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Table 1-1. Penetration of pazufloxacin into nasal tissue and tonsil
Age Body Dose Time after Concentration (ug/ml or g) Tissue/serum
No. (yr) weight (mg) administration ; 1 ratio
Sex (kg) g (min) serum nasal tissues tons;
27 1.8 (ethmoidal
1 M 52 200 120 1.26 sinus mucosa) 1.43
38 _ 0.08 (maxillary
2 M 71 200 105 <0.02 sinus mucosa) —
3 (I;V:I% 54 200 150 2.05 1.46 (nasal polyp) 0.71
60 0.34 0.26 (nasal polyp) 0.76
4 a 65 200
120 0.52 0.45 (nasal polyp) 0.87
5 4Fl 70 200 120 0.07 0.04 0.57
6 SFI 63 200 120 0.87 0.61 0.70
7 2 54 200 120 1.96 1.56 0.80
8 = 86 200 120 2.12 1.68 0.79
Table 1-2. Penetration of pazufloxacin into otic tissue
Age Body Time after Concentration (ug/ml or g) :
No. | (o | weight I()OS‘; administration g/mlor g Tissue/serum
Sex (kg) mg (min) serum middle ear mucosa ratio
9 g 50 200 60 0.26 0.2 0.77
10 if[s 80 200 120 1.17 1.74 1.49
11 o 77 200 120 1.65 2.2 1.33
12 o 55 200 120 0.95 1.2 1.26
13 51;7 44 200 120 0.22 3.6 16.36
14 o 71 200 240 0.66 1.0 1.52
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Table 2-1. Clinical studies of pazufloxacin
Age Treatment ) Effect .
g Diagnosis - - Isolated organism - Side
No. | (/) gn daily dose | duration | total dose | [MIC: pg/ml, 105 CFU/mI) | bacterio- clinical | effects
Sex (mg x times) | (days) (@ logical
34 S. aureus [0.20]
1M acute otitis media 100 x 3 7 2.1 i) eradicated | excellent [ (—)
(=
65 S. epidermidis [0.39]
2 M acute otitis media 100x 3 7 2.1 l eradicated | excellent -)
(=)
1 S. pneumoniae [3.13]
3 M acute otitis media 100 x 3 7 2.1 l eradicated | excellent )
(=)
29 S. aureus [0.10]
4 M acute otitis media 200 x 3 7 4.2 S. epidermidis [0.20] | eradicated | excellent (=)
- (=)
e . Alcaligenes sp. [1.56]
5 69 | chronic ofitis me_dla 100x 3 3 0.9 ! eradicated | excellent )
F | (acute exacerbation) )
C . P. aeruginosa [0.39]
6 ?\;[] ((::gg:: ce?(;l(t:l:ﬂr;; (:?(;2) 100x 3 9 2.1 l unchanged fair -)
P. aeruginosa [0.20]
L . S. aureus [0.39]
45 | chronic otitis media .
7 F | (acute exacerbation) 100x 3 7 2.1 ( i ) eradicated | excellent ()
L . S. aureus [0.20] .
g | 53 |chronic ofitis media | 5, , 5 7 4.2 CNS [0.207 | Partially oo 1O
F | (acute exacerbation) eradicated
— S. aureus [0.39]
L . (=)
9 82 | chronic otitis me.d 1 100 x 3 7 2.1 l unknown | excellent (=)
F | (acute exacerbation) (—)
70 | chronic otitis media =) heavy
10 . 100x3 10 3.0 ! unknown fair feeling in
F | (acute exacerbation)
=) stomach
L . =)
11 71 | chronic otitis mefila 200x 3 6 3.6 1 unknown | excellent =)
F | (acute exacerbation) (—)
49 S. epidermidis [0.78]
12 M acute sinustis 100 x 3 13 3.9 V. parvula [0.05] | eradicated | good (=)
- (=)
31 S. aureus [0.20]
13 F |acute sinustis 200x 3 7 4.2 ! eradicated | good (—)
=)
L (-)
21 | chronic sinustis
14 M | (acute exacerbation) 100x 3 13 3.9 ( i ) unknown good (—=)
. . M. catarrhalis [0.20]
65 | chronic sinustis .
1
5 F | (acute exacerbation) 100 x 3 6 1.8 ( i ) eradicated | good (=)
S S. epidermidis [0.20]
25 | chronic sinustis i
16
M | (acute exacerbation) 100 x 3 14 4.2 ( i ) eradicated | good (—)
. CNS [12.5]
69 | chronic sinustis .
17 M | (acute exacerbation) 200x 3 7 4.2 E_.} El_oc)zcae [=0.025] | eradicated | excellent -)
. . S. aureus
54 | chronic sinustis
1 .
8 F |(acute exacerbation) 200 x 3 7 4.2 ( i ) eradicated | excellent (=)

CNS: coagulase-negative staphylococci
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Table 2-2. Clinical studies of pazufloxacin
Treatment Effect
Age . . ream Isolated organism - Side
No. | (yr) Diagnosis daily dose | duration | total dose | [MIC: ug/ml, 105 CFU/mI) | bacterio- | .o | effects
Sex (mg x times) | (days) (® logical
27 Stomatococcus sp.  [3.13] _
19 M acute tonsillitis 100x 3 5 1.5 ! eradicated | excellent | (—)
)
32 B-streptococci [3.13]
20 M acute tonsillitis 100 x 3 7 2.1 eradicated | excellent | ()
=)
24 E. avium [6.25]
21 M acute tonsillitis 100 x 3 — — l unknown |unknown | unknown
not test
74 E. cloacae  [=0.025]
22 F acute tonsillitis 200 x 3 3 1.8 ! eradicated | excellent | (—)
=)
50 E. coli [0.20]
23 M acute tonsillitis 200 x 3 7 4.2 l eradicated | excellent (=)
=)
H. influenzae [=0.025]
24 419 acute tonsillitis gggzg 2 34 l eradicated | excellent | (—)
=)
61 CNS [6.25]
25 acute otitis externa 100 x 3 3 0.9 l eradicated | excellent | (—)
F a
Table 3. Clinical effect of pazufloxacin
Clinical effect
Diagnosis No. of cases - Efficacy rate (%)
excellent good fair poor
acute 4 4/4
Otitis media | acute exacerbation of chronic 7 4 1 4/7
subtotal 11 8 1 8/11 (72.7)
acute 2 2/2
Sinusitis acute exacerbation of chronic 5 2 3 5/5
subtotal 7 2 717
Acute tonsillitis 5 5 5/5
Acute otitis externa 1 1 1/1
Total 24 16 5 2 1 21/24 (87.5)
Table 4. Efficacy in radiological examination
No. of Radiological efficacy
Diagnosis 0.0 remarkabl li Improvement rate*
cases y | . slightly mprove
improved improved improved unchanged
. ... | acute 2 1 1 1/2
Sinusitis acute exacerbation of chronic 5 2 1 3/5
Total 7 3 1 4/7

*Improvement rate = remarkably improved + improved + slightly improved/No. of cases
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CNS, Streptococcus pmeuwmoniae, [-streptococci, Stomatoco-
cous sp. BDENEFN L BT OTIXRTREIN, 7T
A B@ﬁﬁ’(“&i Escherichia coli, Enterobacter cloacae, Pseudo-
monas aeruginosa, Alcaligenes sp. , Moraxella catarrhalis,
Haemophilus influenzae 5 ZF N EFN 1 ¥ OB &, P
aeruginosa 1 BUIAE T D o 12 AU DFEFNIBRE S 7z,
FOM2HEEDRABRGE 4B EDL L, &KT 204
$ 181, 90.0%DBEEETH > 72,

BfER L LTIE, 1BIICBEDBEHAMRENSZD LN
1A BEOHAIZE ) AR GG TTRETH o 72,

BRREMEREEEIL, RKERRICRELERL -
165 1FIBRD LN L o7,

m # =

PZFX DB HMBEANOBITH IR B DML THo T F
FREOZEO-2—F /0 VYEOZRENOBITEIL
ofloxacin 200mg PIAREF DI BAEFEE A 1.0~4.8g/g, O
ZEHkA 2.0~6.9ug/g, fleroxacin(FLRX)200mg A AR i
DREREIEDS 1.6p8/g, BIRIEHEREA 0.2~5.2ug/g, O
Rkt 1.2~6.0pug/g”, levofloxacin(LVFX)100mg PAREF
DA E AT 0.04~09ug/g. BIBKKEIEA 03~ 114/
g OFERMHEA0.2~15ug/g" ThHole MBBEEDFE
W ARE EHRSE MAERRIEER ST OER)
KL o THIPITE) 72O REICHBIZTE 20A, KA
BEFOBRO= 2 —F /0 F L ITIZAE%EOMEET
TholctBbhb, I 7KK OF BIREREIRERGE
NERZERED MICy (I ZFNEN S. aureus 0.39ug/ml,

S. pneumoniae 6.25ug/ml, Streptococcus pyogenes 3.13ug/
ml, Klebsiella pneumoniae 0.2pg/ml, P. aeruginosa 12.5ug/
ml, H. influenzae<0.025ug/ml TaH )", P aeruginosa %
BRITIZAFOMEBITEI NOSORLEZRET 512
FErEEZ LN,

FRIREAEII AR T 8TS% DAEMETH ), ARDITAE
MEE L TRFEFICHREDO L BDTH o7z, £ TH
RREDOBEFDOERDEMRELBEL THAL.FER
|& FLRX #% 75.4 %°, sparfloxacin 4% 64.5%° LVFX
A% 651 %7, Bl & k& % 13 FLRX % 90.2 %%, LVFX
AT79%°, Rk LVFX 391.7% " TH 1), FHID
ENENOREBIIGTHEMERIIEEL 2IZENLULET
Holzo FRICHERICH L TIIERNE 72.7% LiF &
HLTOEVEIETH 572, ZOBMKIL, AEOFHE
e~ RiF 2 #1714 (200mg 435 60~240 532 T 0.2~
36ug/g, FHDIFIMIFELL 3.8) EE R B LFEFITHEL
IBLDEBDLNT,

Bt EEIER & LTid, EF 10 2BV TEEHMAR
A ONT, KRG FIE 2 BRICHB L2, 8F
ThY) BEOHFAICL o TRAMMITETH o7z, HF
BRI EBEICE N[ Z5ERL ) J LS iz, 72
BRRREBEOREEENIREN L2 SNZBRY) DEFIIZE
WTIER 1B ALNL Do,

D ED#ER &) PZFX 13 H SIRMER B IS GE (25 L
BUAEMRERENERD, FRAKOBRVWEO=-2—F
JBYETHLENVZ A,

Table 5. Bacteriological effect of pazufloxacin

Bacteriological effect
Diagnosis No. of cases eradicated partially replaced | unchanged Eradication rate (%)
eradicated
S. aureus 4 4 4/4
S. epidermidis 2 2 2/2
CNS 1 1 1/1
G S. pneumoniae 1 1 1/1
(+)| B-streptococci 1 1 11
M Stomatococcus sp. 1 1 11
ono-microbial

infection subtotal 10 10 10/10 (100)
E. coli 1 1 11
E. cloacae 1 1 11
P. aeruginosa 1 1 01
G Alcaligenes sp. 1 1 1/1
(=)| M. catarrhalis 1 1 11
H. influenzae 1 1 1/1
subtotal 6 5 1 5/6
S. aureus+S. epidermidis 1 1 11
S. aureus + CNS 1 1 0/1
Poly-microbial | S- epidermidis +V. parvula 1 1 11
infection CNS+E. cloacae 1 1 1/1
subtotal 4 3 1 3/4

Total 20 18 1 1 18/20 (90.0)

CNS: coagulase-negative staphylococci
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Pharmacokinetic and clinical studies of pazufloxacin
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Pharmacokinetic and clinical studies were carried out with pazufloxacin (PZFX) in otorhinolaryngolog-
ical infections. The results were as follows.

1. The concentration of PZFX in the mucous membrane of paranasal sinus was 0.08 ~1.8 ug/g, in the
tonsils 0.04 ~1.63 xg/g and in the mucous membrane of middle ear 0.2~3.6 ng/g.

2. Clinically, the overall efficacy rate of PZFX was very high, 87.5%. A side effect (heavy feeling in
stomach) was observed in one patient, but no abnormal laboratory findings were detected in any case.



