VOL. 55 S-1

Garenoxacin ®EJ)VE v MIBIT L Na MR 75

[BE - #£12)

Garenoxacin ®EJLE Y MIBITF BN

B T

{1 = B U

AR

=¥ BN - RE =

Wbz Ttk i A 7

CERL194E 4 A 27 H52A) -

Garenoxacin mesilate hydrate (GRNX) O34 %

SERE 19 4E 8 H 22 H A2 HE)

%729, ciprofloxacin (CPFX) B & U levoflox-

acin (LVFX) % WERIRIEE LTENVEY b2 w7t mhilis Eit L 72,
GRNX, CPFX BX U LVFX IZ2WT, ThZhIEEAAE LT 100 mg/kg % HEIEIRARS- L, #%

5104

B LU 48 KEIfRIC,
A HNTH, 48 W EICIFHI L7z,
72, UVA BGREE (Be5-1% 10~40 43) 12
D, CPFX & ) ®id o7z,
VXD, GRNX oYtk

PR 5 30 R RERIE (UVA) 249 10 J/cm® B4 L C,
POIG % IR IS L7z afiRAEE &L LT, ARPRAHR I 2 AR IS L 72 b %

Z DR, GRNX BT, 24 B IO 48 g & B ITRFICRE I AL N Lo 72,
B THEEEDRLBEA A Sz, LVFX FETIE, 24 R

TGS 24 B X UF 48 BRI 2 D B2
F720

CPFX T3, 24
1/6 I CEEEE DAL BEHS

BT % GRNX oIfitEhiREE, LVFX &IZIFFH%ETDH

(&, CPFX BXULVFX X h 5w &2 5hiz,

Key words: garenoxacin, des-fluoro(6)-quinolone, phototoxicity

Garenoxacin mesilate hydrate (GRNX) i, &l{bZ T3
MAEH TR SRR L2 S /0 U RHEETH Y, R
D7 NFaF )0 REREEIILHE SN TW2 67 v H
BEHREAR L, BEO7VEIOR ) 0y JPiEEE 3R % -
TeHB AL PG Z A LT b,

TnAuFury RREEORENLZEWEHO—> & LT
SERLBBAE A EER EREE 725 T b, BFIC, 6B L U8
27 v FHEHIE % 47§ 5 sparfloxacin (SPFX) B & UF lome-
floxacin (LFLX) OYe#tkidig<, MRICEWTEEEISL
MBS SHTw B Y, F72, 87 v HEHE LA
LA, 6 fiil 7 v Rl % 49 % ciprofloxacin (CPFX)
WZBWTDH, BERIZBWOLBBEUERE S Tw5

ZFIT, AN, 66027 v FEBEIEEE L WHH L des
F-(6)-quinolone AILH 3 TH 5 GRNX D NF %2 AR5 72
®OIZ CPFX B X B RR T b ILH 2 T 5 levoflox-
acin (LVFX) % WWESHIRSEE LCTEILVE Y M2V bE M
B E L 72,

L. MESLVAEE

1. #EWH

GRNX i, BUbZLERASERMZ 7,
gxrgE L L CHWA CPFX B L O'LVFX &, &1k
TN E VW 28, BS5RIETXT
AR T]RE L, EKiLL 7,

2. WHEMB X OFE M
51_ 5o HEYE Hartley R ELVEY b (HAZ ZZ )L
—) ZRH L7ze HHREOMKEIZ 356~393 g DHIPHIC
i)of:o BT = 21~25C, {BEE 40~60%, A%
4 10 191 DL E, 12 Hiﬁ'aﬁ (“FHi 6 Rg~"T#% 6 ) A THEHH
IR L7-fE TE&BET Iy Mr—T(W320 %
D480><H250mm) %}ﬂu\, MM 6 It/ — o,
AREE T 3T/ r — D CHIT L, FEERENY I & 5 R
(FRGAY V¥ —F, HRBETHR L, 74V5—iK
WB L ORIEBE L7k EBHEICY 2
3. G, NGB X OBGE
BeGRg e LCid, BERICKERBON VI LN
WIFF SN HIRMNIGS %2 EIR L 72. GRNX O H®ITE
VEy MIHEEIRNECG- T EE % )k K Td % 100 mg/
kg 123 E L 720 CPFX B X UFLVFX 58 IZDO W T
H L < 100 mg/kg Z5&E L72o
GRNX & 25 5BV DOKERALT I ) 7 L3 TR
BICAB AR CHML, CPFX B X O LVFX 348 &
W CHmL, FLE020 um O 7 1 V¥ — % Tl
BH L2 0EHESGHE Lz, SRS AR 10mL/
kg, VESHEER 3 mL/ 5T, ARIEERIRNIC B 5- L 72,
B, MBI REE6ILE L, B3 AKR Y
[FARICHE G- L7z

CE LR LT R 2-4-1



76 H A AL % 8 %% & M OCT. 2007
Table 1. Score of skin reactions of UVA irradiated guinea pigs in phototoxicity study
Number of animals indicated each score”
Experimental group *
24 h¢ 48 he
(mg/kg) Score Score
0 1 2 3 (Mean) 0 1 2 3 (Mean)

Control [Saline] 6 0 0 0 (0.0) 6 0 0 0 (0.0)
GRNX 100 6 0 0 0 (0.0) 6 0 0 0 (0.0)
CPFX 100 006 0 (2.0) ** 006 0 (2.0) **
LVFX 100 51 00 (0.2) 6 0 0 0 (0.0)

2 Six animals were included in each group.

b The score of skin reactions on macroscopic findings were as follows:
0, no change; 1, slight or scattered erythema; 2, moderate erythema;

3, severe erythema or necrosis with edema.

¢ Time after irradiation of UVA.

Fisher' s exact test: **, p < 0.01 (vs control)
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Phototoxicity study of garenoxacin in guinea pigs

Nobuko Kito, Masashi Kiyooka, Takahiro Sanzen and Yozo Todo

Research Laboratories, Toyama Chemical Co. Ltd., 2-4—1 Shimookui, Toyama, Japan

The phototoxicity of Garenoxacin mesilate hydrate(GRNX) in guinea pigs was studied. In this study, the
phototoxic potential of GRNX was compared to that of ciprofloxacin hydrochloride(CPFX) and levofloxacin

(LVFX) as comparative articles.

Animals were administered a single dose intravenously with each article at the dose level of 100 mg/kg as
free base, and irradiated with ultraviolet A(UVA) of about 10 J/cm? for about 30 minutes starting at 10 min-
utes after administration. The skin reactions of these animals were observed macroscopically at 24 and 48
hours after irradiation. A control group was administered physiological saline.

GRNX showed no skin reaction after 24 and 48 hours. CPFX showed moderate skin reaction in all animals
both after 24 and 48 hours. LVFX showed a slight skin reaction in one of six animals after 24 hours, but the

skin reaction disappeared after 48 hours.

Plasma concentration of GRNX during irradiation (10 to 40 minutes after administration) with UVA was
comparable to that of LVFX, and was higher than that of CPFX.
As mentioned above, we consider that the phototoxic potential of GRNX is weaker than that of CPFX and

LVFX.



