMIES X
UBRmEFREONIECIZ, NEFRBEERL B
W, EKES X OEHRRERD W T, pH 7.0 1isM
) VRSB ERAFEEERL LR LI,

1. B, FXPBT

R R BT AL Mezlocillin 1 g HAViL 28
BEL, fRHEROBEEMm, EKPBTEERN L. BF
¥ X OEKE, TOWE ER—#%RED CERICE
BT5ZENTERVDT, fExDEICOWTREL
7ofEi% Table 2 KR L1 ¥/ 2 g BHERRICOWTL,
i, B X O FKPRE D ZREIC W) 57
fED D, ThXhORRBREHRBMEYFHL, Fig.
2 IR L7

lg MERTIE, RELOBRORGIEPCIL 33 g
/ml H@odbh, T0LEOETMERRER 12.5 ug
/ml & ig DBIT LT ieo RHEMBEFEED 8.0 ng/
ml 0k ¥, BHmEPRER 7.8 pg/ml TH 1,
FKBBIRTE ed o 7o

2g BERETIE, BEHS00 25 4 K250 ¥ TOR
TRETH Z EMNTE I, BEO~EDRORGEMEF
WP 37 pg/ml LIRIE L, DL EOEHME
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Table 2 Concentration of Mezlocillin in maternal serum, umbilical serum and amniotic fluid
(pg/ml)
W T e Meemal o Umbilial | e uid
1 1 | 15 33.0 | 12.5
2 | 1 ! 1§ 23.0
3 | 1 3° 50 8.0 7.8
4 2 50" 37.0 17.0 ‘
5 2 55' 22.0 12.0 | 4.2
6 2 55 52.0 18.0 ! 0.85
7 | 2 1° 00’ ; 17.0 j 8.8
8 | 2 1° 45 52.0 | 34.0 ﬁ
9 | 2 1° 55 29.0 | 21.0 ' 6.3
10 | 2 2° 00 10.5 i |
mo 2 2° 20' 7.0 4.5 ‘ 3.6
12 \ 2 | 2° 30° ' 3.4 ' |
13 [ 2 1 2° 40 i 2.0 ‘ Trace i 1.75
4 2 } 2° 45’ | 3.6 | 3.2
5 2 i 4° 25 0.55 2.8 14.5

Standard curve; pH 7.0 phosphate buffer -
Test strain; B. subtilis ATCC 6633

Fig. 2 Concentration of Mezlocillin in maternal
serum, umbilical cord serum, umbilical
cord serum and amniotic fiuid

Mezlocillin 2g i.v.

ug/mll o——o0 Maternal serum
|

50
40

304

j e——e Umbilical cord serum

x Amniotic fluid

X

FhEEL 12~18 pg/ml T, #I30~40% DBITHED b
Nico USREMETRERER L, BiEnErE
B L 1 BEsso e € — 7B 21 pg/ml #7RL, %
DA TORHEMFEFRE 29 pg/ml L, #70% 0
ﬁgﬁﬁ?ﬁ:\' L'f&o

— PR D PIAEWE OB MABITE, Rfkinh
EDYU~%THHIY . FFTINAEOBITRRBD S

h, BHEO~OBTILREFTH- ko

FERPRECOWTUIEFIC L b7 V2B dbh
fehl, EHMBE L IIFRED A F — vERL, 550~
1 R TILELS 4.6 pg/ml, 2 el #% TiX 6.3 pg/
ml Thotco FhEM4RERBIYERLIERT
145 pg/ml LD THEVEKFRERAED bhi
(Table 2),

RERDOHAEWE CTE—RCEK P REZE L HD,
Mezlocillin OEKFBTIRFTHY, LichHi, THI
BBk, BESROBCAF YRS THILIRXD, ¥
KELOFHCDBENETEB EEX DR,

2. RREABFT

fEic Mezlocillin 1g, ix2g® 8RS L, EIR
M (EIR 8 ~ 9:8) FARABTT OV TR Lico B
iy Table 3 wRTZEL, leg BED2HD OB,
B 5k 3 B4 R 5B LIERI T, RMEIEFIRET
BRIEBRELT TH - 1edd, BEANL 028 pg/ml D
BANRD b T4k 5 RSO R BEM T
1z, REMERS XVBERNE SREBRELT TH -
o

2g MR, #E5 2 RERESSHEORMEMmEFICI
4.0 pg/ml RFED>Hh, 0L 2 OMENBEEX 90 1
/ml LB, ¥RABCREH3RE0S Y ER L
FERATYH, REMmMEPRE 078 rg/ml L, BREA
Prri3 12.0 pg/ml LB\ MER R LI (Table 3),
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Table 8 Distribution of Mezlocillin (i. v.) into fetus early stage of pregnancy (8-9 weeks)
Time after Maternal serum
Case No. Dose (g) administration (pug/ml) Fetus (ug/g)

1 1 3° 45 trace 0.28

2 1 5° 35 0 0

3 2 1° 10 9.4 3.2

4 2 2° 30 5.0 0

5 2 2° 55’ 4.0 9.0

6 | 2 3° 30 0.78 12.0

7 2 4° 20’ trace 0

Table 4 Distribution of Mezlocillin to milk (2.0g, i. v.)

Case Milk levels (pg/ml)

No. 1 2 3 4 5 6 hrs.
1 0.43 trace trace 0.48 0.43 0.64
2 trace 0.43 0.48 0.41 trace 0.43
3 0.52 0.70 0.41 trace trace trace
4 0 trace trace trace 0 0
5 trace | trace ‘ trace 0 0 0
6 0 0 } 0 0 0 0

3. IH+BfT TERHE) %5 BB AR 7 BREERE L, 2AcERD

EE1 BRELAROBRAFOER 6 flic, Mezlocillin
2g REEL, #5180 6 B ¥ TORHPBRE
YREL, FORMY Table 4 KR Lo ERR LD
RSV EpHELNRBDN, 0~0.7 pg/ml ¥ TOEXRL,
oo FiEHE LR BTIMEVWIDLEZ LR,

o B K B #&

ERABEIRIC I 5 REBRYE 6 41, XU ofl
DRRYSE 7 PO EEH136IC, 1 HE 48 © Mezlocillin
% 2Bl THREL, ZOBBEVRE L, REEH
FER s L Cia4 1 BRI AR 1T, LoD
RIE IR X W5 Lo

SHRYERIIRD EF D TH Do

EHH)  FEHAMEERMS3I BLACE LLHE

L, BRCESCEE
BHH(+) | TEAMBEIER 3 BUARCHEFEOEM %
AL, TOERBERLCHE

H(—) FEEMEIERN 3 ABAL TIHEFSL

tWHE

ek, FM, YIBAIL L OARIRE R L THRD
HotcbDIXERHERLR TS, TXTHERE Lico B
##ix Table 5 LR L1co

1. RESREHIE

BEBACAIC] BE 48 (2@ECHIF THE 1 RHEA

Eﬁﬁﬂ;ﬁ Bhf;o

BB L LT Staphylococcus epidermidis 2 ), E.
coli, Streptococcus faecalis, Proteus mirabilis, Klebsi
ella £ 1 FIFOMIHEhich’, BEHRPRBETLE
Plic s\ TREAL Lo

REBI L ~ 4 (IR (EIR7 ~9 ¥ B) DRETH
%0, ZOHOREORER, FERTBRCETR,
LEBIRED LR T L,

FEB 5 X FEERE O kg, Proteus mirabilis
CEHBRBREYBLIEATHY, —RCZDOLIN
A EBEoEAmE RTH, Mezlocillin O 5IT X
h B EH L Lo

¥ IER 6 RFEGEMC, Klebsiella \& X 5FE
BruRs LIERT, iR ARCAARFCEDE
K LT,

2. ZOfloREGIE

NMEBHAIRL 2 AR IOCFENBR L TEER
& REEEEs, BREE, RkERAE 1 A0AHT B
CARRBS Licdd, 20556 AInERHTH 10

EG7 RFEMNBBROEANTH Y, REBOKRIEIX
RATBETH B, 38°C DFByd Mezlocillin 55th
wIomaL, 18 4g 9 BMOBRSRIY BEHTH

2o
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B 8 X FEROBSHREEPICR C » 7o Klebsiella
LB FEBBECIES T, 39°C ORETIHI®E, F
BRI VOB AYFRL A, FFI1H 48, 14ARD
FEAB IUFERRKSE Fr—vic X 28HEY0HET
HTERIDEIHEERL, BREIBD LRI,

FEFI9, 100 2 ISR OMAIRSE T, BEEL L
TEnxEn Proteus morganii, 7 ¥V o BEIER BN D »
7 AEHBE YR Lo Mezlocillin 15 4g # 2
whll, ThZhl7TAERO7 B ET 222X b
RihiL L, BROBBEY B,

EOLR FERREMEDOERRE T, Klebsiella %1
HUEATH S0 AK1 H 4 I5SREDOERS X0
BABHRZ TV ERTH » 7o

FEBN 2L B RIRIER DIER T, BEEE L T Klebsi-
ella ##H UTco VIBRBHERHTTL, Mezlocilln 1 B
4g, I0EEMER LI RER THEIKEE Lis

FEBI BB R BRDIEERATA Y M) Fe— + %
FRL, RRBAYEZ LIEATHB, BEZDLD
TeEEB) T Candida albicans HHERE3 % O TEEE R ¥
T, MEEKZER LK R A/ <, BEFE T Neis
seria ¥ YO8 a-Streptococcus F ¥ LD T, Mezlo-
cillin 1 B 4g ##%51L, 6 BE#EEI X Y BHORMS
PEBONISEATH B0

V. @B % B

EIfFA OB BRER, BRKERS X0 mET R
GrimER#F, Hb, Ht, AR, BmMERB), BFHLE
(BUN, 7 v7¥=v), FHffE GRERE KEAO,
A/G, ¥y r¥v, Alp, GOT, GPT, TTT) k>
WTTiE o Teo BWFREHIC A BT h - 1o FEFIS
TRE# 1 BB R SH#ECE T, GOT 13-45,

GPT9-25 & EFLient, AFICLBLO TR L
WOEKOb LIBEE LKL, oK 1BR%K
GOT 16, GPT 6 LIEHALL T vico Lichin TEH
BEH X HEIEA TSV B s (Table 6),

V. ¥ & L)

HAER=>Y v, Mezlocillin DT R B
DREZMS TS X OERABEIRIC I 5 HBT, X
DICER AR 81 5 RERPIES L O Fomox
& LR BRARSSE 3V 5 BEIRI e S R o fest & 177
W DB R B,

1. BEIRoHED Staphylococcus aureus {33+ %
Mezlocillin DN CEZ X b4 TwB, 75
AWM D 5 BT Escherichia coli, Klebsiella, Proteus
vulgaris @it LTk SBPC, CBPC X b3 &R Ty i,
Pseudomonas aeruginosa, Proteus mirabilis {“3f LT
Mezlocillin % SBPC, CBPC L RIBEOCHEHETRL
fedi, CEZ X vkt ShTunie,

2. BEOEFBTIERONEDEL ) BFTH-
o

3. FAIBTRMLOTEHECK L, BFTH -
o

4. BBREANIBITERD DRI,

5. FAHFPRIBZBELEA EBTIRORIC

6. ERABGIRICIT 5 RBBRIYEC Flo >, 4
BIVEIRT ~9 ¥ ROERMOBFRERTHY, 245F
BEREOBRBRTH -1, 20K THo1o +
DAt E SR ARHRIBIC 317 5 RRYUE 7 IR 6 BUASERN T
B ot

7. BERR2HICRED bhitd -t

Table 6 Laboratory findings before and after administration of Mezlocillin

3 RBC WBC ‘ .1 . Creati-
S . vy o i : Al-P [Bilirubin| BUN :

2 |Gaoy | a0y | Hb D | HE () | SGOT | SGPT| (€5 gyl mg/d Jme
2 | :
©/Bla|lB/A| B | A B | A |B|A|B|A|[B|A|B|A B A|B|A
1l271]323/139] 93| 9.1 | 106 | 26.8 | 319 |—|—|—|—|=|=|=|—|=]|=|=]~
2|411(316 98|98 13.3 | 10.2  39.7 | 314 | 9| —| 7| —|81|— |01 —| 8 —|0.9|—
5|330(347| 25/30 | 9.8 | 10.6 | 31.3 | 32.8 11|13 | 7| 6|41 |33|0.3/0.3] — |14 |—|—
7 (377|416| 60|50 | 10.0 | 10.7 | 30.8 | 33.9 [13 11| 6| 6|25 |25(0.7/0.2] 9| 9|—|—
8(349(322| 69 52| 10.7 | 9.6 | 33.2 | 30.6 |13|16| 9| 6|40 |58 |0.8/0.6/22 |11 |—|—
9 (331|336 83| 72| 10.4 | 10.2 | 30.7 | 31.7 |14| 9|14 | 7|35|30/0.4{0.6| 8 7|—|—
10 [325/307| 59|70 | 10.2 | 9.8 | 31.8 | 30.1 |13 /11|13 | 9|38 |31(0.5(0.3] 5| 5[0.9]0.8
11 |468|447| 81|24 | 14.2 | 13.5 | 41.1 | 39.2 |13 |14 |14 |18 |45 |42 |0.2{0.3] 11 | 13 |1.1|1.0
12 (451|450 97|84 | 13.7 | 13.3 | 41.2 | 40.5 |13 |— |16 |— |47 |—0.3| — |12 |—|1.0/—
13 |423(358| 33/ 47 | 13.0 | 10.5 | 38.0 | 32.1 |13 | 9|22|11 3526 0.6{0.2| — —|—|—

B: Before A After



VOL. 27 S-1 CHEMOTHERAPY e

X i 2) BRLEREYS  BARRHERE MIC) WE
1) BODEY, G. P. & T. PAN: Mezlocillin; In vitro ¥ (19684E#dE, 19744FKET)o Chemotherapy 23
studies of a new broad-spectrum penicillin, (®): 1~2, 1975
Antimicrob. Agents and Chemother. 11 (1): 74 3) kM &, BAKE/NER  EEABHEESRRE, 1t
~T79, 1977 ERE NV VT 76 333~342, 1975

FUNDAMENTAL AND CLINICAL STUDIES OF MEZLOCILLIN IN
THE TREATMENT OF INFECTIONS IN THE FIELD OF
OBSTETRICS AND GYNECOLOGY

ZENJIRO TAKASE, HIROKO SHIRAFUJI and MASAHIRO UCHIDA
Department of Obstetrics and Gynecology, Kawasaki Medical School

Mezlocillin, a new semisynthetic antibiotic, was studied for its antibacterial action, its penetration from
maternal serum into umbilical cord serum and amniotic fluid and assessed for its clinical efficacy.

Laboratory and clinical studies of mezlocillin were carried out in urinary tract infections and other, mainly
intra-pelvic, infections, in the field of gynecology and obstetrics.

The following results were obtained.

1. Mezlocillin was less effective than CEZ to Staphylococcus aureus, but more effective than SBPC and
CBPC to Escherichia coli, Klebsiella and Proteus vulgaris.

Antibacterial activity of mezlocillin against Pseudomonas aeruginosa and Proteus mirabilis was similar to
that of SBPC and CBPC, and slightly more active than that of CEZ.

2. The distribution of mezlocillin in umbilical cord serum was better compared with that of other
antibiotics.

3. The distribution of mezlocillin in amniotic fluid was also better compared with that of other antibiotics.

4. The fetal distribution of mezlocillin was studied.

5. Mezlocillin was scarcely excreted in the milk.

6. 6 cases of urinary tract infections, 4 cases of pyelonephritis in pregnant woman and 2 cases of
pyelonephritis of post-operative cervical. cancer were treated with mezlocillin. Clinical efficacy was good
in all cases. 7cases of other infections in the obstetrics and gynecology were treated with mezlocillin and
clinical efficacy was good in 6 cases.



