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1.4 1.0 1. 06 2. 20 0.5
[0103]

[0104]  HRREFEHZMEA B HKCFETERIZY 10-15 1 m /R 45 6 HR .
[0105]  FA&FMAEL F AT HITCE B & M A NN BRI T I R . FEVR T3, B AH Y
ORI E H RN HF R REME T /KT, KIS RE LS IENEERR. L6 n, 5
IR A F AL A R B AHLE, ASTR] G 2 R 5 I 200 e A R A
[0106]  ERIRE H M I A0 2 A V5 BT o B R HY B RS R . R A A B R T
W02006/128150 [ T, T1\ TTT, IV F0V 5E SR 7K AR A, IR T W02007 /127292 11 i 28
LR TT KWL . 53— J7 1, SRR S M R i 2 B o A 2 A SEARIIS RS . AN i
BRI B LT Bon 5 B W i S A B W02006/ 128150 HFR A g 2 TV AH IR /K 4 i
11
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i

R B

9/13

o DRI, AN W) e MR 75 M 38 VRl
R 6 T M ORI T M Z AN R A R A A

[0107]
[0108]

[0109]

dn 2R A 5 S U Y T T i

=]
HH

=2

WS [mg/ml]

BT OB, [mg B4 5 ]

WO 2006/128150 ( i &5 )

I 201 206
1 170 280
111 174 198
v 322 387
v 134 180
W02007,/127292 (255, )

I 54 156
1 76 198
AR (Ehgh )

A 503 621
B 323 332

A W) s B 7 A K BN ) AR TR, R e 2T AR

A, AN AL O HA B BTG E R o B, AR IR R IR T A E R AL A RTB AE 80°C
W AE T RJa FEAEAL AL R BTE E T

[0110]

WA ZBUARAT R PR 5 2 U 75 P 3%, LATRE S P At B DAL B A2 e AN 5 2 1) | 7

Yo 2T B T ASIR] b 2L PR 75 24 2 8 el ) A MR AR AN ] R T M A Y
IR e HEAEAH LB . AE 80°CICAF 7 S5 AITRI LA 21 W02006/ 128150 [y T AT 11 &
7 H R R TR K o AH R s B 35 M0 s (10 7 A s K BT HoAb i A, Sy B kAT T
W8, SHAE 80°C 7 RAIMSm A T 5 Sas g 7R I RS » SXFE R 2% A 0 TR 250 1 7y
TR BINGE T RN A BN AT BRI B Eh IR SRR A AL A 1) 4- 3R - B35

Mg s ERAR AL, IF BLIRIRE S 28 TR 2.
R T AR SRR T M R 0 T A R AR E T

[0111]
[0112]

12
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BEI!ﬂ:iﬂ:g 4_%%_7%&%:% 4_%%_7%&%:% A%‘\%‘_\_‘J}ﬁ7é llé\%l\é)ﬁ’E
=, M4 #=,{E80°C 7 B & A 80°C 7K
T N T

WO 2006,/128150

(I B0

I 0. 36 2. 15 0.75 11. 20

1T 1.04 10. 83 1. 60 18. 44

111 0.16 2. 18 0. 16 4. 46

1V 0.23 0. 38 0. 40 0. 87

\' < 0. 05 0.18 0.22 0.37

W02007/127292

(I B0 )

1 0. 34 1. 26 0.59 2.22

11 0.17 0. 38 0. 24 0.91

ENGL

( Ehmeth)

A 0.84 0. 89 1.07 1. 81

B 0.93 1. 60 1.91 4.19

[0113]

B AR IR S H MR SR AR B SR H e T 2RI S &5 M 5 I 1)

BEASEME . B0, T BRI RS M R B R TR, FEEIR T4 9 M. %
R R 19,56 % 1) 4- K - B H RS =M 21. 55% AT, Bk, ToE B M i
Mgt i AR E I, ANTE TR DU Sy il P Rl

[o114] Sz, B H ARSI AR B, K5 e i 8 A, HATPLF5 IRk i e AT R4 142
BT AR e I, IF R DS 2 TR E 5 1 P TR AR

[0115] 7 fiff JEE A2 AH Nkt DAy ok MR R 75 A 3% 1A 75 A % 110 o 2 TR, A A5 Jon U e )oRe
TORFR T, FFIAT VR TR o X2 AR A W I8 R e 1) 2 A s ) e e R KA A i
A, R TE A ARSI 2 50 1) PR L AL

[0116]  Fi4h, AR WY BRIy 2 S B RS MR NI o A B ) I i

13
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IR AT AR I 25 AF T LU S BEAR s H % 5 ) 8 22 38 0, e &5 vt 5 R R 4 o

[0117] AR R ERER S R BB dn 8 A v] S E R BB 25 0 s DA &0 iZ08 i 2L 1
EERAMHEME A« Ji5h, AR K Eh I 75 22 60 8 A AR D DU 2451 i
[o118] RSB A 2 A A B X GBI R A o R, AR B Je Bh e
HINE AR A A RN B AE B 24 w050 AR i

[o119]  F3%, AR AW LA S HRMER SRR E SRS A WA .

[0120] A% B Ik DA SER ] 255 il — 20 i hid o R 2e s A A T Ul BH I H
(1), FF A2 DAE AT 75 PR A R B

[0121]  SCjitifs]

[0122]  7E Unisantis XMD 300X— 5 £ ¥y AR i 51X b F A7 B SR I 25 76 P AT 6
o B X 5 Sk R AT 5 B (XRPD) , 4 A DL R SR B 4% F < BH AR & :Cu, 40kV, 0. 8mA ;
3-43° 0/20 R0 10° DR BRIRTINARS I, RS0 % 53 HE 1024, THEUNTR] 300 #h &40 . #E
TE 2R SRR AR i e 4 D IOPRAERE RS BIE. 20 (BRI EEH 2 £ 4
0.2° 20 [yuH. B, HIRAES. 0° FIATHIUEAE K 240 X— S ZeiT A EAEARTE S F T o]
WMIRAE 4.8° f15.2° 20 ],

[0123]  2L4}6iE (IR) &7E MKIT Gloden GateTM S S 4 NI4T ATR ( SR ) it
HEMRBE A N IEE, L BV Bruker Tensor 27FTIR JEfETH B 4em ' 3 HE%E. AT
WG o ¥ — REAAE i LU RS A UMAE G WA 3R 0o 2R 5 F e i FH W =5 Al e e WA
IR EERENIE G AR SO BEBER — R R RS +2em ' 1
TaFE . BRI, HHIRAE 1716em ' [LLAMEAE K 2 B4 6 BT EAERRIERT 2 T mT e HE BLAE
1714 5 1718cm ' Z[d].

[0124]  ZE/RFHEEIE (DSC) 7F Netzsch DSC204 FHEAT. 4 dmg FE 528 INA HA 56 1)
250 1A L 10°C /min (3R IR INAE 250°C . &/ (WGESE 20ml /min) FHAES
PeA

[0125]  SEjfsl] 1 . 3hPRE AR AL A 2%

[0126] &M REMESBE DR A PR BRI E A SRS S OERE M
N HREGWAE I T IR /DI, ZJ5HmEE A AR &1 6N 2hig . fidksy 20 /i ),
JEHE A, HFAEER T RS TRARIHRYE MR A,

[0127] KA :
[0128]
BEME| M| HCL i 24 Wz HPLC 4l f&F
[mg] [ML] | [MOL 4% ] [% ] [ TR % |
a 500 12 1.0 A 100 99. 50
b 1000 24 1.1 A 101 99. 46

[0120]  SCyifs] 2 « RIS 5 M2 i 2 A 1)l 2%
[0130] % 75 P 25 VR BB S 1A sk B rp Bl 2 0 [ 8 35 I3 i i 5 SIS TR A ol
e RJEAEENR PR A 1/, IMAGE B AN &R . AR 4 /DI E,

14
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8 [ R JF AR SR T HAS TR B IR 5 M F i A A

[0131] X B:
[0132]
BEKRE| Ol HC1 mf | R | HPLC 4hifE
[mg] [ML] [MOL 4 & | (% 1| [1Hf% ]
a 2500 60 1.0 A 94 99. 48
b 1000 24 1.1 A 88 99. 55
c 1000 24 1.2 A 101 99. 47
d 3000 72 1.3 A 102 98. 91
e 1000 24 1.4 A 100 99. 31
f 500 12 1.5 A 94 98. 65

[0133]  SEjtaffl 3 :EhMREE H AR a AL A [ &%

[0134] B E R AL 500mg [ /A% HFH F= LS 10ml N ENR S & 1. f£4
5 35PN IR YTIE, IR B R 1. 75 /M. 143 1 1 (1. Omol 48 ) 5N #h % i £ VR &
W, FFRRELERE 5 /NN A pE [ AR, IR YE R, =0 N B TR R R S R
8 A 440mg (97 %6 i ) (HPLC 4l 98.73% ) .

[0135]  SEjitafsl 4 R FH AR A AL A [ &

[0136]  #£ 50. Omg & % FF 5% (Tygacil ® 50mg, Wyeth, 5yl M AR ) WEARLE ImL IR,
ST HRER . E4 1 28 E IS DT (B VD . ZJ5MA 8. 4ng (leq) HARIR,
HAE SR IR R . IBBIRIIOAEL 5 735 Ja RS (028 il t, JEA4E 550 R I RHIR
IR 2.5 /N o JE A, T B YRS R AE S T B TS 3 51. 8mg (98 %6 k) 1Eh
M E =AY A,

[0137]  sjitifsl 5 - EhIREE H AR AL A [ &%

[0138] 4 50. Omg M 5 % (Tygacil ® 50mg, Wyeth, Hiv ¥ K ) W#AE 5001 1 4
SEFELE B, HAE SR PRI EL— e E IR ETIE (AR R4 A 11D) .
ZJEMAN 8. 4mg (leq) IKELMR, BiH 1ZIRBIRL 3 /Mo JEH [E 44, H 455 SE W Pk v OF 76
FHI T EASTEREH] 43, Tng (82% WR ) MR HFIR RN A,

[0139]  SEjitifsl 6 - EhIREE H AR G B [ &%

[0140]  JEIEHER C PR R E A4S EHEFEN S Z R FRIES H &S S5 2R
RIGTEZEMR Bz E Y, FFIMAK C PAHN =1 5N #hER . EBHEL 92 /KT 5, 38 H
&, IRAE =R N B TR R B RE H H R n AY B.

[0141] K B:

[0142]

15
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BERE| 2 | HCL m | k& | HPLC- 4lifg
[mg] [ML] [MOL 44 | [% ] [ HIFA% ]
a 500 6 1.0 B 61 97. 59
b 500 6 1.1 B 68 97. 01
¢ 500 6 1.2 B 33 97. 03
d 500 6 1.3 B 36 97. 80

[0143]  SEHEW] 7 IKVEREREI 2

[0144] {fi H UV-vis Lambda 35 43 %06 E i (Perkin—-Elmer) (A = 347nm, 1. Ocm A7 2
W) . {4 Perkin—Elmer ® UV WinLab—5. 1 %4

[0145] il & AH AV A SRR 35 1 R K8 35 M AR 28 1R/K b I M RS, 71 2508 T i hE iR
BV 30 438, BEFEEE 1000U/min. JREIELL 0. 45 um yELAS L U8 B S A5 2 117 W
FE 1000 £i5, JAE 347nm " LLZK A X} HE 5

16
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