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METHODS OF TREATING GONORRHEA

INFECTIONS USING QUINOLONE ANTIBIOTICS
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The present disclosure relates generally to methods of treating gonorrhea
infections using quinolone antibiotics.
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HHHE A RAE

(FRAERX - HF  HOEEED)

[HARRE]) ERAEEFRERERBRMRRRN A&

METHODS OF TREATING GONORRHEA

INFECTIONS USING QUINOLONE ANTIBIOTICS

[ &)

[0001] 7 %5BA K £ BRHY 5 MR 8 36 I 28 DU 48 R ROl R &t
BT -

[ Rt

[0002)] WBE—FEHMAFMNRFELERE ( Neisseria gonorrhoeae)
B 5| #E A 1 B 3B B 4t ( sexually transmitted infection » STI) » & EK
SFEHERHET 498,000,000 44 STI K Fl - EET4H 106,000,000
HMBEHR T RETEREEBERENERBRBER TR
2008 ( Global Incidence and Prevalence of Selected Curable Sexually
Transmitted Infections: 2008 ) ;, R & 4 #H & ( World Health

Organization ) ’ H ol : http://www.who.int/

reproductivehealth/publications/rtis/2008 STI estimates.pdf ( & iT
—REFH 2014 FE 3 F 11 H)-7£ 2011 F» FERBRE HKE
9 78 ¥ 4R R G (notifiable infection) B9 — 4% - Hi#8if 300,000 {4
B 57 75 1) 4% 3 3B - 5 98 T4 i B TR B % /(a( Centers for Disease Control
and Prevention * CDC ) " 4 #2 & {5 42 9% B #| 2011 ( Sexually
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Transmitted Disease Surveillance 2011 ), STD FEF5FE5FY ( Division
of STD Prevention ) -» 2012 & 12 H » H B

http://www.cdc.gov/std/stats11/Surv2011.pdf ( T —R&EEF : 2013
£ 3 H 6 H): BHRERIELCFHH 2013 (Morbidity Mortality
Weekly Report 2013 ); 62(6):103-106 » H\EE : http://www.cdc.gov/

mmwr/preview/mmwrhtml/mm6206a3.htm ( 3iF— K& : 2014 &
3HIIBA)- KM EFEENE HREEEEY BERLRSE

] It B B 8 B 85 BT BRE #8835 600,000 44 -

[0003] REFEHWMBETREERSE - ZHERERTERREALS
FRFRAKAMNERME HRLZEME MEEEREEZAER
BEEEAERE  FENAE TR KANEAZNFERR - #
REMEMS MR UREHBENER  UELBEHFHBZARZE -
ME T ELEEMBESERBIEMRRERL - BEUEK-E
RIEMRE BEARBRLRNENE  MEAROABER SRS
HrJgefe £y - A R# @ (Kirkcaldy) , RD.¥ N EFEED
BT (J. Am. Med. Soc.) 2013; 309(2):185-187 - ki Bk 4 7R 7] (R
# HIV E5% - 2B RHRR 8 5 Wi 0T 5 7T 68 38 B 4 B
RYST A AR B GL - FBAETIE (Braunstein) , S L. N ME#E
Hef (Sex. Transm. Dis.) 2011; 38(5):385-394 - B REOFHE S
PLAE B GEMNRE > EMFEREAECET RS A EaE
Bfi % 8 ( sulfonamides) ~ HF @ & % (penicillins ) - BHBE X E
( cephalosporins ) ~ K IE W EE 8 ( macrolides ) K Y & &£ 18
(tetracyclines) WK R FRA L EEB N SHMER - 2 REI0E
33 ¢ WERE 4 B AR EE M+ &) ( Gonococcal Isolate Surveillance
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Project > GISP) - LA¥E & GISP 2 81 ik By ZEY) (Drugs Used
to Treat Gonorrhea Among GISP Participants) , 1988-2010 » H{ kg
http://www.cdc.gov/std/ stats10/figures/33.htm( & F— K&EF5: 2014
£38 11 B) - EWifi > £2HANKBOBERT > —KERER
LY AR W IR -

[0004] BE&HZEHEE (fluoroquinolones) N HYE A ERE L
SEEERENER  HEHAEMANGBEREREENREMA
B AW - SR 0 7£ 2007 4 - CDC E#7 7 H it E LR
e ¥ Bl ( Sexually Transmitted Disease Treatment Guidelines ) » H
FARHEET ARSI E RGN - B ERICFEHE 2007 ;
56(14):332-336, H B : http://www.cdc.gov/mmwr/preview/

mmwrhtml/mm5614a3.htm ( BF—REEF - 2014 E£ 3 B 11 H )

W - £ ¥ (Campos-Outcalt) , D. KXEFEBH T (J.
Family Practice ) 2007; 56(7):554-558, & B : http://

www.ifponline.com/pages.asp?aid=5147 ( F3F—R&E55 1 2014 £ 3
B 11 H) - CDC W ERKE 2 EBBAILEE P OO BED
MWMEET  sIEBEREZTESRZREIGN - LERERR L
REENFABEERE SCeaBFERERERYE
( ciprofloxacin ) ~ & & ¥ 2 ( ofloxacin ) R £ & & ¥ E

(levofloxacin)

[0005s] § 21 #HiCREALIZK > BBl - BRW K BHRTAIEBE #$HE
THHEAEREZNEERNHR - MR8 & (Kirkcaldy), R.D.
N\ BHERMERELE (Curr. Infect. Dis. Rep.) 2011,
13(2):196-204 ; BN E (Unemo) , M. N ZIHEYBIR A ZR
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% (Antimicrob. Agents Chemother. ) 2012; 56(3):1273-1280 ; [E45
KR F [ E A O 2012; 61(31):590-594, H E&
http://www.cdc.gov/mmwr/preview/ mmwrhtml/mmé6131a3.htm ( &
M—REFH 2014 F 3 H 11 H)-EREERZE 1 2012 FHLH
CDC HRMENEE - SIERMABHEEMEREBARSE
(cefixime) » B MBI RE OREY AR - CDC THIHEE
ORZEY B IR IEIEE (CDC No Longer Recommends Oral Drug
for Gonorrhea Treatment) ;> CD 7% 8 B 9 H » 2012 » HH &

http://www.cdc.gov/nchhstp/

newsroom/2012/GCTx-Guidelines-PressRelease.html ( £ if — K 3&
7702014 3 B 11 H) Xfr (Allen) , V.GE N ZHEZEH
7. 2013; 309(2):163-170 - F It - B#El CDC KBS HWHER O
ARVEHE - HILEBEME R EEMHEIL (ceftriaxone) fEHBSHEH X
HoWEROIRME— B RAR » HLATEIARNEE -

[0006] CDC fEEtEREBEFAERNBNT » WHRBREERE
2017 FE K538 E 2,400,000 BY - LUK @ 5,900,000 4515 61 -
CDC NFRBIEREZE KRB AEEGN - BOIME » BHRWHR RS
EREEMBAYE (FW HIV - B2EEHKER kHLEI-EZ % T
ERZETZ - HTEK) WHBMEEN - CDC (EEHHEBRBERAEK
£5$780,000,000 HHRFEFEILF SR AR EEEERZH B ER
B -

[0007] MFEERELHEHMBERERSY "H&—K
(last-line) , SEHMERE S URRBFEHSHERE  #HE
BE - NERRERRINBEFERABANBENAESRITE

51755pif 4



201444558

ETABENRR ZEEMRFEEEFGRNRET  HRBIE
BEEEZEER  BIRETREEMRERASEEHNERT - It
& R LA R U8 R A B 4E a5 B ((disability adjusted life years) BYRf
BRAEE  HEINTALZEERFAERNERIRERERE -
[0008] EAIL  FEHNERATFERIVENEE R EMREEIF
BRTE -

(BHRZA]

[0009) A FEAKEE LB (E B EE MBI & RIG R Mm B E
M

[0010] “E—EEEY AXBELAREFERENNRRERSE
R 0 BTt 5k B SR S H AR O T B 5 1a B A it = 3
% T (contraindicated) W AR LWL R UE -

[0011] ZES—REY  ANBBEEREREEEENMRERE
REWNHE T EEEREEF TANBEHERERARKEY
B REUNE

ZlW/kRz
R3
H R'ERREFEFRAEREE  RPRFRE - BREEEHL

MARKRIMARZEE  FRAGEFHIEETF  RIRFREHR
FHRRERTF R RRRRFEFRR SRS B9 6 F8R AR %
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E RERFGET NRET WMENRELECRENEE X
Y & Z WREAER AR BSBIERRAR T - -CH=8-CR'= (HF
RTFREREE SEFERFRAE ) B WRRARFR-CR*=( K
7 RPERRERT  NEFRFRERKS) REEFATEIH -
Be - UBEZEY) - S EAYBERSY -

[0012] #EE—EET  AUBBEREEFERENWMBELRE
REWGE > TEOEREBNYWEREERATEZHE - & - 7l
RZEY) - ZABYBBE SV BRENE -

[EAHEHERNAE]

[0013]

1 SR & @ % (azithromycin) ~ EHEHW - BRWER
B Y E (delafloxacin) WA B REH 47 tL Y L BRI BB &
( minimum inhibitor concentration » MIC) BYE 3 -

2ENENY ESt Y B CDCERBRY 116 ¥RkRE EIREER IR
ST EERRBITE BRSNS I -

3HERNENY EStH B CDCERBHRY 101 FRykiE & 5 R IR
7 RERREYTE BRSNS 1

ABERERWESH B CDCEEH 101 BB EREE IR
ST EERE TR BE AN IS 1 -

5#RERT KRB CDC I REKRLUN R W E S HKE
CDC Hy 93 PRIk & ER B 7 BE PR BV TE AN E 1 -

[ERT]
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[0014] BRIEZ S EHE - & RIASCHR A B P S BOiiT B B 22 9 58
FHRAZAFMBEREPEBENFREL BEERNMEEZE - #A
A RIR AT A R B A SR B TR R M B R B E R T K
MR BETXHBRESHHERME - AXRENFAAELER
HARFEE  BUREMSE RIS AN G XNEMHEAR
X HHBREFE  IBURRAET (BESER) B - Lo
Ftittf ~ FEREFIESPIRENTIERBIRFIMER - AFEH
B Lt 45 B8 R 1B B A AT SOt B £ FR 5 SR BB B I A RR A T BE BREE 52
& -

(0015} ABEAMAMIBTENUTRHER  NXEEFFRERER
HEERMeSHRAERRERESERKE - B8N E - EF
RRBERENBUYEERRENEMALERRE T RENMNRKE
RATHSERSR  flEMRAERESEMAEREE  FUR
RAWE  SRPERESARYDE - 4 ERRBFELUVEHHES
EREEKRFERERRNEEOSEMEERELASYH 64 4 -
[0016] BEMFHEHHOIEEREERNIERIEE
R 1&MER CDCAHEEAMRRER BEERREEEEE
ERARBEARAERESETEANREGRLEFRSE - RIEKEFLEY
REETHRERMFENRMEY B ERERENERGE - £
Py BRIFE G o ot R E AT DARSE IR Y e OO Bl o A ) B AR ER R Y
YR  BERFIRAKRENEBRBERMNRIERMIL - ORE
WRHETER BREIERKRKETFREERZN  EEFNNUOR
BIZIEHR - ORGERSEBIEEN - 1L BRMBLARR
MAEA > MREHFORKFERERTERT S MIGEBEMEFE - 2
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B TABG RABIG R R R AP BB ERIR -
A. BB
(0017 AXFFIHZEMABENATEUSI AN ARMIA -
[0018) ERIFL TN B/ HAMERE  THIRRBPSHZ BHBR
IMEEEH - RIESBNEE » TRIEATBIATE Bl RBH2 4
YRR EAZHIBRETEEEABE L EERNERS
% AHBETE  AIGLURRPFERA -
[0019] EEEREHL EHAGYEHLEES SN EEE
ERAY > RIS /R & b i At g 43 48 s B ] A it 7k £ 4R
oo Bl EAERKNERELSES BN ERENE
SR RAFMARENEALHAMLEES RER N HATREES
BRAEA - LSt ERESRRFRPTREGFHORFAEE
RERZHARFF AT - 544 0] [ R 17 R B 30 E DL B8y
& BRBENTF -
[0020] AXAFAZMEE TERENE  RIEABERER - #
BEEATHINABEMFEANKEYE -
[0021] —HEEFMBBLEYITHALERESYWRER - Frid
BUEYIHEBHZIECH L ERE - G000 - HEXEH
FREERE (FINFRARTE  RERRHEHER) - LkEaWZ
SRR ARBRERERE - HEFRXEBEEFRRBERGEH
Y (AREOREERE) WEALY (BR&O - BIKkA
HLRA - BT~ IRES - 80 - BERRARRKREHE) REEEK
Ecie (ARER - IARRFIRNZE) - 2EHES WS EE R
EREAUEZENY - W - B B 58 KR i E A
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ZACE - FFRE - Fa - BEE - A - pHREE KA -
—LHEEWERTHZENYES (FI0) EE K - EEHK
A% RS W (Ringer's solution) KEFR&MIAERE - EHER T T
BRERBKERRAFZERME > B8 (FIA) RERBANEY
EE - FTEREBENER  BE - B XAMERERNR -

(0022] MIANFTACMEE "EATER ) BIEEIEBEFE
EHURP ENEANEREYRESZRE SR mEAEENE - FE -
8 S FE B EL i P RE B SR E > 3 H B S B S e /LB LR AR TR Y
EY - WE - HEM/EE -

(00231 i5sE "EIEA . TAREH L, KR "TRFERA L EEAXH
JodtiER AR ERELRAIESNAEEEA -

[0024] fNANFTARME "BE , BIEXBAXHBE HEE
REINESEY) -

[0025] INAXFIARGEE "EATERZ, EEEUVEBZSE
BN BRNEANERDYOHEGZBERATMERESYE  FE -
BT FERE M R RE B R E 0 HE S E W/ Ak LRk
&Y ME - HeY - BE R/ -

[0026] INAXFTAK "HATEZNE  ZHEAEELEYHN
WEY HPBRALSYEHRBEERENNGEMNKE - £A7
BEZHNBENEALEETRNEmMERE (UK ) SRS
ERERE RERE (FURBR) WaeBBNERBKELY -
HRTEZHBEEPNHESEBRERNEHRERATY R EN
EYNEMESBERNKEE  BHWME > WEEBENESHEES
(ERRR) RIFENZFEU T ZERR KRG HREBROE @ 2-ZH5E
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& FF f# (2-acetoxybenzoic acid) ~ 2-#® & 7. 5% & BB (2-hydroxyethane sulfonic
acid)~ Z B (acetic acid) ~ 1, &2 [l B (ascorbic acid)~ 7 f# & (benzene sulfonic
acid) ~ 7% FH B% (benzoic acid) ~ E fjx B& ( bicarbonic acid ) ~ % & (carbonic
acid) ~ BEE B (citric acid) ~ {K#EEE ( edetic acid )~ Z %% — T B (ethane
disulfonic acid) + Z f5¢ f# B (ethane sulfonic acid) ~ T % — E£ (fumaric
acid) ~ ] %] & B B& ( glucoheptonic acid )~ %% ## B& (gluconic acid) -
% F% B2 (glutamic acid) ~ Z B2 B& (glycolic acid) ~ Z i Bff 2 ¥ I B S R R
( glycollyarsanilic acid ) ~ 2 B [E] %X By B8 ( hexylresorcinic acid )
B E BB (hydrabamic acid ) - & & B (hydrobromic acid) - E# g
(hydrochloric acid) - & H B8 (hydroiodic acid) ~ R E B T /& — B
(hydroxymaleic acid) ~ #¥ £k 2= B i (hydroxynaphthoic acid) ~ & Z B EE
(isethionic acid) ~ %l B (lactic acid) ~ 2[ ## B% (lactobionic acid) -~ F & Ei#
% (lauryl sulfonic acid) ~ JI§ T & — B (maleic acid) * %5 3£ & (malic acid)

@ Bk B2 (mandelic acid) - EF % h# B (methane sulfonic acid - Z5 % B
( napsylic acid) - f8E& (nitric acid) - B2 (oxalic acid) - £ R ZE L
(pamoic acid) ~ 7Z & (pantothenic acid) » Z& Z B (phenylacetic acid) - &
(phosphoric acid) ~ R4 2L BEBE B& ( polygalacturonic acid ) - 7 E&
(propionic acid) ~ 7K 15 B% (salicyclic acid) - B fig B (stearic acid) ~ 55 Z. &
( subacetic acid) ~ T — B (succinic acid) * % i E& (sulfamic acid) ~ ¥} j%
I 1 B2 (sulfanilic acid) ~ Fi B£ (sulfuric acid) ~ F+Z5E8 ( tannic acid ) -
18 4 B% (tartaric acid)~ BY 7% £ B% (toluene sulfonic acid) 5 38 & 715 2 JE BE
(amine acids) » BIZ0H IZ B (glycine) ~ P & & (alanine) ~ F A IZ
(phenylalanine) « ¥& % B (arginine) & -

[0027] ABHENERTEZNENERZNLCEFEESE
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i P B EE M R4 (moiety) I B EWE K - — RS @ LLIEERA]
EHELEAEYNEERREREGT X ECBHEEN S E W
RBEKTREERBH I EMECREY P RIEREE - £

—EEEE S > FEANE (FIINZE - 2B ZEE - 28 - ERNE
W) BRARTERAZHASYHNE - BB FEERRE
BFE BE4) F) £ ( Remington's Pharmaceutical Sciences )» & 18 FR( &
%= 4Rt ( Mack Publishing Company) » 1990) tf - BHIT S » B
AEEBEARRESEREERNYAZHLEY  SERENAERH
HEVREFLEENAZHAEGYNERE K LB -

[0028] ph4) > AFHEMALEY (FIAIRT RIS 2B ) RILIKE
HARKEG (HBAK) BEXAEERLEEMBAR > FHNEBESYE X
FE - KEVHIFERFIEEFBEEKEY - ZKEVF - BE
EVMHIERFIEEF LS ZERBEY  WEHBBEME -

[0029] WIANFAN "ERATEZVE . BEEFRBELEYHN
MEY BT3B AEYRABNERKENARBRERE - X%
e AT HESE  PINERAEZE - B0NS - ©E
MR AR B E R E A L B AR IR ER - ZEBEK
HMEE - ko hEYHHEREHELSEHERER  flilRi
Be - WEREE B H fihEs -

[0030] MIAXFTARMME "B E ) EFtEBERERE
FAEEYHNEREE BABEEARNKREBELEEENEYG
MR EM K -

[0031] MOAXFTARME " WK, BiEEMEERER5IERY
B BAES (EXRRR) FEEHRE  RERE EBREEK
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RER R, ~ ZSEPIEE BRI R E R R R -
[0032] ZE—LHEHEHT  AFHEANVEEYWEEEHERELBL
EVREEMEMERTTHEZNE - B - FTREY - SEEYK
BREIEMERTHMENLEY  BHFEABLCEYRNEEES
e B R AR B e ERBATEY - IAXFRACHE " EE
BEABRLEY ) BEERANAN PN EEREARBRLEYHE
EMEMERTEZNE B REY  SEEYMRBE &Y
H(BEaHGK ARKAR) BRALITEF]F 2000 £ 12
R 5 HHEFRIE( Yazaki ) AR EBIEF|E 6,156,903 5% K H 2001
F£11 B 13HK 2001 412 5 11 HEEETEE ; 2000 £ 10 A 17
HETRIEEARNEREFNZE 6,133,284 5% ; 1999 F 12 5 7 HMHE
FRIESE AEBREFE 5,998,436 55 K H 2001 £ 1 § 23 H+2001
%10 § 30 H R 20024 12 B 17 HEYIEETE 5 2006 £ 10 A 19
HAMAIM ER EE = (Abbott Laboratories) H) PCT FHiFEE
WO 2006/110815 5%;2006 £4£ 4 F 20 E/A%ﬁﬂ@ﬁﬁ%%%ﬁ%z PCT
BHEF 2 WO 2006/042034 5% 5 2006 £ 2 B 9 H/ABIMES &
B PCT HHEFZEEE W0 2006/015194 95:2001 &£ 5 B 17 HAH
B ¥ sk %4 28 4k =X, & it ( Wakunaga Pharmaceutical Co., Ltd.) # PCT
FAEEZEE WO 01/34595 8% 5 R 1997 £ 3 B 27 H A IRy E Kk BUgE
MRINE LAY PCT FAEEZEEE WO 97/11068 5% » Lt Fr G B F39 L5
A A2 M AR -

[0033] #ZHE—LEHEGIH  AXBBEZELEFEARLEDES
HENUTEBNLED
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1
R4 P COOR

V&X

K{*w

8

Hb R EREETFRAEREE  REREE  BREEZRL
NRBRACSHMAZESE  RERGETFREZRT  R'ETEE
FRREET RS &R K EE T 55 5 AS B Y # F 3R R i
£ REREET HEET WEXRBRCEREORE X
Y B Z TEEHESRTEEARHERAET - -CH=%-CR'= (Hf
RIEREREE IEETFRAE) B WHRRAREFR-CR=( X
o REEFREAET NEEFREBRKE) XREEATEIWE
A -

[0034) ZHE—HERHF X YR ZFHEL—ERTART -
[0035] #ZE—®HHEHT & R'FTREET > REREE R
RREREETF RERGETF X BRAET > Y #7R-CR'=
(H£d R7EREETF ) Z £7R-CH=> B W B-CR*= (Hh R'%
REET) B RTSEERAERT 1% -

[0036] ZEEMEMREIT > AXIBEZASYEEHERLT &
a1 (A) WEERERBRTEY

RS W

Z
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(A)

REEATEE N ERE - EEMERAT  ATBBENESY
AEEERERBATEY RS- 1-(F %) DA H A - 1-(6-1
$-3,5- 4 -2- L 0E 2 )-8- F-6- - 1,4- T - 7-(-HR - LR E T
f5e )-4-{B 56 203 WE K B R R - ZE ML AR AR B S
MAEEERERE RE-1-(FRE)-D-HEMEE - 1-(6-H%
3,5- 8- 2- M D 25 )-8- 4 -6- 8- 1,4- - T-(- YO B - B T A2
$5)-4-ff 4625 - 3-8 W R B B B A R T R - TE LML BB o 0 AT IR
BUEAYEEEHRERS - RE-1-(FHE)-D-HE M -
(6~ 2-3,5- = 4.-2- ML 0 2 )-8- 4-6- -1, 4- = - 7-3- 18 H - 1-
BT It 35)-4-(0 % 23 B W R BA S kAW - E E AL B S o
AXBBELESYAEEETERR -RE-1-(FHE)-D-HHE
B~ 1-(6-B2E-3,5- T - 2- ML 0 2 )-8- B -6- 93, - 1, 4- Z 4, -7-(3-¥E - 1-
TAETRT o )-4-(0] 56 2 -3- Ik R R B = K S S BT R - A
RS T ERYE  BAFAELRER e KT
FRBRNE B AEEY  SSUNNEESY  BaEE
A R EABES WO 2010/056872 SR FFIBHE S » Frik ABI%
P75 LLE | PR 0 3 B A A 3

[0037) 43 A B8 b B A6 o 35 T AE 70 4 3R TR RO R I
H -

[0038] AZI A LHMMNBBEEEEEEOHFEREBR
B 0 I R AL 4 B B IR T A T R
RMAARLENEEENE - £— BHEEHT > Flis R

51755pif 14



201444558

TEVREE TANBEREARRKEY

RB
a8

R3 W N

A,

LA

"
HP R'EFREETFREEFELE  RRERLE - EBBRREEIUE
WARKBNAWEE  REREEFREERTF  R*EREE
FREZERT S R RAEEERT MRS SRR R
£ REREET NERT WERNRBAECRENHEE X
YR ZAEARTEAESHIERERT  -CH=5-CR'= (HF
RTEREREE IEERFRAE) B WERRARFH-CR=(H
P RREFERTF NERERTREBRRE) REEFATEZOB -
S - BIERZEY) - SRBYRBBEESY - E—LEBHT X YR
Z FHNES—BERTNEETERBLADTHNRAERET - £ H
el B RFRERT RETEE RERERERT
REEFREETF X ERAET > Y ER-CR= (HF RERER
F)»Z%R-CH=> A W B-CR’= (Ef ROEREET) B R’
TELEZERELABLCEYTHN - BERMERT H-1-%
[0039] #ARB D AXBBELEEEEEENMHRLRE
BRKFE IR AEEEREEE TANEHERESLRLEY
RIEEERE
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HE RETEFRTHRERER  REFRLE  ERFEEERG
MAHARMANEE ) PRREETHENERT » R'EREHE
FHERRERERTF R RRNER T RRE RSB A 803 R %
E I RERERT NEET WERRBRSEENRE X
Y B Z JREEHARALSHIERERETF « -CH=5-CR'= (K
R'FRERGEE SEFEFREE) B WERRAREFR-CR =(H
FREEREET NERTFRERERE ) REEATEINE
BE - BUERZEY) - S RAUYBERIEY - E—BEHEFIF X YR
Z P ED—FRTEHMEABRCEYINERT GE—8LE
HEld - % REREET REFREE RERERERT
REEREET > X BRAFEF Y £7-CR™= (£ R'EREE
F)» ZER-CH=> B W B-CR*= (K R*EREETF) B R’
AR EEREARC ST - REAHET Hix-1-K -
[0040] FE—EHEGIHd Pk EERERRLEYHE T REE
B HR B B - B W & (balofloxacin )~ 4 ¥ & (cinoxacin ) »
EWRYE - HYE (clinafloxacin) ~ R W E - REWE
(enoxacin) ~ FiE W E (fleroxacin) ~ JIE W E ( garenoxacin) ~ [
& E (gatifloxacin) ~ &F KXW 2 ( gemifloxacin) - B EY £
( grepafloxacin) » ZEHWE - KEWE (lomefloxacin) - EFH W
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£ (moxifloxacin) ~ FF W E (nadifloxacin) ~ ZIEEE (nalidixic
acid ) 3547 £ ( norfloxacin )~ &, 8.1 £ - B8 & | ( oxolinic acid )
o2k ¥ 2 (pazufloxacin) ~ & W £ ( pefloxacin) ~ M1 K&
( piromidic acid ) - It UK B ( pipemidic acid ) - L EF| W &
(prulifloxacin) « B3 £ (rosoxacin) - EH W E (rufloxacin) -
7t ¥ 2 (sitafloxacin) ~ FH¥ £ (sparfloxacin) ~ BHEY E
( temafloxacin )~ ¥ & ¥ £ (tosufloxacin )~ @i {X ¥ & (trovafloxacin)
K DK-507k - SHERTHZHNE - B - 5iREY - SLEYR
wEaY - |

[0041] ZE—BEHEFIF  FORBEFREARACESYH TAREE
BREOERHEFEL BRYE BRVWE “MYE  BRHVWE -
KEWE - BREVE MEVE - FXKYE - BHDPE  EEF
WE BEWE REHEYE  HEVWE HRWDE S5V E -
MHRYE BEWE  ZTEFWE  EEVWE BEMHWE - FiH
WE BEREVWE REAWE - #iXWER DK-507k » SEZER 7]
HZHE B AEREY - ZRVYBERSY) -

[0042] ZHE—SLEHEFIG HPmiEERERARCEYRER
WE > NEEATEZHNE B fiREY  SLUYREEE
] o

[0043] FHEHMEMAIG  FiBEREARLEWEFETA
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F COOH
|
//:/N N
HO Cl ~F
h’ P

HEERATEZNE - B - A1EEY S LREYRBBEEY -
[0044] ZEB—BHET AXBBELEEEEBENWMKEERE
RENAE L AEEEREBUVENEERTHZZHE -
Be - AIERZEY) - ZRVYBBEISYNIEERERE - £ LB
Bl BUWEREALYEFHFHE (delafloxacin meglumine ) « #£
HMEREST  BUVERBRVWEGFKE=KEGY  -GE—&H&
Mt > BEUWERBNWERFEEKY -

[0045] FEANBEZ—LEFHBE T EFFARAcEWRIUDR
Pl By B o

[0046] ZE—SLEHEHIF - Flfb GV RFIRKIGH -

[0047] 7E—Lo & fE 5l - Frftfe &2 AEH AR -

(00481 FE—SEHEHIF - FrikEWENERB E1%H -
(00491 FE—EHEMFI - ATl &Y AR KB 1% -
(0050 ZE—SFHEHIF AR KB ERLE 24 /N2 AR E -

(00511 #“E—SBHEFF > FARECEYHNEHESSEMBED
200 23w E 49 600 Z57 -

[0052] YE—LBHEGIF  FRBESESEMEED 200 5 -
[0053] “E—LEHEGIT  FIdBESEEMEED 202X -
[0054] ZE—SEFHES T FAAEHESSEMEEY 300ZEF -
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[0055] #HE—LEHAIF FIABESSEMLEEGISOER -

[0056] #HE—HEHEFIT  FAABESEEMEERN 400ZER -

[0057] FHE—LEHAIF  FTABESFEMLBIED 4S0ER -

[0058] #“H—&EHEAIF FIABESTFEMUEER SO0ER -

[0059] “HE—&EEAIF FIABESSEAMEEL SSOER -

[0060] “E—LEHEEIF H FAIRBESFEMEER 600 EZXK -
C. Rl

[0061] | B EHE HAGR BERAPERBEUVEY
AEXRESLLHEHEMFERE (MIC) WEX -

[0062] 2 ERERW RS HH CDC ESRY 116 PRtk &K
B R BEREERNENE - LESBAKRELE 2005 FHFBERE
Bl A+ (continental United States) BJFH¥E R K& 5w hz H N Z Z AL
#7 (Dallas, Texas) HJERPR /0 IETZK - FrBlEB 2 BERF RN
35% F MK - BME (spectinomycin) - MERKBRNWPERER
Pk - BRIV E ST ILHER IR BERRAY MICy, (0.06 P /ZFT)
EEBAWEERS 250 & RPBAUVWEFRERARENENZET
FOHEEFE RS ERMRE ERE REIEMEBER -

[0063] 3ERENW RS HE CDC E15HY 101 R ER
B RO BERAIEEANEY - B 3 BEKRERFRESIF.L (CDC)
FIafTHRRENWEHHREZXEHRENRN 101 HRKFERE
DEERERE ZERBREWRER - FrAlE S BERTE 70%H
BRAWEREAEYNE (—&F gyrd K parC P EARENEE) - H
BERENYETHEFSH S REERERNE RREE -

[0064] 4 ERNERYW ESr ¥ H CDC EB/HY 101 ARAMFER
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B R PR BE MR BV TS BE SN TE T - BERPAT R 2 BERR P R 70% %
ERAVEREVE EBEHFRFAARENSBESET 100%HER W 2
B o

[0065] SHERBAUWER 10 EEMER S HERTRKE CDC
B IREMRLISMET 93 MR R R S BEREE B AT E DS
M- BRWEERSHILHEEYBRBEEME > MICy, £ 0.06 £
S/ETF-0.25 IR/ ZT - I - FERIWER MICy, LEBRWEW
MICqo {48 38 250 £ -

Vs 5 R 2 5% o 1 B R

[0066] SEAMANBEERENEY (FUMERESBTE
) (BEeEEEK - FAEKAHE) #RPUTHEFF 2000 £ 12
HSHETFTREEFEANEBEEFE 6,156,903 55 K H 2001 £ 12 A
11 HEYEETEE 12000 10 A 17 HEFRBEZE ANWEREFE
6,133,284 5% : 1999 & 12 A 7 HEFRABEE AN ERHHEFE
5,998,436 SR R H 2001 &£ 1 B 23 HE 2002 12 B 17 BHIEET =
& 52006 £ 4 A 20 HABKMEREEER PCT HFFEE WO
2006/042034 5% : 2006 £ 2 A 9 HABHMM EiSEE =1 PCT H
FEEE WO 2006/015194 5% ; 2001 4E 5 B 17 H A BRI 1B 7k BU B8k
NETH PCT BHEHZE WO 01/34595 %5 R 1997 & 3 H 27 AL
FARY B K HRERA Gt #y PCT BFHEZEZE WO 97/11068 53 -

[0067] AFAKNAE HEVKARWEHERESBTEYE
SHERUTEBNAMEY (BERERBRTED 1)

[0068] MEZEERIEABEATAY 1
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R® 0
R / COOR!
™
) ’ )N\
Y X X

|
2z .

R3

HP R EZEFREFRTFRAERELE  RPEREE  ERREEEIR
MABRKRRBHARNEE  REREETHERET  R'EREE
FREZRT R RANER TR IE FASE A 8 80 F18 IR i
EIREREFETF NERT WERNRERSERENKE: X
YR ZABERRTALSBERREET » CHE® CR” (Hd R
FEBRKE  NERFREE ) REIEFERE X YR ZHFHE
Y—BRFART B WHRRAETFR CR(EF RPERAFETF-
NERTFRERERE) ARFGEGSE R EZBREFET  RPEFR
BE - RERERERF RERERET XETFAETF Y&
& CR (EAF RVERRAEF ) ZRm CH E WH CR (Hd
RRETEREF) B RIASIBEAHEBT -1-2 ) RETAHE
MEBRATEZHE - & ABEEY  SLEURBBEEY -

[0069] ZOLI EEk¥EhFrsk - & R' BHRERAEER  HASE
AN A SRBUEECHEFBRRAENTMABERE - 0IrRHE
HEREECOSTHERBRGESGTAKE  BLERREMBEET
WEREEE > BAVEMRE  BUFE - ZE FRE -ERE -
ETH BTE ZHTE KE CEREE S BWREE #
MZGEE - BHRE  I-REE  THEE KEE CHRERER
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BEGE BUOERE S RFE > BUFEREE S REES
WMERBNBROEE @ ENERKBEERREE  HUWZHEE
EREMGXBEERE  BRREERESERBIE > FOHF
SEREEEFER I-ZEERESEZE  RIRREEFE
REMPEERE NEEE  EWBELE (phthalidyl) s Z{RERIEE %
ERikbiE FWI-“HFEREZE  RG-FE-2-HKEHE-1,3-H
TERBERRE-4-E) BE

[0070] HEENR BAEELR AP EHEEEHEFE
ARBRTEY (PINREFEARRTEY 1) 25 EHEMAER
EZRRR-R*R-RCRVRARPAT2VP VWX
Y -Z e - fRg MRRBEAFHEMAEYWHHMEARE -
[0071] ZEHMEREGIS  AFHHEILEMNEERELBTEY
| RENEHREARRTEYN AR - HeViAg  Ed WE
CR HF RPEFRERT - KEFEFRIEBIE -

[0072] ZEHMEMRGIT AFBEREWRNELZRERBRTLEY
| RENEETERBRTEYN AL  HEYRAR  EF RS
T (a) 5 (b) R EHE

(a)
(CHa)e N—
N4
(b)
1
JX (CHa) XJz
A N ——
J:>L (CHz)gJ
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Heh ARRERT  FRETFR NR (Ho R RRGFEFRAERR ST
E) eRTIESHEBE (RRI1IEINHE ¢eRXR0E2H
gE I PR IPAHRELERSRR  ZREFETF - BE - Kk
ek - BB E - BE - KikAERE - BREEEINRE
BT -

[0073] ZEHMEMAIP ABPEEZEWNEHERERRITEY
| EENEERERBTEYN TS  HEWRAR EF RS
B3l (a) RARZEH -

(a)

[0074] HEEMEMAIG  ABPERAWMNEHRERRITEY
| EBNEEREARTEYN G  HEeWEAR  Ef K (a)
FH e384

(a)

[0075] ZHEHMEHESIT ABAEEWNRELRERBTEY
| FENEETERRTEYNSTE  HE5YRAR  EF R'S
FET RBKEE EREERER_ERRERE  RENE
FEF RBNEZEET RBEET XBEREF YR ZB CH
B CR” (Ed RPBEBRKERREZEFRT): A WH CR® (H£F R
BN RE TR -
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[0076] EHEHMEMEGIF ABEHEEWNREEFRERBTEY
| RENEHEFEARTEYN AR 5 AR  HP RS
BE REEEF REEFEF YSBSCF: Z58 CH: W& CR®
(HPRBEET BETHRFHE) AR (a) e B3 -

(a)

[0077] ZEEMEHOIF - ABEEREWR —BH % - HEUH
» F o ffy i R B R 4E R Ea%‘]‘ﬁﬁﬁ/\u"ﬁ*%

L%

HEBZRATEINVE B ATREY  SHEIUVBERIEY - It
ATl 5 B R AR BR R DL B R BB R AAIE B 78 ABT-492 ;& WQ 3034
BAFTR > BIRACER TR 1-(6-BF 5-3,5-Z . -2-IL g & )-8-8-6-
B-L4-ZE-T-C-RE-L-RERT R E)-4-0 8 5 -3- 1 W B
1-(6-f% £ -3,5- Z @ -2- M 1€ £ )-8-&-6-F-1,4- & -7-C-REFAH#
BT E-1-E)4-AIESE-3-BWMEBRE AR - Fritft&Wnit
BB R CAS ZECHE 189279-58-1 - B HE R HFAMEE
WO 2006/042034 SR fE N W BRI R IEE - MAR=Z/KEYW
R - h4h > WO 2006/042034 #5388 It 1 & W HY D-7j %5 §% B2 %8 (D-
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BHEPEEE 1-(6-F2E-3,5- & -2-MEgH&)-8-&-6-F-1,4-— & -7-(3-
RE-1-ZHBETHRE)4-QSE--EBWFRKRE (B) IREKEY

B D-#&EEREEN = KEY(D-HEEE 1-(6-1KE-3,5- 2 &-2-1t
HEEE)-8-8-6-F-1,4- " & -7T-C-RE-1-RHMR T e E)-4-Hl & 5-3-
B RE=/KkEY (H) ] - Frt D-AEHEEBKFE D-§4&
WEB = KEYHHHER CAS & 5t 352458-37-8 K
883105-02-0 - D-HAE HEEHEN CAS ZE 5t 6284-40-8 - WO
2006/042034 BB E LR 25CT A Cu-Ke BEEHF @ FES
WO 2006/042034 [ | FRT/R¥ REES BRI D-HE EREERE &
XN REEH 25CTTH Cu-Ke EHERK > FEE WO
2006/042034 [ 2 FRAIRHRBHEL D-HEEEE = KEWH
e - LWED-HEREEAEANEAZEAS - T2R ARBY
(Haight) % A » " HE36EH ABT-492 WS © et EMREEMNT
( Synthesis of the Quinolone ABT-492 : Crystallizations for Optimal
Processing) | , BRI THFZ2B1E9 5 ( Organic Process Research &
Development) (2006), 10(4), 751-756 -

[(0078] BAMRAXFZHNEMEEFRELEYES
DK-507k - B W E (LIBBEELHNEHF X Baloxin $5& ) F&4
WE (UEELKEE LM Cinobac 8 ) BRVWE (UBEL
5, B 45 % 78 Baycip - Cetraxal ~ Ciflox » Cifran - Ciplox « Cyprobay
Quintor + Zoxan - Ciprobay » Cipro } Ciproxin $§€ ) SHW E
( clinafloxacin ) ~ {REW E (LB BRELHEHF LM Enroxil K
Penetrex $8€ ) W E (LUBEERLHNEFKTE Megalone K
Roquinol S8 & ) MMEWE - MBEW E(LIFEZERBKES #A7 Tequin
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HE) HARWE (UEELNEEF LM Factive 8 ) - IRIEWE
(LIERELREE L Raxar $iE ) £EHEWE (UBEERLARE
A %78 Levaquin ~ Cravit & Tavanic $§€ ) 8=V E (UBESL
HEAE L Maxaquin 388 ) EFEWE (UBELREFLE
Avelox S8 E ) AW E -~ ZIEHE (LB ERHEE AT NegGam
K Wintomylon $§% ) - FHHWE (LUBELKEE L Lexinor »
Noroxin + Quinabic + Amicrobin + Anquin  Baccidal + Barazan -
Biofloxin + Floxenor - Fulgram - Norofin + Norxacin * Orixacin »
Oroflox ~ Urinox ~ Zoroxin J¥ Janacin $8€ ) KW E (LUBESL
B H %478 Floxin - Oxaldin J Tarivid $8€ ) BRI (LEHE
LHEE LB Uroxin 388 ) MKW E (LB ELHEHF L Pasil
K Pazucross € )~ HMEWE (LIBEXBEE L8 Peflacine §8
€ ) B okER (LIEIE LB EH 4T Panacid $5E ) ~ HEIREE (1L
BIEANES L Dolcol HE ) HEFWE (LBELREE L
8 Quisnon $§E ) BERW E(LIFH R L EH & Eradacil € )-
BERVE (UBELKEELM Uroflox € ) BHMWE (UFE
MERNEE 4B Gracevit ) AMPE (UFELRETLH
Zagam $HE ) - BRYWE (LIFEBELHEHE LM Omniflox $FE£) -
ARVE (LB ELKEFLM Ozex K Tosacin ) XKW E
(LIEEANEFTLE Trovan 88 ) REEFTHETHE - f -
RIREZEY) - ZEIYRBEEY - BRANANFHNEMBEERE
WEYEEREERE > #10 DK-507k - ERWE - BREWE -
R E - BUYE - KREVE  BEWE  NEBYE - TX¥Y
E RBHEVDE EE£EVE BEVWE EBWYE - HEWE -
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HEARVWE SRV E  WMHKYE - - BEVE LEMVE - EA
WE-FEMYE - ARPE  BEWE KRV ERKHBXYER
HEATEZINSE B TREY - ZEILYREBEEY -
[0079] bu%@i&,ﬁiﬁ%ﬂ%%%?@ - Bg - RUEREEY) - AT
%Yfﬁﬂ‘*%‘lﬁ%ﬁ“ﬁé’é%ﬂﬁﬁ& HEMERRF - MBEVE
IER -BENE-S-(ZHRB&E)-T(IR)-(1-F£-2,3-Zg-1H-5-&
5l RE)-4-HIEE-1,4-—F-3-BEMPEFREKREEKEY HE
AHBEBEAEAE T-3811 & BM 284756 B AFTAl - 2R M5
FH ( Takahata) Z A T —FEH EH Des-F(6)-H 345 T-3811ME &
EEN R EEATMAEYIEM (In Vitro and In Vivo Antimicrobial
Activities of T-3811ME, a Novel Des-F(6)-Quinolone) ; » Fi#{ &%)
| R {2 #¥ ¥t ( Antimicrobial Agents and Chemotherapy) &5 43 % >
5 HE»E 1077-1084 E(1999);2000 4 2 B 15 HAEF$£%( Todo)
FANEBREFZE 6,0253705% R 1999 F 8 A 10 HEFHELFEF
AP EBREF] 5,935,952 R 20004 12 B 5 HHBEIESE -
[0080] INBWERHEERAFEZHNE B - siEEY 5L
MRBBEMITRARAZTHN LS -  HEEYWEART - MEBWE
DR EHEF LT Tequin $8E-2 K 2003 F 7 A 8 HEFALM
# (Raghavan) & AR EFE 6,589,955 B2 55 5 1999 & 3 B
9 HEFMA (Matsumoto) FE AHEBIFF|ZE 5,880,283 5t & K
1990 & 12 B 25 HEFIBR (Masuzawa) F ABEEFF|H
4,980,470 B8 R 1992 £ 8 B 11 HWBEIEE -

[0081] FHAWERHEZEMAWEZHNE B fEEY - 55
MRBEB S RANABEN AL - HEVERART - FXKVE
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DB RAEHE S 4T Factive 388 - 25/ 2004 £ 10 B 12 HEF
[e {7 & & 4 ( Appelbaum )3E A B X BIEFEE 6,803,376 B1 5% ;2004
F4H 20 HEFEHE (Kim) AR EREF]E 6,723,734 B2 5
2002 ££ 9 A 24 HHEFFEE & (Citron)E A W EBR HEF|E 6,455,540
Bl % ; 2002 £ 1 A 22 HE FH 4 K. (Dubois)& N ERHF| 28
6,340,689 B1 52 F £ 2002 2£ 6 F§ 18 HHYEET:/E : 2001 &£ 12 H
18 HEFERMEFEANEREFE 6,331,550 B1 5% ; 2001 £ 7 B
17 BT 57 & A (Crabb)FE ARy E B EFE 6,262,071 B 5% 5 1999
F 10 A S HETFYE (Hong) HF AREBEFE 5,962,468 S R H
20005 5 H 9 HRIEETRBE S 1998 F 7B THETFHEANWER
HA|EE 5,776,944 5% 5 R 1997 4 S B 27 HETFHEANEEEF]
55,633,262 5% -

[0082] AEAVWERHEATEZNE & HEEY - 5%
RYBBEREDTRREAFHEN A% - HEVERARTS - EEE
WELBERELNE R %M Levaquin ~ Cravit ¢ Tavanic € - 2 5,
1991 £ 10 A 1 HH#EFFJI| (Hayakawa) & AW EBRHF|E
5,053,407 Bt e E 1994 £ 9 F 27 HWEETEE -

[0083] E@EWERHEATEIWE B  iBEY - 251
MBEBI ST ANRAFHEN A% - HEYWERAET - EEWDE
DR AR EE AT Avelox 885 - 2R 1998 F 12 B IS HEF
BEM R (Grunenberg) F ARIEBRHFILE 5,849,752 5% © 1997
£ 3 F 4 HETHEEAR (Petersen) F AWEREFEE 5,607,942
B K 191 F 2 A S HETHERFEANWEREFE 4,990,517
B ;e H 1995 & 4 B 25 HEYEET#
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o

(00841 25 ZHER 738 A A 0 SR 5 LU BB SR ( bolus) BEAIE
SHE ORI - RGN R EM S R R R
A -

(00851 IE A& MBI B R G EES (FINEOREH) BT
TR S E BT MG B M FA LS. 5548 8 ( Goodman ) A, 4
B B BB P (The Pharmacological Basis of Therapeutics )
201-26(28 5 KX 1975)0 1B » H2HAERBHAAL D -
(00861 4H-& WA LLE (BT ERED - DUE IR R B i — - B
i T 2 S U Y (A 0 B K B T LT
A E TR R AR E L RS R B
A Y - AT B B R TR B SRR
E BN SRS SRR NE RO SRS R LS
P2 0 P (B Y S S 0 B IR - g - T A
S HEE (bolus) W/THE - R LR (BRI
$145) 3 1T 45 UK PO 10 B T 48816 5 5 Y -

(0087) W& ABY H ik THEREYEE B S
( pharmacogenomics ) ( & » E 48 2 78 20 2 6 BB 1 91 5 14, & W K )
I B 7 P S B 50 ) » 75 3 80 B A8 U 1 58 0 ) T 0 1
BRI  EERARNE R TR R ARE -
ORIt + 55 0 R 5 T 5 4 T 9 10 A 2 7 2 R B 2 o
B AR R R ER Y DR SR L B B B R/
RIEBEHE -

(00881 iy i & £ B2 B 45 T B VR O BE A DL T 40 B - BB e
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BEEAE - FTERLEYHNEREYTIN - EVWFALY - FHE
VH PR FERED - RERE - LEFEE - B REE
JEVBg B R o BR AV - FEBR % T 36 0 A £ B A W1 B T &= B B R BR K
B UEREFHERFAIFORSENAEEE > IYBBE T /N
MRERERE -

[0089] F“E—EHEAIH  EECEYNEECESEHERSE
UEAEG 0 BRAEWEY 1500 ERbEYW -E—LBERBEIF
EEAEYHBREZEMN 2SER HS0BR - 75ER #9100
BRI ER M IS0ZER - 175 25 - 9 200 2R - 49
205 20T 2T ER 300 ET - 325 ER
#3502 - 315 BR - ¥ 400 E% - #9425 B% - 5 450 2
A4S B - S00E - K9 S25 B - #9 S50 B~ #9575
B2 #9600 Z5 - 9 625 B - $9 650 27T - 9 615 ER - 15
TO0ZET -~ T25BR - T50E7T B TI5SER - #3800 Z 5%
#3825 Z3¢ ~ #9 850 B3 ~ #7 875 EW ~ #9900 BT - £9 925 E
#9950 Z3T ~ #7975 B - #5 1000 B - #5 1025 B - 45
1050 Z3% ~ #9 1075 E3 - #5 1100 E3 - #5 1125 Z % ~ £ 1150
BRCHUTSER 1200 2% - #1225 2% - 5 1250 B
] 1275%% “HI 1300 B~ 49 1325 230 - 19 1350 E 7 - 45 1375
I 9 1400 237 - #9 1425 258 - £9 1450 =@ ~ §9 1475 £
k#1500 2% - ERBEHGY S ELEE - HBESEHS
EHE (EEHE =8 &) URSBHE (submultiple) (45
B Moy —HE) KESEREASBENHES - EHEEYY
WAREIERTE 24 /NEEZ R -

%llmll
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[0090] I ASESHEBEEMBEFEE  — RS - S8y
B EIE ML B LB ERERSRRELERSEE -
F b EFEABERIEREANE  kEURB - BIEL
SMWERFEEERE  BEEPRAZERAERNDBRIE
BEARE - FE—EEREIEEG > SHNSERERTS R
SHTES 250 WHEERE » £ %Y A7 E o E LUEFE Bl & 4
B BfEHE ARG LEREN S FREH 272(A WE1MEH
2 1.008 EFEEEME ML | {8 Na s 22.99 EFEEEA ) K
B0 250 ST B A B BIE M LS WIS B IE R 272 EIEH AT
EHEE 0 BETGEE 250 BRI SMEIERLEY - BE
Z #9272 ERMWEMBES R 250 ERE RN BBRIEEL
a1 -

[0091] AXIBBHEKILSYHBETRER TRETHE A
mETE (FR EE - HUUREEERRL)  BENBNE
MENE  FREREREBESE SEHIEEY - BERR -
BRI EERREER N EERERNURREARE
F—2Y) - ARMNREAUERBERSREEREBENES
M AN IBENRSLEVESSATEEN0.03EREH 200
BN ERBEEECWESERSERESEHEASBEWES -
=]

[0092) LA F BE ) — £ 5% o 3t B8 % 2 B BA MR P9 2 L AR 9 - {
BRFENTREFLES > ERERESENRRHENRE -
REERREASEESREBOER TUENEELFS S
f, -
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[0093]
[0094]

B & Bt ke 5 i 5

[0095) (bt % ERFC #7388 M 7 vy 8 38 A% O B R PO 5% B

> L ERTE - USP sk CTFA ZEHER -
LATF S8 Bo ¥ 22 15 A S AR s g o B B D 388 AT A RY

a8 &L

REEFEHFRN - ARIEE - FAGREEMNREERE B RN

% -
' 1.

IR IR A SRR TR R B -3 R IERBC IRHIK

HXRE - EFA 1000 ATHAK

5% SEWEA | % (BER/ER) | & (A%) /4t
B2 (R ERE) 20.000 2.00% 20.000
BH R (€K > mw 195.21) 4.88 0.49% 4.880
Captisol 200 20.00% 200

FEH K q.s. q.s. q.s.

1 N NaOH /3 E&RE q.s. q.s. q.s.

s 1.082 A%,

EE 27t

Bk pH 9.0 (£0.1)

API LIFERIYD 2 HI8 B IEET 0L RE - 28.86 0/ FHER W B #F IXEE=20 E7/E

FrifFdEm =\

RX-3341 E&/jHEES « FERIHAE K F ( Conversion factor ) =1.4429

150 A RIS 8 ZHt
BrF

[0096]
[0097]
BRPERGEEER -
[0098]
[0099]
REESEEBE -
[0100]
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5. Al pH - HE pH R 9.0 (£0.1) -

1. BEERLREENL T0%NEHBKEEEETS -
2. HI0FEERY Captisol (B-IRMIGEEER T ERM) £

3. AT EENETREBRRTHESERERE -
4 ANFEENHEMERESERENENYER
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[0101] MMEEE > DIEEE (1 N BABER) E& /4w (1 N
BRpR) -
[0102] 6. AASHAKEEERLEENEHE -
[0103] 7. WEBEBE®E (MWERES 0.22 pm) WIE L E/NE
o o
[0104] HMEME AR KBETHEEBUTERHBNIETR
K An .

100 EFEERIE 300 EAEEIR 500 ErsAaERE
ERWE | 100 2R 300 E3¢ 500 57
A% 244 Z5 B2ERX 122 =%
*EE | 1000 =25 3000 Z3T 5000 E &
[0105] GFiHEYEHANRBEBEEFIRAKRE  ARWEE - B

B RO A P RE e ry L B -

'HH2:
I ERIR PR EER T ¥ 22 - R R RRIRC oA

PHAKRE > BFF 1000 ATEHAK
5% EEA | % (BER/ER)| & (&%) 4t
R EE PR (R HE) 25.000 2.50% 25.000
#EE (/K > mw19521) 4.88 0.49% 4.880
Captisol 200 20.00% 200
ZZREINZEE R 0 0.1 M IBHE 0.11* 0.011% 0.11
ESHK qQs. q.s. q.s.
1 N NaOH kv /s B R q.s. q.s. q.s.
o 1.087 A5/
FE B
wx#% pH 9.0 (£0.1)

AP DS B H0R] P IR ER R 2\ HLFE » 28.86 B0/ ZA N 2T IE=20 Z250/E
FHifERERRT =\

IR B SR R BN IR R

Tehi) B BN RS FIRVIRE R T/ 1.4429

150 Z23eEERREHE 6 2F+

B
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[0106] 1. BEEMREENKG T0%WEHAKEHEER -
(01071 2. WRINFEEERY Captisol (B-BRMIFHEER T HBkSN) =

BRTHRESEEER -

[0108] 3. RINFEENHFREBAKRPLECEZHRE -
[0109] 4 WINZ_HBNZEBBERHBES -
[0110] 5. AIMFEENHHMERESERENENYER

BEEZERE -

[0111] 6. Iz pH- HE pH & 9.0 (£0.1) -
[0112] MIEFE - AEE (1 N BRER) XE&LHK (1 N

BWRE ) FRE -

[0113] 7. MEHAKEEEEKLEENENE -

[0114] 8. WEBIEEW (FE@EMEE 0.22 um) WHEFE/IE
i o

[0115] *ZHEHMPFEDT  Z_HRNZBERNWRINELE

0.15 Z3/EF -
(01161  EatiH &)@ AR A EEFIRALE - FARIGE - E
B RO A ) RSB L B

[0117) EMLMEAE KBEEEBEEEUTEREWIER
A
100 EFEERE | 300 ZFGEERHE | 500 ERAEEE
EhRWE 100 357, 300 37, 500 37
H % 19.52 52, 58.56 &3, 97.6 53,
Captisol 800 77 2400 7, 4000 5,
LI ZER 8N | 0.44 BT 132 237 228

BH 3 : BRARFIRARENREZY (Lyophilisate)

[0118]

51755pif
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kEBH 2 IRRECY IR LI 2 (lyophile) TR - :E 3 H
BB @ R VE R E REC Ky /N T > 52 5 R BREZ R B v R
SZ MR A/ NRRE IR -

[0119] BEHREYWTRKES —EHEKEBRKER - LEHF
RETHEYN-EBREBENNER -

HH4: ARKORENFEKEY

5% B1/100 E5E5EE B 77/200 305
ERWERPE (a) 144.3 288.6
4% ETPGS (b) 120 240
ERHERR K-30 10 20
LE 25 50
TSR 29.2 58.4
7K (c) q.s. q.s.
MRS Rk EE 1.5 3
Gt 330 660

(a) 1443 ERFHBRUWETFREEEANS=100 3%
T Bk BR

(b)#4 % ETPGS R/ER B LU B XM AFEY T -
(c) TESC MR BURE R KRBRR -
[0120] =03 - T35 HH A9 3 4t 35 Fo 7B B 4 A M HE SR R S At
REY > TR EME B EOEEREE - 2L - REESEMM
ko BT DUARHEERTRNEERFERE -
[0121] HUEBEYB R (ERER) BBEEFTLHAAE -
[0122] 7 SSCTHFEF RS HERME LS E TPGS LI 59— 15 RE
Y BREBNSEEEERENR T BRREE 40C-55C -
[0123] FBEVEN W ERKABMK B (intragranular excipient)
BlankE e - PVP - MR E RS AR THEABMESHRE

I
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[0124] B:E IR EWEERBMES R E TPGS IRA AR LK
I —FERL o LEWF 0 ATEINZK DAY SE AL -

[0125] #EFE 30C-35CTFERFBREMERIZE -

[0126] BHEFEYWEBREERB[LKERBESERT -

(0127] phyBEHENAREE (EUFEREE) NMERES ST
B& -

[0128] WFBWERBMERENGER NEEREEEPBERE
EFI 0

[0129] FiEREYEANKORE  AREE  EFSBRESR
BWMAEMRBER AR - BF - FEHFEFHEY R K FRE G0
300 Z5E 600 ERHBIEEE -

BHES: ARRKRORANHEEY

5%y E50/100 BR5EE E70/200 E55EE
BERWEFRE (a) 144.3 288.6
4% E TPGS (b) 120 240

EXUERH K-30 10 20

T ELRRAE R 29.2 58.4

7K (c) g.s. q.s.

Gl EE3 1.5 3

REET 305 610

(a) 1443 2T BAVETH P EEEER S =100 X

e e BR

(b)#EA 3R E TPGS EE R L LUK iR B N AR+ -
(c) ERBREE F KB -
[0130] =& - AT #E Fh Pl L 4t 4 70 75 8 400 40 0 M e 3 o S 4 L i,
RAECY) > Pt MRS BRI H AR - U0 - RERESE MM

£ AR HEERATEEERFEERE -

51755pif

36




201444558

(01311 WG EXXAEE B 4 o A 9 18 B B I SR BUE AT s
AR -

[0132] Fe AR ERANROKRE  BREE A RERER
BWMAEMRBRENER - 80F - w55 5B R EER S ¥ K £ 2k 5 B B 40
300 B E 600 EmAIF BME -

BHl6: ANKORENHEY

5% =Z7/100 i 2 50/200 B
ERERERE (a) 1443 288.6
4% ETPGS (b) 120 240
FEIEER 25 50
AR ARHER 29.2 58.4
7K (c) q.s. q.s.
MRS EREE 1.5 3
REET 320 640
(a) 1443 ERHFHENWETGFREEERKS=100 2%
7 Bl BR

(b)#4 3K ETPGS RIGE A KRB AHAFALEYF -
(c) HEHBEEIETHKBE -
[0133] =G - W E F A 1th 3 7 1B 0 460 00 A M SR R B L At
ARECY) > Frat HAsE R BIFE AN H BN EE ~ 2L9E - REESCH M
B EAUAROHEEFERINRNERRAEERTE -
[0134] w6 A B E BB 1 AT 69 #8 B S A AR BLE FR &
[0135] FRERECERAMNROREE  ARIEE - HIFSEER
BMAEY R E R - & - AT FE AR ET R E Y R 2K A EC B A0
300 2L E 600 ERHEIZME -
O 7 Bay 2N
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[0136] | ERMEFHE  HEHEL BERYERENYEY
%%%Eﬁtt%tb%ﬁﬁﬂ%ﬂ%ﬁ%fﬁ (MIC) KBl 5% - Kt > B A
PLAERMLL - BAYEE RS HERT—EWMREERE S BEENY
T8 E B EE -

HE 8: gt 0% EESEHERNMKERE LBV RE
HERE

[0137] HEMFIRE (MIC) E#HBARKEREIZEMICH
( The Clinical and Laboratory Standards Institute » CLSI > DIF]E
NCCLS) Mty feF vk (agar dilution) (HUH4 ¥ BUR % I
M ITHE® BB 16 IR E AW F] ( Performance standards for
antimicrobial  susceptibility testing: sixteenth informational
supplement) . CLSI %2 M100-S16 (2006), ESpR K &5 = A %R
FoRT > BEYVERERMERTILAERE 950 5% 2500 E 19087 (950
West Valley Road, Suite 2500, Wayne, PA 19087 )) #IE - &5 2R
TMEDE - HRERILEHE > rEEREUHFT/ZEARE - It
b BIRITEREE (128 Hm/ZHA-RER =58 > 2=8&H)
REZFER (16 M/ Z2F-REBES 1=HiER - 2=BUBHN ) BTER
BB MER - B-AEERBHRERRER (1=[BEH 2=&%)
HEMEHFBEME - I FEM (ampicillin ) K [ & f #
(amoxicillin ) WHi M - BEHEHBE  HEBREKX - - LH8E
(erythromycin) DIR B EHEREESCHNNERHN T EHER
Moo RERBEURETE 2005 OB H B CDC WERMREZR LT - %
BB (Portland) ~ PEHEE ( Seattle) ~ 41 (San Francisco) LA
KA FEE -5 (Seattle-King County) #J 10 ¥k B HHRE FIEEHI
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B BEAR LA R 116 AR EERE o Bk > HIR BN Y E R H R
£F -FTESBEREHTEBREE L6 KROBKRTRT 7TIHRE
MRUAFMAEERSREETEESNE  BRT VRERIUNFEHR
KRB ANBRRTRE (EEERAMNE) - KiT 2% BRES
BAWETMEE KR 10%H @A MIC F&E(22 M /Ef X H
RALM R ENR E BB ) - 40 PR BERR (K3 35%) HEMER - i1 #

BELURBERYERE T 40 5RO BR PR 39 R BEARIRE Y
BREEEHYE  BRWEURHRUEYHNBERERRE 2 & -
BAUWERN MIC HERAWEHEESEMEHR (R2=0.859 >
p<0.001) - {HE LB MICy fEHEF @ BHWE (0.06 T/ EF) BY
MEERBRAWENK 250 & - LFHBXRURBAWETEEAR
ERZENEENRFERE > BSREHERETED Bk -
'H19:

[0138] 3T KE CDC TSI HRE = RBIEE N —
A 101 BRI RRE S BERBIERA Y E/RIE ZIEBURERER
EREMEEEER - RN BERTE 10N RN ERFRE
(—87E gyrd K parC FEEREZNZEE) - ERIFIMRE
REEMERNEERERFERBERFREAE - REREE
MisSEBAmENERBEAEREMERE (MIC) - lRT 1 £REL
HEIFT A MR ERBERGZ/PNNRKER 0.125 o/ Z2F N EA
WEIRBEINS - HEEZT - 71 IREKRESFE 2 Me/EFANEBE 2
B/ BANBERYE (ARHAEEE) FETAR  BUYER
REBWRYWEHMEEKREG MIC 2T FHEER 0.073 #5/Z27 - B
WEHGEMEERFORFRER 05 Mx/Z2H > HULEEHE
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RWEREF 64 L/ BAMNE MICH | %RERPEEIE - HEKE
£ gyrd K parC B B H B 228 - Al > FRAIKWESR grd &
parC ER B HMERE ER W ER MIC A& - iEEFFRE
MERBRWERERNWENHEBFRES 0.666 - HigE R HHE
U ERMEE  BRHYERTHMAEMNFERENERIMEY
> HEBERETNE SN EREREBUERIR FHYERY
ERHECTTE -

BH 10 :

[0139] 4 BRNERY BT ETH CDC EBHY 101 BRWRRE &R
B B PR BEAR B TR R SME M - SEARFAT I S BERR R B8 70% %
BAVERRTN EBRFEMAUESBEL 100%5 @AW E UK -
Rt BEHBRETBUVERFHHESHEESRENERK
RE ©

BHH 11

[0140] 5 ERER T RE CDC fHEREMKLIN » BRWER
10 EEHMZER st 2K EH CDC By 93 #RMR S ERE o BER A TE 88 41
YL A IEE (CDC-10328 - CDC-10329~ F-28~ SPJ-15 K SPL-4)>
HoHEEHBERYENTESE  HERWENHGE - 18
BR DU ~ B P 37 80 3R A9 B M R K B 35 BE 78 o0 s A9 ORI %
K -3H0 CLSIRERBERAERAUYWE RIEBEASYH MIC- &
RE B ZEZE¥EH A ( Clinical Laboratory Standards Institute )
(2006)  stHFEAERNHENHEBEIME BB AR H &
( Methods for dilution antimicrobial susceptibility tests for bacteria

that grow aerobically ) > ELEERI{E#E » CLSI a4 M7-A7 &8 7ThR >
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F26BE2H > CLSI 2R - EY®REEM  lBREREFEER
FeFT (2006) FIAEDBURMRAIRSITRE - 5 20 REFET]
CLSI 3 {4 M100-S16 - CLSI- &R » HIEREMN - ERLEHIF -
TI%HSBREBRRYERERM M 44% BB S EHEK -
BRWEE RS HILAEMBROBEEE - MICy) & 0.06 H5/Z
F+-0.25 /T - A - BELW E MICyo LLIRA W 2 #Y MICyo K
i 250 f% -

FRM

[0141] PERBHEAABPCESHEER G MEAMER  E LK
EMANERRATMIERG A FIPER - ARARIREEEHH
HEHAMEENEENE HMEE  BEEKEREUTHFER
HERERNA

[RFEREEA ]

AR
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EEnFH—r%U =
I, —EEERERETERBREZENMBEEBRE ( Neisseria
gonorrhoeae) RRYLHI /T » B 5 EBIER BAEH MR T HRE
BEREERN - A ZRLEVHNBEENE -
2. M EFIGES | ERRN A ERRREELESY
BETANBERERRLEY

RG
LI

R W N

HP R EZEREGAFRAEREL  REREE BREEE
RRIMARARWMANEE  FEREGETRERERET  R'ER
GRFHEEERT R RTANRRTRRERSARLEMER
B RO ERREERET NERT  WMENRBERKSHEENKE
XY Rk ZAREMERRARE LS FERRERF « -CH=8-CR'= (&
fRTEREREE NERRTREAE ) B WERREAREFH-CR'=

HPRERRGRET  NERTRERRERE) REHATEZY
B - Be - RUBREEY) - S RIYRBBIEY -
3. MHFHEANBEESR 2EAENHFE  EP X YR ZFE
—EHRTARTF -

4. MEAEEHEANGES 2 HATMHN AL HFE R BREK
FOREREE RRRERAERT REREET XETA
BF  YRR-CR=(HFRERERET ) ZER-CH=> AW

51755pif 1



201444558

CR=(HFREFAFET)RK  AIRFE - BELAMET fx-1-
H o

5. —BMBEEBERENMRERBERBRRN AL ZHEE
EREAETANBERERBRLEYNILEERE

RG
8

R5 i )N\
o

Z%Rz

"

Ht R'EFRAFTRARERERE  RPEREE  ERIEEE
RRIMARABMANEE  PEREETFTHARERT  RPER
FRFRERRETF R’ FREEFETREE SRR K s B iR
B RCEFERT  NEET  WERBERNCEENEE
X YR ZOUEHEBARFAALSHERERT » -CH=%-CR'= (&
i RTFREMBRRE NEERTRAR): B WHRRAERETR-CR'=
(BFRREFRERT  NEFERTREBRESE) REEATESH
B B FIEEEEY  SRBEVRNEBBEY -

6. AIFAGEEFEEELE SHRN % KR X - YR ZHFE
H—BRTERT -

7. MEAFHEAGES S BGRW AL HbE RIETRER
FOREFREE RERERART RETRGET  XEREA
FF  Y&RR-CR=(HFREXREETF) ZHRNR-CH=> HWE
CR=(EFRERERTF )H RIBI-BEAHET IK-1-& -

8. MIFAGEEFIEELE S TEATMHY Fk  EPEERERRA
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EYRETHEERVEKREFEL  BRYE BEYPE  BR
WE "MPE - BHUYE - - REVE  FEVE NEYE -
MELE TRVDE - BRIEWE  EE€EVYE - BEVWE - R
WE HAWE  BEHE - HRAVE SFVWE  BERFE - W
RUE - HREWE - WHEKEK - WIRE: - TEMYE  BRDE -
ERVE EMWE FAHYE  BEYE HKEPE - &Y
2K DK-507k > SREZER T HZHE - B - fIREY - 28EY
BB EY

9. WHGFFEMNEESE S HF ey 54 P EEEREREEL
GYIRHTREEAKNERDEL BRYE  BRWE - =k
WE - -BUWE REVE REVE NBYE FTXUE-
IHWE - £EHVE - BREVE  EEYE  HEVWE  #4&
WE - -SEAVE HHRYVE BFRWE LTEMNWE EBHWE -
AP E - BHVE  BRVWE REVERBAKYE  H%E
AR EXHE - B - AISREY - ZEEMBBEEY -

10. ZOFEGEEMEEEZE S WA 54 » EhEETRERE
CEYRBHNYE NHEEMATEZNE - B fiREY - 24&
RYBER & -

1. ZIHRGEHEFEESE S HATRN % - EPEEEEAR
ke RERE T
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HEEATHESHNE B IREY - SLEYBEREGY -
12. —EHBAEREERSNMRYERERRNAE A&
BEREGRERENENYEREERTEZAE - B - AI5E

2y ZEUMREBEREY -
13. fNERHEHEFIEES 12 HATRAN G

NWEBRIE -
14. Z0FAEH

ek -

18. ANFf R FHEE R E—HARR A&
Y& DAE S T Uik B -

19. NFTtEREFENEE P E—HARTE
MEUEREER LA -

20. A0 A A E A E E R - E Tl ey 5k
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FIEEE 2 13 IEAT ey 5
NWEHRE=/KEY

15. e EFEEES 13 WA@Y 5 &
hvh 2R R KT

16. ANET AR E A S E FE—HATmA % > 3
V)2 LA IR B B i B -

17. fOFT A 55 E A & B —HAT ey 5 ik o

HPBAWERRE
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MR RE|E R -

21. MNHAEEENEESE 20 HFEN AL HFRABEERE
24 /NEFZ IR ER -

22. NETHFREF EFEGE R E—HARW HE > ERE LS
VEIEEESEMEEN 200 EwEH 600 E5 -

23. MHFEMNGES 2 HAAN AL HShEBESSE
(I BB 200 Z 35 -

24, MNERGHEFIEESE 22 HF MW HE ERZBESSE
LB &4 250 Z3E -

25. MNRREREFIEE S 22 HAT MW Hik RO B ESSE
(LB &4 300 E5 -

26. MNFAHEEFIEESE 22 BT A5 HPSBESEE
B &H 350 B -

27. MMHAFENGEESE 22BN AL HTSBERSE
MBI 400 Z3% -

28. MIHGRENEES 22BN AL T EBERSE
B EH 450 B -

29. INRREREFIEIELE 22 EFF M Fk  ET BB EREHE
B £ 500 E5 -

30. MAFHEHEFIEEE 22 B MW HE ETZBESESH
LB &4 550 B -

31. WIHFHFEMNEESE 2 HATW Ak Eh B ESRSE

UEIE# 600 Z5 -
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RY COOR!
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Hf R'EFEFRTHRARERERE  REREE - BREERE
RARIAHKRGIMAMIEE  REREFETFTREERT RV ER
FERFREEERT R BREER TS LSRN A 8RR
ME R ERERT  NEFRT  WBENRBEASEENEE
XY R ZAgEMARKATR LSRR REERE T  -CH=%-CR'= (&
i RTFREBKE NERTREE ) B WHRRAHF TK-CR'=
(B RREREET  NERTRERKERE) REEATEZHY
O B B NBEY- SEAYRNEESY -

2. MEREEEAEES | E R SR E R RS Y B
RERENMRERE BRI EYIRHER  Eh X YR ZHE
—ERRRET - |

3. AIEREEEAEIES | B R B RESR AR
BEBEOMFERE BB CEYNAR > 5% R ZREaF
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