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Table 1. Characteristics of patients with choledocholithiasis in pharmacokinetic study
Case Age | BW | WBC | RBC gy | me | PYT | rmu [ AST|ALT I arp| BUN | sor
Sex (x10% | (x10 ) | @) (x10 (mg/d) GOT | GPT ) | (mg/d) | @gdd

no. on | kg /mm®) | /mm®) (g 0 | jmd) | @8 ) | au

1 M | 76 52 81 467 13.2 | 42.1 | 37.2 1.6 68 89 | 239 13 11

2 M | 53 68 72 388 11.7 | 35,5 | 504 0.6 60 | 126 | 317 8 1.0

3 M | 68 | 58 54 364 | 11.8 [33.3 | 41.1 0.7 40 56 | 326 | 12 11

4 M 63 50 66 445 14.9 | 40.6 17.1 0.7 49 45 | 234 8 0.6

5 F | 8 46 50 341 122 | 349 | 144 0.3 14 18 | 237 10 0.6

6 F | 64 46 92 467 14.2 | 41.1 | 36.7 0.3 47 64 | 457 13 L_E__

Bile was sampled from T-tube drains.
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Table 2. Levels (ug/ml) of temafloxacin (TMFX) in serum and of TMFX and its glucuronide in bile

after oral administration of 300 mg

Sampling time
Case Serum
0. Bile Oh 1h 2h 4h 6h 8h 12 h 24 h
0~1h 1~2h 2~4h 4~6h 6~8h 8~12h [ 12~24h
1 Serum ND 0.31 1.96 3.81 3.09 2.65 2.11 1.24
Bile ND 0.3 11.0 22.8 19.3 13.5 7.3
Glucuronide ND ND 1.2 0.7 ND ND ND
2’ ' Serum ND ND 0.06 1.52 2.29 2.35 1.48 0.52
Bile ND ND 2.9 9.6 15.0 8.6 2.0
Glucuronide ND ND ND 6.9 84 7.5 4.9
3 Serum ND 0.02 3.98 2.79 2.35 1.75 1.31 0.43
Bile ND ND 25.0 18.2 10.9 9.7 5.1
Glucuronide ND ND 1.8 1.2 3.4 2.3 1.8
4 Serum ND 0.50 1.54 0.92 0.09
Bile ND ND 3.7 9.1 5.4 2.7 14
Glucuronide ND ND 0.6 1.1 ND ND 0.3
5 Serum ND ND 1.47 1.96 0.39
Bile ND ND 1.7 27.6 19.3 8.7 3.7
Glucuronide ND ND 0.6 8.1 18.0 7.6 3.9
6 Serum ND 0.70 2.79 3.05 0.33
Bile ND 4.0 13.3 19.2 16.7 13.3 4.2
Glucuronide ND ND 04 04 ND ND 04
Blanks were ‘not tested’; ND, not detected.
Table 3. Grading of response to therapy for surgical infections
Excellent: Two-thirds or more of the signs and symptoms disappeared within 3 days after the start of treatment
Good : Two-thirds or more of the signs and symptoms disappeared within 5 days after the start of treatment
Fair * Any one sign or symptom disappeared within 7 days after the start of treatment, although less than two-thirds
. disappeared within 5 days
oor

: None of the signs or symptoms disappeared, or else they worsened, by 7 days after the start of treatment
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Table 4-1. Summary of patients treated with temafloxacin
’ Daily . _|Total| Bacterio- - .
(,;::)se ?gr‘; Sex Dlssft?e’ Organism MIC dose D(‘:aat:;n dose | logical sznm Side
Y () ¥8) | (@) | response | SHcacy |effects
1 | 15 | M | Cellulitis, S. aureus 0.1 0.15x3 6 2.7 |Eradicated |Excellent| —
knee (r) 1
2 | 21 | F | Cellulitis, S. aureus 0.1 0.15x3 5 2.25|Eradicated| Good -
instep of foot (r) {
3 | 66 | M | Cellulitis S. aureus 0.1 {03 x2 5 3.0 | Unknown | Good —
buttock (1)
4 | 56 Folliculitis, S. epidermidis 0.39 [ 0.15x2 8 2.1 |Eradicated |Excellent| —
nose 1
5 |46 | F | Furuncle, S. epidermidis 02 |03 x2| 4 |24 |Eradicated|Excellent| —
axilla (r) l
6 | 35 { M | Furuncle, S. epidermidis 0.3 x2 7 4.2 |Eradicated |Excellent| —
face !
7 |29 | M | Furuncle, S. agalactiae 0.39 [ 0.3 x2 7 4.2 |Eradicated| Good —
buttock Coagulase-negative 0.1
staphylococci
)
8 | 32 | F | Furuncle, S. aureus 0.2 0.15x3 8 3.15|Eradicated | Excellent| —
face l
9 | 43 | M | Furuncle, S. epidermidis 0.1 0.15x3 9 4.05|Eradicated| Good -
face l
10 | 31 | M | Chest wall abscess, | Candida sp. 0.3 x2 28 (16.8 | Unknown | Fair -
axilla (1)
11 | 80 | F | Periungual abscess, | S. agalactiae 0.39 | 0.15x2 5 1.5 |Eradicated| Good -
thumb tip (I) C. albicans
1
12 | 21 | F | Subdermal abscess, | S. epidermidis 0.2 0.3 x2 8 4.8 |Eradicated| Good -
axilla (1) 1
13 | 29 | M | Subdermal abscess, | S. epidermidis 0.1 [0.15x3 5 2.25|Eradicated| Good -
auticle (r) l
14 | 41 | M | Subdermal abscess, | S. epidermidis 0.2 0.15x3 5 2.25|Eradicated | Excellent| —
buttock l
15 | 64 | F | Subdermal abscess, | P. asaccharolyticus 0.2 0.3 x2 7 4.2 |Eradicated |Excellent| —
buttock 1
16 | 67 | M | Infected atheroma, | Coagulase-negative 6.25 | 0.15x2 7 2.1 | Unknown |Excellent| —
back staphylococci
NFR 6.25
!

NFR, glucose non-fermentative gram-negative rod
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Table 4-2. Summary of patients treated with temafloxacin
] . Daily .| Total | Bacterio- - .
Case Ag‘; Sex DIZ?:: & Organism MIC dose D(l:;fusn dose | logical ‘il&l;;ial efsfledcets
0. | OF ® y (® | response y
17 | 46 | M |Infected atheroma, | Coagulase-negative =0.025 [ 0.15x2 8 2.25 | Eradicated | Good -
back staphylococci
P. asaccharolyticus 0.39
1)
18 | 25 | F |Infected atheroma, | S. aureus 0.39 | 0.15x2 8 2.1 | Eradicated Fair -
buttock i
- 0.1 0.15x3 17 7.65 | Unknown | Excellent | —
19 | 32 | M |Infected atheroma, | Peptostreptococcus sp.
buttock (r) !
90 | 58 | M |Infected atheroma, | S. epidermidis 0.2 0.3 x2 7 3.9 | Eradicated | Excellent -
back i 0.15x2
91 | 49 | M | Infected atheroma, | P. prevoti 0.1 0.3 x2 8 4.8 | Eradicated | Good -
abdominal wall Bacteroides sp. 0.78
1
2 | 53 | F |Infected healed scar, | E. aerogenes 0.2 0.3 x2 7 4.2 | Eradicated | Excellent -
epigastral wound !
23 | 62 | F |Infected healed scar, | 7-streptococcus 0.2 0.3 x2 8 4.8 | Eradicated | Excellent [ —
epigastral wound Bacteroides sp. =0.025
i
24 | 61 | F |Periproctal abscess | E. coli =0.025 | 0.3 x2 4 2.1 | Eradicated | Excellent | —
C. glabrata
i
25 | 53 | M | Periproctal abscess | E. coli 0.3 x2 16 9.6 | Eradicated Fair —
K. pneumoniae
2 | 75 | M |Periproctal abscess | K. pneumoniae 0.1 0.3 x2 10 6.0 | Eradicated Fair —
Y-streptococcus 0.39
. ;
27 | 47 | M | Periproctal abscess | P. aeruginosa 1.56 | 0.3 x2 7 4.2 | Eradicated | Excellent | —
!
2 | 30 | F |Periproctal abscess | Coagulase-negative 0.1 0.3 x2 7 4.2 | Eradicated | Excellent | —
staphylococci
i
29 | 47 | M | Periproctal abscess | E. coli 0.1 0.3 x2 5 3.0 | Eradicated | Good -
E. faecalis 50
!
30 | 35 | M | Periproctal abscess \Clostn'dium sp. 1.56 | 0.15x3 10 4.35 | Eradicated | Good -
!

pa—

NFR, glucose non-fermentative gram-negative rod
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Table 4-3. Summary of patients treated with temafloxacin
. Daily . | Total | Bacterio- - .
Cnaose '?g(; Sex Dx::tae S€ Organism MIC dose D(l:lr:t:;n dose | logical szmca] Side
<[V ®@ ¥8) | @ | response | ©ticacy feffects
31 | 51 { M | Peristomal abscess, | Klebstella sp. 0.3 x2 12 7.2 |Decreased |Excellent| —
sigmoid colostomy | P. aeruginosa
l
P. aeruginosa
32 | 52 | F | Mastitis, breast (r) 0.15x3 14 6.3 | Unknown |Excellent| —
33 | 34 | F | Mastitis, breast (I) | P. asaccharolyticus 6.25 | 0.3 x2 25 |14.7 | Unknown | Fair —
B. bivius 6.25
l
34 | 48 | F | Mastitis, breast (I) | S. epidermidis 0.3 x2 12 7.2 |Eradicated |Excellent| —
!
35 | 37 | F | Mastitis, breast (I) | B. bivius 0.78 | 0.15x2 14 4.2 | Replaced |Excellent| —
1
P. acnes
36 | 33 | M | Mastitis, breast (I) 0.15x 3 7 3.15| Unknown | Good —
37 | 31 | F | Mastitis, breast (r) 0.3 x2 10 6.0 | Unknown | Fair -
38 | 56 | F | Mastitis, breast (I) 0.15x%3 7 3.15| Unknown | Good -
39 | 49 | F | Mastitis, breast (r) 0.15x2 6 1.8 | Unknown | Fair —
40 | 29 | F | Mastitis, breast S. aureus 0.2 [0.15x2 10 3.0 |Eradicated| Good -
1
41 | 40 | M | Cholecystitis 0.3 x2 7 4.2 | Unknown | Good -
42 | 63 | M | Cholangitis 0.3 x3 10 9.0 | Unknown | Fair —
43 | 64 | M | Cholangitis PTCD | X. maltophilia 0.39 | 0.3 x2 10 6.0 |Eradicated| Good -
1
44 | 64 | M | Cholangitis PTCD | E. faecalis
P. aeruginosa 0.3 x2 10 6.0 |Decreased| Good —
K. pneumoniae
i 0.1
E. faecalis
45 | 64 | F | Traumatic infection, 0.3 x2 15 9.0 | Unknown | Fair -
forearm (r) dog bite
46 | 19 | M | Traumatic infection,| C. freundii 0.78 | 0.3 x2 8 4.8 |Eradicated| Fair -
5th toe (I foot) S. epidermidis 0.1
i
47 | 81 | F | Traumatic infection, 0.30 x2 8 3.0 | Unknown | Good [Nausea
forearm (r) dog bite 0.15x2
48 | 26 | M | Traumatic infection,| S. aureus 0.1 0.3 x2 8 4.8 |Eradicated |Excellent| —
foot (I) excoriation | S. pyogenes 0.39
!
49 | 78 | F | Traumatic infection,| S. agalactiae 0.78 | 0.3 x2 12 7.2 |Eradicated| Poor -
forearm (I) l
excoriation —
50 | 79 | M | Wound infection po, | Coagulase-negative | 50 0.3 x2 7 4.2 |Eradicated| Good -
buttock staphylococci
1

PTCD, percutaneous transhepatic cholangiodrainage;

po, event occurred postoperatively
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Table 4-4. Summary of patients treated with temafloxacin
] . Daily | Total| Bacterio-
Case Ag‘; Sex Dlssiise' Organism MIC | dose D(l:jzat:)m dose | logical g&ﬂf:l efsfftj:s
w. | ® y (@) | response y
51 {72 | M | Wound infection po, | P. aeruginosa 0.78 1 0.3 x2 5 3.0 [Eradicated| Good —
perineum 1
52 | 63 | M | Wound infection po, | P. aeruginosa 0.39 | 0.3 x2 5 3.0 (Eradicated |Excellent| —
epigastrium 1
53‘ 44 | M | Wound infection po, | E. faecalss 1.56 | 0.3 x2 8 4.8 |Eradicated| Good —
appendectomy i
wound -
54 | 70 | M | Wound infection po, | P. aeruginosa 12.5 0.15x3 7 3.15|Eradicated| Good —
thoracotomy wound | |
55 | 51 | M | Wound infection po,| E. coli 0.05 | 0.3 x2 7 4.2 |Eradicated| Good —
lower abdomen (r) | B. fragilis 0.78
!
56 | 40 | M | Wound infection po, 0.3 x2 10 6.0 | Unknown | Good —
appendectomy
wound
57 | 72 | F | Infected decubitus, | S. aureus 125 |03 x2 15 9.0 | Unknown | Good —
buttocks
po, event occurred postoperatively
Table 5-1. Clinical efficacy classified by different infections
Clinical efficacy
Discase Excellent Good Fair Poor Total
Cellulitis 1 2 0 0 3
Folliculitis 1 0 0 0 1
Furuncle 3 2 0 0 5
Chest wall abscess 0 0 1 0 1
Periungual abscess 0 1 0 0 1
Subdermal abscess 2 2 0 0 4
Infected atheroma 3 2 1 0 6
Infected healed scar 2 0 0 0 2
Periproctal abscess 3 2 2 0 7
Peristomal abscess 1 0 0 0 1
Mastitis 3 3 3 0 9
Cholecystitis 0 1 0 0 1
Cholangitis 0 0 1 0 1
Cholangitis PTCD 0 2 0 0 2
Traumatic infection 1 1 2 1 5
Wound infection po 1 6 0 0 7
Infected decubitus 0 1 0 0 1
Total 21 (37%) 25 (44%) 10 (18%) 1 57

po, event occurred postoperatively
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BUIIEAT, SAEHLE AFT DN o 7B O %)
FAIMEA o 722, HEETE L2570

HAERE R DEER Y F 1 Table 5-4127R L7z, 576ic

Table 5-2. Clinical efficacy classified by daily dose of temafloxacin

Daily dose Clinical efficacy
(mg) Excellent Good Fair Poor Total
300 3 4 2 0 9
450 5 7 0 0 12
600 13 (37%) 14 (40%) 7 1 35
900 0 0 1 0 1
Total 21 37%) 25 (44%) 10 (18%) 1 57
Table 5-3. Clinical efficacy classified by surgical intervention
Clinical efficacy
Surgical intervention Excellent Good Fair Poor Total
None 2 7 2 1 12
Incision 17 (43%) 17 (43%) 6 0 40
Puncture 1 1 0 0 2
Other 1 0 2 0 3
Total 21 (37%) 25 (44%) 10 (18%) 1 57
Table 5-4. Clinical efficacy classified by severity
Clinical efficacy
Severity Excellent Good Fair Poor Total
Mild 7* 4 0 0 11
Moderate 13 (33%) 18 (45%) 8 1 40
Serious 1 3 ' 2 0 6
Total 21 (37%) 25 (44%) 10 (18%) 1 57

*, p=0.046
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Bl, E.coli 1%, E.aerogenes 161, P. aeruginosa 41,
X. maltophilia 18L& FNEN, ML, B. bivius 16l
BRI OKRT S o 720 BB S 2060 TIRIA
1061, WA 2BIOMRTH 5 720

53 HEBE B IR 210 R) A 4& Table 81Z7R L 7o 43
WIS R IR R E AT b M7 5 ARk TII S 528,
WA LR, AR, HEERIEHDHRTH 572 S.
aureus 6 BK, S. epidermidis 10 ¥k, CNS 4 B, S.
pyogenes 18K, S. agalactiae 3%, ¥-Streptococcus 2% T
BENEN, M L7 E faecalis 3HRD ) L 2#E,
Clostridium sp. 18R, P. asaccharolyticus 28, P. prevotii
1%, E.coli 4%k, C. freundii 1¥k, K. preumoniae 3%k,
Klebsiella sp. 1¥E, E. aerogenes 1#%, P. aeruginosa 68k
? ) L5, X mallophilia 18K, B. fragilis 1¥k, B.
bivius 1%k, Bacteroides sp. 2R CIZTHLDIERTH »
A

4) SHEREAER OMIC

7 K 1 5 B 1 B 0D 43 B TR O MIC( g/ ml) 12D W T
Table 91Z/R L 72o MICOHIE & 172538 T130.025
pg/ml 3%k, 0.05zg/ml 18K, 0.1 #g/ml 14#%%, 0.2
pg/ml 98K, 0.39uxg/ml 9Kk, 0.78 ug/ml 6#%, 1.56
pg/ml 3%k, 6.25 pg/ml 4Bk, 125 pg/ml 24k, 50
pg/ml 2ERDER T 5 726 S. aureus 84k T130.1
pg/ml 4%k, 0.2pg/ml 2%k, 0.39 pg/ml 1#k, 12.5
pug/ml 18K, S. epidermidis 8% T120.14g/ml 38k, 0.2
png/ml 48k, 0.39 #g/ml 18k, CNS 5# T i30.025
ug/ml 18k, 0.1 pg/ml 2 #%, 6.25 #g/ml 1%k, 50
rg/ml 18R, S. pyogenes 148 T130.394g/ml, S. agalac-
tige 3BKT120.39ug/ml 28k, 0.78ug/ml 18k, 7-Strep-
tococcus 2FR T120.2 #g/ml 1 ¥k, 0.39pxg/ml 18k, E.
faecalis 28R T131.56 #g/ml 1%%, 504g/ml 14K, Clos-
tridium sp. 1%k TlL1.56 g/ ml, P. asaccharlyticus 3%k
Ti30.24g/ml, 0.39pxg/ml 1%k, 6.25ug/ml 1%k, P.
prevotii 1Bk T120.14g/ml, Peptostreptococcus sp. 1Bk T
120.1#g/ml, E. coli 3% T130.0254g/ml 18, 0.05
pg/ml 18R, 0.1pg/ml 18k, C. freundii 1#T130.78
pg/ml, K. pneumoniae 2 ¥k T (X 0.1 #g/ml 2 ¥k, E.
aerogenes 1K T130.2 ug/ml, P. aeruginosa 4 ¥k T i
0.39 #g/ml 1%k, 0.78 #g/ml 1%k, 1.56pg/ml 1%k,
12.542g/ml 1¥k, X. maltophilia 1%k Ti30.39 pg/ml,
NFR 1#k T 36.25 ug/ml, B. fragilis 1% T 1£0.78
ug/ml, B. bivius 28R Ti30.78#g/ml, 6.254g/ml 14K,
Bacteroides sp. 24k T130.0254g/ml 18k, 0.78 ug/ml 1
WROBERTH -7,

5) BIER B L VBKRREMBEORELE)

AHIOFESICLABMEMNBIERE LTZIBICE
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Table 6. Clinical efficacy classified by different organisms for each patient

Bacterium

Clinical efficacy

Excellent

Good

Fair

b
g

Total

Single microbial infection
S. aureus
S. epidermidis
Coagulase-negative staphylococci
S. agalactiae
E. faecalis
Clostridium sp.
P. asaccharolyticus
Peptostreptococcus sp.
E. coli
E. aerogenes
P. aeruginosa
X. maltophilia
B. bivius

[ I e SR T -

Sub total

2
6
1
0
0
0
1
1
1
1
2
0
1
16

(50%)

4
3
1
1
1
1
0
0
0
0
2
1
0
4

14 (44%)

HI OO OO OODOCOOOOO =

OO O OoODOOoCCOoOQooOoO—=0oOo O

8

Polymicrobial infection
S. agalactiae
Coagulase-negative staphylococci

Coagulase-negative staphylococci
NFR

Coagulase-negative staphylococci
P. asaccharolyticus

P. prevotii
Bacteroides sp.

¥-streptococcus
Bacteroides sp.

E. coli
K. pneumoniae

K. pneumoniae
Y-streptococcus

E. coli
E. faecalis

Klebsiella sp.
P. aeruginosa

P. asaccharolyticus
B. bivius

E. faecalis
P. aeruginosa
K. pneumoniae

C. freundii
S. epidermidis

S. aureus
S. pyogenes

E. coli
B. fragilis

1

Sub total

4

6

14

Total

20 (43%)

20 (43%)

46

NFR, glucose non-fermentative gram-negative rod
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Table 7. Bacteriological response classified by organisms in each patient

Bacteriological response

-Bacterium -
x Ergdxcated Decreased Replaced Persisted Total

Single microbial infection
S. aureus
S. epidermidis
Coagulase-negative staphylococci
S. agalactiae
E. faecalis
Clostridium sp.
P. asaccharolyticus
E. coli
E. aerogenes
P. aeruginosa
X. maltophilia
B. bivius
Sub total 28 (97%)
Eradication rate (100%)

(=B N e e " I - J 3
s B e e = N N WD

(= == leleleNoNoNeNeNeNe e
HiFOOoOOOOoOOoOODDOoOoOOoOC
(=3 ===l NN e e X=N=-N-¥.}

(5
©

Polymicrobial infection
S. agalactiae

. . 1

Coagulase-negative staphylococci 1
Coagulase-negative staphylococci 1 1
P. asaccharolyticus
P. prevotii 1 1
Bacteroloes sp.
¥-streptococcus 1 1
Bacteroloes sp.
E. coli 1 1
K. pneumoniae
K. pneumoniae 1 1
y-streptococcus
E. coli
E. faecalis 1 1
Kiebsiella sp.

. 1 1
P. aeruginosa
E. faecalis
P. aeruginosa 1 1
K. pneumoniae
C. freundii 1 )
S. epidermidis
S. aureus 1 .
S. pyogenes
E. coli
B. fragilis 1 1
Sub total 10 (83%) 2 0 0 12

Eradication rate (83%)

Total 38 (93%) 2 1 0 41

Eradication rate (95%)
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Table 8. Bacteriological response classified by bacterial species

Bacteriological response

Bacterium
Eradicated Decreased Persisted Total
S. aureus 6 0 0 6
S. epidermidis 10 (100%) 0 0 10
Coagulase-negative staphylococci 4 0 0 4
S. pyogenes 1 0 0 1
S. agalactiae 3 0 0 3
v-streptococcus 2 0 0 2
E. faecalis 2 1 0 3
Clostridium sp. 1 0 0 1
P. asaccharolyticus 2 0 0 2
P. prevotii 1 0 0 1
E. coli 4 0 0 4
C. freundis 1 0 0 1
K. pneumoniae 3 0 0 3
Klebstella sp. 1 0 0 1
E. aerogenes 1 0 0 1
P. aeruginosa 5 0 1 6
X. maltophilia 1 0 0 1
B. fragilis 1 0 0 1
B. vibius 1 0 0 1
Bacteroides sp. 2 0 0 2
Total 52 (96%) 1 1 54

Eradication rate (97%)

Table.9. Minimum inhibitory concentration (ug/ml) of temafloxacin

No. of MIC

Bacterium strains  =0.025 0.05 0.1 0.2 039 078 156 3.13 625 125 25 50

S. aureus 8 0 0 4 2 1 0 0 0 0 1 0
S. epidermidis 8 0 3 4 1 0 0 0 0 0
Coagulase-negative
staphylococci

S. pyogenes

S. agalactiae
¥-streptococcus

E. faecalis
Clostridium sp.

P. asaccharolyticus
P. prevotit
Peptostreptococcus sp.
E. coli

C. freundii

K. pneumoniae

E. aerogenes

P. aeruginosa

X. maltophilia

NFR*

B. fragilis

B. bivius

Bacteroides sp.

(=]
(=]

DO DD ket = = D = DD WO WO BB W Ul
H OO OOOOOOHHOODODODODO OO

| OO O OO OO OOHOOOODODODOOO
O | OO OO HIHOOOOOOHOOKFNMFEO
D= =T OOMFHFOOHOODOOOOO OO
W O OO OO HOOOOOOOHMFOOOO
| OO0 DD OO ODODOOODOOO
Bl OHOMHMN OODODOOODODOHOOOO O
N[ DO OO OO OO O DOO DO OODOCOO
(=} DO OO DO OO OoOOOCDOoO OO oo Oo OO

Total 53 3 (26%)

NFR, glucose non-fermentative gram-negative rod

O OO OO OO OO OO O OO

S
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LERIA7, SLEKME) 2R RIKHEH D Kk
i LCARILHR600mg THREBG S, 20 BIC
gRLE, EREPERLAE A, BEIIIGHE
HLAEEDZ ETHMRA FILEN, BHEHIAK TR
(HETBEV S TEBE o 570, EHREEEER
FoWTHBRB b MN e L7,

R AN 1 3% 5 1 1% T 39 BT MRET & M7z (Table
10-1~10-3)0 EEFEHRICEFHHRHE, REH LN
B FOREREIIGUIZED b7z, Wi HeH
LOBBREENTH A LNESIN, Thbb, E
FISLCIRIFRIR D% 55—+8.4%, IEBI23TDtrans-
aminase® k5., fEH42 T Dalkaline phosphatase ® L+
apFvohis, Lo L, HFEIROK % E500/mm’
PTFC, ER23BRMOIFER, EF42TILIFEZ
LT,

o * £

HAETIRBEERICV < 25 Dnew quinolonef] D2
HABIKHRTL, FRAMEPHRE IR TV A", Chu
DTWHYGLIRI NG IZDWT Y 5 AGHE IR A
%, F& L TRBBEREICMHA SN 5alidixic acid
oxolinic acidZ%z &% E—H#MA, 77 LGMHR - BYE
OWBEHEN LA L, REERPGERBRE FREICD
fH & N5 ciprofloxacin(CPF X) % enoxacin % 565 2 {t X
EL, BB FOREICHTAIME N Ebsh, &
HIHAMHE, Chlamydia, TLBEHE 7 E~OPLEEA
fLRSh, Lab S A& E%E DK osuflo
xacin(TFLX) R TMFX % 83t 0¥/ 0 > LB iF
Twh, 7, Neuman % ?idstreptococci-pneumococci-
enterococci(SPENC X § A HLE 1 & Z M iZfE 5> TTMFX
LEDTRIRRIER AT AF /u s kAL F )
OV ERAL, FAZMEICHELTV S, BED
RiZitin Mtra@ﬁﬁﬂ'ﬁmuﬂﬂﬁé OHRFHEEE LT
WAY, ROGBEOBII2HRAUDBETH L, KA
DHEY v RTY LRBAD L7 ¥ 3 2 OTHL BT
NI & S (Staphylococeus B 1313 B FLE 713 B2 8K
BRMREE 3% L+ 2N BEBCOBRDRICEE
LERE L LRI% DEMEICO LN o1 E LR
by LrL, 58, NEHLBOEEICL HHB I
WELTOHBE R 5 HRBENEEEDEHEIEHS
MICbRE N,

K4 DREBTH S A L7z & 9 IS B R
SNBE ML RREE, RIF2 B BAT ARSI
TOHRME TR LTHB Y, Ka OFEER L 708w
ETRIEENE D LR OEDHITIHBTHDTH - 1
CEROLH ST L EZ bND, RETE L HHKS3
BCIMICo, #%6 25 ug/mI AT T 5 DIHE LT, B

DY =2 LAV IIRHE T E726HID ) 161 & i
WT10pg/mIZ R THY, Lob 2405 {ZIZHsWT
b1A4~731g/mDOFHNL NV EHHF LT VAT L b
AR ONE ST BATIVERRBTH LD E W
& 9o [EARD JEWE M5 M Dnew quinoloneffl & LT
FH B i fleroxacin'd B W idsparfloxacin'” O A7 AT
IR L 222, WK AR & DELERTHROET
7w, FATFLXIC DWW TS 1X300mg® 1[H P
I A% 2 K 1 2 & AR I T P D ¥ — 2 L~V (1.0~
2.4pg/ml), MHilHpTlas~6IE ClcE—2 LX)V
05~63ug/mEADERE LTS, T,
CPFX X1~ 1.5M¢ M Tl rh il lE D ¥ — 2 L ~)v(0.8
~1.1pg/ml), 3~SIEHTHIRBEDEY -2 LX)V
(1.9, 5.5pxg/ml)Tad -7""

BT, MICREFMBAED S o TV AHBEIERA*RT
ROEBETEDLNTA—F—D—DThHb, KHITIL
F 0 ROERNE LTI M o RE AR b R i A
E DA, SEBS IS LAENBEREBROEREL S
MR DY — 7 LARVH 1541/ mDBIbH BT &
&1, MIC1.56ug/mlDLLE DR KEHT G 3 5 B
SETIIHMEICHENH L EHFESNE, Thbb,
CNS, E. faecalis, Clostridium sp., P.
asaccharolylicus , P. aeruginosa ,B. bivius T3 HH = 09%h
BIIHEHE SN TV b ODFERANDORK OREE D
MABRELT THIIIE IR E (K LHR E
13# 2 A7, KIL, new quinolone) 2 & M4 D
HEARESN TS, %IESH'I21986~19884F 12
P TEEI9MR» S 14 46228 £ £, oflo-
xacin(OFLX)Z A3 AR O HBUIKI £ #RET L, 1
MDA SN DIES. aureusT11%, ZD ) H94% it
methicillin-resistant S. aureus (MRSA) T ,P. aeruginosa
T44%, REDOIUTIZL S heh oz eHhEL TV,
1% 59 new quinolone, FIZOFLX % h.[i& LT
disciE CIREEDBER £ 1986 L 4EMICH 7z -5 TR
&L, S. aureus, P.aeruginosatldB W\ THMEHHED
ERAZEDLEREL TV D, MESIZ1987 ~
1988 E DM HBRFMHEREICB W THEE SN
P. aeruginosa 22 > TNFLXIZ x5 AW H o 3K
MEREL, 12%0521% % TOEMEED, Ik
B, 77— VBB EBERITEY, RRRELRET
AF—SdzonhhholzHmEL TS, HOLY®
319854, 1988 4F Tnew quinolonei P D% < ik
MRSA IZ & & L7245, 5§ i id methicillin-sensitive S.
aureus\Z b A SN, S. pyogenes, S. pnewmoniae {2 ¥+
AMICH2—4f5IZ EH L, F Y — X TP aerugino-
saDTHHALIZFEZE »OBET, LRSI ET LT

S. aureus,
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Table 10-1. Laboratory data before (B) and after (A) treatment
RBC WBC PLT AST ALT | ALP
Case (x10¢ (P};’D (gt) (x 102 ]E:o‘;os)' (x10¢ | GOT | GPT | (XA (BU/I:I S-Cr.
: /mm® | @ | mmd) mmd | auy | auy | quey | @) | gd)
1 B 511 14.9 42.9 118 21.6 16 8 36.0
A 506 14.5 41.4 40 32.0 17 16 34.8
3 | B 467 14.1 | 40.9 64 21.9 12 12 | 117 | 24
A
4 B
A 391 12.4 37.8 70 2 20.6 38 20 8.4 17.8 0.8
5 | B 403 12.2 | 36.1 67 0 22.9 20 9 52| 10 0.9
A 436 13.0 | 39 107 19.3 27 10 53| 11 1.0
6 | B 467 14.8 | 415 88 3 21 24 23 | 146* | 153 11
A 477 154 | 433 70 7 22.9 18 23 | 135* | 17.2 12
7 | B 487 16 45.9 93 0 29.1 23 22 | 133* | 151 1.3
A 514 16.5 | 48.7 78 0 24.3 21 19 | 120 | 155 13
10 | B 401 121 | 371 90 4 46 14 15 12.9| 115 0.6
A 462 135 | 41.9 62 2 26.9 10 9 79| 145 0.8
11 | B 402 135 | 39 67 7 28.8 32 17 53| 20 0.9
A 390 12.9 | 39.2 73 3 29.5 32 18 5 20 0.9
12 | B 451 12.6 | 40.1 60 19.5 12 7 5.2
A
15 | B 398 124 | 39.3 65 0 20.0 16 13 6 18 0.9
A 350 10.8 | 34.6 69 0 18.4 12 9 65| 18 0.9
16 | B 414 13.7 | 39.0 52 5 17.2 27 14 6.7| 14 1.2
A 429 14.0 | 406 52 4 19.5 16 1.3
17 | B 447 155 | 43.3 120 2 31.9 18 15 6.9 16.1 0.9
A 462 14.9 | 456 70 4 43.1 17 14 83| 172 1
18 | B 425 12.6 | 37.4 80 6 31.6 14 5 48| 124 0.7
A 427 12.6 | 376 41 6 33.4 16 8 45| 124 0.8
20 | B 460 15.1 | 46 67 2 13.3 31 24 | 105*
A 421 13.9 | 42 63 1 16.4 48 31 | 1+
21 | B 464 14.8 | 45.9 129 2 29.1 15 23 | 208* | 18 0.9
A 29 46 | 197* | 13 0.9
22 | B 508 14.8 | 46.6 122 1 37.3 34 44 11 11.3 0.6
A 457 13.2 | 41.8 94 1 29.2 26 38 12| 114 0.6
23 | B 322 9.7 | 304 104 0 23 48 40 |1126* | 13 0.7
A 284 9.3 | 29.4 125 2 19.6 99 56 | 1061*
24 | B 388 11.9 | 37 55 3 31 6 6 | 190* | 22 0.5
A
25 | B 459 14 43 166 24.9 38 72 | 334*
A 440 13 40 52 26 27 | 188*
26 | B 432 11.8 | 36.7 75 0 20 26 10 19.8| 163
A 461 12.6 | 385 45 0 17.7 17.9
29 | B 515 15.6 | 49.6 81 0 25.6 24 23 85| 14 0.9
A 465 13.8 | 456 65 0 275 36 33 75| 15 0.9
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Table 10-2. Laboratory data before (B) and after (A) treatment
—
RBC WBC PLT AST ALT ALP
Case (x 104 (531) (I;:) (x10? }io‘;; (x10' | GOT | GPT | (KAU) | flU/I;l) (rsn'c/fi'l)
ro. /mm®) /mm?) mmd) | auy | auy | au® g g
31 B 477 13 39.4 45 6 20.2 17 13 11.3 7.4 0.4
A 427 11.7 34.9 45 8 15.7 14 9 9.8 9 0.5
33 B 419 12.5 38.9 115 33.7 16 15 8.2 13.9 0.4
A 400 11.9 35.8 79 27.4 17 14 6.7 12.8 0.5
34 B 408 12.2 374 67 4 29.6 15 9 6.9 9.9 0.5
A 428 13.2 39.9 54 13 9 6.3 11.6 0.8
35 B 424 13.5 39.6 149 1 22.4 17 8 4.9 11 0.8
A 420 13.5 39.4 85 1 23.6 17 8 4.6 9 0.9
36 B 482 15.6 46.2 79 0 27.9 19 16 6.3 12 0.9
A 488 15.8 46.8 80 3 27.5 23 27 6.9 17 1.2
37 B 463 14.8 43.2 78 20.8 15 13 100* 10.1
A
38 B 438 13.9 41.2 58 0 17.8 16 18 4.2 16
A
39 B 441 13.7 41.1 90
A 416 13.1 38.5 66 23.6 27 30 12.3 8.1 0.5
40 B 420 12.1 37.0 77 4 31.8 21 22 9.7 14 0.6
A 410 12.0 36.1 39 1 27.9 13 12 8.5 10 0.7
41 B 518 15.9 49.5 98 3 38.5 19 20 7.9 8 0.9
A 488 15.2 45.4 66 4 33.4 23 23 6.9 9 1.1
42 B 413 13.5 39.1 61 2 10.4 119 95 550* 22.5 0.7
A 359 11.9 34.7 51 5 12.0 115 76 890* 24.3 0.8
43 B 331 11.0 34.2 38 0 11.3 25 19 24.1 7 0.8
A 307 10.4 31.2 48 0 13.3 28 19 37.7 7 0.8
4 B 408 12.5 374 61 0 39.7 29 32 31.7 14 0.7
A 337 10.0 31.2 49 1 40.7 32 32 47.3 12 0.6
45 B 432 12.9 41.7 72 10.9 34 36 6.5 13.2 1.1
A
46 B: 542 15.9 484 121 17.6 15 10 6
A
47 B 466 11.3 34.7 47 4 20.0 15 6 10.1 6.9 1
A 415 12.1 37.3 42 6 22.3 17 6 9.8 10.9 1.1
48 B 521 15.8 46.8 69 2 20 8 4.7 14
A
49 B 372 10.9 34.3 68 0 17.7 15.2
A 368 11.1 33.7 58 2 28.3 12
% | B 391 1.4 | 35 54 4 22.6 30 15 12 7.7
A 382 11.6 34.2 53 2 21 29 15 11.1 9.3 1.1
51 B 417 11.5 36.8 71 0 26.4 95 103 6.5 13.3 1
A 398 11.3 35.1 72 0 45.3 26 50 4.9 11.3 1
52 B 440 12.7 38.7 72 1 29.2 20 20 2.8 11.7
A 1408 12.2 33.6 36 0 26.4 21 11 2.5 17.9 1.2
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Table 10-3. Laboratory data before (B) and after (A) treatment
RBC WBC PLT | AST | ALT | ALP
Case (x 104 (1}21) (gt) (x 102 ";,,‘;s) | (x10¢ | GOT | GPT |(KAD) (flu/l;) S-Cr.
: mmd) | ‘B O /mm? O mmd) | @ | quy | que | ™8 (mg/d)
53 | B | 457 142 | 42 116 0o | 365 | 55 90 69| 115 | 1
A | 458 132 | 405 | 85 1 | 466 | 24 40 7 | 138 | 1
54 | B | 449 12.5 | 382 89 3 | 329 18 26 73| 16 0.9
Al 301 1.1 | 353 | 57 4 | 323 17 17 61| 11 0.9
55 | B | 525 167 | 50.8 | 124 0 68 | 170 | 11.4| 12 0.9
A | 508 16 483 | 110 0 3 | 101 86| 15 0.7
56 | B | 381 133 | 404 | 68 10 | 323 | 25 21 57| 12 0.7
Al 390 14 40.1 62 2 | 365 | 30 20 62| 11 0.9
57 | B | 348 113 | 35 130 2 | 249 9 7 | 230* | 16 0.8
A | 365 95 | 305 | 97 3 | 48 1 9 | 210* | 12 0.6

5 ERIRL, $IZP. aeruginosa Tix T O [ AF
1989 * QVEDFHEMRICB VW TIZE LICHATNS T
EERRLTWAY, FENI T AR BRI 888
L THRVA, BIEETL TSRO HEALIZE
HORBEEE R EABEL EICKE 2BEEL 25 TH
59,

WES ORI LRI EM S NIZ2458BID 9 &
BIVEROMBRE A -Di26161(25%), BRREMD
SHEEBNZ0H(4.7%)T, D new quinoloneH] & K
Zh VN, ETLHVWEITHL, EESLELEHR
RIIBIRREBR U724, FROBEICLYLEL, #
HASTEETH o720 FAKHNL B LEEZONLERIK
BREMBEDORELHIIEER L 2h o7,

41%, new quinolone AN+ AWM EE A HEINT 5

—F, 677 AEERISHTARENO LR L
FEHPHRAFE SN TV 5, S new quinoloneH) X 2
IELNRIEL LGV PIIRETHLEEZ b,
X [
1) BARCFEREFES | R/ANEE L REMIC)HR
EEFBYETIZDW T, Chemotherapy 29 : 76~
79, 1981
2) AT-2266(Enoxacin; ENX) & 3 4¥F 4 5
Chemotherapy 32(S-3), 1984
3) AM-715(Norfloxacin; NFLX) & 3C 4% 4 &
Chemotherapy 29(S-4), 1981
4) DL-8280(0Ofloxacin; OFLX) & 3L %% % 5
Chemotherapy 32(S-1), 1984
5) BAY09867 (Ciprofloxacin; CPFX) & 3L #F % 5
Chemotherapy 33(S-7), 1985
6) NY-198(Lomefloxacin) & 3C ¥¢ % &

8)

9)

10)

11)

12)

13)

14)

15)

Chemotherapy 36(S-2), 1988
T-3262(Tosufloxacin; TFLX) &% 3 45 % %
Chemotherapy 36(S-9), 1988
Chu D T W and Fernandes P B: Recent develop-
ments in the field of quinolone antibacterial
agents. Advances in Drug Research Vol. 21: pp
42~144, Academic Press Limited (1991)
Neuman M and Esanu A.: Gaps and perspectives
of new fluoroquinolones. Drugs Exptl Clin Res
14(6): 385~391, 1988.
EBREST | 390 8K {LFEREFRTHA
¥, WED VR I T L, Temafloxacin
(TA-167), L. #UEJD, K5, 1991
ZA f A Fleroxacin®fEHFBTH LT
AE RIS R AE |3t B BRRE AR
Chemotherapy 38(S-2) : 599~607, 1990
#HA &, 1 Sparfloxacin(SPFX)D B - &
MBAT B & OV EHEIRER SeAiE (X3 5 5 BRARAER]
#& B%, Chemotherapy 39(S-4) : 601 ~ 619,
1991
BEHRE, M AR EEREECTTAT
3262 DEEREFIRL#. Chemotherapy 36(S-9)
804~813, 1984 ’
WG, M SRS O BEEIHT A
BAY 09867 (Ciprofloxacin) 7 [ FE 1% F FX #.
Chemotherapy 33(S-7) : 911~926, 1985
B T, BEEITF, B E—, BH E
HREAR, ABEET, LFH-—E B #F
D AFRIZ BT BofloxacinBf HEE OHIL, 1986
£ 5 19884F 12401 T DA BRI & RO AR
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16)

18)
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#EioxtT 5 HEM, Chemotherapy 38 : 1~8,
1990

iR, LM, REARBH, WAHEE, L
BE2, ALE i, AR, BREET RE
SREICBIIA= 2 —F /0 REEEICHT
LU EHBRIE— 2O R & HEERD
EREBIZOVWT —, BREEXHE 64
1416~1424, 1990

AT, AR B, FIREBFET C RRER
GREO=- 2 —F /O VHBERIZONVT,
Chemotherapy 38 : 1003~1012, 1990
HO#E—, HEHOEA, HOB%, PR &,
BB L LT, ®ILKE, aFEEMN, ABEFEX,
BT, ERAET (ERSBRO =2 —F
JuriftE, FANMEOBENIEBRICHT
25t 1o 77 AMEIRE, Chemotherapy 38
©1013~1039, 1990

19 HOw—, BEOCEFA, HOE%E, iR &

20)

21)

22)

B & L, I, AKEM, AHEiR,
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Temafloxacin in the treatment of patients with surgical infections
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We gave temafloxacin (TMFX) (300 mg) orally to six patients with T-tube drainage after
choledocholithotomy and studied the pharmacokinetics of the drug. Levels of the drug in serum and
bile were high for long periods. The peak level in serum, 1.54~3.98 pg/ml, was reached at 2~8
hours, and decreased to 1.24 xg/ml or less at 24 hours, in the six patients. The peak level in bile,
9.1~27.6 pg/ml, was reached at 2~ 8 hours, and decreased to 1.4 ~7.3 pxg/ml at 12 ~24 hours.
We treated 57 surgical infections with the same drug and evaluated its clinical effects. The clinical
efficacy of the drug was excellent in 21 patients, good in 25, fair in 10, and poor in one patient, an
efficacy rate of 81%. Efficacy was excellent in seven of the 11 patients with mild infections, a
significantly larger fraction than for the patients with moderate or serious infections (p=0.046).
The bacteriological response could be evaluated in 41 of the 57 infections. The bacteria were
eradicated in 38 patients, decreased in two patients, and replaced in one patient, an eradication
rate of 95%. The bacteriological response for each organism isolated (54 bacterial strains) was
evaluated. Fifty-two strains were eradicated, one strain decreased, and one strain persisted, an
eradication rate of 96%. The MIC levels were calculated in 53 of the bacterial strains isolated.
Forty-nine (92%) of the MICs were 6.25 pg/ml or less. MICs for one strain of Staphylococcus

aurens, one strain of coagulase-negative staphylococci, one strain of Enterococcus faecalis and one
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strain of Pseudomonas aeruginosa, were 12.5 pg/ml or more. Nausea was reported by an 81-year-
old woman. The drug seemed to be effective for patients with surgical infections of mild severity.



