CN 102548552 B

(19) Fh4e A R FNE E R EFIR =15

*‘P (12) %BR% F

b

* (10) FFRAES CN 102548552 B
(45) /A H 2016. 06. 01

(21) EBiFS 201080042448. X
(22) BiEH 2010. 07. 26

(30) LA IR
61/228, 266 2009.07.24 US

(85) PCTEFRERiBIH NEISKMER B
2012. 03. 23

(86) PCTIEIFRER BB ER 1B B TR
PCT/US2010/043244 2010. 07. 26

(87) PCTIEIFRER 1B HY 2 70 B3R
W02011/011783 EN 2011.01. 27

(73) EFIBLA HTE R LS
Hohib S [ FH 40 7
(72) ZBBA ReE<Z Je3% J-«G« iE#H
B« it PeKe i@ oLt
J X
(74) EFUCIENA bt mE %5
11247
RIBA HEELE WAt
(51) Int. CI.

CO7D 493/00(2006. 01)
A6TK 31,335(2006. 01)

(56) XL ST 5

US 4465848 A, 1984. 08. 14,
US 4730059 A, 1988. 03. 08,
W0 96/26945 A1, 1996. 09. 06,
US 4173647 A, 1979. 11. 06,

HELR HE

palil

M ZRA19TT BEAHFT61
FroIR2TT MBS T

(54) ZBAZFR

VENPUEERZTT I KB R B
(57) %

A EEHEIR TG 37 - MR 37 - BhR A A
KMFERWED . EHER TR 37~ B -3 Bt
R AT RN E RUER BT 8%
DL IETT I AL ARG I T 1




CON 102548552 B W F E Kk P 1/19

LA EW e R 25 R £
R, oH 0

Hor

RiFIR2A&H;

Rs A& ELHE BN S BEM Cr—Celit At 5

Raje 445 B F ELRE B S RE Ci—Cole Al 52 : H.

Rs&~C(=0)Rs, H:HReiZ H (a) B (b) :

(a)—CH2NHC(CHs3)3.—CH2CH(CHs)2+—~CH(NHz2)CH(CHs) CH2CH3 . —CH(NH2) CH(CH3 )2 —CH
(CH2CsHs YNHC( =0) CHaNH2  —CH2CH2NHC ( =0 ) CeHs F1—CH2CHaNHC ( =0 ) CH2CsHs ; B,

(b) 277 3 VAR A 77 25 2 2 B 2 L 4-p 3 B 2R L —CH2R7 A1 —-CH(Rs ) 2

HohR1% [ 77 be A= B 7 e 2k L 2 07 i L BUARCHR) 2% 77 25 DA B BG4 8 , JHG v ik B
A ZRFEE H 4285 \A-F ORI (3-R RO | 3-FP S0 Rk | 2- S R Rk (3, 4T
TERARORIED) K2, 3- TR ORI

H D ReML R T 3, Fiik IR B R 0

Forb i 2 5 ik BUACH 2% 75 2k L 57 e ik  BRUARRK) 57 foe Ak v 1 57 22k 350 90 2 1 WO g e | e
U e LI R | Ik el IR | R | IR R R IR L Iy | b
BRI R | SRR L | T e I R - I

Forn Bk 55 e A BRI 55 e 2= 1) e 3 43 /2 Ci—Cele i

AR 2% 57 R AR 55 e e — N B 224328 1 DA T 1 22 [ AR : NH2 L OH L C1—Cs
B I ORI AL YL L F L CrColse It  Cr—Cole 83 4 i AR C1—Cole I  Cr—ColBE 32 L %
FERIAR S, FLrh R L R ORI AN R R ) 2R A AR e — N B 3% 1 B T R 2R ]
HUAR : 59 3 Ci—Ce i dik . Cr—Colt S 42 7 ARC1—Co e LA 14 ARC1—Colii B

2. BUFIZOR I E Y, He b Res IR BT 2

3 BUFIZEOR I A » Heh Rard OHBR R 280

4 BARERI A, Kb Rexd 4-ROR LB 2- R 2

5 AP BRI A0, HorfrRe i 95 L , H0 15 MG 0 6 L e i koo L | eI ki
B MRRE | RE R JT IR L Ry B WL L IR e L R L | bR | bk T
Pl B I R B

6 . B Z R I E ), HohResE—CH(Rs) 2, He P B — P RedE 485

TR ER I A, b RO S Y 2 X (Ta) b S E A 25 £



CN 102548552 B 2/19 71

H.

RiFIR2AZH 5

Rs e LB B S BE 1 C1—Ce ot 3t 5

RaJEFR 2L B HE BT RER Ci—Coli 24 s H

Redde ) 75 e 2  BUA R I J5 e 22 % 5 5 L HUAR I 2 5 SE DA B BUAR IR 2R 2

Horp BT AR 1 28 2 1 AR A A 2RO 3-SR DR B 3- A B R O L 2- T A
FEORHE 3, 4R ARSI S 2, 3- R OR A

Forp BTk 28 55 3 AR 2 55 3t 5 e it L BAR ) 55 J5e 25 o 1) 55 R 5 0 32 1 T e 3 s
g NHLIBRE IhA IR R R RN RL | S | IR R IR IR IR L IR L |k
S BRI AR I | SRR L | 3 e A R R I

o Bradk 75 bt 2 L BRI 5 bt 0 e 2350 49+ Co—Coe i

o B 2 55 AR ) 77 e 4 — N B2 N3k 3 AT 1) 22 (2] BUAR < NHa L OH L C1—Ce
PR g R B R LB B L Cr-Celt A Cr—Colm A 2 L 4 AR Ci—Co i 3L L C—Coli i %
SERNIRA AL , o R R UL R ROR A A 1 R AT R — AN B2 NI AT [ 2R A
HUAR : 1 25 L Cr—Cofi dk  Cr—Colit S AL « 4 1 AR C1—Cobt 8 3 A 4 i AR C1—Cole it o

8. BRI ERTIIAL AW Horh R BRI R 38 , ok B 40 2 L A-F 2R 0t 8- AL o
B 3-F A R L oA R L (3 4 AR DRI 2 3- R R,

9 MUFIERTHIM A1, Ho P RoOERURNER 7rh BT 58 X 2 75 FE BRI J8 75 2, oo
e AR 24 55 3 e g L = | =R st g ke O R A O | IR R | IR I
S BRIy JEE L IR IR R RN R s R R | SR KR | i e SR R R I I

10 BUFIE SR THIAL S0, R RoE BRI EESR 70 Fir 52 SCI B ) 2% 75 32 , oo BT i i) 2%
5 A — AN 2 AN DL I B L EUAR : NHo o OH. C1—Cokim 20 L L R B U i B L 5
C1—Ceit 3t . C1—Coim 80 L A i AR C1—Coim 203 Cr—Collf Ji L IR R AR A0, o R G 0 R
AR A I R T Tk 4 — DB AR B DL IR B U : 56 28 Ci—Colm 22  C1—Co it 48
HE A AR C1—Coln S A A2 e AR C1—Cobi A

LT AR ELR OB » Ho Ry BRI R 107h By 58 SCIRTEUAR (9 2 55 25 , Hovpb BTk 119
T A — NI AR R PR AR SR R TR A SR A
IRILE I IR = R R 3L

il



CON 102548552 B W F E Kk P 3/19 7

12. B (Tb) (Te) B (1d) 2 — A AL &4 -

(Ib)




CON 102548552 B W F E Kk P 4/19 Tt

(Id)

oy

RiFIR2 A& H;

Ra A& LB SCHEM Cr—Celit At 5

Raje 445 B F ELBE B S E ) Ci—Cole AL

X172 CHEN s

X2 MIX3 8 /20 SENH;

Ro<Rio~RitsRig RuisFIR1a B0 57 M 3% I H < 25 523 53 WN(Rus) 2+ C1—Cefit 3 L C1—Co 58 4
H A ARCI—Cele Al A R J: R R A L GGl 22 s HL

BE— A Rus ML [ HL Cor—Cebe ik ATE , b FIrid BT — D2 Ak NI
HUAREE AR : X1 3R L Cr—Ce it 4= . C1—Cole 2l A ARC1—Colt A L 4z AR C1—Co e 4=

B AT ZG

13 &Y, b ikt & 0i% H -

37 -E -3 A -A(R) - (3L HE -3 ) N B 2 B KM 2

37 -A -3 A4 (R)- (Mg —2—58) 4B K& 2

37 - &Y - HEAR) A-FIE R BRI KN E

37— &3 A -4 (R) R -2- I R KW =

3T A 4R - (4R EL) S AN E =

37 -A-3 A4 (R)-(MERE-3—58) 4B KN E 2

3-TE-3 A -AR) L E-2-F B KN R

37 - A3 RAE AR X R IR LB R KN R

3 - A3 A -4(R) - (3-F A B L) A AN =

3-TEA- A -4(R)-03,4- (L 5 A ) R | OB KM 2

37— A3 A4 (R)-TA T R 2 A KL R

37 -A-3 A4 (R)- (e g -4 LB s KN 2

3 - A3 RAAR) - 23 ) LB A KW A=



CON 102548552 B W F E Kk P 5/19 7

3T -E-3 A A R) - (EME -4 2 = S KM &

37 -3 WA AAR) - (2- MR 43 ) 2 B S KA 2

37 -EA -3 A4 (R) - (5T ME-2-58 ) Z B 2 KM =

3 -3 A -4(R)-(2,3- R ) 2B A AN E

3 - AR - (- F S IR L) B A KM

37— A -3 A A (R) - (BER 33 ) Z B = KL 2

3 - A3 AR - (23 F B E R AN E R

3 - A3 - HAAR) -CRIFrR -2 ) Z B R L KN K

3’ - A3 R4 (R) - (IH-BR M —4-38) 2B B AL KB K

37 -A-3 WA -AR)-[3(R) - -3-(4-FUR L) IR B A AU EFE R 3 -4~
37 -4 (R)-(HEME—2-F) 2B A KM E K

37 -3 WA AAR) - (5-RE R e -2 3 ) L BE RS K2

37— A3 A A (R) - CRIFMEM -2 -3 ) Z I 2 A B =

3 -TE S MEAAR) - (2R 15 P B AR AN E

3 -TE-3 A -AR) (2, 2- R 2B E AN B

37— A3 A (R) - (G-I mE -2 -5 ) B A M B =

37 -3 A AAR) - (2- TR SRR 43 ) £ B RS KB 2

3 - A3 REAAR) (g 23 AL AR AN E X

37 -E -3 A4 (R) - (IR g -2 ) 2 B S KM R

37 -3 WA A (R) - (2- ORFE I ) WEME -4 ) B KB &

3 -EA -3 WA -A(R) - (5 (A-SURHEOMEmE-2-58) B KB &

37 -3 A4 (R) - (M-8 ) FRIL A KB R

3 -A -3 A -4(R)-2-(1-"E R -1H-1,2,3-=Me—4-J) Z B L KB 2

37— E -3 A AR - (2- (AR KL ) U ) EME 40 ) ZLBE A K R

37— A3 AR - (2- (33 2R3 ) U ) E M40 ) ZLBE A K R

3 -E -3 R A4 (R) - (2- ((A- (=g R 2 2 ) R L ) ik ) W e —4 1% ) 7, B S 2 KW
HR;

3-SR4 R) - (2-((A- (=5 P AL ) R 3t ) & Ak ) e -4 ) Z B I K
£

37 -3 A -A(R) - (5 (AR A L —2- 58 ) Z B & K 2

37— E -3 A4 (R) - (5 (3-FRAE R b g -2 ) 2 B 2 S KM B =

3 -E -3 A A (R) - (A-EIE e -2 ) A B 2 A E =

3 -E AR -GRUT ) B KN E R

37 -3 MAEAAR) -(3-F ) TR SE KA =

3 - E -3 A -AR)-[(28,38)2-F R -3-FF R VB A AN E R,

3 -TA-Y A AAR)-[2(8)-F A -3-F A T A AUNER

3 - A RAEAAR)-[2(S)-(2- B R AR R -3- KR AN AR ANE R,

37 -A-3 A4 (R) 3R B T B 2 R KM R DL

3 -A -3 A AA(R)-3-(2- R B RS ) A 2 K& 2

6



CON 102548552 B W F E Kk P 6/19 Tt

o H AT 2

14 AR I (O SWRI T 25 2.

15 BN EER 14 ] 25 A, He Fh IR sh B IR IR A o

16. 2377, A

(a) BURESR L& 5 BA K

(b) Al 25 A .

LT BOMIER 161 23 57, 2 v Jirid T 285 AT 34 £l 25 FI

18. BUMER 16 23 hi57), it — DA S e iE e 5% .

19 . BOMER 18 23 57, Kb g e L S a5 .

20 . BUM EER 18 25 il 77 , o i He e O AL & 3% B R AE S 2 R T I L R4
PORIER B MR AR E R,

21 U EESR 16K 254 11l 771, L rby B i 57 FH T 10 AR B =3 e A o

22. (DSBS rT 25 R ER AL ] 26 P T E32 50 T ify AN B IS 0 299 v 10 ik«

R oH 0
- RS

N
N
;'.‘\\

Horp

RiFlIR2AEH;

Rt ELHEBRSCHEI Ci—Ce bt 5

RafEFo 0k B LRSS RER Ci—Celin 0 s H.

Rs&~C(=0)Re, H:HReiZ H (a) B (b) :

(a)—CH2NHC(CH3)3.—CH2CH(CHs3)2+—~CH(NHz2)CH(CHs ) CH2CH3 . ~CH(NHz2) CH(CH3 )2, —CH
(CH2CsHs YNHC( =0) CHaNH2  —CH2CH2NHC ( =0 ) CeHs Fl1—CH2CH2NHC ( =0 ) CH2CgHs 5%,

(b) Z 77 5 AR A 77 25 2 2 B 2 L 4-pi 3 A 283 L ~CHaR 7 F1-CH(Rs ) 2

FohReids 5 77 bt B 77 Bt L 2 07 3 U 2 7 2 DA S ARG 2R

Horh o B 28 e 19 4- 900K 25 \4-FR B DR ( 3-FR RO L | 3-H AU B R 0 L 2- 4
FEORFE 3, 4N F TR K2, 3- TR

H R — A ReJSZ b & 55 2, Hok | IR R R 2

Horb o o BRI 28 75 2k 55 e L B 57 e 22k v 1) 575 220 90 e 1 WO g L e
I PG R AR e | IR AR R I | AR | =R S IR e Ry B | LR I s
JHE PP WK | S B | R e A e B

o Bk 75 e 2 B 57 e 2 1 e i 70 Je Ci—Cele 4

L AR 2% 57 AT B 55 e S 4 — A B 22 A28 B TR 19 2 1 BUAX : NHe L OH L C1—Ce
BESL I R L VL L 3R CrColit ik Cr—ColE 83 42 i AR C1—Colie R A L Cr—ColBh 2k L

7



CON 102548552 B W F E Kk P 7/19

SEANIR AR L, FLrp R R U ORI AR A A i R AT R — AN B N iE B DA R SR A
HAR « 11 25 Cr—Co it 22  Cr—Colye S 22 4 1 AR C1—Cobt S 2 A1 4 i AR C1—Coe 3 o

23 BRI R 2200 g , HorhRe & AR BT 2

24 BUREE R 2209 FHI8  He A Ra /& OHER R 45

25 BUFIZLR 2201 FH I, HorRe & 4R 5

26 BUREE R 22009 I , Horb ReAi 44 75 2 , FLI%6 [ ML g 2 | —na it | IR L met i k| IGA IR
Fe e B IR IR | S R IR 3 LTIy | b R IDR I IR A L b | SR IR L
vl e B R R S

27 BUFIELR 221 FH g, Herp (DAY R R (Ta) b S E L n] 25 £k

(la)

F
N ¥
Hie”
HO®
N
He” R,
Ry

Hrp,
RiFIRoZEH

Rs/& ELEE B BE I Cr-Coln Bt 5

RafEFodk B ELRE BT RER Ci—Celin 0 s H

Reide 75 ek  BXARI 55 e 2% 0 L B 23 0 6 DA R A 2 s

Horb B BUAR 0 28 8 1 AR 2R 2k L 4-FR L 2R 0L 3-FR LR 3E (3
SEORFE 3,4 R AR SR IR DL B2, 3- R ORI

oAb BT 28 55 i AR 2% 55 3t L 55 e L B ) 55 Je 35 w1 55 L 5 0 32 1 e s s
I I kI e e IR R | R | IR I A R g R
BRI bR | SRR R | T e R R e

oo Brid 75 e L BRI 5 Be A e B350 49 4 Co—Colbm 4 5

A B 2 05 B AN EUAR ) 77 e e — AN B2 3% B AT B 2 (A BUAR < NH2 L O C1—Ce
P g ORI L L B 2 Cr-Cebt A Cr-Cele 8 2k L A i AR Ci—Ce i A 3 L Cr—Coli 2 L %
SEANIRAR L, o ORI R AR S A i R AT R — AN B i 3 DA R SR A
EAR s 5 22 L Cr—Co e 3t . Ci—Colit S I « 410 AR C1—Cofot 8 F A4z i AR Ci—Co 5t 3 o

28 URIEER 27 (1) FHIG » Ho b Ry BUAR K R 38 , ook [ 4R 2 L A-F O\ 3-F Ao
B 3-F A R 2 R L (3 4 R AR R ORI DL B2, 3- R R

20 BURE R 27 FH3& , Hod Re2BUR) 3R 27 oh i 58 SR 2 9% B BUAC A 2 75 2, i
S 1 DA R B 275 L e L L e | R i L kR i R R IR | R SR IR

SRR 2-F

il



CON 102548552 B W F E Kk P 8/19 Tt

FE RN B N L LIk i DR A L IR | SR R | v s L A S R e

30 ABUREE R 271 Fig , Hodh ReEBUR) 3R 27 o B 52 SR BRI 55 35 , e b Bk fiy 24
55 H — AL AN DL B B S EUAR : NHo  OH Cr—Cokm S 2k L 2R L G0 L g Bk i 25
C1—Celie . C1—Celi L 4 AR C1—Cole S JE L Cr—ColE L R L AL R 480 L, HLrp R et L R O
IR I R AR 4 — DB AN IR B DA T B B A« 14 3R Ci—Celbm 4  C1—Co it 28
H 42 7 AR Cr—Colyt 48 3 Al 42 7 AR C1—Coe 32

31 AR R 3011 FH3E , Horh Ry BRI 3R 30 70 T 52 ST BUARIK) 5% 36 , He b ik (1 24
P HE A A E T A BRI R : i & IR S A RS SR A R
SR RN = R R

32 BURNELR 2T &, P RS S e 5 28 I Ll (Ta) b &M E A R (1b) L (Te) B
(Td) 2 — 25«

(Ib)




CON 102548552 B W F E Kk P 9/19 T

(le)

CH

oy

RifIR2AE:H

Ra A& LB S BEM Cr—Celit At 5

Raje 445 B F ELRE B S RE) Ci—Colbe AL 52

X1/ CHEN

X2 X385 H 40 SEUNH;;

Ro RioRit RuzRus MR S7 4306 B H L <) 38 B2 2 L i 2E \N(Rus ) 2 Ci—Cebit 22 L Ci—Colie %0
H A ARCICole A R R IR L GGl 2 5 HL

FE—ADRis AL G H HL C-Cole ik A8, Horh FIrid ZR AT 84— D 1 E MR
B BUAR - 1 3R L Cr—Coe gt L Cr—Cole 280 L 43 7 AR C1—Coe 280 5= 43 i AR C1—Cole dt 5

BCH AT 3L

33 BUFIZR 220 Fag , Herb Prid b &3k A -

10



102548552 B m F E Kk P

N 10/19 7T

37— E-3 A AR - (3T -3 B AL KB

3 - E-3 AR - (e -2-38) B AR KB K

3 -TA-Y REAEAR) A-FAERFHERE AMNE R

37— -3 A -4 (R) PRI —2- FR i U K 2=

3 -E-3 A AR - (4TRSS S KM 2

37~ E -3 AR - (e -3-3) B AR KM R

3’ - A3 AR e -2-F I AN B R

3 - -HAE-AR) AR IR LB AN R

37— E -3 A A (R) - (3-FF A SR ) A A A B =

3 -TEA-3 - HEAAR)-[3,4- (W AR R 1B R KNEER

3 -E Y -REAR) R R LB AE NN ER

3 - A3 - HEAAR) - (438 Z B AR A E R

37 -A -3 A A (R) - (g 23 ) L BE EE KB 2

37— A3 AR - (M40 Z B A R A B R

3 - TEA-3 AR - (-4 2B EE KW

3 -EA -3 A A (R) - (T mE -2 ) A B 2 AN E =

37 -3 A -A(R)-(2,3- R 2B A KN B

3 -E - AR - (- IR ) B KB R

37 -A-3 A4 (R) - (BAR 32 ) B & 2 K& 2

3 -3 - RAEAAR) - (e -2 ) Z B R AU R

37— A3 A4 (R) - (TH-IBR -4 ) 2, B & 0 KT 22

3 - A3 A4 R)-[3(R)-EIHE-3-(4-FOREL) IR B R R AME R

3 - A3 AR - (EME 23 Z B A KB R

37~ E -3 A A (R) - (5-RE RN e -2 ) Z BRI KM 2

37— E -3 A A (R) - CRIFMEM -2 -3 ) Z 2 KM B &

37— E -3 A A (R) - (5 e -2 -3 ) Z B Z KM B &

3’ - TEA-3 A AAR) - (2R LR 4L Z B R KM E R

37— A3 A4 (R)- (ke —2- 3 TR B L A R KB R

37 -E -3 A A (R) - (52K SN e -2 ) A B S KM R

37— E -3 A (R) - (2- R AR 28 ) e 438 ) Z B 2 KM B &

37 -3 A -A(R) - (- (A-FUR AL mE 258 ) Z B & K 2=

37— E -3 A A (R) - (M-8 ) FRIL A A ME R

3 -3 A4 (R)-2-(1—E R -1H-1,2, 3-=Me—4-J8) 7, B K5 2=

37 -3 A (R) - (2-((A-FOR AL ) U M40 ) . BE A R KB R

37 -E -3 A (R) - (2- (350K AE ) U )M —4 -0 ) . BE A R KB R

37 -A -3 WA A (R) - (2- (A (= AU 0 ) 2R 0 ) U0 ) E M —4 -3 ) 7, Bk 2 2 K
HFHa

37 - A3 A A R) - (2 ((A- (U 3 ) R 5t ) J( ) ek —4 -t ) 2, B = 3 KL 35
£

11



CON 102548552 B W F E Kk P 11/19 B

Y.

37 -3 A4 (R) - (5 (A-FRR A L mE 258 ) B U KN 2=

37— E -3 A4 (R) - (5 (3-FRA B R L g -2 ) 2. B 2 3 KM B &

37 -E-3 A AR - (A-FUE e -2 B =L KA R

3 -TEAY - BAEAAR)-GRUT ) B KN E R

3 - -HAE-AR)-(3-F ) TEB AR NG R

3 -EA-3 A -A(R)-L(2S,38) —2-F -3 F AL ] I U KM & 25 DA

3 -A-MRAEAAR)-[2(8) -F A -3-F A ] TR AT R

AT 2

34 RURNE R 22009 g , He v Fri Ak &4 11 it B8R 358 i FH o

35 . BUR B R 2216 Al i& , o et =R (DAL &P 2 80 - 2 S5 BOW e FH L BRI ik &

36 . BUFIZER 2209 Alig , 2o Jrid je g i A = IR RH PR B ek
37 UMK 220 Al , o I Qe B - 70 BOFF BRI G R LT TR Ik e 6 3R T

GeLA L fi 28 BEER A IS

38 BUM EER 3T i , Foh prid ke 2 AT e O B & 23" - — A -

37— A -4 (R)—-(MEmE -3-35) Z B 2 KM E R .37 - A -3 - IA-4(R) - (M40 2.t
BIRMABERES - A -3 - -4(R)-(2-& MM -4 0L ) 2 Bk KB 2, B A 24
REEE

39 AU ELR 3T A , o op BT S e A2 i 6 B BR T B, 3F HaAR (DA A ik 5
3 - A -3 -REAEAAR) - (g -2-3 ) Bt = R KW E R

3 - A AR -CRIF R -2- I ) Z B 2 KW 2

3 - A3 A4 (R) - (IH-BR 48 ) 2, B 23 KM E K

37 - A3 A AR) -[3(R)-EIE-3-(A-F AR TAB R AR AN E R,

3 - A3 AR - (HEME—2-3) 2B AR KB R

3 - A3 -REA-A(R) - (- fE ML e 28 ) Z B F e KM 2

37— A3 A (R) - CR e 2L ) 2. B &L KT 25 5

37— A -3 A A (R) - (g -2 3 ) ZBE = E KB 2

3 -E- - REAAR) - (5—IRMEE -2 ) L BL &R KB

3’ - A3 A AAR) - (2R LR 4L Z B R KM

3 -ES3 - RAEAAR) - (g -2 I I KM B R

37— A3 A R) - (5N e 23 Z B R KA 2

37— E -3 A (R) - (2- COR AR 28 ) e 438 ) 2 B 2 A KM B &

37— A3 A4 (R) - (EME—4-JE) Z B A R A E R

3 -E Y -REAAR) -(5-F ML e -2 LB AR K WEE

3 -3 A4 (R) (2, 3- R 2B E N B =

37 -3 A A (R) - (5 (A-FUR A L mE 258 ) Z B Uk KA 2=

3 -3 A4 (R)-2-(1-"E R -1H-1,2, 3-=Me—4-38) Z B L KM 2
3= EH -3 -REAEAAR) - (2- (4G R EL ) & % ) MEM 408 Z B -Z R KM BT 5
3 -EH -3 -REAEA(R) - (2- ((3-F AL ) =k ) ME Mk —4— L) Bk A KA 21

12



CN

102548552 B W F E K 12/19 T

=

=3

+
37— -3 A4 (R) - (2- ((A- (= S5 ) TR Ak ) U ) ME I -4 -0k ) 2 B B KL
E
37 - F -3 A4 (R) - (2-((A- (=3P 2L ) R4k ) g dik ) e -4 -3 ) ZL B ik KL 2

5
/g\ ’

37— A3 A -A(R) - (5 (AR EO ML mE 258 ) B KB 2

37 -E-3 WA AAR) - (5 (3-FR A SR IR BE b g -2 3 ) Z W 2 3 KA 2= 5 LK

37— E -3 A A (R) - (A-EUE e -2 -5 ) A B E R A &

AT 2

40 BURELR 3THY I , Horb Brdt e 2 2 ek i i e, 9 R (DO a ik A -

37— E -3 A A (R) - (- e -2 -2 ) A B 2 A =

37— E -3 A A (R) - CR MM -2 -3 ) 2 B 2 A B =

37 -E -3 A A (R) - (52K SN g -2 ) B S KM R

37 -3 A -A(R) - (- (-SRI mE 258 ) Z B & K 2=

3 -3 A4 (R)-2-(1—E R -11-1,2, 3-=Me—4-J8) Z B KW 2

37— E -3 A A (R) - (2-((A-FOR AL ) U M40 2, B -2 S KM E =

37 -E -3 A A (R) - (2-((3-FOR AL ) U ) -4 ) 2, B -2 S KM B =

3-SR -A(R) - (2- ((A- (= F P UL ) R ) S ) M —4— 5L ) e 2 B KM
£

37 - A 3 A AR - (2 (A (3 3 ) 5L )~ ) e e —4— L ) 2L B &= 2 KL 75

H
/%l\ ’

3 -EA A4 (R) - (5 (A-F R B ML g —2—0% ) L B 2 KM B 2 A
3 - A3 A A R) - (5-(3-F AR IR L)L ne -2 Z B KM 5
A2 L.

A1 BURER3TI FHaE , o rb B g 2 45 A B BRI, F AL (DA & ik A
3T - A3 A AAR) - (kg 23 Z R KM E R

3 - A A4 R)-(A-FER) 2B R A E R

3T -TE-3 - RAEAAR) - (kg -3 3 Z IR KM E R

3 -CA-Y A AAR) SRR L B R KNS R

3 -E-3 A AR) - (- AR IER) B R AN E R

3 - A-3 A4 (R) - (R 43 ) ZBE = FE KB 2

37 - A3 -REAEA(R) - (2 FEME M4 Z B F KM 2

3 -E Y -REAAR) -(5-F ML e -2 ) LB E R K WEE

3 - A3 -RE A4 (R) - (IH-BR M —4-38 ) Z B B FE KB K

3’ - A3 AR -CR I R -2 ) 7 B KW K

37— A -3 R4 (R) - (R 23 ) B & E KB

3 - A3 -REAE-A(R) - (- fEFEME e -2 ) AR 2 KM AE 2

37 -3 A A R) - (R IFME -2 ) Z BRI KR

3 -E-3 A4 (R) - (bR BE -2 ) LB = S K WEE

3 -AH -3 -REAEA(R) - (2R BN e 208 ) LBk 2 A KM 2
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37 =AY A (R) - (2RI ) MEME 4L ) 2 B R KB 2

3 -E -REAEAAR) - (5-(A-SUR IR ML iE -2t ) 2 B = KW 2

37— E -3 A AR - (2- (AR 2R E ) Rt M 4L ) ZLBE A K 2

37— A3 A AR - (2- (33 2R ) R ) M40 ) ZLBE A KA
3-SR4 (R) - (2- ((A- (=R R UL ) 2R ) S e ) e —4— L ) 2 I U R KW

H
/.gl\ ’

37 -3 A4 (R) - (2- ((A- (= P 2k ) 2Rk ) B 0k ) e -4k ) 2 e s ik KL %

37 -3 - RAE-4(R)-(5- (AL Mg -2-3L ) LB 2 KU B = 5

3T -3 A4 (R) - (5-(3-F AL IR L -2—4) Z I 2 K 3R

37 -3 A4 (R)-(A- L e -2 2 A KL R

B2 I ER .

A2 BURIEE SR 2210 Al , Herb 5Bl PEd it A 2C (AL &9 Wiy FiB B b BL T 22—

KA

() A7 B KUY 1) 52 150 ) AT BT I 4

(b) 4HE AL B A K

(c)HAL.

43 BURIEER 2210 Fig , Fo it F X (DAL S BRI 7 A7 AL R AT I

44 (DA E B AT 25 RIEEAE S % T a5 6l s r S 2 i i -
R, OH o

HO”

Hor

RiFIR2A&H;

Rs A2 LB B S BER Cr—Cobit 22 5

Raje 445 B B RE B S RE) Ci—Cole Al 52 s H.

Rs&~C(=0)Rs, HHReiZ H (a) B (b) :
(a)—CH2NHC(CHs3)3.—CH2CH(CHs)2.—~CH(NHz2)CH(CHs ) CH2CH3 . —CH(NHz2) CH(CH3 )2 —CH

(CH2CsHs YNHC( =0) CHaNH2  —CH2CH2NHC ( =0 ) CsHs F1—CH2CHaNHC ( =0 ) CH2CsHs ; B,

(b) 275 2 B 2% 55 2 2 2R AR 28 22 L - 2 PR 2802  —CH2R AT —CH(Rs) 25
HorpReize B 75 ke U 95 fedik 207 5 S HOACQI 2% 07 2 DA S BURCA 222
Herp i b BUACR R BE 208 B A- Ok Jk L 4-F B IR 3 - T BE R, L3-S L R 5 L 2 - 4

HEORHE 3, 4R AR IR ]2, 3- R A

H AR RefO IR I 7, Hodie B R B R 4 5
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Forp BTk 28 75 3 VUK 2 55 3t 5 e i L BAR ) J5 J5e 35 o 1) 55 R 5 0 32 1 T e 3 s
g S NE R AR I e L g | SRR | BRI | SR B Ry IR L vk
S A bR L | S bR S 2w e IR

o Bradk 75 e 5 BRI 5 bt 0 e 2350 9+ Co—Coe 2

e B 2 55 AN B 75 e 4 — DN B 22 N3k 5 AT 1) 22 (2] BUAR < NHa L OH L C1—Ce
P LG IR L U L R L Ci—Celt i L Ci—Cebm A 2L . A i AR Cr—Colse 8 3k L Cr—CoBE 2 L 2K
SEANIRAR AL , o R R R ROR A A 1 R TR — AN B NI L [ 22 A
HAR : 15 25 Cr—Cofi At  Cr—Colit S A 4 3 AR C1—Cobyr 38 A 4 i AR C1—Cole it o

A5 BUREERAAN) &, JorPRe 2 FF 26 T 2

46 . BURIE R 44K Fig , 2P Ra2 OHBR R 48 3 &

AT BURIEE R A4 A&, R (D A E W2 R (Ta) i S E L n] 25 F 6

(la)

A
b :
H-g,‘C/
HO
N
HS‘C/ \Rz
Ry
Hrp,
RiARo2:H s

Ra e BLBE B SCHER Ci—Ce it 3t 5

R Fa 2k B B B REM Co—Cofin 482 s HL

Redde [ 2 e BRI O e s 20 A AR ) 20 0 B DA B AR I 2R, I e BT BUAR
TRV B A-FR I A R 3-F I 3 R TR 2-FR AR IR IE (3 4T
FEFFLDL K2, 3- H RS

FHorp BT 28 55 5 AR 2 55 3t L 75 e L B 55 Je 35 w1 55 R 5 4 32 18 T e O s
I I L ki | w e I R | =R OB I i Ry B g R
e RN L | SRR R ) v A M I

oo Brid 75 e L B 5 bt A e B350 49+ Co—Colbm 4 5

e B 2 05 B AN EUAR ) 77 e e — AN B2 3% B DA T B 2 (A BUAR < NH2 L OH L C1—Ce
PR g ORI YL L B 2 Ci-Celt A Cr-Cele 8 2k L A i AR Ci—Co it A 3 L Cr—Coli 32 L %
SEANIR AR L, Forp ORI U R AR A A i R AT R — AN B NI B DA R SR A
HAR : 160 25 Cr—Co it 2t  Cr—Colyt S 22 4 1 AR C1—Colt S 2 A 4 i AR C1—Coli it o

A8 BURNEERATHY I , o R BRI 280 , Hoade [ 4- 00K AR B DR 0 3-FR 2 Op
B 3-FR AL o- A LR L (3 4P B AR DRI D) 2 3- R R,
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49 BURE SR ATHY & , Horh Re S WO B SR 470 8 U 24 75 FE BB R 2 95 6L, A
e AR I 28 55 3 - i R L =R | SR g L K 1gR O | e R IR R | R IR I
e BRIy e LIS B LRI B DRI R | | S L DR e BRI IR B

50 . AUF)EE KA FHTiE , o ReZBUR) R 4900 52 A 24 55 FEBUEAC Y 24 95 3, Ay
e 1 DA IR 44 95 5 « N e I | 2 - e s R - I

51 AUREE R A9 3 , o Ry BRI R 490 52 SR BUAC IR 2 55 35 , o v rsdk 11 24 55
Bl —ANEEZ AN % 1 LA T A B L EUAC : NHe L OH . C1—Ce e 3 28 2 R i G V3 i 25 .G
Colt I L C1—Coe 280 2 | 4 1 AR.C1—Coln 280 JE | Cr—Coli Ji 8 I A0 , o rp 2R R 0 L R A
IREA R PRSI I — N B ANIE 1 DL IR AR : 1 25 CiColt 22  Cr—Col 2832
A AR Ci-Colie S AN A i) AR C1—Colii 2t

52 URIEE RS 11 FHIE , Ho A RrAZBUR B RS 1 & SR EUAR IR 2% 75 2 , 1o i 5%
P—IREATE T LT BT AR AU L R L SR A R
B RE = .

53 BRI RATH A , P RS & 405 5, 3 A (Ta) AR A (1) L (1e) B
(Td) 2 — 25«

(Ib)
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(Ie)

CH

oy

RifIR2AE:H

Ra A& LB S BEM Cr—Celit At 5

Raje 445 B F L RE B SRR Ci—Cole AU 2

X178 CHEN

X2 X385 H 70 SEUNH;;

Ro RioRit RuzRus MR S7 430 I H L %) 38 B2 2 L i 2E WN(Rus ) 2 Ci—Cebit 22 . Ci—Colie %0
H A p ARCICole A R R IR GGl 5 HL

FE—ADRis AL G H HL C-Cole i AL, Horh FIrid ZR AT 84— D N1 H MR

BURFEEUAR : 51 2 L Cr—Celi 3  C1—Co it S L A A RC1—Cobie I « 4 1 AR C1—Ce e 32
o AT L .

54 BUMEER A4 g, Hoh frid b 5k 5 -
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37— E-3 A AR - (3T -3 B AL KB

3 - E-3 AR - (e -2-38) B AR KB K

3 -TA-Y REAEAR) A-FAERFHERE AMNE R

37— -3 A -4 (R) PRI —2- FR i U K 2=

3 -E-3 A AR - (4TRSS S KM 2

37~ E -3 AR - (e -3-3) B AR KM R

3’ - A3 AR e -2-F I AN B R

3 - -HAE-AR) AR IR LB AN R

37— E -3 A A (R) - (3-FF A SR ) A A A B =

3 -TEA-3 - HEAAR)-[3,4- (W AR R 1B R KNEER

3 -E Y -REAR) R R LB AE NN ER

3 - A3 - HEAAR) - (438 Z B AR A E R

37— A3 A AR - (M40 Z B A R A E R

3 - TA-3 - HEAAR) - (-4 2B R KM

37 -E -3 A A (R) - (5T mE -2 ) A M 2 A M E =

37— A -AR)-(2,3- R 2B A KN B

3 -E -3 AR - (2-F AR IR ) B KB R

37 -A -3 A4 (R) - (BAR 32 ) Z BR & 2 K& 2

3 -AS AR -CRIF R -2 0L ) Z B2 KW 2

37— A3 A4 (R) - (TH-IBR -4 ) 2 B & KT 22

3 - A3 A AAR)-[3(R)-EIHE-3-(4-FOoREL) IR B R R AME R

3 -3 AR - (EME 23 Z B A A E R

37~ A3 A A (R) - (RN e -2 ) Z B R IE KW 2

3 -3 A4 (R) - ORI MEME 258 ) 2 I 2 KM 2

3 - A3 A A (R)-[2(S) & B -3 Ak J AW 2 & K& 21

37— E -3 A A (R) - (5 e -2 -3 ) Z B Z KM B &

3’ - TEA-3 A AAR) - (2R LR 4L Z B R KM E R

37— A3 A4 (R)- (ke —2- 3 TR B L A R KB R

37 -E -3 A A (R) - (52K SN e -2 ) A B S KM R

37— E -3 A (R) - (2- R AR 28 ) e 438 ) Z B 2 KM B &

37 -3 A -A(R) - (- (A-FUR AL mE 258 ) Z B & K 2=

37— E -3 A A (R) - (M-8 ) FRIL A A ME R

3 -3 A4 (R)-2-(1—E R -1H-1,2, 3-=Me—4-J8) 7, B K5 2=

37— E -3 A (R) - (2- ((A-FO0R AL ) U B -4 ) 2, B -2 S KM B =

37— E -3 A A (R) - (2- (350K AL ) U M -4 ) 2, B -Z S KM B =

37 -A -3 WA A (R) - (2- (A (= AU 0 ) 2R 0 ) U0 ) E M —4 -3 ) 7, Bk 2 2 K
HFHa

37 - A3 A A R) - (2 ((A- (U 3 ) R 5t ) J( ) ek —4 -t ) 2, B = 3 KL 35
£
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37 -3 A4 (R) - (5 (A-FRR A L mE 258 ) B U KN 2=
37— E -3 A4 (R) - (5 (3-FRA B R L g -2 ) 2. B 2 3 KM B &
37 -3 A4 (R) - (A4S mE -2 ) 2 B KM =
3 -TEAY - BAEAAR)-GRUT ) B KN E R
3 -E AR -3 TE AR RNE R
37 -3 A -4(R)-[(2S,38)—2-Z Hh-3-F R ] M s i A M B =
3 -A-MRAEAAR)-[2(8) -F A -3-F A ] TR AT R
3 - -HEAEAAR) T B R KN E R
37 -3 A AAR) - (3R ) -TA B R & KR &
3 -CA- A AAR) IR LB R KW E Z
3 -CA-Y A AAR) - R RE R ANER
3 -TEA- - HEAR) (G-I THARAMNER;
3 - -HAEAAR) T AR KN R
3 -E -3 A A (R) PRI -2 S - R R A E =
3 - A3 AR -(-RER) TR AME R,
3 - TA-3 - HEAR) (AR R EI KNE R
3 - A HEAR) U ) TR E R AN E R
3 - AR 2R EREAMNE R
3 -E -3 WA AR - (A-F A IR ) OB KB R
3 -TA-Y A4 (R)-[2(S) -2 R A 2 K2 A K
3 -A-Y RAEAAR)-(2-F ) B AR KB R
B AT AL
55 . BURIEE R 4419 g , Hod Frik Ak &40 2 ml 25 5
56 BRI ZLR55 1) FH i , Forb Ak A 4 2 $h IR Sh B IR IR £
5T BUFIELR A4 FHIg , Forb B Ak A4 10 i ite FH SS0m ok W N FH
58 BUFIEL R 441 Fig , HS 4 52l it L e AT e &9 -
59 . BURIE SR8 A& , b Frid Hoe e r (b e ik & .
60 . BUFIZLR 5811 & , Ho b ik Jo e B I7 A S e G 12 1697 7
61 . BRI R 581 FH i , Ho A B H e (a7 (A W0k B el 2 T B SRR R
MER EMER PSR
62 BRI EE SR A4 F g, Fodr Py Mt it FH =X (D AA 4, AT Tl B> BL N 2 — 1Y
KA
(a) 4 G R 1) 3233 1) 4515 0 ISORF B8 I 5
(b) &2 A AT B B R s LA K
(c)HAA,
63 . BURIZL R 4419 FI& , Horbite FH R (DA SR T AR TR 4515 0 BT B B
64 . BURIEE R 441 FH G , Hop it R (T AW B VI CAIR ST 45 4% 93 B FF B (1) 2 24 24 T Ak 1
AN

gL

65 . BOFIZER 441 Alig , Horb prid X ()AL & ¥R A7 25ug /mL B AR A U465 1% 73 i T

Py

el

19



CON 102548552 B W F E Kk P 19/19 i

(¥ B /NI S (MIC)

66.1% H L NS -

3 -TA-Y A AAR) - R R KN TR

37 -3 A4 (R) PRI -2 - FE - R S KM 2

3 - A3 A AAR) - (BRI R R AR AN E R,

3 -A-3 A AA(R) - (A0 R EE KM BT R LK

3 -TA- AR 2- AR R AR AME R

AT 2

67 .3 H LU N A A s L T 26 i 3

3 -CA-Y A AAR) - R R R AUNER

37 - A3 A A (R) PRI -2 S - R R A B &

3 - E -3 AR -(B-FER) TR AME R,

37 -3 A4 (R) - (4980 R AR R KW E 25 A

3 -TA-Y AR 2- AR R R AMNE R

T T 7B 1697 75 B 32608 T iay T N B 25 P (1) P i& o

68. BURIZEROT (1) i , Forp BT iR 4 B Sk g e S W Bk i B g, 3 H L h Frid G &
MEMIS - A3 A4 (R) - —2— - F S L K85 R e m] 24 Ak .
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EAME%TIM A B R B

[0001]  HAHICHIEN A X 5] H |

[0002] A B 8 R 32 RUE SR 200947 H 24 H $2 58 1 36 B I I LR H11561/228 , 26611 L
i A FHNFLE IR AE NS %,

[0003]  BUMAL &R .
[0004] AKEHAFH FBAER T EFEFEHR T (National Institutes of Health)%y
T REAE T RO1AT0624 151 35 [ BUR STEF o DRI , 38 B BURF AR & B A FF ) 2 i 52 B AL
o

AR Sl ‘
[0005] A B AFFR 3 @R AL T — R R, I HFER T KOS = )
FEVRTT G52 SOAR I AE P I o 1 F

[0006] fgﬁ%’

[0007] C=4RIKJE

[0008] wpg=7H7a

[0009] uL=f¥J+

[0010]  uM=1#E /R

[0011]  ATCC= 3t AL X 5 72 (R 58 P

[0012]  (Bz=#RHk "k

[0013]  cfu=Fup& B Rl H Ao

[0014] DIPEA= A%

[0015] DMEM=Dulbeccofl K {|Eagle®;FF &

[0016]  DMSO= —H J: [V H}A

[0017]  EST=Ha 5B 11k

[0018] EtOH=Z.1%

[0019]  FBS=Ja4-ILiF

[0020]  FIC=4p 2R AN &

[0021]  HBTU=0-2%Jf =ME-N,N,N’ ,N’ -4 1 B R &5 — /S i ik 2k
[0022]  HIV= A %% BriE % 5

[0023] hr =/]NBf

[0024] IS=W#r

[0025] TV=##llkN

[0026] kg=T7%

[0027]  LC=WAH g

[0028] MDR=Z Ziii} 24

[0029] MeOH=F %

[0030] mg=2&
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[0031]  MIC= /Nl &
[0032] min=4 %}

[0033] pmL=2

[0034]  mmol =Z&E/R
[0035] MS=JFiiti

[0036] MW=4rF5&

[0037]  rpm=FF7EPHE%L
[0038]  PCR=%8 &k s L
[0039]  Pd-C=4TH

[0040] Spc=KMEZHR
[0041] Stp=#HE=R

[0042] TB=%45#%

[0043]  XDR=/ ¥z Z

BEEEAR

[0044]  Z5i% 5 M B (Mycobacterium tuberculosis) &5 % IR IR AK , HoATI IR A3k
5 AN EFE A IR e TR 2 o T 5 AR 2 B T B4 R AR B 300 73 1Y 45 - 1 B
], S0 100 5 FE TS . 2 W 5 AR L ZIWHOFR 45 2007 o HIT VI G (1 AN A 58 457 111 T s Jek e
IR RZ R G B, I B - THIVIS AT FE AT BR & 4E , R HhX 0 25 1 S 80T A3kl
52 B [1) 45 1209 93 9 B0 2 B T 3G 0 . 2 LB #% il o0, TB and HIV Coinfection, 2006,
YRR SRR R a6 AU 25477 %8 SRR RIAE - L 7 MR | bt R S i AT 2, i
T X — KM BT R FET EFARM X AER ARG R R B 2 2t 25
(MDR) 1) ¥z i 24 (XDR) B iR B 25 & 38 0, o T IX S TR R A RV T IR B LA TR o

[0045] PRIk, Wi SR 75 B R IG T 45 00 (BN G T 1) o JUH 2 75 20 B A DL PR R 4
CEIZARTT ) AR P ISR P A5 0 VE s DUt 2 45 1% B b B0 FEMDR AN XDR A AR IR 3% M 5 A 1) 22 4
W /AGEM  518% HT6I7 S5 sHI VK H A 259 30 25 A0 BAE B s Sas R i Bk
218 A K AT 35 T 5 LA Bk 2 Va7 IR ) 5 DA R A 0 ML F 3 R DA /D 45 25 TR
[o046] & HHAEIA

[0047] AU BH A FF) F2 AR — e sl 77 R Rt T 2D A AB T 25 H Eh B AT 24 -
0]

R, OH
g R
N o) o &\
H3C/
[0048]
HO 0
R4
N N
H3C/ \R2 e \R5

[0049] H

[0050]  RyAMR2 S [ A 37 b A2 H . hye 8 B Ak B 5 e SR A e i
[0051] Rafdfmdi,
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[0052]  RafEH.FRJE  BedtBlibe st ;s P A

[0053]  Rsf&-C(=0)Re, e Rei 4 ()T (b) :

[0054]  (a)—CH2NHC(CHs)s+—CH2CH(CHs)2.—CH(NH2)CH(CHs3)CH2CHs—CH(NHz2) CH(CHs)2+—CH
( CH2CsHs )NHC( =0) CHaNHz « —CH2CH2NHC ( = 0) CsHs Fl1-CH2CH2NHC ( = 0) CH2CeHs 5 BY,

[0055]  (b) 2% 0 2k  HUARIK) 2% 75 5 L 2— AR 2R 3k L 4 - 2 BRUAR PR 2R3 L —CHaR7F1—C (Rs ) 25
Hor Rk B 75 be ik  HUAR I 5 e L 2% 7 L AR 2 0 R DA B AR 2R, JHG o i o LA
() 2 1 1 AR ) 2 22 | e 2 AR RS | 2-HUAR I L 3P AR I R L L 2, 3- AR
[18) 23 e ARG o P A DR g — JEE A Vo B A Q) — AR 5 LG AR R 7 e 7 R BROAUAR
1) 75 2

[0056]  fE—MLsifiJy 2, RuMIR2 7% [ A& Ho £E—BESET /7 2, RuMIR A5 [ 2 e [ DA TR 1Y
F5 TSR A R A R AR — B A R e S A R A R R A B s o A e S i
J7 2 RiNIR A AR 2 B A

[0057]  7E-—ULSLifi /7 S, Rosee AL BT B o AE—2BSEJE 7 2, Raje HL OH A B B 44,
H,

[0058]  fE—MEsEiifiJy 2, Refe 4 TR FE BN 2 F AR Ak o 7E — BUSL /7 S8, Rede AR 75 4k, i
TR 75 F 3 1 M e L | e 3 kR e L i | e | R ORI IR 5 Ry
L R IR e R I |k | S R L | O e R IR L A B SR
ZH,Rese—C(Rs) 2, HoRF— P Rese AR B 25

[0059]  7F-—sspyfi )y S, SN(D WA X (Ta) b SV ] 245 I Eh BT 24 -

(1a)
N i
N : 0 o e
HsC
[0060] HO o
R4
N HN 0
A \f
R7
[o061] ek,

[0062]  RiAIR2 %% [ M7 Hb A H e 8 P B B O o AR e it

[0063] Ry fdi,

[0064]  Ry&H. L ko e s 4t s H

[0065]  Ridk I 75 foc 2k AR 25 e 2k 2 7 22  EUARIT 2 5 A DAL R BUAR ) 25 38 , Jerp T ik
B 2R HE 0 B S ELA QI RS | e AR 2R 2 L 2- B R L 3- L B g 2R 2 . 2, 3-—
HUACH 2RI D K I rR AN ZR e — S 4 I e e A Q) — AR

[0066]  7F—ULsififiJy &b, Refg BRI 2R3 , Hode [ -0 0K 2 L4 H R L 3-FR B 0RO |
S-FRAR R L o- A R (3, 4P B AR R DRI D) 2, 3- R R

[0067]  fF—ULsfifi 7 G, Reje 2% 75 SE B AR I 2% 55 5, A0 2 3 B DA 10 2 55 kL e
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BRI =R wnE S AR O WIS TR I I | O Ik R e TRy I | L R R | bk e
BRI | bR | S BRI | e R R IR I
[0068]  7F—ULsiifi )7 S, Roxe HUARH 2 05 A% , FLrp Birad 1) e o5 e e — N B2 N DA R 2t
[ BXAR : NHo L OH e J 2 Sk 75 L 0k AL L 1 2R e 2k BUAR ) e 2 L e 4 2 L 4 i A e 4
H T bR IR L O 5 AR DL R AR O B o AE S T S, R BRI 2 05 0k,
T [ 2% 05 e — AN 2 N DL R SR A AR g SR R A TR A S R A
FRFEE I R =/ 2L
[0069]  7F— LSy 7 S H , Roae 75 fe SR BOHUAR R 77 e Ak , v i o 55 Joe 26 BROIUAU ) 75 e
HA P O LB 2 5 L R A
[0070]  fE—2LsLjE 77 £, R & S w45 2, F HX(Ta) W EM A A (Ib) (1) B
(1d) 2 —H45H :

(1b)

-
/IL H 0 0 \&R:;
H,C
HO o]
R4
N NH O
He” R,
N Re
N /
~
X4 Rwo ,
(Ic)
[0071] R, CE)H
! 0 o &
H3C/
HO 0
R4
N NH 0]
He™ R,
3
\NP% Ri1
Riz ’ EX
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(1)

R, OH

| : o o R

e
HO (@)
[0072] Re
0072 N NH O
H3C/ \Rz

Ris

————

NYX3
Ria
(00731 Ftrfr,

[0074]  RuAIR2 A% Jh 7 M & H L B S8 3 BRI B 75 Joe S A i 5

[0075]  Rsjf&fedi,

[0076]  RufeH.JRJE IE s B fie a8 A

[0077] Xy &CHEEN;

[0078]  XoAiIX3 %% H &0+ SENH;

[0079]  Rg.Rio~Rit<Riz«RusFIRuaFR A7 HIE F H. b 2R S ot AL WN(Rus ) 2 e 3 S BUA IR e 2
Pt AR A A AR | T e BRI 5 e s 5 e S L O R O U L I A A O
5

[0080] B3 HHRoFIR10— 3L , BCR1 MR o A2 MV e dik 5 HL

[0081]  Rp—ANRusM 7 b [ H. e 2 B 1) e 2 05 e 2  BAR I 05 ek % 26 R AR Y
T s

[0082]  BYH W[ 25 HER BRI Z .

[0083]  frE-—sksyfiy v, (DAL A -

[0084]  3°-& -3l 4—4 (R)—(3-MERE-3—J%) N2 KB 5

[0085] 3’ - &3 A4 (R)-(MEng-2-45) L B2 KW EE

[0086] 3°- &3 -AAR) 4-FIEFHEALKMNER;

[0087] 3’ - &3 i —-4(R)-TRIE—2-F B2 L KMET R

[0088] 37— &3 A -4(R)-(4-FAHE) LB AL RKUNEER

[0089] 3’ - &3 M4 -4 (R)-(MEng-3-45) Z Bt K WE R

[0090] 3" -—5-3 -4 -4(R)-MLuE-2-F Bra e KM E 2

[0091] 3’ -—&-3"-JHE-4R)-FBFEEZBA L KNESR

[0092] 3°- -3 -JRAE-4(R)—(3-FEE-FFE) ZBE AN E R,

[0093] 3’ -—&-3 - -4(R)-[3,4-(FH A ) R HaE it AME R,

[0004] 37— -3 -l A -4(R)—[H AR FL L B2 A KB 2=

[0095]  3"-&H-3" -4 -4(R)-(MEE-4-3E) 4 B A R KW EE
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[0096]
[0097]
[0098]
[0099]
[0100]
[0101]
[0102]
[0103]
[0104]
[0105]
[0106]
[0107]
[0108]
[0109]
[0110]
[0111]
[0112]
[0113]
[0114]
[0115]
[0116]
[0117]
[0118]
[0119]
[0120]
[0121]
[0122]

3 - A R4 (R) - (g -2 ) Z B KB 2
3 - A R4 (R) - (R —4—3L) B KW 2

3 -

-3’

i -4(R)—(2—Z JEMEM—4-JE) Z, Bt = 3k KM EE

37— A3 A4 (R) - (5L IE —2-55) B KM B

3 -3 A -4(R)-(2,3- R 2 B AN E =,

3 -TE -3 MAEAR) - (- A SR IR ) 2 E S KB R

37 - A3 A AR - (AR -3-3 ) Z BE 2 3 KA 2

37— E -3 A AR - (R 20 R LR R KNG

3 - A3 - AEAR) -CRIF RIS 23 L B A KB R

3 - A3 -REA4(R) - (IH-PR M —4-38) Z B R FE KB 2

3 - A3 -MRAE-AR)-[3(R) -G HE-3-(4-F IR L) A B R A A M BT R

KUWER;

[0123]
MER;
[0124]
[0125]
[0126]
[0127]
[0128]
[0129]
[0130]
[0131]

H
/%j\ ’

3 -E-3
3 -E-3
3 -E-3
A
A
A
3 -E-3
3 -E-3
3 -—E-3
3 -E-3
3 -—E-3
3 -—E-3
3 -—E-3
3 -—&-3
3 -—&-3
3 - -3
3’ -3

3 - &3
3 - &3
3 - &3
3 -E-3
3 -E-3
3 -E-3

—J -4 (R)—(HEME—2-F5) Z B R 3 KM=

~ -4 (R)—(5-REFEME e -2 ) LB B K MEF K

~J A -4(R) - CE I MEmE—2— ) Z MR L KM 2

A AR~ (2158 AR &L KM 2

B4 (R)—(2,2- 2K 3E) Z B KM=

A4 (R)-(5—IRME g -2-35) 2. Bt R AN E R

~J AR -4 (R)—(2- S LI —4— ) 2 B A R KM
A -4 (R) — (ke —2-38) A B L 2 KM 2

4 (R)— (5K FE ML e -2 ) Z B A KM FEF 2

4 (R)—(2- (R FE I ) MEME—4-JL) Z B = BE KM K

—J A4 (R) —(5—(4-G IR ) MEmE —2—0%) 2 B EU 3 KA 2R
P-4 (R) - (MR -8—J) FRIL L KB 2K

~4A -4 (R)-2-(1-3-1H-1,2,3- =M —4-38) 2, B 2 L KW B 2
WA -A(R) - (2- (A3 23 ) (I ) MEME—4-38) Z. B A A KB 2K
M -4 (R)—(2-( (35 R ) I ) ME Mk —4— ) 7 B A K E 2
Wi E-4(R) - (2-((4- (=5 E L) 08 ) J L ) e -4t ) 2, BE = At

P-4 (R) - (2-((A- (=P 28 ) IR0 ) a2k ) R —4—3L) 2L s 2 K

A AR~ (5- (4R FL) Mg —2-48) Z B &L KM B
4 (R)~(5~(3-FF AL ) kg 2L ) Z B A L KM FEFE
~fR -4 (R) - (4-EkE —2-38) Z B KB =

P-4 (R)-CGRUT R 4B R A=

WA -A(R)-(3-FF &) TR KM E R ;

-4 (R)-[(2S,3S) -2~ % FE-3-H I B 2 FE K ME R ;

3 -TE Y -REAEAR) -[2(8)-F R -3-F R THEARANMNER
3 -TE - AR -[2(S)-(2-F I OB AL ) -3 Ik B R M AL - 5k KW
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[0132]  3'-—&-3 -4 -4 (R) 32K FF h & A Ik 3 F K MAF 25 5

[0133] 3’ -—&H-3" - A -4(R)-3-(2- KB Z I HE A Z R AN E R,

[0184] B I AT A2

[0135]  7E—LLsfs Uy S oh, P b S W02 vl 24 F #h o A2 — BESEHE Ty b, ik b &2 #h
R EE B IR o
[0136]  7E—LEsii Ty S oh, AR W A F I LR T A G, HAE: () (D s
YyBs w24 P ER BRI 24 -

)

F
R
H3C/ :
[0137]
HO o
R4
N N
H3C/ \R2 H \Rs
[0138] Hih
[0139]  RuFlR % FH S 7 bth A H . 8 SR F B L B 55 e S AL e A
[0140] Raf&fmdi,
[0141] RoZH.FE fieibes i H

[0142]  Rs/&-C(=0)Rs, HHReik 1 (1)F(ii): (i)-CH2NHC(CHa)3~CH2CH(CH3) 2\ ~CH(NHz)
CH(CHs)CH2CHs v—CH(NH2)CH(CHs ) 2~ —CH(CH2CgHs )NHC ( =0) CH2NH2 . —CH2CH2NHC ( =0 ) CsHs FH1—
CH2CHoNHC (= 0) CHaCsHs ; BY,

[0143]  (ii)ife [ k05 2  HUARI) 2 05 2k L 2 BA R 2R | 41 38 AR R L —CHaR7FI1-C
(Re)2; Herh Rt H 75 be ik AR 55 Joe 2k 2 5 3 L BRI 28 55 2k DA B AR 23 , FLrh ik
AR 2 e 1 1] SRR A 2R | e R B 4 2 L 2 AR i | 3— B AR 8k L 2, 3-
HUAC 1) 24 2 R0 L v O A D Al — RS A Vo e BB ) — AR« HH R Re % [ T M 2 55

BRI
[0144] LK (b) A5 AR .
[0145] 2B S5 5 o, 26 T 24 L A 2 o T 26 P o 2 — B I7 ef F

2y EE— RS AR TR/ SR AL S A LS T S, BTk HAb S E AL & )
TS IR AW o AL EE ST S, P i HAR R SO A S Wik B SR 2T A
PRI R CE R R AR R AR e SEE T S, B 25 50 A T 0 IRER
Jey Bl it H o

[o146]  fE-—LEsL Ty S, AR AR R G A IRIT R B2 W E TR T A
LI TV, FIniR T A AR 25 P ik 52 3 it A s s (DAL S Bl 25 A h BRI 24 -
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R, OH
N : 0 o o
HaC
[0147]
HO 0
R4
N N
PN
Hac/ \Rz H Rs
[0148]  Foh

[0149]  RyAIR %% [ Mt 7 Hb ST H L e A0 I P i B 9 o R T e it
[0150]  Rejfgdidd,
[0151]  Ry&H.JRHE ek aibe 4t s H
[0152]  Rs&—C(=0)Rs, H:Re1%E H (a)E (D) :
[0153]  (a)—CH2NHC(CHs)3+—CH2CH(CHs)2+—CH(NH2)CH(CHs)CH2CHs—CH(NH2)CH(CHs)2.—CH
(CH2CsHs YNHC( =0) CHaNH2  —CH2CH2NHC ( =0 ) CsHs F1—CH2CHaNHC ( =0 ) CH2CsHs ; B,
[0154]  (b) Ze75 ik AR 2 05 2t L 2 HRUAR I O L L 410 3 BRI 2R 2 . —CHaR7F-C(Rs ) 25
Forh Rk B 75 be 2 L BRI J5 et L 2 0 2 L HIUAIT) 28 55 2 DA A ARG R 22 , L v Bk B
R 32 B F B R 25 L e R BUA Q) R 0 L 2 UG R 2 L 3— L U I 2R L . 2, 3- AR
%) 23 5 R HG Hp R DR R Al — S A IV e A A R — AR s H i Rs 86 [ 57 2 55 R B
B 75 4
[0155]  FE—MUsji 7y 22, RiMIRo & H s Ho £ — B8 SK i )7 S8 1, R R R EIC] 2k o A — 28
SEHE T2, RafH L OH L AR L B R 48 0
[0156]  7&—ULsijifi Jy R, Re A& 4T A3k o 78— U S it 7 R, Re A 24 75 2, HLa | itk e
B =R L e B ke R e R TR I R | R I I e | Ry | ML | ik e
R RN RL I bk | S b L | S O e e R I I A
[0157]  fE—2Lsijii)y v, (D WA R (Ta) b SV L] 25 F Eh BT 24 -

(la)

7
N : 0 o
H3C -
[0158] O o
R4
N HN 0
H3C/ \R2 \f
Rs
[0159]  Hitft,

[0160]  RyFR2 % [ Bl S7 b 2 H b A8 S o o B 5 e A St o 3t
[0161]  Raf&fmdt,
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[0162]  Ry&H.JRHE ko 8 4t s H

[0163] R [ 75 e 2  ERUARI 28 e 2k | 2 7 22  ERUAR 2 5 DA BB ) 25 3, Jorp BT i
HRAR ) 2 ) SR 2R e SR A QI TR L 2 AR R e L 3- B AR 2R 2 2, 3-
B 2RI DA K AN ZR i — S 4 e e A ) — AR 2

[0164]  7E—LUsLjifi /7 S H , ReEHUAR I R, , otk 5 4- S o i 4 FR R OR L (3 R OR L |
S-SR 2- A AR R (3,4 Y AR R ORI DL Fh 2, 3- UOR S AR — SRS R
o, R 7 05 BE R 2 05 B, JLAD 3538 1 DA 10 4 0 ik < b 0 | e i | — R L e
HE kR I | R I | IR e TR Iy | LG SR IR R | I R R | S
BRI e N R RIS

[0165]  fFE—LLsijif 75 G, RoAd BRUARE) 2 5 2k, o Bir ol (1) 2 05 B g — B2 AN DA R 2
P BRAR : NHz L OH e 28 0 L 55 FE 00 VRS L) R Ve 0t B I e 3 L e U3 L 4 i A e 4
BT T B L 55 A O A SR DA R AR T S o AR RS T R, Ry AR J 5 S, AL
BT IR ) 28 75 4 — AN AN BA T R B : R S IR TR A L A L RO A
ARHEE I R = H P 2L

[0166]  7F—LLsijif /5 2 , oAl 75 Gt S BCHRAR ) 25 e A, L vl Jir s 55 e 25 e AR 11 5 0t
S B R 5 R AR R 5 SR

[0167]  FE—LLsLji )7 &9, R & A &R A4, FF H AR (Ta) AW E A (Ib) L (Te)BL
(Id) 2 —IZ5H :
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Ww BB B
R ol
Hye™
HO o
R4
N NH o
He R,
Ne
[0168] N gki
e
HO o
Ra
N NH o
~
He R,
Ty
N /
R12
R, OH
HC™
HO o
R4
[0169] | [ O
He” R,
R13
X
N\( 3
R14
[0170]  Hrh,
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[0171]  RuMIR2 A PR S7 M & H  Be S8 3 R L B 75 Joe S S i 5

[0172] Ry fdi,

[0173]  Ruyf&H.JRHE Ik B de e o

[0174]  Xi/&CHEEN;

[0175]  XoRiIX3 %% H 420 SEENH;

[0176]  Rg.Rio-Ri1-Riz-RusFIRiaBh N7 ik I H . i 25 W FE I8 WA JE WN(Ris ) 2 e  BUAC G e 3 |
BE I A A I L 5 e A L B 25 e A 5 e A L 5 O L O R L B S RTEAR K 55
5

[0177]  mR & H A RoAIR 10— « B Ru AR 1S A2 W e 3 5 HL

[0178]  fF—ANRusl 7 % [ HL e 2 AR [ fe 22 5 Je 2 L AR 5 I 2 7 2 R B
T s

[0179]  BRH AT 25 HIEh BT 2 .

[0180]  fF-—LLsLyi )y v, rid b &Mk A -

[o181] 37— & -3 -4 (R)—(3-MERE -3—J%) Nz KR ;

[0182] 37— 43" A4 (R)—(Mtmg 20k ) . B & KW F 2

[0183] 3’ - & -3 -MA-4R)A-FAEFHEREAMER;

[0184] 3’ - K -3 -JlHE-4(R)-kmg—2-F BLZ L KW E

[0185] 37— &3 A -4(R)-(4-FAHE) LB AL RAUNEER

[0186] 3’ - &3 W44 (R)-(MLng-3-4%) Z Bt KM E =

[0187] 3" -4 -3 -4 -4(R)-MtnE-2-F Bra e KM E 2

[0188]  3°— A3 %A —-4(R)— A 2R 2, Bh e i A M 2

[0189] 3’ - &3 A4 (R)-(3-FF AL IEIL) . ME L KM ER

[0190] 37— &3 A -4(R)-[3,4-CFF 5 ) K | L B = E K ME R
[0191] 37— &3 A -4(R)-[f F 2RI 2 Bt E KM B R

[0192] 37— -3 -4 -4(R) - (MW —4—28) LB 2 KW EZ

[0193] 37 -—4(-3 -4 -4(R)-(MEngE—2-3L) 2 Bh KW 2

[0194] 37— &3 - -4(R)—(MEM—4-JE) Z B - KM B2

[0195] 3’ -5 -3" - —4(R)—(2—Z FEMEM—4—JL) 2 B A KW E 2

[0196] 3’ -—&-3 A -4 (R)-(5-FMLIE —2-5) . Bt A KB =

[0197] 3" -5 -3 M4 -4(R)—(2,3- “HFAR) L HE R AMEE

[0198] 37— & -3" A -4(R)-(2-FF AR E) OB AL KNEER;

[0199] 3" &3 -4 -4(R)—(BEE-3-3L) 2. Bt a FL kK & 2,

[0200] 3’ - &3 A -4R)-CEIFrBmM—2-38) Z Bt KSR

[0201] 3" —-—5&-3" - EH~-4(R) - (L H-BkME—4—J8) 7, B A S K M5 25

[0202] 37— -3 -4 -4(R)-[3(R) - H:-3-(4-F A L) I B A R A MER
[0203] 3743 - -4(R)-(MEM-2-J) Z B KM=

[0204] 3’ -5 -3 WA -4(R)-(5-fgFEntnE—2-3%) Z MR A K ME R

[0205] 3’ - &3 -JRA-4(R)-CRIFMEME-2-38) 2 BE 2 FE KM B2

[0206] 3’ - 53— -4(R)—(5-IRALIE-2-3L) Z BE L KW B 2
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[0207] 3’ -3 A -4(R) (2K ILMEME—4-3) Z B A K M2

[0208]  37-& -3 -l A -4 (R)—(MERE -2 %) N AL 2 A KB 2=

[0209]  3"-FH-3" A -4(R)—(5—IRFEMLBE-2-0%) Z Bi2d A KU E 2

[0210] 37 -3 - -4(R)—(2-CORIEZ L ) MEME -4 L) Z B A KM FE 2

[0211] 37437 A -4(R) —(5-(4-F IR I ) kg 205 ) Z B A L K MF 2

[0212] 37— -37 iS4 (R) —(n&Emph—8—J ) B ik 2 e K M 2=

[0213]  3"- &3 -MA-4(R)-2-(1-"FF-1H-1,2,3-=Me—4-J8) Z B K B R
[0214] 37 -5 -3 -4 -4(R)—(2-((4-FoR AL ) G Bt ) ek —4 L) 7 R A KM R
[0215] 37— -3 -4 -4(R)—(2-((3-Fm R L) G Ak ) MMk —4 L) 7 B A S KM R
[0216] 37— 5 -3 -4 -4(R)-(2-((4- (= F H 3L ) 558 ) Z 0L ) e -4t ) 2. B = At
N

[0217] 375 -3 - E-4(R) - (2-((4- (= F F 28) 550 F 58 ) e -4 L) 2. B = AL K
MER;

[0218] 37— -3 -l A -4(R)—(5—(4-R AL ) ML IE 258 L B2 KN EZ

[0219] 37— -3 - AA-4(R)—(5-(3-H S IR I b g 258 ) 4 B A M TR
[0220] 37— -3 -4 -4(R)-(4-FMLIE-2-5L) L B2 KN E =

[0221]  37-=H-3"-RA-4R)-(BUT HEAIE) LB ALK UNER

[0222] 3’ & -3"-HA-4AR)-(3-F 1) TBEREANNEFER;

[0223] 37 -&H -3 - -4(R)-[(2S,3S) -2~ H-3-F F LB 2 A KM T = YLLK
[0224] 3’ - -3"-iE-4(R)-[2(S)-FIE-3-F IR T EERKMER;

[0225] B H AT 25 R BRI 2 .

[0226]  7F—Esjii /7 S, Firad Ak A4 1 it FH B =338 it FH o A8 — L85 77 S8 v, 75
DAY Ja BRI ) 3263 it HAR S T A

[0227]  fE—uEsjia 77 & , B B e 02 A =5 [ BH MR T Ik e o 70— S8 S e 77 S, BT a ke e
Jeil B UL B G s 5 B Y VR JE AT B (Bacillus anthracis) &4y, 3= EKH
(Enterococcus faecalis)BYLPA Szt 28 58 BRE (Streptococcus pneumoniae ) Bt ,

[0228]  fF—Musijif /7 Erp , i gL & i AT B IR , 3R AR (IO 23’ - =& -37 -
A -4 (R) - (MERE -3—4%) B 2 KM AT R 537 - & -3 - A —4 (R) - (MEME—4-JE ) 2 B2
HERMEZR B3 - E-3" A4 (R) - (2-Z a4 A B R KW E 2 B 4
FEREHETZ

[0220]  7E—USLjE )y St , Frid il g 2 i 28 B R ik e, O HaU(D ik &1k 8 37 -—
A3 A4 (R) - (e —2-5) Z BRI KM B % 037 - -3 A -4 (R) - CR I F -
2-4) G EFE RN FE R 3 - A -3 WA -4(R) - (1H-KME-4-J8) Z i 2 B KM 2 537 -
TE- A4 R)-[3(R) - -3-(A-FoREL) JIN B AR 2 A K& 2 37 - -3 -
4(R)—(HEME-2—J%) B KB 3537 - -3 M2 -4 (R) - (5T AL g -2 0 ) Z B2
HERMER ;3 - A3 - A AR -CRFFMEME-2-08) L B R KW E R 3 - —E -3
H-4(R)-(MENE-2-J) LB 2 KE 2 ;37 - & -3 - -4 (R) - (5-IRALIE —2-5:) Z Bk
RAFARME R 3 - A3 WA -4(R)-(2- IR IEMEME 4L B KM 2 3 -4
37— -4 (R) - (ML IE —2— 5% ) A B AL 2 A K 2R s 37 - A -3 - -4 (R) - (5- IR LML g -
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2-08) R EIE KB 53 - -3 A -4(R) - (2- CRFE L) MR —4-JL) 7, B2 K
MAEFZR 3 - &3 -4 (R)-(HEME 438 ) Z W 2 KM B 37 - A -3 - A -4(R)-
(5—FRMLIE —2—J ) L 2 B KA 22537 - -3 M A -4(R)— (2, 3- /R k) - B
KMFFER 3 - & -3 A -4 (R)-(5-(4-F R L) g —2-58) LB B KM B # 37 -
-3 - -4 (R)-2-(1-H-1H-1,2,3- =M —4-F) Z B & L KB 3" - 43" -
A4 (R) - (2-((4-F KL ) E I e —4-J) 2. Z KM B R 3" - A -3 - A -4(R)-
(2-( (3~ IR IE ) Ik ) EME—4- 38 ) Z B & KM B 253 - A -3 - A -41R)-(2- (4~ (=
SR AR ) RO ) - MR 4L Z B S A 3T - A3 A 4 (R)-(2-((4-
(3R 2 ) RS )~ 2 ) B — 40 ) Z R R A KB =537 - A -3 - A -4 (R) - (5-(4~
BRI MEE-2-3) LB E KM B R 3 - A -3 - A -4(R) - (5-(3-H A AL kg -
2-3) OB AR RNME R 3 - A -3 - A4 (R) - (4-&HEme -2-4%) 2. B2 2 KM &
BT 2 R B AT 2

[0230]  fE—USLsjif Uy b, Bk I e & 3 Wk B s gy, I AU Ak B 37 - =4
37 WA -4 (R) - (5Tt e —2-38 ) Z BEE AL KA 2537 - 43" A -4 (R) - (R IBE Mk~
2-38) R EE KM BT R 3 - -3 M -4(R) - (5 R g -2 ) 2 B & KB 2
3 - A3 A AR -(5-(A-FRF g 23 2B E R KW E R 3 - A -3 - -
4(R)—2-(1—FH-1H-1,2,3-=M—4-J8) Z B B KM R 37 -5 -3" -l -4 (R)-(2-
((A-FRIRHE ) B ) HE M43 ) 2 BR A KM BE 2537 - &3 - M -4 (R) - (2-((3-F K
B ) - ) -4 B A R KM FE R 37 - A -3 A4 (R) - (- (- (=P A )
ORI ) R ) R4 B R R 53T - A3 A4 (R) - (2- (A (= R ) R
B )R ) HEME -4 R R K 2R 53T - -3 A A (R) - (5 (4R ) ik g —2-
B G R M Z s 37 - -3 - -4 (R) - (5 (3-FR A L R R b g -2 58 ) B &
FERWET R B T 25 R B AT 2

[0231]  7E—MEsLyi )7 S, iy & 45 % o oA B s e, (D Ak 8 37 -
A3 RAE-A(R) - (bhE—2-58) 2. B Z A KB 253 - -3 - A -4 (R) - (4-F R ) -
LR EIE KRBT R 3 -3 - WAE-4(R) - (Mg -3-2%) Z. B & E KB =3 -—5-3 "~
P-4 (R) X FF R LB R RN E R 3" -3 - MAE-4AR)-(3-F ALK ) 2B A
FEAMER 3 - EA-3" A -4(R)-(BEME—4-JL) Z B s AMBE R 3" - A -3 -4
(R)—(2- A MEME-4-J8) 7, B KM B R 53 - & -3 - A -4 (R) - (5-FMt e -2-4%) 2,
B AMBE R 3 - A3 - A -4R) -(1H-Bk -4 Z B A M B K3 - —5A -
3 -MAE-AR)-CRIFvEME-2-58) Z B R KM B R ;3 - A -3 A -4 (R) - (BEM -2~
) BRI RT3 - A -3 - A4 (R) - (5-fig Mt e 258 ) 2. A KB
3 - A3 MEAAR) -CR IR 238 2 KWER 3 - & -3 - A -4(R)-(5-
IR wE-2—0) B KM 253 - -3 A -4 (R) - (5 kg —2- 58 ) 2 B s A K
MBER 3 - A3 - AR - (2-FR LG ) M —4-JL) 2 B S KM B R 3 -5~
37 =W A4 (R) (5~ (A& )M e 238 Z B & 3E KB 23" - A3 - A -4(R)—-(2-
((A-FRIRHE ) 20 ) HEME -4 38 ) Z B A KM B 2537 - & -3 - WA -4 (R) - (2-((3-F K
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AR 75 2, HH R A Z PR o AR SR VR B PR IR e S P 48 PR [0 2 R O B RN BR Pk . 2 3R R
BEE I S WL L\ ZE 5L 25 o L R e A M e 3

[0370]  “Wiek:” 2R HA 12 L9201k I 51 4011.2.3.4.5.6.7.8.9.10,11.12.13.14,
15,1617 1819820/ Mtk Jil 11 BB B ST RERT AN g i 2k o i e 2 ] DA R BB S0
B IRIR I o S A58 3 P A28 i ANV ) R/ B — AN B AN “Be R B IE” B ATV 5
Bt AT e AR N — DB AN A IR B BURBUR IR U5 - (FEAR SRRy “foe ik 2 it
B ), Horh GBI A 2 w7 AR 0 J5 35 o % 491 P 149 I g i A0, 8 IV 3 (—CHa—) 5 WP 2 3
(—CHa—CHa—) 5 V. P 38 (= (CHz2) 3—) ; W3R . 3 (~CeHi0—) ; ~CH=CH-CH=CH- ; —~CH=CH-CHa—; -
(CHa) q~N(R) = (CHa )=, He g Filr £5 [ ST b & 0 52 29 20 B0, 1710, 1.2.3.4.5.6.7+8.9
10511312.13.14.15. 161718198820, 7+ HRZ BRIt AL 5 W FF 4 3L (-0—-CHa~0-05
PA R s 480 (—0—(CH2) 2-0-) o BB A] oA 292 2 2934k I+, 37 H AT i3 — P B A6-20
AN

[0371]  “Bpfa 3L Bk “Be 3L S 0" 2 Fa e -0 [ , Horp e 3Lt 2 v Bk o A SO F G A
T PR n BB 2 Crno CELFR Ui H ) ZR1E L 43 SCBLIRIR L ANECAS AT S AL R B, B4 191
pUL KR NP NS B S v KB I I B N G B 1 e e

[0372]  “FFERIL” Bk “FF AL S B R -0, Hh R W B TA AR EACH 55
Fe o ASCHHE FIARE “I5 83 nl R R AL B O 3L, D e o VB R R Je 3t L o B0
AR R B A A S

[0373]  “FFidl” je 45 75 A ke k-, Horp 5 FE A S 2 R Fradk , I m] ARG HAR ) 75 2 (DA
J 24 75 HEFELAR I 2% 75 225 ) FHEUAR 1) 8 22 o 7 M9 1k ) O e s B R AEUAN PR T R L DR 2 0 ik
MRk B | b B L b 2, LR ZE R O

[0374]  “HRARHY I BE” A& i o rp J5 e S () 5 30 49 e 8 0 B 5 2 X e 50 4 T 2
— B2 AT SR B A HUR S BRI 55 e 3

[0375]  “Tbr AL | “O5 S fe L R Ha Oy e B —0—, Hodh D5 bR R 2 Wi BT IR o 05 e i AR
(%) 5 e J2 ] DL 5 ik o 7 A0 1R ) 7 o AU R A R U
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[0376]  “Ap ke & e b XA bedt , b SEEERN S —NE R F MK £ 5
o “ERbEIE” R A b 2, Hp Prid s = 2w (RD,-F) , i (i {EAS R T =3 P 2L (0, -
CF3)

[0377]  “AxifCkiEIRE” & -0 AUk 3 o & i AU A R A FE AR T “Em b |
(B, —O—4= T Ae AL ) o s M9 P 1) 4 i ARbe 0 32 2 = R0 F 4803 (B, —OCF's ) 1 = R FR 480 Jk (I, -
OCBr3) »

[0378]  “hp L JEFE-NRR ZL[F , Hoh RFR JE A Z BT AR [ ke e B B A i f e, H 3
RAIR 1 /b — A AR Ho n B PR S FE E I RE B L 0 U T A O A R 3
SR R R 2 R

[0379] D5 RREAL” R FE-NRR L , AP RAIR &4 2 BT A 1 55 LA i) 75 2, H 22
RANR 22 /D — AN A e Ho 7 B PR 1 57 2 s A0, 1 IRk Uk 0 U AR i N R R

[F) A e A o FR A B R B U o = R R R R S

[0380]  “YE i AL SEFRHE L -0-C(=0) - [ o 7 9] P 1 e S0 8 i o B0 458 P A B A
LA T R BRI DL BT S AR A

[0381]  “FF A L HRIL” JE 15 5 A -0-C(=0) - [ o 7 W P 1 5 B B R L LR R A S - 2%
APt

[0382]  “FF bris L Bt B da A It -0-C(=0) —FE [ o 75 9] P (1) 7 J5e B 22k Pl A2 - A
Ho

[0383] R “E AL & FE-NHAE A

[0384]  RiE “FREEIE-C(=0)-FHH].

[0385]  RiE“MRIL” & 4H-C(=0)O0HEL-C(=0)0-F:[H,

[0386]  RifE “Wi2d " /& f5-C(=0)NRoF: A, Horpr B — ARAR L b 2 H L fe i L B b 22
T3 ek BRI 75 Jt 2 L 5 SR B AR ) 75 4

[0387]  ZARSCHTAT R AE “pi 27 B A7 A2 TR = B AITLRE[A]

[0388]  RiE“FEHL” & fr-OHFE A .

[0389]  RIE “HEAL” A& F5-NO2JE[H] .

[0390]  RiE “BREL” /L HR-SRILH , HrPRAEH  BEdk (BRI e 2 55 bk BUAR K 75 e 3 L 75
SRR 5 4

[0391] At FARAE “Msr i 57 W), Brde A i HUAQEE (B AR, 1% T F R MR , BYCEE A XA
Y) m] A2 A [ B9 BAS TR 1) o 1 0, R AR P 3 38 AT LA A& B B e 228, BRRy AT B2 S0 HRe 1]
DL B b 2 5

[0392] AR Scrh BAMEBH, M 4K “R” L R™7 B X7 L — 0 B A AU AT 1 5 B
HHTIR f g 2 A B R 25 0 N ERERT B, AR 8 X T R R AR P 1 “R” A X7
o 1K 2L 57 TR0 78 FEDRE ) B 15 110 A 2SR s 7E A A FF R Al I, 3X 28 58 SO A 40
AR G S S W 2 WL .

[0393] 1I.—f% &

[0394]  ROUE 2 (MW 332) 2 M S HiA 2= I B A 70 = A 0 o HE R 8 1l 5 4 T
B AR A ) IR 25 A7 3 (FE 30SAZMRE 1 IV A7 1) Sk 485 A B RNABEB i 34+ ) 254, BELIBTY & 7 9
b < FH W 88 A B A B X 2 S HA R MRS PE IS R T R (B E R RIS R Gl
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T 2R A3 ) I 45 A r i AR A7 B o KBS 2R 328 I 8RRy T Ie %, e X im PR b 58
BRI — 2 B A3 B IQ BRI JB VA I 7008 W e B 8 R SR B e v B S ANt 2 1) B 3 PRI
WA G ERTE (Neisseria gonorrhoeae) @4t .2 W Holloway,The Medical Clinics of
North America,66(1),169-173(1982); FfiNovak® A\ ,Antimicrob.Agents Chemother.,34
(12),2342-2347(1990)

[0395] W TR MLEE 2 M R ILAAR &, I R B4l T 2544 31k & M T KW 3 2= A
acmimycin, HH MR 28 O3 N L LHAIE PRAAES , FHT-V6 77— MO 4 22 PC P MR 4t Bk 4
% JLGismondo%E,Drugs Exp.Clin.Res.,17(2),101-104(1991) . KMEF XK . A KM E R M
acmimycinPAd e~ TEFEIF,

OH

= OH
H : CH g
HC/N ; o] SMs /H : o o «CHs
3 HsC
NH OH
NH O
H3C/ H3C/ TCH,4
XAEE Acmimycin
[0396]
(__}H
H H
N : o} 0. ™ML
~ o~ CH3
HsC
HO 0
OH
NH 0
Hae”
AXNEE

[0397] &R 1. KM= AR E F MAcmimy cinff) 4544

[0398]  TT1T.3 Wit dAn3’ — bt B KWE R TEY

[0399] AU BH A (1) A A M b 12 37 — I 48037 — It L S B AN 3 — [l 437 e S U W
BRI AL — LS 7 P, AR A R AL T 2D A B n] 25 FH L SR
7.

M

0
-1II|||O
X

[0400]
HO @)

[0401] Hip
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[0402]  RiFIR2 %% [ AL 18 [ AEANFR T-H. e 580 Ak et A 57 o 2 e 4

[0403]  Rafddedit;

[0404]  RuJSZHbME FHAPR TH 2, ek B 00k H

[0405]  Retfe F AHLANKR Tbe 5k BRI e it L 07 et L BUAR ) 57 e i L 55 6 L A ) 7 s A i
Ko

[0406]  7F—LLsLjfi /7 =P, RuFIR2 S H AAH. E— 2852 7 Brh , RuFIRe 2 — B N A%
P 3L A o P AR AN B o IR I 32 RS ) SRR A i ) A #0R T Greene and Wuts,
Protective Groups in Organic Synthesis, 2 =k :;New York, John Wiley & Sons,
Inc. , 1999 £E— 8Lt 77 2, RiNl/BRe e AT 5 K 85 3R 28U - T1 Az 5 P R R ) e e
PR HE B be S SR PR S o AE — LS R, RuRH/ BR A A I AL SRR B Y A
R b B Bk L AT T Ak e B R A, O T f A AL (a0, B2 R A D) B B o A
—BE S 7 ZE R/ R 75 e S e s, FLak | R AR IR A — D A B L e A
M A BAR ) 1 28U e A o G SRR A A AR AR TR 4 e (CBz ) X R AR B AU i (Moz)
XA AL (PNZ) RN A, W AU R SR L 2, 4- U R B AN, 4- R -
6—MiF = SEU B Ak o HUAth %) 75 ot SRl B Bk B AR 4 B A B AR AR T R R A B AU B e Ak (5T
It S e B FR LA BRI (Bl o) AU A S AR R ik o 78— S8 St 7 S v, RuRIRo T & 35
“NCBZ o

[0407]  FE—LESLifE Ty G, Reje Co—Cale ik (9 41, PR 2k £ 36, BRSO  ELBEERMVIR I TR 2
TR G O PR R R AR ) o AE BRI ) S R B AR BT R (AN, R ) .
[0408]  fE—LBSLE )y SH , Radd [ HOH Y R AR 0L o 72— SR 7 28 P R J dik
[0409]  £E— LUl Jy =, Re e e dik B e it L o e it L BRI 77 Joe ik L 57 R mCAUARC Y
753 o AE—LESEE U7 G, Re A 45 2% 55 FE IR e (4912, —CHo— 2% 55 FE B -CHo-FR e 2 ) o AE—
s 7 &, (DA A -

[0410]  3"-— -3 - RA-4(R)-FAIFEF I KM EF 2 (1419)

[0411] 37537 -l A4 (R) kR —2—J - L U K EE 3R (1422) 5

[0412] 373" A4 (R)—(3-H 408 R 2 A K EE 3R (1423)

[0413]  3"-Z&-3" A4 (R)—(4-9) R A2 KW FH = (1424) s M

[0414] 37— &H-3" -l -4(R)-2- KL LA B KM E R (1450) 5

[0415] B HAT 24 HEhEAT 24 .

[0416]  FE—LLstjfi )y &b, Re& BT Hal(D L&Y 23 -k 2 = KB R TEY,
HAE T FON KT RZBL I, R B A Z51-C(=0)Re, FoHRexk A Je ik BRI Je Ak
75 Joe A S HUAR) 5 e i 97 AR I 0 e o 7E — BB S 77 S8, Rea B B 2 05 2

[0417]  FE—SLSZyf 7 S, Reifk H 2% 75 2  HUACIR 2% 05 6 2 BAR ) o A L 41 3 BUAR
IR —CHaR7 A1 -C(Rs)2 s HorbReade [ 75 e 2 AR 55 e 22k | e o7 e L BOUARU) 2% 5 2 MTERLA R
IR Horp ik AR 24838 8 AT VA28 D9 BL N B — FhEs 22 it [ A 2R < AR 48 3 e 2k
BRI 2R3 L 2-BUA R 2R 3L L 3B B A 2R 3 . 2, 3— B 2R 3L AN v AN 2R 3 — S %
TP e FE BUAR A B IR I, s 3 H A Ap A — AN Reh S Hb A2 75 L B BUAR () 75 5 o 78 — BB S it
R, RerE ot 4k ek A Ak Joe ik e Ak S B A 5 30k 1 —CHaNHC (CHs )3 s ~CH2CH(CHs )2 —CH
(NHz) CH(CHs) CH2CHs v —CH(NH2) CH(CHs ) 2« —CH( CH2CsHs )NHC ( =0 ) CHosNH2 . —CH2CHaNHC ( =0) CsHs
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F1—-CH2CH2NHC ( =0) CH2CsHs o
[0418]  7F—LUsjifi /7 2, Rexe 2— A SR BLA TR i o 7E — LB SLJE 7 2, Redes 4 75 J B
BRAR ) 255 3 , Hob I ad 2 55 e 3% 1 Wbt e 3 g e i L g i e R IR L | =gt =
W e | G g e DR Iy 356 WL g L IR A R MDA R | s R | S R R | S - e R R 2 O
MR I B 1 Reore HRAUT) 28 75 RIS, BT I 2 0% SRR W 4 e B DA T 1) — N B 2 A BRI HUAR -
B R VR B R R L 5 R U b AU L AR e (i, A AR )
A AR AR T bE A 5 e A A T A T U AT T 2 R s I R I R 4 T, 2
J L AR AT DA R S TR L L | A O NH W NO2 = 4R B 4 L L R L AR 2 R (Ml
X 2 AU 2R ) B = R AR 4
[0419]  fE—ULSLjE 75 22, Re i H A -C(Re) o5 MM 05 20 FF 2, Horp R — M Reil ST HE
& 77 A B 55 285 o DR G, R AT DA R B4 05 ik (R 4 L T ARe FT IR I 05 e 2 — )
EUAR I 2R FE B AR 2 5 3t o 72— BE st 7 2P, P Re I A& AR 3
[0420]  7E—Uusijifi /5 9, Re LA —CHaR7 &5 M, I HaU (DAL & 4042 X (Ta) b BB L AT
2 R BT 2
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I
: R
N 0] O &3
H3C/
[0421] HO 0
R4
N HN 0]
He” R, \f
R7

[0422] EEP

[0423]  RyAIIR2 % [ S0 7 SEH bE B L R BL B 55 e AR L e ik

[0424]  Raf&hedt;

[0425]  RufEH.J2E  heddmibe | AL H.

[0426] Ry F 75 e 2  ERUARIA 25 e 2k 2% 0 2 EUARI 2% 55 A DAL R B ) 25 38, JLrp ik
BRI IR LT VA DA —PhE 2 Pl BRI 2R L L be R B R | 2- BRI 2R 0 L 3
BER R EE L2, 3- B 2R R DA B FE A P IR R B — A I e S AR B R
[0427]  HE—ULsfifiJy R, Re& BRI 2R 2, Hode [ A- 0K 2 A -FF R L3R B R O |
SRR AR LRI oA L 2RI L3, 4 AR SRR N2, 3- U,

[0428]  7F— Ui 5 SEH , Roje 28 5 BRIV 2 07 2 , FLAL 00 | DA 19 20 2 - ik e
FE LSRR =R g g kR R R R I e | R IR I e B Iy R L I 3 |k
S DRI IR | S bk R e R R I R A U S R R S 2 S
B, Bk 24 75 L3 1 b 3 | IR A L | % S e L A IR e

[0429]  fE-—SESLja J7 R, R B 2 05 4, JC v Pt 2 5 gl — AN Bl 2 A DL T 2 A
HAR : G 0 Br R L 75 AR A VI 2 L o R PR R LIRS L e A L AR e (g, 4
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b AUKE AL ) e A A AU A, L 97 Bedk (O Ak L 5 S B RERAR 75 5 o TR, R 55 B ]
W ANBLE AT E IR AL L OO U AL DR S U L RS B AU AR
FE— LS Ty S8, Re 2% 55 22 AT 4 55 S B 25 5 0k [ A, FEAR R AR — M AR R K0T 2
(B, ReZ 77 3 5 53— 57 L BERACR 55 2k ELPGE 3%, BOB I A 5 53— 97 S U 57 5t
e, PIrd FE R AR TE A etk (a0, IR 4 \-0——C(=0)~B{-NH-) o« R 7 HEIERL I 75
75 H A PT DA A R R R IR A R R A e R AR S (ol e R ) e
AL RN 2238, (o, [) R AR B 0 ) 6 , BOOR AL G BCUAC ) 2R B Uk (451 2, 1 2K b
Hh— e - A AUGE R B A AU - B A U ) .

[0430]  7E— LS Ty S 7P, Rose 5 e Bk BREUAC N 77 e ik , FL A5 2% 55 SE B 205 2k
FE—RESCH T S b, 57 ek BRI 57 e 2 Pl A0 35 38 I DATR 9 2 09 6 M g 2k L =0 =
VR e g e A R e | R RO e | DR IR I By L g R e | B e |
Je | SRR R T e T R DR MR T  7E - B S T F , Re A L i TR O
I e o G R IR A R (1) 5 e i R A 5 e i O R I AR D5 R A T A B 2 A
LT 2 P B 0 e i A 59 T A VA A L KRB L B L bt L B ek
(A, A ARBE RS ) VIt S A A b 2 B L O e i L 5 8 O AU TR 7 2 o Al
F5 HE A AN B AT R TR L T ANO R AR R R U R B = R
HUAR o BE A, 55 e R ) 2 2 7 703 ] A 0] funtye 2 O L 0k W B U i 3R PR R B A
fEd HUA QI A

[0431]  fE—EESCl 7 S8, Road 5 U 77 4, HAT IR L — B A 97 3 U QR BUAR . £
ST R R OT A 2D AR BN (Ta) S5 P i B 1 7R S ]
A R AH AR (R, AE2-A7) o fE— 2SS, a0 (Ta) A 42 30 (Th) L (Te) BU(Td) Y
WA B T 2 HI SR BT 25 -
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[0435]  RuFIR2%% [ b7 M e A 0 B I B 75 e S e e

[0436]  Rojftfidt;

[0437]  RujfEH.FHE Bedk B e S

[0438]  Xu&CHERN;

[0439]  XoFX3 420, SEINH;

[0440]  Rg.Rio~Rit<Riz RusFIRuaBR 7% I H. i 2 FEHE S AL WN(Rus ) 23 523 S BRAR R e 32
e S L A AR AR L T e AR D e A O b AU | (4, PR IE B 2R 5 R ) L 9 R
W (494, 55 A ) DA S CBUARR) 55 2 (8] 2, B 2% 55 R BUBUAR) 2R L ) 5 B Ro AT
Rio— 2 + B R11 AR 1o— i A& P e 22 (51 21 , ~CH=CH-CH=CH-) ; H.

[0441]  Jrp RE— N Rus AL FH . St B L B e 5 5 e 8 L BRI 55 o 2 L 5% 8 (A
A, R BRI T ) AR 557 22 (49 2, BROA R PR B AR 2% 75 82 ) o

[0442]  FE—LL52ji 77 P ,RoRiosRitRizRuisFIRiaH 2 /b—AEN(Rs )2, 001, Horp—A>
Rus A 75 2 BCHUAR 1) 75 2 o 7B — 852 77 2, Ro < Rio Rt~ Rua Ris AR H 22 /b — A & 55 FL Bl
HARH 75 %5

[0443]  AE—L8sjf Jy Sy, Frd A & W02 X (Ib) A4, Ho Xus& CH, JF H L HiRio AN & H
(g an, HorbRuoi 9 75 2 VERARE 55 2 L o B BRAH B ) o 72— BB SET 7 SR, Pk i 5 ) 2 X
(I EY, HrpXss& S HRisAgHo 75— 28511 77 R, RuaAEN(Ris) 26

[0444]  fE—dusj Ty S, (DA WEA -

[0445] 37 - & -3 -S4 (R)—(3-MEmE -3—4% ) Bz KM EE R (1299) 5

[0446] 37 - & -3 -4 (R)-(HEWE-2—55) LBz 2 KM A2 (1329)

[0447] 3" - & -3 I -4(R)—4- A Btk KW FE 2 (1364) ;

[0448] 37— 53" -/l -4 (R) Pk -2 Mt 2 K L EE 28 (1365) ;

[0449] 37 - & 37—l A—4(R)—(4-FAIE) L I 2 F KB 2 (1367) 5

[0450] 37537 -l 4 -4 (R)—(MtnE -3-J&) L WE 2 KW FE 2 (1368) ;

[0451] 37— -3 -4 -4 (R)-Mtng —2-H BL a2 KW E 2 (1370)

[0452] 37— -3" -l -4 (R) -0 FI ORI L B 2 F KM B R (1399) 5

[0453] 373" M A4 (R)—(3-H Al R L) M K M A 3R (1400)

[0454] 37 - & -3 -4(R)-[3,4-CIFH 48 5 ) oR Jt | B s KU AE 2R (1411) 5
[0455] 37— &3 -4 (R) - R L £ e KB 2 (1412) 5

[0456] 37— &3 -l -4(R)-(MtmE-4-J%) 2 BE 2 KA 2 (1413)

[0457] 37— &-3" -S4 (R) - (Mg —2-J%) Z ME 2 e K AR 28 (1439)

[0458] 37— 53" A4 (R)—(MEME—4—Jk) 7 BR KM FF 25 (1443) 5

[0459] 3" A -3" - -4(R)-(2-Z FEMEME-4-JL) Z BR Z KW E 2 (1444)

[0460]  3"-—&-3 - %E—4(R)—(5-FMLIE-2-5E) Lz R MR (1445)

[0461] 3" - &3 A -4(R)—(2,3- “HFAE) LBEFE KMER (1447) ;

[0462] 37— & -3 IS4 (R)—(2-F L) L B e KM 2= (1448)

[0463]  3'-&H -3 - -4(R)-(MER-3-2L) 4 B A A KW E 2R (1449)

[0464] 37 - & -3 i f—4(R)—-(MEHE—2—58) F B2 2 KM F 2 (1453)

[0465] 37— %3 i (R)-CRIFwBME-2-J8) 2 B & K FE K (1465) 5
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[0466] 3’ - &3 4 ~4(R)—(LH-BME-4-35) 7, T G L A MBS 25 (1466) 5
[0467] 37 -3 M -4(R)-[3(R)~2 M -3~ (4~ IR 5L ) JA B I KU % =R
(1487);

[0468] 37— 53"/l A—4 (R)—(MEME—2— 0 ) 2 h 2 KM A5 2 (1489) 5

[0469] 37 - & -3 A -4(R)—(5-hg St e -2 ) Z B AL K M A 2 (1490) 5

[0470] 37 - & -3" A -4(R)-CR I MEME -2 -3 ) Z B & 3 KM EF 2 (1491)

[0471] 3" -3 - BA-4(R)-(2-F K- 1-35) P ELE L AW E K (1492) 5

[0472] 3’ -—&H-3"-MA-4(R)-(2,2- K 2B KM E & (1514) ;

[0473] 3’3" A4 (R)—(5-IRILIE —2-38) Z B2 R KM B K (1516)

[0474]  3° - &3 A4 (R)—(2- K FEMEME—4—3) Z.BE R KM B K (1517) 5

[0475] 3’ - -3 —BA-4(R)-(MEnE 238 B AR AWM E R (1518);

[0476] 3’ -3 A4 (R)-(5-ZRFEME e -2-58) Z B KM E K (1519)

[0477] 3" - & -3 - -4(R)-(2-CRFRZ L) e —4-JL) Z B 2 A KM E K (1520) 5
[0478] 37— &3 A -4(R)~(5-(4-G R ) e -2 ) Z B & KM A % (1535) 5
[0479] 3’ - &3 A4 (R)—(MEMR -8~ ) B IL Z 3L KM A K (1536) 5

[0480] 37 -Z -3 A4 (R)-2-(1-"FHE-1H-1,2,3-=M—A-JL) Z A E KN FER
(1537)

[0481] 37— & -3 Ml -4 (R)—(2- ((A-FUHRIE ) I ) I —4 -2 ) 2, Bt 2 K T 3R
(1538);

[0482] 3’ - & -3 -JHA-4(R)—(2-((3-F AL ) &L ) MEIk—4-3L) 2. Bh E I KM B &
(1539);

[0483] 37— "&F -3 - -4(R)—(2-((4- (= q F 28 2k ) R 2 ) (0t ) Rk —4 2L ) 2, e 2 At
KUE R (1540) 5

[0484] 37 -3 WA -4(R)-(2-((4- (=g 5k ) R ) U 2k ) e ik —4 - ) 7, R 2 K
MEF R (1541) ;

[0485] 3" &3 A -4(R)~(5-(4—TRARIL ) MENE -2 ) Z B & K M 2 (1542) 5
[0486] 3’ - -3 A -4(R)-(5-(3-FF AL g -2- L) Z B & KM B R
(1543)

[0487] 3’ - &3 A4 (R)—(4-&UL e -2-58) Z B2 R KM B R (1544)

[0488] 3’ - -3 -MRA-4R)-(FTHER) ZBEHREKMWERK (1351);

[0489] 3" A -3’ -AE-4(R)-(3-F L) T B RN WEZ (1369);

[0490]  3°- (-3 - A~4(R)-[(2S,3S) -2~ HE—3-FF JL I R Bt 2 S KB 2 (1485) 5
[0401]  3"-=H-3"-E-4R)-[2(S)-FHE-3-F R TR RN EZ (1486) 5

[0492] 3’ - -3 - A -4(R)-[2(S)-(2-E I L B &) -3 A B -2k K&
#(1502) ;

[0493] 3’ -5 -3 —MRA-4(R) -3 2K Bt &L A B L 2 KM K (1503) 5 A M

[0494]  3"-H-3" - -4(R)-3-(2-R B L B ) Wk 2 KW E 2= (1504)

[0495]  mf HLAI 2 F b Bk AT .

[0496]  fF—Mbsjfi fy & op, 5 A M E R AL, RO LAY B T 13N 455 Bofr
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B HAh 41 B 8087 B g s A R A RN o /2 — 2L sty b, 5 KM E = AL, Fridik
AW O MR e B AR YR RS A — SRy R, 5RO E AL Frid e &
Y HL AR R B0 45 8% 70 SOFT TR 30SAZ MEAR 1K) 56 B 77 o 6 — SESL i 5 22, 5 KW 8 &= AL,
Firid Ak A4 505 8 25 0kt AL A HE HH 25 SRR AR

[0497] IV.HjZ4

[0498]  7E—BEACRKR MR SEIE T B, KL AH KN AYERTZ T A BB XL EY,
TENE 2352 3 2 5, SeRe e (it ( EL R s W e kb ) A R B A FF (1) = R A A P BTG THEAR
BRI - A 2L A Wi FH 22 52 53 I B 24 ] 38 AR BH 2 R 2 AL A 0 AE )
R P (A e A4 10 it FH I AL A 58 2 TR U & T ) , BT sk &) 2 e 2 A
Yybg = (lan, i R BV R SIS

[0490] AR AR AF G ETZ Al B4 (1) (Ta) . (Ib) . (Te) /B (1d) L EHIH)
k2 — 5B B BT B AR (0, Toam 2R L I ) SN T T R B o BT 24 (1) B P Ik A7 A
T R B 23 1 BE G AR P 2, BT AR AR B pH R AR 7K PR S AR TR K i o A R B A R
WA RTZE T TR TE R 420 (T) S (Ta)  (Th) (Te) /8 (Td) b A P A L BUR AT
A DATR R 28 A FR R T o I T T I S A 2 2 [ Bt i » JHL ] AR T 2% (91 4, 7% 52 pH
BB B ) T R

[0500] Vﬂ_g‘}fﬁﬁ

[0501]  ASCHIA KW S P E AT 25 F Ehit . vl 25 A #h ] an #5 38 T- Berge 55,
(J.Pharm.Sci.,66(1),1-19(1977)) , HAE A LI AAEASH ARE T A7 7l RAEN
HR] 25 FHIR 6 (B ) o

[0502] W25 HEh W FEHAE T HIAE R 8 FLIR 2h SR 31 WA B 38 AT AR IR 2k B IR 28
HoR R EL IR 25  AH PR £h L IR IR Sh RN Eh IR £k o AN SCHEIA AL B W 1) 5 ] 451 e o A A AL A
W5 BRI B8 AE V8 VR s LT 1) 6 o SN 58 i i » 3B I VS N3 & (1) I odk ShAN VA i T 3L
(R 77 5 AT ATV HP &85 it o 7 — BS STt 77 8, T8 3 ST S U id e Vi B ) 2BV
AT 75 Eh IR Eh o 7E — BE S 77 Z8Hp , W 2] SR R Sh IR Sh B IR IR 6

[0503] VI VA7 ARG T ik

[0504]  7F-—sEsLjia 77 &, AR BH AR 8 AR AR 7 L 52 3 PR T AR
YL T715 , Horh BT ik J7 VAR 45 52 3 e KW B = AT AR (B, 0 (1) (Ta) . (Tb) .
(Te) /BT A, BRILRT 25 A /B n] 25 6D

[0505]  WJiEIk AR & BH A FFI) AU ST RIS AT HH & P REY) 5108, BR5 H T R R A
B 4 AR B o A LB STl T S, BT IR SR T A B R Y o TR AR B A TR I S R
TEWRITHR R BIEME EROFEEAR THUL I EMEL: & amaRE
(Staphylococcus aureaus) 3=l EKk1E (Enterococcus faecalis) RJIEAFE (Bacillus
anthracis) BEIRE BRI A (Streptococcus species) (H, Bk BEBREH
(Streptococcus pyogenes) ffifi % 55 BRE (Streptococcus pneumoniae) ) KHF &
(Escherichia coli) & ffT1H (Pseudomonas aeruginosa) . Z0E /REMH
(Burkholderia cepacia) B JEATH BRI PIF (Proteus species) (BT, & A2 TEAT
(Proteus mirabilis)fEE LA E (Proteus vulgaris)) i % 7 & A H
(Klebsiella pneumoniae) #HC A BN (Acinetobacter baumannii) . W 3% 27 57 B
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M (Strenotrophomonas maltophillia) .Z# 2 H (Mycobacterium
tuberculosis) A7 BAF B (Mycobacterium bovis) %R & W) HoAt 7 BA 1 A SR
ER A HAE R 3 B E (Mycobacterium ulcerans) o

[0506] A BH A FF F= 8 75 35 AT FTI6 73X S8 959 E , DR DA e AT i 9 8 1) AE K R B
P8 FHERAE R TR , VA B e , BURA A 77 FU S AR A RS T B G i i 1)
BRI — MR R o IR, R AR AN R I A I 328, R YRYT S HOEEAR I (UL SR E YR TT
7 B E AT R )T AR AR TR 97 52 P AR R i 777, DA &
TR CBR, Biy 1k ) IS () J7 35 18 AAE O 2 5 T A SCA FF I AR MBI 22 5 T A SC A FF
A S S2 33

[0507]  FE—Lsuja Jy S, 48 T R ik oA UL PN B8 0 ot FH 140 24 4 i ) o 2 1
KUWFERNTAEN  RI, 7E— S SK Tt )7 S8, Firad il 550 AT il 28 A0 28, i AN R T 7 77 B
e AR ) R R ER BV R BB R FLE RIE R E A AR LS B, AR A
FH AR AL T O R T BT iR & W A0/ 85 , B AT B TR R ] 24 R 55, T 491
i ik w5 ik A BRODL PR 9 5 e

[0508]  fF-—ULsyfiy  , KB RNTEMAE—ME 2 P HARE T AV BT Z 5B
[] B it FH 2252 3 - oAt YR 7 A A 4 mT DL C RN SURUAE AL S Y BRI 2 TR A/ BROR 198
[RIEIT R0, LR AEYD) A0, HAtG TSP e iidE R B E & &, HIE &
RO HFHERV. P AU IR FAR RS TR ZE RO VR R UAREE Sk E =, a0 k78
S Sk PRI | Sk AT S P AR AL SE R TS B  s RENN BITAE R D R R s RERN G
AR Z AT 2 s 2B s B U I s c loramphenical s FRHMAME s 40 R0E s T B &
/R A By B, HAh I &2 g 2L &, w i E AR T 57
JE 2% BEARIAEST (BT Rifampicin)

[0509]  fF-—RLsLjifi 7y 2w, BTk K WLEE 2 AT AE W) B AT Buds s 248 20 41 1T Je e 1) o FE PR
PE G0, 75— 2L ST T 2R, BT A B AU CL N B R BT 1 - 45 % A BT B RO
FFTE 35 BBk TR I 28 BE K B G EC AN AT B BUVE 22 2R W S R SR M B TR PR PEVE T AR
A A 7 B B AR S A S B v R P S A IR G VS TR o AE - RE ST T SR,
A PP — PSR G TS PR EE B 5y — A v PR 912511020 .50 100 B B £
£, e i s/ MR BE (MIC) Bl A= i A

[0510]  7F-—EsLjia 77 & , Tl A W I e A0t i A 8 AR M 45 % 40 T A TR AE N I 43 RS 1 5
YIS o A — LS 7 S8, P S G HH 45 % 0 AT T 1) 22 24T 24 Ak 5 o et AT HH
3 B A B GE , BFEEAR T 42 B E (M. bovis) s £5 1% & W) HoAt 75+ 41 B (H1
w, B B A (M. africanum) M. canettiH iR 2 BAFE (M.microti)) s BRAE &5 7+
M, & EAR T B2 AT E (M.ulcerans) S A 2 B AT E (M. avium
intracellulare)  EFERT O FATE (M. kansasii) B &K DA E M. fortui tum) « 5 H F4F
B (M. chelonae) R A AT (M. leprae) o

[0511]  fE—ULsLjfE 5 &m0, 1 KW R ATV H 2 CAF A AE MG 1) 52 i 3 AR —
e S 7 S, TR MR e OO B 2= AT AE W LA FRBD Sl AR A i e BT BT Tl AR IR R
Ko R, A — S ST 7 S vh, TIPS PR kb e O W 85 2= AT AE M DL A Bk D UL 2 — K
A s (a) FEA 2GR RS (1) 32 2 R IR IR s (b) AR I I R s DA S (o) HAL & o
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[0512]  7E— RS Uy S rh, A B AT I R U 1 AR IR YT 7R B 32 iR T A
I TTE , Horh Brid 52 A 45 52 03 it I (D AL S B ] 24 R ER BT 25 -

U

7
N : 0 o N
HaC i
[0513]
HO 0
R4
N N
He” R, HT R
[0514]  Hrfs

[0515]  RyAIR %% [ Mt 7 b 2 H e 20 I P i B 9 o SR S e it

[0516]  Rsfebidt;

[0517]  Ru@H. ML BriBiled bt A

[0518]  Reife [ e AR S J 05 be A2k  BUARC IR D5 e A2 7 e L LA o5 R B A
[0519]  FE—SLSfi /7 S, RuMIR2 & H a2 Ho 7E — SU L 7 S, Rasxg Ci—Cale 2= (1], HH
e OHE BE SRV E BB ORI T A R O R R R ) AR ST R
W, Raxe FRE BT R (9130, IR T 2 o /B — B ST 7 22, Radlt 1 HL OH AR R R Ak o £E — 18
SEHE T R R FR

[0520]  #F—uLsiyfi Jy b, (D AW K E RE K (B, Hrh R/ B ) o /£ — 285K
Jiti )7, Rz —C(=0)Re, HeHh Rk F bt dk  EARIR fe i L 5 e e ARG 97 e 2 L 7 B Y
AU 57 etk o £E—BESLE Ty R Res—C(=0)Re, HH -
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(CH3)2+~CH(CH2CsHs )NHC( = 0) CHaNHz . ~CH2CHaNHC( =0) CsHs F1-CH2CH2NHC ( = 0 ) CH2CeHs ; BY,
[0522]  (b)Reife [ Z% 75 J2  EUAR K 2 5 58 | 2-HUAR I L | 41 2 BUAR ) 2K 2 —CH2R7 I —-C
(Rs)2s HorbReak B 75 e 2 L AR 55 e i e 7 ik L AR 2% 0 A A AR 2R 3 , L v ik
BRI 2 e ) A iR 2 | e B A R o 8 L 2 AR R L 3— B AR R 2 L 2, 3-
HUAR ) 2 5 AR G v PP A 2R R g — S A IV e s A ) — AR 5 HL H HRe b N7 b 2 55 L B
BRI 75 4

[0523]  BY H. AT 24 AR BRI 24 .

[0524]  fE—SUSLi )y S, Read 2— A B B4 - L o £ — LU SKTf 7 21, Re e 7R 75 FEBK
HAR P 24 75 55 , Hovb I 2% 5% e 1 WUk e 2 L g o 3 b o | e B IR IR L =g =
R | S K | Wy 5 L o Pt D A R | SR S | S e B
VR AL L o >4 R BRI 05 I, s 2 55 FEFR A4 308 1 DA ) — A A AR EE AR .
AR R VR e R U O AR R e e U L B e (A AR A )
A AR U T b A L 7 e A s T e T U A T s R | W R I R 4 T,
PRI 7T LA B S0 PR FP 3 L AR ONHo WNOo = 3 FF AR W R 3 VR R R B =
LSS
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& 757 A BRI ) 55 5 o DRI , R AT DA s DR B 05 i (V0 R ARe FT IR I 05 Bz — )
HUAR ) AR L BICEAR ) 28 55 2 o AE — LSR5 2P, DM Re#R AR R A o
[0526]  fE—ULsifEy &, Re LA 45 —CHaR7, 3 HAR (AL A W2 R (Ta) b B W Hm]
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[0520]  RuIRo % [ 1 S7 b S H A A8 B R B b A B

[0530]  Ras2:fdi,

[0531]  RufEH.¥2E  peddmibe | At H.

[0532]  Ryidk |9 75 bed  ERAR K 75 e gt . 24 95 226 AR 24 75 22 DA R B g 2 3, B vp ik
HUAR I 2RI < AR 2R3 L e S AR K 2R 3 | 2-BUAR I 3k L 3 AR 2R 3 L 2, 3-
AR R DA B o P AN 2 B e — JES At 0 e S A Ry AR O

[0533]  7F—Lbsifi 7 S op , ReZ BRI 2R3 , Foike [ 40K 3k LA FR 2R 0L L 3 FR IR
S-FRAR LRI oA R (3,4 Y AR LR LR, 3- R,

[0534]  fF—RLsififi )y S rp , Rofd 2 5 SL BCAUAR ) 26 55 3 , HoA e B DA R 1) 2 9 228 - e
FE MR R RL g L kR L eI I | O IR B | LR | ik e
TR IR | A BRI | SR B | % R R A S R IR | AE — s it b Re AR
NEE i e | B e | S e w1 IR IR R ) % 5 3

[0535]  7E—LLsijifi Jr S b, Rod BUAR K 2% 75 3 , Ho v i 26 55 Sk — s 2 A B R 3
HUAR : F A e R U 5 A U 2 X 2 PR R VB L e AR e (i, 4
I ARGEE ) IR A A AU AR A L T e g R S AR A 5 2 L (Rl , Re R O R T
WA A SR A R N0 R R A R L R R = R R AR
FE— BB S 7 &P, R 75 Tl 55 TR 5 75 FE 3L A B, A5 R — AN S8R R I35 3L (1)
ReZk 75 2 15 55— 55 FL BRI 25 3 B 47 10, B T ek 5 55— 5 L B 1) 55 2L i
Bz, BT IR VE BRI A0 e (01, P FF 3 ) . —0— . —C(=0)~B%-NH-) o 5 Ry 2R 3% HE 7 B 110 2 %
S AT DA A 2R 3 IR AR L R R A | i 2 BRI SR (o, R S ) e A
S EAR P 2 3 (o, ) R AR S R 3 ) &, BRSO ) 2R R U (B, o -
He—  BEAE - A pd AU - A AU - B R )

[0536]  7F—LLsififi 7y e, R 5 Ke i B IW 75 be it , FL A0 5 24 75 Ll BA R ) 2 05 3 o
15— Se Sy & op , 75 e BUEAR I 25 e S w5 3 ) DA K 26 95 3 ke L =k L =
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VR J g i AR i | R I | D IR I TR Wy LG G DR e | T P |
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e B TR R I 10 55 5 BE B B 1 5 e i o O e 1 A 05 SR A T A B A
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fe e HUACHE A

[0837]  FE— LS Ty S8, Rod 5 SR O 4, HoAT IR e — AN B A 77 2 AR BUAR . 7
RSt S, S RO A B D AN RUE T B BN (Ta) S5 44 P i) B S R LS ]
AN SR AR AR (R, AE2-47) o A2 — 28 SEy S, S0 (Ta) A 442 30 (Th) L (Te) BL(Td) [
WA Al 25 HIEE BRI 24 -
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HO O
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[0539]

[0540]
[0541]
[0542]
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[0544]
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R, OH
A : o o, R
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N NH o)
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N
N / Ry
R1z , 3K
(ld)
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/IL : o o o
HsC
HO 0
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N NH o)
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R13
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Ri4
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RuAIR22S E AR S7 3 A& H | e S I P ek B 5 e B I i 3t
RaAg e 3 5
RaFeH . F2 3 e B Bl e 8 3
X172 CHERN
Xo A X340, SENH

RoRio<Ri1RizRisFIRua 7 1% H H L 7 21 5828 AH 2 WN(Rus ) 2 ek U e 4t

FEASE A AT AL A e BRI 5 et o e s 2 5 (B, R R B R 05 L) L A A
2 e S (48 2, 5 B A ) DA A HUAR ) 75 22 (4t , AT R B BRI 2 75 28 ) 5 B P Ro AT
Rio—7& « BR 1 A R12— L 42 P48 3 (451 8111 , -CH=CH-CH=CH~-) ; H.

[0547]

Horp g — D Rus B IR B H L et BRI e 2 L 55 ek L BRI 95 Joe 4 5 22 (4

1, ZRILTRIR 57 5L ) R 25 2 (4, B 2R BB 2 55 3 ) o
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Ris At 75 e B A 75 4L o 7E — B85 i 5 =9 , RowRioRu1Riz RisFIR1a T £ 70—~ 4 75 LBk
EUARH 75 55 o

[0549]

FE BB ST Sop, Frid e a2 X (Ih)AE Y, i Xo&CH, I B R A EH

(B4, o Rodde 75 38 B 75 38 L 1 R BURS 3 ) o fE— BESE i 7 Bvp, Frid b &9 & X
(IEYD, Hor Xsa&S HRisseHo 7E —S852 it /7 R, RiaA&N(Ris )20

[0550]
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[0553]
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[0557]
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[0569]
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[0573]
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[0574]
[0575]
[0576]
[0577]
[0578]
[0579]
[0580]
[0581]
[0582]

fE—Lesyfy Zrp, (DAL A -

37 - A3 - REAEAR) - (3L E -3 NI & 3 K WA 2 (1299)

3 -3 A4 R) (e -2 ) Z B EE KA R (1329)

3 -E Y- REAR) A-FORF BRI N R (1364) 5

3 - &3 A (R) W -2 -FF B KA % (1365) 5

3 - &Y HEAR) (AR L) BRI KM B R (1367) 5

3 - A3 AR (e -3-3E) Z BRI KM E (1368)

3 - A3 A4 R) e -2 B KA (1370)

3 - A3 A AR) K IR 2 BRI KM AR (1399) 5

3 - A3 RAEAR) (- AR IR ) L BRI KM (1400)

3 - A HEAR) -3, 4-( R A3 R ] 2B A KM R (1411) 5
3 - A3 A AR) R LB R KM B R (1412)

3 - E -3 R AAR) (g -4-3E) Z A FE KM EFE R (1413)

37 -ESY R4 (R) -(BEIE -2 3 ) 2 B A I KM B R (1439) 5

3 - A3 A4 (R) - (MEME—4—3E) Z B 3 K FF 5 (1443) ;

37— A3 A AR - (2 FE MR -4 Z BE R FE R K (1444)
37 -A -3 A AR - (BRI E -2 28 ) Z B 2L KB 2K (1445) 5
3 -TE - MAEAAR) (2, 3- IR L) AW RS KA R (1447) 5

3 -3 A AR) - (2-F AR Z B E SN WA 2 (1448) 5

3 - A3 A4 (R) (WA -3 ) Z B & K EE R (1449)

37 -E-3 - REAAR) - (s 238 ) Bt KM B 2 (1453) 5

3 - E - AR -CE IR 238 ) 2 B JE KM E 2 (1465)
3 - -3 - A4 (R) - (1H-BR M -4-38) Z B S KA 2K (1466) 5

3 -TE -3 -RAAR) (B3R -AFE-3-(4-F AR AR A AMER

3T - A3 A -4 (R) - (MERE -2k ) Z W KWL E 2 (1489)

37— A3 A4 (R) - (5-RH AR E -2 Z Bk KW 2 (1490) 5

37 - A3 AR -CGRIF MR -0 ) 2 B KM FE 2R (1491)

3 - A3 AR (bR MEE -2 ) Z Bk KM FE R (1516) ;

3 -3 A -4(R) - (2- IR BEMEME 4L ) 2 B KM E 2 (1517)

37 - &3 A -4 (R) - (b -2 2% ) TR Bt A A K EE 2R (1518)

37— A3 -4 (R) - (54 g -2 0 ) Z Bk KL EE 2 (1519)
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[0605]  f7F—LUsSLifi )y R rh S G I A BE R i gy, IF HaU(D ek A -
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[0610] 3’ -—4&-3 WA -4(R)-(MEME-2-3L) 7, B K WA 2 (1489) 5

[0611]  37-& -3 -4 -4(R)—(5-fiH2EME e —2-4%) Z. B & KM B 2 (1490)

[0612]  37-FH-3" -2 -4(R)-CORIFMEME -2 L) 2 B i KA 25 (1491) 5

[0613] 375 -3 -JAE-4(R)—(Msmg -2-J8) Z B2 2 KM E 2 (1439)

[0614] 37— -3 -l A-4(R)-(5-JntE-2-3%) Z B KM K (1516) 5

[0615] 3’ - &3 A4 (R)—(2-IKFLMEM L) 2 BR A3 KM B R (1517)

[0616] 37— -3 - -4(R)-(MEmg—2-3) AW AL I KA 2 (1518)

[0617] 37— -3 -4 -4(R) - (5 FEMEiE —2-0%) 2, B KM BE K (1519)

[0618]  37-&H-3"-JA-4(R)—(2-(CRILE I ) MEME -4 ) 2, B s KM B 2R (1520) 5
[0619] 3" - —&(-3 -4 ~4(R)—(MEME-4-J5) 7, B Z K M % (1443)

[0620] 37 - -3 A -4(R)-(5-FMtnE -2-4) Z BE L KM B 2 (1445) 5

[0621] 3’ -—&H-3"-MAE-4(R)-(2,3-—FARHE) LB E I K ME K (1447) ;

[0622] 3’ ——4-3" A4 (R)-(5—(4-GUR ) MLz —2- 3 ) Z B U KB 5 (1535) 5
[0623] 3’ -4 -3 -l -4(R)-2-(1-F3E-1H-1,2,3-=M-4-F) Z B & AN E R
(1537)

[0624] 3’ -5 -3" A -4(R)—(2-((A-FR IR 3L ) G ) MEME—4-3) 7, B & 3 KB &
(1538);

[0625] 37— %-3" — M 4 -4 (R)—(2- ( (3R ) B ) e —4 ) L B AL KB R
(1539) ;

[0626]  3°- -3 - —-4(R)-(2-((4—(=FHF AL ) I ) G L ) e -4t ) 7, Bh
KB 2 (1540) 5

[0627] 37— -3" A4 (R)—(2-((4- (SR 4k ) Fel )~ Ak ) MM —4 k) 2L B ‘U K
MAEZ(1541)

[0628] 37— &3 A4 (R)—(5— (4TI ) Mk WE -2 0% ) Z BL A KM F 2 (1542)
[0620] 37— -3 - A-4(R)-(5- (3-SR S ML e —2- ) Z B A S KM 8 3%
(1543) s

[0630] 37 -3 M4 -4(R)~(4-ULIE -2—3) Z B ZE O R (1544) 5

[0631] 3" - &3 A -4(R) - (4-FF AR ) 2B R KM A 2 (1446) s LA

[0632] 3" & -3’ - -4(R)-[2(S)-F -3 TNB L Z L KM E R (1515).
[0633]  fF-—LLsLyi )y S, P FEM BRIy I H (DL &Mk A

[0634] 3’ - -3 -MRA-4(R) -k —2-FE-F LR A M E R (1422) 5

[0635] 37— 43" - -4(R)-(5-FMlng-2-55) Z BR S K ME R (1445) 5

[0636] 3'- &3 A4 R)-(RIFmEM—2-3L) 2, B H KA (1491) 5

[0637] 37 - H-3" A -4(R) - (52K LN -2-34) Z BE KM A &K (1519) 5

[0638] 37— H -3 A -4(R)-(5-(4-FU A MLnE —2-3L) Z B AR KM A K (1535) 5
[0630] 37 - & -3 -RA-4(R)-2-(1-"RIE-1H-1,2,3-=M-4-J) Z B 2 2 KU H 2
(1537)

[0640] 37— &-3" [ %4 (R) —(2- ((4-F R ) B L) MEME -4 ) Z I 5 K
(1538);
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[0641] 3" - & -3 -JhA-4(R)—(2-((3-F AL ) &L ) MEIk—4-3L) Z. B E I KM E &
(1539);

[0642] 37— -3 -/l -4(R)-(2-((4-(=F AL ) R ) 0 ) ek -4k ) 2 B it
KW Z (1540) 5

[0643] 37— -3" A4 (R)—(2-((4- (=5 3 ) 3L )~k ) e —4 -3 ) 7, B (At K
MEF 2= (1541)

[0644] 3’ - & -3 A -4(R)-(5-(4-FIRIHL ) bme—2-38) Z Wh R KM B % (1542) 5 LA
K

[0645] 3" - -3 A -4(R)-(5-(3-F IR ikng-2-8) Z Bt R A AN EF R
(1543),

[0646]  7F—LLSLjfi s b , UL R 45 1 A B AT B e, 3F AR (DL AWk 1 -

[0647] 3" - &3 -A-4(R)-(kme—2-3L) Z W& KA 2 (1329)

[0648] 3’ - &3 A -4(R)—(4-FAR) LBEFE KM R (1367) 5

[0649] 37— &3 LA~ 4(R)-(tme-3-3L) Z W& KA 2 (1368)

[0650] 37— —&-3" -4 (R) A F ORI L B FE K M E R (1399) 5

[0651] 3’43 -4 -4(R)—(3-F I8 H) Z WA KM B (1400) 5

[0652] 3’ - &3 -4 —4(R)—(MEME—4—5) Z B K M K (1443)

[0653] 3" & -3" -4 -4(R)— (2 FEMEME-4-JL) Z Bh A A K& 2 (1444)

[0654] 37— &3 M4 -4 (R)-(5-FMLIE—2-5) 2 BR A A KM 2 (1445)

[0655] 37— &3 4 —4(R)—( 1 H-Ik M4 ) 7, b 3k M 25 (1466) 5

[0656] 3’ - &3 —MAA-4(R)-CRIFEME-2-J8) 2 B & J KB K (1465)

[0657] 3" -—A&-3" - —4(R)—(MEME—2-JL ) Z, B = FE K WA 25 (1489)

[0658] 3’ - &3 A4 (R)—(5-ReLML e —2-3) Z MR KM A 2 (1490) 5

[0659] 37— &3 -AH-4(R)-CRIFMEME 23 ) Z B & 3L KM A 25 (1491) 5

[0660] 3" & -3’ - -4(R)-(5-¥MtIE-2-3%) Z B A I KM FE 2 (1516) 5

[0661] 3" - &3 -l A-4(R)—(5-ZRFLnl g —2-34L) Z. B &L KM A K (1519) 5

[0662] 37— &3 M4 —4(R)—(2-FR I 2k ) e 4L ) 2 BE & K M A 2 (1520) 5
[0663] 3" - &3 - A-4(R)~(5-(4-G R ML -2 ) Z B & KM A 2 (1535) 5
[0664] 3’ - & -3 A -4(R)-(2-((4-FR A &I ) MEM—4-3L) Z B A KM E &R
(1538);

[0665] 3 - & -3 A -4(R)—(2-((3-FR A ) &L ) MEM—4-3L) Z B A KM E R
(1539);

[0666] 3’ -"FH -3 -REAE-4(R)-(2-((4-(ZF P ERE) R L) J L) -4 ) Z Bz At
KB 2 (1540) 5

[0667] 37— 4 -3 WA —4(R)-(2-((4- (= F 35 R0 ) G i ) ME MR —4— 2 ) Z e i K
MEF K (1541) 5

[0668] 37— —&-3" -l -4(R)—(5-(4-FARHE) MENE -2—F5) Z B KM B 3 (1542) 5
[0669] 37 - & -3 -4 -4(R)-(5-(3-F A IR ) Mg -2- ) 2Bt/ =AM E R
(1543) s A 2
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[0670]  37-&H -3 - AA-4(R)—(4-FMLRE -2-58) LB KM 2 (1544)

[0671] B AT 25 F R BT 24

[0672]  VII.VGITEZRIITiA

[0673]  #E(EARAFEH RN 2R WEHRATHEY NS B B2 B & = AT
TBIT AR ARG A 28 R, 78— B8 St 7 R vh , AR AR e it T AR VR IT
B 2R P IRIT S TR o Brid A RS 52 i A 2= R (D AL S ek
Hon 25 HER BRI 2

T’ ot (
N 0 o &
G
[0674]
HO 0
R4
N N
He” R, H R,

[0675] .

[0676]1  RyAIR2 4% Jh 7 M & H B S8 3 R IE B 75 Joe S A i 5

[0677] Raf&fmdit,

[0678]  Ruyf&H.JRHE ko e s 4t s H

[0679]  Raide [ ek  HUARIR e 2 L 5 e 2 AR I o5 Joe 2 L 7 22 L HUA R o4 SR AN 2t
[0680] Ak, AR BH 2 FF I 32 LR 7 v ] TR YT IR Ee 45 4% , R A B AN 1M il TBIER L 11 %
AR REYTHL, BIE TR TR , 1A @ TR , B DA HoAth 7 20k 36 1 6 LA XU A8 A Bk
P 2ERZ I 32T ) — MR

[0681]  fF—Ubsififi Jy &=, Ri IR % [ A Ho AE— BESE i )7 2=, R Ci—Ce e i (45 41, P
SO B BREBUOIR I T AL T A I O PR B ) AR — SRS T B
RaAe FF 2L BT 2 (o, 1R T 28 ) o /E— LU Sl 77 S8 W, RadZt [ HL OH . AP R P 4k o /E — s
Jiti )7 & R I

[0682]  7E—ULsfifiy 22 , Re e A0 75 2 75 LB e 2 1Y) Je B B 5 foe Ak (497 01, —CHo— 2 2 22
B —CHo—FRKE L) o £E— L5 J7 22 v, Re S8 A0 3 BUAC Y 2R A BUAC O 55 e i

[0683]  7F—HEsLifiJ7 S, Re & B A H A 45 H-C(=0)Re, HHReid [ He & U b
H T B B 7 e A O S AR o A

[0684]  fF—8L s 5 &, Rei%k [ : —~CHaNHC(CH3) 3. —CH2CH(CHs) 2 —CH(NH2 ) CH(CHs)
CH2CHs »—CH(NH2) CH(CHs ) 2 , —CH(CH2CsHs )NHC ( = 0) CHaNHz . ~CH2CHaNHC ( = 0) CsHs F1-CH2CHaNHC
(=0)CH2CsH5 o

[0685] 7 —Mbsiifi 5 B, Redk HI 205 225 AW 28 75 2 L 2 - BUAR I R 2 L 4 -1 2 HUAR W)
FRFE \~CH2R7FI-C(Rs) 2 s FL o Reide 5 75 e 5 BRI 75 Joe i L 05 3 AR 24 55 2 A JC BRAR
1) 2R, H o i o B RS 2 35 ] 3R AR 9 AR 1) — FER 22 B« S0 EUA Y 2 5 | e i BG4 oA
F2-HUARI 2R3 L 3- B BRAR IO R FE . 2, 3— AR 2R 38 RN L P A 2R L R — S 4 0 e X
R B IR EL s HAE— P Refir 2 55 S BEUA QR 55 3

[0686]  fF—sLsiyfi )y S, (D WA (Ta) b SV 245 F Eh BT 24 -
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(la)

R, OH
N : o o
HeC™
[0687] Ho o
R4
N HN 0

[0688]  Hr.
[0689]  RiMIR2 %% [ M1 7 Hb AL H. b 8 e P L B O o e e it

[0690]  Ras2:fidis,

[0691]  Ry&H.JRHE ko s 4t s H

[0692] Ry I 75 e 2 AR 25 e 2k | 2 7 2  ERUARI 2% 5 A DL R BUAR ) 25 38, Jerp T ik
BRI 2R - S EAR R 2R3 e R B S | 2- B 2R 23— AR 2Rt 2, 3-—
B 2R DA B HG v P A D e Al — S A IV e B A R — AR

[0693]  7E—ULsififi/y b, R BRI 2R 2 , Hoe | A- 00K 2 A -F R L3-S R 0L |
SRR AR LR L oA L 2R O 3, 4P AR R SRR N2, 3- U

[0694]  7E—LUsjifi J7 S+, Roje 28 5 AR BN 2 0 2, SLAL 03 | DA 19 20 6k < ik e
Fe TR RE TR L i kR R e R IR R | Ik IR | Ry L | L I | ik e
BRI BRI | SRR I | O e B R 2R R IR I | — e SRil Rp L, Re A
bk 56 | IR L | e o T IR I L 1) 2 75 3

[0695]  fE—ULsitjif 7y &, RoAg AR 2 75 A% , v i ot 2 5 g — AN B 2 A DA R 2 A
HAR : O B R O L 7 AR A VS 2 L o 2 R AR LIRS L e At L BRI B (i, 4
b AT ) e A I A AP SR L A B A L 5 2 5 AR R AR 5 AL 45 A, R 2 5 A T
B — AN B2 AR S IR U R N0 =R AR R L A L R B S U SR AR
75— SE STl 77 R rR , Re s 75 4k 75 Bl 5 75 S At [ AR, A AR AE Sy — AN A 2 e 55 3 (R,
R4 B 5 i — 5 BRI 07 B e 4, Bl b i e 5 o — o5 LB W) o 2
B, TR BAAAE T B (9 0, T FR L) . —0—.—C(=0)-B{-NH-) . 5 Ry Z8 75 FE B (1) & 55
S ] DU A DR R L R S L DR ARC S DR R B | 3 B PR (g, AR RS ) L B
SEHARI 2R (1 , [) FF AR R R 0 ) A il DR U R BCUAR K R SR 2 A (9, i R - e 2
e S A A AU S B A i AT A - U R R ) o

[0696]  7E— UL 77 & Hp , Roje 5 Be A BCHUA ) 75 e , LA, 5 A o JE B AR ) 2 05 L o
PE—SE S 75 Fe I BE R B9 75 e 22 P A 15 34 1 DA TR () 2 0 S < e g 2 = L =
W I | i i AR S | R I IR i | R IR I | PRE IV i | IR S | Rk L | A L | e
F | SR IR | 2% e e R O R M I 7E — SRt P, R A S e LRI L | %
I I Ty IR B R R (1 5 e S BRI 5 e 3 o S e K S S A W A B A
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DA AR - 0 e A 2 A L 5 A A A2 R R R R B L e L AR e A
(B0, A AOBE AL ) eI, A A e It L F5 e L 95 3 L 5 S S REAR I 55 35 . 4ol 5
FEIETE — AR E ARG TR AR B NO2 AR P AR TR U TR B = P
HRAR o A1 5 25 e JR R P J 350 4 T 4 491 e s I s L S B U L i 2 R At
Je e B L HUAR

[0697]  7E—LUsLjifi Ty 2+, Roje B 20 5 ik , HAE e g — N Bl 22 A 05 R B AR 7
—UE sy P, SR R B D — AR T 5 E A (Ta) 4514 o 1 B 7 R L [
R R AHAR (BD, 7E247 ) o /E— 25 )7 b, sl (Ta) (&2 20 (1h) « (Te) B (1d) (1)
A E R 2 F 3R BRI 24
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CN 102548552 B

Ww BB B .
(Ib)
R OH
: o . ®
N )
HeC™
HO 5
Rs
§ NH o
He R,
N =
~
X3 Rio
(Ic)
R OH
" ; ° o R
Hee™
HO o
R4
H C/N\R NH
[0698] \ 2
%
N / Ri1
R12 : ‘;’X
(Id)
R, OH
N : 0 o §§R3
Hee”
HO .
R4
" NH
He | R,
R13

N\(
He
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[0700]  RuFHR2 % [ b 37 i & H e B I B B e S e e e

[0701]  Rsfebdt;

[0702]  Raf@H.JHE  Beb e A A

[0703]  Xi&CHERN;

[0704]  XoFX3 40, SEINH;

[0705]  Rg.Rio~Rit<Riz RusFNRuaBR 7 3% I H. i 2 FEHE S AL WN(Rus ) 23 538 BRI e 32
e S L A AR AR L T e AR D e A O b AU | (4, PR IE B 2R 5 R ) L 9 R
W (494, 5 A ) DA SCBUARR) 55 2 (8], AR 2R B AR 2 95 2 ) 5 B Ro AT
Rio— 2 + B R11 AR 1o— i A& P e 22 (51 21 , ~CH=CH-CH=CH-) ; H.

[0706]  Jrp f—MRus L B F H . e B L A e B 5 e 8k L BRI 55 o 22 L 5% 8 (A
A, R BRI T ) AR 557 22 (49 2, BROA R PR B AR 2% 75 82 ) o

[0707]  7E-—LL52ji /7 P ,RoRioRitRigRuisFIRiaH 2 /b—AEN(Rs )2, 001, Horp—A>
Rus A 75 2 BCHUAR 1) 75 2 o 7B — 852 77 2, Ro < Rio Rt~ Rua Ris AR H 22 /b — A & 55 FL Bl
HARH 75 %5

[0708]  fE—bspjfi Jy Zerhy, Frk b & M2 N (Ib) A4, o Xus& CH, JF H L tPRio AN & H
(g an, HorbRuoi 9 75 2 VERARE 55 2 L o B BRAH B ) o 72— BB SET 7 SR, Pk i 5 ) 2 X
(I EY, HrpXss& S HRisAgHo 75— 28511 77 R, RuaAEN(Ris) 26

[0709]  FE—esZjf )y &b, Frid b &k A -

[0710] 37 -& 37—l -4 (R)—(3-MtmE -3—4% ) B 2 KM EE 3R (1299) 5

[0711] 37 - & -3 -4 (R)-(HMEWE-2—-55) LBz 2 KM A 2 (1329)

[0712] 3737 -/l -4 (R)—4-F A B H KM B 2R (1364) 5

[0713] 37537 -l -4 (R) Pk —2—FF Mt 2 K LB 28 (1365)

[0714] 37 -T&-3" -4 -4(R)—(4-FAIE) L 2 F KB 2 (1367) 5

[0715] 37— -3l %4 (R) - (MEWE -3-4E) £ B & HE KM FE K (1368) 5

[0716] 374 -3 -4 -4(R)-Mtng —2-F B 2 KW E 2 (1370)

[0717] 37 - &-37 -l A4 (R) -0 FI R L B 2 R KM B R (1399) 5

[0718] 37— &-3" Ml A4 (R)—(3-F Al R L) Z 2 K M A 3R (1400)

[0719]  3"-Z&-3" M A—4(R)-[3,4- (ML F 55 R R ] O iz KM B &= (1411) 5
[0720]  37-=FH-37-RA-4AR) R R L B2 L KW E R (1412) 5

[0721]  37-—&-3" -l -4(R)-(MtmE-4-J%) 2 BE 2 KA 2 (1413)

[0722] 3’ -=&H-3" - -4(R) - (MEME-4-JL) 2 B & K& 2R (1443)

[0723] 3" A -3" - -4(R) - (2-Z FEMEME-4-JL) Z BR Z K& 2 (1444)

[0724]  3"- & -3 -4 —-4(R)—(5-FMALIE-2-5) Lz A R MR (1445)

[0725] 3’ - &3 A -4(R)—(2,3- “HAE) LBEFE KME R (1447) ;

[0726] 37— & -3 - %E—4(R)—(2-F 00 L) S B KM F 2 (1448)

[0727]  37-=&-37 A -4(R)-(BEMRE -3— %) LB 2 KM 2 (1449)

[0728]  3’- &3 -JHA-4R)-CRIFBM-2-5) Z B 5 KB 2 (1465) 5

[0729] 3’ - &3 - —4(R)-(IH-BkME—4—FL ) 7, Bk g i KM B 2 (1466) ;

[0730] 37 -3 M -4(R)-[3(R)~2 He-3- (4~ IR 5L ) JA B I KU H =R
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(1487);

[0731] 3’ -—&-3" -S4 (R)—(MEM—2-3%) 2. Bh &L K EF 25 (1489) ;

[0732] 3’ - & -3 - -4(R) - (5-fHAEML e —2-F8) L B2 3 WA 2 (1490)

[0733]  37-& -3 A -4(R)-CRIFMEME -2 L) 2, B 2 KM E 25 (1491) 5

[0734]  37-& -3 -JRAE-4(R)-[2(S) & -3 R B AL Z A KW E R (1515) 5
[0735] 3’ - A3 M4 —4(R)—(5—IRMLIE—2-5L) 2 B KM B 2 (1516)

[0736] 3" - & -3’ - -4(R)— (2R FEMEME—4-JL) Z B KA 2R (1517) 5

[0737] 3" & -3" - -4(R)- (b ne—2-3L) NG I KW 2= (1518) 5

[0738] 3" -—&-3" A -4(R)—(5-ZR g —2-4L) Z. B &L KM B K (1519) 5

[0730] 3’ -3 A4 (R)—(2- CGRELZ ) MEME—4-3) 2. B A e K ME 2 (1520) 5
[0740] 3’ - &3 A -4(R)-(5-(4-FFR O MLIE —2-38) Z B A K ME R (1535) 5
[0741]  3°— -3 - JHA-4(R) - (k-8 ) i B S KM B 3% (1536) «

[0742] 37~ —4-3" -4 (R) -2~ (1-F HE-1H-1,2, 3- =4 3E) Z B R HE AW % &
(1537) 5

[0748] 37— 8-3" MR AR -4 (R) —(2- ((A-FUR Sk ) Uk ) MR I -4 ) 2 B U O 35 3
(1538);

[0744] 3" - & -3 -4 (R)—(2-((3-F KM ) G )M -4-JL) Z B A KM E ER
(1539);

[0745] 3" -—&-3" -4 -4(R)-(2-((4—( 4 AL ) 2L ) G L eIk —4— 58 ) 7, b it
KB 2 (1540) 5

[0746] 3’ -5 -3 -l -4(R)-(2-((4—( =4 3L ) Z8 5L ) G 3 ek —4— 3% ) Z. MR 3 K
MEFZ (1541) 5

(07471 87— 283" ~A-4(R)~(5- (43R IE) -2 28) Z AU K LB 3 (1542)
[0748] 37 - 4-3" ~ [}t A~ (R) - (5- (3~ L B YL W — 2~ ) 7, W 2 K L 76 3%
(1543)

[0740] 3" -—&-3" A -4(R)—(4-GUtnE-2-4) Z B E I K MBE K (1544) 5

[0750] 3’ - &3 A -4(R) - T HEH) L AT AME R (1351) 5

[0751] 3" - —&-3" A 4(R)—(3-F &) T HE I K MAEE (1369) ;

[0752] 3’ -—&-3 WS -4(R)-[(2S,3S)-2-5 F—3-FF JL I Mt & 3L KW &K (1485) ;
[0753]  3'-—AH -3 A -4R)-[2(S)-FHE-3-F R TR RN EZ (1486) 5

[0754] 3" - &3 WA -4 (R)— Zhli s A KM & 2 (1366) ;

[0755] 3’ - &3 A -4(R)-(3-EH) AR Z I KM FE K (1469) ;

[0786] 3’ &3 - -4(R)—FRELBEE LK ME 2 (1398) 5

[0757] 3" - &3 -MAE -4 (R)-FA A A Z XM E R (1419) 5

[0758] 3" - &3 - A-4(R)—(3-F &) T A I A MBE R (1420) 5

[0750] 3’ -—&-3"-MA-4(R)—F bt B a KM E R (1421) ;

[0760] 3’3" WA ~4(R) PRI -2 - R S KM 2 (1422) 5

[0761] 3’ - &3 M4 -4 (R)—(3-H 4% T A A K ME R (1423)

[0762] 3’ - &3 WA -4(R)—(4-50) F AR XM E 2 (1424) 5
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[0763] 37 - & -3 -4 (R)—(4-FF 5 R 2 A KM A 2 (1425) ;

[0764]  37-FH-3" -4 -4(R) 2R H: £ L e KM 25 (1450)

[0765]  3"-&H-3" A -4(R)—(4-F 2 R L) B2 o K M FE 2R (1446)

[0766] 37— &3 A4 (R)-[2(S) - FE A B AL K8 2= (1467) s DL K

[0767] 37 - & -3 A -4(R)—(2-%JE) LB A KM A 2 (1470)

[o768] Y AI 245 AR BRI 24 .

[0769]  Fr Ak AWyl IR ATART & A W IE A < IR RS S Bk N 5 o 70— BB SR T &
w1 AR ER L W N it BT A A4

[0770]  fE—2Es5LjiE Ty e, 45 52l it FH HAR R 7 i & (B, 50O A& R,
BAER (DU EMZRTEZJG) AL LS T e, HAR T A M biAdE R BT &
S/ BURBERIIR T A (B T R AW AR B EAR T FER L NTE
RO HFERV. FAVUMA IR TAR R TR ZE R VUM 2R TAREE 5 B B i il 11 1 771
KENBEBFERR RMER, I A0 Sk S ATR 7  hy L S kT & 0
BT 2 s 2 R 25 YR 2R 38 RIM N BRSS s MRAT B 138 s A TE R 38 ik
W % B2 s cloramphenical s FRAHBAME s A RC0E s T h B2 BB RS A BSLE T EF,
HARKIEIT RIUE ZAEY W AR T Rt T BE ARG R Eil &
RO RM MR R .

[0771]  FE— %S J7 2 v, By P it =X (DD A-S 4, A Py B2 BA T 2 — 1K
A s (a) A3 B AU IR 520 TR 45 0% 0 RO RS s (b) & 2 0 AP BRI R I K DA S (e)
HAE A2ty 2, il HaR (DAL E VLG T A7 7R B9 45 1% 50 B B 2 gt o 7 — L8 sK
it 77 2, i R S LIRS TR B2 5 45 4% 52 Wi HoAth o A 1 (2, R 9
Ay AT WM. canetti  H B4 B AT B ) BUAR 43 B AT B AH DR R IR QLI R A

[0772] Wl It 2 P AR B g bk B BERXOE 45 4% 5 2 R RIS (B, T2 G (Mantoux )
TR ) AN/ B A I PR R 19 A7 AE (B, BR0JRS 2% 1L 2 068 S 5V B AR k2D % 55 55 ) 1 o e
BB AT oy BT T B Ath 5 4% A SR T 1 32 - 0 7 B, T MGA R R R TR 32 1 4
EI A B RNA DNAB 1 5, 8 3 AR 45033k 2 B 7 V2 40 B » 9 55 41 B RNA W DNABR 25 [ BT 1) 1
ZIRBL AL T A FHEL 3L

[0773]  fE—u&sij/y b, it (DS M LAGRIT 454% 7 B T ) 2 251 245 Bk (I
XTI RREL 2 P BT O A LA R 20 s W ST EE VRIAES R IR R B ER
1) 2 e e Ve B 2R T 245 A B R ) () g o

[0774]  fE-—esLjfJy 2, (1) (Ta) . (Ib) (Te) M/B (1)L EH)H A 250ng/mLEL B AR
() 1T 485 2% 45 TR T8 1 g /> 90 A4 J3E (MT.C) o MU C T 308 3 A 45 2 S (1) 7 V1 5 L 49 2, 2
Hurdle®,J.Antimicrob.Chemother. ,62(5),1037-1045(2008) H FrH AR (1 I KL .

[0775]  VIII.ZG¥pil5)

[0776]  =0(1).(Ta) . (Ib) (Tc)M(ID)HEY HATZG A AN T (1) (Ta). (Ib),
(Te) MTA A S mT 25 A R R T 25 7 AR ST SRR “SE AL W07 o AR SR fR AL T A 2
IRTEPE A PR 25 R X e 25 i SR, B A T 24 AR A R R A AR SCRTIR () TE R A
Yo Z3 AT il 24 T 0 IRk N S LN S R 3Bl <028 710 A, G TR S8 AN e 19
BAE o it 700 AT 1) 8 RS RIZRY , v AAEAS B T 7 551 e 3 VR4 77 U VBRI BIUR 2R AR 77 VR
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S FLE BRGS0 o L AR AT ) R AL T C AR T R TE A S, 9F B
A AR R AT 24 AR BT A8 G e e e bk P UL 3 A

[0777] L FHISAE A SCHEIA (1) SE i 7 2890 [ - W IR AR ART 455 58 5 MR AL S W B 97 A 3B
FEBAA MBS I8 AR 8 5 B LA — 5 X 5], 3F BoR Bk T 83 1w
N R IR A — ML, 290 1 22 2950mg / ke I 7RI 4G R V6T %077, b B 7 S & 1)
BETHEMEACAE Y EE U, AR S8 A SR A 00T 0 it o B S 7K 5 2 M R AT
Jok P 77 S BR | AE BE AR KT, 1 1 22 291 0mg / kg , Fo b BT A 81 5 3 B T B 3 PR R B B =
THE AR S E IR I Bt . 29 10mg/ kg 2 £150mg / ke i 55 & m] H T 1 Bk F . — %
i, 230 . 5mg/ kg %= £15mg / kg [ 771 & R T WL A 33 5 o %o ik P B0 1 kit FH 5 AR 14 1 77 &
#&lumol/kg & 50umol /kg , A MATE AT 22umo 1 /kg A133umo 1 /kegtb A4

[0778] &7 (47 LRI )30 5 A2 B R — IR BN K, 7 2 ) 22 = JEIIF (6], B EL BIRAE 2R A |
52 Bl LA SEARAREZR 257 1 SEAI 50 & AT FRsy M A5 A DA TRy s A B 52 R A
[0779]  X-T Ja e A, AT il £ B & 290 05 52 295 % 5 & 11 PR AL A 90 1 1 771 (1 2, 7 T
KR LB R B VB RS, HRT R R IR B 2 R, R — B ) (B, — A
R JEI B = D) BUE B AR AR 52 Bl

[0780] MR A K W U5 i , AR SCH IR 1 Z5E MR A S W0 AT A D [ AR B v A 11 i i HH
B AT AR VAR TR BB DL A BRIk oA it FH o A e i, i Ak 5 0Bl SR I P A S g i
PR VR B VR RN F R K BOULA e A o 24 s i R N e P iR PR S e Eh RN N
AT B /N VR () T8 2K, Pk SRURE 550/ N RO BT 2905 B Z550K L A S LI 491 2 29210K
[RIRLAR o

[0781]  J& & FH T bk N BSOL P V58 R 24 M | 3 e AR SO AR i HoAth SE Tl 7 52 - BT ik 25 4 i
FAVEL S AEATATT AT 24 P (R AR SCRER R 20 (T) L (Ta) L (Th) « (Te) F1/ 8 (Td) A &4 AR 3L
TR AT 24 VBT 2 F o 0 SR R EEERGRI U, WA SR KA S B T S ik £
[PV o B AT KB A I BER T & W WH T R O R B IR A A LA BT
BRI AL EE G OUT , iR A NS B 5 B2 &K AT — PG 0N,
SR G Y8 AT DA AU A I A& 75 KT FF H— Bl 0. 22- oKy a8 K i, 7]
WIEW A TR A ER AR, v bR R E R B8 /NI o Frd 43 Fl i e i e B 77 58 il o
SR A T B A E TN B I B R, AT TN B

[0782] | 73 (1) (Ta).(Ib).(Tc)M/B (I EWBCEAI ShBCHT 25 2 41, BTk 24
HFE P B HARES IR, v anpHiE 5 7)o EAR L, A I pHIE 5 G R , i 0 ER R s Bk
SRR, 0 LR AN T RN TR R BN A A BN T P BN 3 W R AN » L1 5 T IR il SR m] 5
A HUAEIBT R  A FHR ST AE W7 Fo 7760, 458 o O P IR S o8 O PR R A s DA B
FBE 50 1 R BT v 2 0 AT NI I, — 808 B A Y T8 79 o AR SRR (1)
29N AT L AR U FTR B R T

[0783]  FEASCHEIA I 32 B FE— Lty b, 3R 7RIy AR 1 R B ), HA
TR BRI AL P (1) (Ta) S (Tb)  (Te) A1 /B (Td) A A4 e 2 . frid ik &
W EE LU TR0 T e £k, Brak &5 488 8 H-A & 1 AT 25 PSR A4, DA il T
TS 2 52 AR PR 1 55 o ik SR A AR — R0 5 2 10mg R 2 10g 4 A Wik 4 ik &4
BEER A EANIE T K, A B FH & 2 DAAE K M3k v FLAL Frid (A BRI 2 W B 10 A4
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HR AT 52 B LA o — Phtk 2 A LA ) 2 Bl T IR R

[0784] W MARSCAFFHIASE T /K B9 AL G 4 Bl H: 6 il 28 HAR 25 1) 1157 , 8 7K PR B 3L 7)o
TESEFME LR, ik dil 70 & A 2 8 =1 mT 25 LR, DAL R &1 iR L & P E L
£h o JUHA FHR AL L FE T IR e HE A RN BN B T

[0785] A4 A i) o Ath S i 77 284048 AR SC A FF Vs MEAL B 4010 g A4 i 751 T2 BT Jo A
TR BRI B AR A A AT 2 JIFE o 2440 A A8 ] KA BRI, N2 A MR EC T ARBE AR , mokg Bk
BB NE R ARSI T , TS PR A R KA T, I vs YAk B R e A
JIG B AR 1) 2 7K O B O v BT S T I 51 )2 AT DAL AT A R, I LT 5 L e
B AT DA SR [ BE ) o BRI TG AL S WD ASTE T 7K, B R A& $TE PR T B A,
Bk £h AT 32 s A5 T Bl AT A IR AR 25 74 B it 7K T R AUZ P o AE AR AT — i 00 T 5 AT s/
7= A 1 Hg AR 9 R~ fnsd i A b v s A 3N A3 R AR

[0786]  mJ V& VR & A SC A F TS YA A W0 6 JSAA il 7], DAL= A2 R T4, Hom] {3 A
VAN K IR AT 24 A A FE AL, DL T AR T PR B

[0787] iR T3 T1E A5 e il Hb B 3l e N\ it FH 1) 28 9 il 771 o 3% 46 o] 37 m] 55 Bl
HABR [ A SO A A MBS R 1 VA TR B B, BUTT IR AL S 43 ER 1V 22 11 [ A4S0k
Al HR SR AV E T/ = IS4 S5 A0 n] iRt s 4 2= A B e 75 e ok 5E R, A EYG
A9 25 TR Ak & PR ER BV 22 /N0 BT A4 RO o Pl 38 /1N VR B0 AR R Bz >4 AT 2905 %8
ZI10%0K  BEALIE 290 . 55 L5 TR BRLAR o [8] A4Sk P 38 3k DA A 450402 0 AT ART A0 7 V%
0T A A A P B B T A 21, o Al i 3ot AR AT 21 o s 08 1, [T 44 S50RE B0 /N VR 16 R
SRR B2 200K AEIX — 5T, AR A R 2 AL AR R S BX — E 1 TR AR LA
FH L5 ,628,984 5 [ J5 vk i TR N SIURE 1) <55 R & TR L BT IR £ R AN B AE
AN EAZSE .

[0788]  Y3di T4 /< 55 7l it FH (%) 24 W i) 79 VLA T2 Q5 B ok ot 50 T 6, 13 A6 5 7K sk
() AT A ()35 AL B W o T AZAE R 1% PR, FEBRAIC T R R 5k 77, 44T Z A0,
B DA S B A B RST VG P /N

[0789]  fifirdi HE O FREE , $R AL T I AKIE RISV T K S PEAL A4 o« AS SC R FH B ARGE “7]
KA BB E AT BALA2950mg /mLER BE /=1 1) & T /K AT 28 43 o 1 HL, A SCRr A A
B AET K BE 2 LR /N Z120mg/mL I 5 7K F V8 AE FE AT 4 5 o 76— BE S Ty
ZEh KB A ER P Re 2 B R R , T 7R A S T =, AE T K4 & P E s
Al Re e T HAEE I

[0790]  FEA K BH A B @G (1 523 78 H/F 2 STt 7 R R HHER 2 A2l (H 2
IS B A AR TR I TR BT A B MES A A & 32 A RN, v A B M b ek
B AFEAEARGE 2 FH” P AR SCHER I 7515 U mT H TG 7 A/ SR 3L A HE S04 1 sk
e 20 o DRt , BT ik 754wl AR LB 2 251697

[0791] B H Al , A SCHRBERY IR AL SR T, W8 I, BA R B T Wi K 4 (1 v
AR PR ) 225 B2 CR I IFRI0 AT N SR S 30 ) /Bt 2 2% (TR N B
BAE BN R ERIFE I B ) i N AR ) R L FLEh W, 1, N2 AR B R B0 (i
WA ) HE (swine) (VN (pig) i (hog) VEF4E) L e Aah W G F (cattle) L4 (oxen)
ZEE SN S Ui SN NI TE SN S S W U N v S 4 e B <3 B P P S B e
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I Wil K 4 2l v B D e 5w (B, B8RS ) 1 IR L8 2,38, DL e & 38, SEJE AL 2 49l
7= TR UK E WG 0 GBS BRSSO E AT N S 225 LE
T o R B, A SRR B T AR SR T R B O E AR T IR 4 (swine) (VM
(pig) H(hog)) X A5 5 K EHENBIT

S ite 151

[0792] By R DL SE A5 A AR AR SCA FRIK = 8 7 20 AR PE AR A FEFIARGUSH AR A 7
(1) — MK, AU AR SR ORI DR SET 81 1) B B AR R BITERT , 3F HAEA T B A
KA FF B IER FIE R, T T 2 008 B Az el .

[0793]  SEjifhi1

[0794] KW 2= KLU & L

[0795]  — ¥ s RREHAFF RIS A3 — WAL G A3 - 3" (R) ke E KW %
FIREE 2 BRI AL AR 7 153 AT A - 2 WWoi tuns . J . Antibiot(Tokyo) ,34
(1),22-27(1981) ; LA KeMaier®s, J. Antibiot(Tokyo),34(1),16-21(1981).1,3— &4kt
I3 (R)-EIHEAMET XN ARKUE R R KA E L R A D B A .
2, 787K R N G R R IS FINaHCO3 , FH PR 36 5 3 (CBz ) HE ABA i 11 FR 2L A i £ 4y 5 2
AT ERER AR5, PR B e P S A AL B PR B oG 52 AR 47 () v 8] P SR Ak , 3R 43
3 -3 =AW

[0796] SR Jmidid B2 ATHBTUAE — &R 5t H i Frid i 5 & R AR 56, TR F T-5 B E
3 B AR MBFRATEY .S W AR N AR (Pd/C) AL S Ak 2 /0N M T R s
CBzFE [, AR B bRk - 3T 06k B T8 55 CB2 34 [ 1) S8 A A5 A SRk ) 757 AN B, B %2
THBr 48% AKIE B2/ N AR AT DL BE IR ORI 2874«

[0797] 3/~ 43" —Jedk 2 2 KW BF 2= AT AR 0 1 P N IR 7 3R AF < 6T a7 e R AR 2
M5, 7L TRART w5 () A7 AL R B FINaBHE R B2 ) ——CBz AR 3 Bk fie (2 B 1) 5 B
I R FHP O AL A F 75 ZE IS EL A R B A0 1, 3- RS (R) -2 K UE R .S
DL 2 o T Fh 7 V220 S R S P/ CHE AL AL TR /N BEAT CB2 AR, DL A H #R37 -3
(R) B AR ME R

[0798] & R3’ i3 I A 2 K M B 25 1 — M 7325 1Al R A BT A8 B 1 B2 (3mmo 1) Y
CH2C12(10mL) FADTPEA (6mmo 1)V I AHBTU(3mmo 1) , JF-75 =38 S HtH R & 1h 38 5 i
N6 ,8- A R IEA (R~ KA 2 (1mmo) , FF7F S8 T Mt hkadt 4 « Flid B CHoC LR B Jxg
LA, I FHAK eSS, 108 (Na2S04) JFH 4 « K B A i/ B8 L BEA% BE e IR R 4, Il I i (3
TEAEAL TR B8 MDA SEAE BRI AR 4 (1) Bt i o 10 1B AR 4 B B R VA A T 77 10 % PA—C(50 % i &) 1
1.25M HCIIMeOHMECOH( L : L) VAV H » AT S5 TR 2 Z OR 47 B A K I AR 47 o == I N AE30Ps1/
He NI A a2/t , i 98 91 IR 48 o 7674 2Tk vP BT BE A5 B 0 [ 4, 1o 98 F i S0 2. T
bkl s IR RN R i o G K2 | S e B e A 78 2 N N

[0799] & i3 B 43" — Ik L Uk KM BT 20— M 738, T 382« [l B R 1 BT e B 19 R
(3mm01) ¥ CH2C12(10mL ) AIDIPEA (6mmo 1 ) VAV 1 I AHBTU(3mmo) , F-AE 2 i TR 54
Lho SRFGIING, 8- =R A A4 (R) -2 A KM F 2= (Immo 1) , FFAE =R TR FHI R . Il &
CHoC 1 o7 B S SV » 31 K B35, T8 (NaoS0a) H ik 4 o B I 1/ 2,18 2. a6 B e Il 2R
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G, JE Ik A A B VA A AL TR B WA TR A LI AR A R I i o T8k LR B ) 9 A i T 48 %6 HBr
<m V) TR AT SR I S AR B ) IR AR B o =R R IR A2/ R SR T AT
2 I R VA AR R BE D S RV TR NN T T ] A4 5 FH 2 R L 15 31 B bR
37 -3 - R R KM E R .
[0800]  AMAS3’ [l 437 — Ik F s B KWL 2= AL A W) 4 B 58 «
[0801] 37— %4 -3 -4 —4 (R)—(3-RENE-3H:) Mt 2 e KW &R MR (1299) . 'H
NMR (D20,500MHz ) : 68.74-8.65(2H,m) ,8.55-8.50( 1H,m),8.03(1H,dd,J1=8.0,]2=
5.5Hz),4.89(1H,s),4.77-4.75(2H,m) ,4.36 (1H,t,J=10.5Hz) ,4.109(1H, t,]=3.0Hz),
4.02-3.92(2H,m) ,3.92-3.82(1H,m),3.51 (1H,dd,J1=11.5Hz,J2=2.5Hz),3.26(1H,dd,
J1=10.0,J2=2.5Hz),2.83(6H,br s),2.81-2.76(2H,m),1.90-1.80(1H,m),1.60-1.52
(1H,m),1.22(3H,d,J=6.0Hz) sMS(ESI) :m/z 467 (M'+H).
[0802] 3’ - & -3 A -4(R)-(Mtme-23%) Z B E3E KM B R M £k (1329) :'"H NMR
(D20,500MHz) : 88.45(1H,d,J=6.0Hz),8.57(1H,t,J=7.5Hz),8.00(1H,t,]=7.0Hz) ,
7.97(1H,d,J=8.0Hz),5.01(1H,s),4.77-4.75(2H,m) ,4.40(1H,t,J=10.5Hz) ,4.23(1H,
t,J=6.5Hz),4.21(1H,m),4.13-4.02(1H,m),4.04(1H,t,J=10.0Hz),3.97(1H,t,J=
10.0Hz),3.52(1H,dd,J1=11.5,]2=2.5Hz),3.27(1H,dd,J1=10.5,]J2=2.5Hz) ,2.83
(3H,s),2.82(3H,s),1.96-1.87(1H,m),1.81-1.74(1H,m),1.27(3H,d,J=6.0Hz) ;°C NMR
(D20,75MHz ) : 6146.7141.0,138.2,128.0,125.492.6,89.7,69.53,67.6,65.6,65.1,61.1,
59.6,58.0,51.8,33.7,30.3,30.2,19.4;MS(EST) :m/z 453(M"+H).
[0803] 37— -3 A -4(R)-GRUT BE L) - B A L R ER i #h(1351)
'HNMR (D20,500MHz ) : 4. 96 (1H,s) ,4.78-4.76 (2H,m) ,4.40(1H, t,J=10.0Hz) ,4.25-4.19
(1H,m),4.09-4.01(2H,m),4.01-3.94(1H,m),3.92(1H,d,J=8.0Hz),3.54(1H,dd, J1=
10.5,J2=2.5Hz),3.27(1H,dd, J1=10.5,J2=2.5Hz),2.85(3H,s),2.84(3H,s),1.97-
1.88(1H,m),1.82-1.74(1H,m),1.39(9H,s),1.27(3H,d,J=6.0Hz) ;°C NMR(D20,75MHz) : &
92.6,89.7,69.6,67.6,65.6,65.2,59.7,58.1,57.4,51.6,42.2,33.7,30.4,30.3,24.4,
19.4;MS(EST) :m/z 447(M'+H).
[0804] 3’ -—5 -3 -JlE-4(R)-4-F P BLEEE KME R - 2hieh (1364) : 'HNMR(D:20,
500MHz) : 67.82-7.76(2H,m) ,7.32-7.24(2H,m),5.13(1H,s) ,4.47(1H,t,J=10.5Hz) ,4.39
(1H,t,J=3.0Hz),4.20-4.12(1H,m),4.08(1H,t,J=10.0Hz),4.01(1H,t,J=10.0Hz),
3.58(1H,dd,J1=11.0,J2=2.5Hz),3.31(1H,dd,J1=10.5,]J2=2.5Hz),2.88(3H,s) ,2.87
(3H,s),2.05-1.96(1H,m),1.96-1.88(1H,m),1.30(3H,d,J=6.0Hz);*C NMR(D20,75MHz) :
6129.6(d,J=9.4Hz),115.3(d,J=22.1Hz),92.7,90.1,69.6,67.7,65.6,65.2,61.2,
59.7,58.1,52.2,34.0,30.4,30.3,19.5;MS(EST) :m/z 456(M™+H).
[0805] 3’ - & -3 A4 (R)-WIg—2-F BR & L KA &= 2 M £ (1365) : 'HNMR(D20,
500MHz ) :67.70(1H,d,J=1.0Hz),7.23(1H,d,J=3.5Hz),6.65(1H,dd,J1=3.5,]2=
1.5Hz),5.14(1H,s),4.43(1H,t,]J=10.5Hz) ,4.38-4.33(1H,m) ,4.22-4.13(1H,m) ,4.05
(1H,t,J=10.0Hz),3.98(1H,t,J=10Hz),3.55(1H,dd,J1=11.0,]2=2.5Hz) ,3.28(1H,
dd,J1=10.5,]J2=2.5Hz),2.85(3H,s),2.84(3H,s),2.02-1.93(1H,m),1.90-1.81(1H,m) ,
1.27(3H,d,J=6.0Hz) sMS(ESI) :m/z 427 (M'+H) .
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[0806] 3’ -4 -3 -4 -4(R)—T 4B & H KW 2 —3h 25 (1366) : 'HNMR (D20,
500MHz) :64.98(1H,s),4.40(1H,dd,J1=10.5,]J2=10.0Hz),4.16(1H,t,J=3.0Hz) ,4.09-
4.02(1H,m),4.02(1H,t,J=10.0Hz),3.97(1H,t,J=10.0Hz),3.52(1H,dd, J1=11.0,J2=
3.0Hz),3.26(1H,dd,J1=10.5,J2=3.0Hz),2.84(3H,s),2.83(3H,s),2.32(2H,t,J=
7.0Hz),1.94-1.85(1H,m),1.75-1.68(1H,m),1.66-1.55(2H,m),1.32-1.24(19H,m),0.86
(3H,t,J=7.0Hz) sMS(ESI) :m/z 516(M'+H) .

[0807] 37 - &3 - -4(R) - (4~ -FK L) - BE L KW = e #h (1367) - 'H
NMR (D20, 500MHz ) : 67.82-7.74(2H,m) ,7.30-7.20(2H,m),5.11(1H,s),4.45(1H, t,]=
11.0Hz),4.37(1H,t,J=3.0Hz),4.17-4.10(1H,m) ,4.06 (1H,t,J=10.0Hz),3.99(1H,t,]
=10.0Hz),3.52(1H,dd,J1=11.0,J2=3.0Hz),3.28(1H,dd,J1=10.0,J2=2.5Hz) ,2.86
(3H,s),2.84(3H,s),2.04-1.94(2H,m),1.94-1.86(1H,m),1.28(3H,d,J=6.0Hz) ; °C NMR
(D20,75MHz) :8129.5(d, J=9.4Hz),115.3(d,J=22.2Hz2),92.7,90.0,69.6,67.7,65.6,
65.2,61.1,59.7,58.1,52.2,33.9,30.4,30.3,19.5;MS(ESI) :m/z 470(M"+H).
[0s08] 3’ - & -3 A -4(R)-(MEme-33L) Z B a3 KM B R Ehm £k (1368) :'H NMR
(D20,500MHz ) : 8.80-8.70(2H,m) ,8.56-8.50(1H,m),8.07(1H,dd, J1=7.5,]J2=6.0Hz),
5.02(1H,s),4.40(1H,t,J=10.5Hz),4.19(1H,t,J=3.5Hz),4.14-3.94(6H,m) ,3.52(1H,
dd,J1=11.0,J2=2.5Hz),3.27(1H,dd, J1=10.0,J2=2.5Hz) ,2.83(3H,s),2.82(3H,s),
1.96-1.86(1H,m),1.80-1.70(1H,m),1.26(3H,d, J=6.0Hz) sMS(ESI) :m/z 453(M'+H).
[0809] 3’ - & -3 A ~4(R)~(3-H 3 ) - T BRI K WA % #h FR 45 (1369) : 'HNMR
(D20,500MHz) :65.00(1H,s),4.40(1H,t,J=10.5Hz),4.20-4.15(1H,m),4.10-3.92(3H,
m),3.52(1H,dd, J1=11.0,J2=2.5Hz),3.26(1H,dd,J1=10.0,]J2=2.5Hz),2.84(3H,s),
2.83(3H,s),2.19(2H,d,J=8.0Hz),2.04-1.96 (1H,m),1.94-1.86(1H,m),1.76-1.68(1H,
m),1.25(3H,d,J=6.0Hz),0.97-0.88(6H,m) ; "*CNMR (D20, 75MHz ) : 692.6,90.0,69.6,67.6,
65.6,65.1,61.1,59.6,58.1,51.3,44.3,34.00,30.3,30.2,25.8,21.4,21.0,19.4;MS
(EST):m/z 418(M'+H).

[0810] 3’ -—&-3 - -4(R)-MEig—2-F BRI KME R hi#h (1370) : 'HNMR (D20,
500MHz ) : 68.66 (1H,d,J=4.5Hz),8.10(2H,d, J=3.5Hz) ,7.74-7.65(1H,m),5.16(1H,s),
4.45(1H,t,J=11.0Hz),4.39(1H,t,J=3.5Hz),4.25-4.15(1H,m),4.07(1H,t,]=
10.0Hz),4.00(1H,t,J=10.5Hz),3.56(1H,dd,J1=11.0,J2=2.5Hz),3.28(1H,dd, J1 =
10.0,J2=2.5Hz),2.86(3H,s),2.84(3H,s),2.02-1.98(1H,m),1.97-1.91(1H,m),1.28
(3H,d,J=6.0Hz) ;'°C NMR(D20,75MHz):6148.1,138.8,127.3,122.5,92.5,69.63,67.6,
65.6,65.3,61.1,59.7,58.1,33.7,30.4,30.2,19.4;MS(ESI) :m/z 439(M"+H).

[0811] 3" - =& -3 -JA-4(R)-FRIL B A KM Z i # £5 (1398) : "HNMR (D20,
500MHz) :67.41(2H,t,J=7.3Hz),7.31-7.36(3H,m) ,5.45(1H,s),4.39(1H,t,]=10.7Hz),
4.15(1H,br s),3.94-4.05(3H,m),3.64-3.67(2H,m),3.50-3.58(3H,m),2.81(6H,s),
1.85-1.91(1H,m),1.71(1H,d,J=14.6Hz),1.24(3H,d,J=5.8Hz);'*C NMR(CD30D,
125MHz) :6135.4,128.7,126.4,93.5,90.6,70.4,66.2,61.7,58.5,52.3,41.9,37.5,34.6,
30.0,19.7;MS(EST) :m/z 452(M'+H).

[0812] 37— &3 M4 —4(R) % 2R3k 2 B i KM B R —#h R £ (1399) : 'HNMR (D20,
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500MHz) :67.20(4H,q,J=7.8Hz),4.96(1H,s),4.36(1H,t,J=10.5Hz),4.12(1H,br s),
3.92-4.03(2H,m),3.60(2H,s),3.49(2H,d,J=10.7Hz),3.24(2H,d,J=10.2Hz),2.80(6H,
s),2.30(3H,s),1.85(1H,t,J=11.4Hz),1.68(1H,d,J=14.1Hz),1.21(3H,d,J=5.86Hz)
;13C NMR(CD30D,125MHz) :8175.7,137.7,133.8,130.3,130.29,95.1,92.2,72.0,68.5,
63.2,60.0,43.0,39.0,36.1,31.9;MS(ESI) :m/z 466(M'+H).

[0813] 3"~ &3 -MAE-4(R)-(3-F IR ) Z B R H KM E R bRk (1400) : 'H
NMR(D20,500MHz ) : 67.33(1H,t,]J=8.0Hz),6.93(3H,t,]=9.5Hz),4.97(1H,s),4.73(2H,
s),4.36(1H,t,J=10.5Hz),4.13(1H,s),3.92-4.04(3H,m),3.81(3H,s),3.63(3H,s),
3.48-3.57(1H,m),3.24(1H,d,J=10.0Hz),2.80(6H,s),1.86(1H,t,J=11.4Hz),1.69(1H,
d,J=:14.1Hz),1.22(3H,d,J=:6.3Hz);wC NMR (CDsOD, 125MHz) :6175.3,161.4,138.3,
130.6,122.5,115.8,113.5,95.1,92.2,71.9,67.8,63.2,55.7,43.5,39.0;MS(EST) :m/z
A82(M'+H) .

[0814] 3" -—H-3"-HE-4(R)-[3,4-(FH ~HE ) KREIZ AL KNER
(1411):'H NMR (D20 ,500MHz ) : 66.76-6.86(3H,m) ,5.95(2H,s) ,4.96(1H,s),4.36(1H, t,]J=
10.5Hz),4.12(1H,s),3.92-4.02(4H,m) ,3.48-3.56(3H,m),3.23(1H,d,J=9.7Hz),2.79
(6H,s),1.86(1H,t,J=:11.4HZ),1.69(1H,d,J=:14.4HZ),1.22(3H,d,J=:5.8HZ);BC NMR
(CDs0OD, 125MHz):6130.5,123.4,110.5,102.4,95.1,72.0,67.2,63.2,60.0,43.0,39.0,
31.8,21.3;MS(EST) :m/z496 (M'+H) .

[0815] 3" &3 -4 -4(R)—IF) I 255 2. B & K EE & 4Rk #h (1412) : "HNMR (D20,
500MHz) : 67.28(1H,t,J=7.5Hz),7.09-7.18(3H,m),4.97(1H,s),4.37(1H,t,J=10.7Hz ),
4.12(1H,s),3.92-4.02(2H,m),3.61(2H,s),3.49(2H,d,J=10.9Hz),3.24(2H,d,J=
10.0Hz),2.79(6H,s),2.31(3H,s),1.85(1H,t,J=11.4Hz),1.69(1H,d,J=13.9Hz),1.22
(3H,d,J=5.8Hz) ;MS(EST) :m/z 466(M+H).

[0816] 37— —4-3 -S4 (R)-(MEME-40L) Z BRI KM R I (1413) :'H NMR
(D20,500MHz ) : 68.71(2H,t,J=6.3Hz),7.97(1H,d,J=5.8Hz),7.89(1H,d,J=6.1Hz),
4.99(1H,s),4.36(1H,t,J=10.0Hz),4.17(1H,d,J=10.9Hz),3.92-4.18(3H,m),3.62(1H,
q,J=7.0Hz),3.50(1H,d,J=10.9Hz),3.41(1H,d,J=11.9Hz),3.24(1H,d,J=9.7Hz),
2.96-3.02(1H,m),2.81(6H,s),1.86-1.89(1H,m),1.64-1.74(1H,m),1.23(3H,d,]J=
5.3Hz) ;C NMR(CD30D,125MHz):8139.4,136.8,130.9,129.5,128.7,127.2,95.1,92.2,
72.0,68.6,67.8,63.2,53.9,49.7,43.4,39.0;MS(EST) :m/z 453(M'+H) .

[0817] 3" - &3 A -4(R)-(mEng-23L) Z BhE3E AWM B R Ehm£h (1439) :'"H NVR
(D20,500MHz ) :68.27(1H,d,J=7.5Hz),7.99(1H,d,J=6.35Hz),7.00(1H,t,J=7.0Hz),
5.06(1H,s),4.35-4.43(2H,m) ,4.00-4.08(2H,m),3.89-3.98(1H,m),3.54(2H,dd, J=
10.9Hz),3.43-3.46(1H,m) ,3.35-3.40(1H,m),3.25(1H,t,J=6.3Hz),2.82(6H,s),2.14-
2.15(2H,m),1.25(3H,d,J=5.6Hz) sMS(EST) :m/z 454(M'+H) .

[o818]  3°- &3 A4 (R)-(4-FAHTEH) LB K ME R hEE: (1446) :'H
NMR(D20,500MHz ) : 67.25(2H,d, J=8.5Hz) ,6.98(2H,d, J=8.5Hz) ,4.97(1H,s) ,4.38(1H,
t,J=10.1Hz),4.13(1H,s),3.93-4.04(3H,m),3.82(3H,s),3.49-3.64(3H,m),3.34(1H,
s),3.25(1H,d,J=7.57Hz),2.80(6H,s),1.86(1H,t,J=11.4Hz),1.70(1H,d,J=14.8Hz),
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1.23(3H,d,J=6.1Hz) ;MS(EST) :m/z 482(M™+H).

[0819] 3’ - &3 A -4(R)-(2,3-FH-IKH) LB AR KM & bRk (1447): '
NMR (D20, 500MHz ) :67.23(1H,q,J=8.8Hz),7.14(1H,q,J=8.0Hz),7.09(1H,t,J=7.5Hz),
5.01(1H,s),4.39(1H,t,J=10.5Hz),4.17(1H,s),3.94-4.10(3H,m),3.77(2H,s),3.50—
3.58(2H,m),3.34(1H,s),3.25(1H,dd,]J=2.6,10.2Hz),2.82(6H,s),1.86-1.89(1H,m),
1.75(1H,d,J=14.6Hz),1.25(3H,d,J=6.1Hz) sMS(EST) :m/z 488(M'+H).

[0820] 3" -3 A -4AR)-(2-FHI-FHL) Z BRI KM R Eh e #h (1448) :'H
NMR (D20,500MHz ) : 67 .36(1H,t,J=7.32Hz),7.24(1H,d,J=7.3Hz),7.05(1H,d,J=
8.3Hz),7.00(1H,t,J=7.5Hz),4.96(1H,s),4.37(1H,t,J=10.7Hz),4.12(1H,s),3.93-
4.06(3H,m),3.82(3H,s),3.50-3.63(3H,m),3.33(2H,s),3.25(1H,dd,J=2.4,10.5Hz),
2.80(6H,s),1.84-1.90(1H,m),1.72(1H,d,J=14.4Hz),1.25(3H,d,J=6.1Hz) ;MS(EST) :
m/z482(M+H) .

[0821] 37— -3 -4 (R)-(MEME—4-J8) Z Bk KM B R = AR IR (1443) :'H
NMR (D20,500MHz) : 69.00(1H,s),7.45(1H,s),4.99(1H,s),4.40(1H,t,J=10.0Hz),4.17
(1H,m),4.08-3.94(3H,m),3.90(2H,s),3.64(1H,q,J=7.0Hz),3.51(1H,dd, Ji=11.0Hz, J2
=2.5Hz),3.25(1H,dd,J1=10.0Hz, Jo=2.5Hz),2.82(3H,s),2.81(3H,s),1.88(1H,m),
1.78(1H,m),1.25(3H,d,J=6.0Hz) .MS(EST) :m/z 459(M™+H).

[0822] 3’ - -3 -fifH-4(R)-(2-FILMEM-4-JE) Z B A AN BER =ARKRE
(1444) :'H NMR(D20,500MHz ) : 66.61(1H,s) ,4.98(1H,s),4.39(1H,t,J=10.0Hz),4.18(1H,
t,J=3.0Hz),4.05-3.94(3H,m),3.77(1H,m),3.71(1H,d,J=6.5Hz),3.63(1H,q,]J=
7.0Hz),3.51(1H,dd,Ji=11.0Hz,J2=2.5Hz),3.22(1H,dd, Ji=10.5Hz, Jo=2.5Hz) ,2.83
(3H,s),2.82(3H,s),1.93-1.87(1H,m),1.77-1.74(1H,m),1.25(3H,d,J=6.0Hz) .MS
(ESI):m/z 474(M'+H).

[0823] 3’ - & -3"-JA-4(R)-(5-FMbme -2-5 ) 2. B & 2 KM 2 = AR IR £ (1445)
:'H NMR(D20,500MHz) :88.46 (1H,br) ,7.76(1H,br),7.53(1H,br),5.00(1H,s),4.40(1H, t,
J=10.5Hz),4.18(1H,t,J=3.0Hz),4.08-3.91(bH,m),3.64(1H,q,]J=7.0Hz),3.51(1H,
dd,J1i=11.0Hz,J»=2.5Hz),3.25(1H,dd,J1=10.0Hz, Jo=2.5Hz),2.82(3H,s) ,2.81(3H,
s),1.92-1.83(1H,m),1.78-1.75(1H,m),1.25(3H,d,J=6.5Hz) .MS(EST) :m/z 471(M'+H).
[0824] 3’ - -3 - -4(R)-(MEHE-3-J5) Z B & KB KA IR IR £ (1449) - 'H NVR
(D20,500MHz ) :69.18(1H,br) ,7.90(2H,m) ,5.01(1H,s),4.39(1H,t,J=10.5Hz),4.19(1H,
m),4.11(2H,m),4.03(1H,t,J=10.0Hz),3.96(1H,t,J=10.0Hz),3.77(1H,t,J=10.0Hz),
3.51(1H,dd,J1i=11.3Hz,J2=2.5Hz),3.41(1H,t,J=9.5Hz),3.25(1H,dd, J1i=10.3Hz, J2
=3.0Hz),3.22(1H,dd,J1=10.75Hz,J2=2.5Hz),2.82(3H,s),2.81(3H,s),1.92-1.86
(1H,m),1.78-1.75(1H,m) ,1.25(3H,d,J=5.5Hz) .MS(EST) :m/z 454(M'+H) .

[0825] 3 - &3 -JAE-4(R)- (MR -2-3%) B B & 0k KA R DU AR IR 2k (1453) : 11
NMR(D20,400MHz ) :69.20(1H,d,J=1.4Hz),8.84(1H,d,J=2.5Hz),8.75(1H,dd, J=2.5Hz,
1.5Hz),5.16(1H,s),4.90(1H,s),4.51-4.36(2H,m) ,4.21(1H,d,J=5.8Hz),4.08(1H, t,J
=9.8Hz),3.99(1H,t,J=10.1Hz),3.60-3.53(1H,m),3.29(1H,dd,J=10.2Hz,2.8Hz),
2.85(6H,d,J=8.5Hz),2.04-1.91(2H,m),1.28(3H,d,J=6.1Hz) .MS(EST):m/z 440(M+
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H).

[0826] 3" - A& -3 -MiA -4 (R)-CRIFem-2-J) Z MR L KB R = A RKR %
(1465) :'H NMR(D20,400MHz ) : 67.82-7.69(1H,m),7.67(1H,dd,J=6.7Hz,2.3Hz),7.46(2H,
pd,J=7.5Hz,3.8Hz),5.02(1H,s),4.48-4.35(1H,m),4.22(1H,t,J=3.0Hz) ,4.15-4.05
(2H,m) ,4.05-3.93(2H,m),3.53(1H,dd,J=11.1Hz,2.6Hz),3.26(1H,dt,J=15.6Hz,
7.9Hz),2.83(8H,s),1.96-1.85(1H,m),1.82(1H,d,J=14.4Hz),1.27(3H,d,J=6.1Hz) .MS
(EST) :m/z 493(M'+H) .

[0827] 3" -3 -4 —4(R) - (1H-BkME—4—JE ) 2, B 2k K25 25 DU S IR R 26 (1466) -
'y NMR (D20,400MHz) :88.67(1H,d,J=1.4Hz),7.36(1H,d,J=1.3Hz),5.00(1H,s),4.90
(1d,s),4.40(1H,dd,J=10.9Hz,10.0Hz) ,4.19(1H,t,J=3.0Hz),4.13-3.90(3H,m),3.88
(2H,d,J=3.5Hz),3.54(1H,dd,J=7.9Hz,3.3Hz),3.27(1H,dd, J=10.2Hz,2.7Hz),2.83
(6H,s),1.96-1.85(1H,m),1.76(1H,dd, J=12.3Hz,2.3Hz),1.26(3H,d,J=6.1Hz) .MS
(EST):m/z 442(M™+H).

[0828] 37— -3 -4 -4 (R)-[2(S)-REIH B ALK ME R =M%k (1467) '
NMR(D20,400MHz ) : 64.23(2H,t,J=8.0Hz) ,3.94-4.06(2H,m),3.76-3.93(3H,m) ,3.38(1H,
d,J=10.3Hz),3.22(1H,s),3.11(1H,d,J=8.8Hz),2.67(6H,d,J=2.6Hz),1.70-1.80(1H,
m),1.59(1H,d,J=14.1Hz),1.36(3H,d,J=7.0Hz),1.09(3H,d, J=6.0Hz) ;MS(EST) :m/z
405(M+H) .

[0820] 3’43 -JA-4(R)-(3-F3) ABL R & KW & =R 2k (1469) : 'HNMR
(D20,400MHz ) :64.31(2H,t,J=8Hz),4.10(1H,s),3.83-4.02(3H,m),3.44(2H,d, J=8Hz),
3.14-3.24(3H,m),2.75(6H,d,J=5.8Hz),2.67(2H,t,]J=8.0Hz),1.76-1.86(1H,m),1.66
(1H,d,J=16Hz),1.16(3H,d,J=4.0Hz) ;MS(ESI) :m/z 405(M+H).

[0830] 3’ - &3 -4 (R)-(2-%3t) Z B s 3t KA R =R 46 (1470) : "HNMR (D20,
400MHz ) : 64.26(2H,t,J=8.0Hz),4.08(1H,s),3.71-3.96(4H,m),3.36-3.47(1H,m),3.24
(2Hd,s),3.13(1H,d,J=8.0Hz),2.70(6H,d,J=5.8Hz),1.73-1.83(1H,m),1.64(1H,d,]J=
12Hz) ,1.12(3H,d,J=4.0Hz) sMS(ESIT) :m/z 391 (M"+H).

[0831] 37— -3 -4 ~4(R)-[(2S,3S) 245k, 3-F 3 | N B s R KM B & = #h i h
(1485) :'H NMR (D20 ,400MHz ) : 64.39(2H,t, J=8Hz) ,4.20(1H,s),3.88-4.06(4H,m) ,3.50
(1H,d,J=12Hz),3.23(1H,d,J=12Hz),2.79(6H,d,J=8Hz),1.85-2.01(2H,m),1.70(1H,
d,J=16Hz),1.40-1.53(1H,m),1.22(3H,d,J=4.0Hz),1.10-1.19(1H,m),0.98(3H,d,J=
8Hz),0.90(3H,t,J=8Hz) ;MS(ESI) :m/z 447(M™+H).

[0832] 3’ - & -3 -JRAE-4(R)-[2(S)-A&,3-FRITEHARLKNER =Kt
(1486) :'H NMR(D20,400MHz ) : 64.30(2H,t,]J=8.0Hz),4.14(1H,s),3.80-4.00(4H,m),3.44
(1H,d,J=8.0Hz),3.27(1H,s),3.17(1H,d,J=8.0Hz),2.74(6H,d,J=4.0Hz),2.08-2.20
(1H,m),1.79-1.90(1H,m),1.64(1H,d,J=16.0Hz),1.15(3H,d,J=6.0Hz),0.92(6H,t,]J=
8.0Hz) ;MS(ESI) :m/z 433(M'+H).

[0833]  3°- -3 -MA-4(R)-[3(R)-Z I, 3-(4-F A IAB R AN E R =8
£h(1487):'H NMR (D20 ,400MHz ) : 67.42(2H,d, J=4.0Hz),7.19(2H,d,J=4.0Hz) ,4.26(2H,
t,J=8.0Hz),3.97(1H,s),3.90(2H,t,J=8.0Hz),3.68-3.79(2H,m),3.44(2H,d,]J=
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12.0Hz),3.19(2H,d,J=8.0Hz),3.03(2H,d,J-8.0Hz),2.73(6H,s),1.74(1H,t,]J=
12.0Hz),1.47(1H,d,J=12.0Hz),1.13(3H,d,J=4.0Hz) ;MS(EST) :m/z 499(M™+H).

[0834] 37— -3 M4 —4(R) - (MEME-2-3%) 7, Bk K W3S R DY AR IR £ (1489) - 'H
NMR(D20,400MHz ) : 67.88(1H,d, J=3.6Hz),7.74-7.65(1H,m),4.98(1H,s),4.74(1H,t,]J=
2.70z),4.37(1H,dd,J=11.0Hz,9.9Hz),4.17(1H,t,J=3.1Hz),4.10-3.89(4H,m) ,3.52—
3.47(1H,m),3.24(1H,dd,J=10.1Hz,2.9Hz),2.81(7H,s),1.94-1.82(1H,m),1.79-1.71
(1H,m),1.23(3H,d,J=6.1Hz) .MS(EST) :m/z 459(M"+H).

[0835] 3’ - & -3 -4 —4(R)-(5-AHFEMIE-2-35) Z Bt A KM B R = ARKRE
(1490) :'H NMR (D20 ,400MHz ) : 69.34(1H,s) ,8.64(1H,d, J=8.6Hz),7.66(1H,d,J=8.6Hz),
5.02(1H,s),4.76(1H,t,J=2.8Hz),4.46-4.31(1H,m),4.20(1H,t,J=3.1Hz),4.15-3.92
(3H,m),3.81-3.55(1H,m),3.53(1H,dd, J=11.2Hz,2.7Hz),3.33-3.22(1H,m),2.83(6H,d,
J=1.9Hz),1.99-1.83(1H,m),1.78(1H,d,J=14.5Hz),1.26(3H,d,J=6.1Hz) .MS(EST) :m/
7 498(M™+H).

[0836] 3" -3 A -4(R)-(CHFEIFMEME—2-3L) Z B & KM B R =S Rk (1491)
AH NMR (D20 ,400MHz ) : 68.03(2H,dd, J=17.1Hz,8.1Hz),7.65-7.57(1H,m),7.57-7.48(1H,
m),5.03(1H,s),4.77(1H,t,J=2.7Hz),4.44-4.37(1H,m) ,4.23(1H,t,J=3.1Hz) ,4.16—
3.89(4H,m),3.53(1H,dd,J=8.3Hz,2.8Hz),3.27(1H,dd, J=10.1Hz,2.8Hz) ,2.83(6H,d, ]
=5.2Hz),2.23(1H,s),1.97-1.85(1H,m),1.80(1H,dd,J=12.2Hz,2.3Hz),1.26(3H,d,J=
6.1Hz) .MS(ESI) :m/z 509(M+H) .

[0837] 3" - &3 -JRAE-4(R)-(2-F K1) BB &I KM R bR (1492) :'H
NMR(D20,400MHz ) : 67.62(2H,m) ,7.38-7.24(2H,m) ,5.05(1H,s),4.77(1H,s) ,4.47(1H,dd,
J=10.9Hz,10.0Hz),4.40(1H,t,J=2.9Hz),4.18-3.95(3H,m) ,3.58(1H,m),3.30(1H,dd, J
=10.2Hz,2.8Hz),2.87(6H,d,J=7.8Hz),2.06-1.87(2H,m),1.30(3H,d,J=6.1Hz) .MS
(ESI) :m/z 456(M'+H).

[0838] 3 - —& -3 - -4(R)-(2(S)-4-F A -2-F ) TH AL KUNE X =L
(1493) :'H NMR (D20 ,400MHz ) : 65.03(1H,s) ,4.76(1H,s),4.45-4.34(2H,m) ,4.19(1H, t,]=
3.1Hz),4.14-3.92(3H,m),3.56-3.50(1H,m) ,3.27(1H,dd,J=10.2Hz,2.8Hz),3.16(2H, t,
J=6.7Hz),2.84(6H,d,J=3.4Hz),2.16(1H,m),2.07-1.89(2H,m),1.78(1H,dd,J=
12.4Hz,2.2Hz) ,1.26(3H,d,J=6.1Hz) .MS(EST) :m/z 435(M'+H).

[0830] 3’ - &3 -HA-4R)-[2(R)-EH I ABREEFE KMER = kM (1501):'H
NMR(D20,400MHz ) : 64.34(2H,t, J=8.0Hz) ,4.15(1H,s),4.08(1H,d,J=8.0Hz),3.88-4.04
(20,m),3.46-3.52(1H,m),3.31(2H,s),3.19-3.25(1H,m),2.79(6H,d,J=4.0Hz),1.82-
1.93(1H,m),1.71(1H,d,J=16.0Hz),1.49(3H,d,J=8.0Hz).1.21(3H,d,J=8.0Hz) .MS
(EST) :m/z 405(M™+H).

[0840] 3’ - -3 - -4(R)-[2(S)-(2-E It L B &) -3 3 |- B L & 0k K2
2= =R £ (1502) : 'H NMR(D20,400MHz) :67.07-7.25(5H,m) ,4.26-4.36(2H,m) ,3.85-3.94
(20,m),3.70-3.83(3H,m),3.38-3.50(1H,m),3.31(2H,s),3.15-3.23(2H,m),2.96-3.08
(2H,m),2.77(6H,d,J=4.0Hz),1.78-1.88(1H,m),1.54-1.69(1H,m),1.18(3H,d,J=
8.0Hz) .MS(ESI) :m/z 538(M+H).
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[0841] 3’ -&-3 - %A 4 (R)-3- KA BLE L AR E 3L KW E R 8 ##h (1503) : 'H
NMR(D20,400MHz ) :67.73(2H,d, J=8.0Hz) ,7.57-7.63(2H,m),7.51(2H,t,J=8.0Hz) ,4.34
(2H,t,J=8.0Hz),4.11(1H,s),3.93(2H,p,J=8.0Hz),3.57-3.83(3H,m),3.43-3.51 (1H,
m),3.32(1H,s),3.19-3.25(1H,m),2.79(6H,s),2.51-2.71(2H,m),1.71-1.82(1H,m),1.55
(1H,d,J=12.0Hz),0.97(3H,d,]J=4.0Hz) .MS(ESI) :m/z 509(M"+H).

[0842] 37 - =& -3 -/l -4(R)-3-(2-REE £ B2k ) N R KM B R Eh iRk
(1504) :'H NMR (D20,400MHz ) : 67.23-7.42(5H,m) ,4.35(2H,t,J=8.0Hz) ,4.07(1H,s),
3.83-4.01(3H,m),3.39-3.57(3H,m),3.17-3.36(4H,m) ,2.79(6H,s),2.46(2H,br.s),
1.74-1.86(1H,m),1.58(1H,d,J=12.0Hz),1.18(3H,d,J=4.0Hz) .MS(ESI):m/z 523(M'+
H).

[0843] 3" -5 -3 -HAE-4(R)-(2,2- " HE) ZME M E L HmE(1514) . 'H
NMR(D20,400MHz ) : 67.46-7.31(10H,m) ,5.30(1H,s),4.91(1H,s),4.76(1H,s),4.40(1H,
dd,J=11.00z,9.70z),4.23(1H,t,J=3.0Hz) ,4.05-3.90(3H,m),3.53(1H,dd,J=11.1Hz,
2.7Hz),3.27(1H,dd,J=9.9Hz,2.7Hz),2.84(6H,s),1.97-1.86(1H,m),1.77(1H,dd, J=
12.4Hz,2.2Hz) ,1.23(3H,d,J=6.1Hz) .MS(EST) :m/z 528(M'+H).

[0844] 3" - & -3 -JRA-4(R)-[2(S)-&EH,3-FEIABEL AL ANE R =Mt
(1515) :'H NMR (400MHz ,D20) : 67.32-7.42(3H,m),7.22-7.29(2H,m) ,4.29(2H, t,J=8H
Hz),4.00(1H,s),3.83-3.94(2H,m),3.39-3.58(2H,m),3.15-3.34(3H,m),2.97-3.14(2H,
m),2.77(6H,s),1.59-1.71(1H,m),1.09-1.17(1H,m),1.06(3H,d,J=4.0Hz) .MS(ESI) :m/z
481 (M™+H) .

[0845] 37— & -3 A4 (R)-(5—IRMENE-2-3L) Z B A KM E R = IRIEE (1516)
:"H NMR(D20,400MHz ) : 88.77(1H,s),8.33(1H,s),7.58(1H,s),5.03(1H,s),4.78(1H,s),
4.42(1H,dd,J=10.9Hz,9.9Hz) ,4.20(1H,d,J=3.0Hz) ,4.14-3.95(5H,m) ,3.55(1H,dd, ]
=11.2Hz,2.5Hz),3.29(1H,dd,J=10.1Hz,2.7Hz),2.85(6H,d,J=1.6Hz) ,1.96-1.88(1H,
m),1.79(1H,d,J=14.6Hz),1.28(3H,d,J=6.1Hz) .MS(ESI) :m/z 531,533(M'+H).

[0846] 3’ -4 -3 -l -4 (R)—(2- R FEMEMe -4 -0k ) Z Wi Hk K BT R =AM #h
(1517) :'H NMR (D20 ,400MHz ) : 67 .94(2H,dd, J=7.8Hz,1.7Hz),7.67-7.55(3H,m) ,7.51 (1H,
s),5.03(1H,s),4.48-4.38(1H,m),4.21(1H,d,J=3.1Hz),4.14-3.92(5H,m),3.55(1H,dd,
J=11.1Hz,2.6),3.29(1H,dd,J=10.1Hz,2.8Hz),2.85(6H,d,J=1.4Hz),1.95-1.87(1H,
m),1.81(1H,d,J=14.4Hz),1.27(3H,d,J=6.1Hz) .MS(EST) :m/z 535(M™+H).

[0847] 3" - H-3 MR -4(R)-(HEmE 22 AL R A M E R =ARIREE(1518) '
NMR (D20 ,400MHz ) : 68.60-8.56(1H,m),8.45(1H, td,J=8.0Hz,1.6Hz),7.88-7.82(2H,m),
4.84(1H,s),4.76(1H,s),4.29(1H,dd,J=10.9Hz,9.8Hz),4.03(1H,d,J=2.9Hz),3.98-
3.81(3H,m),3.44(1H,d,J=11.2Hz),3.29(2H,dd,J=11.6Hz,4.5Hz),3.22-3.15(1H,m),
2.83(2H,dd,J=10.2Hz,4.4Hz),2.75(6H,s),1.83-1.73(1H,m),1.52(1H,d,J=14.6Hz),
1.14(3H,d,J=6.1Hz) .MS(EST) :m/z 467(M™+H).

[0848] 3" - —H -3 A -4(R)-(5-KENEmE-2-3) Z B AR AN E R =S RRE
(1519) :'H NMR(D20,400MHz) :88.91(1H,s),8.66(1H,m),7.88(1H,m),7.67(2H,m),7.50
(3H,m),4.91(1H,s),4.65(1H,s),4.28(1H,d,J=10.0Hz),4.12(2H,d,]J=8.2Hz),4.03-
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3.71(3H,m),3.41(1H,s),3.14(1H,s),2.70(6H,d, J="7.8Hz) ,1.79(1H,m),1.68(1H,d,J=
11.0Hz),1.15(3H,d,J=6.1Hz) .MS(ESI) :m/z 529(M'+H).

[0849] 37— -3" -4 (R)—(2-CRFR 2 I ) M —4—J%) Z B e KWL B 3R = A IR IR
#5(1520) :'"H NMR(D20,400MHz) : 67.60-7.54(2H,m) ,7.50-7.43(3H,m),6.76(1H,s),5.00
(1H,s),4.42(1H,dd,J=10.9Hz,9.9Hz),4.21(1H,t,J=3.1Hz),4.12-3.95(3H,m) , 3.84~
3.74(2H,m),3.57(1H,dd,J=11.1Hz,2.6Hz),3.30(1H,dd,J=10.2Hz,2.7),2.86(6H,d, ]
=1.4Hz),1.93(1H,ddd, J=15.0Hz,10.3Hz,3.9Hz),1.78(1H,dd,J=12.3Hz,2.2Hz) ,1.28
(3H,d,J=6.1Hz) .MS(ESI):m/z 550(M'+H).

[0850]  3°-A&-37 Ml AH—4(R)—(5—(4-FURE) ML IE-20% ) Z Wi 2 e KM - = A IR #h
(1535) :'"H NMR(D20,400MHz ) : 68.92(1H,d, J=2.2Hz) ,8.66(1H,dd, J=8.4,2.2Hz),7.90
(1H,d,J=8.4Hz),7.69-7.62(2H,m),7.56-7.50(2H,m) ,4.94(1H,s),4.67(1H,m),4.34-
4.28(1H,m),4.13(2H,m),4.07-3.85(3H,m),3.56(1H,q,J="7.1Hz),3.45(1H,dd,J=11.1,
2.6Hz),3.19(1H,dd,J=10.2,2.7Hz),2.74(6H,d, J=0.9Hz),1.90-1.78(1H,m),1.70(1H,
m),1.19(3H,d,J=6.1Hz) .MS(ESI):m/z 563(M'+H).

[0851] 3’ —&-3 -4 (R)-(HEMK-8—3% ) BB F L KM B = = A RM L (1536) : '
NMR (D20,400MHz) : 89.10-9.05(1H,m),9.02(1H,d,J=8.5Hz),8.42(1H,d, J=7.3Hz),
8.39-8.31(1H,m),7.98(1H,dd,]=8.4,5.3Hz),7.89(1H,t,J=7.9Hz),5.07(1H,s),4.45
(1H,t,J=3.0Hz),4.42-4.34(1H,m) ,4.16-4.05(1H,m),4.01(1H,t,J=10.0Hz),3.91(1H,
t,J=10.1Hz),3.50(1H,d,J=11.2Hz),3.21(1H,d,J=10.3Hz),2.77(6H,d, J=13.0Hz) ,
2.01-1.91(2H,m),1.21(3H,d,J=6.1Hz) .MS(ESI) :m/z 489(M'+H).

[0852] 3’ - &3 - -4(R)-2-(1-"FFHE-1H-1,2,3-=M—4-3L) Z B & K W5 2 Y
RALY) (1537) :'H NMR(D20,400MHz ) :87.84(1H,s),7.34(3H,ddd,J=8.1,4.4,1.5Hz),
7.28-7.24(2H,m),5.53(2H,s),4.85(1H,s),4.66(1H,t,]=2.5Hz),4.35-4.25(1H,m),
4.05(1H,t,J=3.1Hz),3.89(3H,dt,J=24.4,9.8Hz),3.55(2H,q,J="7.1Hz),3.43(1H,d, ]
=8.7Hz),3.20-3.13(1H,m),2.73(6H,d,J=2.1Hz),1.82-1.73(1H,m),1.63(1H,dd,J=
12.3,2.4Hz),1.13(3H,d,J=6.1Hz) .MS(ESI) :m/z 533(M'+H).

[0853] 37— -3 -4 —4(R)—(2-((4-F AL ) L) MEME -4 L) 2 BR H R KW E R =
ALY (1538) : 'H NMR(D20,400MHz ) : 67.39-7.34(2H,m) ,7.20-7.14(2H,m) ,6.62(1H,s),
4.87(1H,s),4.68-4.66(1H,m),4.30(1H,dd,J=10.9,9.9Hz),4.09(1H,t,J=3.0Hz),3.91
(3H,m),3.65(1H,d,J=3.8Hz),3.55(1H,q,J=7.1Hz),3.46-3.41(1H,m),3.18(1H,dd, J=
10.2,2.7Hz),2.74(s,6H),1.86-1.77(1H,m),1.66(1H,d,J=14.6Hz),1.16(3H,d,]J=
6.1Hz) .MS(EST) :m/z 568(M'+H).

[0854] 37— 37—l —4(R)—(2-( (- AL ) L) MEME -4 B A R KB R =
RALY(1539) :'H NMR(D20,400MHz ) : 67.40(1H, td, ] =8.2,6.6Hz),7.22-7.13(2H,m) ,6.99
(1H,td,J=8.6,2.4Hz),6.67(1H,s),4.88(1H,s),4.67(1H,t,]=2.8Hz),4.35-4.21(1H,
m),4.09(1H,t,J=3.1Hz),4.01-3.83(3H,m),3.66(1H,d,J=1.8Hz),3.58-3.53(1H,m),
3.44(1H,dd,J=7.7,3.4Hz),3.18(1H,dd,J=10.2,2.7Hz),2.74(6H,s),1.86-1.76(1H,
m),1.71-1.62(1H,m),1.14(3H,d,J=6.1Hz) .MS(ESI) :m/z 568(M'+H).

[0855] 3" & -3 -4 (R)—(2-((4-( = 4R ) A 0, ) Sk ) e -4 ) 2 B 2 it
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KME R =R (1540) : '"H NMR(D20,400MHz) : 87.45-7.41(2H,m),7.35(2H,d,J=
8.5Hz),6.65(1H,s),4.88(1H,s),4.67(1H,t,J=2.8Hz),4.30(1H,dd,]=10.9,9.9Hz),
4.09(1H,t,J=3.1Hz),4.00-3.83(3H,m),3.66(1H,d,J=2.6Hz),3.55(1H,q,J=7.1Hz),
3.44(1H,dd,J=7.7,3.4Hz),3.18(1H,dd,J=10.2,2.8Hz),2.74(6H,s),1.86-1.75(1H,
m),1.71-1.63(1H,m),1.15(3H,d,J=6.1Hz) .MS(ESI) :m/z 634(M'+H).

[0856] 37— -37 M AH—4(R)—(2-((4— (=5 F 2 ) Ok ) U ) e e —4 L) 2L B K
M E =R (1541) :'"H NMR(D20,400MHz ) : 87.71(2H,d,J=8.5Hz),7.51 (2H,d,J=
8.6Hz),6.71(1H,s),4.88(1H,s),4.68-4.66(1H,m),4.30(1H,dd,J=11.0,9.9Hz),4.09
(1H,t,J=3.0Hz),3.98-3.84(3H,m),3.67(1H,s),3.55(1H,q,J=7.1Hz),3.43(1H,m),
3.18(1H,dd,J=10.2,2.7Hz),2.74(s,6H),1.86-1.75(1H,m),1.67(1H,d,J=14.5Hz),
1.14(3H,d,J=6.1Hz) .MS(ESI) :m/z 618(M'+H).

[0857] 3’ - -3 -HAE-4(R)-(5-(4-F IR ) ML —2-3%) 2 B2 2 K& &R = IR
(1542) :'H NMR(D20,400MHz) : 68.90(1H,d, J=2.2Hz),8.66 (1H,dd, J=8.4,2.2Hz),7.91
(1H,d,J=8.4Hz),7.74-7.66(2H,m) ,7.29-7.21(2H,m),4.94(1H,s),4.69-4.67(1H,m),
4.35-4.27(1H,m),4.16(1H,d,J=4.6Hz) ,4.14-4.11(1H,m),4.07-3.85(3H,m) ,3.56 (1H,
q,J=7.1Hz),3.49-3.42(1H,m),3.19(1H,dd,J=10.2,2.6Hz),2.75(s,6H) ,1.90-1.77
(1H,m),1.70(1H,d,J=14.6Hz),1.19(3H,d,J=6.1Hz) .MS(ESI) :m/z 547(M'+H).

[0858] 37— A3 -4 -4(R)—(5-(3-F IR b g 258 ) 2. B -2 A KM BT R =R
164 (1543) :'H NMR(D20,400MHz) : 'H NMR(400MHz ,D20)68.90(1H,s),8.63(1H,d,]J=
8.3Hz),7.87(1H,d,J=8.5Hz),7.47(1H,t,J=8.0Hz),7.29(1H,d,J=7.6Hz),7.25(1H,
s),7.10(1H,d,J=8.3Hz),4.94(1H,s),4.31 (1H,t,J=10.4Hz) ,4.13(2H,s),4.06-3.87
(3H,m),3.83(s,3H),3.56(1H,dd,J=14.2,7.1Hz),3.44(1H,d, J=3.9Hz) ,3.18(1H,d, J=
8.9Hz),2.74(s,6H),1.87-1.81(1H,m),1.70(1H,d,J=14.0Hz),1.19(3H,d,J=6.0Hz) .MS
(ESI):m/z 559(M'+H).

[0859] 3’ - &3 WA -4(R)-(4-GEIe-2-4L ) 2. Bh & KW 3 2= =ik (1544) : 'H
NMR (D20, 400MHz ) : 'H NMR(400MHz ,D20)88.57(1H,dd,J=5.3,1.8Hz),7.87-7.85(2H,m),
4.93(1H,s),4.69-4.66(1H,m),4.34-4.28(1H,m),4.11(1H,t,]=3.0Hz),4.09-3.83(m,
5H),3.45(1H,dd,J=11.1,2.6Hz),3.19(1H,dd,J=10.2,2.8Hz),2.74(6H,d,]=0.9Hz) ,
1.87-1.78(1H,m),1.69(1H,d,J=14.5Hz),1.18(3H,d,J=6.1Hz) .MS(ESI) :m/z 487 (M'+
H).

[0860] A3~ 3 —ke st & FE R ME 2 (1419, 1420 F11421) B — M5 ik : S T A6
FE(FINaBH4(10mmo1 ) 1 —Chz{F3 (I Bi A% (1mmo 1) (K FE 7K w5t (10mL) VR B P InAAE —
w5t (2mL) H [ CF3COOH (10mmo 1) o 2 1L HY A& i, I #VIR A9 [F1 9 2h , ¥ 50, BN K
(50mL) 1, I FCH2Cl2(2x 30mL) ZEEL , FI7K (30mL) #eisk , T4 (Na2S04) , 28 A , H3l el 1 (i
AR B o IR Y I B AR T 2710 % Pd—-C (50 % i &) [ 1 . 25MHC1 £EMe OHFHE tOH( 1
SR AP AT SE IR IR A B B ORI T AE30Ps 1 /He N EALIR S 2/
I, 3ok 8 IR W 4 o A C TR B 45 21 1 [ 44 , i 8 5 e 1 20 Tk e 4 15 2 1 [ 44 , 76 B2
H T A3 B B AR3 -3 e A KT R

[0861] A i3’ —JH4A3 Kt &It KRB & (1422-1425) 10— My vk £l R AE K

79



CON 102548552 B W OB B 60/76 TT

EtOH(10mL) H1 196 , 8- 4 344 (R) - % 2 KM B 2= (1mmo 1 ) FHAH LK 5 JERE (1. 2mmo 1) 45
FE5h AP0 (JEALF) , 376 208 T AE30Ps i /Ho BB A A AL I 4 L 3 8, Weis , 3 i
FE a4 o AR B IR IE R T 2710 % Pd-C (50% i) 1. 25M HC14EMeOHAF
EtOH(1: 1) H IR A, T SEBLE FECB2 AR 97 3L [ 1 I AR 37 o =00 R AE30Ps i /He F &AL
TREW2/NES S 3 P8 FF IR AR - FIVS 2 Tk T BES 45 2 [ 44, 1 98 I Aok & 1 2 Tk e 45 21 14 141
W EE A TR BB B FRS S R AN E X

[0862]  M&3™ - 3" —Fi AL E L KM B R L AV A 8 -

[0863] 3’ - &3 -hifa—4(R)-FIFA I AP I EIE KW R = hMR2h (1419) : 'HNMR(CDs0D,
500MHz):65.01 (1H,s),4.33(1H,t,J=10.2Hz),3.99(1H,t,J=9.5Hz),3.88(1H,t,]=
10.0Hz),3.62-3.67(3H,m),3.42-3.53(1H,m),3.05-3.11(3H,m),2.81(3H,s),2.78(3H,
$),1.99-2.08(1H,m),1.62-1.82(1H,m),1.28(3H,d,J=5.6Hz),1.14-1.19(1H,m),0.72
(2H,d,J=5.3Hz),0.43(2H,d,J=16.6Hz) sMS(EST) :m/z 388(M™+H).

[0864] 3" - & -3 -JRA-4(R)-(3-F ) T HAFLAKMWE K =M (1420) : "HNVR
(CD30D,500MHz ) : 65.04 (1H,s),4.39(1H,t,]=10.5Hz) ,3.84-4.00(3H,m),3.67-3.77 (2H,
m),3.06-3.23(4H,m),2.89(3H,s),2.85(3H,s),2.12-2.22(2H,m),1.62-1.74(3H,m),1.34
(3H,d,J=5.8Hz),1.01(6H,br s); CNMR(CD30D,125MHz):693.2,88.9,75.5,70.2,69.0,
66.5,66.2,61.7,61.5,60.0,58.4,37.5,34.1,30.5,MS(ESI) :m/z 404(M'+H).

[0865] 3’ - & -3 -MiA-4(R) -+ ket &I AME R = HE £ (1421) : "HNMR (D20,
500MHz) :65.03(1H,s),4.28-4.37(1H,m),4.03(2H,t,J=9.7Hz),3.96 (1H,t,J=10.0Hz),
3.75(1H,t,J=10.0Hz),3.53(1H,d, J=8.5Hz),3.84-3.42(1H,m),3.09-3.26(3H,m) ,3.02
(1H,d,J=15.6Hz),2.81(8H,s),1.98-2.10(1H,m),1.67-1.72(1H,m),1.28(20H,br s),
0.82(3H,d,J=6.5Hz) ;'3C NMR(CDs0D, 125MHz) : §94.8,90.4,71.9,70.3,67.6,63.2,61.0,
33.2,30.8,27.8,23.8,21.1;MS(EST) :m/z 502(M+H) .

[0866] 3’ -4 -3 A -4 (R)-Welg—23L - B JL L KA & = $h e 2k (1422) : "HNMR
(D20,500MHz ) :67.61 (1H,s),6.68(1H,d,J=2.4Hz),6.51 (1H,s),5.04(1H,s),4.47(1H,
s),4.28-4.36(3H,m),4.01-4.09(2H,m),3.90-3.97(1H,m),3.81-3.90(1H,m) ,3.46-3.54
(1H,m),3.24-3.26(1H,m),2.81(6H,s),1.89-2.17(2H,m),1.28(3H,d,J=5.6Hz) ;MS
(EST) :m/z 414(M™+H).

[0867] 3" - &-3 M4 -4 (R)-(3-FHIE) FREIEXME R =M (1423) : "HNMR
(D20,500MHz) : 67 .44 (1H,t,J=8.5Hz),7.11(3H,d,J=7.8Hz),5.02(1H,s),4.26-4.54
(3H,m),3.92-4.06(3H,m),3.84(3H,s),3.40-3.54(2H,m),3.20-3.26(2H,m) ,2.80(6H,s) ,
2.06(1H,d,J=15.6Hz),1.92-1.98(1H,m),1.28(3H,d,J=5.8Hz) ;MS(ESI) :m/z 454(M'+
H).

[0868] 3" - & -3’ - -4(R)—4-F) FHRAFZLAMER =M (1424) . "INMR (D20,
500MHz):67.52(2H,t,J=7.5Hz),7.22(2H,t,J=8.5Hz),5.02(1H,s),4.41(2H,dd, J=
13.4Hz) ,4.29(1H,t,J=10.5Hz),4.00-4.09(3H,m),3.95(1H,t,J=10.0Hz) ,3.49(2H, t, ]
=14.4Hz),3.24(1H,d,J=10.2Hz),2.80(3H,s),2.78(3H,s),2.09(1H,d,J=15.8Hz) ,
1.95-2.00(1H,m),1.27(3H,d,]J=5.8Hz) ;sMS(ESI) :m/z 442(M'+H).

[0869] 3’ - &3 -4 -4 (R)—(4-H &) TG I KM A 2 = 2RIk 2h (1425) : 'HNMR(D20,

80



CON 102548552 B W OB B 61/76 T

500MHz ) : 67.35(4H,dd, J=7.5Hz) ,5.01(1H,s),4.38(2H,dd,J=13.1Hz),4.28(1H,t,]J=
10.5Hz),4.00-4.09(3H,m),3.94(1H,t,J=10.0Hz),3.50(1H,d,J=10.9Hz),3.42(1H,br
s),3.25(1H,d,J=10.0Hz),2.80(3H,s),2.77(3H,s),2.35(3H,s),2.06(1H,d,J=
15.8Hz),1.95(1H,t,J=11.7Hz),1.27(3H,d,J=5.8Hz) ;MS(ESI) :m/z 438(M'+H).

[0870] 3”4 -3" [l 44 (R) 2R Bk £ FE B B K WL 85 3% = #h 2 #h (1450) : 'HNMR (D20,
400MHz ) :67.32-7.42(3H,m) ,7.22-7.29(2H,m) ,5.01(1H,s),4.38(2H,dd,J=13.1Hz),
4.28(1H,t,J=10.5Hz),4.00-4.09(3H,m),3.94(1H,t,J=10.0Hz),3.50(1H,d,]J=
10.9Hz),3.42(1H,br s),3.25(1H,d,J=10.0Hz),2.62(2H,m),2.77(3H,s),2.35(3H,s),
2.06(1H,d,J=15.8Hz),1.95(1H,t,J=11.7Hz),1.27(3H,d,J=5.8Hz) ;MS(ESI) :m/z 438
(M'+H) o

[0871]  SCjafs2

[0872]  —JEAKAM IR N T ik

[0873] MICIISE : N HMRIE G RSE AR HEFT 72 Br (Clinical Laboratory Standards
Institute)(CLSI;National,C.F.C.L.S.,Methods for Dilution Antimicrobial
Susceptibility Tests for Bacteria that Grow Aerobically-Seventh Edition:
Approved Standard M7-A7,CLSI,Wayne,Pennsylvania, 3£ ,2008) A 7 #6877 2=
SEMIC, Fid ik B AR A 1580 . & e /R 96 FL [ K &7 ek (Nalge Nunc International,
Rochester,New York,Z& [ ) o i #5751 00LLiE Y R i R 2 TP 265 RGBS AE R fE
LA I ZE AR (1001L) (15 1 29 10° 40 B o Fu/mLI¥I 41 T8 A 32 42 A0 , LA13 21 A 2001g/
mLA IR A 29 LR L, JRAESTCA U B IR AR - 45 8% 70 ISR T R0 2F 70 BOMF B BCG =17 2
BRI B TR, i HoAth B PR B 1 IR 45 A% 0 B T RIMT CId 3l 26 T CLS LB JIg e 1) U VA Y
JIEAR I M S . fE2mL THILER G FH 245 R VIR R0 i A & e &% 2440 R , IF
L05cfudiefl, I A 38 Il A Ja » 7E T A 15 50 T SRMICIT 3y BE 1E 41 B8 A= K ) B (IR 25 ik
JE.

(08741 Jy AR W IA) AR FH N < 8 AE 96 L B JECAR Hh 19 T kARG 58 J772 , — = M vE A
T 5RREN R A R TT BERCA I 1329 P A A% 4 B I H3 TRV NG 1 VP4l T 5 R
ML A, FITELC AR A5 A 76 3L 2000l A4 R 37 1 40 T B2 R0 (10°c fu/mL) FH265 &
PR S PUE TR B FORZG I B KR e /NI B A2 EATIMI O 22 /b £ 445 3T CIR B TR
Jii B B A s B Z A A IMIC, HE B L iopoul os ZE IR K HSAETF RS 2 0 B A B
H37RVI 53 2 3% & (FIC)$840 . 2= WEliopoulos®E,Antimicrobial Combinations,fFIn
Antibiotics in Laboratory Medicined ,WilliamsHIWilkins,Co.,Baltimore,
Maryland,3EH, 2000, 55432-449 B FICTREUFRE AT - <0.5, B[ s >0.524, A100; BL&
>4, 5.2 W0dds ,F.C. ,J.Antimicrob.Chemother. ,52,1(2003) .

[0875] i 24 SR AR A ) 2 FE AN 2 R ZRAE - S T4 100uL M AN EE SR W B 76 576 4. 8A1L6 X Bt i
MICHIZGY R THL LB Ia AR b, AT U 78 $7045 12 7 SO H3 TRV Y R RAR SN AL =R N
B3 K 2 v H o DATE 40 M S BT SR R AR IR M e FAR P BE AL PR B 7 1 1Y
SRR, M R S A R AU E RIRER THORZ R 5 Re B AR K e fE 7E A2
FH PRI Sl B A 5 1) 25 R0 AR M CRR DL T AR R = ke R

(08761  Harill KA B3 2 M 24 R AR - 9 78 5 4% 70 A AT i RO 3 25 RO I AR AL A, L ok
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HIntegrated DNA Technologies(Coralville,lowa,3E ) & H K EZHER 5| PIPCRY™
1416S rRNAFIrpsEHE K]  FERE 75 PCRIGIA A4 T N HI16S-F(5°-CCG TTT GTT TTG TCA GGA
TA)(SEQ ID NO:1)F116S-R(TTC TCA AAC ACC ACA CCC CA)(SEQ ID NO:2)# #416S rRNA,
PLE HrpsE-F(5°-GGC GTG CCG GGT GAC AAA AAG G)(SEQ ID NO:3)MirpsE-R(5°-GAA
TCC TTC GTA AGC CCA)(SEQ ID NO:4)¥ 3rpsE. 5 flQiagenfIMINELUTE™ PCRK 7
(Qiagen,N.V.,Venlo, fif =) aifb 4§ ¥+, 37 N FHABT Model 3130XL Genetic Analyzer
(Applied Biosystems,Foster City,California,3EE )HMolecular Resource Center,
University of Tennessee Health Science Center (Memphis,Tennessee,United
States of America)ill .48 )G N HEMAFEFFCLC Main Workbench(CLC bio,Aarhus,
Denmark) 43 #1771 (o 3 ]

[0877] #0351  E D786 10 % i /1 M7 (FBS) [ Dulbeccoit R Eagl e £ (DMEM) H
BiFiVero b Bz A (Ol B FE PH 4 < 35 B A5 2035 32 ) AR 3k it (ATCC) CCL-81 ;Manassas ,
Virginia, &), A ERIEIE B 287 (37C,5%C02) o AN M HI TIHR2 H 40 f , 85 55 00k
£, P~ L0°H g /mL T8 T B 15 37k v, 43 L 96 AL F M e A h (100uL/ L) , JFAE3TC
T8 18/NIF o 8 J5 TN AE ZFBSHDMEM Y () 2455 2 B AR B AL 54 (800-0 . 4mg /L) , I
BEMMT2/E o N — R = B 58 b, B2 FHMT T 40 g 34 58 9 7% (ATCC , Manassas,
Virginia, 3 [ ) LLEE VL VA 4L & W0 B0 40 M0 A2 2% 73 o MR GraphPad prism 5
(GraphPad Software,San Diego,California, 3% E )VEK B &E N i 28 3R 15 T Cao B 45 -
[0878] K iz T 12 S30 %% ¢ / #H ¥ M1\ « M 78 g ) K #F B S30 P (Promega , Madison,,
Wisconsin, &) M5 e Z M5, i H =i fOA M B #4T R M AEH 100IL
Premix.2.5uLE A2 LML 7. 50l S30HRINA 2. SuLAMH | EDMS0(2.5% )  1uL pBESTluc
UKL (1ug) L. SULICAZ BRI 7K 2H B i) 25 n AR RR R AT o 1 S B2 7 30 3, SR S i
TUK E553 8P4 1k B SR 5 NN B0RLE 1 2 It 7] (Promega , Mad i son , Wisconsin,
W), 7EBioTek SYNERGY™ HTHRiE%%% (BioTek Instruments,Inc.,Winooski,
Vermont , & [ ) P IRE R GIEE . MM HGraphPad prism 5(Graph Pad Software,San
Diego,California, 3% [ ) {ERE 7 E S S 26t 3RA3 TCaoBiHfE o B2 FH AL A4 13291 M 5E 1)
TUEE IR ICsofH, K 1 Hofth KW B AT

[0879]  ARAMCREARAC AR 5 P« B2 FHSCER I S S SIORE AR il %6 ¥ (Cellzdirect , Austin,
Texas , 38 ) YEAG A A VI AR SN ORLARAC A5 E P o 20 1 R 25 Lok 44 2 9 V39 ( 10mg /mLL )
S A 250l AL A 4 (20uM) 12000 NADPHER A2 YW (FEpH 7. AT M £h 22 pP A Vi 1Y
1.3mM NADP+. 3. 3mM% %) B —6-FA R . 3. 3mM Mg C1o T 8457 /mlL 78 27 49 —6— ik 1R Jid S0 ) v A
iU - 37°CIE T RMIR AW, 39 450,510, 15,3045 .60 190 2 B EUEE . &5 A Lid
2 3R S FH RIS THORLAR IR S B2 TR 5 1) P A A B o P 8 i 35 B2 FHLC-MS /MS TR 4T 73+ A
FEIR B JHIA) I 00 BHAL S W 2R O BGR & RT AR B 15 2 Hr Wi B2 A £k 0 OR #5
FERM B SR E L .

[0880]  HE [ Jm4h &« N FH P iB Mk I E A5 IR B S & o AE R BRI v il 5 A2 )
FHIR U BE B M A A P (AIRHET ) o 5 2000 L ML 2R AE ot BT e i == v, 0 3500l [ 5512
PR Eh 22 PPV (pH 7. 4) NN B2 1 26 B (MWEIHT{H6000-8000D, RED®%: & ,Pierce
Biotechnology Inc,Rockford,I1linois,3EE ) EHEE =T . HEEMSETAES, IF
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TR E N100rpmff R 3% 28 37 CHE & 4/ i & &5 SR, I & 1 5 R 22 vl i AR A
P 5E FUAE AR R R (AN S TR ) o 5 55 20 B 0 ML RN G2 i T B2 FHLC-MS /MS Ttk
11 29I JEE o AR D9 Pl e R 2 v B B2 B B ABLTE S 25 W T B8 387

[0881]  ZyWistsl 77124058 : M\Harlan Bioscience(Indianapolis,Indiana,3E[H )3k75
B #2251 4 4 b VE Sprague—Dawley KB O T HIRBIFFS , A4 3005 bk , 110 0) T ik P9 A
FU, WIS ORI 5 0K ) o 7E PR B SRAF AR AE DL 4 SRR AE 127N D't /1 JE
B KRR 4 (n=4) 7 HIF2 52 10mg / kg B 100mg / kg 71 & /K~ (1 ik A (TV) B R 741 =
I A 1 o T 11 it A, A3 34 25 R I A 5 B 2 it F IR AL S 0 4/ INB) 22 5« 45 24T
DA R AE 25 24 J EL R A8 /NS B F3UE I 18] s S BR B RS it (2925000 ) o 37 B I 55 0 (4°C,
10,000rpm, 1045 ) 7 B L2, FF A7 7E-80°C , L2937 - 25 Wit FH Ji5 487Nk H m) A £ JR
TR 7 433 1 H Y0 R @ RRAH 2 o0 L Sh 4 AT 2R &
(Memphis,Tennessee, 3 [H ) FIHE#E

[0882] A it fill & AILC-MS/MSIR « M A3 P AL A 195 £ 50uL7 F K AR L2 H , MTTAS)
SR T A P 7. 81-10001g /LG R P RS HE I 28 o 1 5 Ak & W 2 7 EAHALLIR) 2
NP RR A A P 1369 FAE BT A R HE AR ot A1 BT A L3R AR AR 1 A Bk (TS) o 3 B INAAR A 5 TS
(R UK% B B DT UE LK B 1 o TR R IR 35 IX LA i, FRAE UK AR FF2040 8 . 2 5 , 7E4°C L 10,
000rpm &5 CoAE it 1073, T SR 75 2 04 135 IR e 38R, - HoyE i 2= LC-MS/MSH [l T 73 i
B HT EE S A 2 R AL RS R B 25 MCTC Leap H 3 EURESR (Leap Technologies,
Carrboro,North Carolina,3E[E )4 i Shimadzuii /14 1%{% (Shimadzu Corporation,
Kyoto, HA) BEAT (a3 7355 - LLO . AmL/ 43 B () Yt 450 FH AP 1 A L OmMPE PR 4% (pH 3. 5) KBRS
AR K5 Y Phenomenex®Luna 3uHILIC.100x 4.6mm#i:(Phenomenex,
Torrance,California, 3 E ) FIT 70 B o A4 LOMLEE S BAEH IR B R B i S A&
A HLBE Z A FIRAIAPT 3000 = —PU B AT BT 4% (Applied Biosystems ABI/MDS-Sciex,
Foster City,California,3E[ )b o 7£FHE 7R, BL7ps i Z 4 854K (NEB) \8psi
T3 %% 4R (CUR) « 10ps 1 (A48 < 44 (CAD) « +4000 VI B M55 5 FL s (1S) F1500°C 3L (TEM)
ERAE AT IR 453 21 2 T R I €15 1] A T30t B2 A Ana ly st iR 1. 4. 1 (Applied
Biosystems ABI/MDS-Sciex,Foster City,California,3[H)#{TE =

[0883]  ZyWAXi B)) 77 2% B4 2 M < e AR RS 2 2 ik 43 B 10 KR &= 1) I e I 1) 3
5 o N FH LA A i NN — i i HH (500 R0 R TSR R T 4 A TV e 2 — e TR) 5 4 « et Ao
TE R0 V01K B[] A0 HE 22 T8 95 KR v S5 AV ] 0 42 5 5 K (1) 1 2R 9 52 — i 1) il 2 i AR
(AUCinf) o N2 HIMRT =AUMCinf/AUCinf T+ IV & [~ 24 {52 B ) 8] (MRT) , RUBURLOR 7 75 5
S b = P B 1) 1S 35 &, F P AUMC T n f 2 X2 94 5 - i) il 28 41 32 T8 55 K 7740 it 28
(moment curve) FHIMA B HZFZUCL=Doseiv/AUCInf ivilH RZAERE(CL), K
DoseivHIAUCInf , iv43 A& TVl & LA A A TR O 52 8 55 K I S oA B — (1] it 2 T 14 A 2
Fo 2 Vs s =MRT * CLA IVELHE 3R A2 4 (Vss) T A AR K A5 +HE B2 FHF = (AUCinf,
oral *Doseiv)/(AUCinf,iv* Doseoral )it LI IRAIHE (F), H P Doseoral \Doseiv.
AUCinf, ivHIAUCInf , oral 435l =& RGP E A TV , DL S AIRFTR] O 22 5 55 K I 20 R I [H]
i 2% N (A R AR o #FDaviesZE . (Pharm. Res. , 10(7),1093-1095(1993) ) FR1FHI KB 10 4=
B2 Tt ARG AR SR A
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[0884]  SLJiiif5i3

[0885]  HZiZidi Itk

[0886] 796 Lk H i it 245 Wk IR iz e 78 ¢ 7845 10 %6 ADCES 2 [ Midd lebrook 7HIH
WE KB R B IE 23 AT EH3 TR L& G Ve R AE3T CIL B TR, SR G iR
ZHTRER ) 773 B IS AR A 02 W Hurd 165§, J . Antimicrob. Chemother,62(5) ,
1037-1045(2008) . 45 R WoR TR IAIR 2 .

[0887] 1.3 -JIR437 (R) Bk AR 2 L KW 85 2 1 B s A% 1tk

[0888]
A sty MIC | feedp s MIC
%5 . (ng/ml) | %% . (pg/mL)
1299 ﬁ:‘,i;(j%yv@f 25 1329 | ;n:g:ﬂt %,: N 0.8
¥ o : o3 o o
1351 IE%J 25 1364 ’Q};RJ F 50
e \lo(\ﬁ/}\ NA r@l

u ™
N ojl,\og“..\ RPN
1365 HO:Q:O A 100 1366 Ho:(;[oq/\mg 1.6
o GR %
1.'/@ B
o

/ﬁ QN M iy O
1367 HDIE%/;E 3.1 1368 o %Jm 12.5
” \tr \(] < X C I
B e MY oo
1369 HON 0 200 1370 Hoi;[op o 100
AL O e 10
o] o]
M T oo I
1398 HoI,In N 6.1 1399 Q&P 6.1
UNH  H NH WI/\@

[0889]
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/ﬂ 0.0 M Y 0O
1400 :Q\[%JY\Q 12.5 1411 D\[pm% 25
/”:&o O = M # OO -
1412 W I-?P 25 1413 JQIIP ' 100
/ﬂ z 0O /” ?H OO
1439 MEIIQ ) >200 1443 Hm:&) 1.6
~ ﬂ J HN. HNW\S ‘

o]
oD A oo
1444 “°j%%,§") A 3.1 1445 mj:\g“%(\i N 0.4

1446 ﬁj:}':\[:jo‘:?? 12.5 1447 "°ju?\[°¥ngﬂ 50

R X ool P Ot
1448 “"I;:L"jc':,ig 200 1449 "°]/\:[::&IJ , 25

g o i
/Nj‘gologﬂa\ :Qi ;?.‘.
HO' (o)
1453 " 5200 | 1465 e j 3.12
[EN

oA
NOAOLOC oH
:Q: /T\g HN 0._0
HO' (s} (o}
1466 o N0 6.25 1467 HO' o@ NHo 200
" HN.  HN
. m‘e (‘m 0O Htll ?H 0.0
1469 | wl kS 200 | 1470 |  wor oS 200
HN HN\[O(\/NHZ ' HN\ HNY\NHZ
oH A °
HN A0 O . HN. N _
wos | LT | a0 | s ALK | 200
HNG NG A HN HN
oA =

J ?H OO 7
1487 o o@ w 200 1489 g ‘@J o 6.25

/ij ?H O. O .o ,;‘l‘ 0. =
(o) HO ; [+]
1490 " ,N;H ? 0 6.25 1491 A 1:35) 1.6

[0890]
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H
N
gede o
1492 iy g™ >200 1493 HOI;[%%J on >200
NH

kA | gH
HN. (o R KN, 0.0
1501 | Ak 5200 | 1502 |  wlloXTndm >200
HN HN\n/LNHz HN. nn\(k,m
H*!i ?H o : HI!J ?H 0. -
1503 | W KT o | b0 | 1504 | =Y >200
HN ""1(\’ y L Y\O

I 9H Q L]
) o o HN]:P:DEOB,.«' ,
’ Of
1514 - ‘%Jo >200 | 1515 | MO0 00N 200
0

OH [s73}
,ﬁ'oo\ N

) 1_o._o.
HO: :1::0:](:%/) HO /N;H © o
1516 NH - THN_ O 1.56 1517 50

@
N/
z
=
fi
z

ML oo
,ﬁ ?H 0.0 HOI;EO %
1518 IFUL) . 50 1519 oo 3.12
’ 0 \:N
,;1 4 OO ,“ i 00O
HO:EEO:E%') o " T D&hg o
1520 ,J 6.25 1535 - 3.12
T N
HN)’ ’ A
D O
/n i OO M 00
T e
HO' (o) N BN o
1536 9o >200 | 1537 » 50
N N.Nl
¢ D
H oo 1 oo
1538 ~ 625 | 1539 ~ 6.25
.
. OH O
/“ & 00 . ,K ;' 00
e NH %}*)O Ho NM O%h) O
1540 o~ 6.25 1541 J 6.25
e he
Q Q
OCF; CFa
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[0891]
/nﬁoﬁj ﬁ[o:i‘))m
1542 An o 312 | 1543 o 6.25
I /\N O ' :~
1544 T 0.8 AAEE 25
[0892]  K2.3™ 43" (R)—Hid E I KM B RIS Zuh
[0893]
-4 A MiIC e s Mic
%5 _ {(ug/mt) %5 _ (ug/ml)
Mool M A oo
1419 "IHFI&,R 50 1423 I;flél 200
SH H gH 0.0 .:’/
M Ao - i
1420 J\A:[pl( 200 1424 m% 200
AT oo °
1421 Hoj?:o]g;}g 25 1425 I;E % 1000
1422 :E[ s | 200 1450 IFIQ 200
ks e
[0894] %/\ﬂc/\%mﬂﬁ RIFHAIggMICcHE, Kb 2 BG 5 KN E R ML 5T r it
CERZNETE S B FIMICIE N 5 , 1K — RANI R RAEE B % A AT — AR By
ﬁé@ﬂiﬂfm H/TTE*?*%ﬁixﬁiu)ﬁE’J%#ﬁ%/ﬁuﬁiﬂ)\i‘ﬂl%ﬂ 70 2 25 A% A T 1) P A R
.,
[0895]  SZjEfs4
[0896]  FudHEE NG TE
[0897] M5 T KL 26 0 2 MK L 2 RS s PR I 5 4 45 2% 1 364 £

PR3 JEAR FIMIC , By i i J A4 A0, 5 4 0 2 260 BR AT 38 W BR TR - R JEAT T R R BE R AT i 4%
FEIRTE K WA G ST B Ve AR B /R B A e AR T AT T AR T A T i 2 e
AAFT T B ES A ST T FIwS 2 25 f S 32 B W B (Strenotrophomonas maltophillia).iX Lt
SRR T R3IMAH
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[0898] 3. Ji 2 24 [ [ 1k 4 1 vl P ™

e MIC pg/mL
| EREE [wRAR | AR xean | Aand
1299 200 200 200 >200 500
1329 50 50 6.95 100 50
1351 300 700 200 >200 50
1364 5200 100 =200 >200 200
1365 =200 200 5200 >200 =200
1366 25 =200 25 75 =200
1367 50 50 50 200 50
1368 50 200 =200 500 6.05
1369 5200 200 =200 200 200
1370 >200 200 =200 5200 50
1308 100 50 100 200 100
[0899] 1399 50 75 %5 200 100
VEE 50 50 50 200 100
1412 50 75 25 200 100
1413 50 200 =200 >200 200
1419 100 50 100 200 50
1420 100 700 100 200 50
1451 200 50 200 200 200
1422 25 200 50 125 125
1423 200 25 ~ %00 5200 200
1424 50 50 75 100 100
1425 50 125 700 100 100
1430 25 5500 125 50 50
1400 5200 >200 100 100 200
1443 50 6.25 125 50 16

88



CN 102548552 B 1«5‘16., HH 69/76 TH
1444 100 25 25 50 6.25
1445 25 12.5 12.5 25 25
1446 >200 6.25 6.25 200 100
1447 >200 6.25 6.25 100 100
1448 >200 25 25 >200 >200
1449 >200 200 25 200 >200
1453 >200 25 25 >200 >200
1463 >200 >200 >200 >200 >200
1465 >200 125 125 100 100
1466 ~200 25 12.5 >200 ~200
1467 =200 50 50 ~200 >200
1469 >200 100 50 50 50
1470 =200 >200 >200 >200 >200
1471 5200 125 50 5200 >500
1477 NT NT NT 5200 NT
1478 5200 200 200 500 200
1485 =200 25 75 >200 5500
1486 =200 50 500 5200 >200

[0900] 1487 >200 50 125 200 >200
1489 100 125 125 100 >200
1490 100 125 125 50 >200
1491 100 125 625 %5 200
1492 >200 50 100 5200 =200
1493 >200 50 50 >200 >200
1501 >200 >200 5200 5500 >200
1502 =200 >200 5200 >200 5200
1503 >200 >200 200 5200 >200
1504 >200 5200 >200 5200 5500
1514 >200 >300 5200 5200 =200
1515 5200 125 6.25 >200 5500
1516 50 625 525 100 200
1517 200 6.25 6.25 100 >200
1518 200 6.25 125 >200 >200
1519 100 125 X 75 >200
1520 100 31 31 100 >200
1535 50 16 08 31 >200
1536 =200 >200 300 >200 >200
1537 100 31 31 75 >200
1538 100 6.05 X 75 >200
1530 100 31 31 75 >200
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A B

CN 102548552 B 70/76 7L
1540 100 6.25 8.25 25 >200
1541 100 6.25 3.1 25 >200
1542 100 6.25 3.1 25 >200
1543 100 6.25 3.1 12.5 >200
[0901] 1544 50 12.5 6.25 100 >200
X 90 E ¥ 25 25 50 50 25
(Spo)
#E£(Stp) 04 25 125 50 0.8

[0902] 3% o 7 B UK A A FK) 4 48 0 = < €5 7 4 BR T 83 25 BT ARATCC2921 3 (R T

1471-1544) s FRRREEERBHATCC 700294 ; iti 4 FE ER B DAW27 BY I RER6 (4 T-1443-1544) 25
FREFATCC 33186 F1 B IEAT B Sterne34F2 NT-AR Ik ,

[0903]

[0904]

R4 AU IR VRN A0S P

Av o8k MIC pg/mL
# .

FEH FRAE|E A X A AR K N R AFF X F Ay | KEHE

E R |BAFY (BAHE F 4 H|akhy @  E RK12 K12

A ] N AtolC
1299 | >200 | >200 | >200 |>200 |>200 [>200 [=>200 [>200 |200
1329 | >200 | >200 [ >200 |>200 |>200 [100 [200 [200 50
1351 | >200 | >200 | >200 [ 200 |=>200 |200 |50 >200 50
1364 | >200 | >200 | >200 | >200 |>200 |>200 [>200 [=>200 100
1365 | >200 | >200 | >200 | >200 |>200 |[>200 |>200 [>200 |200
1366 | >200 | >200 | >200 | >200 | >200 |50 25 >200 12.5
1367 | >200 | >200 | >200 |>200 |>200 [100 |=>200 |200 50
1368 | >200 | >200 | >200 |>200 |[>200 |>200 |=>200 | 100 >200
1369 | >200 | >200 | >200 |[>200 |=>200 |>200 [>200 |>200 |>200
1370 | >200 | >200 | >200 [>200 [>200 [>200 |[>200 |[200 100
1398 | >200 | >200 [ >200 |>200 [>200 [100 |>200 [>200 |200
1399 | >200 | >200 | >200 |>200 [>200 |[100 [=>200 [>200 100
1411 | >200 | >200 | >200 |>200 |>200 |100 [=>200 [=>200 [200
1412 | >200 | >200 | >200 |[>200 [>200 |100 [=>200 [>200 |200
1413 | >200 | >200 | >200 | >200 |=>200 |=>200 |=>200 | 200 ' 50
1419 | >200 | >200 | >200 |>200 [>200 [>200 |=>200 | 100 25
1420 | >200 | >200 | >200 |>200 |>200 (200 [200 | 100 25
1421 |50 |>200|>200 |>200 |50 >200 [12.5 {200 50
1422 [ >200 | >200 | >200 |>200 |[>200 |25 >200 | 25 12.5
1423 | >200 [ >200 [ >200 |{>200 |[=>200 |>200 |=>200 |200 100
1424 | >200 | >200 [ >200 |[>200 |[>200 [200 |=>200 {200 50
1425 | >200 | >200 [ >200 |[>200 |>200 {200 |[>200 | 200 100
1439 | >200 | >200 | >200 |>200 |=>200 |50 >200 | 100 125
1400 | >200 | >200 [ >200 |>200 |>200 [100 |>200 |>200 |[=>200
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1443 | >200 | >200 | >200 | 100 |>200 |>200 |>200 | 100 200
1444 | >200 | >200 | >200 | 100 | >200 |>200 |>200 | 100 | 200
1445 | >200 | >200 | >200 | 100 | >200 | >200 |>200 | 100 | 200
1446 | >200 | >200 | >200 | 200 | >200 |>200 |>200 |200 | >200
1447 | >200 | >200 | >200 | 200 |>200 |>200 |>200 |200 | >200
1448 | 200 | >200 | 5200 |>200 [>200 |>200 |>200 |>200 | >200
1449 | >200 | >200 | >200 | >200 |>200 |>200 |>200 |>200 | 100
1453 | >200 | >200 | 5200 | >200 | >200 |>200 |>200 |>200 | 200
1463 | >200 | 5200 | 5200 | >200 |>200 |>200 |>200 |>200 | >200
1465 | >200 | 5200 | 5200 | 5200 |>200 | >200 |>200 |>200 | 125
1466 | >200 | >200 | >200 | >200 |>200 |>200 |>200 | 100 |50
1467 | 5200 | 200 |>200 |>200 |>200 |>200 | 100 |200 | 200
7469 | >200 | >200 | 5200 | >200 |>200 |>200 |25  |>200 | 100
1470 | 200 | >200 | 5200 | >200 |>200 |>200 |>200 |>200 |>200
1471 | >200 | 5200 | 5200 | 200 |>200 |>200 |>200 |>200 | 200
1477 | >200 | 5200 | 5200 | >200 | >200 |>200 |>200 | 100 100
1478 | >200 | 5200 | 5200 | >200 | >200 |>200 |>200 |>200 |>200
7485 | 5200 | >200 | >200 | >200 | >200 | >200 |>200 | NT =200
1486 | >200 | >200 | 5200 | >200 | >200 |>200 |>200 | NT >200

[0905] =787 15200 [ 200 [ 5200 |>200 |>200 |>200 |>200 | 200 200
1489 | 5200 | 5200 | >200 | >200 |>200 |>200 |>200 |200 50
1490 | >200 | >200 | 5200 | >200 |>200 |>200 |>200 |200 125
1491 | >200 | >200 | >200 | >200 |>200 |>200 |>200 | 200 12.5
1492 | 5200 | 5200 | 5200 | 5200 | 5200 |>200 |>200 |>200 | 200
1493 | >200 | 5200 | 100 | 200 | 5200 |>200 |>200 |100 |25
1501 | >200 | 5200 | 5200 | 200 |>200 |>200 |>200 |>200 |>200
1502 | >200 | 200 | 5200 | >200 | >200 |>200 | >200 |>200 |>200
1503 | >200 | 5200 | 5200 | 5200 | >200 | 5200 | >200 |>200 | >200
1504 | >200 | 200 | 5200 | 200 | >200 | >200 | >200 |>200 | >200
1514 | >200 | 5200 | >200 | 5200 | >200 |>200 | >200 |>200 | >200
1515 | >200 | 5200 | 100 | >200 | >200 | 5200 | >200 |>200 | 125
1516 | >200 | 200 | 5200 | >200 |>200 |>200 | >200 |>200 |125
1517 | >200 | 5200 | 5200 | 5200 |>200 |>200 |>200 |>200 | 200
1518 | >200 | 5200 | >200 | >200 | >200 |>200 | >200 |>200 |50
1519 | 5200 | 5200 | 5200 | >200 |>200 |>200 |>200 |>200 |12.5
1520 | >200 | 5200 | 5200 | >200 |>200 |>200 | >200 |>200 |25
1535 | 200 | 5200 | 5200 | 5200 |>200 | 100 | >200 | 200 <6.25
1536 | 5200 | >200 | 5200 | 5200 | >200 | >200 | >200 |>200 | >200
1537 [ >200 | 5200 | >200 | 5200 |>200 |>200 |>200 |>200 |12.5
1638 | >200 | 5200 | 5200 | >200 |>200 | 200 |>200 |>200 |25
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1639 | >200 | >200 { >200 | >200 |>200 |=>200 |>200 |>200 12,5
1540 | =200 | >200 | >200 | >200 | >200 |26 200 >200 12.5
1641 | =200 | >200 | >200 | >200 |>200 |25 200 >200 12.5
1542 | >200 | >200 | >200 |>200 |{>200 |=>200 |>200 |>200 12.5
1543 | >200 | >200 | >200 |>200 |>200 | =>200 | 200 >200 <6.25
1544 | >200 | >200 | >200 | >200 | >200 | >200 >200 | >200 12.5
Spc >200 | >200 | 50 50 >200 | 100 >200 [ 12.5-50 | 12.5
Stp >200 | 50 1.6 >200 | >200 |25 3.12 [0.8 1.6

[0007]  * R B HIMK A0 4= B a0 R AR E /REEAFTHATCC 25416 A # B IEAF
ATCC 25933 AR JEFFEHATCC 33420 it 28 v 85 {AFFEHATCC 33495 il [Q A B FF B ATCC
19606 W 27 ZF Il S5 = SR MU B ATCC13637 4 IR AT B PAOL K I AT T K 1 280 K I #F B K12 A
tolCoNT-R IR

[0908] G 3Fr N , — L AW E B AT AR M) L I 1) BE U 9 T A B0 1443 144440
136873 Al o~ th1.6.6. 2516 . 25ug/mLIHLARIEAT B IMIC, R R M Fm R e m 1 4-16
AU, A 1422, 153501543 7N H AE B IS M Bk B I L KR 2 g m 1 4-166% . £
PACA P 7 H i 98 BEBR T 1) 30 25 06 1 45130 5 1329, 1446, 1447 ,1491 15151516, 1517,
1519.1520.1535.1537.1538.1539.1540.1541 15421543 F11544 . 7n H 5 KW R AHEL 32
1518-62. 5 [Pt 7 BERR B VG 14

[0909] G4, PHA BRIA R 2 258 IR B R T K12 to | G o4 T8I LL 23 A K I 1
BK L 25065 KM 55 28 SR B 508K, 1 KO85 3R IRIMI GV AT 52 B8 25 820 o AN 32 AT ART — i e
PR A1), IXACL-F- 37 25 W Y SR G A/ B0 I 2 12 R PT RE X KO8 2R 40 22 B A T AR A 1) A S
TeIEPE AT, I HLA K WA I B R 85 2= B A & P AE 38 AN HH 40 T 4y Tl AN [R] TR
MBRMH, REWRERKNERZBEEZ 2B EHEH (S W Ramon-Garcia%,
J.Antimicrobial Chemistry,59(3),544-547(2007)) ,3iXf& ¥4 HfiFt e H— bk = HUTBZH
JLVE P o BRI, A A A 01329 . 1443, 1444 F01 1 445 1042 5 10 50 45 R0 1 DA B2 B AN TR 0 oAk
NI DA S e T X e A RV R N T AR RE T 6 SR Ak S AL X e T |
SRR I 25 P AL R S AN R

[0910]  SEjififsi5

[0911] =% S 28 T ) e SR R R AR QI 72

[0912]  RillE KA R BG4 % 7 B E I E 2 5 5 RN FE RN CAE B
— 3 RS HMICIHI 48T L6 5 I 25 B e i BAb A W0 132910 1 i 245 98 A8 Ak » SR IH
AR 1320/ 5848/ AT . 9-3. Tx 10 IS R AR , FL -5 2 w2 A AR TR] 75 72 900 5 1 S AR ke 24
[ RAZ AN AT XS o 2 WHurd e, J. Antimicrob.Chemother,62(5),1037-1045(2008) . %X
1M 53X bb B 25 2K i 245 S S bR I S AR I o vy, B 5 R T 29 RAD MR RAB A N0 . 7-1.6x
1077 ZEMEHEAA JB A IR BRIEHEAA (Borrelia burgdorfeti) , KM B K 25 th LA 10 SR
FEAE TTRERE 2 LA > 107 (A=A i HLE 7= AE B SR T KT 25 24 P 1) 0 S [ 3
RUEE FH945 .2 ILCriswel 125, Antimicrob.Agents Chemother.,50(2),445-452(2006).
AZATAT— PR WA, T KW 25 A B & 2K LA 16S rRNA, LT X 1329 082 21 1) A
R R SR AR S T AR AR Y AT s A R AR RS 1 AR i1 3293 N R R R AR AR
SR, K 28 1 7 HEGE L 329 MUK M EE 2= /=1 7K A 25 (MIC= >200ug,/mL ) (1) P Bh s 8 FEAZ I

[0906]
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WEER R R IEHER ML EPE IR A N 2451 2 WAL A RARMR I 2
KT RMNRIBE R G T 2 DS 23SEZIE AR $0 ] 751 0 23 1 fla A& 58 ST 245 1) o R ALh M , B
BRI A KRR 13292 &1 BERUSRH , A FE H TEZ R & O S129 1 RAS T 0 55 8E &
i} 25 1) 2 BB B RRATCC 35820, WNairZ% A Mol .Microbiol.,10(3),521-527(1993) , H 5
[P AE , 7E1329 5 — R TBZ W S Rt FIAEY Je £ T B 2 IRV ANAFAEAE X 2« 2 DLKR5 o i
5 IX M 25 FUIESE T 132980 K WL 3 AL T- W7 HE B &6 % 9 BT T BT A AR S, FEAS R AT
B TR 37 0 JHC At % (1) TBHL AR 2R (AL 4G 3 25 AR O U R 7 548 i 24 Pk B L | B s v
[0913]  35.1329 5855 2 AHEL BTG

il 1329 “EE
H37RV 0.8-1.6 0.2
ATCC35822-Inh-% 24 0.8 0.8
ATCC -35820 Stp-#f 24 0.8 6.25
[0914] ATCC35837-Emb-t 2§ 0.8 0.2
HL-E E# 15* >200 0.8
HL-E B4R 14* >200 0.4
#EE-HAREHR 0.8 1.6
#EE-FHEEMH/2 1.6 >200
#EE-FHTLMHKG 0.4 >200

[0915]  *iExtHBEE . RIE R EMEE IS PR 2 0T A0S 00 5 UK
B Pk

[0916] SR FLAT 1 3290 25 1) 188 4% B i, DA Je ik = 5 S0 B Wl 17 5 1) 28 i 2 119 Ji DA, 78
1329 A B K P RAERE BT T o Fi e o i AR SRS R A B34 ( KU BT RS &
EMEBOPHRTEEEN X —HAERNRERW A LML .S Wcalinand %,
Antimicrob.Agents Chemother.,44(5),1365-1366(2000) ;L ;% 0’ Connor#iDahlberg,
Current Microbiology,45(6),429-433(2002) .28k , 5 KW EF 2 454 45 #3MH BAE
(FIAZ A AR S 1S5 (H rpsEZwh ) Hh 1 SEAR IR T W B 2RI 247, X /& FH 238 16S. rRNAH K
W 245 A S I G AR S B0 N 13292 5 5 I8 e 3445 &, UL S AR B 1
S5EL16S rRNAHR I RAR & B AEL5 % 0 AT B R 51 KW 85 22 T 245 5 15 P Bl 1 3290 24 S ARk
RITHL 1480155 %0 3% 26 5L PR A 3000 5 o 24 50742 B e 100 B AR BU3H Je H3TRv I rpsE L DA &%
H37RvEE R 41 Hh FHRvVO7 21 3R IR I rpsES 25 3 B AL B2 R , 78 3 Rl 98 AR AR K rpsE L IR v R A
TR A% TR AR o A, B HRHL-14RI154E16S rRNAM) & K o 5 B4 o B 6 o 3
CLOSTAMZH IR U AZ (1 SRAZ IR T HL— AR iR 25 P , M S AZRRHL-15 £ 16S rRNAF 547
CL184AZAE . B HIBLASTIFF 43 B AITB 16S rRNAIWRIVER R (ME R S5 KWERLE G KR
A AT B AZ M AR T i AR 465 400 ) R 25 5 K WL T 3 465 O &5 M B0RH DG (1) I S SR () o B o R B 1%
IR AT 8 16S rRNA: BE [H)J5 , Horb 31180 % 8] — o 1 H. , KIIX B FEHI7E KW R 454 0r
s JEFE 1OA RO IX I 2100 % [F— 1, 38— 25 S0 fe 7 R A KA B 3RATI 5 W8 &
Bk e 25 5 AR I Z5 4% 0 BOFT T 16S . rRNAR 2828 [ o7 B HEAT/E IR .

[0917]  7EMEHE3A PN (A7 B C1 19285 H A2 XM HE FL AR ARG 1064 1) 58 A% A& K Mgy T8 Fn Atk AR
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WA v oKW 2R T 24 ) 3005 67 R o AT s B L S RN 5 46 93 i, L8831 465 4% 40 T M T A P
rp A EC1184 5 Kk B Az B C1192[A¥5 . 2 WGal imand% ,Antimicrob.Agents
Chemother. ,44(5),1365-1366(2000) ; PL }%0’ ConnorfiDahlberg,Current Microbiology,
45(6),429-433(2002) o X Lefy B 27 A S I 5 KM H 2 1) ELEH-S i o DR G, 5% 70
BT H R AEAT B 1184 |77 A IR R L (1) S8 AR R [ 1 H-Sae i , Pirik H-Si 42 oo T-F8 e
GENZ O BT VA A PN 1) KWL 2 SR B 1Y o 5Bl , 437 B C1057 5 K AT B C1066 52 [H]
PRI, Ho B H- B A BLAE AR E KA R . CIRIE I K C1066UM RASIR T M K ID TR
(Salmonella enterica) i ZAZ R Typhimur iumFHK R AT B IR M FR i 24 , iX SHF 1 AT
() R IR 5 R0 20 B AF R HP S5 BE AL (CLOBST )T 17 % 1329 F1 K M B 2 11 =i /K Fi 251 . 5
L0’ Connor #Dah1berg,Current Microbiology,45(6),429-433(2002) . A2 fFAa] — fhTE
WS, AT 132911 AN 25 M B # @ A AR &5 0% 3 P 16S rRNABRE34 T, iX 5 HiiE
(B R A IR — 80, I B T At Adh b 5555 R LIS 2 0 B il Hodth A 4
A B S A2 X 25 o SEBR |, 08 e 44 (BN, S 2800 45507 B i R4S 2
BRI AZ AR TR A 1200/ B e 44 v 1 R4S AN 22 K8 20 5 I HE341) 45

I
= o

[0918] Stk — D4R 78 KW 55 2 Bk Foo x40 B A 1 P 0 K o 7 3Ll , o2 FHH® - 32 R B (GE
Healthcare,Life Sciences,Piscataway,New Jersey,3& E )1E4 84T B8 BCGH) % £ v HH
AN BAT T KT EE A A R O PEAR 1R TS 7E AR N0 REMI CI 13298% 1445 2 J5 47N
W, B A A ] 150 % B EE £ . 2 LRI 3 o BE AR R BE R K I & A LA i X0
2 B R R B A FH T4 1 40 B e AT T AR A B i, AT 5 3 o 5 o

[0919] B " H AT 2 i i 4 Mo A\ BSonS HR tHATL 3 BN 52 2 A1 5 132938 7] BEFE R B A 7K1 |
Bl O 35 2R 5 R0 B FH T T T 1 I 440 T K B A B SO R 1) i s/ B 2k R 4t (Promega,
Madison,Wisconsin, 3% [E ) keI KM 2 2= 1 & A B E il ik &5 0 E KT
W AZFE A LR e R B &, 9 BLAE 2 8T 2T 2 AAZ AR G 734 2= 00 Pran B 48 2K
SEEE .2 WMurray 2, Antimicrob. Agents Chemother.,42(4),947-950(1998) . &I 5|2
DI Z B B 50 %6 191 329 F1 KW B3 2R K 43 A2 0 . 66LMAHO . 901M . 2 DL I 4, 1% L 45
KRR 13297E AR KT BRI 5 KM R H 132988 E 4FHiiz N4 AT B DL 2138
HZE AR EE A

[0920] [ FH1329fK) ICsofE ubmift , 7E0 . 6616 . 6uM(H , 1329f TC50FK LA LOGH)BF AR T £ fif
F AL A AR SN T o 2 DTS o 1% e s R B I e b S LA XS T 132909 AN A K F
[R5 TR K B AT B AR A e B S i A

[0921]  7E0.66uM, M H 1) 2 E L &M A a1 3290 2L AL A WI1351 & 58 — 5 A 21 - 94
1M, 1351 247 250g /mLIIMICAE , R miX — A B A M Z 1B E M, I B iR S B
(R IR PRI S ia AR IX — R P E WG AR & 220 o R RE L, 37 - R bt 2 RV A 11420,
14221423, 1424801425780 40 M 05 b 4 38 R A Mo 4], 455 1329 AHEL HA AEA Z R B &S
ZMICHE %, XN EA B B A Z B ENE R B A Y (1364.1365.1370) B EUL
4L &4 (14211369 ) e LA AL A7 (1439) 76 8 (A A RIK AR 11329 2%, X $2
NEAVEARRI P 2 T2 BT S 2 R S R T

[0922] SRy — 0 bh 5 K W85 25 B e 1) 808 o5 AP 9 1 U5 T 22 Mk & 0 70 K W A T %
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S/ BRI B e Y6 A R 50 %6 IV FE (1Cs0) o IR 6 FT R , 1X E6 4k A M1 T Cs0
7£0.12-2.63ug/mLA K AL & 1)1329 1443 . 1444F11 44535 on 5 KM B Z B 271
FRIAIRT Co0 , 3 A X 26 93— Fek N30 40 T 40 A1 B 5 1 AE M 2 1 B ) s A i o A5 0 1351
F1447 48 7R tH A 4 B AR T Cso, AEEATTBE 7 (B PUTBAT TEIMI CT B8 s it 17 9 20 i 30 O\ AL 24 fif
IFEN 1 IR A o S8, IR e 48 SR B AR U B A RV DR L 3 2 I i A2 A 8 2 1 o5 )
e R AR

[0923] 6. 7ES30M Ak H 5] & 5% 6 K W AE W) & Bl 50 % 1 il 1K K W 85 2= 6 e ok &

tebody ! ICso (ng/mL)
1299 0.97
1329 0.29
1351 0.22
1366 15.3
1367 1.05
1368 1.08
1370 0.89
1398 0.78
1413 1.92
1424 0.80
1439 2.63
1443 0.29
1444 0.12
1445 0.25
1446 0.68
1447 0.22
1448 2.41
1453 1.04
1463 6.34
1465 0.50
1466 0.57
1471 0.17
KMEE 0.32
HEE 0.27

[0924]  "HA <6.25ug/mLIGMICHULS /223G AT < 0. 57ng/mLIK 5 6 2B & B TCao )
&) AR IR

[0925]  MIXUEZ5 5L AT K EE 2 RBP4 1% o AT B DA S ] B i HA AR 0 A 2008 FR
LR A0 : GO EATR 40 LA BE AT AR 23 SRR E R (i) o5 KW
RGO AN SR AR A ELAE TR BE /7. 1329, 1443 R0 14450 = iE PELT ok B w0 5
R AR e s PN

[0926]  sKjiffsl6

[0927] HHAhPrAEREA

[0928]  7E—ULsizjifiJy S, B A U &5 1% 25 W0 m B8 2 A3 201 o S A v 77 4% AR K02
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PAVEAh 5 — RS WIS 11329 144381144552 17 B8 e /s tH 4 s B LS 1% 40 BOFF iR
o0 .5 284K 7 RHMEME(FIC) MBI MR .= W odds,F.C.,
J.Antimicrob.Chemother.52,1(2003) . P&tk , e 7H B 7R I 25 L R BH S Ml L £ i T B E0R)
FF- 55 132909 4 A e AR IR o BRI, AR A2 B 2 1 ) R 21 AT e vl e T 5
s & 25 Fl T BRE R TT .

[0920]  S&7.IkAVRIT AR

[0930]
HE FICYE
1329+ F48F 1-1.25
1329+ 54 it 1-1.5
1329+, & ] 1 1-1.5
HERNE 0.62
B R R 0.62
HEROIETE 1

[0931]  SEZjfifh7

[0932]  ZG AR Bl 77 27 B8R A P 3

[0933]  XIT B3 Puis Mg fei ¥y , vk Je 2 A& M i 2 M DL R e AT AN 1 32 40 i
EREVE AR B brom JE AR 2R B R PR b, N2 A B R 0730 0E I T 20 i 309 58 1 bl A MT T
HFVERO F B 2 i 345 1329/ M i 7% « 2 W Hurd1e%%, J . Antimicrob. Chemother,62(5),
1037-1045(2008) . KWL 2 1329 FE 8 2 4T BE )P 22040 M B3 14 1Cs043 73 £ 1030
2182.4.1536. 1 F1731.6 .11 TCs0fR AMICIR B ¥R JT 48407 il /41 .5.5456 . 7680 . 541
913.8, X F 5HE RN T BESAL, 13200 T A0 L -4 K AT T8 1M = 2% sk BRI
RABAR KW 2 1 22 I FE 20 s e I ZE R JU TBAT BV PR o i e 40 i B ME I e = 2 5 e
Bl Az AR Z 1 455 S 807, 78 S M R 20 4H il (Promega ,Madison ,Wisconsin, 3 [ )
H IR AL A B P 1 A I RE 77 LA 1329 1443 F1 14450 TCsolks BT A
R P T R (R, >5120g/ml) o 31X 78 B I L8 A0 B Wit 411 B A2 A4 A2 s e BRI 1), TR 6 B
ZINo

[0934] N A 2 A #7775 02 1329 (R, Lee 1329) 1L Z3ARH 3N -t 2k . = L
Budha’%,The AAPS Journal,10(1),157-165(2008) ;L & Budha®s,Curr.Med.Chem. ,15
(8),809-825(2008) o 71 K b H # ik PN it FH 1 0mg / kg 2 Ji5 » 13297 4 1 B AG AS[A] 4347 AHE
FH BB BOR 5 /B () il 28 . 2 ILE 6 BT AL & 0 L K &5 1 45 & 20830 % - 1329 LA
4.3L/kgFaA D ARAR T 2 oo A o Fe G 295 . 3/NI (17 24 Py 457 B B T o RS2 FH PR Al
A FRAR F S2 86 BN 1329 AR TR 52 1), Hi 195 % i BHA 25 M AR IR B 9070 B Jo AR 45 52 2 .
[0935] ¢ KB, T ik N i T 5 5 1329 8450 . 8L/hr / kg I °F- 35 R 40175 14 28 .l B IF R it
AR [ HEE B 7S HON0 . 46 , Hirr 2940 % B 7S AERT 64N /NI AR 50 A Y - 13291 H itk
b (B /BRR R 5E NER g R 2 T ) 1.7, R ERE R £ B - W E G b SR EE I R BTk
S FHIFFRELZE N0 13, R 13297 1SN R AT R I 25

[0936] N R fif, 7EANTE 2 AR R B A8 FF 0 35 R S R A O T, AT e AR AR R B A I 32
TR 2540715 o b4, B U B AN FH T Re vy B 1, A FH TR U B .
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1/2 0

[0001]

IEES
<110> WA RFAR R IR
120> AR PUAE AL IRV 25 25 W i
<130>  1306-43-PCT

<{150> 61/228, 266
151> 2009-07-24

<160> 4

<170> PatentIn HhA 3.3

210> 1
211> 20

<212> DNA
213> ANILF¥

<220>
223> HWHIEZHE

<400> 1
cegtttgttt tgtcaggata

210> 2
211> 20
<212> DNA
213> ATF3

<220>
223> AN EEER

<400> 2

ttctcaaaca ccacacccca

<210> 3

211> 22

<212> DNA
213> ANILFH)]
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<220>
223> HWRHIEZHE

<400> 3
ggcgtgeegg gtgacaaaaa gg 22

210> 4
[0002] 211> 18
<212> DNA

213> ANTJF4

<220>
223> AN EEER

<400> 4
gaatccttcg taagccca 18
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