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1. BRENIIFEROBER ONEICRIT 2ERRCET 2 E6%

AT, IRBEIRICER T 2 AMRBEIYEICK T 215 & LT, LAY bAREL . IRNBITH
DR ) 1 RPIEENH SN TW D (EFOHDAH 2017;262(10): 879-84, L < fif 9 mHRIE
1 JRYYEIREEE BRFL 7T 2016; 18(9): 854-60 %5) . L L7223 b, RSRFHOBIEIEZ A LkiiT 5 & |
ZAEME DR E NS S (Arch. Ophthamol. 2006; 124(4): 479-83) . Vi4E, IRFMEM TIX, ¥/ 0%
PRSI DML E 72> T D (IRBV 7T 7 7 4 A 28 IRIBYYE DRk &R < SOBEE; 2009)
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¥, MIEMEREIRR A R & L, A3 1% 5 A RIRA] (AzaSite) % HW VAN TTAERRER (C-01-401-
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wrx, mERBR S Ticsw o | 2 A B o 7 E VSRR STV D D e
EESE X, RV IINVRT 4 VT 24 W ARETHD LT HHEEORINIIZANAIREEE XD, £, &
UFHRToF Ly (196) R AT T Ly (67) 7V a—i, ERLRIWBKESSLTHD Z
DD, BT, T ORI L ORRER T EE DN EME IS DWW TR 2V &R L 72,

FCRBTE Chos

2.R2.2 ZEMHIZONT

HREIX, UTDX 212 % 5,

RUYBNVKRTZ 4 VORI AFF Ly (196) R AF7a by (67) 7Y a—iZ 20T,
ENCTIREHHERSLRINA & L TOEBNRN END, U X255 e LA 28 HERE SRR
H#BR (CTD4.2.3.2-4) IZBWT, HiZiMAIZE A LA (RY AR 7 4V Il RY AF =
FLr (196) RUAFv7ar Ly (67) 7V a—L %) ORIk 23Rz M L., 24
IRINANC X BT IR Dot 2 Enh . RAIOME - AEO#HBENICE VT, 22tk
DOREENE T D ATHEME IR W S L7z, Lo Lan s, @ERBRick VW Cix28 A, & FTiX 14 A
MEBLTHREINEGEOZEEITIHi SN TR 63, MR ZRE L WRFI~EH S -5GE
DOLEVETHRE SN2 s, AR E LTI Sben 2 &3y &l L,

3. FERRRIEERBICET 2B R UIRIC BT 5 FE OB
ARHFEIIHHEGREI AR D DO TH Y 30 % BT 2RBRICBET 2 Bk 03 AR Sk (BB Gk
LEOEH ST, B, UBOETHWAEBEOKE &35 5050 Thod,

x5 HEKE—E
WeEE ¥4 WeEE ¥4
E. faecalis Enterococcus faecalis P. magnus Peptostreptococcus magnus
H. influenzae Haemophilus influenzae P. acnes Propionibacterium acnes
M. catarrhalis Moraxella catarrhalis S. aureus Staphylococcus aureus

M. morganii

Morganella morganii

S. epidermidis

Staphylococcus epidermidis

N. gonorrhoeae

Neisseria gonorrhoeae

S. pneumoniae

Streptococcus pneumoniae

P, aeruginosa

Pseudomonas aeruginosa

S. pyogenes

Streptococcus pyogenes

3.1 BhEEMTIRER
3.1.1  invitro PLETE M
3.1.1.1 EWNEBRSBERRICK T 2H5EEM (CTD 4.2.1.1-1, 3% CTD 4.3-4)

[l N D ARFHERE H SR D R PR/ BIERE (43 B4R < 2005 4F X0 2009 4E) (2519 2 B FEHTE KO TEEA.
CLSI OFEHEIZHERL U 7= S B A RIS TR PR A BRIEY I K W Bt s d, fRIEE 6 oLk
ThHoT-,

19 Jpn J Antibiot 2009; 62: 346-70
D F|Z CLSI DIEHEIEICYE U BRI IRIEDN AW DL, N, gonorrhoeae (213 CLSI DFEXEL|ZHE U - BERERFARIEN AV BN
7=
6
TUvA R 1% TR EAREE



7% 6 EWNERRTEHRIC N 2 BEHTEKOPIETEME (2005 4 2009 4)

. . A GFLX

vl i MIC Ciif) MICs; | MICgq | MICyq | MIC (i) MICsx | MICy | MICq
MSSA? 25 2->64 2 2 >64 0.06 - 2 0.12 0.12 0.25
MRSAY 24 2->64 >64 >64 >64 0.12 - >128 8 64 128
MSSE © 25 0.5->64 0.5 2 >64 0.06 - 2 0.12 0.12 0.12
MRSE ¢ 25 0.5 - >64 >64 >64 >64 0.06 - 64 1 2 2
PSSP® 25 0.25->16 >16 >16 >16 0.12-05 0.25 0.25 0.25
Corynebacterium J& 25 0.06 - >16 16 >16 >16 0.03-32 0.25 16 16
M. catarrhalis 25 0.03-0.06 0.06 0.06 0.06 0.03 - 0.06 0.03 0.03 0.06
N. gonorrhoeae 5 0.06-1 — — — 0.25-2 — - -
H. influenzae 25 1-2 2 2 2 <0.015 - 0.06 <0.015 0.03 0.03
P. acnes 25 0.06 - 0.25 0.12 0.12 0.12 0.25-05 0.25 0.25 0.5

png/mL

— BB Rt

a) AXH VU O MICH 2ug/mL BLF, b) AFH U d MIC A dpgimL Bk, ¢ A3 U 0 MIC A% 0.25 ug/mL LU,

d) AFH VD MIC 2 0.5pgimL LAk, &) N P~_= U 0 MIC 73 0.06 pg/mL LUF

[EI N DIEGYIE B O AT ER . WIRA. M A OVR R ORRIR ST BERR (53 BiESE - 2007 £8) 12592
FHREHIEEOTETEED . B AMLERRIETF 2 OFF R U 7o ORIR R A BRE K O KSR ATIRIE IS
FOMEISh, fRIIRTOLBY ThoT,

£ 7 ENBERSERICK T 2 BEAEROTIEEE (2007 )

AN LVFX TFLX

g MR (gla) MICs, | MICq (glﬁ) MICsy | MICqo (!ﬁg) MICsy | MICg
MSSA 736 0.25 - >64 2 >64 <0.03 - >64 0.12 0.5 0.004 - >16 0.03 0.06
MRSA 744 0.12 - >64 >64 >64 0.12 - >64 16 >64 0.015 - >16 >16 >16
MSCNS 536 <0.06 - >64 0.5 >64 0.06 - >64 0.12 2 0.015 - >16 0.06 4
MRCNS 724 0.12 - >64 >64 >64 0.06 - >64 4 16 0.015 - >16 4 >16
S. pyogenes 509 <0.03 - >16 0.12 >16 0.12-16 0.5 1 0.015-8 0.06 0.5
S. pneumoniae 677 <0.03 - >16 >16 >16 0.25- 16 1 1 0.03-8 0.12 0.25
E. faecalis 683 0.5 - >64 >64 >64 0.25 - >64 1 64 0.06 - >16 0.25 >16
Enterococcus faecium 552 0.25 - >64 >64 >64 0.25 - >64 32 >64 0.03 - >16 >16 >16
M. catarrhalis 534 <0.015 - >16 0.06 0.12 0.008 - 2 0.03 0.06 0.004 - 0.25 0.015 0.015
H. influenzae 675 0.03 - 16 2 4 0.004 - 8 0.015 0.015 0.002 - 16 0.008 0.015
N. gonorrhoeae 110 <0.03 - 32 0.5 1 <0.015 - 32 8 16 <0.015 - 32 8 16

png/mL

3.1.1.2 EWNERKRRABRICZKT 2 BRRLBERICS T 2P EEMSE (CTD5.35.1-2, 5.35.2-1, 53.5.2-2)

[E N IAERAER (SIP-0118/3-02 3Bk, SIP-0118/3-05 AR & TN SIP-0118/3-06 5BR) 28317 2 IRBRSE
Hali OYEERE R OEGIR 3 BER I 63 2 RO HTETE MDY CLSI OFEMEEIZ LV Mt S, #ERIEER 8
DEEBY ThoT,

TVwA Ty RIRIE 1% TREGER AR FaERGE




#8 EWNHIHERROERSER (PHEESERE) IS 5 AROFIEESE

SJP-0118/3-02 7k e SJP-0118/3-06 7k
ik, gt | SPIISSE I (BRI A 5,
e SV EIRPERRIE B X5 - AHERE)
” MIC? » MIC? » Mic?
¥ (i) MICgo HRE (i) MICy | #REK (i) MICgo
Sephiocoests - - - ! S S I Bl M
6 0.5->64" >64"
S. aureus 39 1-8° —o 3 >64 - >64 — 45 1->64 >64
2 d) 2 ’ 2 d) —d
MSSA® — — — 3 >64 - >64 — 43 1->64 >64
MRSA? — — — — — — 2 >64 , >64 —
Staphylococcus auricularis — — — — — — 1 0.5 —
Staphylococcus capitis — — - 3 05-1 — 5 05-2 2
X . 1 b) >64 b) _ b
S. epidermidis 49 564 - 5649 ) 19 0.5 - >64 >64 122 0.25 - >64 >64
MSSE 9 — — — 7 0.5 - >64 >64 70 0.25 - >64 >64
MRSE" — — — 12 0.5 - >64 >64 52 0.5 - >64 >64
Staphylococcus haemolyticus — — — — — — 1 1 —
Staphylococcus hominis 19 >649 —a — — — 5 0.5 - >64 >64
Staphylococcu intermedius — — — — — — 1 >64 -
Staphylococcus warneri — — — 2 05,1 — 7 05-1 1
Staphylococcus xylosus — — — — — — 1 0.5 —
Staphylococcus lugdunensis — — — — — - 5 025-2 2
Staphylococcus caprae — — — 1 1 — 4 05-2 -
S. pyogenes — — — — — — 1 0.25 —
b) b) b
S. pneumoniae ;d) 0.12>51’6>16d> 9 - - - 17 0.12 - >16 >16
PSSP — — — — — — 11 0.12 - >16 2
PISP? — — - — — — 5 0.25 - >16 >16
PRSP¥ — — — — — — 1 8 —
a-hemolytic Streptococcus — — — 1 >16 — 7 0.06 - 8 8
v-hemolytic Streptococcus — — — — — — 1 4 —
Group G Streptococcus — — — — — — 1 0.25 —
Corynebacterium J& - — — 28 0.5->16 >16 119 0.06 - >16 >16
P. magnus — — — — — — 2 >16, >16 —
P. acnes — — — 29 0.06 - 0.25 0.12 139 0.03 - >16 0.25
" L T T s T |
Neisseria meningitidis — — — — — — 1 0.06 —
H. influenzae 19 29 —o — — — 7 05-2 2
BLNAS" — — — — — — 1 1 —
BLNAR™ — — — — — — 6 05-2 2
Haemophilus parainfluenza — — — — — — 1 1 —
M. morganii 19 32¢ —° — — — — — —
pg/mL
— YL

a) 2BREVTFIERME, b) RERZE. o) FWIME - SMEALIRIERRRINE, d) RFE%R.

e) AXHT VU DMICHA2ugimLLL T, ) AFH U DO MIC 28 4ug/mL Lk, g AFH U o MICH 0.25ug/mL LR, h) 4
XYY D MIC A 05 ug/mL LL b, i) _ReP_=U »® MIC 23 0.06 pg/mL LT, j) R P~<=2Y »® MIC A 0.12 pg/mL
B 1pgmL BLTF, k) _ePn_= U O MIC 2 2pgimL 2L b, 1) 7o ES Y @ MIC 28 1ug/mL LA, m) 7> e U 2o MIC
A 2 ug/mL LL k=

[E PN AR (SIP-0118/3-06 §BR) 1B\ TS N5/ 1 VlERRR 12kt 2 AR OB TE
PERNRRTENT-, FERITERIDLEBY THoT-,

2 staphylococcus J&. S.aureus, MSSA., MRSA. S.epidermidis, MSSE., MRSE /% LVFX ® MIC %% 4 ug/mL LA D4 S, pneumoniae,
P. aeruginosa X LVFX @ MIC 78 8 pg/mL LA EDIGEITF 7 1 Uittikk & B ST,

8
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£9 X/ v iERRICH 2 AEKOFEENE

R S (E MIC (i) MICs, MICq
Staphylococcus R (435) 0.12 - >64 1 >64
it (182) 0.12 - >64 >64 >64
S. aureus Bt (113) 0.5 - >64 2 >64
it (16) 2->64 >64 >64
MSSA R (113) 0.5 - >64 2 >64
it (8) 2->64 >64 >64
MRSA Bz (0) — — —
it (8) >64 - >64 >64 >64
S. epidermidis R (224) 0.12 - >64 1 >64
it (149) 0.12 - >64 >64 >64
MSSE R (181) 0.12 - >64 1 >64
it (47) 0.12 - >64 64 >64
MRSE R (43) 0.25 - >64 64 >64
it (102) 0.5 - >64 >64 >64
S. preumoniae R (59) 0.12->16 1 >16
it (0) — — —
P. aeruginosa Bt (8) 16 - >64 32 >64
it (0) — — —
pg/mL
— YL

312 TR Z7 740 (3% CTD43-79)

S. aureus, S. pyogenes KON H. influenzae % 1/8 X MIC OAIKIFLE T T 21 [k L7 & & D MICY D%
fb3mat STz, ZOREE. S. aureus. S. pyogenes N O\ H. influenzae \Zxt3 D AFED MIC 1% 4 %5, 2%
LOR2fHIZER/ LT,

3.1.3 in vivo PiETHME
3.1.3.1 UYXRIRERBYET T MR 2 HEEME (CTD 4.2.1.1-2)

S. aureus (ATCC25923 k., #FEE & : 1.41X10°CFU) Z#AROAREITENER S N- v X (KEE1E
T~8 i) |2, BEHERE 5 RERIE D O AIRE ORI SUTEA (S Vv =0 AEEY) A3 12 R
MET 1 H 2E 2 BEAIRES S4, W 48 Il 12 O A BT O &, WONTHERE 5, 12, 24,
36 SO 48 BT O RTIREREYLEIERY BSRET S, TOMR, AR 1%35A & g U CERKE
Pl U, ARSI BT AR GSE SR 2 i L 7=,

3R HREICBIT B EEOH
3.R1 AEOFEEMIZOWT

HEEA X, RN A AREOHEEMEIZ OV T, LTFTO LI IZHBH LTS,

H. influenzae (PT-739 #f) ZXUEWNHR SN7o~ U AIAEZ R AKE Lz & & AREONNIRE T i
FIRED 40 5L ETH D | ARG 48 Btz OiNIREZITEGE O MIC 282 DRENHEF S hZZ &
MHEINTWD (AIEEEEE 1995; 43(S-6): 95-9) . F7z. AN CERBIN TV DRI 1% A AARA

(AzaSite) ZHAWEFITPEEEIZ T A 202 AMRKEARERE L, £0% 1 B 1[E5 B REESRE
B U= REOARIEDOFERE PR EEIL, ARIK 1% 5 RIRAIR 5-50 48 KReffl 20 D GHT 48 HE[#L £ T,

¥ HALHEEE 1995; 43: 68-83

4 Retsema 5D F{E (Eur J Clin Microbiol Infect Dis 1991; 10: 843-6) (ZEH#L L /- M EIR A A IRIENH W B LT-,

Y HEREOBREROEE, ABEE. HEEE, RBHEERRE, IRIGEEEE, RERRRE, BEORE, Sy, TR,
AIEZRIC OV TR a7k LRFTE iz,

9
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AzaSite % FIV 7= Ml B PEAE IR 28 1t R O HEs 55 MAHFRER (C-01-401-004 5RER1® ) T & 7= B H R D EfIR
SrBERE (496 ) 17 @ MICgo (16 pg/mL, 95%(f5#EX R [16, 64] pg/mL) Bz CHEFFS L THRL, K
DRI ~D @ WBATHE & IE M R ST % (AmJ Ophthalmol 2010; 150: 744-51) , AzaSite %
W2 RSNV TTFAEABR  (C-01-401-003 FRBR1® ) (2T, MIEMERE IR BB 1Ok D R R oW T,
TR (77 8R) 1Tk 2 AREOEIEDSREE S 4L, £72, AzaSite & HW oS ITAAFER (C-01-401-
004 #HR) [T\ T, HIEEMEREIER BEF ST DR IRICONT, F T T~ A EHIRL T, AR¥E
DA R @VMEA AR T2 Z L n . ARIEGIRE GRECIE, ARIEO IR NI E G 2% R
FTIREIEL TWDAREER B 2 bl b,

PLEX D | invitro IZ8B1 A HLETEEDMEWG A T . ARG ~OBATIE R ONHE L R R &
THZEND, K%@ﬁmmf I IR RITE N LR HIRFE LD,

X, UTo X 12825,

FEINERR DB & O T2 B ORGSR (3.1.1.1 K (N3.1.1.2 2H) 7°6 ., HFEEIGEFEY O 9 6,
A T NTYEKROT 7 RENTKR T 2 ARIEDHETEMEIZ OV T —E D BRR /7 BERR T MIC 2V & fE %
L7 BN 5 B OO, invitro (2B W T, BRLRFIEEHIIRD BN TR, ﬁﬁmfﬁ%ﬁﬁ
RAEZALDBFED SN TV W2 L 2R LT,

HEEHGEMEO D b, 7 RURER, LV EREEDO | RERE L =2 ) 27 7 U 7 ARIZOW T,
Staphylococcus lugdunensis, Staphylococcus capitis %5 D — i D iR 77 BfiE T MIC 2MEE 2 7R L 728K 23589
BNDHOD, 1FEAEDEERSEERIZS LT, MICe I 16 pg/mL X1% 64 ug/mL B L& TH Y | 15
BTV S invitro D7 —Z 2 BIFHIEIETEIIER ST\ i W e B 2 5, B PEICBET 2 T A3 D
ANECEED L HEERERTHDL Z L0n, RETORERTERZ T, IV‘JEGEF” %’E*FEODﬁi xﬁ“é
JEZMEDHERR I Z DWW TR St S HFRINE LTV, Flc 2 ANE DA 12T, BRI
iRt o LENRH D,

IRFESFTIZ T 2 ARKDOBIEIREIC KT T2 HGEE OB 2B E 2. #Esk, RIBZ, ZREY K OVRSE
*ﬁﬁz‘Héﬁ%@ﬁ@@\&vﬁﬁ®@%-@%: DS EEIC OV TIE, 7RI KOV T.RAH

T g Do

191 Ll E OB A 2 e L, A 1% A SIRA (AzaSite) OFIMER L EMEEZRFTHZ L2 HME LTESH
tk7§v4>vn3%ﬁwﬂ%ﬁ%kLt%ﬁ%m:iﬁﬁﬁﬁﬁ%m@ﬁ%o%E-%%d\$%1%€ﬁﬁwﬂéﬂ%wml
2E2 HM, Z0% 1 H 1 3 HREARE S, I b7 T4 03%AIRMA 1 H 4E 5 HRARKREST S L LBESNT,
BRIE H TH B FG5BLA% 6~7 B BICERREROMK (RIE, IRERFEIT N OHRISFEEFE M. 3 fEROWR) 237 @%ﬂt%
BR# OEIGIZONT, AzaSite #£ 79.9% (127/159 f5) . b7 T~ A B 78.3% (123/157 ) TH Y., b T T~ A T ATx L TARE
DENEREVMEA DR STz, BEMIZOWT, EHHEM CHEFSORBEIS . H1) L OIRBHOFTHMIC ZRITRD bk h o7z
(3% CTD5.35.1-5) ,

W F|Z, H.influenzae, S.pneumoniae, S.aureus 7343877,

® 1 %Ll EOMIBEMREIER BE Z R L L, A3 1% 5 AIRA (AzaSite) OFMER R ERHFT2Z L2 HNE LTEBSH

T21AH (FF8R) 5t e U EIEA b " EIEFOE TR bR ER, ik - EIE, AR 1% & A SIRA UL IR 2 5 2RI BID 2

Hifl, 20 QD3 HMAIRE G325 2 & LRE ST, FEFMEE CTh 28 5% 6~7 H BIZEAEROW R (IRAE. IRERS

BT 1 K OMRGFE IR TS 0> 3RO 23588 BN T-HHRF OFIGIZ 2T, AzaSite £f 63.1% (82/130 f51]) . ZEAI#E 49.7% (74/149

) THY ., FEAIEEE AzaSite B & OXFERIZEB W T, FEFFEOICEERZENE® b (p=0.03, Fisher’s Exact test) . HEANZx§ %

RIEDOEEANENREE S T, BEMEIZOW T, AzaSite BFEDZMEITEAIRE L FIECTH-7- (5% CTD5.35.14) .

ARFEOBFEICINT, HEEIEE - DRO<WEISHEME>O @) K €7 2787 - h&T7—V X IR0 FFohiz (R4 &

W) .

ARFEEOWIRITI T, PRk 16 45 9 A 30 AAHEARES 0930002 54212, HFERIHE « SR <WISEH > 0 To i M L > ERE

I TV ERER ) ICEE STz,

AFEEOBREICIN T, HFEIEE « D1RO <WEISIE> O TZRNE - 2PE(LIBVETRE) 13 TFkE [CEFSh (TR4ASH) |
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4. FFERREWERRRABRICET 2B K OEEICK T 2EBEOBI

ARHFEICEL, U FICAREZ GRS Lz & & ORI K O AN T > b ;K%%%}:D&ﬁ L=
& X OEWBIREN R S 7o, BEEE IR, REAGREE L, 2FEERRICBAT L% OEY e
ARIEOROUTFHARNE G ERIFEE B2 6N Z Lo, RIREGEHROEE T, mﬁmoﬁkrﬁ%*ﬁ
P AT AR BRII S Lo T R LT D,

?%ﬂe“@mﬁf& IR, R, A, KK ORI OARFGRE, WNZT v N OMEF OARFER R
B OREIZIL, LC-MS/MS IEXHWHE EE TR %% 1 0.025~0.Ing/mL  (14E) | 0.01~0.1
pg/tissue X 1E 0.0005 pg/mL (JRIK) . 0.01~0.1 pg/tissue XI1E 0.0125 pg/g GREE) . 0.1 pg/tissue XiE
0.0125 ug/g (FAE) . 0.0005 pg/mL (F7K) | 0.1 pg/tissue X% 0.1 pg/g (ARER) ]

B, FRIEREHORWRY | PK /NT A —H T EHE CTRT,

4.1 I
411 HEHRERR (B35 CTD 4.2.2.2-1)

AT HF (HEE 6Bl OMARICAIE (0.5%XE 1%) 2 % 25 pl? FORERIRES Lz L & ol
HEROARIED PK /8T A—H (TR 10D LBV Tholz, AEDIMIES Crax S OYAUC 1F, FARAIEEIC
BIsterathfil LT L 7=,

£10 FE (05%Xit 1%) HERBERSFFOMmIES PK X7 A —%

RIBAIRE (%) %k Toax (h) @ Cuax_(ng/mL) Ty, (b) AUCos0m (ng-h/mL)
0.5
0.5 [0.50, 0.50] 2.18 13.1 12.1
6 0.5
1 [0.50, 4.0] 4.37 9.5 22.8

a) HOE [HEF]

412 REHRERR (CTD4.2.3.2-7, 3% CTD 4.2.2.2-2)

AT (6 BI/MER) OMARICAIE (0.5%) 2 Z 1[E 260l §°> 1 A 1 [A] 5 A FKERRE S
L7z EOMEEFTOARIED PK NT A—H T, £11 DELEEBY Thotz, £/2. AOUYX (IS 3 F)
OMIRIZATE (1%) 2% & 1 [\ 50 ul2> 551 B 2 [8] (8 REFMEE) X 1 B 3 [8] (4 RefE[ERE) 4 HH
KESIREEG L L EOmEFORIED PK RTA—Z TR 12DLEBY ThoT,

K11 AFE (05%) RERRZREROMEF PK T A—F (BAETTX)

[ZES BEE Tiax (h) ¥ Cinax_(ng/mL) Ci_(ng/mlL) Coan X1E Cew_(ng/mL)
1HE 0.5 1.99 1.85 0.20
=
B 6/ 5 HH 0.5 291 1.78 0.35

a) A R IE AR 0D S B PR B S B KB % B AR

2 E%BAK &A1 5HFNACL R,

B R, v X 2ROV ARRSRBRICB T2 REREIT SO UL BETH Y  (Fundam Toxicol Sci 2017; 4: 95-9) . 50 uL RE O &5
B CIIRHEESNNRH T2 Z e RRETRETH D Z LD BINK OIRMEEEA~ DS IR TREITEM TH D L BFHEEITHHAL
T3,

¥ EEYBAK &8/ T 2HENHN LN,
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12 FE (1%) RERBREFOMET PK XFA—F (FEUVTX)

" % - Crmax AUC.121 AUC.16n AUC,.,
A a)
&5‘@%[ @J;& *PKEY H Tmax (h) (ng/mL) T1/2 (h) (ngh/mL) (ngh/mL) (ngh/mL)
1HH [0 5%58 50] 149+3.9 15.8+6.9 35.6+4.2 41.8+43 759+73
10 2[H 050
28 A H [0 5(') 1.0] 142+21 33.7+153 475+8.1 59.0+10 205.0 + 88
3 —
1HH [0 5%58 50] 13.3+£3.6 209+12.1 40.8+6.4 48.7+6.6 106.0 £ 28
1R 3 —
28 HH [0 5%58 50] 153+14 17.9+185 70.8+3.3 82.6+3.8 160.0 + 84
R AR A
a) RAE [FEIH]
4.2 43Ai

421 HEHE (3% CTD4.223-1, 4.22.3-2)

a5 (16 B/ OMIRICAI (0.5%) 2 % 26 uL?® J SH[A IR L L7 & & OFRK,
fBE, A ORI OARIED PK RT A—Z 3R 1BDOLEBY Thot-, £/-, HEOUHX (L 6 BI/E
J) OMIRIZASE (0.5%31% 1%) 2 % 25 ul?® FOHBELEIREE S L7z & & ORI & OFEH OARFLD
PKAIRTA—=ZZRIADEBY THY , FREOFEIEH OARIED Crax LY AUC 1X, REICB B TRkl
il L CHA L 7=,

F 13 A (05%) HEIRIREZGEEORMMT PK ST X —F

R 5155 Tmax (h) Cmax_(pg/g) Tz (h) AUCos24 (pg-h/g)
TR 0.5 180 8.4 278
ffs 2.0 20.0 46 213
Ak 6/FF .
£ 5 e 6/ 0.5 17.4 72 223
R g 1.0 50.7 110 346

a) A AT A 0D S RRAR A o 5 B 3 e KB % 7 9 IRE AL
# 14 AIE (05%Xit 1%) HEERRESROBRERF PK T 2 —F

HEK RIBFIEE (%) %k Tmax_(h) ? Crnax (ug/g> Tz (h) AUCq5.24n (th/g)
- 05 1.0 871 - 413
R 1 i 05 288 - 633
o 05 05 301 141 394

1 05 82.7 135 831
—HEHERhT

) AR A5 0D TR IR 1 E 7% i KA 2 7 5B A

422 REHRE (3% CTD4.2.22-2, 43-12)

AT (6 F/RE ) OMARICAZE (0.5%) 2 % 106126 ul? > 1 H 1[6]5 H fSHE AR5
Licd &, RRAOEBETORG% 1 HE2S 5 HEDORHOARIED Crax 1, Z£1Z740 101~159 pg/g
J N 27.9~42.0 pg/g THERS L. RIEH G K D2 AREKREOEHIIRD beh ol v X (44l
i) OFIRICAZE (1%) 20 2 1\ 30 uL?® 1 H 2\ 2 AMKESIREEG L, #7C1H1ES5 B/
KAERIREE Uiz & b7 7RI GG 2~3 AN T—E L 2o Tz,

43 3
43.1 invivo fE (CTD4.2.2.4-1)

A7 > b (36 ITARIK 50 mglkg Z HEIRE A G- Lz & & | i FITIEFITREEDFE O H i,
35 OREARITHT T D5 REH OEIA X, DES, 3>-N A F /LR, 6-N Bl A T ARKE O HAZ 3%
NEH 17.8%, 1.32%, 0.14%} X 0.03% T -7,

2 3 Ocul Pharmacol Ther 2009; 25: 433-9
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4.4 BEi:
AFEDOHEMIZ B 287 7= 2 BRI HR HE S TR L,

4.5 Ry EREFERIHEEIEN
I D H B RE“FHIFA AR BE 3 2 872 2 el BR AR 1 3 3R H S v Tunany,

4R HEHEIZIIT A EEOHK
AL, R SRR BT 2 FEE R R BR A 1T HE S < PK TR LT, BB D RIEIT 22 &k L
7=,

5. EMHRBRICET 2 BER OB D EEOBK

AHFEITH R GREIARD O TH DD, REOFMERBRAGE IC OV TIE, Y Ae~ v 7§ 250 mg,
vAn~wy 7 A7eANEH 100 mg, YA aw v Zfk R, AR~y 7 siREEREH 500 mg Ol
A TEAAGR R A A 2 T D, ARGEICE LT, S IR G # R BR i & OV Dt 0B (Fz
JERAEMERR) ORGE R Sh Tz,

51 RERGHMERAR

U F & Mo 28 AR 30 HRISE AR G-mtEakiR, Shas v ¥4 vz 28 MR Rl
M, KO =27 A4 i vz 14 B B RAE SRR G- 3R Elin S 41, 25 K OIR/TrO &
PEDSFEM S 7z (£ 15), 728, U & Hu iz 28 H BRE AR 538 Cld, @% OIREHA0M
T2 T, WEEM KGR, IRERE, ARBEMRA, IRERA K OVFIRO & B 7 H R A 23 F2 i
STz,

FARREH R E LT, IREHRE CABNRE, RIS SR CARE LR OMIE Z 2R LR 5
iz, ABHRENRD SRR T, AR LA BIZ SN (CTD 4.2.3.2-4 X1 4.2.3.2-6)
ZEn, AEOEEITABRMEOZERAGICER L TAEL D & FEE T LTV 5,
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£ 15 RERSEHRBREGE OB

" WEE | R
HBT o 2 5 B LR B Zkl
L ° (%) CTD
®E 2~28 H : AKEE
528 B : AKEE, AR VA LR
i (%E> ﬁ%ﬁﬁﬁ%%ﬁigggggﬁgg‘
e v 4 % 2 BV H i SRR 2Rl £ DI .
(Dutch) SRER T 0V 1 IRBRAEIE . RRAR IR MR K L gy | L | 423.2-4
(=17 56 A) gwmgwm\ww%ﬁmm%ﬁmw@
M HY
30 H
%&Kﬁ o CEVR) - ggﬁggf%&mwgwwmgwm U | ansns
(E178 60 F)
o =2 R - R, AT A O
\ Yo Zehaft. £ R B BRI AL -
itk 7 -3¢ o ! 0 a3 | BROMEROME S
(Dutch) (E1# 60 3 5 30 BICAEEEROIRIES
B it : AR R R, 2 O
Bl Y
T QE/AROS W) AELEOW
JARL 2N, IRERRSREOD SR b 2 o> Sl
28 00 GEVE). | EZRL - k. RN - b
e - + LQEVR) | | BORH EEAROMREDOSE, & | | | 45500
(Dutch) = (17 28 | GEV/A) | BEERORBEEICH TS ) Y — A 23.
it 84 H) RN Al MR
RIELOD U 7 ) — G MR S E T
M HY
14 H
(~2H:2 E/ES sk
_ . 3~14 H : 1 [E/B . %
B =7 A Pv AR T 0v. 1 L 1 42328
(=115 28 H
Xixs6 A)

a) HA (Eic=7 NEF NI UK, 7 o UBERER, D-vr =, RYIART 4 BAK KOKRY ¥ T
Ly (196) RYFAXTFavr Ly (67) 7Y a—Lx2ate)

52 ZOfORER

su,xﬁ%wﬁéﬁﬁﬁ
EMRERSLERBREZ B TRACE EN 2R (XY KDY Y*) (22T, BUEE FRZ

25 X KON Y BERET LRI 1%EIRAZ V=730 28 HRE (CTD 4.2.3.2-4) K130 HFE

(CTD 4.2.3.2-5) A8 SR # 53 EalBr iy Ehe < vz (38 16) .
ntu\&b %j/bfcﬁz])of:o if:\ X*

DT

(2 R DHTT- 2 e R

#Z28 1mg A&hili ( v* g, X
7 "7 =7 CTd D CASE Ultra T (version 1.62.1) Z 7= in silico fENTH Tk S,

N

wu&b Eﬂ’bfcﬁfﬁo 7L:o

14

KO Y*

vy THH LMD, BB LT,

T~ A T RRRIE 1%

* %ﬁiiﬂmu rﬁ %&Tﬂ{

WFHORBRICEBWNTH, X KDY Y*
X1 BY7Z0 D b ~DIRE
(Q) SAR v
EREWNOT T —

THUER A FEWREE

Bz 1z,



£ 16 Tl 0 KR 5 BHERBREE OB
HEE | B

- 5 R - Y
HER p B 5 HiH . FE P A 2 &t
RS (%) (%) CTD

1 (W% Y*Y &%) :

¥ 5. 22~28 B : AEREE

$5.28 B : AEIC VA LB A Y EEE,

AR L OMIRE b, IR R O

B RERE_b R7 HRE D 22 Rk

28 A 0 EEN BV

e eEm) |1 @y | LWEX AR

(Dutch) R + Pas: ¥5.28 H : AEIRER 4232-4

(@@ 56 E) I% X* ) A;ﬁ-) &‘—f’l 28 H : ﬁﬂ%c:7ﬂ/7j— I/’E/f :/;jé@&f\
= AR E iR o2k, ABRHRE 0%

fafb, ARE BB oIEEL, IREREEE, R -

A o B OV L el S 2 i ' D 22 i

1k, ERERFE I ARIRHEIRIR T, B io 5

JE AR IR

EEME . HY

> 30 H a) I% Y* ) :

By i GEI | g v o) | ABEROSRIEEIEO N1 — | 42325
(178 60 H) EHRHE : &Y

a) EF (Flz=F Mg MY v Ak, 7T UBERER. D-~r=br =, RUBILERT 4, BAK RKORY FFL=FL
(196) BV AFvFuvry (67) 7V a—LizsEt)

b) R Y ZHREETD 1%T VR u<A v KT

c) Ry X* ZHPNEETE 1%T P RAa <A v KR

d) T Y ZRREETD %7 VAa~<wA v 8lE

5.2.2 RRERRAEMRABR
~ U AEHWTERETY o gl (LLNA) 2N El S v, BEREEITERO bhshno7z (F17)

£17 FERBREERBRRE O

i
E BB BB BB Bk
CID
I WIS BRI AT 1% AT, R (250 mgml ~% T /0
FF S TR | BEC TR | VP AT AT ) DB (72 bR ) — T | BIEERL | 423774
) % 1A 163 B

SR BT T 2 EE OB

5R1 AEHFEHDOY X725 T

B IX, A E UV XOIRKICKERS LI GA TR b REATROBEZNEREL e h~0
ZEMIZOW T EZ R DT,

HEEE L. AT X DI/ L,

U EAREOMIE 2N L, BFEBERATY VY — MM NRE & L THERR S N2 &G

(5.1 Z) | KIENGA A MRS 2G5 2 LI2E 0 AEMIEIZ ISV TERARE MY R
BIENRH LIz L Hran D, ABICKIT2 Y VIEEEIS, ABRREBZFETLHKEEX BN,
ARIEP AR AN E O BERGENZITRO 5T 1 B 21 14 HUANO D Y257 5 RIEA

IR G056, K14 BREOY T 5 RAERIRE G OBE 213, ABHREITBIZ ShrihoT, L
B AAIORNE - HEOHPANIZIB W TE MMREIZ ﬁ$$%7ﬁ%§iﬁ‘éﬂ%f RN EEZ D8,
FERFRAR RIS T, AR 2 BT RO b BiL, i FE BV TEERET 5 FET

%, £lo, AAOREGHEO LRZ 14 A & &E L., Yﬁ‘f‘%i%?@ﬁd\ﬁ%@,ﬂ;ﬁf’aﬁ@&ﬁ Rl YW
o, PR CEEMELTT O,
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PRSI, FERRZ 2RI B T 2 ABEOERFEITARFICOWTERMELZITHY Z LTy LB 2 5,
UG HE b ED e MBI 5222 TR22EL N TRS THHTT 5,

6. AEMIEAFRBRK OB T 250, BREHERARICE T 2 BRI N HBIC 81T 2 BE O
6.1 AEWIAIFRR K OBEET 25k

ARHFEICER L., AEWIRAIFIC BT 58 72 2 BRI TR H STy,

RARRBRICIWTIR, TV A~ A v r— K aE a5 AT 5854 (SIP-0118/1-01 7R, SIP-0118/1-02
AR, SIP-0118/3-01 7R} O SIP-0118/3-02 #lR) XIT A~ A v K4 (SIP-0118/3-05 7R
JZ O SIP-0118/3-06 #fR) 2 E AT HRANEH S, TVRAa~ A v KW %E GA 3 2 8K 23 1k
RRAIE Sz,

t MSEROARIERE T, LC-MS/MS 5 (E& TR : 5pg/mL) 12XV HlE Iz,

6.2 [ERARIKEHER
ARKHGEICEE L, EFREGERE 255 & U725 1 AR AR N PR S 472,

6.2.1 REFHRE TR DG
6.2.1.1 2 1#ERER (CTD5.3.3.1-1 : SJIP-0118/1-01 <20 £ 5 20051 A >)

AR NGRS (B8 6 ) ICAEE 1%mIRA 2 MR 1 [ 1{i%9> QD X% BID 7 A MIE A
R G L7- L EOMmEFH PK XNT A =X IZR 18D LBV ThHhoTz, 2B, 1 BOFEEREOENZLY
Cumax X OV AUC [ZBHZE 72 213380 Do 7z,

#£18 AR 1%ARFARERRZFREOMIPFS PK VT A —F

% % - AUCy.12 AUCy.
A a)
BB R %k BRELH Tmax () Cuax (ng/mL) Tin (h) (ng'h/mL) (ng'h/mL)
6 1HHE [0 2(;'2350] 0.99 +£0.52 112+5.15 1.16 £0.56 1.60 + 0.60
1H1E - 0’5(')
6 7HH [0.25 '0 50] 0.71 +£0.34 19.1 £6.33 1.66 +0.68 3.75+1.87
6 1HHE [0 2(;'5(())50] 0.63 +0.35 12.0+2.18 0.86 +£0.44 1.24 +0.55
1H2[E - 0’38.
6 7HH [0 25' 0.50] 0.35+0.13 179 +6.10 141 +0.54 3.74+1.90
FHE R R ZE

a) HOE [HEF]

F o, ARIE 1% SIRAIE GRI#%IC AL —LEG 2RO OERBRA A I S v, QTcF MkE dffxH i
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ARHTEICER L, ERAIMEROZEMEICETSER L LT, R 19 IR THARRBRERE S IZH S hviz,
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7.1 B 1ARER

7.1.1 EWE 1 /HRB (CTD 5.3.3.1-1 : SJP-0118/1-01 FREA <201 A 2051 H >)

AAR RS A B [EAEGIEL 18 B (ARIERE : & 6 i, ZEAl (F78R) B & 36)] 25,
ARIEDOLEM RO PK ZRatd 22 L2 A E LT, BAlZ xR & Ui S 2 b BBl £ 7 RE R
FRER AN EIN 1 sk CHEM S A7,

E - R, AR 1% ARA SO T EA 2 BRI 1A 1> QD 7 B, SUIAZE 1% 8 IRA i35
FZmWIRIZ 1\ 13 BID7 HHAIRKEET 5 2 & EREINT,

EAEZAL SHL, TRBRIED G Sz 18 Bl (RIERE « 4 6 5. JLAIRE : & 3 1) DM XS4
ThHoT-,

TAMEIZONWT, AEFZLKOEIERY (BRREMEORFEEBEGT) ORBEEIE, AFEQD BT
16.7% (1/6 fl) KUY 0%, A3E BID #£ T 50.0% (3/6 f5il) K1UN16.7% (1/6 ) ToH V. EAIRETITRD S
nighoio, AEFELONFUL, AF QD BETIRE © FEiE. AFEHIRS 1 6] (EEETe) . A% BID ##
TAEM, EREREHN, FRERLEE. IRE O FEE. RO, FEFRM, ALT #i0& 1 fl (EEET)
ThY, BWEMITAEN, MR 1 # (EEET) CThol, L, EELRAEFLKLOHPILICE-
FAERRIIBD NN -T2,

7.1.2 EWNE 1 HRB (CTD5.3.3.1-2 : SJP-0118/1-02 EEBR <20 W 5 >)
65 Ll o AAR NGRS S [HARGIE 20 B (B85 10 ) ] xR0, AREDOH MK L2t
ERRETT 22 LR B E LT, IR FEREBR AN EIN 1 fiik C e S 47z,
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AL - &I, ARIE 1%A0RA 2 mARIZ 1 [F] 159> QD4 AFARIREEL: (QD4 BREES) . XA
1% A 0RA 2 MR 1 =] 149> BID 3 Af#, £0#% QD 1 AMAIR% L (BID 3 H#+QD 1 A#E)
THI L EREIN,

TRERIE N e 5 S 072 20 Bl (45455 10 1)) 23, ZEVERENT SIS 4EM XL (Y FAS T 0 . FAS 23 DA
gL TH -7,

BEPEIZOWT, FEFHEEE Th 2 WML (RBRER G5 MRl OMBE MR A CHE B S 7ok
BE DD B, RS 4 B B TR S P IR OB R CHENM & 2o 2 BRE OEIS) 1%
QD 4 HH#H 5T 100% (7/741), BID3 HfH+QD 1 HM# 5T 85.7% (6/7 i) Th o7z,

BRMIZOWT, AEFZLORIEM 2 ERREMORFEEBET) OFBEIEIL, QD4 B
5 10.0% (1/10 ) K10 10.0% (1/10 1), BID3 H#+QD 1 HIF#EE T 10.0% (1/10 #) KO 10.0%

(/10 ) TH o7z, HEFGKORIEAONRIZ QD 4 HF# 5 CIRHAEL 1 4], BID3 Hf+QD 1 H
MG CHA 1 flCh o7z, L, BERAEEFLLOPILICETZHEEFLITRO bR o7,

7.2 FBIAERE
7.2.1 ENFEMAEREB (CTD 5.3.5.1-1 : SIP-0118/3-01 FRER <20 01 A 20l %1 A >)

19 UL EOMIE MRS BB [ HAEFIEL 500 B (ARIERE 280 B, EA (77 EAR) £ 140 FIE O
LVEX BE 80 f5l) 1 ZxtRIT, AFE 1% RIRFOFINER VL2252 L2 e LT, EAl%
KERE & U 72 MR 2 A b BRI TR E TR P GRIBR S E N 62 Hiiak C M S A7z,

FE - &, ARIE 1% RAE U <IXEAZ X RARIC 11E 1% BID2 HRE. 2 0% QDS H [HARE
B X LVEX 1.5% G RAIZ 5 RARIC T B 13 1 A 3E 7 AMARKEES 52 & ERESNT,

EAL S, 1RBREEN G 7z 513 5] ORIERE 284 il JLAIRE 154 5] e ON LVFX BE 75 f5i]) 3%
EMERRNT X GEERI T O | YIZRFEE PR IER] 145 B J ORI HE 25 72 S 72200 2 112 2 BR< 367 Bl (AR3E
B 201 B, FEFIBE 112 B % O LVEX Bf 54 f5) 23 FAS TH V. FAS MNEWEMAT R GEEM ThH - 72,

BEIMEIZDOWT, EEFHEE B Th HIRBIEL 54 TR ORI (2h=20 | ERR 2R o & fv
X 10.1 ZH) 1. ARIERE 85.6% (172201 fil, HIEARRE 0 F) | FEHIEE 83.0% (93/112 fil, HIEAREE 0
) . LVEX Bf 88.9% (48/54 fiil, HIEEARRE 0 f5]) To v, HAIRE L ARIERE & OXFHEIZIHB N T, #atF
INCHBRZENPRD LT (p=0.5505, P #E) « FEANTT T 2 AREOENE I IRGE S o7, B
M2 [95%FHEXM] 125 [—5.9,11.0] %ThH-7=,

BEMIZOWT, BEERRORIER 2 (BAREMORFETET) ORBEGIT, AT 27.8%

(79/284 ) }119.9% (28/284 1) | FEAIFET 22.1% (34/154 f5l) } N 5.2% (8/154 f5l) . LVEX BET
20.0% (15/75651) KT 4.0% (3/7561) THY ., WTNDRET 2%LL BTG 5N AEFFR L ORIE
Hizg£200LB0 THoT,

7 IRBRERL 5 BRA B OB ARSI & I S, IR B ROIRE R UM A 27 R L b2 1 AL E
® 55 1 FIIEHIRRE R OBREERR Th o7,
2 E BB HIERRE &l S MU RBRE (T 5 R UTH R & HIE Sh o iBRE 0FlE
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#20 WTRADOBEET 2% RICRD bR AEESRURWER (RS ER)

HEESR BIVEH

AIERE HAIRE LVFX & AR HAIRE LVFX &f

(284 1)) (154 151) (75 f51) (284 1)) (154 f31)) (75 1)
EX0N 79 (27.8) 34 (22.1) 15 (20.0) 28 (9.9) 8 (52) 3 (4.0
ARAI 11 (3.9 2 (1.3) 0 11 (3.9 2 (1.3) 0
AU PRSI 7 (2.5) 13 (8.4) 2 (2.7) 1 (0.4) 2 (1.3) 1 (13)
AR 6 (2.1) 1 (0.6) 0 6 (2.1) 1 (0.6) 0
AR-E 5 FERE 6 (2.1) 1 (0.6) 0 5 (1.8) 1 (0.6) 0
ELFEDS 6 (2.1) 2 (1.3) 1 (13) 0 0 0
ARBR 2% 3 (1.1) 1 (0.6) 2 (2.7) 1 (0.4) 0 1 (13)

BlE (%)

FECIE, ARIERE 1B [Aige, JRESEGYE K OB MRS | B (EEET) ] @D L. wWind
TRBREE & DRIRBIMRITA E Sz,

HERAEERIT, AR O ik, REEG, FHEEAFTT, MEKRE, hr L7 F ok
R —BRE, ML KRR R AST 25 R OVALT 254 14 (EEET) 1 IO B,
WIS TRBR IR & DR EEMRITEE Sh-, BRSOV T 1B [itige e ORISR 1 61 (B & Te) ]
IFFEC. 261 GRHEEEBIT R OREA RIES 1 ) 13k, ZOMiZREE Th o7z,

HIEICE S T2 G HFEFRIL, ARIEEE 12 6 HBEPEREER K ORISR 3 B, ~ L~ ARG, IR
&, R 261, IRREE. 77 7 UAVAGEER . AL O HEE A I 1 6 (EfEE) 1. &
FIRE 4 51 GREMEREIESR 4 611) M OVLVEX B 3 6 GREIEKR, 77 7 U A L AREEER K O F5GE D RIES
1B IO BT, DO B ARIERE 3 H DRCIRAMS 3 6], IRBRR L OHRIES 2 . AR 1 6] (&
BEte) 1 ROFEAREE LB GREMRIESR) 13, 1B L ORRBIMRITEE ShRd o7z, BhiicOn
T ARERE 2 B GRORAMESR K OFHEEEEIrE 1 F) (3P, ARTERE 1B (BRhifE) 1oREIE, A
BE 1B GRUBEPERERRZS) (X, LVFX #E 161 (77 7 A LV AFEREER) 1ZREIE, ZofMuFiETH

ST,

722 EWNHEMAERB (CTD 5.3.5.1-2 : SJP-0118/3-06 FREX <20l ] A 20050 A >)

7 LA E OB MRS B0 [ HREBIEL 640 B (ARFERE 320 B OFEAl (777 &AR) B 320 6i) ]
ERIBIC, REOFMER L2 ERTTT 222 HE LT, EBHIEZNRE UmB1EA(L Bk
MPATRER P ERER AN E N 54 ik T FhE S vz,

FIE - B, AR 1% SR UL A £ 62 IRIC 1A 1% BID2 HRE. #0#% QD5 HEAIRE 5
HZEEREINI,

BEAEZAL AL, TRBEED G STz 511 61 (CRFERE 261 45l R OEEAIEE 250 f511) @ 5 6. B 5B H LA
Weskle L7eino 7o 3 6 (ASERE 2 Bl B OVEEAIRE 1 B1) A BR< 508 il (AR, 259 51 K ONFEEAIRE 249 51)
N RMENT R REA Th o7z, 209 B, WK RG] 30 41 CRFERE 13§ Kk OFEAIEE 17 1) | &%
B4R B LARE O BN A0 BIE2 T — & 237203V 25 5l CRIERE 11 B R OFEAIRE 14 1) K OBROMEUE R fid L
72 35 (ARSERE 3 f) 2 BR< 450 1] (ARHERE 232 51 R OVEEAIRE 218 f511) 73 FAS Toh U | FAS H3E A
PrxfGEMTh -7z,

0 JRERIREE 5BRAA B MR MEREIE DS & 2 S, TEREREIROIRIE CRERBME LD b)) ROFTmA 273 bz 1 ALk

3D BREEE (Acinetobacter baumanni X1 Enterobacter cloacae) 7346 < i SN HEsk THE I, AERFMOORATEZENLEE L
W EHI S L7 19 B, RO IR OMBERE R VERBIEFT AP IEBBRICER S Wiz, RBRER 5% ICHE MM R e
T2 BRRLNT. BRI DERINT D Z EREE LW LT E T 6 6
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BRMEICONWT, FEFHMEEE Th HIRBREE 5 TRFOEERNE EhHE? | RN IO & H
13 10.1 Z) 13, AR 32.3% (75/232 i, HIEARHRE 0 1) . ELAIRE 22.5% (49/218 {51, HIEHE 0 )
Th V., BEAIRE L RIERE L OXFHIRIZBW T, MEHFRICEERZENZO LI (p=0.0194, ¥ BE) .
FEANTKE T 2 AFEDOBEME D BGE S Tz, BERIZE [95%(EHEIXHT] 13 9.9 [1.7,18.0] % Toh o7z,

BEMIZOWT, AEEZLORIER 2 (BAREMEORFEETET) ORBAEG T, AREH 21.2%

(55/259 B) Je OV 7.7% (201259 Bi) . FEHIRE 21.7% (54/249 ) &K N5.6% (14249 ) TH Y, Wi
MOFET 2%LL BIZRRO N A EFEFLZ L OEWERITR 21 DL B0 Th o7z,

#£21 WTRAOBET 2% LTS b AEESRURWER (RS Em)

BEES BIVEMA
AIERE FAIRE AR FAI R
(259 ) (249 ) (259 ) (249 1)
EX0N 55 (21.2) 54 (21.7) 20 (7.7) 14 (5.6)
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TR beh o T,
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JlEE T o7z,
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W, AR, SRR OURESURSS 1 f] (BEEEE) ] IR0 biv, AR 2 6 (IREIE AR O L
— MRS A 1 B) N OBRAIRE 2 ) ERA. BIMEF. B R QUGS 1 ] (EEEETe) 1 13, 1A
BRI & ORRBIRIIEE S et otz BRIFICOWT, EAIRE4 6 MRS 5 6 (EEET) ]
(TR, FEAIRE 1B [RGB 2 61 (EEET) | IREE, € OMIIEE TH -7,

7.2.3 EWNFEMAERB (CTD 5.3.5.2-1 : SJP-0118/3-02 FREA <20l F ~20@ =1 5 >)

19 i Lh EOAEMEIRIBJE . JRFEI K OFEhINE - A LIRMERRIIE SR [ BAEGIEL 45 B (KA 15
B 1 Zxtgic, REOF MR OLZ LM ERFT2 2 L2 By L LT, FEEf I ERER 2 EN 17 i
X CHEM ST,

AL - AR, AR 1% 0RA 2 X RIRIC 1[E 1% BID 2 A, 0% QD 12 AMAIRES T 52 &
ERE I,

TRBREE e 5 S 7= 39 6 (IRRgZ% 12 6], TRFELR 15 (I K OV FERIE - 2P LIRIERRRIIE 12 ) N4
PEFRATRIGLER CTh o7, 209 6, WIskeElatiE] 7 61 (RERK 2 6, RS 3 FI L OZhE - 2tk
TERRIEBRINE 2 1) A BR< 32 41 (IRB&Z 10 B, JRIEER 12 B L ORI - SMEACIRIEBRIIE 10 1) 23
FAS T&% Y . FAS WAIMERATRIGEH TH » 72,

D BB BAL HIEARRE L Bl S NI BRE S D R LHE S RE 0FlS

¥ BB B ICHEEORK S, REAUIRRE - S CBERRIEO W A0RB L ZH S, IBRERSROMEHFTR (R
g% - BEBIRE OSWY ., IRBGIEI - IRIERARR OEBETEM, RER : Wi 0wy R OVREMOFHR - EIR, ZHIE - SdE iR
BRI« FEMM - FEARKOIRERERR) OWVFhrDRaTH 1 &Lk
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BMEICONWT, FEFHMEEE Th 2 ARKE G TROBRRZIE (2= | RN RO EEAE T
10.1 /) 1%, 2 68.8% (22/32 ffil, HIEARRE 0 41]) | HREEZE 70.0% (7/10 1], HIEAREE O F]) | JR5E
% 50.0% (6/12 ], HIEREE 0 B]) K OFRIE « SMALBEIETRRIE 90.0% (9/10 ], HIEREE 0 fl) T
Hol,

BEMIZOWT, BEESRORIER 2 (BEREMOREZEET) ORBEAIL, 25.6% (10/39
Bil) KON12.8% (539 ) Tholz, AEFZONRIL, IRFRK S G, sRABEE, HOKT, R
i, T, BT, RZE O FERE, MEMERESER, BT . MR PRE, SEgE R & OB EE PRk 4
LBITHY ., RIERIZ, BRFERE S F], T, MEEFm L OIRE 5 FEES 1 Bl CTh o7z,

K OEERAEFRITBOONRD ST,

HIEICE 7= FEFGT, 16 KT (GRiE - SV CIBMETRIEO#ERE) 1 12O b, 1R
e ORNEBRIIEE S, BRIFEETH -7,

7.2.4 EWNHEMAERE (CTD 5.3.5.2-2 : SJP-0118/3-05 FREA <20l < ] A 20050 A >)

20 Ll EONIRE T FERED (HEFIEL 150 B1) 2580, AEOFIER L2 2R 5
ZEHREME LT, IRERFERREER D EN 16 gk T i,

FE - FEIE, AR 1% AR50 2 Fifr &R 19 1§ BID #7ai 3 A, 0% FHY B QD AR
BeETHZ L LEESNE,

TR B G- STz 144 BIDNLEVERRAT I GAEE R e OF FAS Td Y . FAS M A BRI SRR T H
277,

HEPEICHOWT, EEFMEH CTd 5 THY A £ 721 3ARKE 59 1EREO M TR RIL 54.9% (79/144
) THoT,

TRMIZOWT, AEFZLORIEM 20 (BRREEEEET) ORBEIEIL. 98.6% (142/144 )
K 1V6.9% (10/144 151) TH V| 2%LL EIZRBD NI AHFEFERKORIWEHITR 2D L B0 ThoTz,

#22 2%ULBO oM EEERRUEIER (ZEETIRER)

BEES BIVEMA
EXEN 142 (98.6) 10 (6.9)
HiT 5 PR 89 (61.8) 0
LB RIE 48 (33.3) 0
i B I 12 (8.3) 0
i RS e I 9 (6.3) 1 (0.7)
AIEEE 9 (6.3) 0
AR 8 (5.6) 1 (0.7)
AR Al 6 (42) 5 (3.5)
TR 5 (3.5) 0
il (%)

L, BERATEFZRLOTILICETFEFLRITRDO N o7z,

7R HEICBT HEEOBI

7R1 AT ONT

WX, LT ORGIN . MRk, IR, ZRES &K OVREER I 2 AEOF I CcE D
EHIWT LT, 7ok, ARAIOMISEFE &K ONEIGEIZ DWW T, 7RAICREHT 5,

WS BAL  HIERRE L I S N EBRE T D, B UTER L HE S h I EEE 0FE&
¥ AZEEOBEBICBVTC, HESRE - PRO<EHE> O REVAFRBOBMEE] 3R Tifbhz (TR4BHE)
9 AFEOBRIZBVT, BRI - 2RO <ERE> 0 [RRIE - SHECRERRIE) 13 TRhE] ETEan (TR4SH) ,
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LI EoFtE 0¥, B T 5.

7.R.1.1 HIEMREERRE T HEIEICONT
FFEE X, AIE VRS B It T D AREOFHEIC DN T, BLFO X S IZHBH LT\ 5,

19 UL EOFME MRS AR B 2 kg & U-EWNF IFERER (SIP-0118/3-01 &R, 7.2.1 M) 2k

T, FEFHMEEE Th D15 G& TREORRIRZIE CA2hE) 13, AHERE 85.6% (172/201 #il, HIER
HE O ) | SLAIRE 83.0% (93/112 f, HIEARHE O B) TV, HAIREE ARIEEE L OxFERIZB N T, ##
SIS B EITRD HNT (p=0.5505, P MHE) . AN D AREDOEBNEIMREE S L7200 72
(#23) ,

MO CTARBEIN TN DA 1% 54 AIRA] (AzaSite) OEFARIER. [N Ot o> HT i SR 0 B bk X 5k
BIZOWTHE L L 2 A, EWNEIFERER (SIP-0118/3-01 #5k) (2B W T, FANTxHT 2 ARIRO ML
WERRRGE S N2 o T £ D ER E LT, UTFTORNREZ b,
® [ENFIFHFER (SIP-0118/3-01 3Bk) CkiT 5 HEFHHHH X, THZhE GEABI LGB OE

B ) ERE LD, %ﬁﬁﬁﬁmﬁﬁ(m2%%>zifﬁﬁﬁmﬁ%ﬁﬁéﬁﬁﬁ7aauwj
EOHEDLFENTE Y, ARIEFLOEAFCIT 2 (WM E D SHL6% 7 B H £ Cl2iM
K UT-BRE OEIS ] 13 80%LL 1T, AR OJEFIFHZI T 5 ARIGHIRIE 2 12 & - T2 8BIE DO
BREB NS ol L,

£ 23 MEMEEELEZXSR L LENEIMERER (SIP-0118/3-01 B ICBT 2H8%E (FAS)

AZERE (201 f1) | JEAIRE (112 61) | LVFX Bt (54 f31)
TR 54 T RF D ERIR 23
E) 117 (58.2) 48 (42.9) 29 (53.7)
H%h 55 (27.4) 45 (40.2) 19 (35.2)
7 27 (13.4) 16 (14.3) 5 (9.3)
G4 2 (1.0) 3 (27) 1 (1.9)
) EAHE 0 0 0
FERERTER A %K
B 5 BRtA: 3 A B LN 42 (20.9) 25 (22.3) 16 (29.6)
B 5 BARAT 7 H H BN 105 (52.2) 59 (52.7) 32 (59.3)
eSS 96 (47.8) 53 (47.3) 22 (40.7)
HEABE 0 0 0
WIS R R B Y
PGB 3 A H LN 167 (83.5Y) 68 (60.7) 49 (90.7)
PGB 7 A H LN 181 (905" ) 90 (80.4) 53 (98.1)
EESEas 19 (959) 22 (19.6) 1 (1.9
) EAHE 1 0 0
B (%)

a) ERARAHIERIC TREE) & SncmE e G RRRICRIH SN TN TOEPMEET 2 ETORK
b) P IRRHIA BRI SR O TR A AR I CHIERRE T~ 72 1 il & Fir< 200 Bl &4y Rk & L TR

® AN THERBENTWAAIE 1%E A 5IEH (AzaSite) OUFAMEIFAZER (C-01-401-003 #ERS ) T

1Ll EOMIEMERIER BE 2GR L L, A 1% E A SIRA] (AzaSite) OFIMER CEZEMEERTTT D L2 AME LTHEISR
T21H (FF8R) 5t e U EIEA b " EIEFOE TR bR ER, ik - EIE, AR 1% & A SIRA UL I 2 5B I BID 2
Hifl, Z0% QD3 HMAIRE G532 2 & LRE ST, EEFMEE CTh 28 5% 6~7 H BIZEAREROW R (IRAE. IRERS
BT 1 K OMRGFE IR TS 0> 3 IR DTS 23588 DT HHRF OFIGIZ 2O\ T, AzaSite £f 63.1% (82/130 f51]) . ZEAI#E 49.7% (74/149
#) TV, EAl#EE AzaSite #f & OXFHIRIZIW T, HEHFIICHERENE® b (p=0.03, Fisher’s Exact test) . AN 2
AIRDBEMEAREE S iz, BEMEIZHOWT, AzaSite BEOZ VI AR L A TH 7= (2% CTD5.35.14) ,
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1. BEBRERE D THRIG] OBJEEZ a7 AKX WIT Y, AzaSite BEICBIT S THEIEH VY | OF
BNFEAIRE L LB L T < DA/ R S =0y (3 24) . EWNEIAERER (SIP-0118/3-01 7#A5R)

T, TIRIEOEREE A 27T ) PMERNEBREN S o7z & (£25) , T72bb, [RIEI OFEE
B (Ra7) DARIEREROERFEOR DRI EBE RIT LIARBERb L BN L,
& 24 ¥HVEIAERREBR (C-01-401-003 BABR) IC BT 25RO TIRIE] OEREERIGERSIE
RS > T SE JE BRI 8 0 R E 70 L
(2=7) AzaSite £ FEAIRE AzaSite £ FEAIRE
0 0 0 0 100 (1/1)
1 61.4 (27/44) 69.2 (36/52) 38.6 (17/44) 30.8 (16/52)
2 62.3 (43/69) 46.1 (35/76) 37.7 (26/69) 53.9 (41/76)
3 70.6 (12/17) 15.0 (3/20) 29.4 (5/17) 85.0 (17/20)

% (Bi%0)

#25 EPNSEIFAERR (SIP-0118/3-01 RBR) BT 2R E5RBEO TIRIE] OEEEIBKRHE

AR AE o> EE fE el Hh bz Bl
(r=7) ARSI FEHE RHRRE SR ARHE I S ARHRRE SR
0 0 0 0 0 0 0 0 0
1 63.6 43.1 22.0 34.7 13.6 19.4 0.8 28
(84/132) (31/72) (29/132) (25/72) (18/132) (14/72) (1/132) (2172)
) 482 432 37.9 48.6 12.1 5.4 1.7 27
(28/58) (16/37) (22/58) (18/37) (7/58) (2137) (1/58) (1/37)
3 45.5 (5/11) | 33.3 (1/3) | 36.4 (4/11) | 66.7 (2/3) | 18.2 (2/11) 0 0 0
% ({5150
o [ENHIIHRAER (SIP-0118/3-01 #kkk) Tik. Corynebacterium J&23 R H & L7 hvo 7228, HESMF AR
Bk (C-01-401-003 §ABR 37 ) TIE, Ml &4 T Y | Corynebacterium J& (23515 2 AZERED AL
FEARE & i LT < (3R 26) | o HiE RERHI O IRFRERIZ 35T 8 Corynebacterium J& 13 & 3R (1C
Y A G Ay i
# 26 SJIP-0118/3-01 B (FAS) KX C-01-401-003 3ABR (PP-LOCF) (28} % 42 R R EMEN oA 2k
5 T SJP-0118/3-01 # R C-01-401-003 #X5&
ARIERE FLAIBE AzaSite £ FEAIRE
L7 90 42 BERREL 24 30
S. epidermidis 25 53 (58.9) 24 (57.1) R RH Y 15 (62.5) 17 (56.7)
AL E 79 (87.8) 36 (85.7) BRI R 72 L 9 (375) 13 (43.3)
HEk SR 32 19 HRREL 26 29
S. aureus B 14 (43.8) 5 (26.3) FapE B b v 20 (76.9) 13 (44.8)
HRLL 23 (71.9) 16 (84.2) BRI R 72 L 6 (23.1) 16 (55.2)
HrEEK 11 8 BEREEL 43 44
S. pneumoniae ) 7 (63.6) 1 (125) EERh A8 0 26 (60.5) 21 (47.7)
RN 9 (81.8) 7 (87.5) BRI R 72 L 17 (39.5) 23 (52.3)
[EaiRd iR 8 6
Corynebacterium J& | #7%h - — ERIRZN R & v 4 (50.0) 2 (333
AR BRIRAN 72 L 4 (50.0) 4 (66.7)
[Eai= 48 24 18 L3 46 44
H. influenzae 25 19 (79.2) 10 (55.6) RN RS Y 32 (69.6) 24 (54.5)
HLLE 24 (100) 15 (83.3) Bk R L 14 (30.4) 20 (45.5)
Acinetobacter ?JE;& 6 (i: 2) 4 (577 1) ﬁ%ﬁ%&; D 5 1 (1100)
- ED . . SVZNEY
baumannii complex L 13 (100) 6 (85.7) ey 0 0
Bil%k (%)
PLEZESE 2. ENFTAERER (SIP-0118/3-06 58ER) DOFERT A 22T, MEMEREEERIZXT T

2 DU KR O F 22 WOREICRHIT S 272, ITF O X 2 ITHE LT,
o BIJULHEIZI T D TIRIR) I2oW T, MMM O RIE 2 AT D HERE 27O SR E T 5720

G?‘
=~

DRI SO BIRMEDRRR ) & 3E LTz,
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o [ENFEIMAHFRE (SIP-0118/3-06 #ER) (TR T, FIEN D FHNTIRE T 2 AE CTH 2 Ml e
ROBIRNIA DL E THR] TR A D Z ENTERD >0, P2 E 0w % B K3 #
LB 3 H BN OEIG 1T, ARZERE 83.5% (167/201 #1) K OJEAIRE 60.7% (68/112 5l) Th -
o2l b REOPEIEMEII R SN TW e LB 2 biv, FEFHMIE B IZOWT, B O E
%&zﬁa‘zrwﬁﬁmﬁ#ﬁ“f@éﬁi%uz HET D TENFE) LRRE LT, 723, ENEIHHRER (SIP-

0118/3-01 3lk) (21T 2FE B DOEIE 1L, AZERE 58.2% (117/201 f51]) K OFEHMIRE 42.9% (48/112
f5l) <. K%ﬁ#%ﬁﬁ%i@ofmto
® AW TR R & Corynebacterlum RO FERR D B DHFRIZEE Lz, 7ol MR FHY

BN R A T IE Laﬂﬂﬁﬂ“é TeOITED AR A R 2 A L7720, EWNFE AR (SIP-
0118/3-01 klR) & H#e LT, AFOMBEFAIRIR (FIHK) B"EDDZ &, oo ZhicfE-T
AIEDEYMEDNIHE CENRKOCENR) DRELS LD L Z Lz TP LR, BIHARE A%
PEDNRHE CENRMOARR) PRELS Lbo72L LTH, MEMRIRER IR L TAIEOHE
IRDPFER S UL, ARPERHOZE R TEA (77 8R) L OETREED EH R,

F7-. ENFEIARRER (SIP-0118/3-06 7kliR) ERiniZ1GF O N /- P& TOIERREBROFR (5.1%
%)%%ii\@%ﬁ@?ﬁfﬁﬁwf\W<0#®Wﬁ%%bk%@®\Pfﬂ%%%ﬁiofﬁ%

. IRBFERRE TAEKICER T2 B2 DN Z TR D T, LG HEENRO Dol
_&#%ﬁ%$#i7muhk RE LTz,

EREAESE 2. FHE - SEHE L7 ENEE AR (SIP-0118/3-06 5klk)  (7.2.2 &) 2B\ T, JRBRK
B TREOBRRT CERZ) 1%, AJERE32.3% (75/232 f5il, HIEAHE 0 ) . HEAIEE 22.5% (49/218
i, HIERRE 0 ) TV . LRI L KIERE L O ERICBWT, BEHERICAEBERERRD BN
(p=0.0194, ¥ #7E) . EANKT A KO- NHIES N2 L vh, KEOAIMEIIRS - L
B2 D,

VIR HER BT RIS T [N IAHFER (SIP-0118/3-06 #AER) (2351) 5 [ 5-Bi4A14 3 H H LA
F O T H-Bilhat: 7 B H LA ISR B 0 2 L 7 BRE O B8 1E, [ENF ITFEEER (SIP-0118/3-
01 #BR) & ik L TIRWER 2RO b2y, WToRBRIZE W TS [R5 % 3 B AU kW
M 5-BRAaT 7 B BUIN ) (W2 R B TH R L7 BRE OFIA 1, AR L 0 ARIEREIC IV TR M
MO LN (F27)

# 27 MFEMEEL TR E L-ERNFEIFERE (SIP-0118/3-01 3B K U8 SIP-0118/3-06 :A8R) BT 5
MEZERHEELAE? (FAS)

SJP-0118/3-01 B SJP-0118/3-06 R
AR FEHIRE LVFX #E ARHEHE FLHIRE
(201 #1) (112 #1) (54 151) (232 #)) (218 #i)
B 588461 3 H B LAN 167 (835" ) 68 (60.7) 49 (90.7) 67 (28.9) 49 (22.5)
BeH-BAGH: 7 H BUAN 181 (90.5”) 90 (80.4) 53 (98.1) 107 (46.1) 73 (33.5)
HRET 19 (9.59) 22 (19.6) 1 (1.9 125 (53.9) 145 (66.5)
FIEAR R 1 0 0 0 0

Bk (%)
Q) BRAZVIRHERC TFNE ) & Shi-#z ab 2o Shiz T )R CTOERAYEET 5 ETO R
b) LR A AT R IR O R A R M CHIERRE T o 7= 1 Hl % FR< 200 Bl % 4Rk & L TR
SJP-0118/3-01 #B & Er# L C SIP-0118/3-06 #ER IZ B W THIEE OB MEWEEH & LT . SIP-0118/3-
06 FABRTIL. MAEWFIIMAZ it %2 Corynebacterium J& DM ERE D H DR ICEE Lz Z &R HE
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K &EBZ N5, Mikiiak T, SIP-0118/3-01 7Bk CHRFE L7z fitigk & it L, M2 c& 55
BN L7272, W2 REEE Iik 72 DR D3 L9 | SIP-0118/3-06 #ER IZ 7‘%6%)] ZIRFRR H B 3

M BBRAATE 3 H HLIN KO THEBI612 7 B B LA IZTER L7odics oFIE 7, SIP-0118/3-01 3
B & beie U CIRVMEM 3G O Bz L B2 Hivd, 7235, SIP-0118/3-01 3R KUY SIP-0118/3-06 #kikiC
BT FHOMRE 2 Z5E LI iEs Tk, A FIIRA T IEICHESIZS 2 b 00, WIhbkE
(CHESEZ R L TV ITONIMEMFRIREITIRZR G T2 E XD,

F7-. ENEIFERER (SIP-0118/3-06 #kbR) (281 2HEMBIOFRNEITER 28 DEBY THY . K4
fE BB RERETH Y . FIC LD RERBIRDO LN o1,

# 28 FFEMEEREZNRLE LZENFEIFERE (SIP-0118/3-06 BAER) 281} BEMBIDOASME (FAS)

| AR | FEAIEE
TR 5K TR DRI (EIR)
7~11 % 66.7 (8/12) 62.5 (5/8)
12~18 7% 22.2 (2/9) 15.4 (2/13)
19~59 5% 31.9 (36/113) 23.7 (27/114)
60~79 7% 28.8 (21/73) 22.7 (15/66)
80 LA I 32.0 (8/25) 0
EES 32.3 (75/232) 22.5 (49/218)
EXIRSEENEES BehBMh% 3 HELN | #58G% 7 HEUW | B58M% 3 B BN | B5BA% 7 H HUN
7~11 7% 33.3 (4/12) 75.0 (9/12) 50.0 (4/8) 87.5 (7/8)
12~18 7% 11.1 (1/9) 66.7 (6/9) 23.1 (3/13) 46.2 (6/13)
19~59 7% 34,5 (39/113) 67.3 (76/113) 21.1 (24/114) 57.0 (65/114)
60~79 7% 20.5 (15/73) 63.0 (46/73) 21.2 (14/66) 515 (34/66)
80 LA I 8.0 (2/25) 56.0 (14/25) 23.5 (4/17) 41.2 (7/17)
EEUEN 26.3 (61/232) 65.1 (151/232) 22.5 (49/218) 54.6 (119/218)
WIER RS D Y | B G5BMA 3 R HLIN | RS BRMAE 7T B EA | BHEMA% 3 B ELN | #ERA% 7 A ELN
7~11 7% 75.0 (9/12) 83.3 (10/12) 62.5 (5/8) 75.0 (6/8)
12~18 7% 22.2 (2/9) 55.6 (5/9) 30.8 (4/13) 385 (5/13)
19~59 7% 28.3 (32/113) 50.4 (57/113) 24.6 (28/114) 35.1 (40/114)
60~79 % 23.3 (17/73) 34.2 (25/73) 18.2 (12/66) 31.8 (21/66)
80 LA I 28.0 (7/25) 40.0 (10/25) 0 (0117) 5.9 (1/17)
EEUEN 28.9 (67/232) 46.1 (107/232) 22.5 (49/218) 33.5 (73/218)

% (%)
a) FRARANACHIERC THRINE & SheBE 2 B2 RICMH SN TR TOEMHEAT 2 ETORK

PLEX D | MRS D ARIEO AT TE 2 L5 X 5.

BRI, UTDX2ICELS,

FEINZE ARG (SIP-0118/3-01 5R5R) DR Z M E 2 T, MBEMEAEIERIZIS 1T 5 A 2D M FEAT
ATRE 7R E NS IAHRAER  (SIP-0118/3-06 3BR) 237 YA o S 4L, FEANZ T 2 RSO B DS REE S 7
T EmD ., HIEMEREIRER IS 2 ARG RMEITHIRF TE 5 &l L7z,

7R12 REK., FZRIE P K ORERBE KT 2HREICONT

FEEE T, IRIRA, ZORIIE M ONRFER ISR T 2 A IS DN T, BUFDO X D IZHB L TV 5,

19 LA E OB EIRIG 2 . TRIENR K ONFERIIE - AL ERRRIIE & %t 52 & L 72 [N IAREER  (SIP-
0118/3-02 k) D FASIZEBIF L ADMEITFR 29 D LB ThoTo,

¥ ST OB HERICHT 5 Corynebacterium J&DOEIA L, SIP-0118/3-01 ERT 0% (0/414 £%) . SIP-0118/3-06 ER T 21.8%
(225/1,030 ¥k) TH -7,
) YIZHFERME T o T WBRE DEIGIE. SIP-0118/3-01 #FR T 28.3% (143/513 #]) . SIP-0118/3-06 B2 T 5.9% (30/511 i) TH -
72
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E S MARRASR  (SIP-0118/3-02 5R) 1T 2 FEHFHMIE A IZOW T, IRIEK., RER K UL K -
MR MERRRIIE O X 5 7 A MRS D RGE TiT. TR B SRR RSO | IR L TR D | IR
D L9 72 IRFR T ORRYE & i U CHUE RIRFEIC X 2B RN B D £ CICR A2 2 L, Z sk,
JRIKE OHEREDA X hTh D EEEIEROUENEND LB X O, REE LK T OBRE)
FL LT, FFECTEHR, L EMOBKEROSUEL I CE DA LHRE L,

AT OWT, RER TR MEAATRD H AL, FIEIRTHR B E & W2 ReR B K B 3o gD
ZOHERLEZ BT, FRERITRIFE OPRZAEIPAZEIC X 0 PR U 72 IRIES0TRE N2y W & i e
FEUTRETHAHEETHY , BRADRERIIR LT, HiEARET, RIBIHE TH 5 IRE LA
(BEPHZEOMER) #1795 ETOWRKE LTREGEND (IRFHEYYE~ == 7V [ESERE 2014: 96-
103) . =07, REEEIZ IV WIRZFRRHEIHEA L7 L LT, SRS ORAE UIHE & v o 7R
FBRORENEE SN, HERPES T ATREEN & 5, RFER TR L 22T 12951
B D RO KE/THFENE W (1112 ) TH Y | AREEE G X 0 S PATEITA RN e U7 Hl
FICR T DPIETEEDN R ENTZH OO, HREDARRETdH 2 BIRE A IIPAZEICH T 22 E TR &
N, TIEROBEDRENZ Lol EX D, LLARNL, MREATR GFFSWY & OVREER D
FAR B OREIR) K OVE AR R L OEIR) OF A a7 ORERIL, RELLB1A% 14 HH £ ClikE
DhdEEN 2R L, RIERGE TR D FRMRAR R (RERSGETHH5~9HH) £TICAaT7D
BAITRD 202 o 1o, FIZFRERIHEIC OV T, WTHLOERBIZE W TS, 60%LL EOPERE 3% 5.5tk
% 3 HHLAN, 80%LL Eo @ 3 8 5-Bitht: 7 H HUNICHTER L TRV | AELELIZ L 5H00 e
BRI R S, RIEMHIIRIT RSN EE XD,

#29 RBRK. REARUEEE - 2PHLEESSIEZ N5 LEENSIHERR (SIP-0118/3-02 REB) 1B 5HE (FAS)

R A& 2% TRSER FhifE - SRR XN

(10 51)) (12 1) FRifE (10 1) (32 )
TR BR A 544 T 0D i S 2 S
e 2 (20.0) 1 (8.3) 0 3 (9.4)
R 5 (50.0) 5 (41.7) 9 (90.0) 19 (59.4)
23 3 (30.0) 5 (41.7) 1 (10.0) 9 (28.1)
Eib 0 1 (8.3) 0 1 (3.1)
) EABE 0 0 0 0
BRE ED+ED) 7 (70.0) 6 (50.0) 9 (90.0) 22 (68.8)
FEREIRTELR A 2K
PGB 3 A H LN 0 1 (8.3) 0 1 (3.1)
B G BRLA1: 7 B B LN 1 (10.0) 1 (8.3) 1 (10.0) 3 (9.4)
LB 14 H AU 7 (70.0) 2 (16.7) 6 (60.0) 15 (46.9)
el 3 (30.0) 10 (83.3) 4 (40.0) 17 (53.1)
HEABE 0 0 0 0
ek
BGBALA% 3 B H LW 7 (70.0) 9 (75.0) 6 (60.0) 22 (66.8)
PGB 7 A H LN 8 (80.0) 11 (91.7) 10 (100) 29 (90.6)
e HBtA: 14 B HLIN 10 (100) 11 (91.7) 10 (100) 31 (96.9)
EEScah 0 1 (8.3) 0 1 (3.1)
) EABE 0 0 0 0
B (%)

a) FRRRIHIERIC TRINE | & SN2l 2 B30 R SN T R TOEBHEET 2 ETOHK

HWHEIZ, UTFO LY I8 S,

E N IAHRAER (SIP-0118/3-02 5AER) (Z361T D BRIRZNRIZ OV T, RERITISW TR MEF 235588 &
NTWER, PIRZRHRHETEKBEIC OV T, WTINOEBIZE N T, MEEEER 25 L LcE
WESIIAHRABR (SIP-0118/3-01 7lliR) & FFREE DEIHAN RO L TRV | IRk, ZORE K OVEFERIC
XD ARIEOFETIIFFTE D Ll LT,
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7.R.1.3 HERERIDAEITONT

REEFIE. ERARARER Tl S N EH ORI OFGNEIZONT, LFO X5 ITFHH L Tn5,

EINE AR (SIP-0118/3-01 35k, SIP-0118/3-02 5 & (N SIP-0118/3-06 #lk) (ZH51F HH R,
FERIDOANMEIL, IO KPR ILDLEBY THoT2,

S. pneumoniae M O* H. influenzae (2t L CIXRAF R AN (ERR L O G-BIMGH 3 A HUANIZHIR2 R
R 2NH G L7 gkBRE OFIE) DSl S vz,

Staphylococcus J&. Streptococcus J& (S. pneumoniae Z <) 49 | Corynebacterium J& & OF P. acnes (2%
T2 ERNTR GBI 3 A B LI HIRZ IR R 23 H 2 U 72 gBRE OB ST, RV MR 2338
O HIz,

L7»L7e23 5, Staphylococcus J&. Streptococcus J& (S. pneumoniae % &< ) . Corynebacterium J&{Z
Wi, ENEIIAERER (SIP-0118/3-01 7k J OF SIP-0118/3-06 #klik) 1245\ T, AIDOF MM GE2hHE
KO G-Bha1% 3 B B LNICHIRZ e M B 3 H 2 L 72 oBIE) 13RI (F7'8R) % BT,
P. acnes (22O Cix, [EWNEIAHER (SIP-0118/3-06 #lk) (2331 2 ARFREOE LM% 3 H HLIAIZ
WIRZRER B S H 2R U2 OBIS 1L, HAREZ TRl 72y, ZRITERREAL bRl>72, 72,
ESIIAHRAER (SIP-0118/3-01 #llR) (231 HE ML, HAIREL MR TH o 72h, HEBLAE 3 B HLEL
PIZ IR R B 3 TH 2 LT iR OBIG 1%, BERIEE ka7,

LAk X v Staphylococcus J&. Streptococcus J&. S.pneumoniae, Corynebacterium J&. H. influenzae } O
P. acnes |Zxtd 2 ASESIRFREO G METHIFF CTE 5 L& X D,

# 30 ERARSYBERROBEMERIOEARZIR (FAS)

I — SJP-0118/3-01 SJP-0118/3-06 SJP-0118/3-02

AR/ &R R AR LVFX IR AT IR H 545
B 145 71 40 207 179 17

Staphylococcus J& 5 82 (56.6) 34 (47.9) 24 (60.0) 63 (30.4) 39 (21.8) 1 (5.9
AL E 122 (84.1) 61 (85.9) 34 (85.0) 177 (85.5) 135 (75.4) 12 (70.6)
e 5 3 12 7

Streptococcus J& @ Bl 3 (60.0) 1 (33.3) — 5 (41.7) 2 (28.6) —
BRI E 5 (100) 2 (66.7) 12 (100) 5 (71.4)
L7 11 8 1 17 18 3

S. pneumoniae 25 7 (63.6) 1 (12.5) - 12 (70.6) 5 (27.8) —
HLh 9 (81.8) 7 (87.5) 1 (100) 16 (94.1) 14 (77.8) 1 (33.3)
L7 119 106

Corynebacterium J& | &%h — — — 34 (28.6) 16 (15.1) —
AL E 97 (81.5) 80 (75.5)
RS 24 18 4 8 18 1

H. influenzae B2 19 (79.2) 10 (55.6) 3 (75.0) 7 (875) 5 (27.8) —
HRLL 24 (100) 15 (83.3) 4 (100) 7 (87.5) 16 (88.9) 1 (100)
B RREL 3 3 3 139 129

P. acnes 279 1 (33.3) 1 (33.3) 0 40 (28.8) 26 (20.2) —
I 3 (100) 2 (66.7) 3 (100) 120 (86.3) 103 (79.8)

Bl (%)
a) S.pneumoniae % &<,

O RER OB T, FRL 16 459 A 30 AFFSEARE 0930002 B4 B EIC, HEEE - HRO <SEISEE> O To Rl L HER
BE TV R R ICA T Sh,
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7% 31 BRSEEROBEERN OWRBERHE I T 2 F 8 (FAS)

I — SJP-0118/3-01 SJP-0118/3-06 SJP-0118/3-02

ek AT AR | LVEXEE | AERE | LA | ARG
B 145 71 40 207 179 17

Staphylococcus J& B GBRAG: 3 A HLLN | 123 (84.8) 47 (66.2) 39 (97.5) 120 (58.0) | 85 (47.5) 11 (64.7)
BeH-BAAH: 7 B B LN 9 (6.2 14 (19.7) — 47 (22.7) 30 (16.8) 4 (235)
B 5 3 12 7

Streptococcus J& ¥ | #5-B4AT: 3 B BLAN 5 (100) 2 (66.7) — 11 (91.7) 4 (57.1) —
B GBRRhT: 7 B H LI — 1 (33.3) 1 (8.3) 2 (28.6)
B 11 8 1 17 18 3

S. pneumoniae B 5-B4h1% 3 H HEAN 9 (818 2 (25.0) 1 (100) 12 (70.6) 6 (33.3) 1 (33.3)
B GBRMG: 7 B B LN — 3 (37.5) — 2 (11.8) 3 (16.7) 1 (33.3)
RS 119 106

Corynebacterium J& | #5-Bi4at% 3 B H LW — — — 66 (55.5) 28 (26.4) —
B 5-BRMGT: 7 B B LN 10 (8.4) 9 (85)
RS 24 18 4 8 18 1

H. influenzae B GBRMht: 3 B EHLIN | 23 (95.8) 11 (61.1) 4 (100) 7 (87.5) 7 (38.9) 1 (100)
B 5BRMA: 7 B B LN - 3 (16.7) — 1 (12.5) 2 (11.1) —
B 3 3 3 139 129

P. acnes B 5BAMG%: 3 B H LN 1 (100) 2 (66.7) 3 (100) 47 (33.8) | 52 (40.3) —
B GBARGT: 7 B H LN — 1 (33.3) — 27 (19.4) | 16 (12.4)

B (%)

a) S.pneumoniae Zx<,

AEIILL T O L HICE 2 D,

[l N5 AR RBR 12 35 1T D P FE B D BRI 20 5 M OIR2 IR tH RV 2K B 23 D52 & . Staphylococcus J& |
Streptococcus J&. S.pneumoniae, Corynebacterium J&, H. influenzae } OF P. acnes (Z%}4 % ARIEDH 2
T CE D &Il LT,

LI EOBAEORIWTIL, SR g T g 2.

7.R2 REMEIZONT
MRET. DITOMEND., MY EREZIT 72 BT, ik, IR, ZhilE® KOVEERIC
592 RIED LM T HFA FTRE & Hlr L7,

LI EOFRE ¥, Mg Tt %0

7.R21 eI a 77 A MZoONT

HEEEIE, AROLZEET 0 7 7 A4 MoV T, UTFOL I ICHBAL TV 5,

ENHIARRBRIC BT 2L 2MEOMEITE 32 OB Thotz, MEMEMEER 2% E LEZENG
MAHFRER (SIP-0118/3-01 3R K& ON SIP-0118/3-06 5klk) DOARIKEEIZISIT A EFREOFHBLEIA 1T HLA

(7 Z7&R) BELFEAKTHY | MEPERBZ ., IRER K OZRINE - SPEACIRVERRRINE 3 BEZ 5L L
7o ENFIAEFER (SIP-0118/3-02 #ER) (2317 5 A HFHFLREEIS b AEROBEM 1580 b, AR
TR LN F A EFLITIRAY, IFEEOIRBOEETHY | 2O IIFEE TH-T (7125
M) . F7o, EWNEIAHRER (SIP-0118/3-01 7Bk, SIP-0118/3-02 75k, SIP-0118/3-05 #klk & OY SIP-0118/3-
06 #BR) OARFEEGHNCI T DK, T, UMK TEOHENEE [AEFEEERS (T.R22 ZR)
PS] 1o, T 2 Bl tEIME T2 L BRSO S, 11 (B IR E OREEMRITEE SN
o, WIERBIEEE T, IHIEE TH o7, KFIERD SN o7, Teks, NIRE RN T
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FEHRE B Axtg b L-ENEIFERE (SIP-0118/3-05 ) OAEFLORBEESIZHOWNT, BV VHE
MNERD L. Z < IZRIENMNE [61.8% (89/144 ) ] . ALE%KIE [33.3% (48/144 f5]) ] TH
D, WITNHWNIREFEHICER LI-AEFRLEZOND,

% 32 FERFIERRICE T 2 RLMOBE (ZetirREH)

SJP-0118/3-01 SJP-0118/3-06 SJP-0118/3-02 | SJP-0118/3-05

AN IR FEFIEE LVFX ¥ AIERE FEFIEE A IE R H-45] AIER 545

(284 131) (154 31) (75 ) (259 151) (249 151) (39 #1)) (144 151)
HEFS 79 (27.8) 34 (22.1) 15 (20.0) 55 (21.2) 54 (21.7) 10 (25.6) 142 (98.6)
wIEH 28 (9.9) 8 (5.2) 3 (4.0) 20 (7.7) 14 (5.6) 5 (12.8) 10 (6.9)
HFEREEFG 3 (1.1) 0 0 0 1 (0.4) 0 0
LWL E T A EHS 1 (0.4) 0 0 0 0 0 0
PIRICEST-AEFS | 12 (4.2 4 (2.6) 3 (4.0) 8 (3.1) 14 (5.6) 1 (2.6) 0
R P BRI 4 58 (20.4) 30 (19.5) 11 (14.7) 41 (15.8) 45 (18.1) 7 (17.9) 108 (75.0)
Bk (%)

ENFEMFEZER (SIP-0118/3-01 45k & (8 SIP-0118/3-06 iXER) (2331 HAEMR D22 M OB 133 33
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2. B|EBE (1) OFTEFHE
FAHE (1) oR3LO [FGHBE% T A BN ICYZRREE R L7 0BIA 12 20nT
(e hGBtA: 4 HELIFE T HHBN) OF =X ZEf LW eied, BITFOEBVETIET 528, ARiTE

#HbEAME (1) OMICEEN W L 2R LT,

H 17 FTIER(
28 | %
31 SJP-0118/3-
[ SJP-0118/3-01 SJP-0118/3-06 07
AR AR LVEX B AR JEAIRE AFER LA
Staphylo B 145 71 40 207 179 17
coceus B b Bshte 3 HALIN | 123 (84.8) | 47 (66.2) | 39 (975) | 120 (58.0) | 85 (47.5) 11 (64.7)
¥ 5. BIkkt% 7 A B LI 9 (62 14 (19.7) 47 (22.7) 30 (16.8) 4 (235)
Strepto B 5 3 12 7
coceus J& FeEBiiRtk 3 H A LN 5 (100) 2 (66.7) 11 (91.7) 4 (57.1) —
¥ 5Bkt 7 A A LA — 1 (33.3) 1 (8.3) 2 (28.6)
RS 11 8 1 17 18 3
;Oﬁﬂzle’ BEBME 3 HAMAN | 9 (8L8) | 2 (250) | 1 (1000 | 12 (706) | 6 (33.3) 1 (333)
P 5 BlsA% 7 A B LU — 3 (37.5) - 2 (11.8) 3 (16.7) 1 (33.3)
Coryne BRI 119 106
bacterium | & 5BA4ATL 3 A HLN — — — 66 (55.5) 28 (26.4) —
& BEBLGH 7 B BN 10 (8.4) 9 (85)
RS 24 18 4 8 18 1
ﬂﬁuenzae BEEBHIET% 3 H BN 23 (95.8) 11 (61.1) 4 (100) 7 (87.5) 7 (38.9) 1 (100)
¥ 5.BsAt% 7 A B LA — 3 (16.7) 1 (12.5) 2 (11.1) —
RS 3 3 3 139 129
P. acnes ¥ 5. BlsA% 3 H B LM 1 (100) 2 (66.7) 3 (100) 47 (33.8) 52 (40.3) —
¥ 5.BkAt% 7 A B LA — 1 (33.3) 27 (19.4) 16 (12.4)
%% (%)
a) S.pneumoniae ZFx<,
BT (PR )
SJP-0118/3-
[ SJP-0118/3-01 SJP-0118/3-06 0
A FKRRE JEAIRE LVFX B AFREE FAIRE A I
Staphylo BERREL 145 71 40 207 179 17
coceus JE BEEMA% 3 HEHLUN | 123 (84.8) 47 (66.2) 39 (97.5) 120 (58.0) 85 (47.5) 11 (64.7)
Y| BB 7T HELDN | 132 (91.0) 61 (85.9) 39 (97.5) 167 (80.7) 115 (64.2) 15 (88.2)
Strepto RS 5 3 12 7
coccus J& | ¥ 5-BHAATL 3 H HLUN 5 (100) 2 (66.7) — 11 (91.7) 4 (57.1) —
i BEBMA#% 7 AALIA | 5 (100) 3 (100) 12 (100) 6 (85.7)
kAL 11 8 1 17 18 3
%O?]':g‘; BERGEIAEMN | 9 (818) 2 (25.0) 1 (100) 12 (70.6) 6 (33.3) 1 (333)
Pe 5Btk 7 HBLAN | 9 (81.8) 5 (62.5) 1 (100) 14 (82.4) 9 (50.0) 2 (66.7)
Coryne BEREL 119 106
bacterium | # 5.BHAA% 3 H HUAN — — — 66 (55.5) 28 (26.4) —
B BEBMGH% 7 B HUA 76 (63.9) 37 (34.9)
H BERREL 24 18 4 8 18 1
influenzae B LBRMAT: 3 FEHLIN | 23 (95.8) 11 (61.1) 4 (100) 7 (87.5) 7 (38.9) 1 (100)
P EBAE 7 HEL | 23 (95.8) 14 (77.8) 4 (100) 8 (100) 9 (50.0) 1 (100)
kAL 3 3 3 139 129
P. acnes B 5-BAtA: 3 B BLUWN 3 (100) 2 (66.7) 3 (100) 47 (33.8) 52 (40.3) —
¥ 5.BkAt% 7 A B LI 3 (100 3 (100) 3 (100) 74 (53.2) 68 (52.7)
Bil%k (%)
a) S.pneumoniae % &<
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3. HHNC X 5K HEICIRN T X BORHCIR S W A MR AR R O %I
31 MAMBERLERRICHT HEEOYIN

RIS, VBRI ORI, AR O RREORER S B 5 PR B | 165 AR G L
R E RO LT B EC L D TE AT L, 2 O R, R SRR GRS CER
EAT 9 2 EITOWTHREHLAR S O L IR L7,
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FEAL, R SNTAGEHGEERHCE S W TEAEZIT ) 2 LIZHOWTHREIT ARV S O & BT L7,
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Vel

rLLﬁl

W& 5 Hoah A AGE
ALT Alanine aminotransferase TI=VT ) RN TUART 2 T—F
AST Aspartate aminotransferase TANRTGXUERT I ) TV AT 2T
—+

AUC Area under the drug concentration- | 3E4% 7 RF — BeR g T s
time curve

BAK Benzalkonium chloride NP a = AEALY)

BID bis in die 1H 29

BLNAR B-lactamase negative ampicillin B-7 7 & ~—EIEpEA ABPC Mt~
resistant Haemophilus influenzae TN WE

BLNAS B-lactamase negative ampicillin B-7 o & ~—EIEA ABPC A
susceptible Haemophilus influenzae | 7 1 = Vi

CLSI 51!3;3?(! and laboratory standards KRG R A YE I 2

Crmax Maximum concentration a7

DES Desosaminylazithromycin TV INTIVAaTAL

EM Erythromycin TR A T

FAS Full analysis set R DFFHTEE]

GFLX Gatifloxacin HFT7axH v

HAZ 3-Hydroxy Azithromycinoic acid -t R roran~A v

LC-MS/MS Liquid chromatography-tandem WKk o~ 777 4—/20F Mg
mass spectrometry BT

LVFX Levofloxacin L7

MF Master file JiUHR S R G iy

MIC Minimum inhibitory concentration | f/N3& B FH 1L 1

MRSA g/llﬁtehl:g'”m resistant Staphylococcus RF Y it T R R

MRSE I;/Fl)(ie(';r;ﬁ:]lil c|jri1sre3|stamt Staphylococcus RF Y iR T R R

MSSA Methicillin susceptible e S e Tt
Staphylococcus aFLJJreus AT ) ARIERET R DK

MSSE Methicillin susceptible NP Ce s
Staphylococcus e?aidermidis AT ) ARIERET R DK

OFLX Ofloxacin F7uaxt

PISP Penicillin intermediate _ NR= ) RSN VY ERE
Streptococcus pneumoniae

PK Pharmacokinetics SEWEnRE

PRSP Penicillin resistant Streptococcus N= U UTERR U Y EREE
pneumoniae

PSSP Penicillin susceptible Streptococcus | == U &g L o P ERE
pneumoniae

QD quaque die 1H 11

QTc QT interval corrected for heart rate | 072 CHIE L 7= QT [Hk&

QTcF QT interval corrected for heart rate | Fridericia (2 X 0 DA% CHIE L7= QT
using the Fridericia formula Il

ti2 Estimate of the terminal elimination | $&ZHH D 14 2= 44180
half-life

tmax Time to maximum concentration e T i 3 R R

T VA SRR 1% T AR A
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