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(W BARAA WVE R TGSy, 5255 BRI (A 78R A IR IR 45 25 T E 1 R =X
ZHAAT RN Z LR TEICHIE A DRSO B AT 5 1 S R X Le 25 AL 59
540, E )% C1RRGR 2L () 416 It s 26 VRGBSl 3510 491 2 VB A AR B 0 Tt ) 7L VB R ViR
(I T mR, ] A FEAT A 25 A0, 9 Bk L 2 O 28 B8 55 e ) AL s
TR 0 B AR 6, R A R ] A28 A, 490 S Ky B v U R R R S R R ) A
& BRIAEA S T8 25, B LR RIS B2 AR dme A R 1R S A7 77 28, e rp S5 AR5
R HE R XTI B AN AW, RS T a6 a0 Bt i e 4y, BikE e
KB T B 7K o A8 40 m] il £ 3 ST v L rP 80 R L8 R 7K R 4T 280 WP VR B /I R 8 2 e
TSR ERAY) o ] 2873 SRR, 751218 Dl AT A A VAR 8 R BIF 31155 . e
W FH A A A A Xt 50 2 4 7 i 5

01811 ML AB L MEAHAEGY ST HLAEY0.05-99% (E &), FiLik
0.1-70% (E &) WA, F11-99.95% (Em ), F0E 30-99.9% (HE &) 2% Ll
T

[0182] A4 E AR A ST (Ta) 3k (Ib) tbEY, 5 (b) [ AL BN HEHin
AWM ER SEE . WARSEEARN RRHIBEE, Frid Lo UL Y125 257
SRR T (Ta) 80 (Ih) R ARG e B B W 259 ¥ 77 1 B
iE S YA 7 RE IR EE M L B R AR RS L AR A B 5 IR W B R AN R T RE A FH
i AN, IR EAR, WIARE R YT B I RONR /SRR B T H AR R B AL A ) Ak T T BRI T
W, WD B I BT IR A B H

[0183]  W[HsX (Ta) B (Ib) L&A —Fhak 2 F L e Hu o B B 299 204 Bl — P i3
OB e A5 I ELH R, DRS00 [FIE 3 B e7 548 T BRIk, AR BRI K —Ffr=
i, % e (a) 1 (Ta) B0 (Ib) AL&H, AT (b) —FheZ R B BT E 259, 420677
I3 R B I s R R A AL SR RT3 B0 B A

[0184] 25 FAL &I Y A0 & ARSI T 250 B9 4% Rl L e 2043, 0 il 34 71 e g 371 2 ol
) LA b TR 7 500 2T T 97 R0 B R B )

[0185] K Hiid 25 I 4L & e i A8 145 29 A5 B3l — 0 SR 0 B G HoA A1 o A S P
(B TR 2 FE il A Ry SR ) ) 3 B R o R BB B v R AR TR B R VR Y T
EBIE TR, RULA N AT T 25 stk . I 2 s 07 30 28 (1) s 2 39 (A4S RIIR A )
BT ) IRFEFR U /BB R K AREE T A T S BRI S S LA T B 2 77
IR A AL G H R AR B 4L &4 28 2 7 IR 7 RS M IR 23 A
FF B M AR A (R — RIS, A K AL G LA IT 1 oa i H =25 250, ] anfe
10-50mg/ kg A [l N, K15 B0 2 145 R

[o186]1 =X (Ta) F1 (Ib) 4b&4 K I RA W WO 2004/011436, HiE k5| H 454514
XH
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(0187 6 KA 24 T 0 M B T (K 4508 ST A 2 M R 2 SO BRE o 2 R
o, e B BIOSE AL AT T AT AR BT K5 B I S
SERAR R, B, P EL AT A 7 v, 0 X 5 e AT, AT EE A A T B 2 T
&N R BT R,

[0188] 7" A" 1" B Jg Lok SRR A MO S, T A5 5 B, K H A
BRI AR ALY AT BLY S ASER T A2 R B2 5
S I ST R,

[0189]  FRFUHE (Ia) Al (1) LA, EHILTE WO 2004/011436 7k I7id:hl % .
[0190] £ 1:

[0191]
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[0192]

i BB
‘;f‘%;” ff R R’ R’ R’ SARAEEE At &
1 |BI Br OCH, ok H _(An; 194°C
2 |BI Br OCH, e T (A2); 191°C
3 IBl Br OCH, A H (A); 200°C
4 1Bl Br OCH, g H (B); 190°C
16 |B1 Br OCH; 4-F I H (A); 200°C
17 |B1 Br OCH; 4-8ARHk H (B); 190°C
2.8 Br OCH, ol H (A),96°C
21 |BI Br OCH, 2 Ik H (B); 176°C
22 |BlL | CH OCH; Fk H (A); 148°C
23 Bt | cH OCH, ¥4 Hy (B); 165°C
% |si| B | ocn 3k H (&) 162°C_
25 Bl Bi OCH; 3agar A H (B); 160°C
26 |m | AA OCH, Fk H (A); 174°C
27 B | A | ocw A H (B); 192°C
28 |BI1 , ocH, FA H (A); 190°C
29 1Bl F | ocH K H (B); 166°C
30 (Bl { OCHy ¥k H (A); 170°C _
31_{BL} ¢l OCH; FA H (B); 181°C
32 Bl | Br scH, Fak H (A); 208°C
33 IBlL | Br SCH, Fk H (B); 196°C
34 1Bl | OCH; OCH,, A H (A); 165°C
35 |pt | ocw, | ocm ES u | (BY; 165°C
36 |Bl | Br OCH; Rk cl (A); 197°C
37 (Bt Br OCH,4 A cl (B); 221°C
38 | B9 Br OCH, 3-mARAE H (A); 198°C
39 B Br OCH, 3-#IR H (B), 207°C

21
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feet | Ex.| R' R? R’ RO sk
%F | onr
108 189 | B OCH, SAEE H (AL); 160°C ...
109 |BY | Br OCH, | 3f%% | H (A2); 156°C
0 Im | w | ocm x| H (A), 152°C
41 Bl H OCH, FE Kl By 160°C
4 I8l H OCH, CH, H (A); 140°C
4 Ipt | H OCH, CHy H (B); 120°C
59 It | Br OH ES 3 H (A); 3260°C
60 |Bl | Br oH ®5 i (B); 215°C
B2 Br OCH,CH; Ex H (A); 162°C
6 |B2 | Br |ocHCH, A H (B); 74°C
B3 | Br H FA H (A); 98°C
B3 Br H *E H (B, 120°C
2 {B7| Br OCH, LEA g | OO ST a=R; b=

Lot} = -166.98
(¢=0.505g/100m1 DMF #3%)

[0193]
3 |7 | B | ocw B M| 4 I ;zl?);? Wi
(¢=0,472g/100ml DMF %)
14 1B7 Br ocly | BRE H (A); 210°C
s IB7 | B oCH, | L&A H (B); 244°C
45 |87 Br OCH; 2-R A H (A); 262°C
46 187 Br OCH; 2-2 K H ®);162°C
.67 | B8 Br OCH, 25— BRI H (A); 60°C
68 1B8 Br OCH, 2.5-ZHA A H (B); 208°C
110 | B8 Br OCH, | 25—k H (A1); 167°C
111 |88 Br OCH, 25-Z @ ARK ¥ (A2);
69 |Bl Br OCH, -ARE H (A} ¥
70 _iB1 Br oCH, 2-RAR H (B):
71 __|BI Br OCH; -2 CH, (A); 174°C
72 |B1 Br OCH, 128 CH, B); 178°C
73 Bl Br OCH;, 12k Cl B 174°C____
74 |Bl Bt OCH, L2k cl (A); 110°C

22
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A - . 1 2 3
%@:%  Ex.| R ' R R R® AR ot
%5 |nr ;
75 (Bl | Br OCH, ©:°> H (A); 196°C
76 (Bl | Br OCH; | ‘:0> H (B); 130°C
71 |B1 Br OCH, C{ ] H (A); 202°C
®)
78 | Bl Br OCH; (:on H (BY; 202°C
79 |BI1 Br ..Nmo HA H (A); >250°C
L

80 Bl Br OCH; 4-HARL H (A); 224°C
81 |BI Br OCH; 4 RARL H (B); 232°C
82 Bl | CHs OCH, -84 H (Ayp2oec |
83 |Bl CH; OCH; R H (B); 198°C
84 (Bl | F& OCH, R R H (A); 248°C

[0194] 85 |Bl | %2 | ocH AR B (B): 214°C
8 | Bl Br OCH; o =N H (A); 184°C

\_#
87 |BI Br OCH, » =N B (B) 186°C
\ 7

88 |BI Br SCH, H (A); 240°C
89 Bl Bt OCH; H (A); 236°C
9% |Bt Br oCH; H (B); 206°C
91 |Bi1 H OCH; 1-205 H (A); 178°C
92 |BL H OCH, .3 H (B); 160°C
93 |{BI H OCH, 3-BER H (A), 178°C
94 |Bl H OCH, -k H (B); 182°C
95 {Bi Br OCH; 2R oAk H (A); 178°C
96 Bl Br OCH; 2-RA LR H (B); 146°C
97 _|B1 | ocH, OCH, A4 3¢ (A): 168°C
98 {BI | OCHs OCH; LR H (B); 154°C
13  IBl4 Br QOCH, 2,3-Z @ F K E (A); 128°C
114 |B14 Br OCH, 23R AR H (B):213°C
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R Ex] R R’ R’ R SREFIRE
%5 jar
ii5 iBIS| Br OCH; | 35-—f¥kL H (A); 192'C
116 IBIS | Br OCHy | 35—f%L | H (B); 24°C
117 |B1S Br QOCH, 35-—fKK | H (AL); 181°C
L8 IBIS 1 Br QCH,; 35— RFA H (A2); 158°C
19 |m7 Ct OCH, 1A% H (A); 212°C
120 | B7 cl OCH; AR H (B); 236°C
12 |87 | B OCH, i H (B); 227°C
127 |B7 Br OCH, 5-38-2- L H (A); 226°C
130 iB7 Br OCH, | 542Kk H (B); 220°C
131 |8l Br ocH; i\ H (A); 206°C
CO
134 IB9 | OCH, | ocH FRR H (A); 172°C
(01951 135 IBY | OCH; | OCH, 3-FAEL H (B); 182°C
0195
143 |B7 | B ~ QCH; 38 -B A H (A); 234°C,
150 | B7 Br OCH; 338K H (B); 212°C
159 | B8 Br OCH, 25— A H (A1);208°C
160 | B8 Bt OCH, 25-— AR A H (A2); 167°C
162 |87 Br ocH, | 6-THRA2-EL | u | (A); 206°C
163 BT | B octy | CFRAZEL | W (BY; 206°C
164 | B9 Br éo REL H (A); 118°C
O\ e NS Y £ SRS WA T R e R e
165 |89 | Br éﬂ FREL H (B); i
o\
167 |B8 | Br OCH, 2,6- = FKA H (B); 180°C
176 |mo |L o f. OCH; AEA H (A); 159°C
75 |eo |L o 1. | ocn 3-ARE H (®); 196°C
176 [B7 { Br ii’ &5 9 H (A);
e = O\
179 | B9 CN OCH, 3-ROEA H (A); 213°C
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: CR ; 5
o | Ex| R R R R B AR

%% | nr |
i30 {89 CN OCH, 3-AARIL H (B); 163°C
181 | B9 Br OCH, 4-FEL " (A); 198°C
182 |B9 | Br OCH;§ i (B); 238°C
183 |BI Br OCH, | 3=zf¥A%x% |H (A); 170°C
188 | Bi Br OCH, l4sz2k | H (A): 110°C
189 |BI Br OCH, 14-5022 H (B); 145°C
195 (B15| Br OCH, 34-ZRKE g (A); 250°C
196 {B15 | Br OCH, 34 HRR H (B); 184°C

[01 96] 201 B] Br OCH; e »—:b I‘] (A); 214°C
202 |B1 Br OCH, »,_< : H (B); 246°C
203 |9 ((_ITH| ocm EES S (A); 225°C
204 B9 |( .| ocm MAEL H (B); 216°C
205 |87 Br OCH, 1525 F (Ap213°c

2006 BT Br OCH, &K L (B); 213°C

207 |B1S OCH, 3s— kA | H (A); 232°C
208 IB1S F OCH, 35-—g/AKE | H (B);. 188°C
wz w7 pe L ! ocu, ! LA | (B); 220°C

[0197] % 2.

[0198]
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%ﬁ% {Ex. | R' R’ R’ R' | R |sgmym
Al L | g TS
i | g
18 |B1 Br OCH, FE . CH,CH; |CH)CHy | =@k
(2: 3);
(A); 230C
19 Bl Br OCH; & 3 CH,CH, |CH,CHy| Tomed:
(2: 3);
[0199] (B); 150C
4 |IB4 Br OCH, R H H | (A)190°C
9 B4 Br ocH, A H H | 8) 208°C
141 |B7 Br OCH, 2-R A4 CH; | CH,CHy| (A); 188°C
142 1 B1 Br OCH; 2-F % CHy  (CHCHy ) (B)202°C
230 IB12 | Br OoCH, 1-24 CH, FA I3
147 | B7 Re OCH, &% CH, | CH,CH,| (A); 168°C
148 | B7 Br OCH; 1-RA CH, | CH,CHy| (B);212°C
56 |B13{ Br ocH, 12K CH, H | (A) 204°C
214 |B13 Br OCH, 12K CH, H | (B); 225°C
[0200] K 3:
[0201]
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wadh| Ex. R’ L SR F At &
%% | nr

47 | Bl g gk f (A), 190°C |
.48 1 Bl X SRR @y 210C
128 | Bi 2-3 A 1ok (A); 254°C
129 | Bl 2-RR 1-gkwz o (B); 212°C

49 | BI E 3 Lok st (A);216°C
50 | B ES Lok 3t (8); 230°C

51 | B1 *4 T4 RRR (A); 150°C
52 | Bl E 33 -4 ko i (B); 230°C

53 | Bl g (1242 ) (A); 180°C

s¢ | Bl g (12425 &) (B); 142°C

[0202] : -

55 | Bl e BT {(A);

s7 | Bs ELY ¢N< (A): 244°C
S

10 | BS 21 +M/ (B); 198°C

B
ss | B6 X *N/ (A); 208°C
|

.................. B

n | 86 £ ‘ +N/ (8); 208°C

N

27



CN 102908347 A w B B 23/34
wod| Ex. R’ L SRR
%5 | nr

99 | BI1L LER ‘*N’/ (AD); 218°C
I8
100 | B6 1Rk +N/ (A2); 218°C
o~ pres -
101 | Bs ER *N/ (B); 175°C
o. [
102 | BS LER * e (A2); 210°C
103 | BS AR +N/ (B): >250°C
[0203] r
121 | Bs LEE +N/ (A1) 210°C
r
123 | Bl A ki (A); 226°C
124 | BI 22 Dotk (B); 210°C
136 | B7 K 49 Rk (A); 188°C
137 | B7 2-R A4 4-F Jorbo (8);232°C
139 | BY 1RA ok ok (A); 258°C
140 | B7 2-HE Bk (B); 214°C
144 | B7 -2 R whes ik (A); 238°C
145 | B7 LR Lok & (A); 212°C
146 | B7 R 1ok & (B); 220°C
149 | BY 1-RK& 4-F oo 2L (8);232°C
151 | B7 31k 49 ook (&); 178°C
152 | B7 3-8 1B H 4-FARER (B); 226°C
151 | w7 GR2EE 4-F AR A (A); 208°C
15¢ | B7 6-R-2-BH RIE (B)y254°C
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ws| Ex. R L | 2k peamm &
%5 nr ]
155 | BT e 1-vker B (A); 224°C
156 | B7 R A 47 KRkt (A); 200°C
157_| B7 682 KA 1l b A (®8);220°C
158 | B7 2L ki (B); 272°C
166 | B7 6382 B Lo B (B); 218°C
[0204] 170 | B7 254 Tobog B (A); 238°C
171 | B7 2RA 1wtk 2 (B); 218°C
172 | B1 1R 124-2 714 142°C
173 | B X% 12-vke 1 Ay 222°C
1771 B7 6-38-2-B R "ok A (A), 242°C
178 | B7 6-s8-2-HA Tk (B); 246°C
187 | B7 -ER 1.2-okeb 12 (B); 236°C
200 | B7 1EE m,\’:‘},-(\::} (A); 254°C
N
209 | B7 Ty %‘L " "‘w—@;} (B); 198°C
[0205] £ 4
[0206]
feboth SR AR
%5 ‘ :
61 Bl g & 0 N(CH;), (A); 220°C
[0207] 62 Bt | X o | wemy, (B); 194°C
63 Bi1 A 2 N(CHy), {A); 150°C
64 B1 A 2 N(CH): (B); 220°C
125 B7 2-RRk 2 N(CH3); (A) 229°C
126 BY 2-2H 2 N(CHy); @B); 214°C |
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wam | Ex. R’ Q L | smpapms
&5 nr :
65 Bl A 23 )L N(CHy) @apBec
66 Bl E¥ 9 3 N(CHy), (B); 170°C
132 B7 2-%% 2 | oekak | (A);227°C
133 B7 2-Bk 2 o9 K (B); 222°C
161 B7 2-% 5 2 ki (B); 234°C
186 B7 128 2 N(CH;), (A); 187°C
[0208] 190 B7 2-E 3| NeHY (A); 170°C
191 B7 2-R A 3 N(CHy); (B); 145°C
192 B7 -7 A 2 [NCHCH), [ . (A);90°C
193 B7 2-Z%4 1 2 IN(CH,CHyyi  (B); 202°C
194 B7 AL 2 Pkl 2 (B); 206°C
197 B7 R 3 N(CHy), | _[(A)160°C
. I98 B7 -7 2 Mk (A); 215°C
199 B7 2R 2 IN(CH,CHg),|  (A); 185°C
210 B7 [ 2 ek gk ®); 222°C
211 B . 2 Hopk K (A); 184°C
[0209] X5
[0210]
4
#ed|  Ex. R’ R*| R | asdfs
%5 hiF
[0211] 104 Bl RE -CH=CH-N= (A); 170°C
105 Bl RE -CH=CH-N= (B); 150°C
106 Bl A CH, =0 (A); 224°C
107 Bl A CHy =0 (B); 180°C
138 B7 1-255 H =0 (A1);>260°C
[0212] £ 6:
[0213]
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wom| Ex.| R' R | R| zeras
%% | nr | I B ;
215 |BY | H Br | CH, H 3-AEE H (A) 197%:}%_'
216 {B9 | H Br |CH | H 3AEL H (B); 158°C
217 |B7 | H H | Bt H 1-R 4 H (A); 212°C
218 |B7 | H H | Br H -2 H B 172°C
219 |BY | H | Br | H |CH 3-AAER H (A); 220°C
220 /B9 | H Br | H |CH; 3BER H @B); 179°C
221 |B7 | Bt H | H H 12K H (A); 170°C
[0214] 224 {B7 | Br H | H H -2 H 1205°C_
222 |B7 | H Br | H H 1-%% C 2| @y1s5°C
3 4
23 |B7 | W | B |H | H e @ (B); 205°C
3 4
225 |B7T | H Br_ | CH; H 125k H (A); 238°C
26 |B7 | H Br | CH, H LRk H (B); 208°C
227 {B1S | H Br | CH; H 35 BEKE H (A); 195°C
228 IBIS | H Br |CH, H | 35-—fXr H (B); 218°C
229 |B1 | H |CHy [CH: H -EA H (A); 238°C
[0215] EEH gl
[0216] i

[0217] L_L_EI17«Iiin??5§%EP1U‘JEB§/J\?ﬂ]ﬁ%Jﬁ?}# (MIC :MIC ZLEAEFPUA R FIA BB IR 2
b A B AR KT 99 % s D IR ) VRO AR SR I

[0218]  ZEAKRAMRES o, A8 F LA 55 9555 110 % 318 1 2 19 7 25 6 1 AL S (0ADC) - 1%
FTHI1 BER3t,

[0219] A LA HRYE 73 B AT BEORD, B P91 U AR IR 10 % OADC— 7% THI A ¥
FREEEA 3-14 R (KER k=2 10> F1 10°cFu ( YR ERAL )

[0220]  ARYE > EGATHE R, £E 30°CE 37°C R, IR F 3-42 K.

[0221] 3% 7 A1 8 41 H B 245 7 73 A A BT Je8 Bk PRI AN [T DR 70 28 B ) MICs (mg /L) o 3R 9 A
10 Z1) HH LT FRU0EE T4 ] 53 s A BT DB B R FRDAN [T PR 43 B9 T 1R MICs (mg/L) o 7ER M, IE L HEH
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AT RIS R AR X

[0222]

[0223]

[0224]

KT

AR

e 12

a4k 109

e 2

LEM G BATE
(M. tuberculosis)
T K 8 Ao

0.06

0.12

0.25

]
(M. tuberculosis)
At A

0.5

<0.01

0.03

<0.01

M BATH
(M. tuberculosis)
i A A

>256

0.06

0.12

0.06

&8
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i

R B

28/34 71

[0225]

[0226]

R

4@

et 12

S BITE
(M. tuberculosis)
ot @ 2K S KR

0.25

0.01

LM AT
(M. tuberculosis)
ol 3 2 AR

0.5

0.06

LM BATH
(M. tuberculosis)
o 1

0.12

0.03

LRy BATH
(M. tuberculosis)
2 7K R

<0.06

0.01

LM A BATE
(M. tuberculosis)
18 A 7 A it A
g &

0.25

0.01

G RATH
(M. tuberculosis)
i #)4 F

256

0.03

L BATH
(M. tuberculosis)
OEECRS

16

0.03

R ]
(M. tuberculosis)
GERT R

256

0.01

AR HATH
(M. tuberculosis)
AHEEE

0.5

0.01

LA BATE
(M. tuberculosis)
i e T B

0.25

0.01

LA H
(M. tuberculosis)
i Ph R B

0.5

0.03
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[0227] Z£9:
i Flia-F bt 12 AR E
Y ] 1 0.06 8 (Ala83Val
(M. tuberculosis) Ser84Pro)*
[0228] | &R 2 0.12 32 (Asp87Gly)*
(M. tuberculosis)
BAMAE 16 0.007 128 (Ala83Val)*
(M. avium)
[0220] 45 2 A % 5 £ SR LD L1 B 11 PP R A 58,
[0230] £ 10 :
HH FlAa-F b 12 ARE
BB SBATH 64 0.01 8 (Asp87Gly)*
(M. smegmatis)
IS HATE 64 0.01 32 (Ala 83 Val
(M. smegmatis) #= Asp 87Gly)
BEIE S HATH 64 0.01 32 (Ala 83 Val
(M. smegmatis) F2 Asp 87Gly)
REIE S HATE 128 0.007 2 (Ala83Val)*
[0231] | (M. smegmatis)
BB HATH ND 0.003 32 (Asp87Gly)*
(M. smegmatis)
18K 5 BATH 128 0.01 1
(M. fortuitum)
1BE S BAT R 128 0.007 1 (Ser84Pro)*
(M. fortuitum)
1BE S BATE > 64 0.01 1.5 (Asp87Gly)*
(M. fortuitum)

[0232]  * $E'5 Z [A] 4R R &N 1E SR AP E R A R AR,

[0233]  R4FIXLELE B, nI1F S5 10 AR LAY BA @ P 25 M o B R AR TS
Yo TR R 5 LU HLEE - W7 A XRS5 78 < Rk RUAR T BE S 22 L G T At
EMENZ . (R, JCUEdE 2 B 5 Snds v Al A= A8 SO 2451

[0234]  JEXALEW) 12 Bt 2 Ph 2 BN 5S4 3 BA B (. tuberculosis) £k, B 5
I 10mg/L FARIAE T R B ;T S 4B 0. 2mg/L FAAGE-F AR EAT IR . 19 BIMLEY) 12 XF
PRI BRI MIC 2 0. 03mg /L

[0235]  JRZ] EWPLAEAZ AT B (M. tuberculosis) &G/ RUTIKR 77 1%

[0236] I 5X 10°CFU &5 #% 4> # #F B (M. tuberculosis) H37Rv #k, 45 # ik P9 2% 4x 4 JA
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Swiss HETE/N B FERRGL G L A 14 X, &b D0 10 /s 5, 02 B Ja FvE I 46 I B
L IEANME LSRN ) CFU vH 38 AR/ EC B LU NG 7 4l - T I A S IR A
ST B s AN BHPE R BRAH <45 2577 5 0 & H FH 2 S E 25me/ kg F) 48 ~F 10mg/ ke bt
[ 150mg/ kg Y97 BUBMI S5 4% 2 4~ H o —2, 452575 98 H K 2 150mg/kg L5
Mz 50mg/ kg BEPG P A2 100mg/kg AL R ELZ 150mg/ ke Y697 2 BN MG E5 % 2 S H oA
H—He SN EXMNAHU T —iRI7 2 A B HFARET 10mg/ke & H = PHY0 2
100mg/kg FfF HAL G4 1225mg/ kg 4 FH TR IT 25 4% B3 MDR fifi 45 1% 16 i A 6 7 S8 U 44
TR 11, A 14 RN 70 KA 8 M, fra 2l d 10 /MR, ARG 5 Re H TR
WGP BRGSO A7 F B S FE R BRI P K CRU o3
[0237]  fEVEEE RIGIT /D ARG S 21 RIFGHIETS, RIS, 28 KJG /D RIET . B
AR BIRERT /N RBETS, TS, A LR /NRIET .

[0238] K 11. eIt
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4k 5%, B RGBS
%13 & 0X 1~ 24A
ARiEH 10 10 10 30
2 Fi4g-F 10 10 20
2EH/IE 10 10 20
2 4edh 12 20% 10 30
ekt BE
2 RMP+INH+PZA 10 10 20
2 AMIK+ETHIO+MXFX+PZA 10 10 20
KT R (B TB 77 %)
2 RMP+INH 10 10 20
2 RMP+iL44% 12 10 10 20
0239 INH RS 12 10 10 20
2 RMP+INHHLA4 12 10 10 20
2 INH+PZA+ A4 12 10 10 20
2 RMP +PZA+k4-4 12 10 10 20
2 RMP+INHAPZA+ A4 12 10 10 20
R T Z(FF 4% TB 7 %)
2 AMIK+ETHIO +PZA 10 10 20
2 AMIK+ETHIO +PZA+HL4A4 12 10 10 20
2 AMIK +MXFX+PZA 10 10 20
2 AMIK +MXFX+PZA+Ht4A 4 12 10 10 20
2 AMIK+ETHIO+MXFX+PZA+L& 4 12 10 10 20
it 10 10 190 170 380
[0240] & .

[0241]  Fl4E°F (RMP) = 10mg/kg, M (INH) = 25mg/kg,

[0242]  MEEEELHE (PZA) = 150mg/kg, Bk~ A2 (AMIK) = 150mg/kg,

[0243] Wi Ml (ETHIO) = 50mg/kg, 5 Pa¥b 2 (MXFX) = 100mg/kg,

[0244] A5 12 = 25mg/kg * - MLIFE &

[0245] TFERAIH 2 D HER LR

[0246] & 12. Z5AZOAEAT I (M. tuberculosis) BRYSHIH 2 AR IRIRTT 2 A H /DRI
P4 e E LR s [ Rl ) CFU 2 H
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“F#) CFU (logl0)/

b I Bk Mg
(mg) W Bt

sk s 10 631£121 6.40+0.30 6.94+0,51
R 10 mg/kg 9 391+70 2.75+0.34 1.89+0.50
M 100 mg/kg 10 400499 3534034  2.8940.57
T 25 mg/kg 8 248447 1.2440.50 0.2240.32
RHZ 10 32678 1.9140.52 0.9740.61
AEtZM 10 331486 1.60+0.38 0.10+0.09
[0247] RH 10 400100 2.49+0.42 1.09+0.36
RJ 9 304461 2.0640.61 1.63+0.77
H) 8 293+56 1.2740.31 0.36+0.40
RHJ 9 297474 0.64+0.63 0.19+0.36
Hzy 7 257440 0.07+0 0.0740
RZJ 9 281456 0.07:0 0.07+0
RHZJ 10 265447 0.1240.15 0.07+0
AEtZ 10 344446 2.7540.25 1.20+0.26
AEtZ] 9 331486 0.10£0.10 0.07+0
AMZ 10 287+31 1.8940.51 0.75+0.55
AMZJ 8 296+63 0.07+0 0.07+0
AEMZ) 8 285+53 0.07+0 0.07:0

[0248]  *:fR MILFNGEE 14 RALFER /N R SRAT AL BEAE A1, o 85 B B RN 5 58 42 K
BN R P RIS . ANER 14 RIFERIAIT, B4 25 5 Ik, &8 4 . FHEME (D, FlAE-F
R, =P 2 W), EREBZ (D) 4659 120), FRKRAE (A), Shi ik Et) .

[0249]  H [l fA 355 7% F% Wl o 326, 4k A1 903K 50 4> SO £ 8 i 24 P 45 4% 00 B AT B
(M. tuberculosis) #EXLEY) 12 HIEBURPE

[0250]  FH[EI ARG FR 5500 e v (BIRAR ) » TR 73 Fh 5 1% 0 BAF B (M. tuberculosis) X
G 12 BIBUSTE . & AR SRS ARE DS % 259 58 R BUR I B R (41) FN2 = 251
(MDR) FE PR (32) , Bl 22 /b A1 A0 57 MRUIF I 24 FD e R o

[0251] TR EA 0. 002mg/L-0. 256mg/L (8 A AR AL ) A& 12 w5
(welded) TR . KRG, BE&5% A BFF B (M. tuberculosis) 73 B @ E T RN EUIRNR L, &
B, 7E 36 C RELE 3 .

[0252] Mkl 3 ST, 3 Hr o B A, 0 B B MIC 52 XOA AR R IRAACIN IR e A B o
[0253] X T B A5 IR 1 KK, 76 55 T 0. 064mg/L ¥R & ¥ R R B A K, K2 Bl bk 2o
0. 032mg/L 1] MIC,

[0254]  {E5CAHRURAT MDR S5 4% 2 K AT (M. tuberculosis) FFEZ 8] AR KIRAZLE MIC Z=

(=4
Jt o
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l0265]  {hPIERLE B A AR B (M. tuberculosis) Ak 41 12 FUBLETHL A HORE 254
5 Swiss /R FEIK AR 10°T0g BT A7 (CRUYHBTRY A B:F1UG 14-70 K,
W RS TAEY 12(0),5 K/ GRITARR—IK) 8 —IK, B — 77 55 Sk
(H) FAEF (R) MEREBEE (7) BSEpayb 2 ) BEAIRIT . 197 1802 AN H i, JsEl CFU,
GE R RAESR 13 il 14
[0257] F 13 I NMHM2AHE A —IREHHER

MELNR% b5 DoAak | 5 DOAR

LEK IAART  2AAWT
4R 24R HIAA B e

DO 723
R 6.01 4.07 10/10 122 3.16
H 4.89 47 10/10 2,34 2.51
z 617 6.43 " -1.06 08
M 551 43 1010 A7 2,93
y 4.14 228 8/10 3,09 4,95
RH 5.07 3.12 10/10 2,16 411
RZ 538 1.91 8/10 -1.85 532
"z 5.47 393 10/10 2176 33
[0258] RM 5.52 3.13 810 171 Y
JR 4,67 1.89 7110 -2.56 -5.34
m 375 191 8/10 348 532
iz 161 0 010 5.62 223
™ 461 2.13 "9 -2.62 5.1
RHZ 3.87 222 9/9 -3.36 =5.01
RMZ 459 1,36 8/10 -2.64 5.87
JHZ 171 0.18 29 553 7.0
JHR 437 1.15 8/10 2.86 6.08
MR 442 (.37 8/9 2.81 -5.86
RZ 231 0.07 310 492 716
MZ 144 0.03 219 -5.79 72

[0259] K 14 2 DMHG, BB IREZHE R
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it CFU* FELpE s R, Y%
DO 7.23
J 1,99+/-0,75 9/9
M 6,44+/-0,5 m
[0260] P 3,26+/-0,58 10/10
P 1,63+/-0,92 8/9
IPM 1,85+/-0,7 10/10
IPH 1,48+/-0,79 10/10
IPZ 0,23+/-0,72 1/10
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