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Penicillin Z#iHuE T-1220 B3+ 5
TSR 7x & VT R BRI YURE ~ D s

WA B PEER - RIK— - BAREE
JRHIER % FR-FE E-R P
RIGRFRFEE 2 IRFHE
RERSE - BFEBT - BHASCEK
o EeRE W
RIGRFRFEM RRGRE L

T-12201%, HHE TR I N2 U V2SR Penicil-
lin | Tdh %, Ampicillin DFEE TU T OILFEHEER
%% L, Ampicillin ® amino #i2 4-ethyl-2, 3-dioxo-
piperazinylcarbonyl E£*EA U7z Na #ETdH 5,

0 0
c HN S CHg
N _COI%TONH]:( lfCHs
0 COONa

FENZ, BARETIREEALRINT, HHHEL
LTAWS N, ZOHREEIIEFED Ampicillin & [F#
IR HE A2 54 %F U, & 5T Pseudomonas
aeruginosa, Proteus, Serratia 75 X 1T b HIBTEH: 2 R4 HAE
MBELINTWBY,

SEREZ, FHOEEOERMRDSEE I 54T
BT RRENRD 5 [LL I 3TV 5 Sulbenicillin (BT
SBPC LHE) LEH#EU 22358~ Aicisi) 5 MR
PERABITEES X O rat 1281 5 ZEERNBEESH
R ERDWTOEBNBR T2 d L L BT, 35T
AR T RRGUEE 1 A F A U U 1235 & DERIREIR % &
B LIzDT, ZOBBEICOVTHRET %,

I. EBGERR S CICKEREMRA

. M & N

ERTTHE | BBAFRBREIRICI W TR EDE KA
Bl 5 DI NIz 976 ¥k (Staphylococcus aureus 81, Sal-
monella 33, Shigella 47, Citrobacter freundii 63, Escherichia
coli 81, Erwinia herbicola 11, Klebsiella aerogenes 81,
Enterobacter aerogenes 43, Enterobacter cloacae 42, Serratia
marcescens 161, Proteus vulgaris 26, Proteus mirabilis 51,
Proteus rettgeri 22, Proteus inconstans 17, Morganella mor-
ganii 42, Aeromonas hydrophila 23, Vibrioparahaemolyticus
24, Pseudomonas aeruginosa 128) 13 & OB B IRIE DIEUERR

23 BEDEF 999 BEICD\WT, HALFEEERSEEDS
DI HE - T T-1220 & SBPC DF/NFEEFE 1L B (MIC)
R, WRIZERELI

H5e AR Bo it Heart Infusion Agar (3¢BF) %4
AL, aHFEAOEERINZ1004g/ml X b 2 f&FHERL
1210 R 72 VEB U B\ 1z, Trypticase Soy Broth (BBL)
itk 3 37TC 4~ 6 FRIEER (W 10%/ml &) »HEE
HREL, FEHB 75— (BB ICTEREL,
30°C 18~20 RFRIIEEREHEL 1. \WbW 3 2 JHEIXfT
ig pY/Aq Xl (Y

RS - EEERIT $ A T IO % Table 11T
AU

STERE IR & U 12 Staphylococcus aureus 209 P HRIiCN 3 5
MIC i3, T-1220 1.56 pg/ml, SBPC 6.25 pg/ml Td
> 1o ZDMDEITOWT § T-1220 &, SBPC & [FkE
KRB AR b5 2 %F L, £&ICSBPC &A%
Mau MIC {E&#RUTZ,

B R EERRIC 3 A T IO R % Table 2, £3H
D T-1220 & SBPC & OHigh /I % Fig. 1~15 TR
U1

Staphylococcus aureus 81 #i3, T-1220 Tl 0.78 #g/ml
5 >100 pg/ml TR L, SBPC Tl 1.56
pg/ml H5 12.5 pg/ml 1T 76 ¥k (93.8%), >100 pg/
ml 12 5% (6.2%) W57 L1z SBPC>100 ¢#g/ml D
51, T-1220 Tid 12.5 #g/ml~100 pg/ml 1237 L
2o

75 sfaYEfEE T3, T-1220 13 SBPC ickkL 2~3
BBAER THWEIZR U BN S BHEEIC
SEEX N B Escherichia coli, Klebsiella aerogenes, Serratia
marcescens, Proteus, Enterobacter 75 ¥ DIGPRFHEEC Pseudo-
monas aeruginosa 13¢5 fRiEIZ, Table 2, Fig. 1~15
ITRTEY, T-122013 SBPC & h /s h BN TEDY,
SBPC TRERRICH> 72 h BB &R UiZe BRE 7Y
+ 24 #Rix, T-1220 6.25 pg/ml CRBKLFEEMELEI N
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Table 1 Antibacterial activity against standard strains

MIC (pg/ml)
Strain
T-1220 SBPC

Staphylococcus aureus  FDA 209P 1.56 6.25
Staphylococcus aureus ~ SMITH 1. 56 6. 25
Staphylococcus aureus  TERASHIMA 0.78 6. 25
Micrococcus luteus PCI 1001 =0.20 =0.20
Micrococcus luteus ATCC 9341 1.56 50
Bacillus subtilis ATCC 6633 0.78 =0.20
Salmonella typhi H 901 3.13 25
Escherichia coli NIHJ JC-2 1.56 12.5
Escherichia coli BHN =<0.20 1.56
Escherichia coli KP 1.56 25
Shigella dysenteriae EW-3 =0.20 0.78
Shigella flexneri 2a EW-10 0.39 6.25
Shigella flexneri 3a EW-14 1.56 6.25
Shigella boydii EW-29 =0.20 3.13
Shigella sonnei EW-35 3.13 25
Klebsiella pnewmonize  PCI 602 6.25 >100
Klebsiella pneumonizce =~ DENKEN 0.39 3.13
Aeromonas liguefaciens Y 62 50 >100
Proteus vulgaris ATCC 21100-1 <0.20 1.56
Pseudomonas aeruginosa NCTC 10490 0.39 0.78
Pseudomonas aeruginosa KOBAYASHI 12.5 50
Pseudomonas stutzeri 3.13 50
Ps. pseudoalcarigenes ATCC 17440 25 100

Fig. 1 Correlation of antibacterial activity

between T-1220 and SBPC

Staphylococcus aurens (81 strains)

reg/ml
>100 6 5
100 4 2
50 5 2 1
25 2 2 1 1
< 12.5 3 4 1 1
3
e e
3.13 5/6
1.56 9 3 2
0.78 1 5 2
0.39
0.39 0.78 1.56 3.13 6.25 125 25 50 100 >100
SBPC #g/ml

Fig. 2 Correlation of antibacterial activity

between T-1220 and SBPC

Shigella (47 strains)

stg/ml
>100 4
100 1
50
25 1
<
8§
125
6.25
3.13 1 1
1.56 10 6
0.78 3 11 1
0.39 1 5
0.39 0.78 1.56 3.13 6.25 12.5 25 50 100 >100
SBPC #g/ml
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Table 2 Antibacterial activity against organisms isolated from clinical materials
MIC (pg/ml)
Strains Drug
=<0.20 0.39 0.78 1.56 3.13 6.25 12.5 25 50 100 >100
Staphylococcus aureus T-1220 8 14 11 8 9 6 8 6 11
(81 str.) SBPC 1 25 39 11 5
Salmonella T-1220 2 17 5 6 1 2
(33 str.) SBPC 1 8 15 3 3 3
Citrobacter freundii T-1220 1 1 2 4 6 7 6 4 9 23
(63 str.) SBPC 2 1 3 4 7 1 6 1 38
Shigella T-1220 6 16 16 3 1 1 4
(47 str.) SBPC 1 8 22 8 2 6
Escherichia coli T-1220 17 16 4 7 5 2 5 25
(81 str.) SBPC 4 18 6 5 2 46
Erwinia herbicola T-1220 1 1 2 1 2 1 1 2
(11 str.) SBPC 1 1 2 1 6
Kiebsiella aerogenes T-1220 1 1 3 14 7 14 15 26
(81 str.) SBPC 1 1 1 78
Enterobacter aerogenes T-1220 1 8 7 3 7 2 2 13
(43 str.) SBPC 1 10 4 2 26
Enterobacter cloacae T-1220 3 8 10 1 2 5 13
(42 str.) SBPC 1 5 4 9 2 21
Serratia marcescens T-1220 1 23 23 17 6 11 10 12 58
(161 str.) SBPC 3 18 17 17 9 97
Proteus vulgaris T-1220 2 11 3 1 3 4 2
(26 str.) SBPC 1 1 1 2 8 9 4
Proteus mirabilis T-1220 1 19 15 1 4 3 3 4 1
(51 str.) SBPC 10 17 5 1 2 4 5 7
Proteus rettgeri T-1220 1 1 3 2 1 14
(22 str.) SBPC 1 1 1 19
Proteus inconstans T-1220 1 2 2 4 2 3 3
(17 str.) SBPC 1 1 3 2 2 4 4
Morganella morganii T-1220 3 3 11 11 3 6 2 3
(42 str.) SBPC 1 1 9 15 10 6
Aeromonas hydrophila T-1220 2 7 9 1 1 3
(23 str.) SBPC 1 1 2 1 3 8 7
Vibrio parahaemolyticus T-1220 1 11 7 5
(24 str.) SBPC 4 10 10
Pseudomonas aeruginosa T-1220 2 31 26 17 23 12 7 10
(128 str.) SBPC 3 24 37 19 45
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T-1220

Fig. 3 Correlation of antibacterial activity
between T-1220 and SBPC
Salmonella (33 strains)
1tg/ml
>100

100

50

25

12.5

6.25

3.13

1.56

0.78

0.39

0.39 0.78 156 3.13 6.25 125 25 50
SBPC

100 >100
Hg/ml
Fig. 5 Correlation of antibacterial activity
between T-1220 and SBPC
Citrobacter freundii (63 strains)

ng/ml
>100 23
/
100 1 1 / 7
2 2
50 ,
25 1 / 2 3
' ,
12.5 1 171 1 1 2
/
6.25 2" 3 1
S
3.13 2 1 1
v
1.56 1 1
0.78 //
0.39 / 1
=0.20 / 1

S0 039 078 136 313 625 125 25 50 100 >100
SBPC “g/m

Fig. 7 Correlation of antibacterial activity
between T-1220 and SBPC
Enterobacter aerogenes (43 strains)
#g/ml
>100 13

100 / 2
50 / 2

§ 25 /1" 1 5

& 125 1 2
6.25 2 2 2 a1
3.13 6 1 1
1.56 1

1.56 3.13 6.25 125 25
SBPC

50

100 >100
sg/ml

T-1220

Fig. 4 Correlation of antibacterial activity
between T-1220 and SBPC
Escherichia coli (81 strains)

Hg/ml .
>100 25
100 5
50 2
25 5
12.5 1 2 1 3
6.25 1 2. 1
3.13 1 9 3 1 2
1.56 3 9 1 1 3
0.78
0.39
0.39 078 156 3.13 6.25 125 25 50 100 >100
Hg/ml

SBPC

Fig. 6 Correlation of antibacterial activity
between T-1220 and SBPC
Kiebsiella aerogenes (81 strains)

Jtg/ml
>100 26
100 15
50 14
2 7
§ 12.5 113
& 6.25 3
3.13
1.56 // 1
0.78 1
0.39
0.39 078 1.56 3.13 6.25 125 25 50 100 >100
SBPC #g/ml

Fig. 8 Correlation of antibacterial activity
between T-1220 and SBPC
Enterobacter cloacae (42 strains)

#g/ml
>100 13
100 s
50 2
S 5 1
I
£ 12,5
6.25 2 6 1 1
3.13 1 2 2 2 1
1.56 3
156 3.13 6.25 125 25 50 100 >100
SBPC #g/ml
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Fig. 9 Correlation of antibacterial activity
between T-1220 and SBPC
Serratia marcescens (161 strains)

1tg/ml
>100 58’
100 2" 10
50 10
25 1 10
S 12.5 3 1 2
-
= 6.25 3 7 4 3
3.13 4 9 5 2 3
1.56 2 1 s 1 1
0.78 1
0.39

039 078 1.56 313 6.25 125 25 5 100 >100
SBPC #g/ml

Fig. 11 Correlation of antibacterial activity
between T-1220 and SBPC
Proteus mirabilis (51 strains)

stg/ml
>100 1 /
//
100 S
//
4
50 %
25 1 1 1
& 125 11 1
;
B 6.25 1 11 1
3.13 1
1.56 4 6 2 12
0.78 6 9 2 1 1
0.39 1

0.39 0.78 1.56 3.13 6.25 125 25 50 100 100
SBPC seg'ml
Fig. 13 Correlation of antibacterial activity
between T-1220 and SBPC
Proteus inconstans (17 strains)
g /ml
>100 1 2

100

50
25 2 1

12.5 1 1

T -1220

6.25 1 2 1
3.13 1 v
1.56 2

0.78 1

0.78 1.56 3.13 6.25 125 25 50 100 >100
SBPC #g/ml

Fig. 10 Correlation of antibacterial activity
between T-1220 and SBPC
Proteus vilgaris (26 strains)

tg/ml
>100
100 2
5
2 2 1 1
S 125 101 1
S
~ 6.25 1
3.13 1 2
1.56 1 1 1 4 4
0.78 1 1
0.39

039 078 156 3.13 6.25 125 25 5 100 >100
SBPC #g/ml

Fig. 12 Correlation of antibacterial activity
between T-1220 and SBPC
Proteus rettgeri (22 strains)

7¢g/ml
>100 ! 14

100 1
50
25 2

12.5 1 2

T-1220

6.25 1
3.13 /

1.5 /1
0.78 |/

0.78 1.56 3.13 6.25 12525 50 100 >100
SBPC seg/ml

Fig. 14 Correlation of antibacterial activity
between T-1220 and SBPC

Morganella morganii (42 strains)
Mg/ml

>100 3
100
50
25 101
12.5
§6.25 3 2 1
- 3.13 ' i o1
1.56 1 2 5 3
0.78 1 4 4 2
0.39 1 1 1
=0.20 L -

$0.20 0.39 078 1.56 3.13 6.25 125 25 50 100 >100
SBPC Hg/ml
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Fig. 15 Correlation of antibacterial activity
between T-1220 and SBPC
Pseudomonas aeruginosa (128 strains)

1tg/ml
>100

100

50

25

= 12,5

6.25

Fig. 16 Average organ levels of T-1220
administered 40 mg/kg i. m. in 3
Wistar rats

ug/ml or g
20+

o——=o Serum
O——0 Lung
s—— Liver
A——a Kidney

—
o

—
o

Organ level

3.13 17 14 é\a\
1.56 1 1 6 hr.
0.78
0.78 1.56 3.13 6.25 12.5 25 50 100 >100
SBPC #g/ml
Table 3 Serum levels of T-1220 (4g d. i. 2 hrs.) (peg/ml)
Case Drip infusion Hours after administration
Name Age B. W. Sex | 1/2 1 2 1/2 1 2 3 4 5 6
1. M.Y. |62 V.0, 56 kg M 85 115 | 130 1 99 84 48 — 20 — | 8.6
2. H.Y. |47 v.o0. 48 kg M — 110 — | 8 49 28 18 6.5 —1 0
3. S.W. |63 V.0, 45 kg F — — | 110| — 58 27 10 5.6 5.4 —
(¢g/ml)

tzDicH L, SBPC Tid 50 pg/ml Ll EicZzd MIC 35
FELT,

2. Rat [CHT 3WBRAIH

ERRTE  (AE 180 g B D Wistar 52 rat # 15T
RV, R3ME 18 U T-1220 40 mg/ke HirE# 30
.01, 2, 4RIV 6RMBEIERL, miE, M B
BXOBORBWELY 7 v FETHEL . pH 7.2 1/15
MY CEBEER Y IBE 2RV REERIC 2 £BNA TR
FiILxEC F 4L, BEIUSUEBEKR CAERLIZS
DITOWTRIE U tzo TR T Micrococcus lutens ATCC
9341 & F\, IEHERRSRIE ABER CEB L 12,
ERRS : % 3 ILOBEBAEEDOFYEY Fig. 161
RAUTZo

WITh b # 5% 30 FHICKEBRREE Iy —2 Y
AU, F>B>IE>HOECE  EY S, MEEE
I A F MBS EE D v — 2 itk 5 Hid, 2.8,
2.2, fiti0.46 Th- 120

it & OB RN ATEEIZ 4 BRIE, S X O
PEEBRRE RS EYE IS 6 RERI B I 2K WIET X T, &R
Bt S h A HRLSA S Nte

8. IR & UEEREAISITIMRAEE

EBRGE ARSI T-1220 4g %5 % 7 FUEK

500ml |CISIREL, BEERICELS Y A0\ iEEE 15
(627%, 56kg, 58B) &iER 2 4] (Case 9, 10) D
3t 3 Blic 2 BRI L, BRI U TA
MERIEER L Uz h v PETHIEL T

ERIITSITIREN L, MR AR 3 2 BHREX KD
fER] (Case 8) 1z T-1220 4g%5% 7 FUEKL & %
1T 2 BERS b1 C TS LTSS &, one shot HiE (5
S Uiz EO%K L ERIICERL, pH 7.2 1/15
MY BB EIR AR L UTch v TETHIEL, @WE
DOBITHEE A U T,

EERSE : MAABENERS% Table 33X O Fig.
17ITR U 12, FTHHE TRAT 110~130 pg/ml D{EARL,
BT 2 BR0E 1T 27~48 pg/ml, 4 ~ 6 BT HITIE
131 10 p#g/ml DTFITTFREL 12,

VR PO B D AR #E3 Fig. 181T/R U1z, T-1220 48 5
W DEE (Fig. 18, a) AR TH 300~ 1 KEHE
DOERICY — & {H 2.4 pg/ml, D4~ 6 BEREOERT
1.4 pg/ml OjRE%8Ic, —F%, one shot ¥ (543
) D04 (Fig. 18, b), HEH 30 53~ 1 KD D
WEKIC E — 2 (3.8 pg/ml, DIB#ZITTFREL 6 ~ 8 B
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Fig. 17 Serum levels of T-1220

g /ml
150

Serum level

(

50

— M.Y. 62y. 56kg M.
—— H.Y. 47y. 48kg M.
~—— S.W. 63y. 45kg F.

1/2 1 2 3

4 5 6 7 8hr.

Time

Fig. 18 Sputum concentration of T-1220
Case 8 C.T. 66y. 65 kg F. Chronic bronchitis

wg/ml gy T-1220 4g d. i
4
for 2 hrs. h
ml/hr.
12
10
82
2
62
4
2
721 2 4 6 8hr.
Time

RO DEERIC 1.8 pg/ml DIEX BT, Tabb, 2 K
ETEEIEEL b b one shot BIEDFAIMERICE VR
fTBELBL N,

4, MRIEBEE~OEA

NSER 5 it S, BE5R  WIRERIX, £
BIFEFI 514 3 AH 5 8 B F TOABRER T, TRE MK
YUE DEEBICIRE U 120 Bk X KB M 6 B, Hif
{LHSAE 2 B, BHRER A 4 BIDE 12 BT, FisiE 30
B 5 705k, Bks5 6, ZHETHITH - 1

2 BIAFI IO AR EEHRICTRE L, 16 (Case 1)
BEEREYIEE L. 1HRSR]IE 2~6g (27.4~
125 mg/kg) T, 7T H»5EKE 3B HERS L, KEEE
1218gH>5 808 Tdh » 120

BEPRAR A s & ONCBIVER « BRERZIRIS, Wk, WK
COEMERE, AMmERE, CRP, Mk, B v#H#E,
iR EOHEB» S, BEMmIcER (i, % (b,
DREFR (+), EL (—) D 4BEBEICHFTHELI,
FHRRSUE DEABE R EIL RS TH - 12DT, MEFHD
RYEIXfT e bsh= 120

FEPRARBHIZ—FE L C Table 4 IR L, AFIEBITED

‘“g“/ ml 1) T-1220 4g one shot infusion

ml/hr.

Concentration
N w
o
©

—
[N Y

1/21 2 4 6
Time
EsHREREY Table 51TRU T, FFIRESRYYE 12 I
TR AERRSIRIE, B2 B, B 4H, 0FRL
B, EH5HT, HUEERERE LIEDRL, 50%
Th -1 EHPIL, TREREBOHTH & ICBER
BERDPEL HED T

FEFEITE ARIERIZ, BEMIQIMSF AR
{, In¥g, Frise, BEEREL S KRR EITS
BT REABDIZ DI s> 1,

L TCRIFREBY & - 12 1 BEBIRT %0

Case 1 35 1%, B, BET (Fig. 19).

k2N - [EXMR, [EXZIRE

16 HmOE L h B, BRICR S &5k h, ik,
SETEEOZHOD Y LI 2 BDARESH %, 4H
i3, BFI514E 3 A 20 BE X hREDH I & FE#, Mk,
HVERS DI REE DS THDNABE L 12,

ABER, BWkASH bR L EHT, BKRIX1H 100
ml i, HEFALECMKRAEL Tz, WEEZL,
2 HHEF & T B IR 5 EXEIRL, KL
b, F7/ —¥BRD LN, BWRKEERETIIER
BB L s o 7o BOIE VERBIE, TRERICERT
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Table 5 Laboratory findings
RBC Hb Ht Al-P BUN Urine

Case |(x 10i/mm®)| (g/dD) % S-GOT | S-GPT (K. A) | (mg/dD) | albumin
No Pre. | Post. | Pre. | Post. | Pre. | Post. | Pre. | Post. | Pre. | Post. | Pre. | Post. | Pre. | Post. | Pre. | Post.
1| 461 | 433 20 26 | 19 | 38 | 3.7 | 4.9 |10.7 | 10.0

2| 381 | 403 17| 22 | 14 | 18 | 4.6 | 5.3|11.1|11.5

3| 438 | 432 18 22 | 12 | 16 | 6.1 9.3

4| 436 | 425 28| 12 | 18 | 12 | 8.4 8.1 |14.8|10.4

5| 395| 389 |12.1|11.9/36.0(38.0| 40| 24 | 20 | 15 |12.810.3 18.2 | (=) | (=
6| 450 | 441 | 14.8 | 14.8 | 46.0 | 45.0 30 29 10.4 (=] (=
7| 444 | 444 |14.6 | 15.4 | 46.0 | 44.0| 24| 19 | 22 | 17 | 7.3| 7.5|17.210.2 | (=) | (=)
8| 420 | 420|12.6 12.4|39.2(39.2| 23| 22 | 13 | 17 | 9.0| 9.3/10.0|12.0| (=) | (=)
9| 394 | 375|12.5|11.9[39.1|37.6| 19| 15 | 22 9 |13.5] 84/13.0| 9.0| (=) | (=
10 | 435 | 41013.2|12.6 |42.0(39.2| 16| 17 | 11 | 10 | 5.4 | 4.7|14.0]15.0| (=)

11| 433 | 460 | 12.8 | 13.4 | 40.7 | 43.0| 15| 19 17 13 5.2 6.2]11.0]10.0 | (=) | (£)
12| 353 | 341 |11.4|10.8(36.3[34.1| 20| 22 | 10 | 16 | 7.0| 6.4 |11.0]13.0 | (=) | (=

T IR LR 6 iz,

egiidic T-1220 4g % 5 % PEWK 500ml & & 3ic2
BEf D) CHEE L, £tk T-1220 2g DM 7 HEGT
ozl B, EPDITHEL, EWHEREORD LK
BIHOWE, MEDOHEEL ELVED SNz, CRP, Mk
&, BMIRE S & DREF R VR GOHE B
sh, BRBILHELI

o ®

AR, {LZERRERIDBESE, k& & b ICHERRYYEE D
BHIZEULSER U, B4 T3 Pseudomonas, Proteus,
Klebsiella, Serratia 75 E1T % 25583025 £ (a8 B RSy
FEDIBEIT, EINEBN T3,

SEAIF TR SNz Ampicillin 84 TH 5 T-
122013, b5 DT ABEEREICHRVGCIREIZE L,
BT & REKED Penicillin REAEYE L DTS
HARL, BAPTEREER T L RIF2RE»E L LT
A0,

SERZER, FHEAFTIESEBOT, BEL
{EEAIN T3 SBPC A sERERAI & U T BEDHRIC
STATMBENEREF LU CTAIZEC S, HERLIZIZEAL
DHEBRIT LT, EENZSBPC X b vz h BNIZHE S
IRNUTo EEAMERBRIUEDRAKE & I N % Pseudomonas
aeruginosa \{C XS 3 B PUBETEME 1X, MR 128 D5 &
>100 #g/ml @ MIC iz T-1220 10 # (7.8%), SBPC
45 Bk (35.2%) 51U, FIREDBERMED S B3E
BIlABEIND X 51T/ - 12 Serratia marcescens 161k
ITLUTH T-1220 1x 58 # (36%), SBPC iZ 97 #
(60.2%), Klebsiella aerogenes 81 #:Tld T-1220 26 #

Fig. 19 Case 1 K.I. 35y. M.
Bacterial pneumonia with bronchiectasis

Date 2% 30 3 Y% 2 3 4 5 6 8
T—1220 4.0z d.i. (AM) __][CBPC l0edi
Drug o—i®ivsdi AN

('ClT 1220 2,02 i.m. (P.M) "(‘\1 80 mg i.m.

39 F
B.T. 38

37 \“Aﬁ/\z\
/\/\/\/\/\/\/
(mt,
Spun}ngr? r WFL.__
ook

O . Bloody sputa

P23 P2-3 g
Rales + + + + + + + + + + +
ESR (1h) 80 50
CRP 6(+)  5(+) (+)
WBC 12500 13300 9200
St. 9 15 3
Seq. 54 50 49
GOT 20 24 26
GPT 19 29 38
Al-P (K. A) 49
Chest

(32%), SBPC 78 ¥ (96.3%) DD L1z. D5 5
ARRHEREICOWT L IZRABOERSA SN, HEH
DED 5 IZRFNL, 25 2 BT B RYYE OB TR
BHTHEAILE LS NI

AH% rat NEH U LB A ORBERNDEIL, F>B
>ME>SHOFICHEBEICDH LIz, & MeBl) 34ER
BELZEDLTOZVDIIYRTH 505, Mi~OBFFHs
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BV ldhoR=v ) VRIERERBKORB TH-
120

AH A HTEEIE U 12 A O MR & B NIREE DR
T3, ZDHERIZ SBPC ORE? &SRB HEM %
RUTHS, B MR es 3 & OWER PN I3 SBPC Tk
ANRREVEA DRDN I

One shot BEDH S EBEHEEL H BEEADRE
FFEESECRERSES NI AR, K8 BYLE O BR
L BEBELUTSEILILRHINANETDHS
Do

TR, BRRYYAE 123510 5 AFDERRZIRE, 128005 B
50% DEZNETH » 12, HBEMEMZ, Mi{LEIEDSH=R
JUESBID S B 6 Bl (75%) 13BZIThH = 1255, 1BHR
BEHRAPNILE)Z ORRIZBEDE - 120 3 HITES]
U THAHIOEARDRIIBHININETH S5, 1
H#EEIZ2~6 gL LTS, URTEdH 5 HBHELD
BRI, BYURAL, ERECARIO MIC, #A
Bz s, 1 BRER, #E5EHK, BEHESER
FDHENBENETH Do

¥ b »

Penicillin ROFFEYE T-1220 12D\ T DERR
BI9E 7z & ONC IR B RRYLAETE Bl c 85 U 1235 & DER IREY
BE 2T\, ROFBERZEBI

1) BT SEDOH KA B HE O BEE 976 #k

(Staphylococcus aureus 81, Salmonella 33, Shigela 47,
Citrobacter freundii 63, Escherichia coli 81, Erwinia herbi-
cola 11, Klebsiella aerogenes 81, Enterobacter aerogenes 43,
Enterobacter cloacae 42, Serratia marcescens 161, Proteus
vilgaris 26, Proteus mirabilis 51, Proteus retigeri 22,
Proteus inconstans 17, Morganella morganii 42, Aeromonas
hydrophila 23, Vibrio parahaemolyticus 24, Pseudomonas
aeruginoss 128) 5 X BB R DEIHERK 23 BRDE 999
FRIZDWCOR/INRE LE 8 B % 5K, Sulbenicillin

(SBPC) &LlH#rUize

T-1220 1%, &M%z SBPC X b 2 ~ 3\ B I%
RUTZ

2) Ratizisiy % EERAEE : Wistar 5% rat i240mg/
kg HELUZHEOEBABESR L, F>B>LE>
DR TdH » 12

3) MARE: 3ROFREREEIC T-1220 42 %
5% ¥EWK 500 ml & & 31 2 B AR L ICB A oM
R HERSIS, AR TERIC 110~130 #g/ml, #KT#
2 B[S 1 27~48 pg/ml, 4 ~ 6 KR HiTid 10 pg/ml
LIFICFRELTZ,

O BRABTRE : BERE5 5 B E XKD
FEBNC, FF|4g % 2 R AEREL IS &1RE 2.4
pg/ml, one shot ¥ (53D Licif&I1d&E 3.8 g/
ml OEEEI,

5) FRIRERRYUENDIGH : ke RRYLfE 12 6] (i
7 [EXMK 6, M{LIRAE 2, BESEXK L) I,
KHE1H2~6g HEUIESDERDRIZ, E2
Bl, BEh4AB), LPBRLHL EHSHTH- 1. 2%
FHNC L B BIWERIZED 5d> 2 120

KMXOESIZ, 55 23 A A EEEEERALRE
TR STHRELUI
X #ik

1 £ 23 BHAFEREFIRAATTESR, R
vy a1, T-1220 #¥43EE, 1976

2) BAREEEYS  B/REHIEBEE MIO H
EH(1968 EHI5E, 19744 KET). Chemotherapy
23(8) : 1~2, 1975

3 F OHE BFE OE HA B AHER: B
i & {bZEgEE. IE 39 : 76~83, 1977

4 A B BHE E, B EE KHES Bk
EH, hEEX, WHEZR R FF: giakrr
W BRRRYL AE & U4 A B — % 1T Sulfobenzyl-
penicillin (T BAE L CT—, EEFK & BF5E 52 : 238~
248, 1975
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FUNDAMENTAL STUDIES ON T-1220, A NEW PENICILLIN
DERIVATIVE, AND ITS APPLICATION TO RESPIRATORY
INFECTIOUS DISEASE

Masaru Nasu, Masao Nakaromi, KiNnicH1 IzUMIKAWA,
Nosumiro HoriucHi, Masak: Hirora, NoBuoki Mori,
AtsusHI Sarro and Konrr Hara
Second Department of Internal Medicine,
Nagasaki University School of Medicine, Japan

Karsuuiko Sawatari, CHIkKAKO MocHIipa, Fumiakr Iorr,
At Havasur and TakasH1 Itoca

Clinical Laboratory, Nagasaki University School of Medicine, Japan

Fundamental studies on a new penicillin antibiotic, T-1220 and clinical evaluation
of the treatment of this drug against respiratory infections were carried out and the
following results were obtained.

1) Antibacterial activity

Minimum inhibitory concentrations of T-1220 against total 999 strains consisting of
976 strains isolated from various clinical specimens (81 strains of Staphylococcus aureus,
33 strains of Salmonella, 47 strains of Shigella, 63 strains of Citrobacter-freundii, 81 strains
of Escherichia coli, 11 strains of Erwinia herbicola, 81 strains of Klebsiells pneumoniae,
43 strains of Enterobacter cloacae, 161 strains of Serratia marcescens, 26 strains of Proteus
vulgaris, 51 strains of Proteus mirabilis, 22 strains of Proteus rettgerii, 17 strains of Proteus
inconstans, 42 strains of Proteus morganii, 23 strains of Aeromonas hydrophila, 24 strains
of Vibrio parahaemolyticus and 128 strains of Pseudomonas aeruginosa) and 23 standard
strains subcultured in our department, were compared with those of Sulbenicillin (SBPC).

The antibacterial activity of T-1220 was stronger than that of SBPC in general; in
the minimum inhibitory concentrations usually 2-3 tubes’ difference was observed.

2) Concentrations. in the organs of the rat

The concentrations in the organs of the Wistar strains of rat administered intra-

muscularly at 40 mg/kg were in order, liver, kidney, serum and lung.
3) Blood level in man

Blood levels in 3 patients of respiratory diseases administered 4 g of T-1220 dissolved
in 500 ml of 5% glucose by intravenous drip infusion at the speed for 2 hours were
110-130 pg/ml at the end of drip infusion, 27-48 ug/ml at 2nd hour after the end of the
injection and it decreased to less than 10 ug/ml at 4-6th hour after the end of injection.

4) Concentrations in sputa

The concentration in the purulent sputa of the patients with chronic bronchitis
administered 4 g by intravenous drip infusion for 2 hours was 2.4 ug/ml and in the case
of one shot intravenous injection (for 5 min.) it was 3.8 ug/ml at peak level.

5) Application to respiratory infections

Results of clinical evaluation in 12 cases of respiratory infections (6 cases of pneumonia
and bronchopneumonia, 2 of lung abscess, 4 of chronic bronchitis) administered 2-6g
per day was remarkably effective in 2 cases (excellent), effective in 4 cases (good),
slightly effective in 1 case (fair) and ineffective in 5 cases (poor). Side effect was not
observed in any case.



