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PUEIRYRE AT

[0001]  AHEZUL FHIERN 2 ZH G FiEH 2007512 H4H ; 15 : 200780044935 . 8
(PCT/EP2007/063313) 5 & BH 445K “bi g B EMRAT A9

FAR G

[0002] AU BHPS B FHT-V6 7 40 B P 3503 R8T AR R e R AT AR 40, 2 5 o s (RN FR T
HiE IngE % 2 X # (Mycobacterium tuberculisis) «ZFEEAZ 0 BAFE M. bovis) kR4
AP B M. leprae) B Z5 0 BT B M. avium) FEFPES R B M. marinum) £95 JEPE 4
AT T B T T 1 7] ) K TR B 3K B T 5 A ) 2

[0003] K AHE

[0004]  Z54% 5 SCAT TR R S5 K% (TB) B0 B A4 , S5 A% 093 9 — Pl A 4=t 7L 1) 7™ B H AV L
B k) Gy R B IR AR 2 Al 48 AR 8 1 5 NIRRT, HAg A2/ A
T G500 AR 22 AR, At FLTBR I K20 % , 78 e 73 95 #1 X A g i 1 14 L 2
TXELEARFSE, WITB AR AL ZAE AR R =N IE 141 % . B NS ANE UL 29775 DAk T
T, TBYEFFARATDS 2 5 A BR N FE T 28 d vy B B G S PR o AH TBYLAT B2 2 AL 2 2 L2 R
PRI m s, HASHIVA Boar i) BAKOS 2R o JBHIVEH 1 HARGL B A 3015 THIVEA 14 1) A\ 5
5y R JENTHETB, HLA 5 A HIV/AIDSI AR = AN E — AJETTB.

[0005] S A%V ST I A T ik Al 2] 2 AR 44 - B0, HU.S . Public Health
Service T B W 2597 15 N S ME (isoniazid) «AIAEF (rifampicin) Kz Atk B8 Bk iz
(pyrazinamide) FJZH-G WA H , H35 DL SR S A 1 0k FH 25 FE DY AN H o 1% 6 245 P 7 K
JLHIVIY) B35 R AL BB H XY B SO 1 2 YL R B35 1 W L% T BE
(ethambutol) \EE% R . R % & (kanamycin) JFK K2 (amikacin) . & i & &K
(capreomycin) « Z i FHHI% (ethionamide) IA 22 & 1R AR VD 2 (ciprofloxacin) A48
R (of Toxacin) B 2578 s N BN 20 A7 kb B TE IR IRIG YT 45 4200 A R B — 2455771,
WA AT A 2R AT SR AT 754 A AR VG T B T Be

[0006]  Stof T8 e A5 245 W7 V2 e A1 30 A8 38 ARHAE S 3 (1) A M A Sk L st BAT V6 9T T 256 =
FE B 2 B SR BT I 25097 1 B 7 A/ I B T VR R TR B e I B T R AR
VU b 225 1) 2[R 25 5 () B 3, 76 s B B AR, Y897 10 K 2 8000 388 Sk B T2 H s 40
B Rk D, 3F H B AR BOo A Get: o 75 224 - 226 -4 HRFS: BB B A LA B ot [5] 15
L KK B R B XISE B 28 B AEOKS Vi o7 HA 4 1 224 H BB R A0 A 28 1 2590 o~ Ak B F)
) o 30 e 22 P 3 e SR AT /AR ) B B ) M B SR AR e M S22 (%) 245470« B S, o AR A Y 7 I (1)
S i PR B A YN RE SR A i K R 2 AL

[0007]  fTBUAT B A AL 72 2 BE 4124 B bRk BRMDR - TBIK) & A= 2R G o v 22 A BRI = 49111
4% BN A FEMDR - TB- W 5 A L 25 W0 VY - 250 FR A S IR A RAR 1A B2 ) IR e . 2 R
TBIT I HASBEIE 24 Hi38 1 An 16 77 T LLAL BRI, MDR-TB W] 8y , BT LA VAT 75 B ik 24 ()7
TERTU) X LY R B B o L OB T A BRI 2 A IR YT EGEMDR - TBIY A
HE SR HE R » 77 AR A MDR - TB B Rk R BT B G T A B VB AL 2590 = B =
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7 R 2K, HORT REE B HRPUHT L MRS i) A MDR TR AR R v 1

[0008] i SCAN 5 SR I ARTE "Bz " R AE ) 2 AU E AR N 2 R AR it 7
BT B 72 — P BN 20— AN A S BUR N o B s He KRR A2 20—k
HIA R BT A 1 B B BE 7 - H1 245 M B AR AT K LR T R ) A 25 28 FLARAR i L 2 1 7T
B AT FH T 7 2 B 240 i 1 B L 358 R R ol 350, L e o) B — 2 ) A [R) 24 0 T e
[0009]  MDR&E#% 72 — P25 ME M R IR L 20, &2 HH T 2 /0 X060 S R A AR 48 1 CEAT
9 B HT PRl A R B - TBZG W) B Pt (B 8ot 2 e W r kP te) i 4m e Br 2. Rtk
ANV AE S HIT B DL JS AR ART IS 7 DAASE FHINE, 726 147 35 B4 2 i .

[0010]  FEBGVATBIRAT H 55— AR A AR TBI 1) R . B AR B 45 4% (TB) B Va1t
X5 58 L1204 N 25 8% 53 SO B BT I 4% (B AR TGREIR) o« 2910 %6 ) 1% S8 A7 AR i 45 R
B A K B A T T TB I RS o A BRTBIRAT A2 52 BIHTV G # TR YL DL e 2 125 1 TB IS
P& (MDR-TB) P38 I B 384 o 385 AR 1 TB I F-0 AL RS 5 i R SR I = S IR 2R, FF HLag Rl 1 HI VK
PeNMRRI32% LT 26 N B TBI AT » 00 75 K IR A ST AR B8 70 AT B 18 254 . T8 1
(%) TB ] e i P R -, a4 B e e ) ) Cni A8 smPu IR AL sl 4R - v) &
P = P 77T P52 K 38 RO 98 o FEHTVRH 4 £8 35 1) 245 R, M — 0] 9 AR 4 TB A T o7 12
1RI7 NIRRT SR BRI — 2 = A AT SR ITIT R RO ANE 2, ILAh i K e
TE ZE A PR A PR EE T 902 — T 5 B2 1 PR 1] o 8] b o 00 5 SRt s 8T 254, I ml e /R oy A 78
TETBAF TR A 1 4 27 T 77

(00111 Z54% 43 SOMF TR A8 ik MR N 30 N Al 3 ) A AR 5 e A1 T A 5 Mt 8 %0 i v 5 s 4 Y v g
Wik 240 L P 1 Wk o 3K 5 B8 1 1) 90 988 S AR PR) 2 JI ) T2 ok » He o FH A3 TAR B BA S8 1) S5 4% 43 ST
PR PB4 1) 5 Wk 4 P 2 ok 756 - 8 JAl 5, i 3 A 28 S S A A 15 Wk 4 Pl PR 5 ) 1 6 4 i
AT B b B2 20 % AR 2 2H 23 )2 R ST DA R AR P ) Joi 1 B A T S SS0R ek 4 4 P A
T o PR R NAR IS DL T 5 K853 B 0 M T 763X e PR 4 R B, AHL/NES 23 B AT B AT A7
T BV AL EAER $1] ARAREHPR S AEAE i AT 25248 7 B §1- TBZG M 2% 5 o IX e AT
P AT PR 2 DR ) AR BRI T 4l 5 28 31— NI 25 A IR 1], 17 AN 2 S AT AR5 006 1) I PACRE
R o IR, FE 10 %6 F X 48 S 451, 3K 6 8 AR (1) A TR PT P07 A 5| S 95 05 o oI 8 5 A7 4 1R 1) K
AR B — MR B AR AE N AR5 H I 3 - AR BREA S, A AR 5K T 9ek D B TR IR ) A R P pH
TR A PR] 25 A A 152 9 53K L 4 T R Y A b 2 52 3 L 0 - 43 AT TR 240

[0012] B 7 TBIAT R FELLAL , B X 28 — S Pu A 22 PTG 1 I 7 % Il R, — 16 B B S 45
AAEPHE BRI R BEER T (Streptococcus pneumoniae) H1 /7 58 R I HERE BT 4
PaAK (methicillin) B4 % & BRI (Staphylococcus aureus) 2 BEPLLGTERI VT TIR H
(salmonellae) o

[0013]  HUAERPIAMER G RZM™EHM  HPT LAY F1E B R XTEIT R £ RN, 1E
S I8 B S K e BE R BB T A « ¥R 97 2 Wk 3 B0CE K BA R JEk e , HL 38 infe ++ X A #2 2l )
SR NH, I HLDR AT — M R AR e T 42 A e 24) 11 TR R B e 1) S o o IR B 2 R BRI AR
WIFRIBT 2V In) B — N B LR R R G G AR T I R AR P R e s RIS X
IR , Ot 1 e 2 0 24 1 20 s iR P R 4

[0014]  FHHUHAEDF BATIEST & 7 — B KPR FEZ R &= . BT 0T U7
ARG A DB, 18 2 A SRR, BN B IS E A ERE )

6
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[0015]  FB25 %) BT 8 USRI IR A M 2 7 — > 2 B i) o S 2 e ie IR 2 2 LT 4 v A
Uiy A T YR IT L BOE TR S AT R, R B3 — AN RUE YRS IE N 1T AR AR A B AR IR
5io

[0016] T XJ 2 EHUAE R IH N2 1, B I8 To A R0A I7 I o SRR G R
IO S 45 BAS A 45 388 n A R (g RE HEP R B4,

[0017] DRI, vy FEE 75 SR AT VR 7 48 B B GL (100 5 AL S 40, 5 ol J2 70 R AT B R e, e FG B 2l
PE BB AE S BT TR G , LA R I e A B %, TR 2 FH B 2 A4 B T R T 9 A ) e g
[0018]  W02004/011436.W02005/070924.W02005,/070430 fW02005/0754285 7~ H-Lt B A
PO BT B CRe A2 U2 1 45 4% 20 SOFF B) ¥ 14 () SR R e bk 49T 25 920 . W02005/ 1178 75 H8 7
A B UPUE P 5 BT B TR R I 1 14 B ) W R AT A2 420 . W02006 /06 7048 48 71 L ik i
T 45 K% 9 3 1 T LA P e WAR A3 A2 470 o 3K A A P W R A3 A2 1) — N AL & 0 4 AR T
Science (2005) ,307,223-227+, H B /EHB #4878 TW02006/035051 9

[0019] & HUAR K s bk K 4 #8 7 T-US 5,965,572 (3£ [H) v, FHR VAT Ptk B hi 2 K
#y, HAEW000/ 34265 FH AN A B s AE M A K .

[0020] A B 1) H B2 FE B B A0, R 2 BRI e bk AT 22 47, 30 B H0 ) 40 B A=
TR, 45 31 A2 2 5 AT 1 DA B JE e &4 o 497 dan B s g R A R B DR X ek S ] T
YRIT B 50 5 R ) A I A g R P 00 A U I 8 R TR R 4 B0 8 BR R B A S
(BB e HAATE PG S5 1% 0 SO AR A S5 A% 20 RO B BRI\ B 1 88
GERZ O R TR S 23 RSO T T 5 AR X 94

[0021]  JZBEAMEAR

[0022] A& 2 (Ta) B (Ib) AHT AU C I s MR AT 2B 40 «

(R1)p R’ R® on ;R4
_N (Ia)
[0023] I\\ Ny (CHy)q “RS
_— o R3
N~ “r2
1 R’ R® R*
R)p OH Nf -
<N
[0024] | AN AN i (CH;E)G| RS
= R
N R
RB

[0025]  AUfFHARMTSL A2 AT, Hor

[0026]  q %5 T-0.1.2. 38040 %L,

[0027]  pRy%ET1.2.3804 /) 95,

[0028] Rk e -C=N-OR'' Uk L B (bed) Ut Uik L Bl (B
FE I e BE BRI U S U AR B T (B ) U BRI 5 B RIS L ROR N
R7R™N-\R™R*N-C (=0) -5

(00291 RPAELLEHE AL 5 0 5 I AUIE R A S e S b AU e S R L o
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‘ BN ‘
Y (e L) 3 e o L = NK/\E,EI‘J% , FeHRY HCH, 0. S NHEN - o 5

[0030] Rkt . 35 B F5 0 -0~ 5 B KB -0 KB 35 2 Het \Het - FE ik Het -
0
0-i;*n%\Het-i%%-o-i%%ﬂi—%—CN—(_X%;

[0031]  R*JZR’#% [ Mhar b A o S B 5t B

[0032] R MR I EL4E S5 E A1 N AT T R B R 51 B0 35 141 « Ak s Jow 222 L 2 - ik gt bk
FE 3 - L I Bk 3 L g 35 | IDR AR e 5 TEE AR g i 2 - IDK AR R 3 | 2 LY A bR S | IR PR S b e S | =
A G R 3 ML i R L IR M | IO A o 5 | A M | e e kML ik | — 1 R | T bR I G T P
e IRV p e NN ST O S N NN e SRR O e
FEEA TR e 5 L e I i e % s S AR

[0033]  R™&R™ G EATHT RN BIR TR TRk E T 5 L]« s e e IR IE 73
Wik g MR AR (4 - DR A bR AR L 2, 3- & Mgl - 1 - ik MR e - 3- 2 01,2, 3,6 - DY ML IE 2
ANECIH- BRI PR VA - TH-1,4- R BRI BR I ONE - L 4- AR E RIS 1,
2,3, 4~ DU ST S IR - 2 - 5% | LY P bR 356 | bl g 56 | IR Ak g 3 |k e o B | 2 - IDK e bk 3K | 2 - bl e b
R CIDR P R b e R | e b P I PR R L b PR O e R I, K R AT 1,23
AN BRI B, 2 AR M S M ik 5 e 2 o e 2 L o0 3R O SR e R A e R U L
FE BB e A A I L e SR A A | e S R e A | T 3 b e e e i 2

[0034]  R%My7%HE'EiHet s

[0035]  RTM&L.pG & Jidk 75 S mitet ;

[0036]  R¥Jymlifedt;

[0037] R NEAR; 8K

[0038]  R®JR™—jIF K - CH=CH-N=3%[4 ;

[0039]  R'Jymfr

[0040]  F5FN[EIZIN, Hik B 2K EL 253 e 2, (acenaphthyl) BRVUEZE R, & HATIE ML
28 3N HUACHE HUAR , 4% BUAR T Ak 37 1 308 15 F 0 L i 2 VUL RO OO L el e R A
FE R e b SR A | K e AR A I RS e A A B R L PR N IR I B R B e R
EnS e T

[0041]  S5HREUNEIEIR, Hidk 1 33k 253 R E DU A 2RI, & AR 1 L 283N B 3
HUAR, 25 BRI A S b ik B P20 00 Lo 25 AU W A S L (0 L Bl e S U L e S | e e 2 L e
TR B IR I | e B A A VR | b SR AR PR L R O L M BRI |\ He t BY BB e A
R 5

[0042]  Het Ay HLPRZ3R, Hok H N- 2R 48 JE R e 5 L R g 26 | bk it 2 | bt e 6 DR A 56 | I TRy
HeMEmy BE eIl | e ngE I L | SngE I b | et e I | b 1 R Bk R 3 L B X
PPN S NS NG PSS LIUE SRR R Al RS
I M L | % I SR R SR R IR L R IR EMy 3 (2,3 AR [, 4] AR O E R
(dioxinyl) BZEFF[1,3] 8] 4243 R JGHLE (dioxolyl) 5 2% IR M RO M AF LA 1. 2863
AN HUARTERUAR, 25 BRI MO e H 1 2R e gk e Bl e 2 4 2

P

i

A}
A}

Ik
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[0043]  HIN-SE 4k H 22 ml 52 () SR e s Rk

[0044]  4F- AL A AR A st ) 4 IR, 72X (Ta) 86 (Th) tb &7 807 A R WAL &4 TR 18 B35
BT 252 a5 52 1 3 BUE AT TN - E A T 2R B e AT TR A )

[0045] X (Ta) % (Ib) th &0 ISR, Bl dn H b RO2: TSR 28 (Th) (L& 4 R4
THRER A Ta) &Y AR 578 75 (R - J6 I BT 744

[0046]  FEHet(®)E L, o AT ZR I R A Al e e e =X, 9, be s S A0 35 1H - ik
% 3 K 2H- I 3

[0047]  ZEASF3AMEIA , £ HT SRS SO A 13X (Ta) 8 (Th) & 0 BUAREE ) 8 L
FIr BB 75 3 L 55 5 el He t (2 WLIANR®) | AT AT A B0 B (3R B Bl 2% IR T 32 2 3 (Ta) B
(Ib) 7> FHIH AR EL 5> o R, 511 40 2 He t AR MR IS, FLT] g1 - DKM 35 | 2- DK Al I | 4 - IR e
PESVEY/B

[0048]  MHWAQHKE ) 23 R [ LR n it S E R EATE B R T b

[0049] 4Py SCEL G SO IR S i 2 7 aT e sz i S m e 5 2 (Ta) 8K (Th) (L & ¥ TR T
BV IT IE P TE R IR I s R T8 X R N s R 2 mT d i A IS B R A #E U (Ta) B (Th)
&M BIE M IRAT , R R 9 an oML 2K, il an & i B (R ) 2 A SR W SRR B
PR HH R I B s B ALERIS, BN R F2 22 1R W TR R LR « TR R IR SR« T PR W IR TR
T M R RCT M R R R A TR TR IR G RE TR £ BE R R AR R 6 - FH R
R A O e Rz B R K IR T - 2 B K R I 2 %2R (pamoic acid) .

[0050] AU &g 1 i+ 193X (Ta) 8K (Ib) fb& 4 ml @ i A& B A AL TE LIS Ab 3 1 DA
AR RN TRYE Y7 I 1 B T B 4 R BRI R SR T X o WA SCEE ST R 2 25 mT 252 1)
RS (Ta) 8zl (Ib) AW TR B Va7 1E PR TG B8 4 8 B el ik T 20 (0
TR ER TR0 o 38 B A BN A 3k 7 20 A 25 9 e 6 25 V08 4 8 R i = 4 SR R 35 49 G4 L 4
BEVBEVESERSE  SAE NI BRI I anAr A RN aUTE e K O A I IE S, 1 U R i S 2R TR
SENRE DU T R ik . e s Ol — COEERG TG A - 1E - T BE SIS e
WRIE IR, = H % . = 2 =N E 273 (quinuclidine) JWERE EMR Jo S EmpR L 1, 2- XX
(RIHEH) 44t (benzathine) N-HIBE-D- & B L \2- & Bk -2- R B AE) -1, 3- TN %
W HEE R (hydrabamine) 328 & SR FEREI 2628, 18 WA 28 L= IR 5%

[0051]  AH S B, 12 BSUBRR I sk 2ER 28 T FH O ‘B 1 i s T A L T 0 2 A Rl i 25 T 2

[0052]  RiE”Zj2A vl 42232 1) 287 TR 45 X (Ta) Bk (Tb) tb &Y FTRE K A 2244 25 (DU ek
a2 X (Ta) 8L (Th) £b G B 205 18 B ) 24 A a7 2 T8 7R BB BT T B
AT BRI C, b A 77 EC, Jre i pa W) C, Joe i B ik i A0 L 7 Bl ik 4k
Y HetC, itk LW alite t e o 1), 19 R AL ) B B AL ) o DI 3t He tA03R
175 [ Pk g 5k i W)y s ) BRI AN 5 BIIZE [ R R g 5 L R R Wy L PR UUEA 8 34 s 2% FRLER S X
RFA AT AR e 1 280 3 HUAC I A, & UGS S b ik | i 2% e 2 % 0 s o fL ikt , 2=
AL IRGRAC, etk s A o R AT B AT R 473 25 2R 0 B O BEY) , o n = 98 R e R
C, Wil e pRC, il Soxf - FRORRRIRC, il o VU S SRAk & W) FAT 77 A T H ar (1) 2R
2R B B AR AR VL =5 LRI A TRAR =R B RAR R AR LR
R AR, 2B & 7 OB IR B B T A S TR IR T LR

[0053]  AREFEFIYEFER (Ta) 8L (Tb) AV ATRETE MU KG9 B HIM e 200 J

9



CN 104744361 B W OB P 6/55 i

BRI K B SE A B Aok &) B Y 5

[0054]  FEARHIIE RAAEL  , AR WG YA E A E W T a AR 78
2o BT B ST AR TE” ST AR 22 Rl T U7 R s 3l (Ta) & (Th) A4 S e AT 1IN -
AW, 255 2 1) Sh e AR BE Dy Re MR AT AR ] e B A& I BT A AT B AR AT R BR AR
B LA R, AR T ar LR A T Re I LR AL = R T IR A

[0055]  JUH I, SR O A B R-BS-# A s FE XU ERAR GRS 43) TR AN 4] B ) A 2 m]
BA M -8 -8 S XS % FHAE (entgegen) 87
(zusammen) - SEARAEE o RIE M SN RVSSE R Z ARSI E AN 53 B #4560

[0056] 3 (Ta) J& (Ib) A& SLARAL 22 T 40T 2 BH 2t e AR A 3 R A R BTG R Y
[0057] ‘5 Syl () A2 e ST AR A 22 4l 50 (Ta) BY (Th) L &40

[0058]  ARHHCAS - iy 44 55 B, 24 2 RN L X0 A 2R 1 R AN SEAR A O AFAE T — N FH B RERS
FIAFF4E 48 € (BLCahn-Ingold-Preloghit /7 H I AHE) A AR 7 1) F P b - Rl 2 H
o 55 AN ST O A B R AR R 75 (R, R™T 1) [R™, ™1 F AR , FerhR™ S 46
NZE Ry, 3 LIRS R RS A ME F R O, 10 [RT, ST 3R A A P ot o i, 25
E— 0 s F O B A ST, HEE A O ONR, WS AR 75 98 R NS -
R, S™) (17 a” [ "B 4F B A B AR B H 3R R, 75 AN SRR R S 7 _E i i I S B
(R Ar B A A2 B e B AE R R il & 1)~ 3T ) 7 o A BB A AR ER F I T 3 T
(R R, JUIFERR 28 rh H B AN B S5 ) s s AR S BB A B AR TES % R 1 ER i
LA BRI AL B RN o7, 5 2 FAE R 22 B & 1~ 3 1 1) 55—, AR 787
[0059] 4 —K§ e 1) SLAR S A T Sl R i, X R i e KON A E R H e 5k, 7R
HAKF50% A1, IR T20%  EALIE(R T10% , B R BAREAL T 5% , HREMEMLT2%
S EAEART 1% B H & T d A PR, 1 242X (Ta) 81 (Th) A PHEFR A (R, S) I, IXF IR
B EMEEA LT (S,R) FHfk,

[0060] X (Ta) /% (Ib) fAHIUA J —Eerh (AR AL 5 P08 & IR B T g i b B 2024 7
PRAR L, IX ] BE T 3R D APPSR 2E AR 25 )

[0061] X (Ta) J& (Ib) AG4 T DL B S 44 A (VRS 400 (e ) A2 VH e VR 5 4) 1 T 21 BA
B HATAR i AU RN S B R4 J7iE B A5 3 (Ta) K (Th) BV BEAL ST
T e 5 B T R R e SV T A B A SR XS I P A e e S ) R T 2o i A ik S 4 R 3
HEW T, i i ik B B o R 4G o I HLA A A8 X B SR A AR M AR T — N
1 (Ta) S (Tb) A4 siof e e A T Q0 7 203 % 21048 FH T 14 1] 5 A 1 VR AH B i v o 1% 4 ST
R4k 22 AT 2T v MIE B IS G890 J5R ) AEGE N 20 ) S AR AL = S i T AT AR BT 2 12 R
JSESTARAY SR S PR R AR LA I, 25 AR R 8 B S AR AR A A YR AR —
T7 1R Al o IX 8 T A I A5 R Bk S A 40 () A2 4B 40 )i

[0062] K (Ta) 8% (Tb) tb A& W) HAZ T 3K = 48 A 55 L A 9] G 0 I 22 40 2 A o ) 22 222 4]
(PR - s B A4k B AR =X (Ta) B8 (Th) A &4« AR K B =X (Ta) 81 (Th) fL &9k H a4
1) B AR T TR IO A R B () 91 ] P ek i

[0063] A& B G VIHIN-E ALY = F8 B & Hod — BB BUEUE 1 4 A BIT 1EN -
A=t (Ta) 85 (Ib) L &4,

[0064] K (Ta) A (Ib) A A4 m AR 4 AR 403 L R0 FH IR — 0 Ui A0 Rl HEN - S AL T X
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71T CLEE AL AR B N - AT K o 1N -8 A S N3 & T B X (Ta) B8 (Th) F S 4G
V)5 0& E A HLECTE AL S A s BT 34T o 3 B T AL S A L 4 oo A A A
W4 B a il + 4 JE ok E A, B i AL A L I E AL BT & B A ML A ] AL R
I, W WO F O S R B e 2R AR 2K kSRR, 91 4n 3 - SR HR O AR R s 1 AR BR S, 91 4
WA IR, b2 E A A, B i T S A 0 B RIS A B oK IR RS, 9 o 2L B
KA s J 28, 9 Gn HR 2R B SE , gl an2 - T B s i AR S, B SR e s A SRR AR S
.

[0065]  FEAHIGFMAELN , AKHUEVIARN EERE S ERNFEIn R RAMAZH
B AEARFIFIIMELE N, — P22 0 &R, Rl 24 ok R B30 (Ta) 8L (Th) (L& P08E 38 Sy, T
BE TR T A AL R KM RIRBEY), AE & RAR AT S BHIER , AE 2 RIRFE
J B B A 2 AR TR U, 2 AU, B T RR I HH L H R R A s R R
I, 80 T ARFE L0 PO O R R A 4R S BN R T AR AR R NN N R SR
SV G AU LT R 00,120,190 170 B0 L HUR A B G HR I RN L T A
iR RV F R AW

[0066]  [A A& BA AL & Wl IR0 & — Fh B A — Pl 2 PP 2= 10— Fh ek 2 Fh [H] 47 2= 1146
W IR EW), BIRERHE AL EYD, IR b id A &8, Hod — AN N U E T
JR IR — e I RO S R RS 2R B B e BT R U AR e & )7 Z iR (Ta) B (Tb) 4T
A ] B2 ) S BN - E AL T LS R, FBL & & b — iU E
Ji 5o a0, — AW P R ARC I H By B RO P R AL 25 RO e A - 45 SR (152
TRAMHT) TS, H- SR 7B 2T - JR 7 e 5 B SR 1 s AR T 35 e o A 0 IE /L T
R (PET) JECE M [E A1 25 9 C LR VP02 N AT H g b B B R AR, 3 HL 43 A 20
1002 221053 B i - A2 3 o BB T3 S iU i PR RS2 25 0 4 A8 BA KRR, FLANRE A B A T 23 1
WU b A2 © A o) 32 2 b A e AT 60 T R )6 A0 7 X e B e )3 A A 2 R 7" e
GO R T 33 e B e R 7 2 P AR B S ATI R A L 40 B DL BB N A TSR S AR AT R

N GAERHNT o
[0067]  JGHIE , TR PR SR 708 E SRR B S SRR B L, RO PR R T R E

[0068]  JEH S, OIS PR A A 2k 1 PHL L PR L P L L P L B OB B 2 B
ettt , OURHF R R 7 % 1 °HL e °F

[0069]  TEASHIIGMIMEZEN , ik N B A 1 26N R 7 1) B sl S BE M AlIE L H] ; 5o A
HI3Z6NIRIE T IR AR I B s 5O E R 2 B 1 26/ ik S 1) B Bl S B A e 2
B B A3 26k S HO PR AT e (4] FL v & i BR 7 AT AT e e U Fe e L C ) Fi ko
FE A AR .

[0070]  fRRikh, Kidt N B A 1 R 6/NRIR 7 2 B B AR L ] 5o B A 32 64k
JRT Z AR AR i [ s b & ik ST T AR e B R mlC, he R R AU

[0071] e, e e A AL L 2 R BIOA U 0, REAR IR A PR 2 Bl 40 2 L 7R 1 SR 5 ST
A8 FHZ i 58 S s e ) — A2 N SRTE R SEJE 77 R NC, Jedk , HARR B 1 26Nk R T
LB B S B M AR B A, 1 A Y R L R TR L2 R - 3 IR (R SR . C e
BRI A RC, ek, AR BA 1 244080 )5 11 BLRE A SCREM AR BE 1A, 18
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e L HE IR 2- B - B R R

[0072]  FEAHRIBIIHELL N , C, Ji 2 AT 228 6460 25 XOUBE 1) i J5 1 10) L e S R e
P 8 G R T B T L U R R RS O, SN B 2 B 6 A B TR
THIEESCCHER R 78 W Lk DI RE T R B TR IS C, AR N B
SE6MK R T HIIRIE AR IE A, I H— ORI IR T 5 R3S IR 2%,

[0073]  ZEAHIEHHIHELE P, 00 5 NIk 1 A B B R AR 3 5 e 3 o B 1 B 6N
570 BB B B AR SR A, 5 2 1 A 126/ R 111 B B S v A L ]
(1) BA 3R 6k R 1 B PRI AR L ] o — AN AR R T — A2 A R T
PUBAR G ae L, o7 20 TR B JU R SR Lk s, o e 2 6 300, b, Fodk
ST SR8 2 REURIC, Je B, B, A — A B2 NG 10 F 3 491 o — 50 P
SO, - IR G R I R A R A bR 2 X 3R C, R SR I A
FLEUC, ek, W EA TR AR R BN

[0074] 55— A 1) SE i 7 S5 B Wil SCAT AR A R St 77 £ 15K (Ta) 31 (Th) & el L
ERERIA

(00751 RUAC, JHE.C, HedE. -C=N-OR" EIE BAEE = (C, bidb) 2L EUIEC, itk &
B (C, KA BUIEC, BRI, SRIEBUEEUEC, bR EIERIE MR (O, ) EE
PRI JFHEIRIE RORMNEEIE RPRMN- (R™R™N-C (=0) -;

[0076]  RPNE.C, Gk I I 5L 5 HLAIE 08 BBt C, Jidh s EC, St C

‘7(.-

e LB BB (C, ) S R e B O O HE B L Y AOH, 0. S  NHERN -

[0077]  RPAC, JidE.C, FALEdE IFHEC, JidE F53E-0-C Jidk 53 -C JidE-0-C, b
ki

(0]
%\%%\Het\Het-C1,6i5%%\Het-O-Cl,G‘Jﬁ%%EiHet-CI,Giﬁ%-O-CW‘E%ﬁ-g—( N—(

S
[0078]  R'J%R* % F i i /8L ., B At s o

(00791 RJAR® I E 45 15 T A e R N T TS i 1 S0 RS T« PR 5 2 - T
3T IR LI ORI TS 5 2 RIAR IG5 2 - ML OSB3 =
A IR W O RS DK I T e R = 0 B B
I, S SEELEREC, Jdh 0% 0RO, SR BIEC, IR AIE EIE S, D)
RUEC, JRHEBRAE C SRFEUEC, odE C, BRAEBRIEC, et R SR

[0080] R JR™ b5 ¢ 1T HEHE 0 U T — T G 11 B0 LI « M B DR e T2
R G5 2 P IH  A - GRESIA L 2, 3~ — S0 SO -1 - B Mk 330 1,2, 3,6 U e 2
N - FAIR BRI A 11,4 B AFFBRIE VA 1L 4- RIS E IR BRI 1,
2,3, A~ T SFVEIER - 2 - 36 B ARG U DK A 5 6 e 2 A 2 - e
S RIS RS B = O AR S I B IR B R B, 4 T AL 12,3
SRS, % BUR B ST M 10, Bedt 00 50, Fedh 8 5 5 2k, bk J
B .C, FRHEIE C, BIEUIEC, MR BE T (C, BRI EIEC, KRR C, b

12
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HERIEC, 0 C JRHERIEC, bt 355 M I i 3

[0081]  R°Jy75 3t mliHet ;

[0082] RUNEKIH.C, Jidk. 5 nillet ;

[0083]  RUNEEC, Hik;

[0084] RV NEAR;BK

[0085]  R® KR j¥ i -CH=CH-N= %M ;

[0086]  R'NAERC, ikt

(00871 J5HESIR) IR, FLik [ 2R Jk | R0k T RE i DU S 2R A, % B AT L 283N BRI
B, & U S e | PRk Lo 30 VU VAR VR VB R T (C bedh) &R LC) bt
ZEEC, BRI, SR M KO, SHEAIE RO O, SRR  EUE L
FEER L (C,_Jbedk) AL BRI |

[0088] 35 KE' IR IR, FLith 1Y JK AL 256 L HE R DU S 2R, 4% A3 4 1 283N AR 3
B, S UM S ve | PRk Lo 30 VU VAR VRURE VR T (C) bedh) &AL LC bt
LEEC, SO, SIAIEC, BRI O, UL R IE C AU
FEPRIE IS (He t BREAEY — (C,  bedk) ZILFR AL ;

[0089]  Het B3R 3h , Joide | N- % S0 DR WE ik | IR PE ik bt i ke | e L DK e B (K Mg
S WY S, oS | w S IS | I B D B R I A R ¢ X
PRARFR , J i e mph A v w bk A (NG RE R F KRR R e R RO e B A RO
WA L AR SR R ORI IR R AT IEmy BR L2, 3- AT (1, 4] R O R B
I (1, 3T 18] SRR A 2 5 2% AR SO S T 1 L 2803 B AR, & BOA QI A ST
M 11 2 R, BRAEERC, BRIEAE,

[0090] %5 — A M i S 77 S0 B i SCAInid A M st 77 Z2 i) X (Ta) 51 (Th) LA 4 st
T RE, FeHRNC, JABHE.C, JRIE-C=N-OR" R Ik (C, bidh) HI HHC, St
R (€, JAE) FHEC, IR C SRR EIEC, S R R (€, )
FHEBIE RPRNEEHE RPRN- RPRN-C (=0) - #5312 HRUAC, JBEE.C, Jo3t -C=
N-OR' \R™R*NJE2E R™R™N- \R7RN-C (=0) - s 4R Z L AFRUNC, Jadk-C=N-0R"",
[0091] %5 = A I St 77 S0 B i SCAnd A A s it 77 22 19X (Ta) 51 (Tb) Hh A4 st
AEFTERE, Hhp&5E T 1,

[0092] S5 VYA I St 7 S0 B i SCAnd A M St 77 22 193X (Ta) B8 (Tb) fh A4 st
ATAT A, FEr RN e SE AR mbr FE BRI , 45 R 4 C ) Be BRI alC, e S Bt . By
B RPNC, e (R R

[0093] %5 1A I i St 77 S8 I i S A M St 77 22 1) X (Ta) 51 (Tb) fh A4 st
PR, FOrPR A et 35 Bt 35 B et A5 IRC, Kk 35 HEC, JedE et
R AIEC, Jhedk AR B 2R AT AR 250k , 57 5L C, e di Herp 57 SACRAT e AR
R BT e IR 25 32 , BliHe t 5 7 SE AR A0 AT R AP R 48 2 AT AR 25 0k  J5 6 C
fot i He v 57 FEACRAT A% UG A BT B 28 38 5 P iz AT e i O AL e f2 i 3R
A AR RO s 2508 s 3B, Bedbakasdic, bl

[0094] S5 I S J7 S8 B i SCAnd A M S it 77 219X (Ta) B8 (Tb) fh A4 st
TR, Forb 25 1. 2803 A et , %5 F13K3
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[00951 &5t ) 1 St J7 248 B Ui SC ATk A5 RS2t 7 2210 38 (Ta) B (Th) fh & ek 3t
(EATIE R, He PR R4 [ MO AR R A BIC, Jri kR BIRC, Ji ke , T I 2 5.
e, R LR Ay 3

[00961 &8 )\ A5 I (¥ S jti J7 245 B Uiy SC ATk A5 RS2t 7 210 38 (Ta) B (Th) fh & ek 3t
AT R, Horh R J2R® 5 B A T e 3 ) SRR T AR T B 1 R AU FR R ] « R 1366 R IR 5t
YRR IR ISR | = IR, 2% B R BRAE AR C, RS HUAR 5 B S R I 13

(00971 &85 JUAg R St J7 248 B Ui SC AT 45 RS2t 7 2210 38 (Ta) B (Th) fh & ek 3t
AT AT S A, FL AP RO AT e 4 1 35 SR BRC, o B SRR DA P 28 35 5 8 T A ol o 2 AR
I

(00981 &5 43 I ) St J7 45 B U mir SC TR A5 R SE 7 210 3K (Ta) B (Th) fh & ek 3t
T3, HRTAE

[00991 &5+ FI ) St 77 223 S dn it SC Ak A R Seiit 7 8 (Ta) 8% (Th) (L& ek
HARATERE, FerbiZAb &4 = (Ta) b &9

[0100] &5+ — A FIf) SLiiti /7 223 S dn it Sk A RISt 7 28 (Ta) 8% (Th) (L& ek
HARATERE, JerfiZAb &4 =k () b &3 Bt R A L RR AR

[0101] &5+ = FI) SLiiti 7 23 S dn it Sk A R seit 7 08 (Ta) 8% (Th) (L& ek
HATAT R, %Ak &3 (Th) (AW, e B SR e 3, B A3 C, e dk , il v
B,

[0102] &5+ PUA FI ) St 77 223 K dn it Sk A R seit 7 108 (Ta) 8% (Th) (L& ek
HATFTERE, HorhRURL T ws bk R (o B 6 L

[0103]  7EAHRIFHIHELE Y , 3K (Ta) B (Th) fL S WIIEIK IR S 10

5 4

6 X 3

[0104] | s
N
8 1

(0105 5544 R B 77 2 5 T ATl SC BT i 4 RS 77 5% (L) B (1) 4 24k
A TR B o 95 o2 A, T AR % 1 (E B — B AN 1 1 2 (i
S0 U R (90 B LS (T ) AR R AR

(0106 55+ A7 R 9B 77 2 5 J ATl SC T 4 RIS 77 5% (1) B (1) 4 24k
S A T 4 00 9022 T /0 022 9 M A0 3 (L3, 9522 6
P 1 ) S 24 ) S

[0107) S5-I S M7 2 5 T AT SC AT 4 RS 77 5% (L) B (1) 4 24k
CHE A T (7 A0 A 0 5 24 0 PR B2 () s (I) P LA B
28 /b FR B TC,, <1501 /mL R 5 2 46 2 (R P B (R 8 1C, < 1001 /1 TR EHBTC,
<Bul/ml s K IC e F SCARA M -

(0108 5f5+--LA I S M7 23 B A SO Tk A RIS 77 S 13t (Ta) f A P BT A
TR, FC R 8 A (RIFTATHG) F 9 L

01091 RUNC, JEHE.C, Hedb.-C=N-OR' EHE EHEC, Fedb. sl (C, Jbidh) sUC, |
Btk O, KEMEBRILEIEC, KAk BE (0, KR EAEBRAE BB ROURINGE 2 |
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R5aR4aN R5aR4aN C( O) _

[0110]
[0111]
[0112]
[0113]
[0114]
[0115]
[0116]
[0117]
[0118]

R* Ak 34 %#%Mﬂa SR s o TP AR

3ﬁﬁ%ﬁ%jﬁﬁﬁ%ﬂ I ZEIE AT IR R BRI IR EEC, bk s
RYBERTNC, e 5k« AL B s R SR A5 e 2 0 U 72 T R 73 «
RO 342 4 i 22 BLAR M) 25

NS

Rll?’ﬂ%@icl,jﬁ% AR ) A S B 2
QN3

p AL,

DU, £8 U AT SO IR A A St 7 3 (Ta) B (Th) A& W BLHAR AT IR+, R

BBk AAURC, (bidk, EAIEC, Fedk, AR TE R e AR 2 ) 3R C, hidk.

[0119]

[0120]

[0121]

i3 (Ta) (L &R L H LTI &)

B HART AR S R R 3K,

15
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[0122] 2G5 mr ez i 3  HN- S AL 2R s VA 77 AL

[0123]  eJtth, L) 30 (Ta) A BN AT 33,9534 (LK SCERHE) 5 H 2 m) 42
I HN-E A S R

[0124]  fRikh, 3 (Ta) 8L (Ib) A& WA — PRE g IR0 Bl e i AR (1) VR B (R STRR R €
(R ABKBIE X B Al 4) , DRl AT BN B FLE R ik e i 4 . 7 3 (Ta) B (Ib) A &) 2 A W
FrEd L, XERRZAEY N —FHREY Fealie —Fh R,S) 5 (S, R) R B 5 44 4 1 7 e VR
EW, BN —FR A, R B R RLR) 5 (S, S) XM SRR IR A Y. RSO, %R
B R ) 271 XoT Bl S R A P T VR 0 5 PR AR T e e A AR ABRB o Y i TR S R PR 9 A
BB AR L AE A R R 55— AN o B (FREIA) 3R 28 — AN 4 B (JREIB) 1 52 . A 1k th , 58
(Ta) 8% (Tb) tb &0 — 5 X e A AR G A B A S g il Rl 44 o 47 20 (Ta) 81 (Tb) 1k
EMEAPTFE O, ZRRFMEET N R,S)  (S,R) « R,R) 5L (S, S) XM FM A R X, %
R 8 XTI S MR B FR AL VA2 B1EEB2 o KB S M A B PR AL VA2 BLEB2 S AL HAE A il 72
HHOE B — AN EICER A (1ER2) #2 BS i, DA R FLR A (A1.A2) BB (B1.B2) Fr 4> BT 7€

[0125]  ZyFi2z

[0126] A NP 1 HiiE SEAS & B A A 038 T 6 97 20 B M B g, B8 7 B AT B SRR %, AR Al
& N 2542 3 SO (CBLFE B R AR St 51T 20 A= G5A% 53 B T R XU AT A
B AR5 RO T R RS0 A5 TR1 A3 0 AT T PR 99 Ji M 2 B B i 5 A P I 8 5 . TR
AR R BHIEP J ik e LK (Ta) 87 (Th) th &9 FL 24 5 m) 252 1 3h B N - S Ak e Bk
FLIEFCIINE B 25 5 100 FH G S e R VR R I7 BLFE 70 BT TR J % 1 200 A i R e (1) 5 24
1) I

[0127]  pbAh, A BIE P K 3K (Ta) B (Ib) fhA 4 FL 25 2% m] 252 11 3R BN - S| AL A 5K
s HIA R P LA K 5 SR id & AT AT 25 04 &9 TR 138 A v o 40 B B g (L3640 AT
R (1) 5 2 1 s

[0128]  [AIL, 7€ 55— 7 10, A BB A — v o7 2 52 B Ak 1 20 B J e (0356 20 BT T J%
gu) RS B3 B 7 FE 4R 2990 9T A A E A K R B e 2 A & W25 1

[0129] Bk 7 EAIPL 0 BT B S PEZ A6, AR B P07 B P © 4 5 1 vE P . d
B YT 993 SRR T A 43 2RO 24 K - P R B 24 PR - B R DR AR L P A K - P R
=2 K- B SR AR B AR A B W08 A N B TR B M AR B B A R Rk
22 IR - PHAE RN/ B 22 K - B 1 4 T SR A B A 1 AR ) 2 AR 22 K - BH M4 B G
T, AR AL YT PR D — P 24 - BHYE AN B 2 A 1 PR B e 2 e PSR B 24 1K -
BH P2 B 5 BRI J2 0t — Pl al 22 P i =2 [ - B AR 240 B A/ B — Fh Bl 22 Mo 22 1 - PP A B
[0130] AR B &) B A A4 b B B v

[0131] 2% [ - BH M A2 o 22 1K - 9 Pk 40 AR DR A A T ) S 097 60, 3 i 2 BK BT £97) T 4 3 20 7
B (S.aureus) ; ERE (Entero-cocci) , BIUNEEIR A EK TR (E. faecalis) s BEEREE , 41 W0
iti ¢ BEEK A (S. pneumoniae) AR JEBEEK B (S.mutans) ALARVEEEEREE (S.pyogens) ; FF F&
(Bacilli) , BIWSEAF 1 Bacillus subtilis) s ZEHiHFR 8 (Listeria) , 5 ¥ A% 4 i 38
ZPEZWIRFE (Ltsteria monocytogenes) ; FE Il 14 J& (Haemophi lus) , {51 {13t JE g I AT B
(H.influenza) ; SLICHF B B Moraxella) , il WiiAT I8 E W AT B (M. catarrhalis) ;%
B & (Pseudomonas) , ] i 4¢ B AT 7 (Pseudomonasaeruginosa) ; X XK H /&
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(Escherichia) , WK AT B o 25 0K - BH A S0 B A , 451 40 86 26) BR 181 W K B S BE K T 5 /2
A ER, A2 RO B LR 9T FF B — L 37 HE DL B G = e 2R 55 W R i e 2 P B
P o WSS B AR ) SE A SR B R 48 PR AR ) 4 2 € 7 A0 BR TR (MRSA) e FF 4 P PR ) 26 (] e B 4
HERTE (MRCONS) Wi HERM M REERE L Z HA M REEKE (Enterococcus
faecium) o

[0132] AR EVIE Wos B HBTPT 2 ME AR 5 14

[0133] A& BH B PP 28 B K TR A 4 0 (] A BR TR (L FEPUE 1 4 o il AT BK TR
T AT AA TG AR I 4 1R €0 ) BR R (MRSA) ) Rl B A 6 1 o A9 R B A 4 i) B0 il 98
BRTA 1

[0134]  [PRIL, AR BRI K K (Ta) 8L (Th) A G400 He 24 52 m] 52 52 (1) 3h s N - S A 2
DA K e SE B ' AR AT 2540 26 0 FH T s AR 6 97 4 T Je 4 (B0, 45 Fh 380 28] BR o A/ Bl Bk
BT S RS AR HY) 1 R 24 I IS -

[0135]  [AIUL, S5 — 7 11, A B AR AR — i o7 18 52 B4 T~ 20 B A 4 (A5 Fh 0 ) Bk B A0/
B BR BRI 5| AT IR JEGY) RS ) S 1 T v ARG R B AR I AR K AL A B 2
HEME EE,

[0136]  ANZRR TARAHEIL , O T A KA S EE AL T HIHIFIFOATP & Bl , 45 1l 2
FHIF1IFOATP & I ER FIF0Z% A4 , B8 45 )2 I F IFOATP A i B HIFO4% & I WE ¥ ot e, T 3K
T o 240 Y R 20 LA TP 1) R B 170 R JE A T o DRL U, 5 o)t 5 4 D B PR A 45 0 o 08 8 A7 B ke
T FIFOATP & ol it )i 55 A FH ) 400 T A e 1

[0137]  J&E IS A K B AL & P0ia o7 00 240 b Sk e A5 451 dn rh A ph 28 R ik e L A B g
B G, a0 St B 9 A Gl s il 2R g s AR I 26y s 1 i Bk gy, 9l an 2 14 R SR B I 4L s |F
P S J % S WM o J e s b PR AR B 2 IR s iy 18 R s TR IB Y s LI E 5 - Sk % o 1 IRk
Gy s B Ik S B Tk 25 R SR % s AR TR 4 4O PN RS2 5 10497 5 TR ) B0 o ST A S s 40 ) 26 35 T L T
TR » v G4 2 AL VR T B R BAS B R R

[0138]  ANRHTSCEG SO S A, (&R T Ui B RN Z S VIR — Nl
A2 B 1 TR PRI R Y

[0139] AR BHICW ] —Fhal G40, B0 7 24 27 n] 252 R 3R UL R AR i P s BRIV 97 2
B KA EY A KBS Y aT 4 RO T4 25 H B89 & M 258 X AE RiE B
HEY), AT 5| FHIEE RS T4 5 Vet F 29 0 B G 4640« il A R B 25454
VERIEE B A 2 R A& AT N I sh T 3K, 5 2522 T e 2 Bk 58 'R
HHREW AZ B AT R 2 M 20, SRR B SR 25 24 (1) 558 20 i - 1X 26 245 4)
A P B AE ) 2 A IS T 11 MR Bl AR R T v 5 4 24 1 B ) = O 3K g, 7 A 1 R Y
I -EWrh Rl Ad AT ART & B 245 FH Y B, 18 ik R TR VIR SR, A T IRV
AT AR DL 3 v AR b 2R R Bt 7R LR AR s AR A AR R 25 AL I HE R %
Pl LSRR A O = NP 2 B N =) g Y = 3 N 2 = | N e | N 2 5| AT )
W o 7 B A FH I A4 24 R BRI IG O0 T, BN AR 2 45 24, 1 i) S 3 7 AR 3R A R 11 1
A BB 0T B A LG, s ism w8 oK (B2 K5 (E4] an B i
FoB R P R4 o A9 G, P YA SR VT LB B R I VR R e BT T B % A
TSI B WD IR AR SR 1) £ o ] YR S VR B AR ] DA B VR A AR L BT A S R A R A
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o I ELFE I A2 FE G FH AT B8N A BGBAATE 2K 770 i ] A T8 =ikl 741

[0140] #5251 € , AV SN EA 50,052 99 & %, HNELO. I RTOEE %,
ERFARIEO0. 12505 58 % PTEPERUY , LA KX 12299, 95 H & % , B Ri£30%99. 9FH & % , £
HEARFES04299 . 9 5 % I 24 5 T 2 K BUA , A 1 H 4 b 2 DL &) S BBy B
i

(01411  Z5¥ A&V mT B0 2 & P A G 2 0 1) e & sy » 487 G i 71 S A 57 S 4% ok
AN FLATR 5 R - YA 701 2 T P 791 97 7] B o 7 i a5

[0142] ¢ A R A& DA 5y 25 25 HL7) 5 35 S 57 771 & R R FC BTl () 25 4 540
7 I B F ) B A 77 2 4B 1 2 18 T SR Ar 55 s O 8 B4 B9 5o, & oo 3 ile &1
TE Ry G DL A BB VR TT 230R) I 456 P 1 25 B - I A 7 28 20
SR ) (B4 ZIR BRI 7)) IR TR 245 AL R R R B3 i 7l (wafers) 2
AT SV VR BRR B TR SR, LA R A BR ) 2 AL YR AR AL S B
ARG EY) . gh 2B SR IE T STE B ) 4 R B R T A2 B AR I, 4
NI = B 25 J o YA R B E P DA H R A 1 e 25 25 (B AnE HH 102502 v /A A =
[R)36 B B B sk A1

[0143] G5 (Ta) B4R (Th) A AP RHHRPT AN R B G BE 1 , AR B &) S H e HiE
FIH A, CAA BT DU TR 8L

[0144]  [RIL, AR BHIE K — (o) R KA G (b) —Fhak 2 M EPTw FIMAH &
Y.

[0145] ARG ] —Fh (a) AR BG5S (b) — Mk Z R EHTE AN A S, HH
= 24 i

[0146] AR BHIRW Je b SCEF5E R -A Y a 3040640 FHR 16 T 40 TR B 1 Fa%
[0147]  — i & 24 5 AT 45252 B B A i i n VR 7 A SR () AR K B &4 )
(b) — Ml 2 M EPUE A A G, Bk A SEA R

[0148] MU AWML T, () RAKBHAEY S (o) HEHUE AP EEL, 7] H ARSI,
RN R E o 12 LG 2 AN VI 8 DL S 25 2953 Bk T AR U8 A% 5 B B R il &40 B & e FH
() BB T ELRIT I RE R VR TRER ™ B R e R I AR AR EE M VIR
SR I B] Je— AR BEAR L 25 2585 20R1 8 N BT ik R L B 24590, 3K 2 AR U AR N B3 2
(1) o P38, UEPR o , A 2R H 2 T AR V6 97 B 10 s AN/ R B A R BRAG & ik T
4T = T A 17 3> A BRI B i A R BH ) 28 (Ta) 8% (Ib) A &4 5 5 — iR AR RS e E =L
AITEL/10ZE10/ 15 , B4 1/5285/1, F BRI N 1/353/1.

[0149] AR BHAL B W) AN— il 22 Foh e B v 711 AT 40 Rl B — i 591, s HG mT R RS 4 i) )
il 7, A AT TRV IS S 23 ) AR 7P 25 245 o BRI, AR BRI e — = i, ol (a) AR LGS
W, K (b) —Fhal 2 P e B 77, HAE S IR, AR R B 2 5 B TR 97 40 e ek
[0150] W] 53X (Ta) 8 (Ib) A4 A 1) H B BT B 7 8 a0 A SR AR N T2 0 B 771 o
EYVEAOEE- WA RN IAR HORATER AT ER KRR KME R
GG &R L E &R (cephamycins) 1-F L@l (oxacephems) w4k (clavulanic) &
L HEIEZE (penems) Ik E 852K (carbapenems) i F & H & (nocardicins) EEIAB- N
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%% (monobactams) s U BRI /K MU 5 32K VA K (anthracyclines) s 2 & A
TR B WN- L C- R ML T 2L R ER R (blasticidin) S KA
K,EWI2- TCH RN BER 14- T RN BER  16- o RN BEE : # D B R K
(ansamycins) ; ik, i UNH K K2 (bleomycins) AT Ik (gramicidins) 2 RH &
5 (polymyxins) FF T IKZE AL & N BB I R B HTA 3R V8O B &= 98 (actinomycins) %
5% % (amphomycin) % % & (capreomycin) {5 = (distamycin) B L EH &
(enduracidin) KREZ (mikamycin) w2 (neocarzinostatin) IREEEH &=
(stendomycin) VK (viomycin) 4EH & (Virginiamycin) ; A BE W % s R 22 R ; A8
i & &K (variotin) s A& & (sarkomycin) A H A% & (novobiocin) s KIEE R
(griseofulyin) ; @ % % (chioramphenicol) ; 2% & %3 (mitomycins) ; M B &
(fumagillin) ; 5%HEE S (monensins) ;ML JEHF (pyrrolnitrin) ; #%E &K (fosfomycin) ;K
PEHR (Fusidic) \D- O -F22RIE) HZMR D- R EEH 2R & K (enediynes) »

[0151] AT 5AKIAE)A (Ta) B0 (Ib) EDHE R EIUE R IR EFTHR (.3
BRAREFER) AAETEFER W) ARACEFTERM ALK RYEER
(Gt N 7 2 N R B BN i ST 7 NN e S 7 N NG Sl = Wi 7 N LA iy 7 S N AT 7S
LI G 7 NN T % NN i i 7 NN SNy 7 NNTE VAt 7 S N (Rt 7 NN N NN i 7
(heetaci 111n) - FE Y. kAL P HR 20 U0 £ 2 A L A 2 DL 7K ST
15034 Sk H 28R (cephaloglycin) Skl &4 Skl & (cephradine) kPP iE 3k
FRUVCAREN . e E 3 (cephalothin) B4, Skl 2 E4H S ARENE (cefsulodin) 4. Sk fmEnE
(cephaloridine) ki % (cefatrizine) Sk fNRHEH (cefoperazone) ¥4 Skl £ k1l
B e S SR 5 Sk Famembh 4 Sk Aok g 4 Sk AT 15 (cefotaxime) £ Skftl F 5 &R 2t 3k
FOWR A L SkAt il AA B L Sk At mE LA e T Sk e Ll B (cefatetan) (Fi A kT
(latamoxef) \ bo Fr 4R W& 55 7 « 2 M B W DU PR 3R S IR VU 31 % (chlortetracycline
hydrochloride) /it FH S VU3F &K (demethylchlortetracycline) AVYIRHK . FEMIA R
(methacycline) ZPHIE (doxycycline) B HIIE (rolitetracycline) CKIEHZ FAL
BRAFRRE P % (doxorubicin) BT A (aclarubicin)  RAFE & . R &B
(bekanamycin) %4 % & K K & (gentamycin) Bl # 3 U1K & (dibekacin) JFi K&
BUNEKE BREER IERNRE CEERmKRE MREER NEAHER BER
(destomycin) A\l % % (hygromycin) BV Z & &R FURE & (sisomycin) HREAKE B
KB 2k KW B % (spectinomycin) MR & BT 7 K J2 0 MR 2k o AL %
(validamycin) & 7 % & (kasugamycin) \Z % % & (polyoxin) - R MEIEHE &S
(blasticidin S) \ZL% % (erythromycin) VKFELFZ (erythromycin estolate) \ITHkE:
% (oleandomycin) B £h VU 2 BE 3T HEE & (tracetyloleandomycin) - HF M & &
(kitasamycin) A VP B &R VMREE & (spiramycin) (ZRIE 2 (tylosin) ERE 2\ FF il 75
R EkE R (bleomycin) TR EE & 5 &R (peplomycin) BilE 25 H AT I BKS « 2 K 2B
FFE K (bacitracin) 2B KE (colistin) Filgih . £ ki £ E H 1 |2 40
(colistinmethanesulfonate sodium) & $i% & (enramycin) KF&H & (mikamycin) .4k
T # & (virginiamycin) I BRI VEE R B4EE R (enviomycin) I E R K
28 & (actinomycin) D HTHI & B & I EIKEE R (bestatin) BB (pepstatin) «BLHE
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A& (monensin) \H I T (lasalocid) WP HIE & (salinomycin) B BB . HIEH R
(nystatin) BMEEEZR i H R UM E R mithranyein) WATHR ORGSR WKER
KEAE R S S ER 2h BV 5 & (flavophospholipol) A2 Z MR B 1% & (pecilocin) K G
HR AER AETERGHRE . 2R EERC. Mg EH# (pyrrolnitrin) &R
(fosfomycnl) RV R . R E E (bicozamycin) JARIEAK (tiamulin) 5 F T
(siccanin) »

[0152] A 5A BRI (Ta) BE (Ib) A P04 & 1 - & o3 BoFF B AR Bl an FlAE -7 (= IR
FIARFE ) ;s S RME s MR Bz B oK R 2 S S G s & T B BE R 25 0 -2 2R KM IR s B
YR B E R RIS & @R (thioacetazone) ; PA-824 ; W Bl ZS / F v V& T ZS , 51
W PEY R I R VR R ARV R JhYP R (sparfloxacin) s KRN EESS, 140
iz (clarithromycin) VEIEFFH (clofazimine) Fi B PE AR ve R4 IR s Rl 481 ;s B4R
AaVT (rifabutin) s FIAEMVT ; 4875 T-W02004/011436.

[0153]  —f&iil

[0154] A AL G408 W v S0 IR 45, %5 0 ON AU E AR N A 2T
[0155]  HpRURFEC, JHFEAIR (Ta) 3k (Ib) (L& W) (ZALEPILL (Ta-1) 5 (Th-1) FoR) Al
IR0 (TT-a) B (TT-b) B H E A CHEH W A& & 10 B 25 2 1, s 25, 491 i) Je FL 26
) 5 =T %5 (C, J&ER) % (Bl =" % (LJ@35) %) , fEE & 1 AR (FlanPd (PPhy) ) 1
AEAE T S TEIE A IR 77 (91 G0N, N- B RS FR B ) TR0 A7 A0 1 s B R i) 46 o 122 J 87 A0 328 b 2 7
PAR IRV eI iy

W R R Crodi 2t R’
1 OH \ '\’/\ NT 5
\\ AN K\/\(CHg)q’ ‘Rf' CHq R
N’ R?
(1a-1)
(1-a)

[0156]

| OH

= N7

SO e — X
3 —_— pZ

= N*HQ R R

| R®

RB

(I1-b) db-1)

[0157]  HARYRERRN- I (Ta) 5 (Ib) fb &9 GZALEWILL (Ta-2) B8 (Ib-2) FoR) , 7]
TG A AL (B a0 = (2R 0 FF S P ) 48) &S RIECAR (B an2- (-0 FEBEEL) B
2RK) & A I (T RN S OdE A B R (B FE 2R BIARAE R @It (TT-2) 8 (11-b)
o ) 44 5 RPPRNH S 7 K i) 4%
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Wa ) OH R4 kT;\ -~
_NZ N CH RS
\\ A ‘\'A(CHZ)Q R® | s (CRz)q
| A 2 R? — NN, R
N R2 R
(Il-a) (la-2)
0158
[ ] 4 g NR“RSB R? RS .
_NZ X CH R®
|\\ - k\/\{CHzlq RS | I, (CHz)q
—_——- /
o N 9 R* l\f R®
R
ks J
(Ib-2)

(I1-b)
[0159]  HARYLHE-C=N-OR" K= (Ia) j‘z (Ib) b &9 (ZALEILL (Ta-3) 5L (Ib-3) FR)
e E’J{ﬁ I (e ne) MAEE R 8 2 (T11-a) B (T11-b) Wik 5 Eh g2 e skc,
Yot SE T g L R £ B B SR 1) 4% o

o 7 RS "
_{ (CH
r X (CHyy “R® z)q

| P
N 2
(Ill-a) (a3
[0160]
0o 7 o 1
R R OH ,R4 R O-..N/\
H N, A (g
|\ N (CHy; "R !
R3
2N\ *
FlQB
(I11-b) (Ib-3)

[0161]  FLAR'RF-CH, NI, M3 (Ta) B (Ib) (&4 (ZAL AL (Ta-4) 8( (1b-4) £ox) A
A0 (TTT-a) B¢ (TTT-b) H (B4R AEH, A28 A [ A7) (91 a0 48 1) J2ad & %71 (19 4nNH, /
W, AONH, /) BOAFAE | 3l i SR AR AR AR 4%
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O 7 Rﬁ
H [( I OH _R? HN NN K(/\CH - er,
| Irx (CH); “R® (CH2)q
p R?
NN 2
(Hl-a) L
[0162]
O 7 RE
H_K i OH /R4 HzN / ~
m (CHZ)’N‘RS N (CHz)q e
RS
N o
de
(Ib-4)

(Il1-b)

[0163]  HAR'RERR™N-CH,- # 2\ (Ta) 8L (Ib) 6 &4 (Z AL & 4L (Ta-5) 81 (Ib-5) &

) > AR IE
LR WARAET il
0 7 6
i {[ RT R on N,R‘1
| X (CHy)y R®
R3
NN 2
(lli-a)
[0164]
0 7 6
H_K P N’ o
| N N (CHQJQ
> R?
N™ “re
Ae

(111-b)

R J‘? J(WDBH CN) & A BT 77 (B G0 20 0% 2 VU S0k i) K 3 2 (2 (151 2
i (TTT-a) 8 (TT1-b) H A& 538 A 1 2R RN - HIRI 2 771 5 R K #1145

R R®
OH R4
aR4aN N/
/\ X (CHYy R®
[ —— ~ R®
N 2
(Ia-5)

RSaRdaN
TR (CHqu

(Ib-5)

[0165] HARREBZAIEM A Ta) 5 (1b) A (ZIL &L (Ta- 6)Tc(1b—6) KIR) AT AE

BRI (BT 5 L B3 (1V-a) 80 (TV-b) FrE k5 & &

R (i an — 2k %

ﬁﬁ@%%%%%% (DPPA) ) B 3di & I (151 40 = 2 J#%) fifﬂ%ﬁ%J%oh{%iUE’Jr‘L%iﬁﬁﬁ%%
Hr N (Curtius reaction) HIEE I = F L RE S ik 8%, 1117 8 BSC Jk HY PR T o 1) 44k o 7
AP IR, AEIE G RO (B0 DY S0 ) B A7 AL T Rt [a] 44 55 Y T 2R iR 40 8% (TBAB)

L, 153 B FATAEY -
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Rt 1 DPPA N
HO{ T8AB M2
2) Sl(CH3)30H20H2 -OH

(IV-a) (la-6)
[0166] 0 R’ RE‘OH R‘ )OPPA  TBAB \ H/\ ,N\ o
L
| A R 2) Si(CHg)3CH,CH,-OH
ke
(IVeb) (Ib-6)

(01671 HARURFZ I B E = (hedk) B HRRN-C (=0) -1 (Ta) 5 (1b)
AW GER AR ER , 3 HiZAb &4 (Ta-7) 5k (Ib-7) o) WA (1V-a) 8% (1V-b)
Hh ] 4 538 A R 38 AR 5 77 (B G 40 =) 3 5 AR AR (81 i B e —
i, AR, 17 - Bk KM ERN, N - —IA AR — W R E] - (3- “HI SRR L) -3- L ARk
TR EA AR (510 = Z %) & AR (B DY S K SR ) SONLR il

0 7 RS R” RS
HO ) = N’R4 B M N’R4
S (CHy)7 “R® AN (CHyq R®
| = P R — l - = 3
N R? N R2
(IV-a) (la-7)
[0168]
7 RG R? R6
s R OH /Rd Ria OH NIRd
R Nags AN (CHye “R®
(CH'Z)q 2/9
P : — ;
i LW
RS R®
(IV-b) (Ib-7)

(01691  HHRURFEFTHFIEM A (Ta) B (Ib) (&4 (Z LA HILL (Ta-8) 3L (1b-8) FoR) |
AT P IR (a) fEnBuli 5 3E A AV R (B0 DY k) A7 AE T R (TT-a) B (TT-
b) IR AR 538 5 1) 97 3 I S LR ] 26 o Mt S AR e 3t 2 AE AR T (B4 -70°C) b4 . #E T~ A4
ZUE () T, 8 (2) BIRAF BN 740, 4538 A W05 (9100 — 3 Be) AEAE T, DUE & 4
A (s AL Be) At
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(Il-a) (b)
[0170] /

(1a-8)
W1 R4 (@) OH g7 R® :
AN K~/\(CH2)E| > aryl'< OH R
| X (CHp)q ~R°
RS
Z NN
y RB
(I1-b)
[0171]
0 T RS
aryl’< R OH SR
| NN (CHalg R®
RB
N 9
A8
(Ib-8)

[0172] 58 (T-a) 81 (Ib) (L &I Al ARYE T H1) e B AE , il i X (V-a) 8¢ (V-b) Hr[a k5
3 (VI) Ha) 44

[0173]

RS

(V-b) (Vi)
[0174] A5 FInBuL.i £E3& £ (B (114 — 7 PR 2 %) B3 & B 7 (81 n DU 20k ) 1)V 45 42

24



CN 104744361 B W OB P 21/55 T

th SN i 4%, e rp i (AR B A EX (Ta) B (Th) Hh BT R S o 3364 ] 186 000 e 7 328 % 1k 52 o
T8 B AE A T - 208 - 70 °C L B Y R N 34T .

[0175]  Frhq%ET2.384 X (Ta) 8¢ (Ib) (b &) (ZALELL (Ta-9) 8L (Tb-9) FIR) , tH
AJEE A Eﬁf&ﬂc ] ({1 4Rh (cod) ,BF ) IAFAE T , ARIEAE S — 405 (B 4nTr (cod) ,BF,) (H
TRFEEH MAET, EE&EMEA (B a4,5- W - RKRFERE-9,9- ~HREHKE
(Xantphos) ) FIAFZE T , FEIG & F V6 71 o (] DY S0k e R , 431 4 R IBE) , #E.C0 A, (JR )
) AFLE N e iR P 2@ g’ 0. 182158 (VIT-a) 3 (VIT-b) )4 S5 4 e ok
AR FEHNR R S5 N7 SR H) 46 o B S A et 2 T o g/ L3k (VIT) EPlEﬂ

4

R e ®Y
OH R p\ (CHE 45
NN (Csz l\ = -\/\/NRR
=
| NG R2R3 CO, H, Z N Rz
(Vil-a) (Ia-9)
[0176] .
(R1)p RT R° HNR (RY
OH , N RS D (CHo)q NRYRS
SO@ g Cfi( Fron
Ra
PN Nge CO, H,
RS
(Vil-b) (Ib-9)

(01771 3 (Ta) 5 (Ib) A& IR AT K 30 (VITT-a) 5L (VITI-b) il fhk CEw AARd &
(B8 255, B 3, B GBBY) 5 38 A I AR B s A BRHNR R, AT 356 7EE £ 1 T8 77 (Bl 2
i) HOAFAE T SRRl o

R R” R

OH N’Rd
\\ AN (CHE 2 I\\ = KV\[CHE)E “R®
2 I, P R
N R?
(Vill-a) (12)
[0178]
7 Rs
®R') « )p\ 1 KCP\ o
> R
N R
RS
(VIll-b) (Ib)

(01791 AR AN 5 25 RIIGE T4 T3 B A T P S W R J3E % s B I Ti] , A b 3k e o e
(RAYERES GEE I A= g/ R

[0180] 3 (Ta) B (Ib) A6 &1 R BE — 20 AR 45 AR 4 dsk 0 500 %) 22 [AT 9 49 S oz, 3 it 5K (Ta) B
(Ib) A & VR B AR AL T DLl
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(0181 5 (Ta) 5 (1b) fk A& 9T 08 28 = U BN~ AL 1 A U 2 R 7 T
LA O I IN - AT 2 VN - LA S S 3 TS 2% (Ta) B (Tb) H A4 R 15368 2
F LB Tk L0 I T BA 2 365 10 TE WL SR A 4 2 i i S A 2 e
Tt G TR L AT ALY PR 3 B WL AL i R v B
SRR 2 AR 2 i R (3 - 0 R SRR i R (WA A 210 | e
ek S L (R T R SR AR o B VA K MK (I 2T 25) 42K (b
HF ) K 2 TR A2 (A0 — SR ) LA B s e v AR U 24
(01621 5% (1a) & (10) (AR 53 T BE BTG, (e I
W1 I5HEC, KR C, KRB (L 5 S L4 et ', e L sitlet!
B (LA R S B, 55 O VA A (A PR 00 7726 T S, A A D 8
et I I A RO S B 1 3 0K 9 A8 WY S XUBR 4R ; % 28 TR XY
PR 25 P AT 1\ 2803/ AR BEEAR, , 2 BURHE ST by o 1 15 25 ., e I 55 3, i D 4
BBl 3, HpRIOREC, Hidh C, BRIt FHHEC, BRdE 5 HEBRIE Het!C, Jidhnk
Het%%ﬂiﬂﬁqﬂA’{ﬁi%%%a“_Ii%%E’J&%? () .

(R )p R10
[0183]
® Rm

[0184] ﬁﬂPR%ﬁ%%ﬁz?%Exﬁaﬁzlxﬁﬁﬁi\iqa)wlb) WY, fEdE & AL ) (51 4npd
(PPh,) ) <& & B (51 81Na, CO,) 2 3& Er ¥ 771 (B B Y A i1, 2- — F 4 2 e (DME) K8
40 FF ) A AE TR, AT L S He t-B (OH) RS, 6248y 2L rp RO i He t U ) 2R S A1) X
(Ta) B (Tb) tL &40

[0185]  { (Ta-4) 8L (Ib-4) &P T LEIE & BB (B WIN, N- = 2,k 20 i) B3 & 1) ¥ 77
(Bl — G0 FR Jo) B A7AE R 38 3 45385 4 1 o 3 0 0 SR T, A8 g L PR AR R o i A 4
5-CH,- 1130 (Ta) 55 (Tb) (L &40

[0186] X (Ta-4) 8k (Ib-4) (AW TEFIEM SN L8 SOE A 137 (Blin 2. 1%) 147
6N 33T 5 3 2 0 g R 7 B == 508 P g Y ) 7, 3 A8 FL R MR - CH, N (€
Fidk) 58 (Ta) 5 (Ib) (&9

[0187]  HpRMQEH AR (Ta) th &9, T AEIE A AR (AN 36 1R) BO&E & (9 77 (1
= eelot) (AT AE T it K AR, B2 RS SR EAR X B 2 (Th) B4
[0188] WM, FEFT IR A T AU S RE o, S5 B W0l M s s 7 v 23 i, B R S T
AR A SR L R 7925 (B A I L 45 i SR ik — 2B il  SE RS, A7 — AL bk
S AL AT U B SEP=) wTaE ae C RE AR (R ol o2 i % 28 2 A, 81 ) 46 UHPLC L 44 2
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A1) MR G40 20 38 H o A 0 S XoT e S ) A B T30 10 %o ol S5 A A 7S o e R I S A
JEHT (SCF) K345

[0189] UG K Hh Bk 9 T 5 Ak G B R v KR40 AR A 38 3 0 0 19 R0 I 45 4 i o)
HHLE N, 2 (TTa) 2 (T1d) B AR T AR #EW02004/011436.W02005/070924
W02005,/0704305%W02005/075428 (F N 25 LA 51 FHI 77 S AN A ST ) oo i ik 1 777 16 ke il
%

[0190]  eJidh, =0 (11-a) 8¢ (11-b) HR AR PTRR I T~ 5 S A2 (1) 5 J@ ik X (1X-a) 3%
(IX-b) a4 52 (VI) A4k

[0191] if}ﬁ%l

R

(IX-a)

(V1)

[0192]

(IX-b)

[0193] i FnBuLi T-3& & Bk (91 0 — 55 PR 2k k) B & 0¥ 371 (4810 4 DU S0k i) VR &40
Hh SN SR i) £ Hed Bl AR B a5 (Ta) 81 (Th) H i 8 S o $ b m] 380 B B s 28 o I s B
1 B AEA T - 202 -70°C ) Ji B2V A 3R AT

[0194] X (IT11-a) 8L (T11-b) HHEATT i@ 20 (TT-a) 8L (T1-b) Hr Al R 5N, N- — B 5 H 5t
JEAETE A IV 77 (451 4n DO S0 PRE) PRI A7 AE I IS SR il 45 o I e B2 A0 326 b & A A 24T, 441
-70C.

[0195] 5 (TV-a) 8% (IV-b) ] PR @ LA (TT-a) 8% (TT-b) A {4 5 CO,fEnBul i & &
(I 77 (] DU S0 ) TR A7 RO SRe ) % o I S 7 A e 2 AR AR 33847, B 4n-70°C
[0196] =L (V-a) () A4 T AR T 21 I SRS (2) SRl 4% -

[0197]  JifE2
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[0199]  Frp g A & anal (Ta) W AT 8 o NI FE (2) BFE IR (a) b R IEE &1
B, (B = 2, 1) R 3ds A W0 e L PR v 77 () dn — G R e B &L 2 058) FOAEAE R 1538 24 AR
P16 4% g 530 224 174D Tk 3 5 (4971 43 - R L T IR 4 3 - 00K A I SR B S R TR B S0 I v o I S
3T B R AR AT R A R AR R R B VS N AT AR R AR (b) R IR () R TR
B 0 5 B S (POCL,) 7EN, N- — FF 5 I i (1) 47 4 T [ B (Vilsmedier-Haack FH Bk
b, BB IR o e 8 38 B 3t A FE AT 2 IR ()RR P R S Bl N BT o 8 R AN B B (c-
) A R RS- LM QLR APIINC, S s 3h) , S imat 425 0% (b) Hh Fr 45 2R At 4k
EWE-0-C, S FEAEE A R R (FIATHO-C,_ KEdE) IAETE T RBSK SN B3R (b) i fTfe
B A B) AR o] FE3E B P 77 (B AN , U 2 B s/ K TR B ) (RAFAE N AT 7535 & 1 B
(WJﬁDKOH) MAAE T 5S=C(NH,) , N (B W, (c-2)) , B fEIE & 1B (11 WK ,C0,) S &1

a7 (N2 - IR FOAEAE TR , 50, itk - TRBE, #A8 LA RE A B INC, Jr SRR A
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I Z ) FIAELE R, 8T 5IE A HINH R™) (hedh) 3h 7, #48 HFH FR M -N (R™) (‘Jﬁ;‘ﬁ?ié)
(L R* A B e L) 1 o ()44 GE IR (c-3)) o 558 (b) th 458 2 1 o JE) 44 7R 7] 2ENaH K 4
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AR (3) kil &, Hp e 55— P IR () 27L& A 1B (B i &AL MAFAAE T B IR
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IR (b) RGN R AEIE A I RS A7) (B 2R EE) AR N, 3T BRI

[0201]  JRiAE3
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(@) \\ \/\RB i \
[0202] \C/\Ero + Ra/\) m/\aa
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[0203]  H:ApRfRFEHet I (V-a) Hrialfd (iZrh a4k Lk (V-a-6) oR) AT MR 4 T~ %1 s R i
FE3aK il % .
[0204] ?ﬁﬁﬁa
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[0206]  Jx NiyitHE (3a) ELFGA IR (a) Horb &4 1d& 2 ek £ (4] S5Het -C (=0) -Hfff AInBuLi
TEIE A B (F14n2,2,6,6- VY H AR AE) S G B3 551 (451 40 DY SR ) IRV A 0 s 82 43
PR T 0 S NHE R o N 3E B AE AT - 204 - 70 °C IR FE TS Bl N AT AE AN B IR (b)
H K IR () RS R 2, @t 51E AR (B =3 O M = F AL, fEid &
R 7] (9l — S be) B AR AE B RS, #5222 =X (V-a-6) B HrTR] 4.
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[0210] e AR (4) EL 420 B (a) JLrh & K mf 2k I I 508 5 10 IR (Bl an#h i) b %
AR AR A2 ] o E AP B (b) Hh L 3B IR D8R (2) P TS B 1) AR 5 0 5 B et 7] (1)
e SR ), BB R J6E) 7RIS B B (1 AiNaOH B I = 2 B A0 38 & (M 770 (9l
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FoR) AIARIE R B I B FE (5) R4 o
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H c
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(02271  S4bh, Hrb g 11K (VD) Ak G Ao P (VI -a) RoR) rIAR$E T~ 21 e i
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4
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S 3 3 B A R A EHNR 'R (PR L T aR) L FE38E A IO IR (f91) 4 618 e L3R R AE
B ) (U , 11 2 ) BIAELE R SRS B B
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SR MFMEZE 55> T 10 5o A 500 MU B e 2 _E /b T 2N BRI TR 2R (VD) v el ) e L
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[0232]  ¥#ifE10
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[0233] Raa.)LH E- RM»A)I\ L_- Rh'/\ N Cc R3d N‘*RS
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[0234] St NAE1OBLAE 2D PR (a) Herh iR IE & 10 I 5 R A S B (B an S8 A ) 1R A7
TE T RBLAE T AD IR () 4525 5% () T3 B0 724045 A R REHNR R ZECH, (=0)
G AR (B £ S HLSRAB) Kad A R (B Unss , 40 Z8%) (AR T SN 72 A0
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[0246] "1 A St 51158 A AR A B A I AS 323X BE S it 451 PR A

[0247] SRR HL )
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TANFRAEB” AL KA DI SEARAG A A Y R, AT AR N 53 AT R AR AT )
7732 I AINMRK BH At AR 127 A7 5 7B S 4 T U AR 14 o AHAE ST AR N D335 R e o 1
DISEARA 2R TR [P 5 3 L Vs
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A7 7A2" ] "B1” B2 W AR H 4
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[0253]  sEjfsijAl
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A4-543) (0.0051mol) Y THF (20m1) ¥« KHIR &7 T - 70°CHiHE90 73 %o A H [H] 44 18a
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it T -70°CHNAN, N- — H L B L% (0. 014mol) (I THF (11ml) ¥ - BHIR S T -70°CHi k2
/NI o IIAH, 0 PAEtOAC AL B &40 o KA Bl = LU AT NaC 1 /K i R U » T4 (MgS0,) , i i
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[0304] st f51A5

[0305]  a.Hp[EJA16 S 1711 il &%

[0307]  h[ajfA16 (A1)

[0308]  Hhr[E[ 4417 (HEXTBR S A 44A)

[0309] i T CLkefnBulil.6M (0.563m1,0.90mmol) TN,/ K FZiw IEA#1%-70°C
[1IW02004/0114364k &412 (0.25g,0.45mmo1) FITHF (3ml) 3 H R AT -70 CHiFEL
/NI, 8 5 % 1 b I N3 - LK B (0.105m1, 0. 90mmo1) (¥ THF (0. 5m1) 381 o S SR A1)
T T0°CHIFE LN SR G T -40°C LUK RE A WL Z P LR L FEFE I, IF A BRI Ve
KB W= T4 MgS0,) , i I I o K AH 774 (0. 34g) A R AT AERE IR B4k (15-40um,
30g,CH,C1,/CH,0H/NH,0H97:3:0.1) . /=% :0. L 1gf¥] 1 [H] 416 (37% ; IR, 28) .

[0310]  rhfE] 4417 (HFXoF A S AL AR A) A2 AR 4 v ] 44 1 6 1 A IR 45 (HL /2 BAW02004,/011436
I S 149V HI4) 7732 . 0. 11g ) (a4 17 (34 %) «

[0311] b PRI A 18K il 2
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[0312]

[0313]  FR{E]{A 18 (AN Bk 57 44 44B)

[0314] itk , A [A) A4 18 (I %o Bl S5 40 AR B) i R 4 durn o () 44 16 F A R] #4 , 1HLZ LAW02004/
01143614 E 436 N UEPI AT i 45 o F= 22 : 0. 13g ¥ 1 H] 4218 (36 %) &

[0315]  B. &AL &Y HI&

[0316]  sEJffpIB1

[0317]  a. fb&W8.9 K 101 fill %

[0318]

"
4

P

o C L

[0319]  fb&48 (AEXT L AL AARA)

[0320] k&9 (A1)

[0321]  4k&W10 GEX} ik 5 4444B)

[0322] WO 2004/011436465414 AEXTHL FAIARA RS SRIEEH ;) (0.1g,0.18mmol)
=T HZI#Y (0.114g,0.36mmol) J&PdC1, (PPh,), (0.013g,0.018mmo1) AN, N~ = FFI 32 F i
fi (3m1) JEAW0 T e vh ind (80°C , 1043 B, 100W) o IR S0V A1, fBINKF (10 % w/w) 7K V&
L, LAEtOAC ZE B DA 8 40 3 B i A L2 DK AR 5 3h7KIE B I DAMg SO, T, i
TE R AR AT BT (0. 26g) ZAEJZ M AERENR B 2li4k (Welli 77 : CH,C1,: 100 CH,CL,/
CH,OH/NH,0H:98/2/0. 2) WS B AHI) 24 73 IF 78 KW 77 o 77 5 0. 018g AL 5 418 (HE X B S A 4
As 773 :45% ,mp: 164°C) .

[0323]  fK &9 MRS HHIE R AE , 1B 2 LAW02004/01 143614k 5412 (aS, BR; [843663-66-
1)) NPT #1477 % : 0. 060g L &9 (A1 1R, 2S5 773 : 45%) .

[0324]  fK & 1052 MEFE AHIE R4 , (B2 LAW02004,/01 14364k &4015 GEXT I S 4444B, RR
K SSIREY) ARGV T4 . 722 : 0. 055g L G410 (AEXT B A 44B s 7 %8 :31% ,mp:
185°C) .

[0325] b AL EW13 141 il %
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[0326] H;C

[0327]  fb&W13 (AEXT L S5 A 44 A)

[0328]  fb&W14 (AEXT L S F44B)

[0329]  fL& W13 RARIEAL A VISR AE , (H 24 & 4 Bk 7 (alkyn reagens) Fr il
%o PEF :45% (FAEXT AR F A AA ;mp: 100°C) »

[0330]  fb A W14 RAMRIE A Y TOMIEAE , (E 2 16 FIE 24 i okl 57 BT il 46 o 72 % :51% (IE
XTI S A ARB s mp : 202°C) o

[0331] ¢ A& 21 4%

[0332]

[0333]  fba Wl (ARXS L 7 R 1)

[0334] {52 (AEXT R 7 H 14B)

[0335] AL & WLRARYEA SIS #RAE , (HZ LAW02004/ 011436 11k 5137 A kL 4654 i
& AERTBRAGIRA) 725 256% (EXT LA RAm. . : 184°C)

[0336]  fb& M2 RARYEAL S 108 A , (EZ LAW02004/ 011436 b & 436 9L 46 ) P 1
& AR WRAGIRB) o 7% 23% (EXTBLURAG KB m. p. : 187°C) .

[0337]  d. fLEWIL1 S 120 il %

[0338]

[0339] AL Gl S A
[0340] {212 CIEXTE A9 FB)

(0341 A0 L LREARAE AL A MBI B R FT 45 . 75 6596 (A AT FAHIERA, (B) smp: 190
Cs)

[0342] {2 DL ZREAAR AL AP 1 O A T 45 o 725 £472% CIEXTIE SAHIPAB, (E) cmp 189
©).
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[0343] e . tLEWI6 LTI il

[0344]

[0345]  fL&W6 CIEXT L ST 14A)

[0346] AL &W7 CEXT WL A4 14B)

[0347]  ¥gHhE] 441 (0.2g,0.00036mol) =T 3 (ZJ&FE) 4 (0.21m1,0.000725mol) f& &
(= ZEFL ) 4 (0.025¢,0.000036mo1) FIDMF (4m1) ¥ W T80 °C 1 45k ik A i F 1043 b
(LOOW) o SR JE BN S0 i) =T 28 (4055 8 (124 &) Je & (=25 408 (0. 054 &)
HK R AV TR T80 CHIML HHEFE 10580 (100W) ARG K IBAWA N EEZE, BN
KF10% (A H TELOACH Fke BB &) T I B HE L/, DL R T3 38 S LLKTE P -
WG HUZ 53, LER KB, PAMgSO, T4 , 3 B8 28 AV 71  F Tk R A% JE T PERE AR b4k
1% (PEBEF - CH,C1,/CH,0H/NH,0H; L 100/0/0%297/3/0.3:Sunfire 5um) WCHELE M 5 I 7%
R o ﬁithF%UDIPE%E‘B I 0. 067 &46 (37% ;mp:135°C) &

[0348]  E L, 1L & W07 A& AR 4 AH F) R B , (E DArb [ R 2 (RR 4 AL . b T il %) S s Y B
G PR AEMT (20% 5m.p: 156°C)

[0349] £ AL EW34 %350 il %

[0350]

[0351]  fh &34 ClEXT M A4 1AA)

[0352]  {h &35 EXT LRI AB)

[0353]  KprplalfAc14 (HRAFAL. c il #%) (0.35mmol) \ =T 2& (L 455 £ (0. Tmmol) K PdC1,
(PPh,) , (0.035mmo 1) FIN, N- = FF 35 I ik o (4m 1) Y4090 T3t th ik (80°C, 307, 10OW) « 44
}:H/E'é YA E, BINKF (10% B &/ &) FIKERH  IIAEtOAcH R &Y LARE#E 40
B U8 G IERAR) R A HLZ LUK &R KIE e, LAMgSO, T4, 1k eI 28R &+ K kR
W LASFCALAL (HRE HE L il 771 CO,/MeOH/ 5 T 2% : 80/20/0.5) TS AL 1 53 IF AR VS
o775 : 0. 02g LA 434 R R A 7RA; 11%)

[0354]  {h & W35 R ARG A P34 HRAE , (H 2 AR R4 15 RIBAL . c BT il #%) Nk dG A
H14% . 5 0. 045g 4L 435 CIEXT LS A1AB) (25%) o

[0355] 5 f51]B2
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[0356]  a.fb&W32 330 Hl 4

[0358]  {h & 33 EXT R fAA)

[0359]  fb&r#32 (Xt 7 A4 AB)

[0360]  frpfa)fk4 (FRPEA2.a- 1PTHi4%) (0.38mmol) M EEERFE AL (0.57mmol) HIABE (2m1)
VT 3R R 18/ B A BN K T I LLEC0AC R B K HLIE 40 85, LA BR K e
LAMgSO, T, i I 28 R I K 5R AW (0. 4g) S AL EHTERE AL b 4lifh (PRt : CH,CL,/
CH,OH/NH,0H 96/4/0.4%4388/12/1.2;kromasil Si 5um) o YEELHMI G0 I 28 R 7R«
0.044gfItL & 433 (21% ,m.p.180°C) .

[0361] Ak & W)32 R AR AR EHRAE , H 2 L b A A5 (RIEAZ . a- 1 AT &) il a4
FEE 0. 1gM A G132 FEXT BT AAAB) 33% .

[0362] b {bEY3HT &

[0363]  HONZ7

[0364]  fL&W3 CIEXT WL T A414B)

[0365]  {b &3 ARIEAVI33HIERAE  (H & DA rh [ 43 (AR FEA2 . a- 2T i1l #%) LI F
il 8% o 772 : 0. 072g AL A 13 FEXTBL T A 4AB) -43% .

[0366]  c.tb B AR il #%

[0368]  fb & 44 (FEXT IR A fAB)

[0369] L AWIARARIEAL S WD33HIERAE , (E R AR B K3 (IR IEA2. a- 257 %) b FP 48 3L i
R TR AR IEYI T 4% . 773 1 0. 0828 (AL & 04 (AR WL 3 A4 4B) 48 % .

[0370]  d. 4K EY)23 241 il %%
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[0371] HO\N

[0372]  fb&W23 (AEXFME SR AKA)

[0373]  fb W24 (AEXT W A4 44B)

[0374]  Hfrp[AlA 10 (HEXTHE A f4A) (RFEA2 . a- 3T 4%) (0.15¢,0.297mmol) K EhFEF2
% (0.031g,0.446mmol) FIMERE CmD) VEA YT 2l FHHE BB, BINAKIFLAELOACEEHL
KB WUZ LUK AR JG EhAKIE Y , LAMgSO, T, i I8 AR BT 5 R W (0. 179) &4 )2 12
fE i b 4fifh (Sunfire 5um, BB 7 : CH,C1,/CH,0H/NH,0H:99/1/0.1%CH,C1,/CH,0H/NH,OH:
94/6/0.5) JMUEEZERI 2 oy FE 7 R 722 : 0. 07 g AL & 423 (46 % sm.p. =187°C) »

[0375]  fh&924 (HEXS W R A AARB) 2 MR 4 an Ak & 4 2310 FHIFN A , (H2 BAHR (a1 T GEXY
B A AB) (RFEA2 . a- 3T il 4%) NIV I i€ . 775 . 0. 064g AL & 424 (41% ,m.p. 167
C) .

[0376] e fh&H25 J 261 il 4%

[0378]  1b& 426 (AEXTHL T M 44A)

[0379]  {b& 425 (AEXTHL 5 #I44B)

[0380] b & W26 AR AL A 231 B AE , (E 2 DA AR B4R 10 (PR 4EA2 . a- 3T 1) 4%) S FF 4Rk
[l Eh IR Eh N UG BT i 4% o P23 1 0. 083 g HI AL & 026 (AEXF WL S M 4AA) (39% ;m.p. =170
).

[0381] b & W25 RARSEAL W23 B AE (B DA B4R 11 (PR HEA2 . a- 3T 1) 4%) K FF 4Rk
[l Eh IR Eh N UG AT i 4% o P23 . 0. 115g AL & 9025 (AEXT WL 3 4 44KB) (54% ;m.p. =228
).

[0382]  sjitif51IB3

[0383]  a.fb&W5 361 Hil

o)
[0384] Q
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[0385]  fb&H36 (AEXTHL T AG4IA)

[0386]  fk&W5 (AN A 4B)

[0387]  #47F L kiffinBuli 1.6M(2.24ml,3.60mmol) F-20°C &N, <o Ni&iw g —
N HEN% (0.503m1, 3. 60mmol) [ THF (8ml) ¥R o KRG T - 20 CHiHE205 8, SR 5 4
£-70°C. MBI E k6 ARIFA3HTHI ) (1.0g,3.0mmol) FITHF (10m1) ¥ ¥ - K 1R &4
T-T0°CHEHE LN 3077 o 1B I3 - (SRR L) -1- 282 - 1- Il (0.64g, 3. 6mmol) f¥J THF
(Tm]) W R AT -T0°CHEFE3A I, F-30°C LLUK /K BEAT K A - LAEtOAcREHL . K5 A5 HL
JZ53 8, LAMgSO, T-J , ik JEIF 28 R 77 # ik r W (1. 5g) S AE JZ M ERERR F4lifk (S10,15-40
um, M7 : CH,C1,/CH,0H/NH,0H:99/1/0. 1) o W HE A (1) ] 3 3 28 S 70« 6 7= A4 LA FR B
i > 73510 087g AL A 436 (6% »m.p. =190°C) (AEXFHLFAIARA) 0. 08881545 (6%
m.p.=140°C) GEXTER FHIAB)

[0388]  b.4b W30 il &

[0390]  fk&430 (A%} i 7 #444B)

[0391]  {b A W30 R ARIE A VIS HERAE , (H 2 LR (a6 R IFA3 Pl %) A nfk & 958
PEF3- (R EREIE) -1- (1-Z555) -1- A B AR e Y B il 2% . 7= 22 : 0. 087g Ik 5430 (A
X S RIAAB) (5% sm.p. =210°C) .

[0392]  Sjitif5B4

[0393]  fb-&W15 %161 &

[0394] HyN

(03951 {15 (EXH AL )

[0396]  f&r#16 (Xt A4 74B)

[0397] K5 T 3L IRAL %L (TBAB, IMATHFYA R, 1.45m1,1.45mmo1) F0°C & i 2 o 7] 48
(FE4EA4 . b1 (0.46g,0.72mmol) (RITHE (5ml) VAW JHIRE W T SR B R/ N, SR )5
8] ANaHCO,10 %6 7K ¥ FF AEtOAC BB KA HILJZ BLK AR I 7K U , DAMgSO, T4t , 1L g
AR BT AIRAY (0.45g) o AE EHFAERER: F4i1k (Sunfire Sum, e CH,C1,/
CH,OH/NH,0H:98/2/0.. 2) - W B SR 25 53 I 28 R 77 o 7 %22 0. 014g M A6 57415 (496 ,m.p. =
205°C)

43



CN 104744361 B W OB P 40/55 T

[0398]  fL&W165E Ry itk 5 1SR MR B A (E2 LA [a] 449 (R ¥EA4 . b il #) it
YR BT £ o P2 2R 0. 03T g IAL B 116 (T%)
(03991 5L f5IB5

[0400]  fL& 1718419 %201 i 4

[0401]

[0402] b &W17 (EXS L S A4 44A)

[0403]  fb&420 (FEXF k57 441 44B)

[0404]  fK A& W18 ChFWL ST FI4ARAL

[0405]  fh&W019 G S A6 AR A2)

[0406]  “RpH[E)4413 (IR HEA2 . a- 3Pl &) (AL FMI1AA2,2.0g,3.96mmol) FINH,/MeOH
(TN, 40m1) VAW T 8 F#EE 18/, R G IIAPA/C (10% TG7K , 2. 0g) 44 B ) B IR B
F-AE (bar) FIH, F I BERE24 /N o454 IR £ AT 8 S0 B O v I 28 R 2 Bk
A4 (2.0g) Lokt ENTAERER: b 4l1k (S10,15-40um, Befi 71 : CH,C1,/CH,0H/NH,0H:93/7/0.5) o
SR 73 I 28 R ) 77 51 0. 40g AL B 919 (A21S, 2R 20%)

[0407]  {bEr# 1T (ARSI 5 Mg P A) RRRAR 4k 2 PO L ORI A IR B A L ELE LA e ) 410 (H A
A2 .a- 3Tl #%) RCAEPIFT 4 . 725 0. 083g AL 5917 (8% ,m.p. =180C) «

[0408] {44420 (AR RSB SR VAR) A2 AR Lnfb A4 1 O AR R B 18 (B DL e A4 11 (L
A2.a- 3T %) ARCIEVIAT % 775 : 0. 06g A& 420 (20% ,m.p. =184°C) .

[0409] b &418 (AL:1R,S2) AR ik & 190 AR #A4E , (E R Arh (A& 12 (FRHEA2 . a-
BT 4) AT LGP FT % . 775 0. T3g AL 5718 (19%)

[0410]  Sjiti 5IB6

[0411] LB WI290 1 &

[0412]

[0413]  fL&429 GEXTI FHf4A)

[0414] R rhjE 10 (RRHEA3 . a- 3Tl #%) (0.0002mo1) A FH WK (0.0007mol) fJCH,CN
(3m1) JTHE (3m1) K AcOH (0.15ml) V& &4 F 5 I F HidE 2/ o I NBH,CN CR & #0#44)
(0.0003mo1) , %85 M CH,CN (0.0003mo1) o 418 A9 T 3 ik Bt 48 /N, (8] A H,0eh 3L
EtOAcHHL o ¥ A ML JZ LA AT NaC1 /K VS IRE U, T8 (MgS0,) , i I I 2 &V 71 R R )
ZREEMTAERE R - 4lifk (et 77 CH,C1,/CH,OH/NH,0H98/2/0.24292/8/0. 8 ; 5um) - I HE 4L (1]
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WAy H AR FEH 0,021 g4 & 29 (12%) »
[0415] st f51|B7

[0416]  fbEW21 k2211l %

[0417]

[0418]  fb&H21 FHEXTHL A 14A)

[0419]  fb&122 FEXTHL 7449 14B)

[0420] K I TIE AN (0.056g,8.9mmol) JIEML A 17T RHEBS AT #4%) (0.15¢,
0.30mmol) « F 30 % 7K ¥ ¥k (0.24m1,3.0mmol) [ £ (0. 15ml) #) 2 (3ml) VW K R
RIS YT 2R T 48/ I B K H KA HLE LAEtOAC A BT DA 27K IE ¥k, BAMgSO0,
T, MR K BT KRR (0.18g) A EMERER E2E4L (Sunfire Sum, Pl i -
CH,C1,/CH,0H/NH,0H:98/2/0.2%CH,C1,/CH,0H/NH,0H: 94/6/0. 6) X B4 44 3 I 28 R Vs
e %:0.07g LA WI21 (44%) «

[0421]  fLA922 (AEXT ML ST A ARB) 2 AR HE Wb &2 11 MR AE , (E2 DAL & 920 (R XS
Wk AL AB) (IRHEBS I il 4) J9iEeda i il 2 - 72 3 : 0. 063g AL 5422 (40%) -

[0422]  Sjifif5iIB8

[0423]  fLEWI2THIHI &

[0425]  fLE& 42T (ARXS RS A41AB)

[0426]  ¥ALAH)20 HRAEBSFT il %) (80mg,0.158mmol) « Z %4 (0.011ml,0.158mmol) =
M (0.024m1,0. 174mmo1) FICH,CL, (5ml) ¥ T = T i HE 24/ N KR S B OK H IF:
PLCH,CT, A o R A HLJZ AKIE U, DAMgSO, T-1 , I JEFF 28 K 2 T K55k m W) (0. 14g) AL =
PreEfERL 4k (Sunfire 5um, %7 : CH,C1,/CH,0H/NH,0H:98/2/0. 2% CH,C1,/CH,0H/
NH,0H:94/6/0.6) o ERLLIN) 20 5y 28 A T o 77 582 0. 084g U AL 4127 (97% ,m.p. =203
C) s

[0427]  SLJitif5IB9

[0428]  a . fk&W281H %
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[0429] H;C<

[0430]  fLE&H28 (AEXT IR A HIA)

[0431] ¥ [AI4RT (AR ¥EA4 . afiT i %) (0.15g,0.288mol) - H Kk fi i 45 (0.047¢g,
0.576mol) FRFEFEIH: =M (0.047g,0.346mol) 1~ (3- —FHIEGFEPIHE) -3- 2 Hhi — W gk
fiz#h (0.066g,0.346mol) « = ZJi% (0.081ml,0.576mol) [ THE (2m1) & CH,C1, (2ml) &K T =
TR LS/ L 485 18I K TP o B WL L CH,C L, B B LUK i o » DAMgSO, -4, il v 3F
ERET HEREY (0.15g) &M EMTERER _E4ifl (Kromasil5um,?ﬁﬂﬁﬁffu:CH2C12/CH30H/
NH,0H:99/1/0. 1) ARSI 2 53 H 28 K)o 7 2 0. 010g (¥ b 5428 (64%)

[0432] b {LEW31H &

[0433] ,/\N
bt

H;C~
H,C

[0434] AL &W31 AT ARA)

[0435]  fL & W31 RARIEA A VD281 35 A , (2 DA AT (FRAEA4 . aFfr il %) S 1- FH BRIk
W LGP T i % o P2 50 0. 039 AL 431 (ARSI A4 KA) (39% sm.p. =195C) ,

[0436]  SEJFIBLO

[0437]  a. b EWI3THIHI

[0439] 1L &W37 AEXTL SR IA)

[0440]  ¥47%F O kEfInBuli 1.6M(1.4m1,0.018mol) F-70°C¥A &1 & TN, <&~ n#6-
R-a-[2- (CHREE) CR]-2- WS -a- 1 - 285 -B- IR0 - 3- Wbk £ i (RS A S A 4R
RS K SRIEEW ;WO 2004/011436(1 1464 4714) (0.5g,0.009mo1) ITHF (10mol) AW H - 44 IR
BT -T0CHEEE2/NEE, SR 525 N - 3 -N- H A 8 2K F % (0. 3g,0.0018mo1) [ THR
(2.5mD) VT B R VR A 0T - 10 CHEFE 3/, SR J5 LK FR RS KA HLE T4 (MgSo,) , it
TG AR PP A SPCF - JZ M 4tifk (ChiralPakADH 5um, P71 : CO,/MeOH 10/1PA:
92/8/0.5) o =% : 63mg A& 37 (13%) .

[0441]  b. AEY)38 391 il £
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[0443] LA 438 (A1)

[0444] L AH39 (X B S HE 4AA)

[0445]  FF % ALEE (0. 11g) MBI (Al 4R 16 (FRIEAS . aPr il #%) (0.11g,0.166mmol)
CH,C1, (5ml) ¥V, FH4 S VR AT Z I B e S /NI b A s P v R DA Tk 8 s 8 3 DA
CH,C1, 1B bt o FF IE VIR 4 22T o K = W LA 2 - TN BE 45 B o 7 36 - 82mg (1 4L & 438 (A1 1R, 2S)
(75% ,m.p.=118C) .

[0446]  fL &39I S V38R HRAE , (H A2 LA (B4R 17 (R HEAS . a T il %) kS aa ¥ Al
H14% . P55 0.030g 4L 439 CIEXT LS A1AA) (34%) .

[0447]  c. AL EW40R 155

[0448]

H,C

[0449] b &H40 (AEXT B S5 44 44B)

[0450]  fL &40 MR AL S P 38HIHRAE , (H A2 LA H (B4R 18 (IR HEAS . b T fill ) kS 4a ¥ il
il 4% o 77 % 0. 13g LB 440 FEXT Bk F:4914B) (36% ;m.p.=185C) »

[0451]  F1Z3FTFIMIR (o) (b BV AR LR B AE (L 2 5) < — Bl & .

[0452]  WRVFZALA NN T - 165 m B LA 2 M T 0 52 1) 52 A 0 B4R BT S BRI IRL
BRI B IIKof Ller AMRIE1 .

[0453] 1.
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ot Fas R R R SRS
W% |y
| Bl.c “ O ra 32 R KR A; 184 °C
2 Bl.c il O --Cl 2B F 44K B; 187 °C
[0455] 3 B2.b o O --H .?#ﬁrﬂ#&ﬁ#ﬁ]ﬂi B
4 Bc |l () FH B |[EstsAAB
n/'j ‘ .
36 B3.a Ch | ) R R s Sk AL 190 °C
™ o
5 B3.a LA | O FH R [Ess stk B, 140 °C
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[0456]

ity | EkS) R = .
Y5 . ;
6 Bl.e i E> )
7 Bl.e o E; i
A S R P
9 Bl.a e @ -
10 - o | C@ -
1 Bld e C@ )
12 Bl.d o C@ )
13 B1.b e @3 i
14 Bl.b . C@ )
B B4 o C@ )
16 - - C@ .
17 BS . @ )

[§%)

JExta FA4K A; 135 °C
4F 2B FH) 4R B; 156 °C
Al: 1R.2S: 152 °C

{EstuR A4 B; 185 °C

SERtB A A A; 190 °C

HER R F AR B; 189 °C

E 2tk F 41K A; 205 °C

SExtuRF AR A; 180 °C
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[0457]

tebth

18
19
20
21
22
03
D4
05
26
07
D8
29

30

31

4

BS

B5

B5

B7

B7

B2.d

B2.d

B2.e

B2.e

B8

B9.a

B6

B3.b

B9.b

HyCo_ ..
H,C
HSC‘N/..'"

HiC

HOL .

E#45 R R® |n |[ZARMLERIE S
HN -H 2 |Al;1R.2S
HN -H 2 |A2;1S.2R
H,NT H b

AE st mk F494K B; 184 °C

xR F AR A

FE ATk A AR B
1E 2t B F MR A; 187 °C
3E ik F MK B; 167 °C

AF 2t e SF MR B; 228 °C

FE 2B AR A; 170 °C

F xR 744K B; 203 °C

AF 2 BR AR A

32 Bk F AR A

4t S A4 B; 210 °C

JE xR F AR A; 195 °C
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oty (FEEH R R? R® In [SARfLFAlE &
6y % . ]
32 B2.a MO % L H W4 [HExteeF444k B 218 °C
HOL .. .
[0458] 33 B2.a N % --H 4 [FExtek 44K A; 180 °C
41 Bl.a e? % -H 4 |dEster FA94K B
I e
42 Bl.a L H 4 |FEx‘BRFHR A
[0459] 2.
[0460]
R® ARG F FakE &
00 bH  [Hextseftask A; 202 °C
[0461] ; |
(X)) LH Al IR2S; 118°C
i ;
39 B10.b (1) bH  [Hestse stk A 170°C
B R
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tebdh  |EHH R R R® | Ats A,
%y R i
[0462] 1T ¢ ; - o
40 B10.c Q) (J F-Cl [estsefntk B; 185°C
[0463] - -
[0464]
{5k Z ARG F Fo ks B
Ié" o é, o
[0465] RSy RT _
34 BI.f AF X R 5+ A 44 A
35 Bi.f x4k B

[0466]  C. 43173

[0467]  A.LCMS

[0468] LAY AWM 5T & LALCMS GRUAH € 503 105 o (6 F I 7 ik ik an .

[0469] —fKFEFA

[0470]  HPLCIE FFAlliance HT 2795 (Waters/A H]) R4 RHAT, % RS A G EE S
LI JCER « B shHURE 48 5 AR RE SR 2% (DAD) 2 i AN 5l 77 25 BT f e A , AR s 4
FFTE30°C o 3K [ K () 00004 2 T ZEMS J5R 1 A3 o MS 0T 300 25 255 i A Ff 5% 8 1k VL . ZELCT ()
Waters/ @f¥ITime of Flight Zspray' B - FATJ73E1.2.3814) I, B4R EHRHE N
3kV FLYEIR BERE 4R 2E100°C, R AEZQ™ (I E Waters A 7K fai DU, Zspray 4% - F T
JiiES6MIT) I, 3. 15kVE110°C A B SR N FZ A48 Sk B R A2 2 D Waters-
Micromass MassLynx-OpenlynxZ(#i RS 3H17 -

[0471] @ FHFEFFB

[0472]  LCIN= & FHUPLC GEE S RO AR EHTVE) Acquity (Waters) RAKIEAT, % ARG
Fa A B AL = J03R « B SR 88 5 AR FE Z A I 28 (DAD) B an 3R A5l 7 v B e 1
FE, FEWE 4EFRAE40°C o SR 1 FE 10 VR4 40 ZEMS S5 3 45 o MS AT 00 5% 25 e A Pl I 88 40 6 . B
4 F R 3KV, ELIEIR FE R fEQuat tro (Waters 2 & (1) = BEPUAR () F4EHE7E1307C.
i B ASAE R AR B R Z LlWaters-Micromass MassLynx-OpenlynxZ(#i 54K
AT

[0473]  J5¥1:

[0474] [ —FRARIFASL : IRAHHPLCA fEKromasi 1 FERCL8H: (51K, 4.6x 150%:K) |, LA
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WL 02T/ Bhidt AT o 32 F =M sh A (R shAHA: 100 % TaM 2R % s i B AHB: 100 % 2 M 5
WMBNAHC:0.2% HR+99. 8% M4l /K) LAATHE T Z1H6 FE 2644 : N30%6 A 40%B530%C (4E#HF1
G351 A5 B JE E1100 % B, 100 % BAERES 73 8 I LALWTUG 2% A1 -1 11 3 73 b o 458 FHS S 1
SSHARFR o il 1E B8 AL ST 5, 4 R T 20V . 5 A& @t 16 FHO . 08FD 2 N FA 5 REIR 7E0 . 8F5
P A 100F1E 2900 BT HXAS -

[0475]  J5i%2:

[0476] [ — AR AL : )RAHHPLC R fEXterra-MS C184% (5um,4.6x150mm) I, LL1.0ml/
mi n A SR BEAT o B AR Eh AR GRBIAHIA: 100% TaM 2 B2 8% 5 B AIB : 100 % £ i 5 kst
1T R HUBARE S : M85 % A 15%B (1550 570 8h) 220%A,80%B (54341 H) , T20%A K80 %
BERHE6 7 B I DL S T 2% A F5-~F- 488 3 53 b o A FH 200 1 () VR 59 & o S L | 9 1E B8 1K A8E =X
20V JH G A2 5 FHO . O8FP ¥ F 4l 2E IR I [B] 720 . 8F2 P9 L1004 22900 15 21l .

(04771 J51%3:

[0478] [ —FXAE AL : )RAHHPLC R fEXterra-MS C184% (5um,4.6x150mm) I, LL1.0ml/
mi n A SR BEAT o B AR Eh AR GRBIAHA: 100% TaM 2 B2 8 5 BN AB : 100 % £ 1) Skt
1T R HUBARE At : M85 % A 15%B (1550 520 8h) 220%A,80%B (5434 H) , T20%A K80 %
BERHE6 7 B I DL S W1 2% A F5-~F 48 3 23 b o A 200 1 (1) VR 59 & o S L B 1E B8 1A A5E =X
20VAI A B T A =020V o 5Tt 2 3 FHO . 08 FD I F4 ZE IR B[R] 720 . 8FP A 100414 22900 Al
CE

[0479]  J5id:4:

[0480] [ —F% AR AL )R AHHPLCE fEKromasil C184F (5um,4.6x 150mm) I, LL1.0ml/
mi n R SR BEAT o B =R s A GREIAIA : 100% TmM 2 B2 8% 5 i s AHB : 100 % £ )5 5 i 51
FHC:0.2% HIER+99. 8% B4l /K) AKBEAT T FIHH FE %A : N30%6 AL 4026 BFI30 %6 C (3143 1)
2100%B (44381 N) 100 % BREAT 5538l , 3 DL B A 2% A P 147 343 o 4S8 FH Bl A 33 53 £
HEFL R e A 1R A7 B A 20V 5T i A2 5 FHO . O8FD I F 4 A AR IS [A] 7.0 . 872 4 1004
R A 9007753,

[0481]  J5i%5:

[0482] PR — AL PASD : SR AHHPLCAZAECI8AE (3. 5um, 4. 6x100mm) E, LLO. 8ml/minff) i ¥]
T A AT o N H AR S AR GRLBhHHA: 35% 6. 5mMZ R E+30 % 2. i5+35 % H R (2m1/1) 5 i
FNHB:100% 2 fi5) R HEAT T HIBAREE 44 M100% A (3514081 Z100%B 48 HN) , T
100%BLAL. 2m1 /minf U PR A5 B H DL B W 264 TP A7 3 00 B o 4 FH 10wl VRS 7 -
FUHL B A IE AR AR 20V o T 1 2 456 FHO . 3D A 9 SR I IA] £E0 . 480 P9 10033 2
1000F7 1542

[0483]  Jjik6:

[0484] [ —FXAE AL : )RAHHPLCZ fESunfire C18#F (3.5um,4.6x100mm) I, LL0.8ml/
minf) Fe WK AT o B H AP s AE (RLBIAHA: 35% 6. bmMZ R & +30% £ JiE+35% FH IR
(2m1/1) s i BHAHB: 100% LJE) K AT T FIHH FE 254 N100%6 A (fR¥F 14341 22100 % B (44>
BRPY) , T100%BLAL . 2m1 /mi nf L PR FF4 7 B0 I DA B W0 2% 1 TP 47 3 - b o {6 FH 1 0R 1 1)
TE & LADY FhAS [5] (A FLHL R (20.40.50.55V) i FH IF B8 A0 =X o i 24 FHO . 1RD (K 4
FEAEIR I A 7E0 . 4FP 4 100434 22 1000 T 153 21
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[0485]  7ykT

[0486] [ —FRAEFASS : R AHHPLCZ fESunfire C18%F (3.5um,4.6x 100mm) F,LL0.8ml/
min [P F W KB AT o N RS A (AL AHA : 25 % TmM 2 B i +50 % £, i +25 % F IR
(2m1/1) s i BhAHB: 100% LJE) K AT T FIHE FE 254 N100%6 A (fR¥F 14341 22100 % B (44>
BRPY) , T100%BLAL . 2m1 /mi nf L PR FF4 7 B0 5 DL B W0 2% 1 TP 487 3 - b o {6 FH 1 0R 1 1)
TET & HESL L o IE AN AR B A AR 20V o JiT il 2 48 O . STP I F 4 1B AR I (] 7E0 . 440 I A
100493 = 1000511551,

[0487]  J5k8:

[0488]  [& — AL FEBAN : R HHUPLC R fEWaters Acquity BBt 2 Fmk & ke /fi e VR A%
(BEH) C184F (1. 7um, 2. 1x100mm) £, PLO. 4m1/minf) i id k47 N FH — Fim shAH (RBHAHA -
100% TaM R8s BN AHB : 100%6 L E) SR AT T Z16 B 25 11 : N80 26 A J220% B (P #50. 557
Bl 210%AK%90% (3.5 80N , PREF2 70 B I DL S W) 1) 2% AR PP 15 2 40 b o A8 20 1 1 93 53
B AL E N IEE TR 20.30.45 .60V T i 2 Ad 0 . AP B F3 R SR 1 [R] £E0 . 280

100333 2 1000775 3.

[0489] 4 — AL BV N IR IIR G, HAELCMS 74 h 45 th AN 1) i, AN 32 Bl oy
(1) s B N TB) B AN LCMS R H

[0490]  F4:LOMS: (M) *, (i SSHRIK) J5i 165 T 55 7 S R I 1) R, 20 %)

[0491] [y mmpgpy = LCMS 5 = (MH") R, (73%1)
1 6 487 4.98
2 6 487 4.87
3 5 498 4.21
4 5 512 4.83
5 6 512 4.25
6 6 499 4.93
7 6 499 4.92
3 1 503 6.90
9 5 503 4.98
10 5 503 4.82
11 6 517 5.23
12 6 517 5.05
13 6 515 5.10
14 6 515 4.95
16 4 492 3.65
18 3 506 8.64
19 2 506 8.40
20 2 506 8.14
21 2 534 9.53
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22 2 534 9.36
23 1 520 5.00
24 1 520 4.28
25 1 534 5.51
26 1 534 6.23

[0492] [y ey LOMS J7 (i) R, (430
27 2 548 9.27
28 1 548 4.70
29 2 589 8.97
30 ) 562 4.53
31 3 603 9.18
32 3 548 8.94
33 3 548 9.20
34 ) 521 5.00
35 ) 521 4.92
36 6 512 4.02
37 7 581 3.47
38 ) 659 5.20
39 7 659 4.35
40 ) 643 5.27
41 8 531 4.20
42 8 531 4.29

[0493] B.jg)s/E

(04941 g o A5 FBE Y ORI &R < [a] ™A FE R LI 20°C T A DR M) K (589nm)
FIT I ) e BE o JEARA D Ldmo SEBR B Z 5 » 1035 F T B el 88 A i VB R B8 AT 71 o

[0495] %5 ek BEML I

sl e s [a],)” ez i 71
9 -991.34° C=0.328FE &= /1A% DMF
38 -206.95° C=0.518FE & /1A% DMF

[0497]  D. 2478 St 51

[0498]  D. 1. WAL EMIPLETAZ I SCAT I AR SE 75

[0499]  DL100%FtMiddlebrook (1x) P15 7R 7 IH P L 48 VH B2 1 96 FL 2B Rk 237 2
W o 2 S5 » LL2STS TR AR IS Ik & V0 RER (10x 8 Ja MR ) B — RAE SR 24T I = 5L
PLAVEPPAR BATTR 40 T AR KR 52 o A AT AL R 4t (Zymark Corp.Hopkinton,MA) H#2
TERYCER TR B MR B8 2 R 1 VAT AT IR L A MR R o R A I AE R IR M A 2 i i S 460, 1 3 Lo
m B K PEAL G YRR R E R R AR A GEUT) KTt (GB1247) Bt R A0 BE 1 %) B0
FEA I A 2 T BB 8 B B FLZ15000CF U 45 4% 23 SEAF B8 (H3TRVEEBE) , BL 10O Tk
FAMiddlebrook (1x) A% 9% 5 T AR INBIAEHAY , 55 1 24T B8 &b - To 32 Rh A i) AR ) A4 AR 1 A
VTS FEIEIN INBIAZHA ) 551247 B FRWITESTC VHNE SR T (B HH i Z AR S 85238 A
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[R5 97 88) B IR TR AR FREE R Z BT — R EBEFR Z J56 K, LL20FFHA R 3 i 7] K 35
(Resazurin) (1:5) BIFTA fLA, 3 HAE3TC N R FR AR 4824/ AE BT R, LAR G 8 &=
LK

[0500] % FEAE LATF ML HI A2 it (Spectramax Germini EM, 73 F3£E) fE530nmif &
WK L AES90nmA B K T T LA HL AL A W BT IA B 7 43 b AR KA R AR P Am v 7 V21
B, IF HEATC,, (e /2T o, Hog SCARBE AR KK 90 96 HIHII FE - 2 L 3K6 .

[0501]  D.2. RIS WP G 0 BAT B (M. smegmatis) ATCC607 B ik it i 1 7% PE R 44
CANARES

[0502]  DA18OFM 20 ¥ 8 1) 5 & T /K 78 °F i 48 V4 55 11 96 L 2 R ok &2 35 22 AR I #h 78
0.25%BSA. 2 J& » N INASTHO AR AR S VB (7. 8xf Ja MR ) 22— RANTE 24T E
ARFLH, LRV B AT DO 40 B AR K 0 520 o 43 AT S LI R 48 (Zymark Corp.Hopkinton,
MA) B AR AR 382 8 1 VAT AT IE S HL AW R (ABH0 T T 180T ) o B AR TR AR
R RE 2 Ja 15 B8 4k, 6 M e i /K PR A B MW R ZE D R Ik A BB UAT) I8 (B8 1247)
TP AR Ab B ) %) R AR AR A0 5 T - T e R - B FL 29 250CF UK 40 R 4 740 , A
100f 4512 . 8x Mueller-HintonRIVT #5773 T LN INBIAZ A, 21247 B4 THFI
FRIARTR] AR B PRIV 5 TR S A 8 TN B A 22 HA (R 25 1 24T - 5 IR IAES T C L5 %6 CO, UK N (F
TR S SR R G B30 XU 85 T2 2%) B FR A8/ o (E B R4 R 2 B — R AERERP 2 JG 2K, BA
TE BB K I, B IN20T AR KA lamar Blue (10x) BT A FLH, £E50°C T 153
BRI A2/

[0503] R YGME LATHE LI % )61t (Cytof luor,Biosearch) fE530nmi & I &K K 7E
590nm (34 H1130) A S T T LA HL A & P BT I8 B B 43 b A KA R AR i br v 7 721
B, IF HBATC,, (e /2T o, Hog SCARBE AR KK 90 96 IR FE - 2 L 3K6 .

[0504]  D.3. {584k &P s PR - 20 BOFE BB R ) B B v MR A A4 411 T %

[0505] AU/ R 6 FH 1100 400 B VI R ) ) %

[0506] HF UM ABIAMEEE S 100Z A Mueller-Hinton Ayt £ 73 (Becton
Dickinson- H 3k 5H5275730) fEATHE 25 & /KRB, 7E37°C TR G i A K B
(0. 5% T/ &) Wt 4745 - 70°C B 28 FHIN o 20 T 5 76 Tl T 8 AR b AT ARSI TCID, L
HITCID, AR AED0 %6 ) s T vh G I 200 B AR KPR R RE T

[0507] i H £5100TCID, I Fh I FE A FH st it e

[0508] Ui fUEAE 1R 58 - TCo T 3E

[0509]  flua v e WA 36 ¥

[0510]  DA18OFM 20 ¥ 5 1) 25 & T /K 78 °F i 48 4 55 11 96 L 2 R ok &2 35 o2 AR I #h 78
0.25%BSA. 2 J& , TS INAS TR AR S W REHE (7. 8x 8 Ja MR ) 228247 H . B AE =
BRI 28 1 T TE S A MR (ASTITHAE 180T ) oA (B8 147) AT (B 1247) #&
ol (1) A Ak 32 1) 0 B AHRE AR 0 T S5 B TR e AR o AR B R ST, DL AL 2102
60CFUR 41 B 2 F1%) (100TCID50) , ¥4 1007 FH A AR 72 . 8xMueller-Hinton R V45 7R B s
INZAZHE , B 24T BR Ab  ToEF Y B A RARFR P A v 35 72 25 4 U8 N BIA B HA I 551247 - 3%
FEAEITCH I R Ri 724/ (5 7R 88 A i s R HIE S X)) o (R RS R 45 R 2 1 AR
Fhz JG—R, LAt B A o TR, PE Rl 2 J5 3/, R 2058 A H A AR 7] R i (0. 6%
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vo/Z ) BIFTA FLH , FF HL RS 3R AL 0« B I 68 38 ok 41 di s A I A K
[0511]  ZIHLATHHE ML RN % Kt (Cytof luor, Biosearch) 7E530nmi & # £ & /£590nm
IR T A oA B P BTl B 96 AR KA AR bR it 7 15 7 ATHEE IR o 1Cy, (AA ./
T FIR) WE O AN A AI90 % PR FE 45 o T k6
[0512]  BRflEM BRIk
(05131 MIC,qfE (GRAF99 %6 4 B A= A 0 i () B ARG ) P AR HENCCLS b ™S i 512 o v Bt
JEFRREE T LALISE , Hoh it F A RS 37 A Mue 1 Ter-Hinton g I .
[0514] Il PR S 56 2 AR i 2H 2R 0 2005 o AT I 480 A K 2 A T 1 0 10 A 0 A e Ak 6 4 6
J7i5 AL MERRE - 5RO .
[0515] I [ BAEAG 5672
(05161 24 % BT ke Al T Vi e R FH PR Al R V™, I [R) BB ARG 36 o - LA T
TE S 4 8 600381 % BR AT 2 B P ARG PRI 46 3 € &6 BR T (VRSA) 1Y T SICAE R B0 o , 4 9 7
IBR T SMRSAR AR {EMue  Ler-HintonPl B 7 5 10°CRU/ 25 TH o S B A 54
LLO. 12 10REMIC (BRI 78 fofr 58 4 5 BR300 v25 o BT P TC ) R FEEAR A8 FH o 4652 o B B 7P L
FE G TR A KR B o 7E 37 C R 15 IR B & AR ) SO B4 S DI AR FE 5 970,424 [ 48
INIFZ S5 B REAS S AR S F I PBSHE S 7% (10 1510 7% I #EMuel ler-Hinton¥t
b ARCE 7R (20008071 LA RE A7 35 K 5 RAEST C TR B 7R 24/, I B B v % H
L 2 T LARE =T Log, (CRUXS I 8] 45 ] 57 DA 4 o 3% B8R I8 8 4 e SO 5 R Kb 2 5 o
PIAHLL , B THCEUSL H (13- Log, Jf /b o 3 it T 4 R B 22 B 2 W P AE 405 7 2B (carryover
effect) , I HIFELEFHRESF% BT P de i B RE 1 14 B V8 480
[0517]  *Zurenko,G.E.Z% A, U-100592 S U-100766[1 fA Mk , 37 5110wl e 45 i 70 B4 70 o
Antimicrob.Agents Chemother.40,839-845 (1996) .
[0518]  ZHAATP/K - F il &
[05191 S/t S 4HHIATPIR B (A8 4k (fd FIATPAE Mo el &, BIR A =) L 38id £E100m]
Mueller HintonfJiH A+ 4658 (] %) BR 1R (ATCC29213) BRI 5 72 MR BAT AL 5%, I 7E
PR35 B IR A Hh £ 37 C R 85 9% 24/ (300rpm) o W EOD, ) nmFF 11 HLCFU/ Z Tt B 1E Fe ) &
1x10°CFU/ZZ T (ATPIN ) B 4 FE - 5L 1x 10°CFU/ 10087 , 3ELLO. 122 1045MIC (IREN7E
ol i BUAR: 3872 T B 1 1C, ) 3 B VR AR B4k 54 - LA 300rpm % 37 C H5 7R IX LR 0
30 52607 % F H R H 534 (snap-cap tube) 0. 62 FF TR 23, I BN InE 122
THMCER B 0 th R N0 . 622 TR LI AR 1) Roche 71 , 16 B K IR B R i sl , e
N B FRE b AEVK BV R AESOE T IR BI30°C (BLA VM #5 (¥ Luminoskan Ascent
Labsystems) o LA LOOA T+ AHIF A A 78— AT (=64L) o8 FHVES 28 R IN10054 T 27
AR B 2 FLHR MR e 1D
[0520]  #%6:1C,fH (ng/ml)

57



CN 104744361 B 'IH HH :FB 54/55 T
mé% STA1 [spm MTB 1 | MSM 1 E_le \ Py | 'EAEIE{(;_Q__
%5 B29213) 6305 |H37RV|ATCC6 20212 | 8668 | 27853 | 35218 |
29 93 | 105 26 | | o
25 85 | 21 17 | 03 8.46 846 8.46 i53.37___
26 53.4_![ 189 | 85 | 03 | 53375337 | 5337 | 53.37 |
2 487 1.7 14 | 3869 122
L w7 7 00 |
05211 24 8.2 :r 1.6 23 |
23 | 65 4l_q.s_ | 73 | 03 | 1844 824 824 5197
21 107 ' 134 0.7
2 |95 |3 | 18 | }
13 515 | 0.3 10003 | 5147 | 5147
a4 | as9 | 1s | | 03 | si47 4088
2 | 517 07 03 | 5167 5167 }
10 503 | 200! s0 .l__
8 503 20 | 36 | 00 [5027 5027 448 | 5027
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jeod |STAT SPNT|MTB1|MSM1| EFA | SPY | PAE  ECO
%% B29213| 6305 |H37RV|ATCCS| 20212 | 8668 | 27853 35218
9 [s03 [ 03 | 02 [ 0003|5027 5027 | 5027 5027 |
30 | 446 141| 89 | 01 | 4462 | 44.62 | 2236 | 56.17
| s17 ) 18 001 | 5167 5167 51.67 |

s |06 91 | | o004 | 4064 4064 51.17
20 | 358 80 40.2 | -
17 | 80 80 | 36 | 04 |
31 | 380 107 | 48 | 04 i
19 | 80 18 | 80 | 16 |40.17 801 801  40.17
18 | 80 36 | 16 | 04 |1704| 637 801 801
27 | 346 | 87 | 218| 44 | | |
- l6 | 438 | 246 310 78 | _
| 15 | 78 | 78 | 16 | 03 |
28 435 109 | 35 | 0.1 |
6 6 | 13 0.1 |
7 | 1e 13 13 | e
3 79 | 498 7.9 | )
B I T N 0
B |17 1 1.7 ] o
% |17 | 21 1.7
35 | 17 104 17 |
4 .1 | 102 1.6
ool w T T T
2 1.7 1.7 15 |
%6 | 512 s12 81 | 512 | 406 512

[0523]  ECO 35218248 K #F 1% (ATCC35218) ;EFA 29212282 Bk % (ATCC29212) ; PAE
27853 & FR LR MAT B (ATCC27853) ;SPN 630572 #5 fili 48 BEER B (ATCC6305) ; SPY 8668251k
JH 1 BR TR (ATCC8668) 5 STA 292132 5 4 0 t 8 A1 BK A (ATCC29213) sMSM 607 2 486 57 35
S3FFF B (ATCC607) sMTB H37RVAE: 8 45 4% 73 A 18 (H3TRVEEA%K) s ATCCA: 45 5 [ B AP R A7

IE‘\ °
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