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[0137]  —J5THIl, AR R BHERAL 1 FH VR T 10 &5 it A e EEL SR 20 B2 RN B— PN ot e Ak 5 o 72—
AT T S, 4 i P T 3EORS 20 R R B- N RN A& Y0 350 1 18 A it FH o 38, 245 dl A 2 48
A R AN B— PN T e A 25 W 25 5 ik oA it R o 78— SR St 5 R PR, 4 o At e B2 RS R FIB- I
P A 3 Sty s it FH

[0138]  fE—/MRIESLiE T, B-IWBE AL &9 (6R, TR) -3-[ G-&HE-4-{[ C-HE L
B S R RE ) L) -1 - - TH-P M —2—34—2—35) F L] -7- ({ (27) —2— (5-% J&-1,2, 4-TE
T30 —2- [ (1R - 1-H B D) W L] W) &AL -8 -5-Hi 28— 1-F A W
W [4.2.0] F-2- -2 R IR TR I 24 2 b nT 8252 (1) S A AA 28 VT8 KB S I AL A El L 21
G AE MR ARG S 7T B, B- N BRI AL S o5 B -4 ([ (2-F 2 45 = WL
I -2-{[ (6R,7TR) -7- ({ 27) —2- (5-ZFE~1,2,4-ME —Mp-3-3) -2 [ (1-FRHE-1-F 3
LRI W] ML) H ) —2- B -8- M -5 4 1- &AW [4.2.0] F-2-F-3-
BT H ) 1 Y - TH-E R 54 PR R T

[0139]  #E—AMICIE S 7 & , &5 & At e B RS R v A R S HRS R R 2 A A ) Ta . 1]
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FITEZ18.9°20.3° . £118.0° 0. 3° MLI21.2° 0. 3° [l f b AT — ek B A FHEE$20 %
71~ BRI VA 1) X— S 8 Ky AR AT S PR R AIE &5 o At Mo EL EURS U BR - ] FHAEZ4.8°£0.3°,298.9°
+0.3°.2J11.3°+0.3°.2914.9°+0.3° . 2J18.0°+0.3°.£J19.4°+0.3°.4j21.2°+0.3°,
£)22.8° 0.3 F£)24.3° 0. 3° 1 A1 JEAL A £ 20 375 [ U6 1) X— 55 B b AR AT S I
25 0 2 TR S 2 — B2 R, FIIAE 29200 . 278 29211 Q0 IR0 Py ELA T
“C B F TR I R AR U 1) 22 7 43 1 B PR 000 T P SR AIE 465 it At e T2 3RS R - v S 4 T P
%1201 . 9°C 1) FEE il 2R AE 45 it Atk e 2 3RS 2R

[0140]  FEf ki) LTt T =, B- N Bt G 56— i -4- ([ Q-2 L B = WL
F]H I -2-{[ (6R,7R) -7- ({ 27) -2— (5—%(JE-1,2,4- Mg —M-3-3) —2- [ (1-FR B 1-FH 2
AR W AR OBt & 5L —2- R8-S -5-Mi 28— 1 - AW [4.2. 0] F—2-#5-3-
FE]HHJE ) -1 FF - TH-IEL e 45 B T 1 S+ L 3 s At e L JEURS 0 R o At e B $EUKS PR 22 i 2
Yila.

(01411 AP ER, “Y897 (treating, treat, treatment)” iR N T X807 « 5k BBk
TR 0o AR TR A TR R o e L5 it FH A O B 1) 24 W 2 6 ) DAl A 5 096 92k A8 B R PR R
AREGFERAE , BIH BRI I BB AE « AR “VRIT” v B FE AR SR B sl S Y ) VR T
[0142]  HAKHAEYIN Y097 A R 8 Bt b G067 WiiE (540, 40 s dY) 1) 2 %
B IRITARATRR 8 B8 B AR (a0, i FLBh ) IR 0 BRI T A S E S B T S MR R
BLFEIEIT B IE A RE I ™ B AR B 5 SR IR E A A B A s s R R R e 4 &
s BB E B AR RS VREE SR BEIR I R AR B s SR I RE S AL S W I it P TR e A 0%
TR ANHEME 28 YR IT RE S (8] 5 51 H B4 8 A0 G W0k BRT IS FH ) 24540 5 R I 22 453k Ak
BT B A 2R LR & (S 0L, B, Goodman #1Gi Imanff) “The Pharmacological Basis of
Therapeutics”, 5510/ ,A.Gilman, J.HardmanFAL . Limbird%m%E ,McGraw-Hill Press,155—
173,2001, H:PL 51 ) 77 OBEARFEANA SO 245 72 15 L BIR Y7 A R nl i s 50 45 & Hh
I E T FLAEE T8 i A 2 T 3 A R T YL A o

[0143]  JUxE

[0144]  ASCIRAME 1 — Fofkar P00 =g 45 7 oK 100 o) — b G 22 Ao 7 B— DAY TS e B P A6 40 1 ) ) 7
5 TR 7 A FE A 5

[0145] (&) 480G

[0146]  (b) £ B — a2 Fol 7 B— P ot g i 1) A= P ) 45400 < A

(01471 (c) B— PN Bk fie Flg 410 ) 751 s I LA I Bl 0 27 B— PN ot R g X AR 010 T R 4k, o
77 B P I FRe il P A 7 ) 3 A e AL 3 B X3 1k 7 410 ) B— P Pk e g ) A 400

[0148]  dm bk Tk rh B fsi VR 147 A2 48 77 B— N B g 1) AR ) BB AN/ B S — AR
VIR RE 7, B0 VE TR PR A7 AE 7 B N I G Y AR ) BB AN/ UK G  — M AR IR e I RN
o R /B0 e 7 B A T e T P A 0 ) i M AR AR T i N AR R R B RN R K

[0149] 5 —TJ5 1], A SCHEAE 1 —Fh I 52 7= B PN Ik e g 140 2= 0% 0 55 B N B etk & ) B
DAY I f B0 ) 7510 1) 25 T g R P T v o ] e A 7 AR 7 PP AN i B 2 S i A A
T T o X AR P 1 R PR ) S 45 A 95 G S5 [ 5 A7 35 J@ I PN 4 1 G 1R S I PR S 3 = A v AL
F i< (National Committee for Clinical Laboratory standards,Villanova,Pa.,
USA) 19934 A 4i ] “Approved Standard.Methods for Dilution Antimicrobial
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Susceptibility Tests for Bacteria that Grow Aerobically” 3#8F) 58 3k = Frid i FH T
W52 Fe /NP BE (MIC) i A —ff] — [ (Kirby—-Bauer method) «#i#E5a #3536 (Stokes
test) EWRES « R MRV AN IR T R BV o 78 FE L St 77 R b, A8 H s de AR (il an, 717
FIMicroScan &4t) 47 AR AT IR 77V

[0150]  #F bk J7 ik 0 — ANt 77 28, B P I fie il 41 ) 751 A At o T2 3RS 2R - 72— MR
MG STt 7T 22, B— P T e AT 1) 75 g e T2 SRS R 22 o B ) T

[0151] iRl i vik B HE R = R E R kT 8 )d SO G AR H o 7E— Bk
77 S, B i 5e Rk B R2Fr FI G R 255 BT ) il Ak R R KA
YNSRI/ EI R R

[0152]  FEATSLRTIA T iR FE e St 77 22, 7= BN I g 11 A= 0k E B DA T ZH PR 4
[0153] (1) ik H H B B R Le Bl R I A QTR o 7 R R e b (R0 oo 7 R G
R AR LT H IR ) AT AR T B @ AT AT i SR e Rl VD TR I LA AT R
PR AT T 5 e P AT ADLAT B e b 2 B 2% F=ESBL GRS 1% B— PN B & lig) 10 A= 470 5

[0154]  (2) A4 FE AN D O RN 7= CSBL (i K3k B— PN PoE & i) 1 £ 40 5 1

[0155]  (3) AmpCi75-F 24 B— A Ik i g , 185 G Ay A IR AT TR0 6 L 2 8 G T i | B [ JEE AR
PRI 5 38 A TR TR A VA A R

[0156]  {XFF AT %

[0157]  T.{# HiBruker D8Advance XM Z&M RATH AL, M AHIHZEREM.0.01° P14 .0. 38>/
A (20 B T] L Cu/Ka g T\ 40kV/40mA R & A R IESE Fr AMLynxEy e iy s A I &5 3547 X
ARy RATH (XRPD) SE5s . HEK & B E TN b, K260, IF H A HBragg-
Brentano t:2# &5 4F A3 °—40° 2073 B o K it il 2% J5 SLRITF 46 73 #r

[0158]  TT.7ETA Instruments Q1004X#s b iFAT ZE /R4 & FGE (DSC) SLEG - 1) F B¢ i
HEAL0C/ 4P H140°C-300°C 13 FE VT [ o [m) BC AT 5 A% S B AREN 291 . Omg % i FF U P 2%
B B /INFLIHENFE S BEI 55 N DA S0V R T TRE T

[0159]  TIT.M20-300°C,LA10°C/ 73 BHHIINFAGE S, fETA Instruments 50001 % X} ffr
BT IVE 2 AT (TGA) SE5

St 1

[0160]  Sijsti {51 - s P (2 3EURS SRR 46 s 22 il B A Ta ) 1) 4%

[0161]  Kpdffn T Ath R L 3E RS 2R (1. 00g) ¥ T-10. OmL 2 B 7K H o @ i3 I , [m) 7K i
I M30mL P R o (VR S P PR SR IR B R i B, P A AR I JE RN L S TR/ S
BRI R 2 T Ta (516me) o B 1R R 7 Al A RS R R 2 dn T Talk)
XRPDii .,

[0162]  Sjstif51|2 - s FH Al P 2 3E A SR 22 iy B ) Ta AN Sk AURr 1 R 1) 25 2 5 )
[0163]  #IRIREW), HoAw & BEJRLLAE 1 2352 1 11 70 [l A () Al e E2 300G S 16 22 s B ) Ta
SRR B s LR R R [ 5 LW IR 5 S R g B ) BE /R LG B4 1 &2 1 A JE B Y 5 AR
FiR , A A5 7R A W0 /K V5 R pHAE ST O YE Bl Y 5 AE AL BN, 1 1578 & W0 /K Y i &AL BN vk B
TE0. IM=-IMA I P o IR A 0VE T 25 85 K, (45 /K 8 0 Sk 1 e s 288 1) 28 /R L 7
0.01M-1OMAIYEE N o SR JE R T FT A9 /K I VR LA SR AR 2 450 o
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[0164] S f5I]3 « Sk AaAREnes B R[] A 72 X Atk EL 2 1 ol 770 P A e

[0165] 1T il #& 3 il 7JA-D:

[0166]  HIFIA:¥41.237g (1.5mmol) 190 % B R Sk UK 5.0 62¢ (3. 56mmol) HIL—FE 4
1% .0.022g (0.115mmol) HIFF R . 0.49¢g (8.39mmol) HNaCl¥& T 30mL/K+ (Fx%&pH 5.81) ,
SR IO . 2umBE I8 , I HAET- 240 LIRTS2. 2g 2K €44 K - £25°C F FH— 17 480mg it
1R M5 (60 % RH) &

[0167]  HillFIB:K51.237g (1.5mmol) 190 % it BR Sk U4 35 . 0. 93¢ (5. 34mmo 1) FIL—HE &
fi2.0.022g (0.115mmol) FIF7 45 R 0. 50g (1.67mmol) [ M ELIHER 10 . 49¢ (8. 39mmol) )
NaCl¥E F30mL/K o (e pH 6.72) , 4R JGi@id0 . 2umfBid 3 , 3F HA%E 24/ LAFRAS3 . 228 7K
H MK AE25°C T H— 1 490mg i 17 F8 & 14 146 (60 % RH) -

[0168]  HIFIC:¥41.237g (1.5mmol) 190 % B IE Sk UK 5.0 62¢ (3. 56mmo1) HIL—HE 4
fi%.0.022g (0.115mmol) FIFFEEE AN 0.49¢g (8.39mmol) HINaCl¥E T-30mL K (Frf5pH
6.34) ,SRJE ¥ IN0.79g (1.67mmol) F) Ak M B JEORE S0 R 22 5 T W Ta - 100 1E 28 A M (Be X pH
6.30) , 1E0. 2umEId 8, I HAA 24/ LL3RTS3 . 10g K H Bk K - 7£25°C T H—4510mg
BT AR e MRS (60%RH) »

[01691  #UFID 51 . 0t HIFUA (0. Tmmo 1 BR R & UGS B85 1. 67Tmmo 1 L—kE &R F10.21¢g
(0.65mmo1) Mk L HHANIE F-20mL K (F & pH 5.89) , 4R J5i@id0. 2umfE i g , 7 Hi%k T-24
/NI PAFRAS 1. 074g K B R K - E25C N Fl— 43 195mgidt 47 Fs e 1 36 (60 %6 RH) &

[0170]  #E T Z (8] s 3@ sk HPLC /3 A1 BA B il 351 : TO (%R 5 SR 5 T1 (F£25 °CF160 %6 FHIHE
R 1IAS HJG) FIT2 (£25°C #1160 % AHX R Z F 3 AJR) o

(01711 3 b B 1H () il 77 (B CFAD) A, il 77D (75 e E JE 498) AE T2 Y2 7 b A s 1 Sk
FRUE NG B8 AR SE o A1) FRUB (5 At ek B HE R RIL K 2R s HH B 11 571D 20 1) Sk A5 s 388 401
I HLHIFIC (B A ELHURE R 2 5t B4 Ta) i H W S LU A1) B/ 1) Sk A0 288 4 i o 1) 571
Cth yn H & W B B =4, tn 5 7R , BB 0. 150.0. 429 A1 . 2243 ) i 77 I
] Farh m gl T ix gt g,

[0172] %

[0173] R 1. AhME 2 3H RS 2R 22 i M) Ta I XRPD A S £ 4 (I 1)
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s P.E D@EAMAE) BAT RIBRA Y4 5% B E
26° % % Cps it 26°

4818 18.27951 335 130 7043 0.166
K978 9.83463 100.0 364 21035 0.174
9.916 8.90757 8.7 32.3 1832 0.168
11.301 7.81865 27.8 104 5844 0.167
14.521 6.09321 20.2 75.5 4251 0.108
14.902 5.93864 27.8 102 5850 0.162
15.93 5.56039 1.9 72 394 0.148
16.947 5.23254 1.2 4.96 253 0.169
17.581 5.04332 6.8 24.8 1429 0.182
18.046 491261 48.7 184 10242 0.189
18.863 4.70152 2.6 941 545 0.159
19.418 4.5672 31.6 115 6637 0.166
19.943 444853 9.3 33.8 1966 0.181
21.31 4.1658 41.4 151 8714 0.192
22.797 3.89704 9.1 33.2 1921 0.201
23.587 3.76939 14.7 53.1 3082 0.171

[0174] 24.345 3.65381 19.6 71.2 4116 0.208
25.169 3.53603 23 8.44 479 0.185
25.895 3.43955 54 19.7 1129 0.152
26.221 3.39654 5.0 15.6 1061 0.146
26.689 3.33736 11.1 40 2329 0.192
27.249 3.27088 5.0 19.1 1052 0.25
28.09 3.17445 5.6 20.2 1184 0.269
28.886 3.08881 32 11.4 666 0.219
30.129 2.96435 4.2 15.6 384 0.184
30.585 2.92187 1.8 6.17 369 0.313
31.413 2.84617 5.6 20.1 1174 0.212
32.162 2.78029 2.8 9.87 583 0.285
33.878 2.64293 1.1 2.36 236 0.109
34.419 2.60386 32 11.5 676 0.239
35.529 2.52408 6.0 21.9 1254 0.344
36.598 2.45267 3.0 11 621 0.269
37.924 2.37119 1.8 6.41 3 0.276
38.818 2.31643 1.4 2.74 295 0.172
39.398 2.28753 1.1 3.56 236 0.196

[0175]  Z&2.B-WNEEIAL &Y

5 IUPAC 4% # CAS %%
1 | (2S,5R,6R)-6-[(R)-2-(4- T}k -2,3- = B AX.-1-% % F BLA | 61477-96-1

[0176]

1)2- KK CBAK]-3,3-2 F K -7-BARA4-FL R -1-R &
SR [3.2.01 R A -2-FR 8L
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20/22 Bl

2

(2S,5R,6R)-3,3- = ¥} -7- R AX-6-(2-F & TEBLRIL)-4-FL
Ze-1-R 2 MER[3.2.0] B H0-2-F4 BR

61-33-6

3

(5R,68)-6-[(1R)-1-# T A ]-3-({2-[(E R A F )AL T
I ARAR)-T-BAR-1- R J R [3.2.0) & -2- M5 -2-FR R

74431-23-5

(5R,68)-6-((R)-1-#2 T 35 )-7-FAR-3-((R)- 9 £k h-2- 2%
)-4-Hide-1- T2 RIR[3.2.0] & -2-H5-2- 4 B

106560-14-9

(2S,5R,6R)-6-{[3-(2- A KAk )-5- F A& -Mded 425 I 2K
1-3,3- = B -7- B 4-BR 44 -1- 52 AR [3.2.0] & b -2-
R

61-72-3

(6R,7R,Z)-7-(2-(2- R Ik sE vk -4- 3L )-2-(2-F 3k A k-2- 3k
AT RAL) TRERIL)-8- BA-3-(HEEH-1- L F H)-5-
B2 -1- R -3 IR [4.2.0]5F -2- M -2-52 BR B

72558-82-8

(6R,7R,Z)-3-( LBLAIL F #)-7-2-Q- BRI E = -4-3)-2(
FRA T R ) TEEK)-8- AAR-5-BR A -1- R Je IR
[4.2.0]F -2- M -2-FR BR

63527-52-6

(6R,7R)-7-[(2Z)-2- T F 3k T R H 2-[5-( M B AL R AL
)-1,2,4-28 — b 33K LB ) BRI )-3-[4-(1- F Aoz -1-
$-4-35)-1,3-wK vk 2K 1 BB 3K ]-8- RS- AR J6 -1- R 2
I ER[4.2.0]5F -2-Hi-2-F% BR B

400827-46-5

(6R,7R,Z)-7-(2-2-RILE e -4- )2 (FRAE L RH) T
B IK)-3-((1- F A b rb bt 85 -1-25) F 3K)-8- X -5-7A 4%
1- R 2 - IR [4.2.0)F -2- M -2-F2 BA B

88040-23-7

[0177] 10

(6R,7R)-3-{[(RILHIK) 8] F K }-7-{[(2Z)-2-2-*k "
FO)2-(F R T RIK) TBEA R -8-RAK-5-FR 2 -1- R
& WK [4.2.0]F 2-H5-2- R BR

55268-75-2

11

(6R,7R)-7-{[(2Z)-2-(2- &Ik -1,3-K "k 4- 3 )-2-(F &L T
I THEK R -3-{[(2- F #-5,6-— RAK-1,2,5,6-
£-1,2,4- Z%-3-3) AR ] T K} -8-RAK-5-ARL 24 -1- R 2 A
IK[4.2.0]F-2-H-2-F B8R

73384-59-5

12

(2S,5R,6R)-6-{[(2R)-2- R #k -2-(4- 7 K 3 )- L BRI | R
}-3,3- = AR -7- R R4 28 - 1- R IR [3.2.0] R e -2-

26787-78-0

13

3-[5-(= T AR F B b dr-2- R s ik -6-(1-2 Tk
)-4-F 3 -7-BAK-1- R Fe RIR[3.2.0] & -2- M5 -2-F4 BR

119478-56-7

14

(6R,7R)-3-[(5- R -4-{[(2- B TH)R T BRI R ) -1-
F K -1H-vtb mk 2- 85 -2- 35 F & 1-7-({(22)2-(5- &R &
-1,2,4-%8 — vk 3-8 )2-[(1- 836 -1-F R TR T R
LBEIK L BIK)-8-BAK-5-FR 42 - 1- R 2 R 3IR[4.2.0)F -2- M
23 B g

689293-68-3

15

S-R K A{[- R A T HER )R P BRA]RK
}-2-{[(6R,7R)-T-({(22)-2-(5- & % -1,2,4- %K — »k -3- 3k
)-2-{(1-5 A -1- 7 A TR 2 RN LB} RN )-2-K
8- RAR-5-FR L -1- R R IR[4.2.0)F -2- 4 -3- L F &
V-1-YF 3k -1 H-vthodk 345 36 57 8 B

936111-69-2

[0178]

A3« B P S FR Rt 8 1) 77
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oo #9 A # A B # A C ## o
g(mmol) g(mmol) g(mmol) g(mmol)

BB kA 1.00%(1.5) 1.00% (1.5) 1.00* (1.5) 0.47 (0.70)
L4 28R 0.62 (3.56) 0.93 (5.34) 0.62 (3.56) 0.29 (1.67)
BEs 0.022 0.022 0.022 0.01

[0179] o 0.49 0.49 0.49 0.23
Pk @38 B - 0.50 (1.67) S i
3&EH I - 0.79 (1.67) -
oo 38 40 - - , 0.21* (0.65)
pll 581 6.72 6.30 5.89

[0180] G RMEE
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BT | BEOO> | BEOO> [ %SI'L | %EOO> | BEOO> [ %OST | BLEOO> | BEOO> | BEOO> | %EO0> | HEO0> | (SST'T LA 2 ¥
BEOOD> | BLIO | BEOO> | BEOO> | BEOO> | BEOO> | BEOO> | %8ED | %S00 | BEOO> | %BEO0> | %E00> | @TT LI 23
%890 | BEOO> | BEOO> | %EOO> | BEOOD> | BEOO> | %BTI0 | HEOO> | BEOD> | BEOD> | %EO0> | HEO0> | (P06'0 LA 2 ¥
B8TO | BEO0> | BEO0> | %EO0> | BEOC> | %EO0> | %010 | %EO0> | BEO0> | %E00> | %E00> | BEO0> | (€590 L4 2 F
B0 | BEOO> | %EO0> | %00 | %BEO0> | %EOO> | %ST0 | %BEO0> | BEOD> | %EO0> | %E00> | %€00> | (OTT°0 LA 2 ¥
BEO'0> | BEOO> | %EO0> | BEOO> | BEOO> | BEOO> | %EO0> | BEOO> | %00 | %EO0> | %00 | %00 | (+89'1 LAN) 6 Fr
BEOO> | BEOO> | BEOO> | BEOO> | BEOO> | BLOO | BEOO> | %EO0> | BOTO | BLEOO> | %E00> | BEO0> | (P6ET LAN) 8 Fr
BEO0> | %HTE'0 | %880 | %BEO0> | %S80 | %680 | %E00> | %S60 | %880 | %960 | %060 | %680 | (T9T1 LA L Fr
BEOO> | BITO | BITO | %TI0 | %BTIO | BITO | HEO0> | %TI0 | %TI0 | %TI0 | %TI0 | %IT0 | (TL80. LA S Fr
BHEO'0> | BEDO> | %EO0> | %00 | BEOO> | %900 | BEL'D | BEOO> | %900 | %600 | %800 | %S00 | (190 L3N ¥ F¢
BHEOT | BSOO | 6900 | %BBIO | %BSOO | BOE0O | %680 | %IL0 | %010 | %r1'0 | %900 | %600 | (6740 LA € Fr
%809 | %SO | BITO | %E80 | %90 | %OE0 | %BLST | %S80 | %6E0 | %080 | %Tr0 | %6T0 | (0SI'0LAW I Fr
BHBT'8Y | BBL'LO | %ES'S86 | %IOL6 | %EOBG | BIER6 | %OL'E6 | %HO0'LO | %1086 | %OF'L6 | BHORLO | %I9P'86 WRHUF
oL LL OL L LL OL (AN 1L 0L A LL 0L Fr J1dH
a3 [ D [ % o [ % V[ %

BEVEF X Br0s (K181 L (HI %09) D.STH( Y OTL “(FYDILF v ¥

[0181]
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