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Sulfobenzylpenicillin(AF, SB-PC & #g3 )k bhbhix SB-PC 2200 £ MRYECISAL, BT
ECHERB S Ly ERAK penicillin fAT OEBHBRNZMAILOT, ZZRBET 5,
6-aminopenicillanic acid (6-APA) oF#fko 12
Th b, {LFEHEE L AB-PC 83X vt CB-PC L,
AB-PC » amino #, CB-PC o carboxyl # 4% sulfo
HizEBREIATDL O THE spectrum & AB-PC icH £1DEBVBEANRKD Pseudomonas 508K 2T
L, »> CB-PC @ Pseudomonas, Proteus iz SB-PC & CB-PC & MIC A2#HBRLTHA 5 EMHE
VHEHEETBILEDRTWS, EFFTBE» L dtiz 50 meg/ml D DML L, ZIZRRDOIEIZR
WRShiRWedHREedBEickTtHEsh 3, LT3, E.coli 50#kicoTH%&E SB-PC MIC

1. SB-PC @ Pseudomonas, E. coli, Sta-
phylococcus aureus [ZX1d B3RS

Table1 Sensitivity of Pseudomonas, E. coli and Staphylococcus aureus against SB-PC

Pseudomonas aeruginosa

Anti- éNumber of MIC (mcg/ml)

biotics l strains 0.20 ’ 0.39 ’ 0.78 ‘ 1.56 l 3.13 | 6.25 | 12.5| 25 50 100 | >100
SB-PC | 50 1 21| 7 |2 |10/ 3
CB-PC l 50 2 5 5 31 4 3

GM .‘ 50 5 | 1] 9 |19 13 2

E. coli

Anti- Number of | MIC of MIC (mcg/ml)

biotics | strains NIHJ 0.78 ‘ 1.56 ’ 3.13 ‘ 6.25 ‘ 12.5 l 25 ‘ 50 l 100 r>100
SB-PC 50 3.13 1] o 3] 1] 2 | [ 9
CB-PC 50 0.78 1 1 10 15 14 " 9
AB-PC 50 0.78 1 4 | 18 | 13 3] 2| 38 | 7

Staphylococcus aureus

Anti- Number | MIC of MIC (;ncg/ml)
biotics |of strains[209P FDA| 0. 39 ’ 0.78 . 1.56 i 3.13 ’ 6.25 } 12.5 l 25 4 50 100 {>100
SB-PC 50 3.13 | 1| 14| 18 [ 3 | 4 |
CB-PC 50 0.39 2 11 6 \ 21 5 1 4 |
AB-PC 50 0.2 1 15 | 3 6 i 16 4 2 4 i
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12 12.5 mcg/ml 75 L 25 meg/ml O¥RBSKE S T
CB-PC & 3\ 3 AB-PC it UETFHBE A ME DT
%o Staphylo. aureus T3t LTd E. coli LTIk SB-
PC 12 AB-PC, CB-PC XD &HBEHNE DTV B,
I. SB-PC #iF#& LU SEHEPOMPRE

MR EER I 5 FlIC BT 500 mg HEFEHR DO ENERIE
LicdsE2DEED 1T peakiciEL, 6MITIZ
0&72, ¥ SB-PC 2000mg % 5% 7 F—¥# 500
ml ITBRU, 1400 4cc DEIATIZIZ 2 K TAM
EELZBITIRE2ICRTEBD, FiELDIZ 2l
thiBEEDSE & 2SR C peak &72308, MRk 6 FFf
T2 0 &7EDTWV 3,

II. SB-PC ik RApHEfM
E3DEBVBEEDBOEH 4FICOOTHE L

25, SKRIE TIC 12 &0 EHRIt S, AHID
RADOHHED X EER LT 5,

BB OK R &

BERIVTNOABLBRE CTRISRIYE S F, BHIE
YUE 54, RIEBYUELORN TH 3, HESRBRIEIBHETLIE
0.5g F/cid 1g% 8 Wi, AERETIZ1IA1ES3
gL 4 g2 BE L, 1FREEEFALTO S,
A ERIIDIINHDIR11.58, FEDIT1242iIck
SUBREG 7 AKX VR IIBIAMIGET 2500
bot. HFEHE BMREIER, MkRE, BMmERE
CRP fE, MM, MEHBICRFR, HiCKREE O
SB-PC #RfIkOREXD, BERAIZIE & MBEENL)
BLICHOGTHRE U, T, WHEBHIRBEIIMBEL
Td, HRREEE L O3 MEENEDE HEL
720 ZDRIEIIERA4ICRTEBVTH %, FRBFRIE

Iv.

Table2 Serum levels of SB-PC in patients after intramuscular administration

Body Dose ’ SB-PC Serum levels (mcg/ml) at hours
No. | Name | Sex | Age | weight !
(kg) | (mg) E Before 7 1 2 3 6 8

1 K.F. 3 55 42 500 0.0 4.0 3.3 2.1 0.0 0.0 0.0
2 E.K. ? 29 42 500 0.0 1.6 2.4 1.55 1.14 0.0 0.0
3 N.M. ] 50 500 0.0 2.5 3.0 2.1 1.34 0.0 0.0
4 K. O. ? 17 51 500 0.0 2.73 3.80 3.5 2.1 0.0 0.0
5 E.T. ? 24 36 500 0.0 2.83

Serum levels of SB-PC in drip infusion

1 l S. K. t ? l 46 ‘ 39 ‘ 2000 ‘ 0.0 ‘ 7.3 1 8.9 ‘ 15.7 1 6.25 1 0.0 { 0.0
Method : Microbiological assay (Capillary tube method)
Test organisms : Streptococcus hemolyticus Denken
Buffer : SOERENSEN’S 0.1-M phosphate buffer pH 7.2
Note : Lowest detectable level 0.39 mcg/ml
Table 3 Urinary recovery of SB-PC
Body | Dose 0-2h 2-4h 4-6h 6-8h Total
No. [Name | Sex | Age | weight T
(kg) |(mg)| mg f ml | mg ml | mg ml | mg ml | mg %
1 K. F. 3 55 42 500 | 116. 8.‘ 400 39.5 100 17.5] 120 0.0/ 150 | 173.8| 34.76
2 E. K. ? 29 42 500 | 103.0; 145 75.0f 250 23.0| 240 | 49.50, 110 | 250.5] 50.1
3 N.M. 3 50 500 | 104.0/ 190 | 136.5 150 | 217.5| 250 | trace| 190 | 458.0| 91.51
4 K. O. ? 17 51 500 | 142.8 70 61.0 50 70.0 50 12.0 50 | 285.8| 57.2
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%4 SB-PC o B K R f#
No. s |t 54| % # 4 | 1w [G7RE naie e FUESH SB-PC o MIC
1% 2 f5 3 783 Klebsiella
1/S.K.| 8 |46 | & # B % 178| 50g 1 Klebsiella & %h|&%h >100 mcg/ml
g A #% Klebsiela B
KH KM% e Pecudomonas sl
2|N.H.| 5 |82 3g M 238 69g i Pseudomonas HHEM MM 2 08
B Ao #% Klebsiella it 100 mcg/ml:?gg;g
P 4 @;ﬁ
S8 3R Diplococcus .
3|S.H.| & |53 T 4g iR 210 8dg Z pneumzziaeﬂlfﬁ’j”ﬁ@
i7:47:3 Klebsiella
4|S.M.| ¢ |83 | K& XA |48 sEE | TH| 282 BT R B RN 100 mcg/ml
1% Klebsiella + B %
Ve g Klebséella /enl
KE X & Klebsiella >100 mcg/m
5 N.H.| 6 66| sg A 178 esg M Hafmia  +womy| Hefria 25 meg/ml
WoR # Klebsiella 4 Klebsiella >100
mcg/ml REH%
RE Klebsiella
6 (N.M.| & |50 | AtEBED 5% (0.5gX 3 #5%[218(31.5| #i E.coli | %)) %h >100 mcg/ml
8 4% Klebsiella 4+ bl
EAMIED 5 % fa E coli 4 Enterobacter
7A.K.| 2|29 0.5 3FHE21ABL5| M Fiorococci LIF A|ER >>100 mcg/ml
Bom 8 4% Enterobacter + B
%‘r&&ao 5 jé HEH‘ Klebsiella
8|A.0.| 2 |67 1gX 3#53 |218| 63g| #i1 Klebsiella 4R |4E%H >100 mcg/ml
LI # Klebsiella 4 R
AMED 5 % ilifae E. coli
9|A.W.| 8 |30 1gX 3K |10H| 30g| &1 E.coli HHEZE S 12.5 mcg/ml
Boa % — N
E. coli 6.25 mcg/ml
LB S R - Klebsietly o100
10 |[K.H.| @ |53 4g % 148|562 #1 E.coli {4 % g2 2,
B R mcg/ml AP
# Klebsiella + Klebsiella >100
mcg/ml J&E %
)73 E. coli
11 M. Y.| 8 |39 | 2T EES 0.52X 3451| 8A11.5| i E. coli HE % B 3.13mcg/ml
£ % - A
I
12 | K.W.| @ |28 | & HFEEL 0.58X 3 21A31.5 a1 E. coli HE % HE %
g #% —_
® E. coli
13 K.O.| ¢ |17 | SeWEWK 0.58% 3HRBAN.5 M 5oommcocei - [HRES
g 24
,{ﬁ —
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I! R E, coli
14 K.S. 9 |47 | &EEREAR | 4g A 110 4g #1 E coli B % % 6.25 mcg/ml
#%® - TRPEHET
- 5 | | E.coli
BHEIZER >100 mcg/ml
15 \T.T. ¢ |28 ~ 4g ¥ [31B\124g #i E. coli | 25 2 £ l}éaﬁﬂp
R %R E % E. coli m m.lco i 7Jﬁ>%()§:mcg/
R Proteus
16 [H.S.| 8 |23 | BEEEIE®HL | 1gX 251 [108| 208 #i Proteus HE % B % 50 mcg/ml
# - JRPEHT
R F& gg 5 R . E. coli
17 |[K.T.| 6 |73 _[0.5gx 3 fE12H| 18g i E. coli HE%hE % 3.13 mcg/ml
Bfi&HE AL ® _ B
R e R E. coli
18 |IT.S.| 2 |43 0.5g% 31X 208 | 30g #i] Proteus |4 %0 48 % >100 mcg/ml
S. L. E. Py E, coli ‘]'H' Y';L:?ﬁq]
R B 3 A ® _
19 |[F.O0., ¢ |70 0.5gX 34148 | 21g # Klebsiella WE %%
BhARTE AL .0 % —
ey
7 Pseudomonas
FR OB R Y fE g 50 mcg/ml
20 T.O.| 6 |46 , 4g &% (178 688 Wi Pseudomonas | %h |4 %) E coli AR )
| E *ﬁlﬁﬁ’?ﬁiﬁﬁé #% E. coli +H' . CO 1>;§;()_)§r/n&cg/m
5PN DNTIREBIRT EBOEIRNEZZ4HITH S bl

2%, MEFERNCIIBENI1HADOATH DN, 1 AREE
ROTNE 3 8RO L4 ETH DT, IHBRYLEIR 5
TOTNHEMWED > RTIID 508, BEEEHELTH
52HDB4FTRICTRT LB, BERINEZIE3IHATH
2085, WIRFENESI1FTHD, 1 BRERER 1.5
gh32fl, 3 gUENIHITH D, IREFBRIYE 10 #]
TIEFLE D20ITRT &80, FERKAER) 84, HE
FEZ T HIT, BB UARERNE»DI, 1 H
#5|i21.58 OFIM 10 Firh 6 FITH B,
MHERC A 2 &, KFKIERFIOESL, Pseudomo-
nas 24, Proteus 21, E. coli 10|, Klebsiella 4
), Diplococcus pneumoniae 14, REF1HITH 3,
Pseudomonas ¥ X Proteus D 4 HiZFRICEER
RENDHD, 2ERESREROLDOTH O, HEK
FicbazhI 2 PGB E 3, MEFEIC 1HIELRES
7205, i 3FNIERNAES LT B3 Pseudomonas
B K Proteus TDHDIZTNTOIEFICHBNOTHELE
LT3, .2hsDE® SB-PC izxdd % MIC it 50
mcg/ml Pl FTHD7z. E. coli 10 FITIZEERIIE% 8
#l, HoEeMkEslcbD 64T, MIC ZRIELT
SEFIDH SB-PC Fxh#I 12.5 meg/ml IFTDH DT

Klebsiella 4 B1i2 20T, HEEMICZI 3FERTH
DS, FIEEINC IR D b DIIRBEBIED 1
#lOHT, SB-PC @ MIC iZ\d*hd 100 mcg/ml,
Fcidenl ETH D7,

vV.&@ %&£ B

TEADHEBEDEIC XD BFTD BHD 551 Hoc
M, KOG DOICHETRERIKERBH O/, L
LiEsZiEd 3213 E S LD, T OMBFROFREIR
FHIERAED DN 3 FH D7, [Tt BUN
BIFRIMIE AR RIS i3RI LIZBD I bDl, Aif
HETIR 1A SBWERR R D7,

WEHBLUHEE

HEPRSEERIC BT, SB-PCid Staphylo. aureus 5
X E. coli iz UTIZAB-PC BXU CB-PC XD
ETFHEINE DTN B0, Pseudomonas ITxf L TlE
CB-PC LiZIZRBETH DI,

MrhBEEid 500 mg FETH HBHEOEENSE S
n, Rt b EERTH D,

FHPREREE T 13 20 BIrhERIRAIER) 15 B (75%), #IEEZ
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AR 9B (41%) THol, TOh, RERIKYIEIR
HERTFRIRRIYE, BERGYUEDIETH D70 RE
BYSEICBRTH DO &id, SB-PC ORbktD g
ShTnazE, 7 MIC DEN E. coli itX3d
DBE LI EPOYUREEZL N D, FIRBRYYE
BLUBEEREEICN LTIR, 25REORBDSDHS
ol k, 7 SB-PC itxs3 MIC OFN»
Kiebsiella [T & BIERIDE D1 E D, BRICHIES
FIZIRBEL DD TRRBOIERDN B, bhbhd
BERRE & D Ahid, SB-PC DRERIIFHRES IV
JRERIYEICIZ1 B3 ~4 82T 305, REBBRYET
i3 L5SRETHRNIVHREZITELILDEEZD
N30 1EBHETIIRFOEBHZFI 5 bDOBRKEH

DT1H3~48, b2NRENLUEESRELTELEX
2, REREEEEEOBETRETHS D,

FIRREINICER LU TH B E, Proteus, Pseudo-
monas T3 EDNE 2H 3 DH D783, Proteusic k
%14] (No.16) iZ SB-PC kb BBtkikL, fho3
#lid SB-PC #5#, BERMEEZELALEZBVZ, ©
BbEICNODEMER LI E D, KA Pseudo-
monas, Proteus T X 5RBRIUEICH U TIIBHTHS &
#EioNb, Efc E. coliit X % RYUEICIZZE DR
T& 525 Klebsiella itk % & DIZTHHEERISKE S
OT, HRBIPETERVIDEELLNS,

BER E LTREHBHOEROMIZIZEAELLED
SNIE DI,

BASIC AND CLINICAL EVALUATION OF SULFOBENZYLPENICILLIN

Kencur Nakacawa, KenTaro WaTaNaBE, Ko Fukui,
JunzaBuro ABE and Norio Kinara
Department of Internal Medicine, Tokyo Kyosai Hospital
MITSUHIRO YOKOZAWA
Clinical Laboratory, Tokyo Kyosai Hospital

The susceptibility of the clinical isolates of Staphylococcus aureus (50 strains) and E. coli (50
strains) to sulfobenzylpenicillin (SB-PC) was a little lower than that to ampicillin (AB-PC) and car-
benicillin (CB-PC). The isolates of Pseudomonas aeruginosa (50 strains), however, were well inhibi-
ted with SB-PC at concentrations almost equal to those of CB-PC.

The levels of SB-PC in serum after the intramuscular administration of a single dose of 500mg of
the penicillin were comparatively high. SB-PC given intramuscularly was excreted well at a high
rate in urine.

Fifteen of the 20 patients treated with SB-PC responded well to therapy. Of these,
ponded bacteriologically to SB-PC treatment. This bacteriologically good response was recognized in
patients with urinary-tract infections (7 of 10), respiratory-tract infections (1 of 5) and biliary-tract

9 cases res-

infections (1 of 5). The causal organisms of the urinary-tract infections were mostly E. coli which
were susceptible to SB-PC. Most of the respiratory-tract and biliary-tract infections showing nega-
tive bacteriological response, however, were caused by Klebsiella sp. which were comparatively
resistant to SB-PC. SB-PC was also effective against Proteus and Pseudomonas infections.

Suitable daily dose was presumed to be 3~4 g against respiratory-tract and biliary-tract infections
and 1.5g against urinary-tract infections when judged from the results of the present clinical trials.

No adverse reactions were noted except the pain at the site of intramuscular injection.



