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Table 1. Items and schedule of laboratory tests
Item Before | Day 3 | Day 7 |Day 14
Chest X-ray (pneumonia) o [} (] o
Chest X-ray (except pneumonia) [ )
erythrocytes o0 OO0 @@
hemoglobin o0 O0| @@
Blood hematocrit o0 OO0 @@
analysis WBC o0 O ] | N J
hemogram O 0| O @) O O
platelets o0 OO0 @ @
Mycoplasmal antibody (CF or THA) | @' ( 3
Chlamydial  antibody ( ) ( )
Cold hemagglutination L 3 [ 3
Cooms’ test (direct, indirect) ONO) O O
s-GOT | N ) OO0 @@
3 | |3¢
| a-p D
fupepatic | bilirubin (total, direct) | @ @ Ol @ e
LDH O O OO0l OO
y -GTP O O OOl OO
LAP (ONO) OO OO
function test | s-creatinine o0 DG N J
protein o0 OO0 @ @
sugar (| N ) DO @@
Urinalysis urobilinogen o0 OO0 ®© @
sedimentation | N J O0| @@
occult blood O O O
electrolyte (Na, K, Cl) | @ @ OO0 @ @
Others ESR (1 h value) o o [ ] o
CRP o [ ] o (]
Bacteriological examination o0 0600 00 0O
left side circle . Respiratory tract infection,
right side circle : Urinary tract infection
@® . indispensable O : should be performed as often as possible
" should be performed for pneumonia
Z0H L, [HH»IZMESHY ], [£5MERd )] B & QIR B %G E
O [BFRDED Lt ] &g SN -BEREER % &) I g I E D THIZHE U TRl 5 2 & & L7z,
ERHE LT/ 2 & & L7 (5) A H%
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[ﬂ%&ﬁ%c:ou\f, BE DR R, é{mr‘i}%@j’%‘t (6) FH5E
7o BT, BEPHEROKR SRR EFZ, TS 2M8H IRERIEGLIE A DT 4% TIE, TR ETHh - 7
D, T%58%»0 ], Kb ﬁéLﬂf“J NESEES JEBNIFL G T 7 HH ~28 H Ui kb 2 BEIZIE L
wbhLw], [MFRAE L] OSERTHET L I &L IRIRB L MR IO AT A & L, B b,
72 MR EMFIROAEL Y, PO x| 5% LJ [ Ff
ZDHL, [HH2IlHMERHY ], [£58FRHY ] B EEEG, TS D |, [HLFE3 ], [HEARE ] o5k
O [MfRd L0 Lkwv] EHESNAIEH % AR FSCHET D & e LT,

HERFE LTI &L LT,

2) IR A

A% 35 5 SR O S i e P86 1 45 - Bt T O B RSE AR AL
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Table 2. Criteria of clinical response against targeted disease (reference purpose)

Excellent

Pneumonia

Chronic respiratory tract infection

Body temperature

decreased to less than 37C within 3 days decreased to less than 37 C within 3 days

CRP decreased to 1+or less within 7 days decreased to 1+ or less within 7 days
(to the degree +=if it was 1+at the start)
WBC decreased to less than 8000/mm’ within decreased to less than 8000/mm* within 7 days
3 days

Sputum volume

Sputum properties
disappeared within 3 days

Causative pathogen(s) disappeared within 3 days

X-ray shadowgram
or less within 7~14 day

Good

changed from P or PM to M, or

decreased to 1-+or less within 7 days
changed from P or PM to M within 7 days

disappeared within 7 days

disappeared, or decreased to 2 points

Pneumonia

Chronic respiratory tract infection

Body temperature

decreased to less than 37°C within 7 days decreased to less than 37 C within 14 days

CRP decreased to 1 +or less, or two-step or two-step or more improvement within 14 days
more improvement within 14 days

WBC decreased to less than 8000/mm’ within decreased to less than 8000/mm’ within 14
14 days days

Sputum volume

Sputum properties
disappeared within 14 days

Causative pathogen(s) disappeared within 7 days

X-ray shadowgram

changed from P or PM to M, or

one-step or more improvement within 14 days

changed from P or PM within 14 days

disappeared within 14 days

decreased to 2 points or less, or two-step

or more improvement within 14 days
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Table 3. Case distribution
Safet
TOH}I number Efficacy - Y — Usefulness
Ol cases Side effects Laboratory findings
206 172! 192 156 175

" The cases of respiratory tract infections were evaluated in 170 cases, and
the cases of urinary tract infections were evaluated in 2 cases.

Table 4. Reason for exclusion from clinical evaluation

A e
Re-administration X X X! X 7
Non-targeted disease X O O X 4
Without definite infectious signs X O O X 2
X O O X 1
Case with pretreatment of new quinolones ~od side offect » O o 3 )
No visit after initial consultation X X X X 1
Insufficient observation in treatment and clinical - — - x © X o :
laboratory test not tested and insufficient observation| « « « 1
in side effect
djscontinuance caused by T clnical 1ab - X O = = !
Insufficient dosing sideeffects igt tceirtltl‘fiia aboratory test x O X O ]
discontinuance caused by | and insufficient clinical « 0 « « 1
worse complication laboratory test items
X X+ X X 4
NSAIDS and clinical laboratory test « g « % 1
Violation of prohibition not tested
of concomitant drugs % 0O 0O % 7
except NSAIDS and insufficient clinical % O T « 1
laboratory test items -
Insufficient clinical clinical laboratory test not tested O O X O 20
laboratory tests insufficient clinical laboratory test items O O X @) 12

O evaluated X

excluded

" An abnormal laboratory findings was unable to evaluate adequately in 1 case of no adoption for re-administration.
“ If side effects observed, the case would be evaluated.
* If abnormal laboratory findings observed, the case would be evaluated.
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Table 5. Age and sex of cases Table 6. Number of cases classified by daily dose
Age Male Female Total (%) Daily dose Times/day Total(%)
<19 3 2 5( 2.9) (mg) 1 2 3 other
20 ~ 29 5 7 12( 7.0)
30 ~ 39 6 7 13( 7.6) 100 5 5( 2.9)
40 ~ 49 11 8 19 (11.0) 200 1 63 64 (37.2)
50 ~ 59 16 6 22 (12.8) 300 3 38 1 1 43 (25.0)
60 ~ 69 26 27 53 (30.8) 400 52 52 (30.2)
70 ~ 79 27 13 40 (23.3) 600 4 1 5( 2.9)
80 = 4 4 8( 4.7) Others 3 3(1.7)
Total 98 74 172* Total 9 160 2 1 172
(%) (57.0) (43.0) (%) (5.2)  (93.0) (1.2) (0.6)

* No. of evaluated cases for efficacy

Table 7. Clinical efficacy in various diseases
Clinical efficacy : *
Diagnosis No.‘ o‘f : Efflca(co% rate
cases excellent good fair poor 0
Acute bronchitis 3 1 2 100
Acute pharyngitis 1 1 100
Pneumonia 69 20 42 3 4 89.9
(mycoplasma pneumonia) (15) (5 (10) (100)
Chronic bronchitis 45 6 38 1 97.8
Bronchiectasis with infection 25 6 18 1 96.0
Secondary infection with 25 1 23 1 96.0
chronic respiratory disease
Diffuse panbronchiolitis 2 1 1 100
Subtotal 170 35 125 4 6 94.1
Acute cystitis 2 2 100
Total 172 37 125 4 6 94.2

* (excellent+good)/No. of cases X 100

AE26ITH Y, 1H2mHEA 1606 (93.0%) & KIHf
ma O TV, (Table 6),

3. BEEERhE

1) =B BIER AR H

BB ORI R T Table 7120R7¢, [#5] & [H%)
EEDLELAHE (LTERE) &, WPIREEREYE 25
T94.1% (160/170) TH o720 FLHEBIZOVWTHES
CEMREXRTIT.8 % (44/45), HUE IR (B
gelkE) T96.0 % (24/25), 2R #RE B O " RSk
T96.0% (24/25), Hi%T89.9% (62/69) TH -7z,
B SRAEBI69BID S H 15FID~ A4 375 A<hikhETh
TEYH, ZOHEHRILLI00% (15/15) THo7:. P
ﬁlJT“cia%Zoﬁf, S FREREIE4A BB L FE AN

HEELR2ONIDOVTIRTNTHYIUETH 70 b,
SRR S0 2613, WTNLENTH -7

2)  BHER - 5w EA gD R
S RAGERRGE, MR, 1BMHAE LK,
fE RRGIE), 1SPEMIR RO R, OV F AR
SUEL P LU A AR 12 fzo? 5. &850 0k
RahF A& Table 812737, INOHLDHEBERTHHKRG &

S Sk

PIARIZIE100mg X 2[8]/H T, 93.8% (61/65), 150mg X
2|l/HT, 92.1% (35/38), 200mg X 2[al/HT94.2%
(49/52) Thot:o B, BHLRERIIEIIBITLHE
%12 100mg X 2 [/H, 150mg X 2 [El/HD#%5 Tl
ZNEN100% (1/1), 100% (3/3) THotz, Hilize
BT AH#EIZ100mg X 2[E/H, 150mg X 2[H/H,
200mg X 2 [Al/H D5 TIld# N1 88.6 % (31/35),
80.0% (8/10), 95.2% (20/21) THh-o7, BHRE
FRIZBIAENFIIENEN100% (10/10), 91.7%
(11/12), 100% (16/16) Td o7:o FETIRIE (&
PefF) 2B ARRRIEFNENLI00% (12/12), 100%

(3/3), 85.7% (6/7) T -7z, 1@WMNHRIEEREED
REGI BT HEMEIIFNEN100% (6/6), 100%
(10/10) 85.7% (6/7) Tholo VWEAWNMAE
TRIZBITHHERNFEIL100mg X 2[8/H, 200mg X 2[[l/H

@?&-ﬁ-fli%ﬂ%ﬂlOO% (1/1), 100% (1/1) THh -
7o BVEHRMERER 2212 B 2 F&)E 12 100mg X 1 [El/H
DIEET100% (2/2) Tho72,

3)  EEJ R BI HRIR A R
ERE R DOERRN R % Table 91Z/RT, EEEHHH
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Table 8. Clinical efficacy in various diseases and daily dose

A ‘ Daily No. of Clinical efficacy Efficacy rate*
Diagnosis d - %)
ose Cases excellent  good fair poor (%
Acute bronchitis 100mg X 2 1 1 100
150mg X 2 2 1 1 100
Acute pharyngitis 150mg X 2 1 1 100
Pneumonia 100mg X 2 35 7 24 1 3 88.6
150mg X 2 10 2 6 1 1 80.0
200mg X 2 21 10 10 1 95.2
other 3 1 2 100
Subtotal 69 20 42 3 4 89.9
Chronic bronchitis 100mg X 2 10 2 8 100
150mg X 2 12 2 9 1 91.7
200mg X 2 16 2 14 100
other 7 7 100
Subtotal 45 6 38 1 97.8
Bronchiectasis with 100mg X 2 12 4 8 100
infection 150mg X 2 3 1 2 100
200mg X 2 7 1 5 1 85.7
other 3 3 100
Subtotal 25 6 18 1 96.0
Secondary infection with | 100mg X 2 6 1 5 100
chronic respiratory 150mg X 2 10 10 100
disease 200mg X 2 7 6 1 85.7
other 2 2 100
Subtotal 25 1 23 1 96.0
Diffuse panbronchiolitis 100mg X 2 1 1 100
200mg X 2 1 1 100
Subtotal 100mg X 2 65 14 47 1 3 93.8
150mg X 2 38 6 29 1 2 92.1
200mg X 2 52 14 35 2 1 94.2
other 15 1 14 100
170 35 125 4 6 94.1
Acute cystitis 100mg X 1 2 2 100
Total 100mg X 2 65 14 47 1 3 93.8
150mg X 2 38 6 29 1 2 92.1
200mg X 2 52 14 35 2 1 94.2
other 17 3 14 100
172 37 125 4 6 94.2

*(excellent+good)/No. of cases X 100

L7-78BITOERNFIL94.9% (74/78) Th -7, H
IME G 67 Bl OF 1L 95.5 % (64/67) THREH K
GeDFEBNT 11 BT, FHRHEIL90.9% (10/11) THo
72

TR 25 B A %h (L Staphylococcus aureus 88.9 %
(8/9), pneumoniae 100 % (7/7),
Haemophilus influenzae 100% (18/18), 3 & UF Moraxella
100 % (5/5) To& -7,
Pseudomonas aeruginosa \Z B\ T H ARFIL91.7 %
(11/12) THhHotzo %d, DVEHMERERETIZ2H L
b Escherichia coli ¥ S, FEXTH -7,

4) HMEFARIR

(1) 2 2 TH BIAN 1 2 19 %h S

R B OMEFHIZN R % Table 10-1, 10-2127R,
RERBEOHEENHS D E R 7272 B TOHEBEMLEIL
90.3% (65/72) TH o7z, HMEEZG62 FIOFEEEAL

Streptococcus

( Branhamella) catarrhalis

#1390.3% (56/62) T, HMREEEIIBITLT T4
BUHEB L7 7 2BEFEOBBEELEIZEALZEN
100% (15/15), 87.2% (41/47) Th -7z —7, HEE
YL 10BI R 9Bl L7z, e, BEFHE LT
Haemophilus sp. 75t SN/ 2605 6, 115 %
WIRE  (Serratia liguefaciens) HSH H 7=, F 8 7k
REOHEEEEIL, S pneumoniae 100% (12/12),
S. aureus 100 % (10/10), H. influenzae 100 % (24/24),
P. aeruginosa 50.0 % (6/12), M.(B.)catarrhalis 100 %
(7/7) Thoto b, B[VEHMMERENLZO 26112520
LA E colil & b IZIHR L 72,

(2) BEFHIINTILHET

AW T A GFLX, TFLX, CPFX, OFLX,
NFLX D4 /1% Table 1112/53¢, EEAREFEOMIC
T 5 &, GFLXOHIENIE TFLX &3 IZRIFE DT
EhxmL, CPFX, OFLX, NFLX & )sswiEis
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Table 9. Clinical efficacy and causative organisms
. i . No. of Clinical efficacy Efficacy
Causative organisms o - (%)
Cases excellent  good fair poor rate” (7
Monomicrobial infection
S. aureus 9 1 7 1 88.9
Gram- S. pneumoniae 7 1 6 100
positive 3 = streptococcus 1 1 100
bacteria
Subtotal 17 2 14 1 94.1
H. influenzae 18 4 14 100
P. aeruginosa 12 1 10 1 91.7
M. (B.) catarrhalis 5 1 4 100
K. pneumoniae 4 1 3 100
E. coli 2 2 100
G _ E. aerogenes 2 2 100
n:‘?{amtive Haemophilus sp. 2 2 100
bacteria E. agglomerans 1 1 100
S. marcescens 1 1 100
Moraxella sp. 1 100
Acinetobactor sp. 1 100
GNR 1 1 0
Subtotal 50 10 38 1 1 96.0
Subtotal 67 12 52 1 2 95.5
Polymicrobial infection
2 species 10 2 8 100
3 species 1 1 0
Subtotal 11 2 8 1 90.9
Total 78 14 60 1 3 94.9

*(excellent+good)/No. of cases X 100

L7z
4. wE%E

1) RIEH

BIERE IR L ZONR% Table 12-1, 12-2125%
. B GERORIEREIEEIE 100mg X 2[0l/H T 1.4 %
(1/71), 150mg X2/ T9.3% (4/43), 200mg X
2[/AT4.9% (3/61) THY, SROEIERFEHE
4.2% (8/192) Tdh -7, WL, W2 oM, %
B, B, OFv, TIENGEREK, Wl £ O RiASE
NEFENLIFITHY, FORERIBEE/EIDEETHY,
FELLDIIALN Lo 72,

2)  ERIRARATfERE

BRI R AME R E BB L 20N % Table 13-1, 13-2
VR T o K% 5w O B A S E T 100mg X
2ll/HT9.3% (5/54), 150mg X 2[l/HT10.8%
(4/37), 200mg X 2[/HT9.6% (5/52) TH Y,
EROBARAEREE R EI310.3% (16/156) TH-
72o WERIZGOT, GPTH DMt —@rto LA

Al

HELZLDOT, ZTORERITXTEETHY, EELD
DIEFAR LN o7,

5. AR

FHTEBI S SIER 175609 6, WO THHEAH

r &7 IERNE 15961,
T&H -7 (Table 14),

AHHIT90.9% (159/175)

6. 1R E)E

UF ARIHGAE E KB L OCRETIFRENK 1B B
W, IMiEB L OWEEHOGFLX i % fl5%E L7 (Table
15) o O'F AR E L 2:200mg X 2 [8]/H o RIEH 5
12 & 2 IR S % OVE SRS, 2RERIH T2.13 xg/mL
T, FBHIHE S MR X 1.95 g/ mLTd b,
ZOXIMIELIL 1.0 TH o 720 [ELILRIE (BgehE)
150mg X 2 [0/ H O EH%5-12 & B 9 [ul3% 5-1% OEE i
g, FRICIIE SR ME PR E S & 0F OXImiE I,
ARFRIH T3 # N 210.88 g/mL, 0.84 ng/mL, 1.05

Thh, 6 HHTIEHGHIBHIIBYTHZENRFN
1.45 ug/mL, 1.24 pg/mL, 1.17 TH-o7,
m. % =

GFLX 3, HHRERARMTARIAZF /0 R
DBFLIZ A M F HEPFHEA SNz 7 v A ax /0 s %k
DHHETH Do KERIMRIKEZIILDOET DT T
LEHEIH T 2B AL DML, 7T LR,
WETER, BIRE, VYA ATR, v 377X, s
TIVTRICVHCIIEN AL, fEROTVATF
O APEEICHRTHEARY b L0850 AL T
WA 5D, REETFTNVERICBVWTLENS
invivo ENED LN TV D BERIZBVTY,
BIC BT SR 4 OFERBROMERY S, MEN VI
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Table 10-1. Bacteriological efficacy classified by causative organisms
Bacteriological efficacy
. . No. of . Eradication
Causative organisms decreased or S
£ €ases | eradicated partially replaced unchanged | rate (%)
eradicated
S. pneumoniae 7 7 100
Gram- | 5 aureus 7 7 100
positive | 3 _sireptococcus 1 1 100
bacteria
Subtotal 15 15 100
H. influenzae 18 18 100
P. aeruginosa 11 5 2 4 45.5
M. (B.) catarrhalis 5 5 100
Monomicrobial K. pneumoniae 4 4 100
infection E. coli 2 2 100
Gram=- | Haemophilus sp. 2 1 1! 100
negative | E. aerogenes 1 1 100
bacteria | E. agglomerans 1 1 100
S. marcescens 1 1 100
Moraxella sp. 1 1 100
Acinetobactor sp. 1 1 100
Subtotal 47 40 1 4 87.2
Subtotal 62 55 1 4 90.3
) ) 2 species 9 8 1 88.9
Polymicrobial 3 species 1 1 100
infection
Subtotal 10 9 1 90.0
Total 72 64 3 1 4 90.3

*(eradicated+replaced )/ No. of cases X 100
' 8. liquefaciens was identified.

Table 10-2. Bacteriological eradication of causative organisms
c i . No. of | Bacteriological response | Eradication
ausative organisms . - - ate* (9
strains | eradicated  persisted | rate”(%)
S. pneumoniae 12 12 100
G _ S. aureus 10 10 100
pgéslir?ive 3 - streptococcus 2 2 100
bacteria 3 - streptococcus Group B 2 1 1 50.0
Subtotal 26 25 1 96.2
H. influenzae 24 24 100
P. aeruginosa 12 6 6 50.0
M. (B.) catarrhalis 7 7 100
K. pneumoniae 5 5 100
E. coli 3 3 100
G _ E. aerogenes 2 2 100
né;ﬂive P. mirabilis 2 2 100
bacteria | Haemophilus sp. 2 2 100
E. agglomerans 1 1 100
S. marcescens 1 1 100
Moraxella sp. 1 1 100
Acinetobactor sp. 1 1 100
Subtotal 61 55 90.2
Total 87 80 92.0

*eradicated/No. of strains X 100

EATRIEENT VA, BZF / a VIROSMIZA MX &
AUE A XN GFLX 1, KICHT 2R EWSRENIE
Fof, wUA, ELEY MIBULKHEMREIC
BOWThRHEBEIEOONEL B ol

5 1 AHBER KB ORE R A S AREH 1 [ 100mg DHET
B A 2R Cmax 750.87 ng/mLToh Y, Wk asmkge

JEWCBIUT A FEELRERKE TS H. influenzae, M.(B.)
catarrhalis |, S. aureus B X O S. pneumoniae |2 33 3 5
MIC,, i "N F1<0.025, 0.05, 0.20B LT
0.39 ng/mLTh5b I LEEZGHELHEAREHM100mg
OHETINLOREFHOMIC, ExEET LI L2510
ORI SE% 100mg & L, F/, 7~8RM Lo
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Table 11. Antimicrobial activity of GFLX and reference drugs
(inoculum size 10" CFU/mL)
) ] No. of MIC(g/mL) : range
Causative organisms | _, .~
strains GFLX TFLX CPFX OFLX NFLX
H. influenzae 9 0.0063 ~0.78 0.0063 ~1.56 0.0063 ~1.56 0.0125~1.56 0.025~6.25
S. preumoniae 4 0.20~0.78 0.10~0.39 0.78 ~1.56 1.56 ~3.13 6.25~12.5
S. aureus 3 0.05~0.10 0.025~0.10 0.20~0.78 0.20~0.78 0.78~3.13
M. (B.)catarrhalis 3 0.025~0.05 0.0125~0.025 0.025~0.05 0.10 0.10~0.20
K. pneumoniae 2 0.05~0.1 0.05 0.05 0.10~0.20 0.10
P. aeruginosa 2 0.78 ~25 0.20 ~6.25 0.10~6.25 0.78 ~50 0.39~25
S. marcescens 1 0.39 0.20 0.10 0.39 0.20
P. mirabilis 1 0.10 0.10 0.025 0.10 0.05
~ Haemophilus sp. 1 0.10 0.05 0.05 0.39 0.39
Moraxella sp. 1 0.10 0.10 0.39 0.78 3.13
Table 12-1. Side effects classified by daily
dose
Dosage Cases Rate(%)
(mg X times) ’
100 X 2 1/71 1.4
150 X 2 4/ 43 9.3
200 X 2 3/ 61 4.9
other 0/ 17 0
Total 8/192 4.2
Table 12-2. Side effects
No. Type of reaction Severity ielgg?g E)dnas;)t Administration Sex (Ayi? (mg(;(S?igrﬁes)
1 Rash Mild Possible 5 Continued Female | 38 | 200X 2
2 Eruption Mild Probable 1 Withdrawn Male 75 | 150 X2
3 Dizziness Mild Possible 1 Reduced Female | 43 | 100 X2—100 X1
4 Mouth dry Moderate | Probable 2 Withdrawn Male 52 | 150X 2
(numbness of tongue)
5 Nausea Mild Probable 5 Withdrawn Female | 17 | 150 X2
6 Nausea Mild Probable 3 Withdrawn Female | 66 | 150 X2
7 Vomiting Moderate | Probable 1 Withdrawn Female | 53 | 200 X2
8 Diarrhea Mild Possible 5 Continued Female | 56 | 200 X2

HHEES 25 1 Hof G EEIE L E 221320 & LT
FEMDD T ENEMEFER T, AR SR GE % th
L2 1 4% 58 100mg ~300mg # 1 H 1 ~2 [al4%5- L 7=
L EDOGFLX oFRME, wetk, BLUOFEMMEIZoVT

at L7zo F0ME, GFLX OFMHEIL, W05 R HE
2RT94.1% (160/170) THYH, HEIIADL &AM
FRGERERGAE100% (4/4), HEMM2287.0% (47/54),
~A 377 A7Hi%100% (15/15), 1@MREX£97.8%
(44/45), FELIRIE (BKGhF) 96.0% (24/25),
(S VEMPIR B B oD TRIE R 96.0 % (24/25), UFAM
HHIREZL 2K 100% (2/2) LV TFRIZBWTLEVA
WMETH-72, TORME, o7 rAox s ar it
W# [TFLX, CPFX OFLX, NFLX, sparfloxacin
(SPFX), levofloxacin (LVFX)] o&#hEF" & & X
TLRBEIFNULETH -7, T 72, T 0PI Rk

IETOIRGEHOFRFIL,

(61/65),

21al/HT94.2% (49/52) TH VY,
FEPGEONTZ, TS ORGEIE GFLX O 3 ER O f
BENML-bDEEbREL ",

—%, GFLX®»200mg X 2 E/B DR G
INBHE & #ET L 7o fE 2R,
52K HII22.13 /ug/mL [ g:3 L, [a] B 12

WP i BE 1,

100mg X 2 [al/H T93.8 %
150mg X 2[nl/HT92.1% (35/38),
TR T & BERIK

200mg X

55 fta H D%

HHPiREEIX 1.95 ng/mL Th o7z, dHlLiFHIZ1.09 T

n,

M R R FR I BV T,
W TdH 5 S. aureus,
M. (B)catarrhalis |3 4= TS L7225,
manz2pon b,

WALz, %

S. pneumoniae,

Rbf 2 MR AT SRR S L7z
I i R e O - % 70 2 58

H. influenzae 1 & O°

Haemophilus sp. 7k

1Bz 5% B IEE (S, liquefaciens)

B, BEHEMWERE O 26120 5N

NP QRIN

g S 7zl
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Table 13-1. Abnormal laboratory findings
classified by daily dose
Dosage Cases Rate(%)
(mg X times)
100 X 2 5/ 54 9.3
150 X 2 4/ 37 10.8
200 X 2 5/ 52 9.6
other 2/ 13 154
Total 16/156 10.3
Table 13-2. Abnormal laboratory findings
Change in abnormal Relation | Period of Age Dosage
No. Items value to drug | administration(day) Sex (yr) | (mg X times)
1 Eosinophil 1| 4 —>11*—14*—(14*) Possible 7 Male 73 100 X 2
2 Eosinophil 1| 3—>6-—>12*—(6) Possible 7 Male 83 150 X 2
3 Eosinophil 1| 3—-8—11*—(6) Possible 7 Male 70 150 X 2
4 Eosinophil 1| 3—12* Probable 7 Male 73 200 X 2
5 Eosinophil 1| 0.4 —7.7*—14*—(7.0) Probable 7 Male 43 100 X 2
GOT 1t 47(**124*'*67*—'63* Possible
—(40%)
GPT 1t 51*—>187*—>130*~>116* Possible
—(69*)
Al-P 1t 218*—>506*—378*—351* | Possible
—(322*)
y-GTP 1 18(5* *4)17**362**327* Possible
—(175*
6 GOT t 25 —>40*—54*—(28) Possible 14 Male 68 200 X 2
7 GOT * 49*—32*—135*—(20) Probable 14 Male 56 200 X 2
GPT 1 73*—54*—164*—(22) Probable
8 GOT * 33*%)76*%(62*)"’(54*) Possible 4 Male 51 100 X 2
—(25
GPT ¢ 31(*%64*%(62*)**(87*) Possible
—(47%)
Al-P * 204 —309* ~(433*) Possible
—(290*)—(303*)
9 GPT t 33—>47->65*—96* Probable 14 Male 65 300 X 2
+(99*)—(79*)—(54*)
10 GPT 1 21 —>36—>45*—(34) Possible 10 Male 52 150 X 2
11 GPT 17—>29—54*—(32) Possible 13 Male 62 100 X 2
12 GPT * 66*—150*—(40*) Probable 4 Male 54 100 X 2
Al-P * 328*—1055*—(462*) Probable
y-GTP 1 72*—296*—(133*%) Probable
13 LDH * 426 —605* Possible 2 Female | 53 200 X 2
14 y -GTP 1 38 —>57*—(41%) Possible 5 Male 76 200 X 2
15 BUN 1t 16 —>20—28* Possible 9 Male 74 150 X 2
16 Urinary Normal —2 +*—(Normal) | Possible 6 Female | 70 100 X' 1
urobilinogen
* Abnormal value () Following investigation
Table 14. Usefulness
No. of Usefulness Usefulness rate*
cases remarkably useful  useful slightly useful useless (%)
175 32 127 7 9 90.9

*(remarkably useful+useful)/No. of cases X 100
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Table 15. Serum and sputum concentrations of GFLX
Case 1. GFLX was administered 200 mg X 2/day for 14 days.(Diffuse panbronchiolitis)
Time after administration Concentration of GFLX(p.g/mL)
(hr) serum sputum sputum/ serum
Day 1 before <0.01 <0.01 -
(treatment began) 1 1.69 1.34 0.79
2 1.95 2.13 1.09
3 1.55 1.78 1.15
4 1.27 1.46 1.15
6 0.91 1.01 1.11
8 0.64 0.76 1.19
12 0.39 0.49 1.26
‘ Day 9 0 1.15
2 2.68
Case 2: GFLX was administered 150 mg X 2/day for 6 days.(Bronchiectasis)
Time after administration Concentration of GFLX(ng/mL)
(hr)
serum  sputum serum sputum sputum/ serum
Day 1 —-2~0 <0.01
(treatment began) 0~ 2 <0.01
4 2~ 14 0.84 0.88 1.05
4~6 0.77
11 9 ~11 0.36 0.43 1.19
Day 6 0 -2 ~0 0.56 0.85 1.52
0~ 2 0.76
4 2~ 4 1.24 1.45 1.17
4 ~6 1.27
72E. colild & H IS L7z P.aeruginosa |Z2o\WTIXHTE 1H2[0 %S T, BRFEIEIFTEZLEEZONADS,
HLFEIE50.0% (6/12) LA o722, HahE=IZ91.7% LGRS L DMENLEEE DN S,
(11/12) Thotzo WIHERLEIRE L OB Tl
DPRONDEZEDERODEDE L CHIBETHRE ST X ik
TWAENALF T 4 VLOMEGEZ SN, BRI HE 1) Hosaka M, Yasue T, Fukuda H, et al.: In vitro
MERROLELAONL L DDFHEEEIMME DI, and in vivo antibacterial activities of AM-
INAF T AN LR THE - L 72HE 2N+ 7 14V L4 1155, a new 6-fluoro-8-methoxy quinolone.
KEL W EMTL-0THDLH, ZOKLHRIZCPFX, Antimicro Agents Chemother 36 . 2108~
TFLX, SPFX, LVFX, OFLXTHHESNTWDL! ¥ 2117, 1992
BERNZ 192819 8 B (4.2 %) (Z5R0 S N7295, 'fx%h 2) Wakabayashi E, Mitsuhashi S: In vitro
e E 3Gl B L EIC L A EY) 2 E A S antibacterial activity of AM-1155, a novel
NTHBY, EEFICBOTEIRDOE R R L 72, BRIR 6-fluoro-8-methoxy quinolone. Antimicro
BAEREIZ1566F 166 (10.3%) 235, &l Agents Chemother 38: 594~601, 1994
ERB LR HEEEOREIZINLREEF /212 3) Ishida K, Kaku M, Irifune K, et al.: In-vitro
REETH), EELIDETEOOSN Lo, DT and in-vivo activity of a new quinolone
VAOF Oy AMEEORIEN B L KRR EER T AM- 1155 against Mycoplasma pneumoniae .
OFE T LWL TY, FOHEBIONEL L IZHF J Antimicrob Chemother 34 : 875~883, 1994
RIREZLDE LT, B, EEESGTHEYME, % 4) Hosaka M, Kinoshita S, Toyama A, et al.:
EHEBRWLZTHION B, 185 THGOT » Antibacterial properties of AM-1155, a new
ANRONTD, FOREITEE LS, BIWER 8-methoxy quinolone. J Antimicrob Chemother
R AR AN W SN E ¢ & TN SESW 36 . 293~301, 1995
A EosE L ), GFLXAIENHIE D & B 72 MLk 5) Miyara T, Gaja M, Saito A, et al.:

AT &) R E I D & GSiE L4 LT 1[0 100~ 200mg,

Antimicrobial activity of AM-1155 against
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Legionella. 3rd western pacific congress on Chemother 39: 2635~2640, 1995
chemotherapy and infectious diseases, Bali, 15) HARMbEFE A4 e HIEEE (MIC)
Indonesia, 1992 EEHWETIZ DWW T, Chemotherapy 29: 76~

6) HAREG, THE—, & R, ¥ oo 79, 1981
SPUREE gatifloxacin O in vitro [ U8 in vivo 37U 16) EHCE (HARILAE S 2 G 2 Rt
Ho BAb#ESGE 47 (S-2) 1 69~80, 1999 TAR) PRHEIZ L B HEBIERNZ B 5 I7EH,

7) Tomioka H, Saito H, Sato K, et al.: R RS O E Rk, Chemotherapy 39
Comparative antimycobacterial activities 687~689, 1991
of the newly synthesized quinolone AM- 17) UTIRFZES (0F KEUIERK) | UTT ExhaF At
1155, Sparfloxacin, and Ofloxacin. Antimicro (4 3/) . Chemotherapy 34 :408~441, 1986
Agents Chemother 37 . 1259~1263, 1993 18) UTIMFZES (L3R KBIERK) | UTI SERh il e

8) Kato N, Kato H, Tanaka-Bandoh K, et al.: (45310 iE#H. Chemotherapy 39: 894~933,
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EARLY PHASE I CLINICAL STUDY OF GATIFLOXACIN,
AN ORAL NEW QUINOLONE,
FOR INFECTIONS IN THE FIELD OF INTERNAL MEDICINE
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We investigated the clinical and bacteriological efficacy, safety, usefulness and fluid concentrations
of gatifloxacin (GFLX) for the treatment of infections in the field of internal medicine.

The subjects were 170 patients with respiratory tract infection and 2 with urinary tract infection.
GFLX was administered in once-daily or twice-daily doses of 100, 150 or 200 mg for 3 to
14 days.

The results were as follows :

1. Clinical efficacy was evaluated in 172 cases, and the majority had received twice-daily
doses. The overall clinical efficacy rate (excellent or good) was 94.2% (162/172).

2. Bacteriological efficacy was evaluated in 72 cases of identified bacteria. The eradication
rate was 90.3% (65/72).

3. Side effects were evaluated in 192 cases, and their incidence was 4.2% (8/192). Laboratory
test findings were evaluated in 156 cases, and the incidence of abnormal findings was 10.3 %
(16/156).

4. Clinical usefulness was evaluated in 175 cases. The usefulness rate (very useful or useful)
was 90.9% (159/175).

5. Serum and sputum concentrations of GFLX were measured after the first dose of 200 mg
twice daily, and the maximum sputum concentration was 2.13 xg/mL. The sputum to serum
concentration ratio was 1.09 xg/mL. These results suggest the favorable penetration of GFLX.

The results indicate good clinical and bacteriological efficacy of GFLX, as well as, its satisfactory
penetration into sputum. Therefore, it was concluded that GFLX would be a useful antimicrobial
drug and that the dosage of 100 to 200 mg twice daily is well tolerated and satisfactory for

the treatment of infections in the field of internal medicine.



