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e LMo NTIE, Bl SR 5 B (SRR,
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R O3 SE IR R 1L 944 =171 ng/e, CEHIMAE
PSR 586 +0.20 ug/mL) THh -7z,

FARRE P SR L GRLRR IR /A iR ) 1, R
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% B 72 ERR R RT3 113 1 (BRI B0 &
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Table 1. Patient profile in pharmacokinetic study
Total
Paranasal Middle .
Case X Tonsil
Item (%) sinus ear
no.

15 100.0 5 5 5
Gender Male 10 66.7 3 3 4
Female 5 33.3 2 2 1
Age (yr) 20—-29 3 20.0 1 1 1
30—39 2 13.3 0 1 1
40-49 3 20.0 1 0 2
50-59 5 33.3 2 2 1
60— 64 2 13.3 1 1 0
Height (cm) < 150 0 0.0 0 0 0
150-< 160 4 26.7 2 2 0
160—< 170 6 40.0 1 3 2
170-< 180 5 33.3 2 0 3
= 180 0 0.0 0 0 0
Body weight (kg) < 40 0 0.0 0 0 0
40-< 50 2 13.3 0 2 0
50—-< 60 2 13.3 1 1 0
60—-< 70 7 46.7 4 1 2
=170 4 26.7 0 1 3
Diagnosis Chronic otitis media 5 33.3 0 5 0
Chronic tonsillitis 3 20.0 0 0 3
Palatine tonsil hypertrophy 2 13.3 0 0 2
Chronic sinusitis 4 26.7 4 0 0
Others 1 6.7 1 0 0
Materials analyzed Paranasal sinuses tissues 5 333 5 0 0
* Maxillary sinus mucosa 4 26.7 4 0 0
* Nasal polyps 1 6.7 1 0 0
Middle ear mucosa 5 33.3 0 5 0
Tonsillar tissues 5 333 0 0 5

Table 2. Concentration of garenoxacin in plasma and tissue, tissue/plasma ratio
Time after . Time after . .
Plasma . i Tissue . . Penetration ratio
Case no. administration administration .
(#g/mL) (ug/g) (tissue/plasma)
(h) (h)

1 8.98 3.00 521 3.00 0.58
2 5.55 3.00 5.14 3.00 0.93
. 3 4.80 2.78 7.44 2.78 1.55
Paranasal sinus mucosa 4 4.58 2.65 3.69 2.65 0.81
5 6.69 2.78 8.55 2.75 1.28

Mean =S.D. 6.12+1.80 — 6.01 =1.95 — 1.03 £0.39
6 4.02 2.92 3.01 3.00 0.75
7 9.21 3.25 9.05 3.25 0.98
. 8 2.58 3.17 3.39 3.17 1.31
Middle ear mucosa 9 6.43 3.28 9.83 3.28 1.53
10 6.75 2.72 4.17 2.68 0.62

Mean £ S.D. 5.80 £2.57 — 5.89+3.28 — 1.04+0.38
11 5.87 3.13 8.87 3.13 1.51
12 6.13 2.75 12.10 2.75 1.97
. . 13 5.60 3.08 7.46 3.08 1.33
Tonsillar tissues 14 5.96 3.33 8.98 3.33 1.51
15 5.75 2.98 9.78 2.97 1.70

Mean = S.D. 5.86 £0.20 — 9.44£1.71 - 1.61 +0.24
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Table 3. Patient profile in clinical studies
Paranasal sinusitis . I Otitis media
. Pharyngolaryngitis | Tonsillitis .
[acute exacerbation of [acute + acute exacerbation Total (%)
Item . [acute] (%) [acute] (%) .
chronicity] (%) of chronicity] (%)
25 20 21 47 113
Gender Male 5 (20.0) 6 (30.0) 7 (33.3) 22 (46.8) 40 (35.4)
Female 20 (80.0) 14 (70.0) 14 (66.7) 25 (53.2) 73 (64.6)
Age (yr) < 65 24 (96.0) 18 (90.0) 21 (100) 44 (93.6) 107 (94.7)
=65 1 (4.0) 2 (10.0) 0 (0.0) 3 (6.4) 6 (5.3)
Mean 38.7 37.1 30.6 44.7 -
S.D. 13.6 14.2 9.1 13.6
Body weight < 40 0 (0.0) 0 (0.0) 0 (0.0) 0 (0.0) 0 (0.0)
(kg) 40-< 50 10 (40.0) 8 (40.0) 6 (28.6) 10 (21.3) 34 (30.1)
50-< 60 9 (36.0) 6 (30.0) 7 (33.3) 16 (34.0) 38 (33.6)
60-< 70 2 (8.0) 4 (20.0) 4 (19.0) 11 (23.4) 21 (18.6)
=70 4 (16.0) 2 (10.0) 4 (19.0) 10 (21.3) 20 (17.7)
Mean 56.72 55.73 61.31 59.65 o
S.D. 14.96 11.31 18.51 11.37
Type of Acute 0 (0.0) 20 (100) 21 (100) 32 (68.1) 73 (64.6
disease Acute exacerbation 25 (100) 0 (0.0) 0 (0.0) 15 (31.9) 40 (35.4)
of chronicity
Severity of Mild 2 (8.0) 0 (0.0) 0 (0.0) 5 (10.6) 7(6.2)
infection Moderate 22 (88.0) 20 (100.0) 15 (71.4) 34 (72.3) 91 (80.5)
Severe 1(4.0) 0 (0.0) 6 (28.6) 8 (17.0) 15 (13.3)
Table 4. Clinical efficacy by diagnosis
. . Clinical efficacy Excellent | Efficacy 95% confidence
Diagnosis Total .
Excellent | Good Fair Poor rate (%) | rate (%) interval
Paranasal sinusitis
) o 25 13 10 2 0 52.0 92,0 74.0=99.0
[acute exacerbation of chronicity]
Pharyngolaryngitis [acute] 20 13 3 0 65.0 85.0 62.1-96.8
Tonsillitis [acute] 21 16 0 1 76.2 95.2 76.2—99.9
Otitis media [acute] 32 15 15 0 2 46.9 93.8 79.2-99.2
[acute exacerbation of chronicity] 15 9 2 1 3 60.0 73.3 44.9-92.2
[Subtotal] 47 24 17 1 5 51.1 87.2 74.3—95.2

Excellent rate (%) = Excellent/Total X 100
Efficacy rate (%) = Excellent + Good/Total X 100

b L 0EETPH RO EOPH KekiX 872%
(41/47 1) TdH 72 (Tabled), %P, BHIHROLZ
PEBATE DAL 60.0% (9/1561) THh o720

145 3 HEORENOBMEIL, B SPELo 2%
B4 T 60.0% (15/25 1), iﬂlﬂ W BH 4 45.0% (9/20
#), 2MRPE%E 57.1% (12/21 Bl), b HEB L OB
b B %0 2R 42.6% (20/47 1) TH o720 T2,
KT T HBROAERFEIL, 2 'TéEU%H’“%@%‘I&iEﬁ
91.3% (21/23 #1), iulﬂﬂ{%ﬁj& 89.5% (17/19 1),
PRk 2 95.0% (19/20 B), AEhHLEB X OE WPH
KOBAVERE 81.8% (36/44 1§IJ) TH o7

H BIRGER ISR O 5-# TR O BB E S HFHE
ML, B 875% (35/40 1), %Mk 90.4% (66/73 i)
Th Y MHEIZASNLE D57 (Table5)o E#RITIZ 50

LT OBETIZ 905%~96.3%, 50~60 % T 81.3% (13/
16 1), 60 7&lh F72.7% (8/11 #1) T, 50 i&lh RCTld4
FRIZHAYET LT/, RE Tl 50 kg i T 97.1%
(33/34 ) L wfiiz R L 60~70 kg 1 85.7% (18/21 #1)
T, T0kg LLET80.0% (16/20 B) LAKT L7z BEYWE
FE LR B L OB - A OHE O RAE IS KT T
DREENTIIREZEZIALOIY, EEEKPETD
86.7% (13/15 Bl) TH -7z, FGMMTIX, 4~7 HMT
88.1% (59/67 B1), 8~10 HIHT 91.1% (41/45 1) TH -
720
3)

PEVEE SRS O SPEBEIC BT B X BT R oYL

£
=]

&

PR PER S E 5 D SRS B0 B &G T RO X
PR OYESIE 72.0% (18/25 Bl) Ta -7z (Table 6)o
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Table 5. Clinical efficacy classified by patient profile
Ttem Efficacy rate (%)
Gender Male 35/40 (87.5)
Female 66/73 (90.4)
18-< 30 26/27 (96.3)
30—-< 40 38/42 (90.5)
40-< 50 16/17 (94.1)
Age (D) 50-< 60 13/16 (81.3)
T
&8 L 60-< 70 5/7
70—< 80 3/4
< 65 97/107 (90.7)
= 65 4/6
40-< 50 33/34 (97.1)
Body weight (kg) 50—< 60 34/38 (89.5)
60—-< 70 18/21 (85.7)
70— 16/20 (80.0)
Mild 7/7
Severity of infection Moderate 81/91 (89.0)
Severe 13/15 (86.7)
Underlying disease None 65/72 (90.3)
Yes 36/41 (87.8)
Degree of effects on infection of an Mild 33/38 (86.8)
. . - Moderate 3/3
underlying disease or complication
Unknown 65/72 (90.3)
Antimicrobials in advance None 95/105 (90.5)
Yes 6/8
=3 1/1
Administration duration (day) 4-7 59/67 (88.1)
8-10 41/45 (91.1)

Table 6. Efficacy in radiological examination

Slightl Excellent I t rat

Excellent Improved ety Unchanged Total eeren fprovement rate
Improved rate (%) (%)
13 5 3 4 25 52.0 72.0

Improvement rate (%) = Excellent + Improved/Total X 100

4) MO AR R

(1) EEROHEEHES X U MIC 734

MR =D R AT EE T o 7HERNE 102 FITH -
720 TOWHRIE, B RGHIL 79 BT, RS 7 4
Btk 51 B, IRk T A RETEEE 27 B, BREER 1B
THolzo BWHHBEHNZ 23 TH Y, 2 BRI 16 41,
SWHL LS 7B TH -7 (Table 7)o

S.aureus 1% 34 FEHS - #E S 1, £ O PWEIZ methicillin-
susceptible S. aureus (MSSA) %529 ¥k (12 1kRE] B D
SVERE A KR, SRS S 6 bRk, BEmAkZE 5 HRB X
CEaMPREREEEAPF KOS EILK),
methicillin-resistant S. aureus (MRSA) %33 #k (2
R LMRB X OEEFRE RO ZMERE 24), oxacillin
DEZVED KRB E D 72D AW D S. aureus H3 2 ¥k
(B EIEMESER B & AR EE 1) THo7,

S. pneumoniae 20 #2338 S 1, £ OERI penicillin-

susceptible S. pneumoniae (PSSP) 7512 #& (PR 5k
RKODVEHE 2 ¥k, SPEEMREE S 1 #B L OBk E %
CABPEHE 2 0 2 RE 9 #K), PISP A% 3 bk (12 1k Rl Sk
KOZVERE, SVERREK B X AR RS 1K),
PRSP 75 5 bk (LRI s o SR T 1/, 2MEhE %
BIOEETRHEOZMEMEAR) Tho72

H. influenzae 1 20 ¥k 2% 73 B S 1L, £ @ W& B-
lactamase negative ampicillin susceptible H. influenzae
(BLNAS) 7% 6 Pk (2 PEmEEgE 25 3 vk, SPERMEZ 2 Bk,
2 % o FH %1#8), B-lactamase negative ampicillin-
resistant H. influenzae (BLNAR) %% 14 ¥ (18VER 5pE 5%
DOEVEREE 5 Bk, SVEIEMEIHK 2 ¥k, SMERPRAE 4 bRB
LU HEE3IK) ThoT

¥/, B EEEEERHEROSMEERED O
BE U 72 S. pneumoniae 14 #£ 12>\ C, PBP &£ R E =T
(pbp la, pbp2x, pbp2bBIZT) D/XF — ¥ ZMET L
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Table 7. Clinical efficacy by isolated organism
P 1 Ph -
Organism Otitis media z.iranfis'a Tonsillitis aryn‘g.o Total
sinusitis laryngitis

Monomicrobial | Gram-positive | S. aureus 13/16 (81.3) 2/2 1/1 4/4 20/23 (87.0)
infection bacteria | S. epidermidis 3/3 3/3
CNS 4/4 4/4
S. pyogenes 2/2 2/2
y-haemolytic Streptococci 1/1 1/1

S. pneumoniae 12/13(92.3) | 3/3 15/16 (93.8)
Group D Streptococci 0/1 0/1
Group C Streptococci 1/1 1/1

Subtotal 30/34 (88.2) | 9/9 3/3 4/5 46/51 (90.2)
Gram-negative | M. (B.) catarrhalis 4/4 1/1 1/2 6/7
bacteria K. pneumoniae 1/1 1/1
Enterobacteriaceae 1/1 1/1
E. cloacae 1/1 1/1

H. influenzae 4/4 4/4 3/3 11/11 (100.0)

H. haemolyticus 2/2 1/1 3/3
P. putida 1/1 1/1
P. aeruginosa 0/1 0/1
A. calcoaceticus 1/1 1/1

Subtotal 8/9 717 2/2 8/9 25/27 (92.6)
Anaerobic | P. anaerobius 0/1 0/1
bacteria Subtotal 0/1 0/1

Subtotal 38/43 (88.4) | 16/16 (100) | 5/6 12/14 (85.7) | 71/79 (89.9)

Polymicrobial 2 species 1/1 3/4 8/8 2/3 14/16 (87.5)
infection = 3 species 5/5 2/2 7/7

Subtotal 1/1 3/4 13/13 (100) 4/5 21/23 (91.3)

Unknown 2/3 4/5 2/2 1/1 9/11 (81.8)

Total 41/47 (87.2) | 23/25 (92.0) | 20/21 (95.2) | 17/20 (85.0) | 101/113 (89.4)

Efficacy rate (%) = Excellent + Good/Total X 100

7oo ZORER, PSSPIMRD I B 6 bkAS[ pbp 2x 250K ],
3HRASTZE 7 L, PISP 1 #1&[ pbp 2x + pbp 2b 25k ],
PRSP4 ¥k X v §° 1L & [pbp la+pbp 2x +pbp 2b %5 5
WlTHhotze T2, w2054 FiMEEET T mefA
DIELRA 41K, ermB ORI THE, "% L 3HTH -
7z (Table 8)o PRSP 4 #kix, §XTo PBP AR L,
mefA & ermB DWW & A L7225, GRNX @ MIC i
WIN D <005 ug/mL TH- 720

SR E L BEPE RO S EN S RIL S
S. pneumoniae 14 ¥k 12 % 35 % MICw« 13 GRNX 0.05 ug/
mL, LVFX 078 ug/mL, CDTR 0.78 ug/mL, TEL
005 ug/mL T& Y, GRNX & TEL %% b iU ik
% L7: (Table8),

2 134 #1235 GRNX @ MICy 13 0.2 ug/mL
THY, 77 AR TIRRITH T 5 MICyld 0.1 ug/
mL, 7 5 A RETEH 53 B3 % MICy 13 0.78 ug/mL
TdHo72(Table 9) o Lk IEH B TP MICy X S. aureus
0.78 ug/mL, S. pneumoniae 0.05 ug/mL, H. influenzae
<0025 ug/mL T Y, PISP 3 X 1" PRSP % PSSP & [
MOFRTELETH > 72,

(2) EERPOH R

ERAFEORGRTEOHME KRR ToORERRIZ
89.9% (71/79%1) TH 0, 77 AEVERW T S. aureus
87.0% (20/23 1), S.pneumoniae 93.8% (15/16 #fl) T,
75 NBEVER T H. influenzae 100% (11/11 %), M.(B.)
catarrhalis (6/7 1) T&H -7 (Table 7).

RO KT, 2 WM& 875% (14/16 1), 3
WHLL LG (7/761) Tho7z,

R S D & D 72 R 2 A3 1E, MRSA
1/3 %1, PRSP 4/5 %, BLNAR100% (14/14 #l) Td -
720

(3) EEWH ORI KR

FEIE I DFGHE T IO RFIZ, 42K T 97.8% (131/
134 k) TdH o 72 (Table 10) o 77 ABGIEH Tl S. aureus
94.1% (32/34 ¥k), S. pneumoniae 100% (20/20 ¥k) TdH
D, 77 KEVERTIE H. influenzae 100% (20/20 ¥£), M.
(B.) catarrhalis 100% (14/14 k) T>H -7z TPERE IO
{031, MRSA 2/3 ¥, PRSP 5/5 ¥k, PISP 3/3 #,
BLNAR 100% (14/14 ¥k) TH -7z,

BERT7THBROFEEREIL, &KTI76% (121/124
B Thotee 79 LR TIX S. aureus 931% (27/29
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Table 8. MIC distribution of isolated S. pneumoniae
. . Macrolide-resistant gene
MIC (ug/ mL) PBP gene mutation analysis .
Organism analysis
GRNX LVFX CDTR TEL pbpla pbp2x pbp2b mefA ermB
PRSP 1 0.05 0.78 0.39 = 0.025 + + + +
2 = 0.025 0.78 0.78 0.05 + + + +
3 0.05 0.78 0.78 0.05 + + + +
4 = 0.025 0.78 0.78 0.05 + + + +
PISP 5 = 0.025 0.78 0.39 0.1 + +
PSSP 6 0.05 0.78 0.1 0.05 +
7 0.1 0.78 0.1 = 0.025
8 0.05 0.78 0.1 = 0.025 + +
9 0.05 0.78 = 0.025 = 0.025
10 0.05 0.78 0.2 = 0.025 + +
11 0.05 1.56 0.2 = 0.025 + +
12 0.05 0.78 = 0.025 = 0.025
13 0.05 0.78 = 0.025 0.05 + +
14 0.05 0.78 0.39 0.05 + +
Table 9. MIC distribution of clinical isolates
MIC (ug/mL)
. e}
Oreanism 2228883845588 M
\Y AN
Total (n = 134) 70 42 8 2 2 6 0 1 0 0 1 2 0 0 0.2
Gram-positive bacteria (n = 79) 30 39 4 0 0 0o 1 0 0 1 0 0 0.1
Gram-negative bacteria (n = 53) 40 3 4 0 0 4 1 0 1 0 0 0 0.78
¥R, S. pneumoniae 100% (19/19 %) TH H, 771kt HHE0H b, BIRRAMELELH)IL 6164, 88 1253l

W Tl H. influenzae 100% (20/20 #k), M.(B.) catarrhalis
100% (12/12 %) Td -7z, WHHERBI ORI IL MRSA
2/3 ¥k, PRSP 5/5 ¥, PISP2/2#:;, BLNAR100% (14/
14 %) THo72

(4) P - R

SYERE B L OE P H RO SRR I B W TR Y
T REOERIREIARD [H R ] UL EOFERNIL 39 FlTdH - 72
P, FO)BLEGHTTHRIEAALZEMIZ2H8T
ol 1 BIHEGHT 7 HE D WIS, 5% -
FIROX BT E o7z, Mo 1 FNIE IR O &2
BLUPFGE IZ X 2 HEDFER, W—D S. aureus 12X 5
(%] Thol

5) Atk

TEMMIHRER 121 Fl0 5 bEELHERLDI 1
BlZA LN, ZORNFIZIMP CPK ¥EINTH v, FEIX
(4], HEBRIIBERZ VS L] TREZ < BIE L 72
BHPHPIESNIERA 2 HICA SN, EDH B 161
I [1] O FMARECTHEBRIE [Z08EH ] T
Hotzo MO 1FNIHRE 2] 07 LV F—PEREEER S X
AR TREBRIE [BRZVWH L] THo
72

AL OREBERZM bR WAESRGIT 72 6 132 14
WHEBLL, ZBIEIL595% (72/12161) Tho7izo AE

L, %B&EIEI513% 61/11961) THY, HEENOIFEH
FITHEIEA SN, BRI RERO 2 55.2% (16/
20 %), kIR EE 4% 524% (11/21 1), Atk sk 4%
57.1% (12/21 #l), 2Pk H & @Mk H o Btk
66.0% (33/50 Bl) TH - 720 FEHHED 3% UL EOHEH
g%, BINEE, WE BEIENEN33% (4/121
), M7 K HERN 12.6% (15/119 #1), 17 K
B A 6.7% (8/119 1), y-GTP 341 5.0% (6/119 #) T
Hotze B, AST HEINB L OALT BN sHEIE,
WD 26% (3/117) THh o7z,

RIVER B X OERRMA ML, 21 61 30 - 5BLL,
FEBHIL 174% (21/121 1) TH -7z (Table 11), FHHE
PO FEBER LB MR B E R O 2R TE 27.6% (8/29 f1),
SRS 2% 95% (2/21 B1), 2PERPEZK 19.0% (4/21
Bl), SR E LB E KO MR E 140% (7/50
Bl) Td o7z

3% LA EORBFEORITERE, ¥ 3.3% (4/121 #I) 12
AbN, F72, GRNX A 0FERELRLEIERIZA LN
Lol

MmE, R, QTc EEZ &4 O0BMBEAL T XTO
IEBI TGS L 720 QTc HIFRZEALA® 60 ms %8 2 7= REBI 2%
2BNTA S NTA, T EEFEOARIREIRT T WK
O P 7E 75 R e 20 5 ) & O FAEAT 131 #1/55 & & < HER
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Table 10. Bacteriological effect
Eradication rate (%)
Organism
End of treatment 7th day after treatment completion
S. aureus 32/34 (94.1) 27/29 (93.1)
MRSA 2/3 2/3
S. epidermidis 4/4 4/4
CNS 4/4 4/4
S. pyogenes 7/7 6/6
S. agalactiae 2/2 2/2
S. pneumoniae 20/20 (100) 19/19 (100)
Gram-positive PRSP 5/5 5/5
bacteria PISP 3/3 2/2
S. intermedius 1/1 1/1
Group D Streptococci 1/1 1/1
y-haemolytic Streptococci 1/1 1/1
[-haemolytic Streptococci 3/3 3/3
Group C Streptococci 2/2 2/2
Subtotal 77/79 (97.5) 70/72 (97.2)
K. pneumoniae 2/2 2/2
K. oxytoca 1/1 1/1
E. aerogenes 1/1 1/1
E. cloacae 1/1 1/1
P. aeruginosa 0/1 0/1
P. putida 3/3 2/2
4 A. xylosoxidans 1/1 1/1
Gram—Tlegatlve A. calcoaceticus 2/2 2/2
bacteria H. influenzae 20/20 (100) 20/20 (100)
BLNAR 14/14 (100) 14/14 (100)
H. haemolyticus 4/4 4/4
Haemophilus sp. 1/1 1/1
M. (B.) catarrhalis 14/14 (100) 12/12 (100)
Enterobacteriaceae 2/2 2/2
Subtotal 52/53 (98.1) 49/50 (98.0)
P. anaerobius — —
Anaerobic bacteria P. intermedia 2/2 2/2
Subtotal 2/2 2/2

Total

131/134 (97.8) 121/124 (97.6)

Efficacy rate (%) = Excellent + Good/Total X 100

WCEDBEOHRTWVEFTHY, LIITHNEXROD
5 QTc EETIE 2w e Him &z, 72, PERIIILIEAS
90 mmHg = @i @ 5E B A5 1 B & & I 72 %, $ 5 [ 98
mmHg 7> 5#% 5 4 H#12 86 mmHg & 7 - 72 fEHI T
D, FERIZA SN Do Fzo Z oM, WU IILE 5 20
mmHg D LT U2ZERIAS 23 Bl HI7zhs, wihd
MEDEEIAEN LB OHANTH S L E SN
726
m. % =

AR, B SRR SR GAE (2 33 1) Bk 2 TR o SR A it
PAGBEIEIIEE TH Y, PRIERGITD b b5 3HEs
L 72 WEEEAE B R0 G 2 4 0 IR RO B2 BEm L T v
%o IR VS T SR B 00 A TR TR G TR L 5\ T LI
TR R ZFEE 3 5 72O 1213 PRSP, BLNAR,
MRSA D P 25§ 2 PR G B L ORGH
HIUANDOBHWBITHEZ D 2ERIRO LN 5,

4l GRNX O B SR IR AE 2 14 & L 723
B2 B W, &REWIIH T % GRNX @ MICywid 0.2
pg/mL C, FELERKETIES. aureus 078 ug/mL, S.
pneumoniae 0.05 ug/mL 3 X O H. influenzae <0.025 ug/
mL T& Y, PRSP % 5 I PISP i2B W T PSSP & JH
PHROBWILH 2R L7z, $72, GRNX 2% /7 1 v Rt
WEB IV -7 7 & A RPUHIEF I AR PR G
R L7,

GRNX 400 mg H[ul#¢ 5- 2.5~3.5 K% O v BRI,
F PR X ORI SRS O MRS iR B 1, £
NEN589ug/s, 944 ug/gBLTV6.01 ug/g & HFERH
TORIALNRDP o7z, BAFDOF /10 Y RPHHETDH
% gatifloxacin (GFLX) 150 mg $%5-% 240 4t Ot Bk
T2 47 i BE 2.68~3.64 ng/g, 90~240 53 £ @ J B HLHK
EPE0.06~3.12 ug/g B X U 145~160 53 £ @ L 5 i k5
JiE 1.89~249 pg/g” 12X GRNX I3 i EE R L7z %
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Table 11. Side effects and abnormal laboratory findings
No. of patients evaluated Severity Total
No. of patients with side effects Mild: 15 Moderate: 5 Severe: 1 21
Loose stool 4 4
Gastrointestinal upset 1 1
Stomach discomfort 1 1
Rash 1 1
Drowsiness 1 1
Diarrhea 1 1
Abdomen flatus 1 1
Abdominal pain 1 1
Upper abdominal pain 1 1
Nausea 1 1
CPK increased 1 1
LDH increased 2 2
Amylase increased 1 1
WBC decreased 1 1
ALT increased 1 1
AST increased 2 2
Total bilirubin increased 1 1
Direct bilirubin increased 1 1
YGTP increased 2 2
Blood sugar decreased 1 1
Urine sugar positive 2 2
Urine protein positive 2 2

72, HREH IR IR KR I3 5 GRNX @ MICy % k[0
HiEER L7z 2ORERD S GRNX IR %2 &4 H &
W R BRI R S L L TN R R I S h
726

4l O R ER CTld GRNX OB R IZ KT 894%
(101/113 f81) TH 1, HEF O ERRIDH LS Pk E) 5 5
DEVERE 920% (23/25 1), FERPEA 952% (20/21
B), SPENRMETE S 85.0% (17/20 1), Sk E 7% & 18k
FREROSMENTE 87.2% (41/47 1) & BUF 2SR5 5
N7z WHETOWRBNOARZHIL, 2P H % 93.8%
(30/32 1) B LB H KO SMEHE733% (11/15
) THY, WINbBIFREIRIEE R Lz, 8Wd
HFROAMHEEOFNFIL600% (9/156]) THH, H
# ¢ GFLX, LVFX”3 X OF CPFX" % L [nl % i PR %) %
WA BNz, 72, GRNX OB MR H P50 2
BB XM RO%ERIZT2% TH Y, TELVD 200
mg P 5B 14 B0 X BGER L IEEmuiEF %
RL7Z & SRR RO BERE IS 5 RIF 2B
MELESTHLIDENZL D,

RIEBORGRT 7 HRICBWTH 5K T [k
DHERERALN, BRHAELZIT> P HERXTORIREE
1X26% (1/39 1) LIKMETH B Z &, HGHTED
AHFIZOWTIE, BWEEZHV ) 28HTHs L E
ZbNhb,

MW R (R EER) &, SR ToOmMREIL
97.0% (98/101 ) & B WKW DOBREH A S NIz HE
BT PR BE Je o 2 (20/20 1), 2tERmpkss

(19/19 #1) I X O EMMEERZE (18/18 B1) 13w d
FTRTOREFEIHIL, 2WEhHFREEEPHEOR
PR TIE 93.2% (41/44 1) Th o720 FHRERETH
% S. pneumoniae, H. influenzae 3 & U° M.(B.) catarrhalis
W LT, ER 2 S0 G TR O ONSHRGH T
7THHEOWT NS REHEFIL100% TH Y, F 72, b
AN dolz,

AL ORPBRE HD WA ERLIE595% (72/
121 B ICFEB L 7275, FIVERE 174% (21/121 B1) TH -
720 3% VLB L 7zRIVER & L CHkAE 3.3% (4/121 f41)
DA BN, F oM GRNX \ZHA ZREITERIZA S
Bhrolz

72, GRNX O Z0fbofs e LT, 1 H 1 M OfRZEH
WRETHLI LMD, RFEI XTI 7 ¥ A0 LA
fishiz,

koL v, GRNX EiV iRt s L Rt %
FRRNBAITEZ R L 22 688 o IBEOH &
WG ISR GRE (12 F) S 2 0 kB T, Pk np e
B, SRtk LR E R L EERE Ko 2
) OBBIZB VW THHZIEETH L EE 2 b,

2

B SIAER ISR AR xR & L2 ERRR R &
AT RBROFERICHEE L, TBIML Tn/z72nw/z TR
PR IEBE B DG BRFAT R R O e A 5 IR 72 L E 3 (i
TR ) o

SRR} 72 3o 72 R B
MR ERE S35l

JIH =i, BEFEN i S
Z S H AN N RRIC,



VOL. 55 S-1

B SRR SR Y AE 12X 9§ % garenoxacin O RER RN R 205

AU EZ Y =y 7 MR, BEER R
EHRBNFF REE R WA Z ) FHER  RIERHS, Fi#
BN R AR B 7 ) = 7 RRdEGHE, B H
EF IR, FRE— BB, SRR R B i
EE, HRBEERELb &)=y sy BEARE, Kk
N EFF SR E SR, i —, Ao LIRS AR
FHIE BT REUE R, MSZATEBOEN 57 ) R AL
RERI L 97 Smbe RRILGER, PR N =0T B S eR)
sV =y FEGE, B RFEEAN INTRFAESIMH
EIEE IR, EREAN TARROELZ Y=y
HEIEH, 887229 =v 7 #HHIEZ, EHEEATE
SR RIEWER 2 ) = A ER R3O, A
SR B GRS, H SR L A9 1R Be
T KU
X ik
1) VUrSARER, SaRBE T, ANH IR, ARG, RN,
i -, At 2 88 3 1] T S MR A Sl i R AR 0
WAEEY — XA J ¥ 2R H AT SUHR &G
FERFZE XAk 2004; 22: 1223
2) Kl B, TONSR—BR, BURGRER, FIHE L, s
W, S, b RS E ST 3 % Pazufloxacin
DHEBER - FRRIIARES. T4 1996; 42: 432-45
3)  HAMbFEHEEY S B/MEEHILRE (MIC) Ml
HYETIZO W T, Chemotherapy 1981; 29: 76-9
4) Clinical and Laboratory Standards Institute. Per-

5)

6)

7)
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9)

10)

11)

formance Standards for Antimicrobial Susceptibility
Test; M100-S15. CLSI, 2005

BR, JINRAT8s, WA IES, BEkm, % %
AL PESD PR A HORINMER ISR GSGEIC BT S
Panipenem/betamipron (CS-976) DIEREM, KM
Miato H&EERIR 1992; 38: 37-55

H AR b 2308 0 5 2 U TR S8 B PR B A 323 1) 8 25 B X PPk
RTE AW PSR ERAGE 2 BT 5 Hr b
WEEOBRIFNE (5. HALHESEE 1997; 45:762-78
H AR A BRI 8 SR MG R E il ¢
PUHERIC X 2 IBBIEBNC B ZBIVEM, R 2
HOHEIHE, Chemotherapy 1991; 39: 687-9

BB, EARmER, SR, R8I —
BB, T o, At o S AR USRS E L2 S 5 ga-

tifloxacin @ ZEEENY - BRIR MR, HAL#E SR 1999;
47 (Suppl 2): 372-86

AR, BT, A EEE, KE M &R I,
HEE . B : Levofloxacin O E 98} USV B 4125
9% 8 T A — il PR 3%, Chemotherapy 1992; 40
(Suppl 3): 334-51

& BA BERERS KTHZ, sikBEZ, BHM—
BB, Al s TSR S S e 12 B 1 A BAY 09867
(Ciprofloxacin) D3N 72 & IR ES. Che-
motherapy 1985; 33 (Suppl 7): 978-85

BB, W —B8, & REHkG © Telithromycin
O F S IRMEREIC B 5 MR AT 2 & ONCEI S
JPE g3t A BRIR ARG, HAb#EESEE 2003; 51 (Suppl
1): 279-92

Clinical phase III open-label study of oral Garenoxacin in patients
with otorhinolaryngological infection

Shunkichi Baba", Kenji Suzuki”, Noboru Yamanaka® and Koji Yajin”

Y Nagoya City University, Medical School, 1 Azakawasumi, Mizuhocho, Mizuho-ku, Nagoya, Aichi, Japan

? Department of Otolaryngology, The Second Hospital, Fujita Health University, School of Medicine

% Department of Otolaryngology-Head and Neck Surgery, Wakayama Medical University

» Hiroshima University, School of Medicine

Pharmacokinetic and clinical studies on garenoxacin mesilate hydrate(GRNX), a new synthetic des-F(6)-
quinolone antimicrobial agent, 400 mg once daily were observed in otorhinolaryngological infections.

1. Penetration into tissues: The concentration of GRNX were 6.01 pg/g in maxillary sinus mucosa, 5.89
1 g/gin middle ear mucosa, and 9.44 p g/g in tonsil at 2.5-3.5 hours after GRNX 400 mg p.o.. The ratio against

plasma concentration was 1.03-1.61.

2. Clinical efficacy: Clinical efficacy rates were 92.0% (23/25) in paranasal sinusitis, 95.2% (20/21) in
acute tonsillitis, 85.0% (17/20) in acute pharyngolaryngitis and 87.2% (41/47) in acute and otitis media. Over-

all clinical efficacy rate was 89.4% (101/113).

3. Bacteriological response: Bacteriological eradication rates were 94.1% (32/34) in S. aureus, 100% (20/
20) in S. pneumoniae, 100% (20/20) in H. influenzae, 100% (14/14) in M. (B.) catarrhalis, 2/3 in MRSA, 5/5 in
PRSP, 3/3 in PISP, 100% (14/14) in BLNAR. Overall bacteriological eradication rate was 97.8% (131/134) .

4. Safety: Side effects were observed in 17.4% (21/121), but no serious or clinically significant event was

noted.

Results, indicate that GRNX is a very useful medication for the treatment of otorhinolaryngological infec-

tions.



