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NRORBRYSE K35 Mezlocillin o e pRf# =4

B B EELE - AHTEY - EEEX
AR FR R BN R R

I.&F © & (C

BAY f 1353 (Mezlocillin) 1%, ¥4 v « Af = 8t
THEINCHF LWEASR =) v Th b, Mezlo-
cillin 1%, in vitro W\ T2 7 ABBHEEEICK L CHufl
Wle~=>) VRERERL, —FH 7 7 ABHECH L
T% Ampicillin % Carbenicillin &3 S REEDHEE ~
~7 bAwEL, TORBERARRASR LU EDOSHA
NHBEINTVWBLY,

Mezlocillin Dib24, HER, HFRABIVHFE
WTRDOEED THBHY

Structure :

\)J\/L\

CH, l/ CH;4
H CH,4
COONa

Chemical name: Sodium 6-{D-2-(3- (methylsul-
fonyl) -2-oxo-imidazolidine-1-car-
boxamido)-2-phenylacetamido}-
penicillanate monohydrate

Molecular formula: C21H24NsNaQOsSz « H20
Molecular weight: 579.57

Mezlocillin DEERERBE, N4 ¥ &hbicfTicbh,
7S5 AR RYEE 0 13 i, E. coli, Klebsiella,
Enterobacter, Serratia, Proteus, H. influenzae, Bacte-
roides 75 ¥ D FRGUE DT 2oig ) BB RYEE &
nTUBY,

4[E%EE 5%, Mezlocillin % By TNEO BRIYEY
BEEL, £0XWDOHEKRA « ME¥RRER, BIfERRY
KOWTHRHE BT -0 T, T ACEZORRYHET
%o

I MR &HFE

1. %

BRIS14E 7 B 5 bIERIS2EE 2 A ¥ Cofdic, 4E/NE
Megze LB RicbobhbBAK, ThbDBRIC

DT, AFOFERFPMEIOPFBIZITIE > Tt

Z O HARIAC Mezlocillin #{F B LESNE, HBIR12
B, ZRI2BIEE24BITH Do FELDRERITIZT 6 »
R, BEMNIERO BOFERTH -1

D EDFIEGC DT, 3, 4, 4B, KA
%, FELOOHME, A&xlo MIC, FHE, FHA
¥, DRSS IVBEEAL % T LD T Table 1 RL
TE<o

2. N&EE

BENEROZRCHEBT HREYHED 5 b, HEELL
EORPIELFEAN ., ThbDOEBERLETHZEhOIES
B3, Table 2 WRTERD TH 5o

3. FRAFE

AFNE1 A4 7oz 20g (CHffi) © BAY f 1353
(Mezlocillin) #4%E L, 1g ® Mezlocillin Na i1 41 mg
o Na (1.78mEq) #&A TW5b, ERCI VLT,
EHPBARBK, 5%7 F—BERHOHVEERKE ET
10~20ml/g /B L 5EML, 1A 2~3ERHT
T, one shot < h E#E LI,

(EREX, 1HHhB/Is 03g, HAH 60g, %
7ofhE kg Y OFEHAEL 56 mg/kg 76 306 mg/kg
DT, DT 180 mg/kg TH 1o

EAMRENE, B3 B, RRIZ4A TEOFEHIT
7.58THhb, BREMAET 12g 25 60g Thotoo

4. BEEDOLHE

RREORRL, 'REBEKE, WK, R, 3EE BH,
BRI £ BATIe, OB L7cB L B ALY AE
B ok, ERPRFREC X AFlo MIC 23
FELIY - W&, 103/ml Ths, FEILSNOEF
T AREZHCDONTUL, ~— b V72— 3 VER
(2o V) RE#MELT, F4 A28 (Bf1BE)
WX O REBHIEFOBER%H % (Table 3),

5. ElfFRo#gE

AFERERICNTE, EEROEB, KE, ¥t
2%, R E2HRBOE LR BB ORI
Lico R, ARFDOEARSECHm, BRIK, FFo T
BEOREXTTIRV, EHRT7 VvAF—ERREOFEC
DV TIRMODOEREILD o 1o



256 CHEMOTHERAPY JAN. 1979

Table 1 Clinical Trials with Intravenous

Case A B W Underl Bacteriological data
e . W. . . n i i
No. Name Sex 4 :gm) (ked Diagnosis B %o};'l‘r;)%gltsigzse Organism | Material
1 S. T M 4:2 18.0 | Tonsillitis H. influ. Pharynx
E F 6:11| 20.5 | Tonsillitis ?
(Infectious
mononucleosis)
3 N. M. F 3:8 14.5 | Pharyngitis H. influ. Pharynx
4 Y. Y. M 0:1 2.9 | Bronchitis Downs’ syndrome | Kleb. pn. Sputum
5 I.T. M 0:1 4.5 | Bronchitis Ventricular Ps. aerug. | Sputum
hematoma
6 W.T. M 0:3 4.5 | Bronchitis Pierre-Robins’ E. coli Sputum
syndrome Ps. aerug.
7 T. S. M 9:4 22.0 | Bronchitis Hodgkin’s disease, | Ps. aerug. | Pharynx
Epilepsy
8 K. K. M 0:0 3.6 | Pneumonia Serr. mar. | Sputum
9 B. T. F 0:0 2.3 | Pneumonia ?
10 T. S. M 1:2 9.3 | Pneumonia Neuroblastoma H. influ. Sputum
11 T. H. M 1:5 11.1 | Pneumonia H. influ. Sputum
12 K. K. F 1:5 10.0 | Pneumonia H. influ. Sputum
13 K. A. F 7:2 22.0 | Pneumonia SLE ?
14 I.A. F 13:6 20.5 | Infected H. influ. Sputum
bronchiectasis
15 S. T. M 1:0 8.6 | Whooping cough ?
16 O.T. F 6.6 16.8 | Streptococcicosis B-Strept. Pharynx
17 S. T. M 0:11 9.8 | Purulent meningitis ?
18 I.A. F 1:0 10.3 | Purulent meningitis H. influ. CSF
19 K. M. F 4.8 10.0 | Cystitis Brain tumor Ps. aerug. | Urine
20 M. S. F 13:1 21.0 | Cystitis Neurogenic bladder,| Ps. aerug. | Urine
Brain tumor
21 T. M. M 0:1 3.2 | Enterocolitis Ps. aerug. | Faeces
E. coli
22 T. K. F 0:2 4.3 | Enterocolitis Malabsorption Ps. aerug. | Faeces
syndrome, Rickets
23 A. H. M 10: 4 29.5 | Phlegmone Lymphadenitis St. aureus | Pus
24 I.R. F 6:1 17.5 | Wound infection Epilepsy Kleb. pn. | Pus
Im & A & #% oM, AMmERE, KRk, CRP, MV, RE
BRI, BRRZR L MEENHROBE /T TH OFRLESBRLUTHREYHE L1,
BRI, IHREALIESTRAFEZRE L MIBEFRHROHEBX L, TN L5 TH %o
o Mk FEEP ML L 0o
BIRMZROHIE L, TRoEREC X 57, B | FRE»EAD LIcb 0,
3 | {EH 3 ALPCERERYEE L THB L b AE . RRECE LA DBRIEV D Do
Do BR —BHRLCEREVNFORE SR b0,
2R | BKERVZHEE L TAB T 0, 4B8L B RRE MOE &R LIcd D,
EEBELE D, A RRENRETE I oTcdb D,
L BREERDUEN AL RIL A 512 d Do PE#RELT, 2&0D X5 REaFHER TR -0
Bt BRERDVEBIL LI D, %) Excellent (i)

B L IELVCEROYIENRATEETH » 1o b Do A% Good (+)



VOL. 27 S-1

CHEMOTHERAPY

257

Mezlocillin Administration

Mezlocillin (i. v.) Evaluation
Daily . Total
1C T
( #I\gd/ml) d(t;s)e /g:;S Days d(os)e mg/kg Clinical Bacteriological (zgsfszn Adverse reaction
g .
<0.2 1.0 2 3 3.0 56 | Improved Eliminated H
2.0 2 8 16.0 98 Unclear Unclear ? Bitter taste
3.0 3 8 24.0 207 Improved Eliminated +H
50 0.3 2 4 1.2 103 | Improved Eliminated H
0.5 2 10 5.0 111 Improved Decreased +H
1.56 | 0.9 3 9 7.5 200 | Improved E. Eliminated +H Rash ?
12.5 Ps. Unchanged
3.13 6.0 3 10 60.0 273 Improved Eliminated +H
1.56 0.9 3 7 5.1 250 | Improved Eliminated H
0.6 3 5 2.6 261 Improved Unclear H
6.25 1.0 2 6 6.0 108 Sl. improved | Eliminated +
3.0 3 5 13.0 270 | Improved Eliminated + GOT ~
0.78 | 2.25 3 5 11.25 | 225 Improved Eliminated H
3.6 3 4 10.8 163 | Sl. improved | Unclear +
2.0 2 10 20.0 98 Improved Eliminated H
2.1 3 12 23.1 244 Improved Unclear H
6.25 3.0 3 8 24.0 179 Improved Unclear H
3.0 3 14 42.0 306 Improved Unclear H
0.2 3.0 3 5 13.0 291 Improved Eliminated +H
12.5 2.25 3 9 20.25 225 Improved Eliminated H
12.5 3.0 3 13 37.0 143 | Sl. improved | Relapse +
12.5 0.3 2 5 1.5 o4 Sl. improved | Ps. Eliminated H
>200 E. Decreased
12.5 0.4 2 7 2.8 93 Unchanged Eliminated —_
6.25 6.0 2 8 45.0 203 Improved Eliminated H
50 2.0 2 5 10.0 114 Improved Eliminated H Bitter taste

224% Moderate (+)

4% No response (—)

7B Unclear (?)

P EnsEic X b, SEFOKRRSRY ¥ LdicDn
Table 2 TH 5o TiehHUESIF, HRACISES
1861, LoHEF4H, BlaL1gl, RHLHATS
D, MIESEREE, WEI6H, WD 28k TEL1K
BE1IKTH-%o

TEh ¥ b TRATE LRz, 51261, B%
8B, ©oaL2 Bl &1 H, FIUCRALATS-
foo D% b, HBEHIERNSERIGH, ERE LUFEL
Bi220/23CH H, HRFIX8T.0% L 75 %o

A, ERED follow 23S TEIFEAIRDOWT, Bl
CAKIOMBEFRZEY 27D’ Table 4 THB, &
DEIDZBE, 4 V7= VHERT R T BN E
L, BREECIHEELLK BL 1k BRLIE TE1
HThotoo MABREL, 2HP2HRCHEENALR,
7 N ERE TR 1 BRF 1 BRASEER Lo

DEXh#EXDE, KEIRA V7= VFRREYERC IS
WTT SRACHIEFNHRY B LT D L E X %0 —
#, BBERIIECHTHRRICRE 50 Lhlk
Vo FiSIRHE, 7N VERERIMECKH LT, ThZh
261, 1BDOERHINZ LA TS,

DER, HEBRHNOKBET MY X THB,
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Table 3 Sensitivity of Isolated Strains
Qe Organism Mezocilin| - aBPC | cBPC CEZ KM GM
1 H. influenzae <0.2 Ht H - H H
3 H. influenzae H H + H H
4 Kleb. pneumoniae 50
5 Ps. aeruginosa | — — — + H
6 | E coli ’ 1.56 - - + + +
Ps. aeruginosa 12.5 — + — H H
7 Ps. aeruginosa 3.13 — + - H
8 Serratia marcescens 1.56 - - - +H +
10 H. influenzae ‘ 6.25 ;\ + -
11 H. influenzae | ‘ H + + H H
12 H. influenzae 0.78
14 H. influenzae H Ht H H H
16 B-Streptococcus 6.25
18 H. influenzae 0.2 H H H Ht H
19 Ps. aeruginosa 12.5 - - - H +H
20 Ps. aeruginosa 12.5 - + — H H
21 Ps. aeruginosa i 12.5 - + - H
E. coli | >200
22 Ps. aeruginosa 12.5 - - + H
23 Staph. aureus 6.25 + +H H +H H
24 Kleb. pneumoniae 50 +H + H Ht
Table 4 Effect of Mezlocillin on Each Isolated Organism
Isolated organism gféigi Eliminated | Decreased | Unchanged| Relapse Unclear
Staph. aureus 1 I 1
B-Streptococcus 1 ‘ 1
H. influenzae 7 ‘ 7
Ps. aeruginosa 7 4 1 1 1
E. coli 2 1 1
Kleb. pneumoniae 2 2
Serratia marcescens 1 1
Total 21 16 2 1 1 1

1. FRRERRRYEE

MREESS 1 B, Rbkse 2 Bl, KTk 4B, Mk 6 B,
B SELIREEE 1 S4B TH 5o B HKRICOWT
3, Blicgsstt 5o 14BIREL 6 B, A6 Bl, °XFH
16, NBE1BTH 5o

PR L FHEI N AR, TF 22 BOT R
AFER 2 A B TR L CTRREHE S HE LY, £D
BAEWAE oo T DB, EBEKB & LT SLE
Bdh, BEIBEEA LT VEREYZT TV 5, BROE
Chut, FORWTIRE» sk EEX T,
HERHADCKES GEM2) 13, —RIBBEHREEELRE

HRBHREFR L FHRT IERTRERL Y v HEREe
FENALRI, ZDIEMIL, HBITERMEEERE L2
¥ hicD T, ZHEHENRL GBI Lico

2. HH%
FEBILSIZFLIR D E R DIERI TH %0 1 FDBR,
FEFISIZEILA22A » LRRBICEA L, Thai—BREL
ok, BREEEWA TR L CREEIZE2E YRHC AR L
foo WIZHE, V7Y — ¥Rt BERLE B BRI
LIRREEE, 77 —¥rAbh, TEEZCA
ﬁﬂ—cﬁ 1o

FIEEDOLH L BRGROHTBC B - T, XWEH
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Fig. 1 Case No. 15 S. T 1y O0m M Whooping cough

Dss 23 24 25 26 27 28 20 30 310 2 3
| Mezlocillin 2.1 g/day L.V. (244 mg/kg) ]
‘. GOT 40 GOT 37
55] GPT 36 GPT 21
38
o A
T ~ NP VAN

Staccato [;;;ZZZ;Z; /l/

///////I/////////LA

Reprise V.//////////////”/”/” /]

Dyswmes [/ 77772

Rale W;Z/l///////////u

WBC 80,200 54,300
Lymph.% 64 73
CRP (#)

FHRREMEEARHRERLDOEDCHEY KL
oo DB LT, Mezlocillin 244 mg/kg %1 B
3 EC M TI2BRIME Lico HiRBAtA 1 BRS O¥IE
T, Fig. 1 @iRTXORERLEL ORI, AR
A180,2007% » 7e HIMERES, FRE10H B 13,9001 34>

L, CRP 13¥a/8 H B Lis » T\ %,

3. fLERtEEEREAK

%112 B & 1 ¥ OILIBMEEEAK 2 fESC A FI %
Al 5B1 6 (FEAII8) X H. influenzae FRYuC X
53D THolch, TRENHREZND 5 Z L X TE
o

4. [t

2 BIDEERESE, \~Thd Ps. aeruginosa O RRRT
IBLDTH B, FEMIITIE, FBRANC b HBEFANC b
Exhhiz bhich, FEA0ZRCREREHE L

SEBU2003 BAIEEE D M EIC & BF LIctB BB T, 2
RRCHRRMEBENSFEEL T 5, FEBIIC Mezlo-
cillin 143 mg/kg % 1 A 3 EiC 4V} T13 A FI#HE Lo
AFERAPCIBRIZGEEAEWHEL, Ps. aeruginosa il
—BER LI, BERETRCRERE ER Lo TR
AR & Lo

5. B&

B o 2 Bl 3Th b ARG T, EM2LL P
aeruginosa & E.coli DBEAREYy, FEM225 H it Ps.
aeruginosa D3I hico FEIOHBEC Ly, EH21
© Ps. aeruginosa 3K L, THI, —BIRBIHES
hAER L HE Lichs, EF22 TR THOESE, iR, —

54,000 13,900
72 75

(=)

BRBRIREINL D 5D T, ERHETFM Lo Foie
L, Ps. aeruginosa |34k Lico T DIERI2ATL, FDH%
0 AT R R THFEECHE v, #% T Malabsor-
ption syndrome *#Ex Hihtco

6. TOMDOES

7V YREC X ABEOBERS (FEAI23), MR
B X 2MERORIRRY: (FERI24) i3, ThEhEY
BID T\ 5o

V. # ®

1. BERBRCRT s8R

B LIk dic, KR THRE LIGERL, PMED
REYSEDF T b HBARERER AN Eh 5 o Btk
i, UBIF2NBBARBRTH S, KD hdbb T,
Mezlocillin  (XFEBE D RBRYUEIC K L Tox b Bh Bl
BHREET T\ B,

FEGIANC 2D L, MR EUFRBRRPEILAD S
b, REAKELHL, 1HAHRLEL, 1 AIERETH-
7o iDL, 2BIDOFERMEIEGENTED,
5H1 6 (FEBI8) i34 b & R K &, M
W, #77—+€t XP FBREOHBENALRAERY
gk THB, 26D, 5~7 BAHIOEXFIFEB LD,
EXHBHT ENTEL, ZORPOF A RiIes LT
X, TEARSME, B, B, SRcCHEYRETEN
DERTELEZ 12WD T, EEE_=v) vBHTH
BAFNLEIE Y BA CTRERCR ST 51 bIXReMI R
weBbh s,

HHEBCN LT, B0 X 5 e@hic-BENEBoh
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Table 5 Results and Dose Response with Mezlocillin Therapy

Dose (mg/kg)
Overall assessment
~100 101~200 201~300 301~ Total

Excellent 2 3 6 1 12
Good 1 3 4 8
Moderate 2 9
No response 1 1
Unclear 1 1
Efficacy rate 3/4 6/8 10/10 1/1 20/23

(Excel.+Good) (75.0%) (75.0%) (100%) (87.0%)

Twb, BAEZOKRE X-P AR, BEEKEREE
BHBOBREL B bl > THBEHRCBET A LD TH
B0, AEFUWC IS B AR, MPISREILA, +
EOEIMe £ XEPE ORI 278 b HFE I M T,
PR, BERARCR T AHASEREE LTk, TC
CP, EM H 5\t SM 7 EpMER I T ons, K4
B=vY v Ths Mezlocillin (35 AZiCxt LT+5
DER&ZES 5 HDO AR b, REWDOEVEHIE LT
BEEINRTIV,

2. (EREORKE

AFIOEFE B BEIHRATML 2 7o D 23, Table 5 TH
bo Thebb, AFIOHEME 20l mg/kg LIEDLE
I3100%1c, 101~200 mg/kg D & E1X75% 1 TR L
Twb, 100 mg/kg LAFTDHBEIIE, T5S%D ERHE T
b’:to

LEMBEX B E, MR THEELLEORRYE
ot LREE RSB T 5oy, A#lRALSED
200l mg/kg U EFERTAZENBELVWEEX L 50
3. BifFRo®E

AEIOFERC X b, BIRGE Bbh ERD HEH A
bhicoid, 2E¥DIERTH %o

FEGI6, £%3 »ADHR, Pierre-Robin FERHIC
BT RMNEPEL, WSS Ps. aeruginosa & E. coli
PRI, FA3 A B, HE, ilgHls JOLERK
MIERSHHHEEL, BRRCPER LAY, B4H
XU L T/NKIBR TR Lico BRAFIEMT A
B, %8, BRIEYETLRIHERLTY %0
T DR, AFOB BT Lich’, MK RICERF A
bhd, JERC TR L TERB LI AFITALRIZD
—BHEDIBE, EAOEWERETHIVE, TLAT
B OTTHEMEH TR o

B2, 243 Fhb 6 FOK R MBI
B, SEMERORERSR, A, &% lg %
10ml pE&CEHEMB LT, EhEkicd > < h & one

shot THIE Lo BMIEPRR TAMNEW] EFRFR 2
ES32%L T bo O FMELHTTH L, TESK
THRDERHICERBIIMYER Lico T, AHllg %
20ml DEEVCHEBLIZE T A, BRREREFL T/
[

AFIEAREOMIR, K, FEERE 2V T,
Table 6 K—#ELTRLIcER D TH D, O¥IT, FIE
Bl% fHEICHAT o
FEF 2 EEF GOT, GPT O&ER, FihLi-X o
EHRMEBEEERIED 10 TH 5o

FEBI3 . GPT 2@ MERRLTWADIE, LAl
DHOERERDOHTVHAKIEBEENDH D EEX bR 5o

FEFI5 : GOT, GPT DOEfiiy, ZBROILH M
MmEBCREH %o

EGI6 : #ik L Pierre-Robin SEEBEDOIIR T, =
REE, LEENAOhI, ERA% GOT, GPT 0%
BB, U EOXBRELBEELDS S,

ERS, 9 WThbAEHBIRWFEREITD D,
GOT 2@\ DI, ABAIEEL TI\,

FEBI0 : BBy AT A HEFMiRECH v, GOT
BEEZRLTV 5,

FEGI14 | AFIE RS HROERE, mMEFKEI ML T
WBHDIX, Bl ZcidTH b,

FEGIL6 : FART 27U 57 GOT »\E@A# 42U
ERBLTWAY, ZTAIRENBEEETH DT
5550 GPT 13, AFUEABCTHEL TV 2%,

FEGU20 © AF|%# A Lo 4k5t, BUN 40mg/dl T
FRBEDORBTH - 1chd, A% BUN (1 32.5mg/
dl @ FREL TV 5,

FEGI22 © AFUFEMAYD GOT, GPT 131 2h #h 108 U,
111U T, (A% 70U, 60U ThHo, AFIE, ZEL
WHRERE, RHFREECRED S LRI ERE
Thbh, PIVART I x—AOEMEIEHEBRICHET
5bDEEZL b A,
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UED XS, AFIEREME GOT, GPT E s
RHEBRICBILV R ENIH, F0OHTEBEECL
PHECER2 S b, FFEOR#EI i\ EBbh s,

BR, AFERRCREERAAORIEBbh 50
i3, ERLLD 1 BIDATH B, ABNL, 152 ADE
BT, Mgt LAH 270 mg/kg % 5 RREIGER Lico
{#@#io GOT 25U, GPT 17U <, {#/M#1t GOT
68 U, GPT 24U (c EH LT\ o GPT RIEREEA
whb, AEFCRE L ALP iz Eshnas i v
DT, FEELXEZEL ORIV, ¥, M, RCLE
BEALR TRV,

DERERT 2L, EHRFO—BM OhERRE MF
GOT fEVBEW LR LcflZBR T, EEOHMEHR
LicBOfER T, Mezocillin &k X 28R
REIZ B ED BRI 5T,

V. & v
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CLINICAL TRIALS OF MEZLOCILLIN IN INFECTIOUS
DISEASES IN CHILDREN

AKIRA FUKUI, MITSUNORI HAMAWAKI, CHIEKO HINO and YASUO SHIODA
Department of Pediatrics, Kochi Prefectural Central Hospital

Mezlocillin is a new parenterally administrable semi-synthetic penicillin with good tolerance. The
spectrum of action is broader than that of ampicillin, carbenicillin or cephalothin.

It included all gram-negative genera of medical significance, including E. coli, Klebsiella, Enterobacter,
Serratia, Proteus, Haemophilus and Pseudomonas.

A total of 24 children were treated with mezlocillin:

15 children with respiratory tract infections (including 1 whooping cough), 2 with purulent meningitis,
2 with urinary tract infections, 2 with enterocolitis and streptococcicosis, phlegmon, wound infection. Many
patients had severe infections which were sometimes complicated by severe underlying diseases.

Mezlocillin given intravenously in a dosage of 56~306 mg/kg for 3~14 days, divided 2~3 times a day
respectively.

Before the beginning of treatment, 21 pathogens were isolated.

H. influenzae were most frequently found (7), followed by Pseudomonas (5), Pseudomonas/E. coli (2),
Klebsiella (2), Serratia (1), St. aureus (1) and Streptococcus (1) were less frequent.

The overall assessment of therapeutic efficacy was excellent in 12 cases, good in 8 cases, moderate in
2 cases, no response in 1 case, 1 case was unclear.

Changes in taste during injection ocurred in 2 cases, increase of the serum transaminase activity was
seen in 1 case. No alteration of renal function was observed, there were no hematological disorders.

From the results described above, we may conclude that mezlocillin administered intravenously is
effective in the treatment of infectious diseases of children caused by gram-positive and gram-negative
microorganisms.



