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13
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66 (25)-5-([1, 1" IR -4 )~ 1 - (3~ F S R FF I 2% ) ML ns e —2— F i

67 (2S,5R)-5-(2-F R ) —1-(3-F 4 O F B L ) bt g e —2— PR G R S

69 (2S)-5—F - 1-(3—H A 2 O F I 6 ) ML g e —2— FR R

71 (2S,5S)-5—(2-F K )-1-(3, 5 — F A i o0 FR B 2 ) L g s —2— R s

72 (2S,5R)-5—([1,1 —BEE 1-2-3 ) — 1 - (3—FP A5 2K FF I 32 ) L s 5 —2— FF 1R

75 (2S,5R) -5 (2~ G KL )~ 1- (6 R HL M IE —4— PRI ) MK b —2-FF iR

76 (2S,5R)-5—(2-F KL ) ~1-(6—(2-F AR AL ) MU L ) b it e —2— P 12

77 (25,5R) =5 (2-F KL ) ~1-(6- (2~ G IR AL ) MG L ) b it e —2— FF 12

78 (2S,5R)-5—(2-F K3 ) —1-(6-(2-F S 2 IR Ak ) MRS 28 ) Mt g e —2— FR 1

79 (2S,5R) =5 (2-FIKHE ) ~1-(6— (3 AL ) MHIBE L ) b it e —2— FF 12

80 (2S,5R)-5—(2-5 K3 ) —1-(6—(3-F A L ZE Ik ) ML L ) b g e —2— PP

81 (2S,5R)—-5—(2-5 K3 ) —1—(6—(4—F A FE ZE I ) ML L ) b g e —2— PP

82 (25,5R)=-5—(2-&IKHE ) ~1-(6—(4-FARHL ) MHISE L ) b i e —2— FF

83 (25,5R)-5—(2-F K3 ) —1-(2- (2-F K2 ) Mg -5 FR B ) ML I be—2 - FR iR

84 (2S,5R)~-5— (2~ A Ik )~ 1 (2 FF JE -6 SEJRME 3L ) ML W bt —2 - FF iR

85 (2S,5R)—1-(4—5—2- (ML Ng-3-3& ) msng —5—H L ) -5- (2- R R IL LG e —2 - iR

86 (2S,5R)—1-(4—5—2-(MEng-2-3L ) Wi -5 F KL ) -5- (2- G R IL LG e —2 - iR

87 (2S,5R)—1-(4—5—2- (ML Mg —4—3L ) msng —5—FHL ) —5- (2-FU R IL LG ke —2 - iR

88 (2S,5R)-5—(2-F KL ) —1- (4~ (M mE—2-3 ) 75 FF AL ) L s e —2— P R

89 (2S,5R)—1-(4-((4-S IR I ) AL ) R FE B AL ) —5— (2SR L ) ML g e —2— P i

90 (2S,5R)—5-(2-GUIRHE ) —1-(4—((4-FR R AU ) AR 2L ) O R I 2 ) b s e —2— FRY R

91 (2S,5R)-5-(2-G R ) —1-(4-((4-FF A R R AAUIL ) FE L ) R R B ) b g e —2 - R iR

92 (2S,5R)—1-(4-((2-FURA AL ) FFY L) R FR I Jik ) —5— (2- SR 2k ) L g e —2— FR R

93 (2S,5R)-5-(2- G I AL )~ 1 - (4—((2-F A R A AL ) R 2 ) 2R AR B 268 ) L ngs e —2 - FR R

94 (2S,5R)-5-(2-F K3 )~ 1-(4-((3-F S AL AL ) FF 28 ) R R B2t ) L g e —2 - R /iR

95 (2S,5R)—1-(4-( (3-SR L) HH ) OR FE 2L ) —5— (2SRt ) mE s e —2—- FR R

96 (2S,5R)~-5-(2-F IR ) —1-(4- (O FF 2R A0 ) Y 0 ) R R [ 228 ) ML ng e —2- FR iR

97 (2S,5R)-5-(2-&FKHE )~ 1-(4-((3-H A 5 ) S 0L ) 25 Y IR 22 ) Mk Mg e —2 - FR 1R

98 (2S,5R)—1-(4-((3-FUF 2 ) S ) R L ) —5- (2- SRk ) L s e —2— R

99 (2S,5R)-5-(2-F A HE)-1-(4-((3,5— - FF 3t SIgmp—4 3 ) H A0 ) 8 R JE 0 ) ik s
Y5t -2 F iR

100 (2S,5R)-5-(2-5 K )—1-(4-( (35— FA J— 1 H-np s — 1 -5 ) PP A 6 ) 2 P i 0 )
ML ot —2— R iR

101 (2S,5R)-5—(2-F k3L ) —1— (4~ (ML mE -2~ FF A 2t ) 28 FF IR 02 ) UL s J -2 FF PR

102 (2S,5R) -5 (2-E K3 ) —1— (4~ (ML mE -4 FF 4 2L ) 2 FF IR 32 ) UL s J -2 FF PR

103 (2S,5R) -5 (2-F K3 )~ 1 (4~ (M mE -3 FF A 2 ) 28 FF I 02 ) UL es J -2 FF PR

104 (2S,5R)-5-(2-5 K3, ) —1-(4—(5-HF F -1 H-nk e —1 % ) 2 B 22k ) nk oig 4 —2— F G

105 (2S,5R)—-5—(2-G K3 ) —1— (4 (el —5—Jk ) R i e 66 ) It s e —2— FR iR

106 (2S,5R)~1-(4-(4H-1,2,4~=M—4—J ) JR R i 8k ) -5 (2~ G R 28 ) L g J -2 FR iR
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107

(2S,5R)—5-(2-F A )-1-(4- (5~ H 2RI ) ~1H-1, 2, 3-=Me—1 - ) IR i k)

S =N 7

108

(2S,56R)-H—(2-F KK ) - 1-(4-(5-AMN -3 -4, 5- S - 1H-ML -1 -8 ) 7R i

) LI Fi—2-H iR

109

(2S,5R)-5—(2-F ) -1-(4—(5—F JE-3—-( = 3L ) -1 H-npp e —1 L ) R R e 3% )

WL e —2—FF R

110
111
112
R
113
114
115
116
117
118
119
R
120
121
122
123
124
125
126
127
128
129
2-HR
130
2-H
131
2-H
132
133
134
135
IR
136

(2S,5R)—1-(4—(1TH-ME e —1 -3 ) 7 FR 3 ) —5— (2—- G R AL L g e -2 - FR 1R
(2S,5R)-5—(2-G I Ik ) —1 - (4— (MR -5 -t ) 25 FR 3o ) b g fse—2— R 18
(2S,5R)-5—(2-G K HE)-1-(4- (3,5 FF e — I H-Mbt e —1 35k ) 2% B b % ) itk g e —2—

(28,5R)=b=(2-RIRIL)-1-(27,5" -~ [1, 1" - 14— )L ng b —2-F IR
(25,5R)-5—(2-F IR ) —1-(4- (W IE -5—Hk ) I F W Ak ) M g Joe -2 - FR

(28,5R) -5 (2-F IR ) —1 - (4- (WRME -3 -2k ) 2 B Bt ) ML s e —2 - IR

(2S,5R)—5—(2-F IRk ) —1—(4—(6—F S Lk g -3k ) 2R R P 42k ) L g e —2—FR R
(2S,5R)=5—(2-F IR )~ 1- (4—(3-FHEWE —4—3k ) 7 FF g A ) L g e —2 -
(28,5R)-5—(2-F IR ) —1-(4- (M IE—-3—Fk ) R R W Ak ) M g foe -2 - FR G

(2S,6R)—5—(2-F IR 4L ) —1-(4-(6-( - F Rk ) g -3 3L ) K R e 2k ) IbL s e —2-

(2S,5R) -5 (2-F KL ) —1-(4- (kg —4-3L ) 8 R I L ) L g e —2— F i

(2S,5R) 5= (2-F K3 )~ 1 (4~ (6~ F LML g -3 ) 7% FF 22 ) IEEes J5e -2~ FF 1R
(2S,5R) =5 (2-F KAL) ~1 - (4- (2 FF G ML g — 325k ) O FR I 2% ) ML neg e —2— F
(2S,5R) =5~ (2-F R ) - 1-(4 - HE-[ 1,1 -BOR 14058 ) ML Je—2 - R
(2S,5R)-5-(2-5 K3 ) —1- (4" -F -1, 1" IR J-4—FRFL ML -2 - IR
(2S,5R) =5 (2-FIRHE ) —1 - (4- (4 FF 5 L g —3— 2k ) 2R FR I % ) ML s e —2— P
(2S,5R)~1-(4 =& ~-[1, 1" =K 1-4-FR L) -5 (2- G K ) ML 5t -2 FF iR
(2S,5R)=1-(3 =& -[1, 1" - J-4-FR ) -5 (2-F IR ) ML 5t -2 FF iR
(2S,5R)~1-(2"~&-[1, 17— 1-4-FR L) -5 (2- G 2K ) ML 5t -2 FF iR

(2S,5R) -5~ (2~ AL )~ 1- (4"~ (FF RETEBEREFE ) -[ 1,17 IR 14— Fi L ) L Joe—

(2S,5R)=b—(2-AIE ) —1-(3" - (R LT Mg ) —[ 1, 17— IR TR 14—k ) i Joe -
(2S,5R)=b—(2-AIE ) —1-(2 - (R IETE WL g ) —[ 1, 17— IR TR 14—k ) I Joe -
(2S,5R)—5-(2- IR 4 ) —1 - (4—(F -2 ) A AP M 2k ) ML g e —2— FR 1
(28,5R)=5-(2-FIRHE)-1-(37,5" -~ [1, 1" IR 14— Bk )L ng be—2-F IR
(28,6R)-5—(2-F IR HE ) —1-(2° k[ 1, 17— -4 P Mg b —2-F iR
(2S,5R)=5-(2-F IR ) -1-(2° - (=P AL -[1, 17 B -4 5L ) e he -2

(28,5R)=1-(2° = (FREEL)-[1, 17 IR -4 Ak ) -5 (2GR IL ) L% b —2— F 1R
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137 (2S,5R)-5—(2-& K ) —1-(2 R -1, 17 - R ] -4 B ) L i b -2 F g

138 (2S,5R)-5-(2-G R )-1-(2 - AT, 17 -JOK 43R L) ML e —2-FF iR

139 (2S,5R)-5-(2-G R )—1-(2 -5 T4 -[1, 17 -JROR -4 ML e —2-F iR

140 (2S,5R)=5-(2-FRHE) - 1-(2 - (R A A L) -[ 1, 1 R J-4- B ) ML ng ke -
2-HR

141 (2S,5R)-5-(2-G K5 ) —1- (27 - ((4-FF ) L) -[1, 1 -BOR -4 Bk kg
Y5t —2—F iR

142 (2S,5R)-5-(2-F K3 ) —1- (4 (6-FME e -3-22 ) K FE B8 ) Mk g e —2— FP

143 (2S,5R)-5-(2-F K3 ) ~1- (4 (6-FML e —3 22 ) K FE B 2% ) Mk g e —2— FP

144 (2S,5R)-5-(2-F K3 ) —1-(4-(2-FMb e —4-22 ) K FE B8 ) ML g e —2— P

145 (2S,5R)~1-(4—(2-& -3 T mE -4 ) ZS B R IL ) -5 (2GR 3L ) L g e —2— FF R

146 (2S,5R)-5-(2-F K3 ) —1-(4-(2-FMb e -3-28 ) K FE B 228 ) ML g e —2— FP

147 (2S,5R)~1-(4- (6~ (FF5 L) ML mE -3 ) 2K FF {3t ) -5 (2~ G 25 58 ) LIS foe -2 FP R

148 (2S,5R)—1-(4-(1H-MLmME—4—J ) o8 I i e ) —5— (2— SR I ) ML e —2—- T PR

149 (2S,5R)~-5-(2- G A5 )~ 1- (4~ (MEWy —3—J% ) 7K FF B 5 ) b n 5t —2-F iR

150 (2S,5R)-5-(2-G A5 )~ 1-(4-FR L3 2K FF B 2 ) b ns e -2 FR iR

151 (2S,5R)~-5-(2-G KL ) ~1-(4 "~ (HF FEMAME AL ) - [ 1, 1" ~IBE 2R ] -4t 3L ) L ng e -2
H R

153 (2S,5R)—-5-(2-G KL ) ~1- (2"~ (HF FEMAME L ) - [ 1, 1 —IBE 2R ] -4 3 ) L ng e -2~
H iR

154 (2S,5R)~5-(2- G ZHE )~ 1- (4~ (VU S~ 20— Mg —4 35k ) 2 P 36 ) ML s Joe -2 FR IR

156 (2S,5R)—-5—(2-G R ) —1- (4R 4 O F IR ) ik g e —2— R G

157 (2S,56R)~1-(4—"FH: 2K B B2 ) -5 (2SR ) ML bt —2-FF iR

158 (2S,5R)—1- (47 F B J 08 FR i i ) —5— (2RI ) ML St —2— F IR

159 (2S,5R)~5-(2-G A3k )~ 1- (4~ (Mg —2— 3k ) % FF 8 ) ML Je -2 FR IR

160 (2S,5R)—5-(2-& K ) —1-(4- (4, 6— - FF 4 Jmss g —2— Ik ) 2% P 9 6 ) L g e —2— FR

161 (28,5R)~5- (24U HE) ~1— (4~ (2, 4~ — B LKL —5—3) S8 T B ) I -2 7

162 (28,5R)—-5-(2-F I3 ) —1-(4-(2-F S AL Mg g -5 ) IR FY 2k ) ML g e —2- PR 7R

163 (2S,5R)=-5- (25 A I ) —1 - (4—(2—- (- F AL G L ) Mg —5 -k ) 4 R I ) ML g o —2—
R

164 (28,5R)=5-(2-F I3 )~ 1-(4- (2-ME Bk P g —5 4L ) IR F 2k ) ML s e —2- PP 7R

165 (2S,5R)-5-(2-F A3 ) —1-(4-(2- (WRIE -1 -2 ) Mg g -5 ) K FF g 2k ) Mt g e —2-
HR

168 (2S,5R)-5-(2-5 K%, ) —1- (PR T e i Js DML i e —2 - I

169 (2S,5R)-5-(2-5 IR 4, ) —1—(4—FR L P ) L i e —2— Y

172 (28S,5R)=5-(2-& IR 4 ) —1- (4= (4—FF BEMRIE — 1 -2k ) —3— A B % F I 4k ) I s Joe -2
R
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173
174
175
176
177
178
179
184
189
191
192
193

194
2-H

195
e

196
197
198

199
200

201

202
R

203

204
i

205

206

207

208
i

211

(2S,5R)-5-(2-F IR ) —1-(4- (25 AR e -1 - ) 2R A 6L ) ML ngs oz —2—- FR iR
(2S,5R) -5 (2GR Ik ) —1 - (3—H F—4 - b It 7% R R 3 ) G g8 e —2 - 7R
(2S,56R)—-5—(2-F A HE ) —1 - (4— (WR g —1—J ) 7R FF i 2t ) Wb g e —2— FR 7

(2S,5R) 5= (2-F IRk ) — 1 - (4N bk It 25 P 28 ) L s e —2— Y R

(2S,5R) =5 (2-F KAL) 1 - (1 - (2-FUHE IR I ) WR g —4— 5L ) ML ot —2— R /iR
(2S,5R)-5-(2-F KAL) —1-(4-(4-G IR L ) TR O e e 5 ) ML s Joz -2 R /i
(2S,5R)-5-(2-F KL ) —1-(4-ZRFL IR L e eI ) L s e —2— FP R
(2R,5S) -5~ (2-F R )~ 1-(2' - A HE-[ 1,17 ~BIK 143035 ) ML 5t —2 - iR
(2S,5R)-5-(2-F K3 )~ 1-(6- (2~ G IR ) MR I ) ML et J5e—2— FF 1R

(2S,5R) -5 (2-F K3 ) — 1 (5 FF 48 -6~ IR Ak R 228 ) L s Joe -2 FF R
(2S,5R)=5-(2-F K3 ) —1-(4- (2-F S 2 IR A 2 ) O R [ 6 ) ik ng e —2- FR iR
(2S,5R)~5-(2-F KAL)~ 1- (4~ (3-FF S LML e —4—3 ) R FF 2L ) L n e -2 FR R
(28)-5—(2-G R )—1-(2/ - F A -1, 1V —JCIR -4 AL ) 4, 4— - FF SR b g Je -

(2S)-5-(2-5 KR )~ 1-(2/ —H L[ 1, 1/ 2K 14— 3R L ) —4—FR JLNE g g —2— FF
(2S,5R)-5—(2-F KL ) -1-(2-FH S -1, 17 —JR IS 14— BRI ) ML g g —2— FR iR
(2S,5R)-5—(2-5 oK H)-1-(2/ -5 - 1, 17 -BEIE ]-4-H L L& fs—2—-F g

(25,5R)-5-(2-5 4k )—-1-(2" 6" - F - 1, 1/~ ]-4- Atk )k g Joe -2

(28,5R)-5-(2-§UHEHE)~1-(2 |4 - —4E-[1, 1/ - 1-4- 20 e b2 T R
(25, 5R)~5-( 24 HH) ~1-(2 ~ (ST HE) (1,17 I 14 ) g -2

(2S,5R)~5-(2-GUHIE) ~1-(2,2 - “FRME-[1,1° A ]-4- S ) LG £ 2 7

(25,5R)—1—(4" -5 -2 - F -1, 1 - 1 -4- Pk ) —5- (2S48 5 ) Eg fe—2-

(2S,5R)—5—(2-F IR ) —1 - (4—(4—FP S s 1E -5 ) O R I ) L g Joe—2 - FR R
(2S,5R)-5-(2-FRFE)-1-(27, 4" - S -1, 1 - -4k ) b g e —2—

(2S,5R)=1-([1, 1" IR 1-4-F I ) —5— (M e -3 -2 ) L i e -2~ FF g
(2R,5R) =5~ (2-F R ) -1-(2/ - [ 1, 1 -HOK 14058 ) ML 5t —2 - iR
(2S,5R)-5- (2 EIE )~ 1 - (1 -ZE R T H-ZE I [ d Dk e —5— 3Rk Y Rk IR e —2— FR 1R
(2S,5R) -5 (2-FZKFE ) —1-(2' —F L[ 1, 1" —BEIE 14— FFE) Mg S —2-F iR H

(2S,4S,5R) -5 (2 A AL ) -4- (B 2L ) -1 - (2" - -1, 17 B IR ] -4-FRkHE)

WL e —2— R IR

217

(2S,4S,5S)-5—(2-& IR ) -1-(2 - & F-[ 1, 1Bz ]-4-F 3L ) —4- (R FL Tt ok

B ) ML Be-2-FF IR

17
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220 (2S,5R)=5-(2-GUKHE) ~4-TIE-1- (27 -F S -[1, 17 IR ] -4 JRREE ) ML -2
R

221 (2S,3R,5R) -5 (2RI ) -3 A1 -(2 - E-[1, 1R -4 3L ) g
bi-2-H R

224 (28,5R)~1-(2-8-[1, 1" —JIK ] -4 ) -5 (2 A ML e -2 IR

225 (2S,5R)—1-(2’—8-2-F 4 -1, 17 —HKIR ] -4- Pk ) -5 (2- G R HL ) g e -2
&

226 (2S,5R) -5 (2-F ) —1-(2 - (2-FEF L8 H)-[1, 17 B 1 -4-F 3k ) kg
fi-2-H IR

227 (2S,6R) =5 (2~ HHE ) —1—(4— (2 F FEME Wy -3~ ) 8 Y A28 ) it s 22— FPY IR

228 (2S,5R)-5-(2-F I )-1-(2 6/~ & -[ 1,17 —IRA 14— B3 L& -2 - FF iR

229 (2S8,5R)—1-(2 —&—4" - AH-[1, 1 -BH |4 HREE ) -5 (2RI ) ML IE e —2-
R

230 (2S,5R)—5—(2- G HE ) — 1 - (3—F Al F—4— (WmE —5—L ) 2 R Ik ) EL g 5z —2—FR R

231 (2S,5R)~1-(2" -FPRIE-[1, 17 -IBCE ]-4- ek ) -5 (2GR I ) LR e —2- 1 IR

232 (2S,6R)-5—(2-FAHE)—1-(2" -F 4 FE-[1, 17 IR ] -4 ) L e —2- 1 IR

233 (2S,5R)~1-(2 " -F S L[ 1, 17 -IBE ] -4- ek ) -5 (AT FF 2R 2 ) L e —2-F R

234 (2S,5R)-1-(2° -1, 1" -BRIK ]-4- P Ik ) —5—(2-F AU BL ORI ) ML g e —2—

235 (2S,5R)=H—(2-FFKIE) —1-(2' —~(FHEIER ) -[ 1, 17 AR ] -4 ) L% b -2
iR

236 (2S,6R)—5-(2-GU IR HE) —1-(4-(2,6- — FF S FE b g -3 -3 ) SR F Ik 6 ) mit g e —2— FF
i

237 (2S,5R) -5 (2~ I ) —1-(3-F 4 It~ 4- (2 F A Jk mg g —5 -3 ) 2K H g it ) ik s
Y —2—Ff i

238 (2S,5R)-5-(2-F KL ) —1-(4—(5-H S Fh ke —2— 3L ) 2K HR I 3t ) bk s e —2—- FR PR

239 (2S,5R)-5—(2-GA FH) ~1-(4—(2—(2-FR 4 3L 7, 4 L ) ik —3 -3 ) 2 FR B 3 ) g s
$E-2-FR 1R

240 (2S,5R)-5—(2-GIRFE ) —1-(4—-(3-FF S FEME R —2—FL ) 75 FP B 32 ) Ik % e —2 - 1R

241 (2S,5R)—1-(4-(2-F~4-( ~HFLEFE ) mrng -5-3 ) oK B R AL ) -5 (2 oK 3L ) k%
Fe-2-FH R

242 (2S,5R)-5—(2-F &) -1-(4-(2,6— - F A JL g —4—JL ) 6 F R L itk i e —2—FR
g

243 (2S,5R)-5—(2-G ) -1-(2/ —( G I -[1, 17 —FE]-4-3 3L kg fe-2-
FP 1%

244 (2S,5R)-5—(2-FIRFE ) —1—(4—(2-F S FEmr g —4 3% ) 7 FR L 2L ) bk s e —2— FP R

245 (2S,5R)-5-(2-F I3 ) -1 - (3-FF -4 (2-H S FLmr g -4 3L ) 7K H I 32 ) b n%
Fe-2-FH R

246 (2S,5R)-5—(2-FAIRHE ) —1—(4— (2~ S FE At g — 33 ) % FR 2 ) bk ngs e —2— B PR
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247 (2S,5R)~1-(4-(2, 4~ F 5w e -5 -3 ) 7K A R ) -5 (2R 2 ) L ik e —2 -
7

248 (2S,5R) -5~ (2~ FRHE )~ 1-(2-FF 3= 1, 1" -JCIK ]-4-FR 3L ML ng e —2-H iR

249 (2S,5R)-H—(2-G IR HE) -1 -(3-F A -1, 17 IR ] -4 Bk ) b g be —2— F

251 (2S,5R)-5—(2- G Ak ) —1 - (5 IR FEME e —2— e & ) Nk g e —2— Y

252 (2S,5R)-H—(2- G HE ) —1 - (5 A -6 (2 FF A Ok ) MR 5 ) b i e —2 - FR /i

253 (2S,5R) -5~ (2~ IREL ) —1-(4- (5 F S JE g iig 4~ 3L ) % FR I L ) ik s e —2— FR R

254 (2S,5R) -5~ (25 IR HE ) 1 - (4— (Mk R —4-J ) IR FE 2L ) ML g e —2— P 1

255 (2S,5R)—1—(4—(1H-1,2, 3~ =He—1—J ) 2 F 9 ik ) —5— ( 2~ G i I ) ML g 4 —2— FY g

256 (2S,5R)—5—(2-F R ) —1-(4-(4- (R FF 2RI ) —1H-1, 2, 3- =M —1-JL ) SR FF L 3L )
LI e —2-FR R

257 (2S,5R)-5-(2-F K )-1-(1-(2-H 4, YWR I —4—F L I s b -2 - FR R

258 (2S,5R)-5—(2-E ) -1-(4-(2-FF 4 IR GR—1—H 2 ) ML g e —2— P

259 (2S,5R)-5—(2-E RFE) —1-(1-(4-FF S FEME g —5-FL ) R g —4—H 3L ) I & e -2 Ff

}

i3

260 (2S,5R)—5—(2-E K IH)—1-(4-(4—FF A JL B g -5 3L YR ME -1 -5 3L ) ML i -2 F
iz

261 (2S,5R)-5—(2-& 23 ) —1 —(3-H A —4— (4—FR JEWR g —1 — 35 ) 25 9 i 36 ) bk it de—
2-F R

262 (2S,5R)-5—(2-FIRIE)~1-(3-F 5 I -4 (1-FF JLIR g ~4-FL ) ZR FF iE 3L ) bk ng e —
2-F R

263 (2S,5R)-H—(2- G IR HE)—1-(2-FIE-[ 1, 17 -BROR J-4—3HL ) ML g e —2-H iR

264 (2S,5R)-5—(2-GIRHE)—1-(2- 7 T AE-[1, 17 -BOR -4 L ) g S5t —2—- FF IR

265 (2S,5R)-5-(2-FEHE)-1-(4-(2,4- —GUMsngE —5— 5L ) 25 FF I e Y ML g 4w —2— FR 1%

266 (2S,5R)-5—(2-& R HE)—1-(4-( 2, 4— — F A8 e g —5— 3t ) —3— R 40 3o 2 FR 8 3 ) it
W& J5E -2 F iR

267 (2S,56R)—1-(4-(2-F~4-F A JEms e -5 ) 7K H I 2 ) -5 (2SR AL ) b s b -2~

R

268 (25,3S,5S8)-5—(2-FARIE)—1-(2" -FEIE-[ 1,1 -FBIK ] -4-F 3L ) -3-F FL L g
Ke-2-FH R

269 (2S,5R)-1-(4-(2,6— ~H & FEMLnE-3-3E ) 2K H {E 3L ) —5- (2-F 2R 5k ) kg e -2 -
[

270 (2S,5R)-1-(2" —(2-F -2~ A ML EH L) -[1, 1/ -BOR ] -4- PR HE ) -5 (2- &R L)
ML - fe -2~ FR iR

271 (2S,5R)-5—(2-F R ) - 1-(2- (PR L) -[1, 17 BRI -4 B ) ML g fe—2-
Iz

272 (2S,6R)—-1-(2 -F -1, 17K |-4-Hhk) -5 IR FEnL g fe -2 FR iR

273 (2S,5R) -5 (3-F KAL) —1-(2 - FF A -1, 1" BRI 4P Mg bi—2-FF IR

274 (2S,56R) -5 (4G IKHE)—1-(2 - FF A -1, 1" -BR 14— Mg b —2-FF IR
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275
276
278

2-HR
279

(2S,5R)-5—(3-FIRFL ) —1- (2 -F & FE-[ 1, 1 IR ]-4-F L % fe—2-H iR
(2S,5R) -5~ (4~ IRIE ) —1- (2 ~F -1, 1"~ 14— I ) ML I doe—2— F 1R
(2S,56R) -4~ Bk —5-(2-F K3 ) —1- (2" -4 FE-[ 1, 1/ ~IR ]-4—FRFE ) ks e —

(2S,4S,5R)-5—(2-F IR )~ 1- (2 -H & FHE-[ 1,17 IR ]-4- 3 ) —4- (R F AL F

B ) LN - 2-F IR

280
281
283
R
284
285
286
287
288
289
290
291

292

293

294
295
296
297
298
R
299
R
300
301
302
2-HR
303
R
304
305

(2S,5R)~5-(2-F IRk ) —1— (4~ (2 P Sl W g —4— 35 ) I R I ) L g Jo -2 - FR R
(2S,5R)-5-H Ik -1-(2" -2 E-[ 1, 1" —HcR J-4— It )L ng fe—2-F iR
(2S,5R)-1-(4-(2-G—4—H S JEws g —5— & ) R Ik ) —5— (2—- G oR 2 ) L g e —2—

(2S,5R)—-5—(2-F R ) -1 (4 (3-HI A ML g -2 ) 2 FR R 6L ) b gk Jo —2— FR /iR
(2R,5R)—-5—(2-FR AL ) —1-(2" - -1, 17 IO -4 58 ) Mg e —2 - 1R
(2S,58)-5—(2-FR AL )—1-(2" - HE-[ 1,17 -IOR 143058 ) Mg e —2-H 1
(2R,58)-5—(2-FR AL ) —1-(2" -4 - 1,17 oK J-4- 5 ) Mg fe—2 - g
(2S,5R)-5—(2-ERH)-1-(2-(ZFHAA)-[ 1, 17 -BE2E 14— FR L g S —2— F g
(2S,5R)-5—(2-E K H)-1-(2" 4/ ——F—-[ 1,17 B 14— B L ) LR S —2— F i
(2S,6R)-5—(2-F AL ) - 1-(2-F -1, 17 IR ] -4 L ) L g fe —2— 1 g
(2S,5R)=5-(2,6- —F R )~ 1-(2" -FEIE-[ 1,17 —JOR ]-4-FR L) Mk g ke -2-F

(2S,5R)-5-(2,4- " IRFIE)-1- (2 -H & FHE-[ 1,17 -BeIE ]-4-FFE ) g b —2-F
(2S,5R)-5—(2,4- & IFE)-1-(2/ —FEHE-[ 1,17 -BRIK ]-4-F L) MEIE Je—2-FF
(2S,5R) 553 T F-1-(2' -F&EIE-[ 1, 1" ~BEIR 14— 38 )L g S —2—-FF R
(2S,5R)-5-S A H-1-(2 - F L[ 1, 1" IR -4 3L )L g g —2—- FF 1R
(2S,5R)—1-(3-5~4— (W Ng—4—3E ) I FF i L ) -5 (2GR I ) ML s e —2— FR iR
(2S,5R)-5-(2-& 7KL ) -1-(2-F [ 1, 1" —EIK J-4-FRFL L% b -2-FF R
(2S,5R)-5—(2-E ) -1-(2" —F—4 - I-[ 1, 17 - IR ]-4-F L) MEng Je—2-
(2S,5R)—5—(2-& I )—1-(4" -2 -FEIE-[ 1, 1" -BIE ]-4-FRFL) Mg ke -2
(2S,5R) -5 (2-F 73 ) —1-(4- (62 F FEME mg -3 -3 ) IR B i 328 ) AL i dss—2— FF 1R
(2S,5R) -5 (2~ HE )~ 1 - (4 (657 T A LML e 33 ) 2% Y B 32 ) ML it dse—2 - R R
(2S,5R) =5~ (2~ IR HE )~ 1 - (4~ (6-H S Bk —2 - FF it g — 3% ) 25 FR B 32 ) IEe n- e~

(28,5R) =1 (3-F—4—(2-F S AL Mg —4 -2k ) IR P B 2k ) —5— (2SR 2k ) L i e —2—

(28,6R)—1—- (35 —4— (Mg -5k ) A F ik ) —5— (2- SR L Mg b —2-F iR
(28,5R)-5-(2-F KAL) ~4-Fh -1 - (2" -H -1, 17 -1 -4 Pk ) -3 F kit
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& fe-2-F IR

306 (25,4S,5R)-5- (2~ ~4-F-1- (2" - A E-[1, 1" PR ]-4- R HE) -4-F
LI BE-2-F IR

307 (2S,5R)-5—(2-F KL )-1-(2 3"~ FE-[ 1, 1" -BEAR ] -4-FRIL ) L g fe—2—
L3

308 (2S,56R)-5-(2-5 KAL) -1-(3" 4" - A1, 1 -k 14— ) it ng ke -2 Ff

74

309 (2S,5R)-5—(2-FII)-1-(27,3" 4" -=FEF-[ 1,1 -BIK 1-4-FR 3L ) g b -
2-F

310 (2S,5R)-5—(2-&ZH)-1-(27,37 ,6 - =FEF-[ 1,1 -BIK-4-FR3L) Mg b -
2-F

311 (2S,5R)-5—(2-F ZH)-1-(3",5 - A FE-[1, 1" -BE2E 1 -4-3 L L g fg—2—
2

312 (28,5R)-5-(2-&KH)-1-(2° 5" - T HAHE-[1, 1" 2R 1-4-Fi B ) kg g —2- F
74

313 (2S,5R)-5-(2-FAHL)-1-(2 - E-[1, 1 -0 -4 ) Mg fe—2-H 1R
314 (28,5R)-1-(2,2° - FVEIE-[1, 1’ -3 14— ) -5 (2~ AL e -2 FF

R

315 (2S,5R)-1-(2-F—2 - A -[1,17 —IOR 1 -4-FJk ) -5 (2-FRIL ) it i e —2—FH
5

316 (2S,6R)-5—(2-GREE) —1- (22" —F AL BE-[ 1, I KoK ] -4k ) mit g o —2—
@&g

318 (2S,5R)-5-FRIHE-1-(2" -F A (1, 17 - ] -4 2L ) L i b -2 FF iR

319 (2S,5R)-5—(2-FRIE)-1-(2' - L HE-[1, 17 - J-4-3J ) Ik g b —2-F IR

320 (2S,5R)-5—(2-F KL ) -1-(4-(2,6- FF BLm g -3 ) 7% B R 36 Mg fe—2 - iR

321 (2S,5R)~1-(4-(2,4-XL (R4 I ) g —5 L ) IR R Bk ) -5 (2~ G 2R 28 ) L g e -2
R

322 (2S,5R)~1-([1,1" :4" 1" -=IRIRIE 1430 ) -5 (2-GURIE ) ME IR 5t —2- R 1R

323 (2S,5R)-5—(2-F ) —1- (4" - HE-[ 1, 17— J-4—3RHE ) ML b —2-FF iR

324 (2S,5R)-1-(4"=(RCT ) -[1, 17 -HRIK 1-4- ks ) -5- (2-FUREL LG e —2-F IR

325 (2S,5R)-1-(3-%-4-(2,4- = S m e -5 ) R FE I Ok ) -5 (2-&UR 6 ) g
Fe-2-F iR

326 (2S,5R)-H— (2~ I ) —1 - (5 (2 FE A L R ) b e —2— e 2k ) ML g e —2— FR

327 (2S,5R)—-5—(2- G R ) —1— (3 A Jk—4— (4 F A bt g -3 ) R FR B ) bk s

Bi-2-H iR
328 (2S,5R)-5—(2-F K HE ) —1 - (3-F 5 —4— (6 F S ki g -3 - ) % FR Ik 22k ) Wb g
Ke-2-F g

329 (2S,5R)—1-(3-5—4-(2-FF S ms g —5—J ) I F 2 ) -5 - (2- SR Ik ) L g e —2-
R
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330 (2S,5R)—1-(3-5—4- (6 4 LML g 33 ) K FF B2 ) -5 (2-G R 3L ) ML g Je -2

F R
331 (2S,5R)-5—(2-F A3 ) —1-(1-(4-(4-GU oIk ) WE I —2— L ) WR Wt —4 — i 5 ) ML g o —
2-H g

332 (28, 5R)-5(2- A ~1-(5-F L HE-6-(2-FF LB ) I ) U 12 FF R
333 (28, 5R)—1-(1-(3IF [d B -2 R - -3 ) —5- (2- GUHHE ) LS f5-2-FF R
334 (25,5R) -5 (2-FHIE ) ~1~(3-F M- 4- (MW J52- |~ ) 35 T I 3 ) AR -2 °F

335 (2S,5R)-5-(2-FHHE ) —1 - (5- F S Ak -6— (2 F AU I IR0 ) MRSt ) Mk R -2 RV 7R

336 (2S,5R)-5-(2-FAHE)—1 - (1-(2-F IR I ) WRE 4P I ) I s A5 -2 IR

337 (2S,6R)—5— (2GR I ) —1-(4- (2, 4- — R S s 1y -5 ik ) —3— R A i O Y i ) i
n& e —2-F 1R

338 (2S,5R)—5—(2-¥IRHE ) —1- (2" -F S k- 1, 17 IR ] AR EL LG fe—2-F 1R

339 (2S,5R)=5—(2- I ) 1= (3" -FUIHE-[ 1, |- -4 ) ML ng e —2-F IR

340 (2S,6R)-5-(2-FRHE) —1 (3" A2 - F AU B[ 1, 1 -IROR ] -4 ) MLt g Joe -
2-HR

341 (28,5R)-5-(2-FUKHE) - 1-(3" -2, 4" -X(2,2,2- S LA -[1, 17 -k
] -A-FRIL LMK e -2-F IR

342 (28,5R)-1-(3" - H-2" -F -1, 1" IR ] -4t ) -5- (2- G L) LR K -2
R

343 (2S,5R)-5—(2-F KL ) —1-(2/ - 3-8/ — (P FLRs R e ) [ 1, 17 kK 14— L)
ML K —2-FF IR

344 (28,5R)-1-(3" -ZBifgdt—-2" -H 3E-[1, 17 -BRFR ] -4-Fe k) -5 (2—-&UFR 5L ) ML g

e -2 F iR

345 (2S,5R)-5—(2-& I3 ) -1-(5" I -2' - F -1, 1 IR 1-4-FR 3L ) kg e -
2-F R

346 (2S,5R)-H—(2-FZIHL)-1- (5" ~FHL -2 ~FIE-[ 1,17 - ]-4—FFL ) ML k-2
F R

347 (2S,5R)-5—(2-G I ) —1-(4— (4, 6- — B A FLntk g —3— 5L ) 2 Y kL ) Mg s —2—
iz

348 (2S,5R)-5—(2-5 KK ) —1-(4—(3, 6~ — F AR FE ks —4—J ) 2% R 26 ) L IR s —2— FR
7

349 (2S,58)-5—5 R IH-1-(2" ~FEH-[1,1" BRI 4- )M bi-2-FF iR

350 (2S,5R)-5—(2-GFKH)~1-(2' -~ &4 "~ (P BB L) -[ 1,17 - B ]-4- Pt
FL) Mg bE-2-F R

351 (2S,5R)~1-(4" ~Z B3k -2" - A -1, 1" IR ]-4-H 3L ) -5 (2~ G R 3 ) L
5t -2 F iR

352 (2S,6R)-1-(3"-FUfkIE-[1, 17 -BKOR -4 ekt ) —5—- (2-FUR B Mg be—2-F IR

353 (2S,5R) -5 (2~ G AL ) -1-(3" - ((E)-N" - B kAL ) - [ 1, 1 —BROR 14— 5 it

22
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& fe-2-F IR

354 (2S,5R)-5—(2-RARHE) —1-(2 -4 B4 - (P R W e ) - [1, 17 -BROR ] -4k
)b b -2-F

355 (2S,5R)-5—(2,4- "KL )-1-(4-(2,6- " F S FEAE e -3-3E ) % B IR 3 ) MEEng e -
2-H

356 (2S,5R)-5-(2-FIHE)—1-(3-F 4 FL-4-(5-FF S FLnh me -3 -3k ) 7% FF @R 36 ) g ng
Fe-2-H R

357 (2S,5R)-1-(4" - -2 -4 -1, 17 - ] -4 dik ) -5 - (2- SR JE ) ML g -

2-FIR

358 (2S,6R)-H—(2-F A )-1-(27,3,6" —=H 4 H-[2,3" -IRNLIE ] -5k ) L& L -
2-F IR

359 (2S,5R)-1-(3"-ZAEMMAE-[1, 17 - J-4-FdE ) -5- (2-F A &L ) Ak g i -2 H
i

360 (2S,5R)-5—(2-GZIHE)-1-(5" -FlHE-2",3 - WA FE-[1, 1 B ZE ] -4-FIL )t
IE fE—2-F R

361 (2S,5R)-5—(2-FIKH)—1-(2"~F 4", 5"~ HEH-[ 1, 1" -BK ] 43R )it
Mg fE—2-F R

362 (2S,5R)-5—(2-QZIL)-1-(3",4" 5 ~=REIE-[ 1,1 -FRK ] -4-FRIL ) g S -
2-HIR

363 (2S,5R)-5—(2-FARHFE)-1-(2 - (FAER )47, 57 - H-[1, 17 -BR -4k
HE) ML b -2 IR

364 (2S,6R)-5—(2-GIREE)-1-(37 4" - FHE-[ 1, 1R ] -4 3L ) ML oz —2—FR 1R

365 (2S,5R)-5—(2- AR HE) —1-(5" {2 -9/ -[ 1, 1" —HR J-4-Fe Bk ) Mg g —2— 1
74

366 (2S,5R)-5—(2-SEHE)-1-(2-9-3" , 4" - A -1, 1 -2 1 —4-$ 52 ) mp g
Fe-2-H R

367 (2S,5R)-5-(2-F ) -1-(4-(2, 6- — P A LML IE 3-8 ) -3 -5 0K 79 Ik 22 ) ik i

Y5t —2—F iR

368 (2S,5R) -5 (25 KK ) —1-(3-F—4—(6-FF LML e -3 ) I HF I L ) ML ng ke —2-
H R

369 (2S,5R)-5-(2-& K )—1-(1-(2-FH-4-(ZFHF 5 ) FR ) R e —4-FR L) me g
Fe-2-F iR

370 (2S,5R)=1-(1-(2-F -4~ (= HF 2) R ) R e —4-F gk ) -5 (2~ G 2R 2 ) L g Jo -
2-FHR

371 (2S,6R)-1-(5 " ~F -2 - H-[1, 1" -BR ] -4-R 3L ) -5 (2~ FUAR L ) ML it -
2-FHR

372 (2S,5R)-1-(4-(2,6- " F &L g -3- 38 ) -3 FI8 F BE &L ) -5 (2-FIR I ) L g
Fi-2-H R

373 (2S,5R)—1-(3-9—4—(6—FF S JEMEIE -3—3E ) JE 3 ) -5 - (2- A HE ) Lk e —2-
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R

374 (2S,6R)-1-(4-(3,6-—

C

375 (2S,5R)-1-(3" &

Fe-2- TR

376 (2S,5R)-5-(2-

Fi—2-F R

377 (2S,5R)-5-(2
W% J5e 2 F PR

378 (2S,5R)-5-(2-%&
) Eig-br-2—-F

379 (2S,5R)-5-(2-%
P ) AL 5t —2— 1 PR

380 (2S,5R)-5-(2-F
7

381
7

382

383

384
H R

385

386

387
2-H

388 (2S,5R)-5-(2-%
% e —-2-FR R

389 (2S,5R)-5-(2-&
% b —-2-F R

390 (2S,5R)-5—(2-5F

391 (2S,5R)-5-(2-&
W J5t 2 FF iR

392 (2S,5R)-5-(2-F
R

393 (2S,5R)-5-(2-&F
P )ALLKt —2— F PR

(2S,5R)-5-(2-%

(2S,5R)-5-(2-
(2S,5R)-5-(2-%

394 (2S,5R)-5—(2-
395 (2S,5R)-5—(2-

(2S,5R)-5-(2-

(28,5R)~1=(1-(5—5 2 AHHE AR IE ) WRE —4-Fedk ) —5-(2-
(2S,5R)-5-(2-FU A=) -1 - (2" -H %[ 1,1

(28,6R)=5-(2- K3 ) —1-(2° —FUH—4" -H 5 HE-[ 1, 17 B8 -4 ) ML g be—

AR L AR —4 - ) 2R B B A ) -5 - (2- 9K 2% ) ML e -2

SER AL -4 - L1, 1 IR ] -4 3t ) -5 (2- U OR 5L ) L

HARIE) —1-(1- (2 A 24— (=90 2 ) IR ) WR IE —4— B 8 ) it ngg

—SIRHE ) —1 = (1= (4— (N Rk T P 5t ) —2— i 22k A ) WR I —4 e 5t ) it

FORIE) —1-(1-(2- M FE -4 (WRIE -1 - FE R 9t L ) 2R 0% ) WR g —4—Fk

S RIE)-1-(1-(4=(N,N- 2 FE A W L ) -2 RS AL ok L R g —4—

FIREL) —1- (1 - (4 -2l IR L ) WRIE —4 -3 Jk ) ML g e —2—

FIREL) —1- (1= (2~ —A-RH L IR 5L ) WRIE —4 - ) ML e —2—

FARHE ) —1-(1-(4-FHHEFR )R IE —4— P S ) L Je—2- P IR
FARHE ) —1-(1- (2T -4 RHHE ZR I R IE —4— Pk )L e -2 FP 1R

FIRHL) —1- (1= (3 F Sk~ R IR ) DR WGE —4 -l A2k ) ML g e —2—

SHOREL ) EE L -2-F R

PIBR 1A PRI UL -2 F R

AR -1 -(2-F -4 - (R R i 2 ) - [ 1, 17 - HRR 14— ) it

ORI -1 -(2-F -3 - (R B e i 2 ) - [ 1, 17 —JKR 14— L) it

FARHE ) —1-(2 - F -2 -[1, 17 IR AR AL L fe—2-F IR
FIRHE) —1- (1 (2~ (P L T I flge 58 ) 490 ) R W -4 ) itk
FIREL) —1- (1= (2T —4 - F AU IR L ) WRIE —4 i 2k ) ML g e —2-

FIREL) —1- (1= (2- O TR e 5 ) —4— (=0 ) IR0k ) IR g —4-

FARHL ) -1 - (1-(2-BHHEFR I )R IE —4— P St ) LI Je—2- P IR
FRHE ) —1-(1-(4- TR ZR )R IE —4- P St ) L Je—2- P IR

396 (2S,5R)-5-(3,5- @ ARH)-1-(2° -HHH-[1, 17 IR J-4- L) WL b —2-
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.
307 (28,5R)-5-(3, A~ AIE) ~1-(2 - F - 1, 1"~ 143 ) TS -2 1

=

308 (25,5R)-5-(2, 3 HRAKIE)~1-(2" ~FARIE-[ 1,17 -6 143825 ) I Jz 2 FF

399 (2S,5R)-5-(2,5- ZfIKE)—1-(2"-F AL 1, 17 B J-4-JHE ) L& e —2—

400 (2S,5R)=5—([ 1,1 IR ]-2-3E)—1-(2" -H - 1, 17 —HRAE 1-4-FRIE ) L g b -

2-FR
401 (2S,5R)-1-(2"-Fl k-4’ - HE-[1, 1" -BIR 1 -4-Hk L) -5 (2RI ) LN b -
2-FR

402 (2S,5R)-5-(4-FUEIREE)-1- (2" - -1, 17 -BEOR ]-4- Bk ) ng g —2-F R

403 (2S,5R)-5-(2-F L) —1-(4-(5-H -4 (R FERIE AL ) - 1H-1,2, 3-= -1 - J%)
PP R ) R g e -2 FR R

404 (2S,5R)-5-(2-FZIH)~1- (3 ~FHE-4"-F]-[1, 1" B ]-4-F L) L g e —2-
2

405 (2S,5R)-1-(2"~4-5"-FAE-[1, 1" - ] -4- Bkt ) -5—(2- S 5L ) i g e -2
2

406 (2S,5R)-5-(2-5 M) -1-(2° -FUHE-4" - (ZF P H)-[1, 17 -BIR ]-4-F ) ik g
Fi-2-H iR

407 (2S,5R)~5-(2-F AR HE) —1-(1-(2- I Sk —4— (=900 B 6 ) TR ) WR g —4— e ) M %
Fe-2-F IR

408 (2S,5R)-5- (2~ G HE) —1- (2" —H -3 — (N F 5 F Rl e ) - [ 1, 17 - 1 -
A-HRHE )WL e -2 F IR

409 (2S,5R)-5-(2-FIRAE ) —1-(2 - R S k-4 - (N- B R R f e Jlse i ) —[ 1, 17 T8k
IR 14—k ) g be—2— F IR

410 (2S,5R)-5-(2-F AL ) —1-(6—-(5-Fl L —2-F Sl FL 40 3L ) -5 - U R M 5 ) it s

Fe-2- R
411 (2S,5R)~5-(2-GU K M) ~1-(6-(2, 4~ FR AR B I B ) —5— AR AR 26 ) bk i e —2
R

412 (2S,5R)-5—(2-FRHE ) —1-(6-(2,4- - F AU R OR e ) R I ) P g o —2— FF PR
413 (2S,5R)-1-(2" —FHE-4" - (=Z@mPFE)-[ 1,17 - 1 -4-FHE ) -5- (2-F AR H: ) g

FE—2-H i

414 (2S,5R)-1-(3"—FUHE-4"—F-[1, 1" -BRIR 1-4- R IE ) —5- (2-F IR I ) HLHG g -2 FF
7

415 (28,5R)~1-(2°~5-5 " —FFE-[1,17 - B -4tk ) -5 (2-FAREE) L e -2
17

416 (2S,5R) =5 (25 HE ) —1-(4-(3, 6= FF S Bk R —4 -5k ) -3~ 00K P B ) WL
FE-2-F IR

25



CN 105916500 A W F ZFE ok B 95/26 T

417 (2S,5R) -5 (2~ AL ) —1-(2 —FF HE-3" — (N-FF Jik PR LA B e i ) [ 1, 17 - B2k 1-
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AR RN 24 5 I 2 AN 05 B iR B, iR & A 5 2 124 )7 s flike = 104
Ji5, Hod 2 /D — AN IS EH RN A EE A — A 25 S BTSN R (b
B RIREEEU R O B ) 5 HIE m AR EE AR SO 25k B R G I ST A o7 HE R
PR 1] P2 S A9 A0, RE R 2 BB OR 3 LI PR 3 (bipheny Ly 1) J5-P & 253 (tetral inyl) 86— &
2L - IR B EE-2- A 4-E gk 5-Eh Rk 6B B 7Bl 2k L 1-JE 3 (acenaphtylenyl) L 2-
Joi 3 3T 3 (A S B 5 L L 3- AU S (acenaphteny 1) 4~ EUE R B - S EE R 1-
IR M (pentalenyl) B2 ¢ 3F B — 0 & L 4— i i = B — e 0y ik L 5 - P & 25
(tetrahydronaphthyl) .6-PY& 2583 . 7- VY A 25 LB 8-PU A £E3E . 1,2,3 ,4- DU A ZEHE 1 ,4-
= N R B R B SN R B SN R P N s R P

[0521] QiR SCAfE A, ARAE “NV 75 2287 B 45 AN B 3R 5 B1 R 40 , 91 I R 5 | S IR
(biphenylylene) W25 W el (indenylene) VB R 4% HL (pentalenylene) VB
H:(azulenylene) 5 V75 FLIC AR GG 0T 225k 8 RG34 S A AT - LSEHE 55
SAATEMIAERR d sl 21 ,2,3,4-VUE W 1, 4- —H W R,

[0522] R “O5 FRbr A" B O5 b 7 A AR H h — ANk 5 05 B IR E RN AR B e
S L AR PR ] RS 4R 2L R 2 L (25138 ) B Ll (£5 -2 0 ) R L 2 55 e S AR
N, — AN AN BRI B T A e e At [ B A 5 L0 b “xon s b 2 e Hop— A
k-5 x 70 75 AN I ELRE B SR Ebe 2 o X 5 B R I 2 2D — ANk IR 4 20 IR AR, s
B IRAEAR SRR E R 05 B3R

[0523] GRS SCPrfd R “OR 05 22" R B BUCE AN O — BRI — 8 3 R iR HAR T 54
WA BE M EEN 22052128k R F 5 B R4, LA & A58 6
G Horp /D — A IR S E RN, HP A — B2 NI B T K — B AN 5 R
B/ B R A e BRI 2% iR AT DA 28 4 A o HL R SR AT DA i g 2=
BN LSS IR ] DL 55 B VBR e A | 0 BB R PR R AN B o I 2R 2 O R 1) PR o A Sk 45
i+ R g L Ry | D A DR e L I L | S WA g A L | G IR A L | A L I A
VAR AR L | U A W e IR A R b W S | M I R | MLE R L |k MR O (MR L | AR
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ZR PR M s IRV B L =R IR (2, 1-b [ 1, 3] MRl (BRI IR (3, 2-b TR I L | IR W) I
[3,2-b1MEWyJE MEWY 3 [2,3-d ][ 1,3 MEmme It e my 35 [ 2, 3—d Ik e L  PUME [ 1, 5-a JHLIE
S WP s W | S POR R R IR MR 5 SR IR I R L 2R R IR Iy | S DR R Iy | W
WL TR RIS (1, 3-OR IR S (1 2-OR I S AL (2 1 - O Sl I 1 3-OK JngE ek
B 1, 2R L (2 1 IR SRR IR RO =L L1, 2, 3-ORJFIE TS (2,1, 32K TF
URE R 1,2, 3T IR eI 21, 3-8 IEE R IRy IRk S | NEENA K[
2-a JMEIE 3 6 A -HAR — 1 (6H)—J& . 25 AL e —1 (2H) 3 628 A8 -1k -1 (6H) -3 . 244
AR IE 1 (2H)—F 1, 3= I [A) S A% PR LI JE bR I | S5 bk s v s e k2 | s
M3

[0524]  fpA SCHT Al A, RAE “W 2435 37 B AE I BRI 55 3 R 40, 10 65 Wt e 3
(pyridinylene)ZE,

(05251 J% 5 BB 2% 75 FE A 70 (N PR Jl 2 T 1 I R B e 5

[0526]
&
‘E ‘S _.«\‘.\
X X .o ; RS
s ez {0 2 s N2 a i
N W W § Sy o g
SO Vo N - ' g
& 3 4 N R $ N N
1
Xk Xy XikH: Yt
N. O&S N. O&%S N. O 8 C. N
st FH: 4o L4
ek S S sikeg o A
R ek Al A ER
ok Bk Froet A
4 4 4 5 $ 3
AT i AN
5; ‘:‘:-_\.__.\',» \\\g\\\.s 3 5 N \\\\\\ 3 & { S '\\\\? T \’\\ £ § \\*-;\Q- » yi\\
2 ::'\’\. S B B NN \\'\_ = N ) ) é\:\\ o W
& i N 5 & & T i\é 2 & N x LS x
7 3 3 3
3 .
e X3k §: Xk f:
R WhE N. O S N. O&S
F Al A
R Ko oked
Rk S
EC i e EX 8 8

[0527] AR SCRv Ml A, ARG “IBCOT 7 Fi il ol SR BRI A ST E LRI PR 557 286 90
PSR 75 22 Bl o (A = PR A PR S A SR IR A
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BRAA
[0529]  4pAR ST FT, ARV “AR K7 57 $iR 10 ek B0 B e (0 A S o2 SCRR IS 2% 7 7
70 B WA ST E SCIV 2% 55 3 3 73 A 55 H B0 o I SR 2R I 57 B 348 2 1) AR BR i) PRS2 49 A dtt
WE F AT , PRI ELAE (2-hnE 5 ) R L (3-LmE %)
[0530] eI AN (4L e ) IR Ak L IBCHL g 2

[0531]
(2-atee AR (B-ribe )R A (4-etbmz AR R
l‘v\N/

l

A >
N7

Baher
[0532] A SCHTAd F, ARE “Be it & 87 =R — B0 A Be i IR & A « X B 6 B e
LA ek A
[0533]  fASCHAd A, R “E L R =i 4e T AR A
NH,

[0534] .
4/4\

o

[0535]  HLrpr i Sk PR B 4% o

[0536]  GPASCHTAE T, A “F IREE” 4 T 3 CR A
NH;

[0537] .
4/4\

NH
[0538]  Hrb 5 Sk IR 7 £
(05391t S A, RVE S BEFR BRI 2di R 2t SR
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NH,

[0540] ‘/QN

HO
[0541] o rpr i SR s 4 o
[0542] K IMHEFAXUAEDEH 2D DARFRA L, I H R AT AR A [F 1 7 A% R
M TEATAE o DR I, AR B ALHE B Al e 1 S AR S i A4, I BB FE SN L &4, i H
A4 AN 0T A AR DL A AT B R AN B IR A o A A BBAL A W) A2 B — B R e S R A
I, P 0 I A AU R0 ) ST AR e S R e R A B A M AR T AR ) TR A L B
it F OGS TESRAT I A B E Y o s 2 T TR AR BUR A BEE 5 43 AT LA Ji i 4R 4k
A EER 7L .2 W Stereochemistry of Organic Compounds,
E.L.Eliel,S.H.WilenflIL.N.Mander(Wiley—Interscience, 1994), 5% T vV Akfk 2@t 5] H
FEANERIC.
(05431 Sk AR A Mt KRR B A A A TS — )72 oo ),
SEBUB( = VSR " ) S ) 5 o) 25 B S
XTI R 1 B S R R B AR P A P RE R AR R AA BRARERRAE B SOB R R B T
S 78 10 LA S A A4 o f5 FH SR AR BRI SR 2 R 1 AN i S~ 1) e o RE G iR N Ak
BLFE TN AR S A4 o
[0544] AR EHEIMNAWIET] & A — LA AR RRER 55 o R IX L2l S, A SR 4k
T2k B A Fichi S5 1 B s B 4R AR B Iir T AT R I SLAR A, BRARRRE B S0E
T 2 B TR 58 B S AR SR A A o AEIX Ak S R, AT F S B0 e R AR AN AR AL
o,
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[0545]

Ph”&cozH
%%ZF:: PH \ N P 002H ﬁ" Ph“\\\\n-z . S”””"’COQH
; H H
Ph“‘“““z "S’”’”’”co i cis ois
N7 5

H BN A RS

=

sg\,:v

A _ frans -
) _, '."llliic('jQH

H BN AR
[0546]  ARKEHEIMEGMIAI LA 2255 B2 ) S0 NI AW 255 Bl #2113k
A4 R IR SR AN ER o 53 1 IR N £ FH R TR B3 Eh R T i« SE B0 FE 2 R 1 . O 1R
Eh O RAZIREE R IR EE ORI £ Ik ER A R /K IR Bh IR IR A B/ IR IR £E IR 3h L A
AT TR 2 AT AR IR £ IR ORI IR £h L 2 IR Bh L TR IR 2h L P IR £h L BB R IR LA PR
PR &L HAR R Sk AP IS R L S U IR £ L R ORI OR IR £ L A S/ S IR /IR
1 A L)/ BAL YD R SRR £ FLIR £h P R Eh L ORI Eh T R Sk L P IR £
FEEIR R £ L Z5 R #h (naphthy late)  2-Z5 TR #h L MR £5 . AR 1  FLIG IR 2k - TR £k AR A
TR XU ZE IR £h R IR A /TR TR A Eh /W R — Sk (AR SR kL R Sk VK PR R £ L BE IR
B P TERE AR E ORI R £ L R LR EE A R R 2h (xinofoate) o AIE B £ HH
TE R TE B £R BT i - S2 9 0 HE 4R S AR . R E 5 & & (benzathine) 5 BB 4% —
ORI H AR AR VB B % . A% (olamine) VBN VR T =B . 2-( &)
O T Bk A— (2—F2 d £, 258 ) NS ORI B2 £ o 1 AT DU RSB R > 3 , 461 4~ A R 6
A5 Eh AR R 255 BRTEe2 ) S B AR A S/ S SR/ B R R A L/
TRIZER HIR S AT R S A 2 R 5h .
[0547] AR BRI GW & A TR T JE T DA S JE A I, AR B AL S At mT PR
£, I HI R S AR R TG E W o AR LAY & A 2R R (B NH) R, 4]
R T 5 18 I B AR o S A A M A B o N R I T B B R/ BRI 3 e A
(e
[0548]  sRIAL AW 2455 b n] 352 1 3 AT DA T iX 28 77 v v 1) — Bhas 22 P ifi 4%
[0549] (i)l X1 &Y 54 BB IR R A 5
[0550]  (ii)wlid IG5 A B HIWUR Y 5
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(08511 (i )it AR TAL G40 &3l V0 Al AR B IR B AN A 5 T AR 37 2k B e i ik A
A BRI R 5 538 (R PR IR AT 44491 G oY R B PAY B A 5 B0

[0852] (i v)daed 15 i =4 () 1R S ML i B 15 3 ) 1 A8 AR R AL 5 0 — i £ e A
%

[0853] P 3 28 o 7 it AU b /0 YA P FEAT o B T VAR U O H s i g S AR B T
AL 78 A AT IS o o F PR B RE B T A S A S A LT AN AN

[0854]  RE VAT G AEA ST FI T #8 S A K AL S A L FE 2 Fi 22 b
AR IE R 5 (B S B2 B 7312 A K o 24 P ) i K I SR FIARTE “REW”
[0855] 4R B TL S W , SR B HEE AT S 2 A0 B SRR R A

[0856] A WAL St dE i B g SR TAL &4, BAE H I A 1) 22 o AR A AT it R
LRI ARZG P ANTR] o3 S A A (BB 220K S TUART R AT AR S 1R] 2 S A 44 BA B A A 3K i
L&,

(08571 Sifh, RAEIEE G UL R, X T AR AL G0 &, Sk 2557 bl 52 1 s, {EL RS
MEE L AR IR I EEARZ S Bl 2 8, T BB A T AR A &
[ 73 T R/ BREAGAL o B 4, i D' 23 M ) R BRI ) 1 # m] T i m] AT Bl s T &
PO 6o PEIR] 73 e A AR 3 B R A R S A 2

(05581 A I & it a oK AL SR I A 22 L 2 O R 2 AR A 2540

(08591 wAR SO HY, AR “RUTARZ5 W™ e AR N I AR R AL = i TR 2 i X T4
B LRSI ATAE YD, AN - BT AR Z5 W01 R A2 T 890N i AR m] R TR, OF HAR 5
FEAR A GE PEAL 59 tH T AR I B 1, 5 I& 0 BT R 2510 B 5 PR IR R 15 ) A2 e ik
i 5 R B SR e 2 i A SRR I B R IR B s DU PR ML IR B LA S e 752 3% TR AR 20

HAREE XTI 58

[0560] %2
Z Q
-C(O)SQ AR
-C(ONQ'Q” Q A Q7 dh ik B ;

H. A, FHA. OH &K NH,

-C(0)OCHQ'O(0)CQ’ Q'=H &% &

[0561] sz };‘EEE&‘%‘%
-C(0YOCHQC] HAGE
-C(OQ);3 VRS
-C(OYOC(0)0Q ARG A
-C(O)CHQ SMe« SOMe. SO;Me

[0562]  GA ST FH , AR5 “Hi 2457 R ARG AU T2 i 25 W) SR (RARATT A 5, He i
AJLE B AR B SRR EAT , I BAERT 25 208 Br 8 HHIM 25 25 2910 B X I 2 AT B 2 )
AT o

[0563]  RiE “HE” 48 SRR IRFEH 2 R T 9 BB 2 B A2 e 2k P G I i I
B, BRI N

[0564]  ARiE “ N7 ARPIMME R TR BB B (BRI A2 L 2L B 2D B
N

[0565]  fASSCRTAH H , RiE “VadT (treat.treating Mitreatment)” & AR A0 HE 48 fif B VH
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JPRE BT i A/ B AR R AR IR

[0566]  WIASCH S A, ARiE “HiBi (prevent.preventingfiprevention)” & i 1L 42 BUFH 1k
JpIE B I A/ B A BE R (1) R AE S HEBR R85 A R BRI B P AIG E  AR A e B
PP ) JRURSE () 7725 o

[0567] G SCRfd T, AGE “VRIT AR (BUE R SR “H & ) BIBES A Me 2
LI B HABR VA T BB R R B3 P R3S T 2 (B GPRA W 7B - B sh 71D 1 &
[0568]  RiE “%44 74 (administration)” BILARK (Bt “4A %) (administering)” ) B iE1H] 1
BT BIRB E RER B i 1) 83 BB N 245 2 I H AP — T o SR A 4
FIBIE T RS (A ANGPRAS SN 7785 &6 43 Bk 5h 771

[0569]  “Zj2z L n[ 8252117 BARZI A B e 1 SE AR JF B HL R T8 .

[0570]  WiA ST AE H , RAE “Ssh A7 B4R Y45 A 2 52 RIS 40 o S R AR » AR
AF AT 7R P A2 i 4 i 3R T A2 AR 1) N AL, AASE B2 4 1 400 it 3R T Ak P B AR B R o

[0571]  GnA SR fd H , AGE TR BB 71 S AN E B L3248 T B4k A4 & i #AS
RETS T3 A i KIS AN 1) o

[0572] QA SCRTAE HH , RE “Zo N1 = 4 FA VBV 77 S0 18 SR 3 A s s 1k A Jo , 7
HorpBC IR /B 2 25 TR R o 25 A W AR PR ) Pk S 451 B0 HE FL B S BERR S BV R
JIg B4 o

[0573]  GA SIS FH , AR “RPEBIR” 2 0 T R AR AE T 205E Vi AR E  FH 9 5
RCEE 52 BT JORE R 0L o b 288 98 P e o B0 B AEUAN R T2 RGP 219 48 5 28 P s (1BD)
ELHEARASIE T 50 % SR S 50077 M 485 W A6 AN Wy 98 s 35 R0 5 B LA iE 5 22 R PR e e 5
B 98 5 S RTNE PHR 8 2 1 0L 5 SR B B AR 5 288 IRGIB ME A 8 5 0 28 5 9 RV O
9 DA S HE IR S0E s T X s BN IR 3B 2% B AIE (ARDS ) 5 18 1 i 508 98 PPk 2 9 s L e
I 45 7595 5 R 0 5 B 0% s T RS R s BRIk 7 48 5 BRI 98 5 2 Wiy 5 JUL PRI AR P 5 g o, 461 i 4k
TR B IR 1R W 9 ST 4k R T SR AP S 5 B £ A IR 1R BT s SRR IRERAIE 5
TR PR3 5 BRSO 99 s BB LA P 1 5 IO 5 0 ML P 134 5 T M 5 22 R PR Ak g 2R
P s WOMLARE s R B PEOR 08 5 v B PEAR SE SR B AIE 5 N B3 20 PR AR o 5 5 22 [ B PR ICUILAE 5 F Jgé e 41
WAT PR TR R IR s B K.

[0574] QAR SCRHTAT L, AGE “AHHU PR 22§58 52 0 40 e D B8 I HLAE N A8 S % | 28 E Bl I
JROREH T 4 2 TR P A ELAE TR 20~ B AEART 2 140 22 JIK o 40 L AT = 10 S 46140 4 AHAS R T
AN R -1(TL-D)RIETL-18. A 41/ 2 -6 (TL-6) . [ AL /-2 -8 (TL-8) A iy TR LA
FLIETNF-a,

[0575] 4 SRR AE T, RIE “INFLTL-1.TL-6 A1/ I L-8/r 5 i B s B e o IR A& &= 48 Horp
TNF.IL-1.IL-6F1/8 IL-8 & ¥4 E FIM IS SR 4 , Bt e EHAEAE NTINE L IL-1. IL-6f1/8%
[L-8A & , B @t INE IL-1. IL-6F1/8L [L-815 5 5 — 4 o PR Bt 9 o, o TL- 1R #
HEAE AR A TL-10 7 A BV AR TNF I 45 SR B 2R R A I 4 U 2 R INFA T 1Y
[0576]  ZxH& T [ {9 S AGH B8 D b 2R A AR i B o 3 e S 15 A0SR AR B AR PRI 4 e 5
i 7 %8 5 FFAS AR PR 4% R B YE T

[0577]  fk2EsLjits]

[0578]  FRaAES3 MU, 5 WA IR JE 2R °CIF HIr A I B3R %R (RT) R 34T .
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(05791 Ay fr 208 J2 2L (TLC) FH T M 0 Jse 2, A6 7 PR €8 18y 25 A1 DA B2 AIE S v () AR B
AT Al B TS B TLORR JeMerck TLCER AR Tk 6 0F 2540 FERT T A1 FH 45 411 25 L 55
(P =254nm) BE 2- A EEH 0. 1 %6 1R R Py 57 055 BAE 160 °C R T KMn 04 3 £ 571
(KMnO4,Na2C0s , NaOH , H20 ) 4 TLCHR . 51 .

[0580]  YEAgilent LCMS_E-ffi FHE IG5l 55 (BST) FRIFHPLC-MS I o Agi len tAX 23 055 H
FIRFERS 1200, 51100 5% KAG 2% 1100F16100Single Quad. B FIAIH: J&XBridge
C18,

[0581] P& A MRA (H20H (190 . 1% TFA) RV VB (ACNH 190 . 1 % TFA) IV 59 - BT
(RIBE LR < BB A (P AR RAE ) < (R 575 % VA TRBI eI 45 1F 1 23 b , R4 93 B 9 28 PR3 in 22
95 % B , 721 - Bt FE P AR FFAE95 % » 720 570 B N [F] 22 S 1 2% AR 9 HL4E 7 1 98 s 156 JEB
(SEita 191 3RAE ) « CREFD %6 MBI B W1k A Lo B, £E 104 B N 2R P38 N 2260 % , /0. 573 8T Y
LRI A5 % , £E 39 B () 1 P2 h AR5 7295 % , £E0 . 54 B Y [l 2 e ] 46 1 3 HL. 445 19
B

[0582]  ffAgilent 1100( = nEMbHKAGIME) FATHAN TEHZ) (8 3RAFEE81100)7E
S R W AR S & 1 I 5E o B S FH A e S AR NI CHIRALPAK TALCHIRALPAK IBBEK
CHIRALPAK 1C. BT BT 15 2 [ %of e S A A g A o ik SR AR 1) o B e BE e IRV A 0 -
IRRA I -

[0583] —CLhEAIZEE(0.1%TFA)

[0584] —CLHEAITAEE(0.1%TFA)

[0585] Ol MIZFRZBE(0.1% TFA)

[0586] - keAl & F £2(0.1%TFA)

[0587]  —CBe AHFR BT A (0. 1% TFA)

[0588] 7EkHWatersfJFractionlynxX 2% [ FF f il & BIHPLCAEAL, o 1Z AN %5 HH PA T 4H Ak -
ISR B 2T TRE B ER 2% L SRR I EHR T T 5 15HPLCAE | 2525 — T AR . P9 1 L 2996
L AR BE DR B 25 AMi cromass ZQ. BT I &Waters Sunfire C18, P2
TRA(H20MF 1110, 1% TFA) FIVA B (ACNHT (K10 . 1 % TFA) [RIVR A1 « B T KL i A7 28 1K) 24 B S
FIRERE , DU 7893 40 S 2= R B AR 540 o

[0589]  fEAgilent 11004X# (- JnZR Mo Koda 2§ ) FAT N RS, i AR FEAR )
CHIRALPAK TABLCHIRALPAK TBAEFFf 3 14 ] £ U HPLCAEAY. o Bk T8 M 77 v B3 21 1)
X R SRR AR B o Il S M T - B IR B e IR A - LIRS 5 T el (1) 0 22
FHIA o

[0590]  ZFBruker ARX 300MHz bits'HFIC NMRIGHE . Ab 267 #2 LA H T3 422 (ppm, S A7 )
TR ARA T EAB 2L AL (Hz ) KR o 3 ZE X FIA R 2 FHEIF HR s (FREA) d
(CHEA)W(ZER) q(HES) n(ZEE)Bbr(9%).

(05911 & 551 a7 A0 SR L ) A B J N i Ak 22 S (B B2 7 L 46l S igma AldrichAcros
Organics.VWR Int..Sopachemi¥Polymer labs,JFH /A H F74%E5 .

[0592]  ACNEEMeCN: 2.5,

[0593] DCM: & 4%,

[0594]  DCE:1,2- &),
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[0595]
[0596]
[0597]
[0598]
[0599]
[0600]
[0601]
[0602]
[0603]
[0604]
[0605]
[0606]
[0607]
[0608]
[0609]
[0610]
[0611]
[0612]
[0613]
[0614]
[0615]
[0616]
[0617]
[0618]
[0619]
[0620]
[0621]
[0622]
[0623]
[0624]
[0625]
[0626]
[0627]
[0628]
[0629]
[0630]
[0631]
[0632]
[0633]

EtOAcEYACOEt: LR Z.TiE,
EtOH: Z. B,

MeOH: H i,

IPA: AR,

PE : 1 Tk ,

NMP : N—FF JEE L - e
RT: =&,
DIEA:N,N-— A3 2. iz,

HATU: 0— (728 24 7 3f =1 —1-3E)-N,N,N’ N’ - /Y FF 3L iz £
HOBt : 1 -3 3L 28 3 a1 —#2 3L 28 3F =k &4,

DMAP : N, N- - FF L FLnbng ,
YR,

g:ﬁ s

mg:%}'ﬁ,

L : ﬂ ’

ml: £,

ul: Wt

mol : BE/R,

mmol : ZZJBER ,

h: /N,

minZmn : 754,
TLC: i 2 i

W&,

eq: M=,

THF : VY &R

TFA: =5 1R

Ac : Zz@?ﬁ% ’

ce: ML &,

tBu: U7 3,

P« 3L HPLC-MS I 52 (1) 254nm T [ UVER S,
rt R E,

Buli: T 24,
CDI: FiRFE kg,

TBDPS: i T - R FE R Rk e i
Boco0: —HRER —HUT BE,

TBAF : PU T B3R AL 4% »

S-Phos : 2- "R AE L2767 - T H A FERCR,
RM: e BB AV,

Nu: SR Z A,
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[0634]  DMF:N,N- - FF JLFF iz,

[0635]  TMS.=FHA B F b e ik

[0636] — &l &

[0637]  H-TA A K BH R A S0 — T AR T 7 R 19,
R R %A

Q L
i A B iy
O .. . R

,L\f.‘i A-:»\*i;\& \*‘"\{ $ i\‘ \:3{ AN g\“} .\a:-‘{-\gsg \“N.“: ¥
Mo O A i &

v
¢ X

\\\\\\

1.1 31 s} 12 e A 1.3

B A ey

DIRA O e DOMURY
HATU eyl DHEA 1 20k
AN, RT 2 60°C

ik @8k A 133 LIOM B8 ot &
“_( 3 N e IREEREEREERPEEREERERPERvenreenees 3
HA &% HPLC

e8] 22 ooy D

L {4 o e, MGG® mmEEmE Af 1.4
‘g 3 o s‘}‘xi' : \& b ¥

w B
THEHD 111 aobe OY K& A HPLC
SF is.“‘ X *““““

[0639]

[0640] 751 s FIT Lo MUACR IR H A A WO — BT i

L0641 W5 3 2, R D A5 L 1 PR oL 0 o 0 1. 2 PRV e (R B
B0 A5 21 22 7] AR A A1 . 3.

[0642]  fE—SUlEUL R, 2508 SR . STl . 3bil ok i v (BRis € 3y B ] & TR HPLC) 43
B B P SR TR D 3a L . AT SRk , 4 S B P F%l 4015,
[0643] DA E 72k, i 1 3 LA B A A 2 ) S MR AL 6, et (s (B
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T O TR B A BUHPLC) o HHEAT 204k, 15 B A B HR IR 1 . 4115,
(06441 fuiTy Z2rf 7 ML e i o )AL . LA 5 R BROBEHEGr L gnar d B % JE -8 1R B il o

Arl~Nuy Boc

s 5 7 TFA (10

Nuz MgCl MgBr L Li- 1y, 78°C % RT LT DI%M

. 2.3 —_
VRS i At I>* COMe

. L DR &bk N
~COMe — » ﬂCOaMe R— 11a

BEMC
Lﬁf‘ A &CQQMG

NaBH{OAS)s (2eq)
P TEA{O & 1 eq)
2.4 DCE, RT 1.1

BEEED:
NaBHCN (1.264)
MeQOH, RT

BT

H2

PA/C (5-10% wiw) 3 PtO,
MeOH

RT

[0646]  J7 222 HI-T-fill & k& e s vh RA L. LI A Rl T &

[0647]  mIN-Boc-L-EA A EE2. 290 NN AL B AL Grignard B 75 F 412 1153 [a)
{£2.3,WColandreaZs A ,Bioorg.&Med.Chem.Lett.2006,16,2905-2908A JzYing—zi XuZ%
N,J.0rg.Chem.1999,64,4069-4078 Bridk . —%uBoc LR I FIAEBR M 25 A4 T I BRI BT 1k
BN IR i R ) AA 2 . 4, How] A jd ik S A A B A i 5513 S5 45 281 i s 5 s e (1) 4
L1 AE—SU ISR, ZE 1) AR L . La L. b i R 1 20 59

[0648]  F5 LB T HEGr i gnard F 75 HE 4002 . L8 A7 S 3 BT /s B0 77 V25 1l 48 o

[0649]  &4%1
/LMQCI LiCl

[0645]

11b

A 1“
AreX (1.05 eq)
THF, @°C 21a
.1

[0651] &2

Mg (1.05 eq Mgx
it g9 {1.05 eq) i SR
3.1 THE ~F

ED o
e K RT 243

[0652]

[0653]  &4%3
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Arl—xX nBuli {1 eq)
0654 31
[0654] , Et,0,-78°C
X = Cls Br 21b

|
[0655] 5 23 FH-T 75 AT Jot B RN 5 S~ v SR 1) il 4 11 A Bl T 8
[0656] % HEEk e SEGrignardidf2. laifiid 77 ik 1 (ARSI BE/ S ) B it J5ik2
(BE) M5 2 il 4%, I HL 5 S -8A02 . 1bad ik D523 (UE T 2548 A i
[0657]  N-Boc-L—EEA R IR F BR2. 28 77 49 Fr s 77126 o

[\ 80CL2eq) ﬂ Boc;0 (1.2 eq)
S et oFy” 00 Me — :
[0658] H MeOH, 10°C£ RT H DMAP (0.1e)
. ACN, RT
44 42

[06591 74 : FI T il #&N-Boc-L- A IR BR2 . 21 & T %
[0660] IGL-FERZMRA. LA Y ER4 . 2, 2 A kB — U T BRBEAT Boc R 15 2
H 2. 2,
[0661]  HKTF7 FE AR 77 FE R IR P P& L . 2a 48 HI U5 S5 P s =i 42 (a bEle) W ) — Fif
B B
[0662] i&fEa:

Pd(PPhs)s (0.05 eq)

b/cone @/B(OH)Z NazCOs (3.3 ¢4)
; + _ “
P R./ e

5.2a

T 28
100C
51a

[0663] Xo=Br I

LiOH (4 &q)
—_—_—

THF/H20 1:1
RT

[0664]  1&4%b:

Pd(PPhs)s (0.05 eq)
SN ) KsCO3 (3 eq)

R ¥ 100°C
54b 5.2b

o X, = Br &L 1% = BOH),
[0665] R Xi=BraL M X,=B(OH)

LiOH (4 eq)
B

THE/HO 1:1
RT

[0666]

131



CN 105916500 A iﬁ, EH :FS 105/152 BT

Pda(dba)s (0.05 eg), 8-Phos (0.05eq)

/]Q@XCIOQ Me I\l/j]/ Ko KpCO3 (3 ed)

. o
= F -
X4 R/

AR 100C
51¢ B.2¢
S L2 Xy=Br 5’&4 I 'Z“J Xy = B(OH)2
[0667] Jo R X, = B{OH),: T X, =Br & 1
LIOH (4 eq)
R e g
THEMSO 111
RT

[0668] 755+ I Tl 4 I 5 B B e P A1 1. 2ali) 4 P 58

[0669]  7E5. 17115 2.2 i) BEAT Suzuk i {5 A3 BUIBE S5 HE S oh )45 . 3, B s FH LS AL 2 AL,
1B SRR A 1. 20

[0670] 35 fye At 5 J00 W o R 1. 2 PR T 46 248 POV R o 41 4K 1. 2 ) 7 5267 B s
[ 734 B

3} R X 63
HO. A -C0:Me e CO,Me
' Me,S0, (1 eq) O X=Cl, Br
OH BuyNI (0.1 eq) OH Nal (0.1 eq)
61 KoCOs (2 eq) 6.2 K2CO4 (1.2 eq)
A8, RT B, 50°C
[0671]
o COsMe O A L0
7
LIOH (4 eq)
—
THF/H,0 1:1 @
RT
R_.
6.4 1.2b

(06721 J5 56« FI-T- il U2 B W )44k L. 2bIK 5 P %
[0673] 3, 5- ¥ FEFE PR R 66 . L IR IR — P B HEAT AL AR B )46 . 2. FH S0 1 1R
706 . BHEAT AL G BIEE R 4406 . 4, 2B o e P A SR AL BN JLEEAT SR A I 19 B SR R R R
i [a) 441 2b,

(06741 Si4b1 £ BT %

(06751 AL &M% 5 2400 A IR T R T
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!, o)
/ aoLi BwO '4!!>
OJ\;LCOQBI‘I . — | s \

o Ph G081

1
Boc

Boc
74 7.2
e}
#NCl
1) TFA, DCM
[0676] 2) Hy, 3 PA/C 1’;0.%Wlw' COsBn , _
' Et;N, DCM

MeOH

LiOH

THF/H,0
&k

7.4
[0677] Ty BT AL B W45 2411 B 1%,
[0678]  HAJLERARHK L n& Bl vp [F) 442 . 2179 & e difiid T =8,

[0679]
i W 1) LIHMDS (1.03 eq ;ZTTL,,, T N
0O '[\! CO,Me ) ( o) . 0PN COMe 4 OF™ f\! CO,Me
Bot 2) Mel (2.5 &) Boc Boc
<2 THE, -78°C £ RT 8.1 8.2

[06801 7y 58 : F FEHUAKI M s Joe i v TR AR 14 5 ke
(06811 AEAR I NS T IR AL S 0% 5 21 TH) 5 BRI F 138 105 %29
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O . *HsN/\rr \*/ MgSQy, EtN ©/ /\rr \k

cr

9.1 9.2 9.3

Sefcy
9.3 + PhOQS ana:

AgCIO,
EtN o
TR
Najeta ¥ A, But I Org, Chem., 2009, 5622

Y

HATLI, DIEA, MeCN

[0682]

[0683] 75 %9 . (S RFR M M I 25
[0684] {40 526810 £ ik T 1004,

134



CN 105916500 A iﬁ, EH :FS 108/152 BT

//‘\{_B\/OH TBDPSCI I)\/OTBDPS Ba,0 I)VOTBDPS 1)LDA, THF; -78°C
€] * OFN PRRRRRRRRRER oy

5 N
DMAP Boc 2) PhSeCl, THF, 78°C

O H e %ﬂt % H
IME MeCN
10.2 10.3 3) mC pBA, DM

10.1
€l

‘, I MgC
OTBDPS i
—

o MeLi N
B

N
Bac Cul
i
10,6
@

104 -78C 10.5
. ¢ ! o
> TEA ol B
B - TBOPS  2h

THF, -78CERT

TEA (10eq)

—_— N
DCM , H DIEA, DCM
RT '
[0685] 10.7 10:8
ELOTBDPS
N TBAF 1M, THF CrOs, H;S04
- A
H,O5 A BF

109 o

[0686] 7710 : 4L A W45 2681 A 1k
(06871  TEALA W95 26 111 il 24 A% FH FE H [R) 4 3 FR A8 it —4— (4 FF BRI — 1 3% ) ZR FF IR

(K& iR T S 11

114
J TMSCHL MeGH; 50°C

[0688] G
_CHiON ;\o LioH LioH eq) ;
e THF/HQO (1:1) ‘
2364 feq
1.2 1.3 11.4 11.5
[0689]  J7 11« rf A 44 3—FR Ak~ 4 (4R IR g — 1~ ) 2 FFY BRI A5 Ak
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(06901 {3tk 3931 2 R To7 %1 271,

7N LiOH (deq) g
% __GHeeN L ) THEHAO (1 1) N
BT - NOs ! NOs

Teq 2 3eq

CF;
124 12.2 12:3 124 ¢l

HATU (1.2eq), DIEA (1.2eq)
CHsCN, rt

¢l

COgMe
_ - COsMe
[0691] - o Ni Raney (1eq) O
N:‘ l EtOH
OsN "CF;

126 12,5

SOC(3eq.)
ol £(3eq)

¢l
cozme c02H
o)\O LioH (4eq) )\O
-N' THF/H,0 (1: 1)
H CF,

N
O I

/S\ 8\
12.7 12.&'

H,N cu=3

[0692] 1245553931 5k
[0693]1  fh-&W4 5 3691 A IR T 13,
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[0694]
CO,Et COZH
z " Br G500 (2eq) “N LIOH (4eq)
Xphos:{0.05eq) Nc THF/HQO (1:1)
N . Pd(dba)s (0.056q) 4 O
1eq 2eq CF3 CF;
131 13.2 13.3 13.4
cn
HATU (1.2eq)
O ~CO;Me JDIEA(1 2eq)
HsCN, rt
cl
C02Me @&COZMQ
\ LiOH (4eq)
0P
0 ~ T )\@
NC™ CF3 -CFBE
13.6 13.5
[0695] 77 &13: 4L &4 5 3691 & L
[0696]  MAHYw "5 2790 A ik T 7 149 .
tBUOQC
1) L EAR T RMEA A, THF
O N7 COzMe THE
_ 2. Mel, NBuy,
NaOH:8N
[0697]
MeO
[0698] & 144 E5W% T 279K A%
[0699]  — M5 ik
[0700]  — 7 iEA  MENEG ElE HH [RAA L. 1 A Rl
[0701]  — 7 VEALL M 2— VRN IE 4 B P )4 1a (2S, 5R) —5— (2~ & 8 3L ) L i 4 —2— B iR B

fig .t [E] 44 1b (2S,55)-5-(2

—S IR ) M o —2— R FR I T e ) 44 1 £ (28, BR) —5 - (ML g -2

B ) LR BE—-2-H IR P R G123, 26 PFE) Bl
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[0702]  JDHR1. (2-SURI) SABER A B 1 Lo

[0703] THIE T, EAr S, £ESchlenk & v ) S 78 FE G AL EE (5. 76mmo 1 ) 78 T K THE H
[ 2MIE A DN Z& PR THE [ B (5. T6mmo 1) o 5 S BEVR G078 21 2 -15CIFIMA1-1R -
2-S 2% (5.35mmol ) , FAFRMAE-15"C N HE J3 M 3h o K iZ (2- R B: ) S BE (R R VA VL% 4D
£-40°C I AT AR,

[0704]  PER2. (S)-2—-((BUT A A B ) 2 k) -5 (2-FUR B ) -5 R FF BRI & il o
[0705]  T—40°C N fEAr T, MI/EA PR 1R 15 B (2-F 2R 5L ) AL BRI W NN (S) -5
AR b1, 2- IR 1T BR2-F R (4. 11mmo 1 ) 7E Z& TR THF (4mL ) HH R IE R o 5 I L TR
AT -40°C R B2k, SR 5 A 1OmL Y A S0 B K T VPR K o B TR 5 ) FHACOE L AR B =K , %
A I EA VLY I TE K Mg S04 8 , FF 78 B 25 Fh ik 4 o FHL ™ 10l oo PR 2t v (B Vi < F1
% /AcOEL) A A A BIFR AL 5 W) .Y : 425mg (29% ) ,P:>95% ,rt=4. 24min, (M+H) =256,
[0706] B3 (S)-5—(2-E A H) -3, 4- A - 20k g —2—-FF FR F R IK) & o

[0707] A& TFA(2mL) AN (S)—2—-(GRUT At ) At ) -5 (2-F Rk ) —5— %MJCDZE&‘EF'EE
(1.08mmo1) /EDCM(2mL) H VAR , 3545 IR NTR A W78 2= T Fi FE 2h MG RMZE R 2111
PR AL AW .Y :574mg (56 % ) ,P:>95% ,rt=2.85min, (M+H) =238,

[0708] 184,

[0709]  Jx Bk fC: HRIA A& 1a(2S,5R)—5—(2— U Rk ) ik ke —2—FF i FR i A (] 445 1 (28,
5S)—5—(2— R L) ML I f5t —2— FF 152 FR BB ) 5 Bl

[0710] T=E T, ARTTURA TR =SB A EMELE(0.091mo ) 4 fEIIA (S)-5-(2-
SR -3, 4- —E - 2H- Mg —2-F EEFR S (0.076mo 1 ) £E 1, 2- 5 Z. %% (200mL ) o [ i 3t
IV  IINTFA0. 76mol ) , FER MR AT i T HeFEL . 5h LOMS R JE AT EMT SR 5
4, BRI EE 2 (R TRACZ910mL) (BLIABIpH 3-4) , I HLAF e bk W40 . 5ho BT 1Y JE R
o FE L, IO IK (30mL) 5 4R 5 N FINaHCOs 7K Y W ( £7400mL ) BL 48 H 1t pH o 543 5 1 7K
PEJZ FHDCM(2 X 300m1 ) A5 Y , H5 5 FF B A AL Te K Mg SO« T4 F R AE L 25 h 28 R A3 31l 28
THPIRA (17 5g) A=W id st A i v (eI : PE/EOAC) 24045 2R N T8 iR i Hh 1)
fAla:Y:12¢(66% ),P:>95% ,rt=2.73min, (M+H) =240 F1tf [A]4£1b Y:3g(16% ),P:>
95% , (M+H) *=240,

[0711] e MR AHD « v A (2S) —5-(2—-G R 3 ) ML g be —2—FF PR BB 1) 6 1l o

[0712] B EIEMIEALEN(2. 9mmol ) NN (S)-5—(2-5&( K} ) -3, 4- A - 20N ng—2-F fig Ff
B5(2.42mmol ) £E 5 7KMeOH(20mL ) H (VAR , F 45 I BEVR S0 7E 2 I8 N P Lh R RMAH 7K
¥R IF FHDOMAE B o 454 35 B0 HLA TS K Mg S0a T4 , HH A8 B2 th ik 45 45 B bR Ak &4 . Y -
338mg(59% ) ,P:>95% ,rt=2.73min, (M+H) =240,

[0713]  EZAAFE: tREA LT : (25, 5R)—5— (ML e —2 3% ) ML 52 —2— Y R FR IS A 2R ML e 1)
AR GER3)

[0714]  FE10mLIR FCREHR  , HF (S)-5- (ML WE —2-55) -3, 4- ~ S —2H-nL g —2 - F iR FF [
(0.208mmo 1 ) V& A AL TPA(550uL ) HH 45 B8 L IE W IR (3. 95umo 1) (10 %w/w) , HH
MEAEH S ik

[0715] 4§ ) NTR &M T 2 T S he i 4 o 5 V8 & W ik e o 98 IF 72 9% T 4, LA
%%Fif%ﬂtlﬂlﬂﬂd:lm.12g(66/),P.>95/o,rt—2.34m1n,(M+H)*:2070
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[0716] "R A (A A4 s — M VA NS 58 B 6 A«

[0717]  Hifh Lc s A 2-PR-3-GUMEIE A A (25, 5R) —5—(3-FUMEE —2— 5 ) HE g bE —2— FF iR FR
Big (@123, 261140

[0718]  Huifh le s MIRIR-3-JEIRALEE G Rl (29)-5-([1, 1" —BEOR ] -3 2 ) b i 5t —2— F g
H i (R ARC) 5

[0719] i fA1g: M 1—¥R-2-FRA A (2S) -5 (2-F AL ) ML 5t —2-FF R FF B (I8 28 15 4%
F£C) ,rt=2.5min(BEEA) ;

[0720] i) 4A i« N 1—YR-2-FF S IR A ik (2S) —5- (2 FR A 2 O 0 ) L i e -2 FR I P 15
(&R, 2614D) 5

[0721]  HhE) 441 j: IR -2-50R A B (2R) -5 (2R HL ) L ot —2—- FF G B G G A2 L, 2%
D) 5

[0722] a4 Lk : MA-GUZEIL AL BE A K (2S) —5— (4G 2 3L ) L g s —2— PR 8 P IS ( 4541
C)s

[0723] i fAc11: L1, 17 —BRIR ] -4 B A i (2S) -5 (L1, 17 BRI ] - 428 ) L g e —
2-F B G (RO 5

[0724]  HE) A Im: 2SR LA BE A K (2S) -5 (2-F R 2 ) ML e -2 % P IS (2% A
C)s

[0725] il 44 in: IR LG AL BE A R (2S) -5-F1 O ML I 5t -2 FF R B IR (SR 4C)
[0726]  whjE)4dc1o: M1, 1 —BEZR] 2L IR AL BE A IR (2S) -5 ([ 1, 17 —Jk 2R ] 23 ) L ng e~
2-F B iR (% A4C) 5

[0727]  hE {4 1p: (2S,5R) -5 (2~ AL ) ~4 , 4- — FF BEME K 5t -2 F R FF li5 (2% 14C) (¥ F
77 L8 TR A A N (S) 4, 4 B 54 AL MG S5t —1 , 2- IR 15U T BR 2 B HF
U s

[0728] w44 1q: (2S,5R) -5 (2-F R HL ) —4—FF JEME K S5t —2-FF R FF IS (26 4C) » A (S) -4~
TR RS e -1, 2- R BT B2 BT LA

[0729] w441 (2S,5R)—5-(MbmE -3-38 ) MEMS Ie—2—FF R FF IS 5

[0730] ) fAcls: (2S,5R)—5- (AP H 2R ) L g e —2-F i FF S

[0731] )44l t: (2S,5R)—5-ZRHEMEAE bE—2-FF B2 FF IS (45 (4B 5

[0732] i fAc1u: (2S,5R)—5- (3G IR 5 ) ML g bE—2-FF B g (IR 281, 26 14RC)

[0733]  rh[A{A1v: (2S,5R)-5-(4-S IR H) MEE b —2-F IR FF s (481, 2640

[0734]  dfE] 44 1w: (2S,5R) -5 (3 A =) ML K br-2-H B2 G421, SR 1FE) 5

[0735]  Hhfi 441 x: (2S,5R)—5- (4 R 5 ) ML g bE—2-FF B i (IR 201, 26 FE)

[0736]  Hhrfalff Ly : (2S,5R)—5—FF O FEML M ke —2—F 2 A e i o {3 P t 02 /EMe OHH &AL H
LRz RAEE 5%

[0737] [ 4412: (2R, 5R)—5- (2~ R 5 ) ML g bE—2-FF B F li (I 201 % ARC)

[0738]  rh|f]{dklal: (2S,5S)-5—(2—F AL ) ML kr—2—-F B F S (8401, 4 44:0)

[0739]  HhfE441b1: (2R,5S) -5 (2-F AR ) MEME St —2-FF BR FF IR (G 12 1, 25 44HC)

[0740]  rhfiEfA1cl: (2S,5R)-5-(2, 6~ A H) LG bE—2-FF IR AR 5 (& 121, 251 5
[0741] ) f41d1: (2S,5R)-5—(2,4- g HE ) ML 5 —2— FF R FR I G 4 1 2R HFE) 5
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[0742] i) fdlel: (2S,5R)—5—(2,4- G R HE ) ML 5t —2— FF R FR I G 481 26 14C) 5
[0743]  rh[EJ{A1LL: (2S,5R) -5 ] HEMLIg bE—2-H g F R (1152, 26 14E) 5

[0744]  rhyEj{k1gl: (2S,5R) -5~ A LML -2 F B8 FY R (&4 1, 26 4E) 5

[0745] [ 441h1: (2S,5R)-5-FF LML g br—2—H 2 FR I (% AFE) 5

[0746]  HhfE] 44111 (2S,5R)—5—(2- VR IR ) LM ke—2-FF B FE IR (G A2 1, 25 4HC)

[0747]  rh{i)441 j1: (2S,5S) -5 GRS e —2-H BR Y IR (04462, 26 1B 5

[0748] 441kl : (2S,5R)-5—(2, 4~ FRAHE ) MUK fe -2 FF BR R Il G481, 26 FE)
[0749] 44111+ (2S,5R)-5—(3, 5~ FAHE ) ML 5t -2 FF BR R Il G481, 26 40C)
[0750] [ 44ciml : (2S,5R) -5 (3,4~ FRAHE ) ML 5t -2 FF BR R I G 481, 26 40C)
[0751] w44 1nl: (2S,5R) -5 (2,3~ ORI ) Mg i -2-F B IR (& 21, 26 14FC) s rt=
2.6min(FREFA) ;s

[0752]  rhfi} {4101 : (2S,5R)-5-(2, 5~ FAH) LG bi-2-FF IR B5 (& 121, 4410 5
[0753]  Hh[A{&1pl: (2S,5R)—5—(4-FU ALK 5L ) ML St —2—F B FR i A 1, 26 14FC) -

[0754]  — 7 iEB: 5 S A 77 HR IR A 441 . 2b I A ik

[0755]  DihalfA2a 3—(& L) -5 AL B A s — T V2B,

[0756] LB . 3—H4 Jk—5—FP A8 K F IR PP BS 1) 5 Bl o

[0757]  [A]13,5-—F B oK H G Y R (29. 76mmo 1 ) /£ JE 7K AT B (40mL ) H (VAR H TN R —
FATiE(29.69mmol ) \ PU T ZEMAL 42 (2. 97mmo 1) AIERER A (59. 42mmo 1) o K e BVR &/ E i
R B RM A KRR I FHACOEt 2 HY K & I [ B AL FH e AKMg S04 4, I 72 B 25 v
WeAs KL eI PR € T (BE R : PE/ACOE L) 25043 BRI A0 Y: 1.7g(31% ) , P>
95% ,rt=3.75min, (M+H) =183,

[0758] P UR2.3- (AR5 JE) —5-H S HE 2R FE IR R R I & 1l o

[0759]  [a) 34k —5—H A0 Jk 25 FY R P IS (0. 55mmo 1) 7 T 7K 7 i ( 2mLL ) o (K 38 N %
FEYR(0.55mmo 1) VHRFRER (0. 66mmo 1 ) FIALAL AN (0. 055mmo ) o 4 [ N TR A #7655 C T fit bk
5ho 1 RMAACOE t HTNIME A AL BN /K VR BE I A HLZ 7315, FH R K Mg S0a 188, 778 E 25
We4a KL e I P A (BE B : PE/ACOE ) 204045 BIFR B A4 Y : 104mg (69% ) , P
>95% ,rt=4.53min, (M+H) *=273,

[0760]  DUR3. A fk2a 3—(FR% L) -5-H A oK RN A il

[0761]  [a)3-(FR42E) -5-F A 2K F R FF IS (0 . 38mmo 1 ) 7ETHF (1mL) H VAW H NN SR
AL (1.53mmo 1) 787K (1mL) VAT o 1 I RS TR A 0 AE 35 R Bt A& B RMA I HCLZK &
TR R FE FHDCMAE U =R o - A LA F o /K Mg S0a 18 , FF 78 1. 725 Hh ik 46 453 2 br dil 4k,
EM.Y:92mg(94% ) ,P:>95% ,rt=3.95mn, (M+H) =259,

[0762] "R (A A4 A5 — e 7 VB AR 58 BT 5 1«

[0763]  hE]442b: 3—((4-F 4k ) ) —-b-F A R R,

[0764] ] {h2c : 3-H S 5K L AR IR,

[0765]  rh[A]{4k2d:3-(3, 3~ FRFEHHEIL) H-F HILKF IR,

[0766]  Hh[a]{42e : 3-FF SH FE -5 ( (4—(FF SRS IESL ) 38 ) L) R IR,

[0767] i) fA2f: 3-FF 4 -5-(2-F 2L 4 L) R I

[0768] i) fA2g:3—( (3,5~ FF I pegnae—4 i ) R 4 Bk ) —5-FR AU LR R G

140



CN 105916500 A iﬁ, EH :FS 114/152 5T

[0769]  —ITEC: AR KBRS 5 R

[0770]  — BT VECLASE B A B9 5 1« (2S,5R) -5-(2-F AL ) -1-(2° -4 [ 1,
17 =HRIR ]-4- Pk ) ALk 5t —2— BRIV 5 A9 s o

[0771]  PER1:(2S,6R)—5—(2-G IR ) —1- (2 -4 B[ 1, 17 - ] -4 -3 HE ) kg S5t —2—
FH 2 FR B8R ) A o

[0772]  Z&1FA:

[0773]  FE100mLIEJEBEIEH , T @ T, /EDCM(138mL ) H1 5 fifh 2 —H A B K OR -4 - FH R
(15.714g,68.8mmol ) . 15 21| [ T 779, 1] Horb AHZE I TE AR BE S (7. 49ml , 103mmo 1) FIDMEF
(0.107mL, 1.377mmo 1) o 5 S NLVR A EL I N (40°C ) 3/NE o [ YA E SR bk 31 == 3 (-
P VAR o A5 RMAE Yok 5 T 4 45 o T3 FHDCMI) A 6 28 R 1 PR RS ok il = 1) R B & BT 73
BB EREMEES T FRERN Tl A =M RE# — Daiftim AT~ — P&
",

[0774]  E500mLIEJEFEHEH , ZEE ST A (2S,5R) 5 (2- S A 3% ) ik g J5t -2 Y 152 P IS
(15g,62.6mmol) DCM(62.4mL) FTEtsN(9.59mL,68. 8mmol ) o [i] ¥ Z1 20 °C [ 1% VAR 2 i N
AN CEIE R ) 2 - A A POR-4-F & (16.98g,68.8mmo | ) 7EDCM(83mL ) H (174 ¥ (¢
M IRV ) o FFRMM 0 °C 22 2 IR P FE A o FF RMEL A2 22 7 Vi e S I 2 75mL /K A e (1) 25mL. 6M
HCLHEH: G AN ZAESFE T 420, 3g Norit ASARAET HIMgSOaT-J8: , i Y8 Jf e 4 , 19 2134 g7k
oy R A T PP B BE 0 o S A ER iV (e BV : EtOAC /PE < 1/2) A0 45 BIAE A oK ool 44 1) HA
EHrEH) .Y :25.4g(90% ) ,P>95% .

[0775]  2&44B.

[0776]  [H 2  —FRAREBE R -4-F #2b (1. Immol ) 7E TCAKACN (2mL) 9 [ VA ¥ HB I AHATU
(1.1mmol) 5485 A (2S,5R)-5-(2-5 KL ) ML g i —2-F ER F fiE 1a (1mmo 1) FIDIEA
(1.2mmol) o4 S RLVR A WIEZ I NI FEAKR o 1 S SR A 4 FHACOE t 7B , I F 9 AINaHCOs
TN K GE B G AN Mg S04 T 12 3 28 & KL il o oo 28 v CUE I« B e/
AcOEt) A4k A3 BIFR AL A .Y : 300mg (67 % ) ,P>95% ,rt=4.85min, (M+H) =451,

[0777]  PIR2: S AL BT 1 (2S,5R)-5-(2-F R L) -1-(2° - F 4 -1, 17 -5k
O =4 ) Mg e —2— FR BRI 5 il o

[0778]  [A](2S,56R)-5-(2-FRHE)—1- (2" -HEHE-[1, 17 -BOR ] -4- 5 ) g ke —2—- 1 iR
F B (0.67mmo1) 7ETHF (5mL ) H VA I E AL 8L (2. 6 Tmmo 1) 77K (5mL ) H [V -
SR AR 208 N HebE i A B RMFH IM HOL /K IR R I FHACOEt ZE B K & 31 A
B FH e /K Mg SOa 115, I AE B2 R ik 4453 24 S Jo LB B R Ak 54 - Y : 250mg (86 % )
P:>95% ,rt=6.05min, (M+H) =436,

[0779]  — M5 IED B4 HORBR P FA L . 2aff) A R

[0780] 7k il 4% Hk 5 JES B A Bk o B i) s v 4 FH = R e 22 (a bl ) o

[0781]  i&fFalliliffk2n 2° -F 4 HE-[1, 17 -8 |-4-F BRI A 7 o

[0782]  JPUR1.2° -HAHE-[1, 1" -IOR [-4-FF IR H BRI & o

[0783] Y4t 2 B i PR IS (86 2,0 . 33mo 1) 12— HR A5 R LA % (50 . 0g, 0. 33mo 1 ) 75 FH
ZK(975mL) FIE tOH(525mL ) HH [V A 9 FH 2 B I 304 B o I Pd (PPhs)4(19.0g,
16.5mmo1 ) F14M7K PENa2C03(271 . 5mL, 1.09mol ) , FEE A IAE100°C T2 A M kil
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WA EEFIE ST, INAELOAC(1.5L) 7K (1.5L) , I8 4 B A HLE T4 (NasS0s) HHAEE S
H 2R R I PR A (107g) o 5k BE W00 i A € 3 VA FH5-50 % BtOAc /¥R JHIFR 334 s
FEAIAAT B Ay o L B AR R 54 .Y : 51(64% ) ,P>80% o

[0784]  Dig2.vhlifk2h 2" -F& -1, 1 -BER 1 -4-F R A o

[0785] K5LiOH.H20(89g,2.1mol ) I -FH&EIE-[1,1" -BFK]I-4-FRHFE(51g,
0.21mol)fETHF (500mL) FIH20 (1L) B TR A 4 o (0 3+ B v o INNBE 2 & () THF (&
500mL ) ATH20 (£911) A Ak 2 B A . T =38 B SR e )5, 58 2 10 [ A piie o BLEM
BTSSR 4% IR B IS0 C AR Fr4/NIE , 2 5 BT A [ A v id o ELE A R B 4% o 74
VA S I TR B BIpH =67, 3 7 [ 0 THE o et 12 B0 th R RSB
THF , 3K BT 43 B I B80S 08 o 5 ] 44 7K Be i B0k 7650 °C R R &, B BIE A K B
A A () A4 2h . Y : 438 (90 % ) ,P>90%

[0786]  i&fEbLA H[AfA2s2 4-(2-H S AEmE e —4-38 ) SR BRIKT & B 7 o

[0787] DI :4-(2-F A S g —4—JE ) 2 H IR P B ) & Ao

[0788]  {EMtTHIBE IS, LA N IIANA-F LRI IEIL NN (381mg, 2. 116mmo 1 ) A1
4—JR -2 LB E (200mg , 1. 058mmol ) o FF 8 =R B2 /@A I IR 25 (bmL) , 8 5
TIAN2M K2COs7K ¥ (0. 106mmo 1) o 5 BT 15 B VR A W) I < (Gl B NI H5-1043
).

[0789]  ARJEHIADY (= ZEEBHAT(0) (0. Immol) , FHHHIR AW INH E95°C AR F Rt 1% . 4518
Es W =0 ARG FELOACKRRE , I F Eh /K 4 o /K 1k J2 33— 20 FIE tOACRE B, R4 & I
A HLZ TEIE RS SR BB RS (R ke /EL0Ac) L4tk , 1533 243mgfE ik 2 o fE A 1)
WP (94% 77 ) .

[0790]  Bug2.vhlij{k2s2 4-(2-F A FLmg g -4k ) 7% B BRI A B o

[0791] i ] 5 &/ Rasb B2rh M H) 1 45

[0792] "R [AAAT FH — M7 VD A b ARF 58 IR ) il

[0793]  rhfi)fk2i.2 5" - & -[1,1 -BEIR ]-4-F IR,

[0794]  wh|aj{A&2 ] 4 (WEngE-5-J5) K IR,

[0795]  dhija) 442k : 4— (WP -3 -3 ) 75 FF R

[0796] i) f42]1 : 4-(6—FF S ML e -3 ) R G

[0797]1  rj{a) 44 2m : 4— (3G e -4 ) ZK 1 83

[0798]  rh[a){42n . 4-(HEIE-3-3%) IR

[0799]  wh(aj{Ak20:4-(6-( FF HLE L) b me -3 ) JR R IR

[0800] i) 44c2p : 4— (AL IE-4—F5) FE AR 1

[0801]  Hh[A]442q : 4—(6—FF JEMLIE -3 ) R IR 5

[0802]  rrfa]4k2r:4-(2-F A FEMENE -3-25) R IR, rt = 3. Amin (BRJEA) 5

[0803]  whfi]fA2s: 4 - FAIE-[1, 1" -BOK ] -4-F g

[0804]  rhfi) {2t 4" —FAHE-[1, 1" -BR]-4-F &

[0805]  dhifa){A2u: 4—(4—FF S FLNE g -3 -3 ) SR R

[0806]  h[EJ{&2v:4 -G ~[1,1 -BR]-4-F IR,

[0807]  whfE){&k2w:3 -G ~[1,1 -BR ]-4-F IR,
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[0808]  h[EJ{&2x:2 -G ~[1,1 -BR]-4-F IR,

[0809] i) {42y : 4" —(FR ALHs M e ) —[1, 17 - B R ]-4-F iR 5
[0810]  whfajfA2z:3" —(F SEMRMERG L) -[ 1, 1R ]-4-FF IR 5
[0811]  whfajfk2al .2 - (R A MERG L) [ 1,1 - POR ]-4-FF IR ;
[0812]  rhfaj{k2bl :4—(ZE—2-3L) FE R,

[0813]  dhfifk2cl:3”,5" -~ —f—[1,1 —BEZE ]-4-H 2,
[0814]  hfi]{k2dl 2" 2 FE-[1,1 - B ]-4-H R ;

[0815]  Hulijfd2el : 2" —( =/ AL -[1, 1" - oK ]-4-F R,
[0816]  rh|E]{A2f 1 : 4—(3—-FFILIE -4 K S

[0817]  rhja]{k2gl : 4-(6-SUNMENE 338 K R

[0818]  rhfAj{A2h1 : 4—(6—FALIE—3—3L) P IR,

[0819]  rhfaAj{A2i1.5-F A L6245 ;

[0820]  dhifa){k2]1 :4—(3-FF AR LML g -4-J) SR R

[0821]  rhfA) {2kl : 2-F &L 1,1 oK ]-4-F IR s

[0822]  rhfa){k211 :4-(6-FMEIE-3—5) K g

[0823]  rjtfi) {4 2ml : 4— (6L IE -3 JK 83

[0824]  Hh[E]{A&2n1 - 4—(EW;—3—JL) IR FH 1R

[0825]  HH[E]{£201 :4-FF O LK FH R

[0826]  rhfi)fA2pl: 2 —(FF AL M ) —[ 1, 17 IR ]-4-FR %
[0827]  rhfi) {4 2ql : 4— (W%E —2—55 ) 2K F 85

[0828]  rhifi]{A2r] :4—(4,6— — F AR HEmsngE —2— 55 ) 2K 1 5
[0829]  whfajfk2s1:4-(2,4- —F A IEMEIE -5 IR IR, rt=3. dmin (BB /HA)
[0830]  rhfajfk2t] :4—(2—FF AR Fms g 53k ) 75 FH /G ;

[0831]  rhfajf&2ul : 4—(HHkIE -2 ) K I R

[0832]  whja)fk2vl 2 ~F (1,1 R 1-4-H 1R

[0833] i fdowl 2’ ,6° —~—FAAHE-[1,1 -BER]-4-F R,
[0834] Ak 2x1:2° 4" - & -[1,1 - ]-4-F R,

[0835]  whfijfde2yl 2" —(=HAF ) -[1, 1 -BIK ] -4-F R;
[0836] i {k221:2,2 -~ &IE-[1,1 B2 ]-4-H 8,
[0837]  rhfaj{k2a2.4" -G -2 - EIE-[1,1" - ]-4-F 12,
[0838]  rf1[E] {4 2b2 : 4—(4—FP S FEMEIE -5 36 ) JK F IR

[0839]  rhiff){k2c2: 4—(3—-FILIE-4-F) K F 2 ,

[0840]  thaj{k2d2: 2-E K —4-F 1R

[0841]  Hhi){A2e2 .2 G —2-F S SRR 4 I 5

[0842]  rh[A] {4212 3—F S Jh—4— (M IE -5 ) R FH IR 5

[0843]  rfv[R)4Ac2g2: 2  —(HR 4R 28 FF 288 ) R -4 -FR 1R 5

[0844]  vha]{&2h2:4—(2,6— — FF 4 L g -3 ) 7% FR iR
[0845] v [R)44c21 2 3-FF S A4~ (2 AR Mg -5 ) K R, rt = 3. 2min (BB A 5
[0846]  rh[i] 442 j2: 4~ (5-H S FEME MR -2 -3 ) FK IR 5

143



CN 105916500 A

i B P 117/152 7

[0847]
[0848]
[0849]
[0850]
[0851]
[0852]
[0853]
[0854]
[0855]
[0856]
[0857]
[0858]
[0859]
[0860]
[0861]
[0862]
[0863]
[0864]
[0865]
[0866]
[0867]
[0868]
[0869]
[0870]
[0871]
[0872]
[0873]
[0874]
[0875]
[0876]
[0877]
[0878]
[0879]
[0880]
[0881]
[0882]
[0883]
[0884]
[0885]

HH ) 442k 2«
) 44212
HH ) 442 2m2 «
H[E] 44 2n2 ;
a4 202 :
a4 2p2 :
W) A4 292«
) A4 212«
WA 2t2
HH ) 44202 «
)44 2v 2 :
HH ) A4 2w2 «
[ 4A2x 2«
a2y 2 :
)44 222«
)44 2a3 «
HH ] 442b3 «
A 442¢3
HH ) 4422d 3 «
HH ) {4 2e 3«
WA 44213
a4 23 «
B 44 2h3 :
a4 213
CHIGIEARE
Hh ) 442k 3 ¢
) 44213
HH ) 442 2m3 «
)44 2n3 :
H ) 44203 :
H A 4£2p3 :
H A 442493 :
A 4A2r3
)44 253«
H a4 2t3
HH ) 44203 :

a4 2v3: 3

Hh ] A 2w3 «
] 44 2x3 :

4~ (3-F S L -2 ) K FF IR 5

4= (2~ —A- (R R ) g —5 - ) R P R
4=(2,6- 1 A R g —4 - ) R R R
4—(2-FP SRy -3 ) K IR

27,67 - SR -4 R R I
27— —4 -1, 1 IR -4 R
27 —( IR -[1, 1B 14— R
S-FRAEIE-[1, 17 - ]-4-F R

4= (254~ M I 52 ) R G 5

4~ (3-FF S LI mE -2 ) JK IR 5
2-(ZRAF ) -[1, UK ] -4-F g

2 4 -, U BRI 4TS,
-1, 1 -BE 4R ;
3-F-A- (W —A—FL) IR R 5

2= 01,1 oK ] -4-F g s

274 - AL U -BOR 4R
42 AR, U -OR 4 R
4~(6-Z A FEMEmE -3 ) JK IR 5

46— A A LML e -3-28 ) KH IR ;

4~ (6—FF S -2 FF LI e -3 -3 ) K FF IR 5
-G 4-(2-F A g —4 L) R R 5
3G A- (g -5 ) IR IR 5

27,3 - U OR AR
37,47 - AR, 1 -BE -4 R
27,3 4= HREH-[1, 1R ] -4-H R
27,376 —=HEH-[1, 17 -BR ] -4-H R,
37,5 AR, R -4
25 AR, R 4T

2/ -SEHE-[L, 1 -BOR ) -4-F R

2 - [, 1 IR -4 R

4=(2, 66— H HEnb g -3 ) R R

4=(2, 4= B (R ) W g -5 ) R T IR
3-F - (6-FF HIEML g -3-38) KH IR ;
5—H A -6 (2-FF A LR L ) IR

5—H A -6 (2-FF A LR L ) SR

3 -2 AL, UK -4
TSEIE-2 47 -X(2,2, 2- =R OEA) [, U -IOR ] -4-F R
3 -2 - RE-[ 1,1 -BEE -4 R
o —FA -3 — (T e ) -[ 1, 17 - ] 4-H Bl 8/~ -2’ -

144



CN 105916500 A iﬁ, EH :FS 118/152 BT

FROE-[1, 17 -3 ] -4 F e A I (L3 FH— 9 VA DI b A i) T Tl 5 A A Bt i (1) '2 4k 15
B B AL FE (017 . Org . Chem. 2003 ,68,5300-5309H1 ) 443 & -2 —H BL R —4-F iR
FH S (0. 83mmo 1 ) V&R AE TC /K Et20(5mL )t FF ¥4 A1 E0°C o SR JG I EE (5.00mmo ) , 25 3%
TN B e S (5. 00mmo 1) o B SN AE 253 T Hitt: 2h K PTTE 1 8 I FHE L2085 A A HLZ
FHIM HCLZKA R $hoK e, TEIF M4 , LA e &7 245 31 265mg /E A 4 L PR ) JH 28 7
s

[0886]  h[i]fh2y3:3° ~Z Bifidt-2 -FE-[1, 1" -BOR ] -4-F iRt 37 & 3L -2" - F -
(1,1 —BE2E 1-4-FP B R S (A B — 5 D@ A b & 1) 1K) 2 R AL RN J5 (1) R Ak A5 3] o 2,k
IR AEN2 T, ) 37— -2 —FR IR —4-FF R i (0. 83mmo 1) 725 7KDCM(5mLL ) H 1) 5
WM Z B (0.95mmo 1) , 35 IIAE taN(0.91mmo 1) o 4 RMAE = 3l T Hi Pk 7 - 48 J5 45 RM
Was, I WA RE R (FR U e /Bt0AC) B 4lifh , 15 51205mg 1 A2 L eIR Vi B2 7= 4
(87% 24,

[0887] i f4223:5" —F -2 - EEE-[1,1" -BR]-4-F IR, rt=3.Tmin(BE/FA) ;
[0888]  rfiji){42a4 .5" G2 - HE-[1,1 -BEZE ]1-4-F R, rt=3.9min (BB ZA) ;

[08891 i) {42b4:4—(4,6- — F AR FEALIE 358 JR A I

[0890]  rhjE)4A2c4:4° - BEREHE-2 - (1, U - ] -4-F IRiE 2" - A -4 -1
Ha-[1, 17 -BOR ] -4-F iR R g (LA B — 7 VDI b A i) I E 238 I, 255 FH 2 Bl 2
Bk (H ) A4 2y 39 A o BT IR ()3 72 FF B 18 21 5

[0891] i) f4c2d4 : 3-F A8 i —4— (5 AR ML e -3 ) R FF IR

[0892]  rh[]{A2e4:27,3,6" ~=H S FE-[ 2,3 ~FHLmme 1-5-F IR ;

[0893]  thfijikard.5’ —F k-2 ,3 - HEI-[1, 1 -BK -4-F g,

[0894] i) {hk2g4 .2’ —F -4 ,5 - HEIE-[1, 1" -FE -4-F g,

[0895]  rhfi){k2h4:3",4" 5" -=FHEIL-[1,1 -BEIR]-4-F R,

[0896]  hiEj{k2i4.2" (IR )47 ,5 - —HEIE-[1, 1" -FKIE]-4-F

[0897] i f42j4:37 ,4° - F/UIE-[1, 17 -BOR ] -4-F R

[0898] i) fA2kd: 5’ ~F -2 [ 1, - B ]-4-F &

[0899]  whm) {4214 :2-91-3" 4 - H AR, U -OR ]-4-F

[0900] (i) 4Ac2ma : 4-(2, 6~ H A FEntk e —3 -3 ) 33 2K FF IR 5

[0901]  wh[a]442n4 : 39 —~4—(6-H S LML e -3-3 ) JK H IR 5

[0902]  Hh[E]{A2rd: 4-(3, 6~ H A FEmE R —4-JL) K R, rt =3 2min (BRJEA) 5

[0903]  Hh[E]fh2s4:2° ~F I - AEIE-[ 1,1 -BR]-4-FIR;

[0904] {4204 : 3" —F -4 - -[1, 1 -BR]-4-F &

[0905]  whiE)fd2va .2 -G —5 —FUE-[1, 1" -PoR ]-4-F K

[0906] i) fAowd : 2° —F -4 - (=P ) -[ 1,17 -BR ]-4-F IR ;

[0907] el 2xd: 2" —FF FE-3" —(N—F S FF R IE Fc 2 ) —[ 1, 1 I3 D —4- R 3~
He-27 [, 17008 |-4-F B R BRI R IR AL , 28 )5 AL AR e 2R AT Tl Jrie N— R A R
JEH BB 3 - -2 - -1, 1 ORI -4-F B R R AT — D (& 48b) & R s
PP FEN-F B A 7 - T 208 T AEE T 5 3R P I N AE S 7K DMEF (2mL) W2 -
PR -3 — (FF LT e i it ) B R —4-F PR FF /S (0. 438mmo 1 ) AN AL AN (0.570mmo ) FEE IR T

3)
2)
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3051 i, IR AT (1. 316mmo 1) , KR A W7E =W T I FEL . 6h AR JE I Eh K, F4 K

Y2 FHE tOAC A5 B o 4 A AL 2 FMg SO T FF AR IR T iR 4i , LA e 27 2249 BIME A 8 25 1 il

RYIEIFIHEF ) s vt =3. Amin (BEEA)

[0908]  v[i] {42y 4 : 6 (5T Ik —2-H A Sk IR ik ) —5—FF Sl S MR

[0909] )44 224 :6—(2,4— —F AR FE IR L) —5—FF S LA R

[0910]  rhfi){k2a5:6-(2,4— — F AR HE L ) MR |

[0911] | {k215:4—(4,6—— H A8 JEmsng -5 35 X F R,

[0912]  &4Fcbl ik 2gs 3-5-4-(2,4— — FP 480 JEm g -5 ) 25 FE R I & A7

[0913]  JDUE1:3-&~4-(2,4- ~F LM g -5 ) I H R FR R & o

[0914]  FEHLFRIBIEE P, RT3 -4- (R A A At ) AR (2. Ommo 1) A

5-fl-2, 4- A EMEIE (1. 0mmo 1) M HEAT = IR B 25 /SR ER , FE MR 28 (5mL ) , B )5

TIA2M K2CO37KIAE W (3. 0mmol ) o 5 BT 43 B VR A IR S (R A BB NVER H5-107381) .

ﬁkFﬂuAg(gETﬁﬁiﬁﬂpﬁﬁ(o)(5/)%[15 Phos(10% ), K IR AW I 2 95°C , (REF
KRR SV H 2 = SR 5 FHE tOACHi B , I FHER /K Bt o /K PR JZ 33— 22 HEtOAC 2R A,

A IR E VLR TE IR RS R B MAErE R R e /Et0Ae) B4l , 15 31 143mgfE Ak 2

AR R R (93% 77 3 .

[0915]  DER2.ff H 5 2h A A AHF I FEHT BAL o

[0916] "R F (A AT FH — M7 12D A e ARE i IR ) Bl

[0917] i) f42h5: 2582 - F A -1, 1 - R ]-4-F IR s

[0918] i) 44:2 )5 : 5—(2—FF S LR ) bk —2- FF iR

[09191 i) 44 2k5 - 3—FF 4 Jk—4—(4-FR A g -3 ) R R R

[0920]  rfvjE) 44215 - 3—FF 4 Jk—4—( 6—FR A M g -3 ) ZE R R

[0921]  rp[i) 44 2m5 « 3—G—4—(2-FF A Sk —5— 28 ) R FE R (b Sl )

[0922] i) 442n5:4-(2,4- A SR g -5k ) -3 S FOR IR

[0923]  Hhji)fAc2rd : 4— (36— HR 4 JmANE —4—JE ) R g

[0924] R fh2p5: 2" 4 Sk -4~ (B LR WE G L ) -[ 1, 1 -JOK J-4-F il 2 - 44

Sa-47—fEHE T, 1 —OK ] -4-FR R R I (LA A — 5 TEDI& R e B i) I A 28 i, B2 H

R S AT TS AL (P AR 2x 3 & B BT IR B 72 ) FF B A4S B A2 JR ek 2 - a2 -

R -4 —H R R - 4-F R F 5 (1. 184mmo 1 ) 7E B 7KEtOH(35m1 ) H ¥ ¥4 ¥ il ARaney

Ni 7E7K (0. 4mL) FF IR 209 o VR B AES0 C R B #- it 4  FF RMFE R e B 3ok 9E , I35 [ 44

MeOHPE ¥ B I8 IR 78 R AF BB R 72, R &t — D Al AL AT A

[0925] i) 442q5:4-(2, 6- - A JEnb e -3 ) R A R

[0926] i) fh2s5: 2-5—4 —(FF M ek ) - [1, 1 -k ] -4-F il it 4~ -2 -

[1, 17 -HROR ] -4-FF % B R A T e A0 AN B J 1 B A3 31, 47— k-2 -3 - [, 1 - R ] -4-

1% B RS FH— M7 VDI iR e ik

[0927]  rhfa]fA2t5:2-5 -3’ —(EF'%E;%@EE?%)—[I,1’—H3é2+1§]—4—EF'E§ ﬁi aﬁ 2-F-

(1,17 -HROR ] -4-FF % B I A Tl e A0 RN B s ) B A9 31, 37— A —2-3m-[1, 17 - R ] -4 -

R F g 3 FH — R 7 vEDIg 1 e A il

[0928] [ {4205 2" —FHL-2- ﬁ (1,1 -BoR ] -4-F R s
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[0929]  whfaj{k2v5 .2 4 k-4 —(N-FR AL R i e 2 ) - [ 1, 1 -IOR 1 4-F iR d 2 -
FRARSE -4 A 3E-[ 1, 17 IR -4~ F BRER I R 204 I, B J FH P st SCE A T e 4L , 98 F5
R 8 AR AT A I N R AL AT S5 1 B A B st =3, Tmin (BE A ) o 27 —FR A B4 g B -
(1,17 B ]-4-F R R A0 FH— M 3 iED (s e ) A o

[0930]  whifa]fk2w5 4-(3,6— —FF S S Mk R 43 ) -3-FU K IR , Ho A8 FH #5348 T SCiik
(J.Org.Chem. ,2008,73,2176-2181) 4[] suzuk i {8 B L T M 4—1R—3—F % Y g FRBBG AT (3, 6-
TR SERAR A MR AF B s rt =3 5min(BBEA)

[0931]  BdAE 54N ULEH , 75 M SL it ] 2 22 440 B4 A A8 FH — 77 C A R T4 La A K2 AT 7
T R PR B S A B

[0932]  SEJEHI2 A B4 5 2: (2S,5R) -5 (2SR AL ) - 1-(2/ -FF -1, I/ - R ] -4
S )M fE-2-F R

[0933]  SLjfafs3: (LG W% ‘5 3: (2S,5R)—1-(3—((4-S K5 ) Ak ) 5 A R B 2 ) -
5 (2~ R AL ML g br-2-F R .

[0934]  SEjfafh4 Ak &M% 54 (2S,5R)-5—(2-F AR ) - 1-(2° -3/ —[1, IR ]-4-H s
LR ke —2-FR B A FH— 7 VA C A R A La Fl2b & il o

[0935] S5 A A4 5 5: (2S,5R) -5 (2SR ) -1-(4" - -1, 17 - R ] -4
H ML e -2-F L

[0936]  SEifh6 : b &4 56: (2S,5R) -5 (2-F A HE ) -1 - (3-F 4 -5 IR LA L O T
)b g b -2- R R H— B C TR A 1a fi2e & Rl

[0937]  SLiE I8 : A AW 4w '58: (2S,6R)—1-([ 1,1 —IBIR 1-4-Hk ik ) -5— (2- SR JL ) ML g
$E-2-F 1R,

[0938]  sLjEH9: (LA W% T 9: (2S,5R)—H—(2-F K )-1-(3-(3,3- R IE N H KL ) -H-HF
SO R L ) b g bE—2 - R R — R A CAN R TR s 1a fli2d & il

[0939]  SEJtM10: 4k & ¥4 5 10 (2S,5R)-5-(2-5 K HE) —1-(3"-F-[ 1, 1 -BEIR 14—
5 ) M fE—2-F I

[0940]  SEEHI L1 AL A% 5 11:(2S,5R)-5-(2-F R ) -1-(3"-F 2-[1, 17—k ]-4-
B ) AL St —2— PR

[0941]  SEHEH12 4L 5% 5 12: (2S,5R) -5 (2~ R EL ) —1- (3-F 4 -5 ( (4 (FF AL T
L ) A 3 ) AU ) 2 P L ) I S foe 2 R R FH — I v CAA R TR La T 2e 5 il o

[0942]  SEJEH13 4L B %5 13: (2S,5R) -5 (2-F KA ) -1- (3" - H-[ 1,17 -5 K ] -
A—F e ) ML LE—2-F iR o

[0943]  SZjfafi14: A4 *5 14 (2S,5R) -5 (2-& R HE)-1-(3, 65— A 2K AR e ) it
% d5E—2—FF 1R o

[0944]  SZjEf15: (LA H04 5 15: (2S,56R) -5 (2-F IR ) —1-(4- R JE FF 28 ) R B L)
Mg be—2-H IR .

[0945] S 16 4L B4R 5161 (2S,5R)-H5—(2-F AR F) -1-(4-((2-5F

P A2 ) AL I e —2— P R

[0946] S 17 : LA W)% 5 17 (2S,5R)—1-(3——5—H 2t o8 FH Bk ) -5 - (2- SR 0k )
Mg be—2-H iR .

i
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[0947]  SZHEW]18: 4L &% '5 18 (2S,5R)-5-(2-F R KL ) -1-(4" -3 -[1, 1" -BEIR ] -4 3¢
H ML g e -2-F L

[0948]  SZHfEf19: A% 5 19: (2S,5R) -5 (2- G IR ) —1- (42K 2 5 Ok F B % ) mk s
Fi-2-F

[0949]1  SZjif520 : L & H04 520 (2S,5R)-5—(2-G A HE ) -1 - (K FF Stk I —3—Fie ik ) fik
IR e —2—F 1R o

[0950]  SEjfafsi21 : A4 521 : (2S,5R) -5 (2-F K ) -1 (3,5~ LA FE I8 FF e 26 ) ik
W e -2 FF IR o

[0951]  SEHEfh23 A &9 'S 23: (2S,5R)-5— (25 oK 3L ) —1— (3T 7 4 i i P Ik % ) ML g
FE-2-F

[0952]  sEjifafdl24: tb &% 5 24: (2S)-1-([ 1,1 —BIR ]-4- BRI ) —4—F A -5 F kg
fe-2-FR R a0 75 S 24P Frid & i

[0953]  SEJfaf125 A &% 525 (2S,5R) -5 (2-F R H)-1-(1,2,3 ,4-TY A ZE-2- L)
Mg bE—2-H IR .

[0954] St {4126 : b 544 526 : (2S,5R) —5-(2-F ) —1-(4- 57 T FE R B I 2 ) ik g
Fi—2-F

[0955]  SLjEf27 : Ak B4 "5 27 : (2S,5R) -5 (2- R HE ) -1-(2, 2-—F R F[d][1,3][7]
TR IR R A6 - PR3 ) LR St -2- R R

[0956]  SEJEMH28 AL &% 528 (2S,5R)-1-([1,1° ~BRIR ] -4k ) -5 IR FL ML g St -2
.

[0957]  SEZjtif5129 : Ab & Y04 529 (2S,5R)-5—(2-G FE I ) —1 - (3—F—5—H 4 J 2 H B k)
MEng be—2-H iR .

[0958]  SEZJiaf530 : Ak A% 530 (2S,5R)—-5—(2- G A I ) — 1 - (6 FL MRBE L ) ik g e —2—
IR

[0959]  sZjifaf31 AL A4 5 31 (2S,5R) -5 (2-& 2K ) -1-(3-F A Jk—5-(2-F 4 3z,
AL ) R R B L ) EE s Joe—2— FR IR AT FH — T 1 C A R AR La FI2 £ 5 o

[0960]  SZJEH32 4k A% *532: (2S,5R) -5 (2-F R4 ) -1- (3" -F & H-[ 1,17 -5 K -
3= I ) ML Le—2—F iR o

[0961]  SZjifafs33: 544 533 (2S,5R) -5 (2-F R IHE) - 1-(3-F A -5 (= B L) K
FR L ) ML s e —2—FR /R o

[0962]  SZjif)34 : (bS04 534 : (2S,5R)-5—(2-G A H) -1 -(1-(4-F & LI ) -5-
S~ H-E -3 ) L IS e -2 FR R

[0963]  SEif535 : fh 5 W04 535 (2S,56R)-5—(2- R I ) —1- (4— e P AU O P B 426 ) Mk g
Fi—2-F

[0964]  SLjiaf636 : Hb & ¥ % ‘536 : (2S,5R)-5-(2-F KL ) —1-(3-((3,5- = FF ik el —4 -
B ) HAE ) -5 F A 2K F B ) L - e -2 R R FH — I v C A R TR) Ak 1 a il 2g B il o
[0965]  SLHEM37 : (AW 9537 : (2S,6R)-5-(2-F R ) -1-(2, 3- & - 1H-Bfi-2- e dk)
Mg be—2-H IR .

[0966]  SLifafh38: A4 538 (2S,5R) 5 (2- G IR I ) —1-(3-F -5 (=R FF 4 0L ) oK

HH
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PR 9k L ) i g e —2—FR PR

[0967]  SLjah39 : 4k B ¥% ‘539 (2S,5R)—1-(3— (TR 4K ) K RS ) —5— (2 2 ) ML g
Ye-2-F g,

[0968]  SZjE 140 : b A 4049540 (2S,5R)-5-(2-G A I ) —1— (3B 4 3 % P I 3t ) bk g
fi—2-F R

(09691  SEjEK41 AL W% 541 : (2S,5R)-5—(2- G A I ) —1 - (2- T FLmi g —5—FR I ) I g
fr-2-F R .

[0970]  SEZjfafi42: (LA 4542 (2S,6R) -5 (2-F K3 ) —1- (4- (=P A28 ) KB R)
Mg be—2-H IR .

[0971]  SZiEff43 AL &M dR 543 (2S,5R) -5 (2-G ) -1-(4-(5-FF R H-1,2,4-1E

e —3— Kt ) 2R FR I s ) i g e —2— FR R

[0972]  SEZjifafsi44 : (A48 5 44 : 4-((2S,5R) —2— 25— (2- R 5L ) ML g b -1 —Fl 5k ) -2,
— A R 1S5 F R L

[0973]  SLiff45: LA W9 545 (2S,5R)-5—(2-GU KL ) —1-(4—ZF L T M 2 ) kg e —2—
R

[0974]  SZjifafh46 : (LG4 4 546 : (2S,5R) -5 (2-F( IR ) -1-(3-F -5 (= F ) K HF
P A ) R g e —2— P R

[0975]  SEREWHIAT : AL AW 'F47: (2S,5R)-1-([1,1 BRI ]-4-FIE ) -5 (3-G ML mE -2
B ML ot —2— A BT FH— M 7V CA R A Le B B

[0976]  SLjah48: 4k B ¥ % ‘548 (2S,5R)-5-(2-FU A L) —1-(3-F 25— (=P ) K H
P ML e —2—-F R

(09771 SEJEf49 : LA W% '549: (2S,5S)-5-(2- 5K HE ) —1— (3 FF 40 2 7% P B 3 ) it g
-2 BRAE F— M VA C A R ) A4 b A il o

[0978]  SEZJtif50 : Ak A4 550 (2S,5R)—1-(3,5- - I 4 JE Ik H ik 5k ) —5— A L g e -
2-F R M T A4 1d (2, 5R) ~5- 2K I 5 —2— FFY % B i ) 2 o LA P 7 R A b FITId 1 25
IR AT IR (2S,5R) — 1= (UT 28 J e 2 ) —5- IR FEIE IS It -2 FR IR &

[0979]  SEZiEfi51 : A4 551 : (S)-5-([ 1,17 —BAIR 1-3-4L )1 (3-FF 4 B 2K AR e 26 ) ik
W% ft—2—FR AT FH— M 15 CAA R ) A L e B il o

[0980]  SLififfi52: LA MgR 552 (2S,5R)-5—(2-G K 5L ) —1 - (3-ZE JL TR M 2 ) mik g e —2—
R

[0981]  SEJEH53 : 4L &% 553 (2S,55) -5 (2-F R HE) -1- (2" - & HE-[1,1" -5 K ] -
A=FHE ) N e —2—FR R A F— 7 1 CAA P B) A 1b 5 ko

[0982]  SEZJEM54 AL &% 554 (2S,5R)~1-([1, 1" - ]-4-H AL ) -5 (M g -2 )it
W& e —2—F B S FH— VA C AN R AR L5 o

[0983] St f4155 : tb & ¥4 555 : (2S,5R)—5-(2-F AR ) —1 - (5 AL b we B 9 2 ) i s
fE-2-F R .

[0984]  SZJEMI57 AL &% 557 : (2S,5R) —5—(2- A I ) —1— (3 FR A O R I 2 ) i s
$5t -2~ FR B8 FH— M 5 vEC A TR A L g B il o

[0985]  SEJff58 : 4 &M% 558 (2S,5R)-1-(2-([ 1,1 -BIK ]-4-45) 2, i ) -5-(2-&
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IR ) I -2 FR R

[0986]  SZHEMHI59 AL &% 559 (2R,5S)-1-([1,1° ~BEIR ] -4k ) —5- IR FLnE g St -2
R ERAT FH — M 7 i C N TR AR Th B il LA FH 7 S84 BT I (9 B0 B8 M\ AT 1 I (2R, 5S) -
L=CORUT 8 B PR AL ) 52K LML St -2 - FF IR 6 il o

[0987]1  SLjfif560 : L S W9 560 (2S,5R)-H—Z Ik —1-(2-Z£ I 2, B I ) kg g —2— FR g
F— L C N T A4 L d B A

[0988]  SEEHI61: AL A NG T61: (2R,5S) -5 A~ 1-(2-FK I 2, B L ) ML R fe—2— FF R fa
F— 7L C N TR A4 Lh B o

[0989]  sLjiafs62: 1k 4% 562 (2S,5R)—1—(3—H & R Y I 2 ) —5— (2 FR A B R ) it
W e —2—F B A FH— VA C AN R TR 115 Bl

[0990]  SEjifEf163 : b 544 563: (2R,5S)-5-(2-F A2 ) —1— (3 FR A L O R I 22 ) i s
fe—2—-FR B F— M i C AN TR A4 L 35

[0991]  SZjEf64 : b 544 564 : (2R, 5R)—5-(2-F A3 ) —1 - (3 F A L O R I 2 ) i s
fe—2—-FR R F— M iR C AN B A4 L 35 R

[0992]  SKJEHI65 : A 544 565 (2S)—b—(4—F R AL ) —1 - (3—FF A O R I 6 ) L ngs o —2—
R A — VR CAA e TR A 1 kB il o

[0993]  SZJEf166 : 4k B4 566 (25)-5-([ 1,1~ ]-4-4L ) —1-(3-F A R R e L )
ML ot —2— R R AT FH— M 7V CA R AR L 1A B

[0994]  SEJEHI67 : AL &% 567 : (2S,5R)—5-(2-FU AR I ) —1— (3 FR A L R R I 2 ) i s
fe—2—F R B G FH— RTVECA 1, RIAT B R G B AL D B

[0995]  SKTEMHI68: b 544 568 : (25)-5—(2—G 4 ) — 1 - (3—FF A O R I 26 ) et ngs o —2—
R A FH — M 7 VR C AN FR ) A Tm B ol o

[0996]  SLjiafs69 : b 5% 569 (2S) -5 IR L Jk—1- (3 FF A JEE R HR B 2% ) UL s e —2— R iR
i 7 C IR T AR In B o

[0997]  SZHEHI70 : LA 440570 (2S,56R) -5 (2~ K ) —1- (2~ (3-FR A AL R ) LB &L )
ML i e —2—F IR

[0998]  SZiEf71 : A4 571 (2S,5S)-5-(2-F K )-1-(3, 5~ 4 JE 2K FF e 26 ) ik
W& 5t -2~ R AT FH— M 7 i CAN R A L B o

[0999]  SLiEBI72: AW 'S T72: (2S,6R)-5-([1,1 -] -2 ) —1-(3-F 2 oK HH I8t
B ML ot —2— B B AT FH— M 7 CA R A Lo A B

[1000] St 74 : (A% ‘5 74: 2-((2S,5R) -5 (2—-S Rk ) -1 - (3—HH A= JL O FF IR 46 ) it
WG AE—2-38%) IR AT B MR 540 SE R R 4B (1. 03eq) FETHF R AE =2, & (1. 03eq ) 471E
TRNL, SR JE NN T S 5t (2eq) 7E L Bk P (VTR A IR A TE =0 T B2 5K g S MR
G 10 % KA BR K VA TR K I F 2 Tl 8 15 A 1L 2 FH VS R0 e I SN 7K V8 v A SR K
B, ARG AE B S IR Y B R B VR T Me Ol , 3R NN ZE I IRAR (1eq) =20 (2eq) o
RMAE %33 T $i #1457 B I FHACOE t#5 8¢ , FH VL FIBR R LB K VA YRR ER 7K L IMK PEHCT 6 3%% » FH
T KMgSOa T4, F 28R B T 2R B A4 .

[1001]  SEHEBI75 :ALE M5 75: (2S,5R) -5 (2GR AL ) —1- (6T M g —4 e 5L ) i s
E-2-F 1R,
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[1002]  SZjfEf76 : LA 404 577 (2S,5R) -5 (2- G IR I ) —1- (6 - (2- U R HE ) MHISE L ) ks
E-2-F 1R,

[1003]  SEjEf77 : LA 404 578 (2S,6R) -5 (2- G 2R k) —1-(6— (2 FE A L R RL ) MR L )
ML e —2-F IR .

[1004]  SZJEMI78 AL A4 5 79: (2S,5R)-5-(2-5E K3 ) —1-(6- (3T AL Ik ) MRl 55 ) ik s
Fe-2-F g .

[1005] St 79 : L5404 580 : (2S,5R)—5—(2-5( K ) —1- (6 (3R A AL L ) MRS 522 )
ML ke —2—-F g .

[1006]  SZjfaf80 : A4 4 581 : (2S,5R) -5 (2-F K ) —1-(6-(4-F A LR 5L ) A
ML e —2-F i .

[1007]  SZjEf81 : (L5404 582: (2S,5R)—5-(2-F( K3 ) —1-(6- (4T AE ) MRISE L ) ik g
fE-2-F R .

[1008] Syt f182: fb &% 5 83: (2S,5R) -5 (2~ G KL ) —1-(2- (2- G R 5L ) W g —5 - ¢
S ML e -2-F L

[1009]  SEHEHI83 A& 4 584 (2S,5R) -5 (2-F KAL) —1- (2 FF -6 - JR B MRIME A5 ) it
% J5E—2—FF 1R o

[1010]  SZJEHI84 Ak B4 588 (2S,5R) 5 (25 R AL ) —1-(4- (ML mg -2 ) JR B L )
ML J5t —2— FR R A FH — M VAN R [ La il 2ul A5 Bl o

[1011]  SCHEf85 : A9 '589: (25,56R)—1-(4-((4-F IR AL ) 0L ) Ok F i 4k ) -5 (2-
FOREL MEng bE-2-FH IR .

[1012]  SZjEf186 : (b & 4% 591 : (2S,5R) -5 (2-F R HE ) —1-(4-((4-H A LR A L ) FH
) IR F AL ) ML -2 FR R

[1013]  SZjfE 87 AL AW 45 92: (2S,5R)—1—-(4—((2-GA ZL 4 Ik ) FF 3k ) 2 PP Bk 3k ) -5 (2
SURHL ) ML fe—2—H AT FH— 7 VECA R AR b & il o

[1014]  SLjEf88 : A% 595 (2S,5R)—1-(4-((3-G IR ) AL ) IR FF Bt 4k ) -5 (2-
SR ) L i e —2-F

[1015]  SEjEHI89 : 1 & W4 596 : (2S,5R)-5—(2-FFK 3L ) —1-(4-( (K FE IR FL 5 L ) FR Ak
IR B Mg b -2-F R

[1016]  SLjEs90 : fb & ¥% 599 : (2S,5R)-5-(2-F R KL ) —1-(4-( (3,5 FF Ak el —4 -
B ) AL ) 2R F B ML -2 R

[1017]  SZHEB91 : AW '5102: (2S,6R) -5 (2-F oKL ) —1-(4- (ML Bg—4-JE FF 4 0L ) oK
PR Bk ) N i e —2—FR PR

[1018] S92 : 4 B W4R "5 104: (2S,5R) -5 (2-F K HE ) —1-(4- (5 FE -1 H-MEe—1 -
2 ) R R I 2L ) ML e -2 - FR R

[1019]  SLHEH93 : A% ‘5 105: (2S,6R) -5 (2-F IR ) —1- (4 (el -5 ) OR FH 8t
SOt -2-F R .

[1020]  SZjEf94: LA H) 9w "5 106: (2S,5R) ~1-(4-(4H-1,2,4- =M —4-JL ) R i 3 ) -5
(2GR ) ML g FE—2-F IR

[1021]  SLHEf95 : AW 95 107« (2S,5R) —5-(2-F R I ) —1-(4- (50 A R L ) - 1H-1,

>t

B )

~—
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2, 3= =1 - ) R FR R ) LR e -2~ FR R

[1022]  SLjfaf96 : (A% 'S 108 (2S,5R) -5-(2-F I ) - 1-(4- (54K -3-Ix -4 , 5-
A TH-E -1 ) O R R ) I e -2 - R

[1023]  SEHEBI97 AL AR5 109: (2S,5R)-5-(2-G AKIHE)-1-(4-(5-F HE-3-(=FHF
) — TH-MbE e —1 — 5 ) 28 FR B 5 ) EE s e —2— FR 7R o

[1024]  SZiEf98: LA 4 5 110: (2S,5R)—1-(4—( TH-AL e —1 5k ) 2% FF it ) —5— (25 %
S )M fE-2-F R

[1025]  SEjEH#99 AL A% 5 111: (2S,6R) -5 (2-F A3 ) —1 - (4 (W —5-J& ) 7K FH B AL )
ML ke —2—-F i .

[1026]  SZjfafd 100 : 4k A% 5 112: (2S,5R) -5 (2-F A ) -1-(4-(3, 65— H B -1H-Mt
M —1 5k ) 2R B P 8 ) ML P e —2—-FR R

[1027]  sZjEfi 101 4 595 113: (2S,5R)-5-(2-&URHE)-1-(27 5 - =& -[1, 1" -8k
R ] A3 ) W e —2—FR R AT FH— M i CAN R [l 1a 21 6 o

[1028]  SZjEHI102: (L EW) g5 114:(2S,5R)-5-(2-& KA ) -1 - (4- (Mg -5-2& ) K FF Bt
B ML ot —2—F B S FH— M iV CAN R A La fl2 5 5 il o

[1029]  SLjfE 103 AL A% 5 115: (2S,5R) -5 (2-F R Kk ) —1-(4- (kg —3—4% ) 7k 1 8t
B ML ot —2—F B S FH— M VA C AN A La fl2k 5 il o

[1030]  sLjafs104: (b EW)%'5 116 (2S,6R)—-5—(2- IR ) —1-(4-(6—FF S JEML g -3-J)
O FR Bt ) i g e —2— FR R S FH — R iR CAA R TR A La FI2 15 B o

[1031]  SLjafs105: (b EW) %5 117: (2S,5R) -5 (2-F IR I ) —1- (4 (3-FRMLBE -4 -JL ) R H
P ) ML s Jo —2— R R A FH — M v C AN TR La A 2m 5 il o

[1032]  SEZjEf]106 : (L5 W95 118: (2S,6R) -5 (2- & KK ) —1- (4 (b g —3—-J ) 2R F 8k
) ML Jot -2 A FH — M v CAN R ) A La fl2n 5 il o

[1033]  SZJtif107 AL W45 119:(2S,5R)-5—-(2-E I ) —1-(4-(6—-( F L&)t
Mg —3—22 ) 2R FF I A5 ) MLk S 45t 2 P R 3 A — e A v C AN Hh TR AR La T 20 75

[1034]  SZJEHI108: (L AW %5 120: (2S,5R)~5-(2-& K4 ) -1 - (4- (ke -4-2& ) 7K FF Bt
B ML ot —2— B AT FH— M V2 CAN R (AR La T 2p & ik

[1035]  SLjafs109: b & W95 121 : (2S,6R)—5—(2-S R ) —1-(4—(6—FF JEmEmE -3k ) oK
BRIk L ) i g e —2— FR R S — R v CAA R ) A La Fi 29 A B

[1036]  sLjEff110: b G195 122: (2S,6R) -5 (2-F k) —1-(4-(2-F A JEnL g -3-3)
O FR B ) N g e —2— FR R S — R iR CAA R ) A La F 2r 5 B

[1037] syl 111 A &M% 5123 (2S,5R) -5 (2-F ) —1-(4 - F&EFE-[1,17 -8k
R ] A ) W e —2—FR R AT FH— M i CAN R [l 1a fl2s & o

[1038]  SZEHI112: 4 B W%m'5124: (2S,5R)-5-(2-& KL ) -1 -(4 " -FHE-[1, 1" -B K ] -
A= ) L BE—2—FF R A — T i CA R TR A La FI2 65 B o

[1039]  sLjff113: fbEW% 'S 125: (2S,6R) -5 (2- R ) -1 -(4-(4-FR S JEnE g -3-J)
O FR Bt ) b g e —2— FR R S P — R iR CAA R TR A La FT 2u A B o

[1040] S 1 14 AL A W9R 5126 (2S,5R)-1-(4" & -[1, 1" B ]-4-H 38 ) -5-(2-&
ORI ) ML e —2— R RS FH — M VA C AN A La A2y 5 il o
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[1041] S 115 AL AW 9R 5127 (2S,5R)-1-(3" & -[1, 1" B ]-4-H 38 ) -5-(2-&
ORI ) ML ot —2— R R A FH — M VR C AN TR La A 2w 5 il o

[1042] Sl 116: AL A W%0 5128 (2S,5R)-1-(2" & -[1, 1" B ]-4-H 38 ) -5-(2-&
R ) N e —2— R B A — M v C AN ) s 1a T 2x B il o

[1043]  SZHEBILT AL AR5 129: (2S,5R) -5 (2GR HE ) —1-(4° - (B IR R e L ) - 1,
17 —BRIR ] -4k ) IHE g 452 —2— FR R S T — M v C A HR T A La 1 2y A5

[1044]  SZHEB118: A5 130: (2S,5R) -5 (2-F R ) -1 (3" - (R R BE A L) -[ 1,
U —IROR ] -A- Pl AL ) L i e —2— FF R 5 — e i CAN HR ) A4 La F 225 Bl o

[1045]  SEjEM119: A% 5 131: (2S,5R) -5 (2-F R HE ) -1 (2" - (FF T e e L ) - 1,
U —HROR 1AL ) L i e —2—FF R 3 — e i CAA R ) A LaF 2a 1 6 il

[1046]  SLjfaf 120 : (A M) %% '5 132: (2S,5R) -5 (2 R ) —1-(4—-(FE 258 ) R B L)
ML e —2— FR R A FH — M i A ) Ak La Fl2b 1 5 o

[1047]  sZjfil121 4k A% 5 133: (2S,5R)-5-(2-&URHE)-1-(37 5"~/ —[1,1 Bk
R ] A ) WL e —2—FR R AT FH— M i CAN R [l 1afli2e 14 Bt

[1048]  SZJEH122: 40 B ¥)%w*5134: (2S,6R)-5-(2-& K L) -1 -(2 -1, 1" -B K -
A=FhHE ) L be—2—FF R A — 7 i CA P ) A La Fi2d L 5 ko

[1049] Sl 123 : 4k A% 5 135: (2S,5R)-H—(2-F R ) —1- (2" - (=H| P A ) -[1,
1 =IO ] -A-Fi ik ) b i e —2—FF R 43— T i CA R ) A La Fl 2e L 5 o

[1050]  sLjafs124: (&M% '5136: (2S,6R)-1-(2" - (R4 ) —[1, 17 - ] -4 k) —5-
(2 2R ML Ig b —2-FF IR

[1051]  SEjfe 125 A A W95 137 : (2S,5R) —H—(2-G R ) —1- (27 R -[1, 17 -5k
IR =4 FRIE) MG B —2-FR IR

[1052] St 126 : AL AW 9% 5 138 (2S,5R) -5-(2-F 7R ) -1-(2° - E -1, 1" -k
IR =4 FR I MEE BE—2-FR IR

[1053]  SLjfaf 127 : (G H) %% "5 139: (2S,5R) —5- (2GR ) —1-(2° -7 T -1, 1" -8k
IR A-FRIE) M B2 -F IR

[1054] St 128 : (LA 0% 5 140: (2S,5R) -5 (2-F R AL ) -1- (2" - (IR R A ) -[ 1,
17 =TBR 14— AL ) L g B —2-F IR

[1055]  SEjEf129: 4k & ¥%% "5 141 : (2S,5R) -5 (2-& K ) —1-(2 7~ ((4-F/ T2 ) S AL ) -
(1,17~ -4 ) s e -2 FR R

[1056]  SZjifafsi 130 : (A % 5 142: (2S,5R) -5 (2-F R K )~ 1 - (4-(6-FHt e -3 -4 ) K F
P ) ML Jot —2— R R AT FH— M 72O R [l La T2 11 5 B

[1057]  SZjEfi131 : A % 5 143: (2S,5R) -5 (2-F R K )~ 1 - (4 (6L e -3 -4 ) 7K
P ) ML e —2— FF R AT FH— M VA CAN R [ s 1a fl 2m T 5 o

[1058]  SZjEf]132: (L& W95 149: (2S,56R) -5 (2- & K K ) -1 - (4— (ME Wy -3 2 ) R FF |8t
5 ) Mg e —2—F B A FH— i C AN R TR A Lafi2n 1 & Bt

[1059]  SLjafh133: fb & H)%% 5 150: (2S,56R) -5—(2-F IR I ) —1 - (4-3F O FE R FY B 2 ) ML i
5t —2-F B M — MO VR C A B La F20 16 il o

[1060] St 134 : (A% 'S 152 (2S,5R) -5 (2-F R I ) -1 - (944X -9H-Zj -2 e J&)
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ML g e -2 FR IR

[1061]  SEJEf135: (b &% '5153: (2S,5R) -5 (2- & KK ) —1-(2 - (R AL maist % ) - [ 1,
U =IO 1-4-Fhe ik ) L g e —2—F R 43— O i CA R TR) A La I 2p L 5 il

[1062]  SEZjifi 5136 : AL & W98 5 155 (2S,5R) -5 (2GR Ik ) —1— (9—FF L —9H-IHR I —2— 3¢
S Mg bi-2-F R

[1063]  SZJEf137 : AL A W04 5 156 : (2S,5R)-5—(2-FA AT ) —1 - (4— 50 7 F e 226 ) ik s
fr-2-F R .

[1064]  S2jfafil 138 : A A9 5 157 : (2S,56R) —1—(4—"RFE I I BRIt ) -5 (2- G R 58 ) L g
fr-2-F R .

[1065]  SLjiafh139: b G ¥ %% 5 158: (2S,6R) —1- (42 FY I O FE 2 ) —5— (2- &R AR ) it
M 5E—2—FF 1R o

[1066] St 140 AL A W95 159 : (2S,5R) -5 (2-F R Ak ) -1 - (4—-(Wsmg—2—J% ) ok F it
B ML ot —2— B BT FH— M 72 CA R [l Lafli2q LA B

[1067] St 141 : (A% 5 160 (2S,5R) -5 (2-F k) —1-(4-(4,6- A T ms g -
2 ) i R B ) Nk g e —2— FR R A — T VA CAA P ) s LaFi2r L5 il

[1068] St 142 (A% 5 161 : (2S,6R) -5 (2-F R ) —1-(4-(2,4- A R ms g -
B2 ) i R Bk L ) N g e —2—FR RS — T i CAA P ) A La F2s 165 il

[1069]  sLjafh143: (hEW)% 5 162: (2S,5R)-b—(2-F IR I ) —1-(4-(2-F A8 L g g —5-
O FR B s ) N - e —2— FR R S FH— T VA CAA P ) A a2t 15 il

[1070] St 144 : (AW 95168 (2S,6R)-5-(2-F KK ) —1- (R O e pe s ) Mk g e —2—
FIR.

[1071]  SEJEMH 145 AL S Y95 169: (2S,5R)—5—(2-50 A HE ) —1— (4—FP L LR L ) ML g 4o —
2-HR.

[1072]  SZJt] 146 : 4k &40 5 172: (2S,5R) -5-(2-F K3 ) —1 - (4-(4-FF LR mg - 1-J ) -
3—HHFE 7 B L ) L g be—2-F IR

[1073] St 147 : A &% '5173: (2S,6R)—5—(2-F K ) —1 - (4- (2 AR IE -1 -8 )
PR Bk L ) ML g e —2 - FR R

[1074]  SZjEf148 : (b A% "5 174: (2S,5R) -5 (2-F R I ) — 1 - (3~ FF Jk—4 N b At D R
SEOMEE e -2-F R .

[1075]  Sjfafil 149 AL AW 95175 (2S,6R) -5 (2-F o ) —1-(4-(WR g — 1% ) 7k F I8t
S )L g e -2-F R

[1076]  SLjafh150: (b 5 H) %% '5 176 : (2S,6R) —5—(2— IR HE ) —1 - (4- TG pR o R I 2 ) b i
fE-2-F R .

[1077]  SLjff 151 : (G195 177: (2S,5R) -5 (2-F IR I ) —1-(1-(2-FUHE R 5L ) R IE —4 -
P ) AL St —2- PR

[1078] St 152: (A% ‘5 178: (2S,6R) -5 (2-F R ) —1-(4-(4-SUR L) B O be ok
FEOMEE e -2-F R .

[1079]  SLjth153: (- EW%w'5 179 : (2S,6R) -5—(2-F IR I ) —1 - (4-IRFL AT e e It ) ML g
E-2-F 1R,

&
i

E

i

)
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[1080]  SLjEfs154 : A5 H)%% 5 183 ((2R,5S)—2—(2-F AL ) -5 (1H-PY M -5 ) ML i 5z
1-38) (27 -4 -1, 1 - ]-4-38) TP «

[1081]  PER1:(2S,6R)-5-(2-G IR ) —1- (2" -4 HE-[1, 1" - ] -4 HE ) kg S5t -2
R BRI B i o

[1082]  JA] & 4 7E THF (5mL) HH I & ¥ %% 5 1 (0. 2g, 0. 459mmo 1 ) i 3% 3 H i A CD 1
(0.167g,0.11mmo1 ) o 5 RMAE %5 T Hi £ 30 43 8F , 8 5 7ERMHI NH333 ¥ 1 53-8  FERMAT IV HC1
Fis I FHE tOACZE B K A L2 FMg S04 583k 42 o 1 RMAE B 25 Hh iR 48 , 15 5% B 4 (164mg )
FEMe CNH % B I8 1 BT I PE-AX (2g ) 7 o K D8 MR 45 19 B A5 A TR) 4 . Y : 0. 14 (70 % ) , P>
80% ,rt=4.08mn(FEFA) .

[1083]  JDEE2:(2S,5R)-5-(2-& R )—1- (2 -FEHE-[1, 17 - ]-4-FREE ) ML S5t -2
FRIERI A

[1084]  7E&A (2S,5R) -5 (2SR ) —1-(2/ —F & HE-[ 1, 17 IR ]-4-FR AL ) ML St -2
F % (0. 14g,0.322mmo 1) (K] 50mL[E] JEE F I 1 I ADME (3. 22mL) o RMIRE S IFE TAr T o il
AZERA&AF(0.059¢g,0.322mmo 1) , FEAGRMAE = I T Hi #9075 B o F RMAINaHCOs (L A AK
) PRI FHACOE t 2 HY A3 MLAH F Eh /K¢ (2 X ) , Mg SOa T4, 1 98 FF 9K 4 , 15 21/ 126mg
PR .Y:0.126g(94% ) ,P>80% ,rt=4.53mn(BEFA) , (M+H) '=417/419,

[1085] DER3:MAWYR T 1831 A

[1086] 7EHETFHIBISE S, EAC T, IS EALH4(0.086g, 1 .330mmo 1) FITHF (5mL) - FH 4%
TINAE ImLTHF S R B R &40 42 (0. 101g, 0. 756mmo 1 ) F1 (25, 5R) -5 (2-&G ) -1-(2/ -H 4,
B[, 1 —BOR ]-4-HeE ) b be—2-F i (0. 126¢,0. 302mmo 1)  KFRMT-60 °C T InFAE 4 . i
N&EMNE1(0.086g, 1. 33mmol ) FIE A A (0.101g,0.756mmol ) , HKERMT-60 °C T #4954 7h .
fERMIA B % I8 3 6N HC1HE K, 31 FACOBtZEHR (2 X ) o 1 A HLJZ FiMgSOa 458 , 1k € I3k 4,
132 160mgE A 28 E PR A UKL =4 o A0 = ) Je 5 3o €2 13%97: (DCM/MeOH : 95/5 ) FISPEZE AL,
{8 FHPEAX ] I FHACN 8 JE ACN+HC L 1 o 5 2K F PEAXIARL 43 I /EMe ONYA Y HH AR P ) A0 . 25
R4 R BE M AEACN /7K (2mL/1mL) PR F-o Y : 13mg (9% ) ,P=100% ,rt=5. 19mn (BEJEB) ,
(M+H) =460,

[1087]  sjiffsl155: &M% '5 184 (2R, 5S)-5-(2-G& ) —1-(2 - & &E-[1,17 -8k
O = A=k ) I f5t —2— PR R A B — M i C A HR TR 1 j AT 2h B il

[1088]  SLjEf160 : (595 189: (2S,5R) —5—(2- G R ) —1-(6-(2—F AR ) MHBE 2 ) it
M e —2—FF R o

[1089] St 162 4 A% 5191 : (2S,6R)-b5—(2-F R AL ) —1— (5 F A Fk —6— 2R JE MH 5t
B ML ot —2— B BT FH— e 72 CAN R (Al La 21 14 B

[1090] St 163 : (A% '5192: (2S,6R)-5-(2-F R ) —1-(4-(2-F A R A 0L ) oK
FR L ) ML i e —2— FH iR o

[1091]  SLjaff164: (G595 193: (2S,6R) -5 (2- R ) -1 -(4-(3-F A JEnL g -4-J)
o B R ) L g b -2 R A H— S B CAN TR Ak La M2 516 Al

[1092]  SLjfh165: L &M% 5 194 (2S)-5-(2-E R H)-1- (2 -H 4 -1, 1 K 1-4-
BiAE ) -4, 4 FR L e -2 F R AT FH — M VR CAN R A Lp AI2h & o

[1093]  SLjafh166: LS4 'S5 195: (2S)-5-(2-F R H)-1- (2 -F A -1, 1 K 1-4-
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B ) —4—FR R g be—2—FR R A — T i CAA P TR A4 1 g I 2h B Bl o

[1094]  SLjEff 167 : (b 5495 196 : (2S,5R) -5 (2-FR I ) -1 -(2-F & -1, 17 - ] -
A=Fhe I ) L be—2—FF R A — BT i CAA Y TR) A La F 2K L5 il o

[1095]  SEZjtif]168: 4k & ¥)9% 5197 (2S,5R)-5-(2-G K ) -1 -(2 &A1, 1 5K -
A=FRHE ) ML BE—2— FF R S F— R VA CA R TR A4 La F2v L 65 o

[1096]  SZJEf169: (LA M40 5 198: (2S,5R)-5—(2-F K )-1-(27,6 - ~H & IH-[1,1"-
RO ] -4 B ) ML J5t —2— B R AT FH — M 7 3Z:CAN P [l La 2w L 5 Bl o

[1097]  SZiEfl170 4k 5095 199: (2S,5R)-5-(2-& R )-1-(27 4" - =& -[1,1" -8k
IR ] A3 ) WL e —2—FR R AT FH— M 732 CAN R [l La fli2x 1 & Bl

[1098] S 171 (A% 5200 (2S,5R)-5—(2-F R )-1-(2° - (=ZmHFHL)-[1,17-
ROR -4 B ) ML 5t —2— B BRAT FH— M 7 2:CAN R [l 1a fli2y 14 B

[1099]  SLiEf172: (A% '5201: (2S,5R)-5—(2-F R )-1-(2, 2" - & HE-[1,17-
ROR -4 B ) ML 5t —2— B BRAT FH— M 72 CAN P [l 1a 2z 1 & B

[1100]  SZiEfl 173 :4b 5 H04% 5202: (2S,5R)—1-(4" -5 -2 - -1, 1 - 1 -4-3
5 ) -5 (2- R ) Mg e —2 - B2 13 F— A C N R TRl 1afli2a2 5 Bl

[1101]  SEjEf174: (b 5% '5203: (2S,6R) -5 (2- R ) —1 - (4-(4-FR S JE Mg -5 )
o R ) L g e —2— FR R AT FH— M VA CAN R TR A La fH2b 25 o

[1102]  SLjEff175: (G %'5204: (2S,5R)-H-(2-F R )-1-(2° , 4" - A H-[1,1-
ROR -4 L ) ML 5t —2— FR BRATT FH— M T C AN R [l La fll2e 25 B o

[1103] S 176 : (A% '5205: (2S,5R)—1-([1, 17— ]-4-Hedk ) -5 (ML mg -3-J)
ML ot —2— A R AT FH — TV C A R AR L 5 Bl o

[1104]  SEHEEILTT ALA W95 206 : (2R, 5R)-H—(2-G R ) —1- (2" -FHHE-[1, 17 -5k
IR ]—A- BRI ) ML J5t -2 FR R A FH — e 3 i CA R TR 1 56 o

[1105]  SZJtif] 178 : AL ¥4 5207 : (2S,5R)-5-(2-G K3 ) —1- (1 - -1 H-AFF [d Ik
M —5 - 3 ) ML I e —2— FR R

[1106]  SZjEfl179: AL 5% 5208 (2S,5R) -5 (2-& ) —1-(2 - & &E-[1,17 -8k
IR ] = AR HE ) MK 5t -2 FF R B R AE — O VA CHI D SR L A5 31

[1107] S 180: (b &M% 5217 (25,4S,5S)-5-(2-F R AL ) -1- (2" -H & L1, 17 -8k
R4 ) —4- (R AL SE ) LM e -2 FF R A FH 7 90 B I 75 i B o

[1108]  Sjfaf 181 : (A% '5220: (2S,5R) -5-(2-F R ) —4-F A -1-(2' - & &1,
17 =BRIR ] - AR A ) M I 5t -2 FF B AT FH 7 9P BT IR B 7 VA o

[1109]  SZiE#182: (AW %m*5224: (2S,5R)—1-(2-&-[ 1,1 - ] -4k L) -5- (250K
5 ) M e —2—F B A FH— e T C AN R TRl A La fI2d 25 it

[1110]  SLhEfa183: (b 5% ‘5225 (2S,5R)-1-(2° R —2-H A& 1,1 - PR ]-4-3%
B ) —5—(2- G R EL ) ML 5 —2— B BRAT FH— M 72 CAN R [l ik 1a fli2e 25 B o

(11111 SLiaf] 184 : (A% 5226 : (2S,5R) -5 (2-F R ) —1-(2° - (2-H A I 5 ) -
[1, 17RO J-4—3h 5 ) ML ng fe—2—FF B M\ Hh (R4 La fHad i 27 — (2 FF 40 4R ) I R —4-H
& B R RIS B 2 - (2- R A AL 2 AL ) IR —4-FR BRA o Jid — R A4S FM t sunobu
2 4
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[1112]  TFOCTF, A2 - I K -4-F I ES (300mg, 1. 31mmol) . =K E B (517mg ,
1.97mmol ) FI2—F 4 JE 7, % (130uL, 1 .64mmo 1 ) ZETHF (12. 5mL ) 1 (9 ¥& Wk Hh 22 18 I A8 & —
FR R — ST (388uL,1.97mmo ) VR -G MIAE il T bkt 47, 78 I B2 A FF B K 4 %
LR A W) P K # R I FIDCM (25mL ) 26 HL 4 A AL FH K e, T8 78 28 Tk 4 FL = )
I AE EAEE (AT S /Et0Ac=1/1) 44k , 13 BIAE R i (R 2° - (2-FR A Rk 4, ) Bk
HF—4-F IR EE Y : 450mg(78% ) ,P:65% ,rt=2.5mn(BEEA) ,RfF (A 45 /Et0Ac=95/5) =
0.75,

(11131 S2ja 185 : 4 A W% 5230 (2S,5R) -5 (2- AL ) —1-(3-F A B -4 - (Mg g —5-
) IR PR ) R e —2— P R S — AR VA C AN HR TR La AT 2025 it o

[1114]  SZJEH1186 : (LW 9w 5231 : (2S,6R)—1-(2 -F Bk E-[1, 1" -BOK J-4-FR L) -5~
(2-S R ML g b —2—-F IR

(11151 B3R T =T, MG W9 5 197THI 14 (2S,5R) 56— (2-F R ) -1-(2 -7/ -1,
17 =IO 14— 2 ) Mk b —2—F R FR i (100mg , 0. 225mmo 1 ) A1 £ i 4 % (32mg , 0. 45mmo 1 ) £F
EtOH( LmL) v VAR B I\ = 2. f% (641l ,0 . 45mmo 1) IR S R IR EE2 R B IR S
A H & = IR 4E L Y A v (DCM/MeOH=98/2) 4lifk, , 153 3| 1k Jy 72 14 [ A4 [
(2S,5R)=H—(2-F R ) —1-(2" = ((B)-N" —F2 1 B PRI ) 2R B 2 ) b s e —2- AR R R B . Y
113mg(63%),P:>80% ,rt=3.6mn(FE/FA) ,Rf (DCM/MeOH=9/1)=0. 3.

[1116]  PEIR2.

(1171 T=ED  AEH KSR A8 FHRaney 88 AL 78 7K IR R (24 H 23 /No B BE , 98
Ja 2 B /HaAJEFR ) # (25, 5R) -5 (25 2R Bk ) —1-(27 = ((E)-N" —F2 B FF PRI ) DGO e Ak ) it
W& fe—2—F 8 F s AE (EtOH/THF /AcOH=1/1/0.025) (2mL) F ) IE R A M4 70 B K4 AL 77
Tk i 3k YR HH R, R DRV B A TR IR A L A5 B g g LB A1) (25, 6R)-1- (27 - ik
SRR IR AL ) -5 (2GR L ) Mg e —2 - B AR B . Y : 64mg (99% ) ,P: 70% , vt = 3. 5mn (B &
Ao

[1118]  DIR3.

(11191 #5(2S,5R)—1-(2 - H RIS IR B AL ) -5 (2- UK 8 ) Mk g e —2—FF R FR li o1 — ey
ECH TR Ak, A3 Bk S 4 5 231 .

[1120]  SEZjEfal187 AL &% 5232 (2S,5R) -5 (22— ) —1-(2 - & HE-[1,17 -8k
IR = AP ) I 5t —2— PR R A F — R T i CAA R TR Lg B o

(1211 S2i 188 : 4k 59w '5233: (2S,5R)—1-(2° - & -1, 1 -BEIR ] -4 AL ) -5
(20 FF O R ) L g be —2— FR R s FH— I TV C AN B A L s 5 o

[1122]  s2jE 189 : 4k A4 5234 : (2S,5R)—1-(2" - - 1,1 - |-4-F L) -5-
(2—FR A DR L ) ML g e —2— FR IR A FH— M 7 v CA R TR AR 116 il o

[1123] St 190 : A A M9 ‘5235 (2S,5R)-H—(2-F R ) -1- (2" -(FAEAEF ) -[1,
17 =TROR ] -4 Ak ) R & Jt —2— FR R A A — M iR C AN TR T La AT 26 255 il o

[1124]  SETEB 191 : 4 5 W95 236 : (2S,5R) -5 (2-F R K ) —1-(4-(2, 6 — H S FE AL IE -
3= ) IR F I A ) REE G 5t —2— FR R S A — M VR C AN HR T4 La AT 2h 255 it o

[1125]  SCHf 192 (A% '5237: (2S,5R) -5 (2-F R ) -1 - (3-F & -4 - (2- 1 AU 0t
W g —5— ) A FR S ) Mg e —2—FR R S FH — B VA C AN R TR A La 121 25 il
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[1126]  SLjaff193: (b5 H)%'5238: (2S,56R) -5 (2- R ) -1 - (4- (5-FR A it i -2 0 )
R R ) L g bt —2— FR R AT FH— I TR CAN R TR A 1a fH2 525 o

[1127] St 194: (& ¥)% 5239 : (2S,6R) -5 (2-F R ) -1 -(4-(2-(2-FE FL L AL )
bt W —3 - ) 2% B I ) Wbk % e —2— R R A ) 4 La R 34— (2 (2 FR A0 2 40 R ) M g -3 -
5 ) K F R F BRI BT B 4-(2- (2-FF 40 2 S B ML e -3 22 ) K FR R & il o S — R DA
i X T A Y905 2261 A BT FEIMA tsunobufb 2 il 4

[1128]  SZiEf195: A% 5240 (2S,5R) -5 (2-F R )~ 1 - (4 (3-F A St e —2 -5 )
O FR I ) N g e —2— FR R S — R VA C A HP ) A4 La FI 2k 265 il o

[1129]  SEHEH196 : AL W40 2241 : (2S,5R) —1-(4—(2-E ~4—( —F L (38 ) g -5 3L ) ¢
Wi ) —5- (2-G 2R ) ML It —2— FR BR AT FH — T VA C A R [ A LaFI21 245 B

[1130] S 197 A A% 5242 (2S,6R) -5 (2GR ) —1-(4-(2, 6~ A Sk ms i -
A—) 2R R B ) ML e —2—FR R AT FH — M 732 CA Hh [l La Fll2m25 Bl o

[1131] S 198: (b & ¥%% 5227 (2S,6R)—5—(2- Rk ) —1 - (4— (2 FF JE Wy -3k ) o
FR 5 ) b g e —2— R R AT A — M 7 VA C AN R T A L a i 2n 26 i, Had et /il & BUHPLCIE— 2P 4k
ko

[1132] St 199 : 4k A W% 5 228 (2S,5R) -5 (2-FU AL )-1-(27 6" - =& -[1,1 -8k
R ] A ) WL e —2—FR R AT FH — M 7 CAN R [l 1a fli20 25 B o

[1133] S f51200 : b S0 4% 5229 (2S,5R)-1-(2° G4 - -1, 1 B 1 -4-3
B ) —5—(2- G R HL ) ML 5t —2— FF BRAT FH— M 72 CAN R [l 1a fli2p 25 B o
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FORIE ) B IR B ) N g e —2—FR R R B (60 % 77 38 o

[1219]  BIR2. T=E N AERKET 7 HRaney St 465 7E K H I (0. 5mL) , K (28,
BR) =5 (2~ R HE ) -1-(3" —((B)-N’— 52t FF PR L ) I 25 3¢ 36 ) ML n% Jg -2 - 9 1R P g
(0.42mmo1 ) 7EEtOH/THF /AcOH(3mL/3mL/0 . 1mL ) 1 [ ¥ W Z 10 5h o K748 751 ek g 3o 9 1
N, I UE R AR L 1531 160mg [ 15 [ 44 (83 % 77 )

[1220]  SBRSAd FH-— By igCrb BT ik i s v 7 3 1) '2 Ak

[1221] S5 284 : Ak A W% ‘5353 : (2S,5R) -5 (2-F AL ) -1-(3 7= ((E)-N"—F F: 1 fifk
F)-[1, 17 =R ]-4-F = ) Ik Jot—2— FR R 4S F — 7 v C b i ik R A v SR Ak T R (285,
BR)—5—(2-5 AL ) —1- (3" —((E)-N" —F2 JL FH R L ) GO ek ) ek ngs 52 —2— FR R R B (A & 0 9
53520 A IR AR R (2S,6R) - 1-(3 B -1, 1 -BOR 143k E ) -5-(2-&
IR ) MM 5t -2 FR BRI I (2, 5R) =5~ (2-F K3 ) — 1 - (37— AL IR 2L ) ML s e —2— P g P
B 7K A AU AL OHY B ALAF 21, (2S,5R) -5 (2-& K 3 ) — 1 - (37— U IR AL ) ML s e -
2—FP R R i A FH— M7 VR C (26 A4B) M rp ()4 La R R B 37 R B R -4-FR 45 3.
[1222] St 285 : (A% 5360 (2S,5R) -5-(2-FR ) -1-(5"-F -2, 3" -~ H 4
F-T1, 1RO T4 ) M bt —2—FR R AT FH— M7V COAAB) MR [ La FI2E 44 B o
[1223] St 286 : (A% 5361 : (2S,5R) —5-(2-F R ) -1-(2°-F -4, 5 -~ H %
Fe-T1, 1RO T4 ) Mg bt —2—FF R AT A — M7 VR COA A B) MR [l La il 2g 44 B o
[1224]  SLjads 287 : A G H) % '5362: (2S,6R)-H5—(2-F K )-1-(37,47 5 - = H 4 Ht-[1,
17 —IROR ] APk ) L i e —2— FF R 5 FH— M7 v C (5% B) M b [l 1a FlI2hA 4 Bl o

[1225] St 288 : (A% 5363 : (2S,5R)—5—(2-F R ) - 1- (2" -(FUHEF )47 57
TR, U ORI -4 ) e ot -2 - FR R AT A — T VEC (R B) M Tl A 1a 214
Ao

[1226]  sLjafh289 : b &) % ‘5364 : (2S,6R)-b5—(2-F R )-1-(37, 4" - /U1, 17 -k
IR =4 Fie Ak ) I fi —2— FR R S A — MRV C SR A B) A TR) A 1a M2 j4 5 il

[1227] St 290 : (A% '5 365 : (2S,5R)—5—(2-F A AL ) -1-(5 - F -2 -/ -[1,1 -
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FRIR -4 B ) ML J52 —2— F BRATE FH — M 722 C (4 A1 B) R AN A La Fl 2k 4 o

[1228] St 291 : (A% '5366: (2S,5R) -5-(2-F R ) -1-(2-9R-3 , 4" -~ H 2 k-
(1,17 BRI ]-4— e ) Mt oz —2— FF B A FH-— M v C (SR A4 B) b TR A La F121 45 il

[1229]  SEJE%1292 4k B9 5367 : (2S,5R)-5-( 2- G K HE) —1-(4-(2,6— — F 4 FL kg -
3—J) —3— K F B I ) Mk s bt —2— FR R A T — T V5 C AR A B) A [ 1a F12mA 5 il o
[1230]  SEZjfEf]293 : (b A 0% 5368 : (2S,5R) -5 (2GR ) —1 - (3T —4—(6—FF A& LML e -
3= ) R FF I AL ) ML S J5t 2 B R AT FH — I vk C (44 AHB) M HP )44 La FH 2n 4 55 il o

[1231]  S2jfs]294 : 4 5 W% 5369 (2S,5R) —5- (2-F ) -1-(1-(2-F A -4-(=mH
FE) FRFL Y URIE —A-FRFL ) ik g -2 FF R A FH 5 S 1370 BT I 7V A B

[1232] St 295 : (b5 %m 5370 (2S,5R) —1-(1-(2-F~4- (=5 58 ) R 08 ) R g —4 - ¢
F)—5-(2- G IR F ) g b2 B AT A R 13h R i vE Hl2-S-4- =/ 2R B
2- A A= P BRI o

[1233]  SEZjifafh296 : (b AW 9m 5371 : (2S,6R)—1- (5"~ L2 ~F -1, 1" -k ]-4- 3¢
B ) —5—(2- TR KL ) ML 5t —2— B BRAT FH— M 7 32:C (464 B) N A4 L g F122 365 o

[1234] s f5)297 : AL 5 ¥9w*5372: (2S,5R) ~1-(4-(2, 6~ F A LML e -3-3%) -3-FUR
B ) —5— ( 2—FR R ) ML 5% —2— R R AT FH— M 7 32:C (4 A1 B) M A4 L g A 2mA 5 o
[1235]  SLjfaf51298 A A M9 5 373 : (2S,6R) —1-(3-F—4— (6-FH A FE ML nE —3—F% ) 7k F I8t
B ) -5 (2GR L ) ML 5t —2— B BRAT FH— M 7 32:C (46 A1 B) I A4 L g A 2n4 A o

[1236]  SZJE]299 : AL AW 9 5 374 : (2S,5R) —1-(4- (3,6~ F 4 FE Ik R -4 -3 ) 2K H Bk
B ) -5 (2-FR AL ) ML 5t —2— F BRATT FH — M 722 C (A A B) R TR A La A () A 2r 445 21
[1237]  SLjas300: (b & H)%w ‘5 375: (2S,6R)-1- (3" —Za B B J -4 - -1, 17 -1 ] -
4—$RIL ) -5 (2-F IR L ) Mg b —2-F BRiE 1k (2S, 5R)-5—(2-&( K HE ) -1-(37 4/ - —F -1,
V7 =R 1-4 - B ) Mt s e —2— R I FR 66 %) T 408 4 1) 7K S ANt i 458 FHL 1 O "2 Ak 43 310 (28,
BR) =5 (2~ IR HE ) —1-(3" 4"~ B[ 1, 17 —BROR ] -4k ) L i e —2— FR 1 R IR e FH — i
TECCEAEB) b B A La fivp ) 4422 j449 3]

[1238]  SZjEf1302: (L & ¥) 9w 5376 (2S,5R)—5—(2-F K3 ) -1-(1- (2~ fgH-4- (=5 F
B ) FRHE ) WRIE A4 FR B ) ML e —2— B RS — M 7 v C (SR B) M Hp ) A4 La AT I T 1- (2
fiF 24— (=50 2 ) RS ) R et — 4~ FR iR A5

[1239]  SLiEf303 : (A% 5377 (2S,5R) -5 (2GR 3 ) —1— (1 - (4— (M bk L Tk I ) —
2~ 2 2R ) WR W 4 B ) ML g e —2— R B A — M 7 v C (5 A1 B) A HR [ La R T T 1—
(2-HH 24— (WRIE —1 — ST IR 2 ) RS ) R Wt —4 - FR iR 5

[1240]  SLjf304 : (A% 5378 (2S,5R) -5—(2-F R I ) -1 -(1-(2-FEFE-4- (R IE-1-
ST AL ) R ) IR Wt —4— B 25 ) ML g J—2— FR RS FH — e 7 725 C (4% A4 B ) A HP T4 L R e TR 1)
1=(4=(N,N- 2 G 5 ) — 2R 2 2R 2 ) R g 4~ FF PR A5

[1241] L1305 : A% '5379: (2S,5R) -5 (25 ) —1-(1-(4—(N ,N- = FE 2 Tt
P ) —2— B DR L ) MR W —4— R ) L g% e —2— FR R A FH — M v C (46 144 B) MR [ 4 La R 7
TP 1 — (4~ FF -2 R B DR ) WR I —4— P R 5

[1242]  SLjah]306 : b G5 H)% ‘5380 : (2S,56R) -5 (2— R ) —1 - (1-(4-FF -2 i O 0 )
WIR I ~4— 2L ) LIS J5t —2— FR R A FH 5 7 8 L 2w i A R0 1 5 vk F 2R -4 B -0
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2-fHHE-4- =P E- R G o

[1243]  SZHEB307 : A 0% 5381 : (2S,5R) -5 (2GR AL ) —1 - (1-(2-FU -4 fHHE R L)
WIR I ~4— 2% ) LIS J5t —2— FR R A FH 5 7 8 L 2vh I A R 1 5 vk F 2- U -4 - B
2- M- 4- = B S o

[1244]  SEJtf5]308 : 4k & W04 5382 (2S,5R) -5 (2-FZ8FE ) —1 - (1 - (4-FHFE A 5L ) iR g —4—
B ) ML e —2—FR R AT A — M 7 12:C (S A4FB) M HP ) A4 La I 7R T (1 1 — (A~ fiF DR 3 ) R g —4 -
R A )

[1245]  SEJE1309 : 4L & 4% 5383 : (2S,5R)-5-(2-& ) —1-(1-(2- R —4- g JL 8 3 IR
g —A—BR S ) L be—2—FR IR AT FH 577 8 130 BT AR R (1) 5 72 2 -4 R A 2
A= /P HE R A

[1246]  SZHEH310: 4L 5 H)%% 5384 : (2S,5R) -5 (2-& K5 ) —1-(1-(3-FF A -4 AR
B ) WRWE —A4— 5 J ) WL e —2— FF R A FH — M7 V25 C (54 A4 B) M TR) A4 La R 7 T 1) 1 - (3—-FR 44,
ST B ORI ) R e —4-FF B 6 Ak

[1247]  SLjEfs311: A5 W)%% 5385 (2S,6R)—1-(1-(5b—F—2—fiH IR R g -4 k) -5
(2-GA R ) ML 5% —2— B B 3 FH— M 77 v C SR A B) A HR TR A La R T 1 1 - (52— fiF 2R
FEWRIE -4-F R 25 i

[1248]  SLiEf312: (A4 %% '5 386 (2S,5R) -5 (2-FU AR AE ) -1 - (27 - & -1, 1" -k
IR =43 ) LI e -2 - FF BRI ok (25, 5R ) 5 (2- R AR ) —1-(2 - &3 -[ 1, 17 - 2K -4~
TR L ) ik s e — 2 FR I FR IR 1) A AR S 1 B A i A3 B . (25, 5R) -5 - (2R KAL) -1-(27 - F
AT, 1 -BOR -4k ) b g e —2— FF I FP I8 — M 7 V25 C B AR A) R T 448 11 1 A 2h
23] FAL FALTTIE  fEcarrouse L& H JIANMP (0. 2mL) v i-PrOH(9. 7Tul) ik B8 B4
(0.021g,0.202mmol ) Z, R4 (11)(0.908mg,4.05umo 1 ) F1(2S,5R) -5 (2-JR L) -1-(2 -
FARE-[1, 17 IR ] -4 Bk b g b —2-F R 15 (0. 1g,0.202mmo 1 ) ¥ RMAE 140 °C N
I MNP ZREALAR . 3H20(0.026g,0.061mmol ) o 12 1E 0 Fy , 45 RMFE R 447 o 15 RMFH 7K 7
FE I FHEtOACHEHL = IR o 7K TR 2 2 A OO % 21 0t IS B8 A8 R HE £24) L I FH L REAE BRI UK o
A I A HLZ FMg S04 4 , 3 8 I W 46 15 2148 €0 5% B8 1) o L 7= 4 e ok e 3okl £ 4 92
(EtOAc/PE:1/2) Aifk A3 B A1) % 5386, Y=10% ,P>90% ,

[1249]  sLjfs313: b 5% 5387 (2S,6R)-5—(2-F oK) —1-(2" -F/ -4 -H & -1,
1 —IROR ] -A-Fi k) L g e —2— FF 8 — 7 i C 4B M Hp ) A La Fllrh ) 4 25 443 2]
[1250]  SLjfafd]314 4 A W95 388 : (2S,5R) -5 (2-F I A ) —1-(2-9—4 " — (Y g [ fi
F 01, 1RO T4 ) ML 5t —2— B B 3 FH— M7 VR C (A B) MR T) A La T H ] 44525
23,

[1251]  SLifafil315 A& W9 '5 389 : (2S,5R) -5 (2-F o A ) —1-(2-9—3 " — ( Y gt [ Ji
F-01, 1 —BROR T4 B ) ML 5t —2— FF B 3 — M7 VR C (S A B) MR T) A La T v ] 4452 5
23,

[1252]  sLjafh316 -t 5495390 : (2S,6R)—5—(2-F R ) -1 -(2" -F AL -2-3/-[1,1 -5k
TR -4 3R ) MR -2 R A FH— MV C (4 A4B) I 1) A& La T () 44 2ub 75 31
[1253]  SLjaff317: A& W% ‘5391 : (2S,6R)—5—(2— IR Jk ) —1 - (1-(2-F A —4— (AT 5
Jl 2 ) R I ) WR g —4— e ) b i e —2—FR il ik (2, 6R) -5 (2GR 3 ) —1-(1-(2- 5 HE-4-FH

165



CN 105916500 A iﬁ, EH :FS 139/152 BT

S ORI ) WRIE ~4—Fpe S ) ML I 5t —2— FR R P I 40 A 2 DR T e A A B Ak 79 381, (2S5, 5R) -5-(2-
SR ) —1-(1-(2- U - AR BE ORI ) WR e —4 - ik ) ML s e —2— FF 1R PP IR S P — A 7 V0%
PFB I H B A4 Lo R A 1 1= ( 2- R 4R 2 TR 38 ) WIR g —4—FF R 13- 21

[1254]  SZiEB318 : AL 9w "5 392: (2S,5R)-5-(2-F K3 ) -1-(1-(2-F I -4-FF H IR
FE ) WRIE —4— 3 ) Mg b -2 B -5 5 B2 13 Ji o A ] 1) 7 3 i 2 -4 - A 2R
FRB2-FHA-=F P H-RERD,

[1255]  SEJEH1319: 4k 5995393 : (2S,5R) -5 (2-G R ) —1 - (1 - (2~ ( FF ST e 428 ) -
A= ( AR ) R ) WR I —4— AL ) ML - e -2 FR IR IE L (2, 5R) —5— (28 2K 3 )~ 1-(1-(2-1H
S (= 2 ) R ) WR I —4 - 3 ) ML e —2— P IR R 5 740 e 2 J L B i P PP T g
FTHERAL LA K2 B8 J A3 3 . (2S,5R) -5 (2-&( K3 ) -1 - (1- (2- T F—4— (= FF 3L ) 45 3E)
WR e 4B ) Mg fe —2— FR I PR IR 36 FH — e 7 32:C (B A4 B) A HP ) A La AT T (1) 1— (2 i k-
A-( R R 4R ) R IR -4-F R A5 3.

[1256]  SZjifafsi]320 : (A %5394 (2S,5R) -5 (2-F R ) — 1 - (1 - (2 fiE B R L ) R W —4 —
B ) L e —2—FR R A F— e 7 12:C (S A4 B) M HP TR A4 La AR T ) 1— (2—fiF R DR L ) MR e —4—

R 5 X

[1257]  SEHEWI321 : 4L &5 ¥4 5 395: (2S,5R)-5—(2-S K H) -1 -(1-(4-E T 1) IR g —4-
PRI )WL bt — 2~ FF B AT FH —MBe 5 VA C (SR A B ) M A TR A& La AT A 1) 1 — (A- T JE 0 ) R g —4 -

F R A ik

[1258]  SZJf322: 4k & 90955396 : (2S,5R)-5-(3,5- “HIKFL)-1-(2 - & H-[1,1"-
RO 1 -4 ) ML e —2— FR BRAT FH— M7 VL C A& AHRA) A FR TR 1 11 A (/) 44 2h 45 21
[1259]  SEHEH323: 4k & ¥%% 5397 : (2S,6R) -5 (3, 4- R KL ) —1-(2 - H 4 -[1,17-
RN 1-4-Fhe i ) LN e —2— FR IR AT FH— 7 VA C (S5 AHA) A rP TR L1 AT [R] 44 2045 5] o
[1260]  sEjifaf324 : AL AW %0 "5 398 : (2S,5R)-5-(2,3- JR K KL ) - 1- (2 - & HE-[1,1"-
RO ] -4 5 ) ML J5t —2— R BT FH — M 7 32:C (A& AR A) R )4 In L AR ()4 2015 21

[1261]  SZJEH1325: 40 5905399 : (2S,5R)-5-(2,5- H IR KL ) —1-(2 - F 4 HE-[1,17 -
RO 1 =43 ) ML It —2— FR BR AT FH — M7 VR C (S5 ARA) M rP () Lo L AT [R] 442 2h 15 31 o
[1262] L5326 : Ak A% 5400 (25,5R) -5 ([ 1, 17 =IIR ]-2-J8 )~ 1 - (2" -F 4 [ 1,
17 =JRIR =4 325 ) ML It —2 - BRI L (25, 5R) —5-(2—JR 2R ) —1- (2" -F 4 -1, 1" -k
R =4 HR R ) ML e —2— FF IR FR i -5 R R AR (1) Suzuk AR BRI BE J5 1 B A 15 31 . (2S,5R) -5
(2—JRORFE ) —1- (2" -F [ 1, 17K -4 R IE ) ML R e -2 B R AR B e FH — M0 vk C (%%
FA) AP R4 11 L RI20 153

[1263]  SZHEH327 AL B4R 5401 : (2S,5R)-1-(2 - F—-4 -FHEIE-[1, 1" -FIK -4
5 ) —5—(2- TR HL ) ML 5t —2— B BRAT FH— M J732:C (46 A4 B) I Al A L g Rl 25443 31

[1264]  SZHEH328: 4L & ¥ 9w "5 402: (2S,5R) —5- (4-FUHE R ) -1-(2° - HHE-[1,17 -8k
R ] =43 ) Mg e —2—FR BR AT FH— M 7 VA C S AA) R (A1 1p L AT 2h 1S 21

[1265]  SZjifafh329 : (A D% *5403: (2S,5R) -5 (2-F K KL ) —1-(4- (5 FF B4 - (R AL a5t
Fe)-1H-1,2,3- =M1 ) O F % ) bk g e —2— FR IR AT FH— M 5 C (SR A4B) M ) A4 La
i Y A= (5 R —4- R FERBIBE AL ) -1 H-1, 2, 3- =1 =) R IR 5 1

[1266]  SZHEH]330 : 4k & ¥ %5404 : (2S,6R)-5-(2-G IR ) - 1-(3 " -F -4 - -[1,1"-
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RO 1 -4 ) ML bt —2— FR BRAT FH— M7 1L C (26 A4B) MR [ Lafl Hp ()4 2u445 21 o
[1267]  SLjafs331: (&% '5405: (2S,5R)-1-(2" -5 -5 —FIE-[ 1,1 oK ] -4 Ik ) -
5— (2GR SE ) ML g bE—2—FF B S H— e 72 C (SR AEB) M ) A La iR () A 2v 445 3]
[1268]  SEJiaf5332 A& W 9% 'S 406: (2S,5R)-5-(2-G K HE) - 1-(2° -Fl -4 - (=F HF
F)-[1, 1RO J-4- R ) L& 5t —2— FF B S FH— 7V C (S5 A1 B) M T 445 Laa 1 H 1] 4 2w 4
23,

[1269]  sLjafh333: (b 5 W %% 5407 : (2S,5R) -5 (2-F ) -1-(1-(2-FH HE-4-(=ZHHF
B ) R ) WRIE —4—-H L ) ML bE -2 FR R A FH 5 07 R 12 h BT iR AH IR 1) 75 H2-F Ak -4-=
P R-FUORMCE - R 4= F P R -F R,

[1270]  sZjEf1334 : b & ¥0%% 5408 (2S,5R)-5—(2-G K3 ) -1 (2" - -3 —(N-F HL
FEREBE RIS ) [ 1, 17— -4k B ) ML e —2— R B3 — M 77 92 C (414 B) M HH () 44 1a AT
o 8] A 2x 475 3]

[1271]  S2if335 : (A% 5409 (2S,5R) -5-(2-FUR ) —1- (27 - A B -4 - (N-F 2t
FOET e L)~ [ 1, 17— OK ] -4k ) ML e -2 FR B — M 7 ¥2:C (4% AHB) R ) 44k 1a
Al A& 2v573 3,

[1272]  SZHEH336 : 4L B ¥ %R 5410 (2S,5R) -5-(2- & KK ) —1-(6- (5-F L —2-F A AL R
) —5— F A ORI e ) Wbk % Je— 2 R R AT FH— e 7 ¥ C (S 4B ) M Hp [ A La Al [] 44 2y 4453
F,

[1273]  SLjaff337 : (b & W% '5411: (2S,6R) -5 (2-F IR ) -1-(6-(2,4- A ORI ) -
5—FR SR S RIS ) b g e —2— R RS FH — e 72 C (SR AEB) AR ) A La iR (1) 44 22,445 3]
[1274]  SCHEf338 AW 9w '5412: (2S,5R)-5-(2-F oK) -1-(6-(2,4- ~ H A AL ORI )
SR JE ) AL - e —2 - FF R A FH — FBE T v C (A& 1EB) M rb T4 1a it o ) 4 22573 3]

[1275]  sEJtf339 : 4k &4 54131 (2S,5R)-1-(2" - -4 —(ZFmF F)-[1, 1" -BEI -
4-F B ) —5— (2T AL ) IS e —2— Y R A FH — M ik C (S 14 B) A R TRV L 1T v R 4 2w4 453
F,

[1276]  SZjfaf340 : L AW Gw 5414 (2S,5R)~1-(3 "~ A4 - -[1, 1" -BIR ]-4- Ak ) -
5—( 2GS ) ML & B —2— B 1 FH— 322 C (46 EB) M ) 4 1 g AT ) 44 2u4 49 3],
[1277]  S2jEff341 : AL &% '5415: (2S,5R)-1-(2° -5 -5 -G - 1,1 B 2R 14— ) -
5—(2- AL ) ML & B —2- B 1 FH — A2 C (46 EB) Mo ) 4k L g AT ) 44 2v 445 3],
[1278]  SLjf342 : (G H %% '5416: (2S,5R) -5 (2-F k) —1-(4- (36— F S kA -
A =3 OK F B AL ) ML Joe —2— R R AT FH— M J732:C (461 B) M 1aFi2ws & il

[1279]  SZHEH343: 4L 59w 5417 : (2S,5R) -5 (2-F KL ) —1-(2 - -3 - (N-F L H
FEREBE G ) —[1, 17— 14—k B ) L e —2— R B 3 — e 77925 C (614 B) M A ) 44 1g AT
2x445 i

[1280]  SLjfafs344 : (A% 5418 (2S,5R) -5 (2-9/ R I ) —1- (27 -F A B -4 - (N-F 2t
LR e ) - [ 1, 17 —IDROR -4 e ) ML e —2— F IR f FH — M 7 VA C (5% A1 B) M 1g AI2vh &
Jil o

[1281]  SZjfEf345 AL AW %05 419:(2S,5R)-5-(2-F Ik ) —1-(4-(4,6— 4 FLms g -
B3 ) i R Ik L ) Nk s e —2— FR R AT — T 15 C (5 B) M Lafl2E 545 o
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[1282]  sjifaf6346 : (b 5 ¥ 9w "5 420: (2S,5R) -5 (2,3~ KK ) -1-(4-(2,4- & JEms
Mg —5—Jk ) 2R FR I k) L s e —2— FR R A FH— e 7 C (SR A4B) AP TE) A L n 1 A28 16 o
[1283]  Sjfifi]347 Ak A4 5421 : (2S,5R)-1-(5" —F L -2 - -1, 1 —BE A 1-4-3
H)-5—(2, 3- T FIRIE ) ML g bE—2- IR A — RO L CCAAFB) AR [al A In 1 F1 2a4 55 o
[1284]  SZjiff]348 : AL A W95 354: (2S,5R) -5 (2-F IR ) —1-(2° - A Fk -4 - (B JL Tk
BERG ) -[1, 17 =R ] -4k ) b e —2— FR iR A A — M 7 32:C (86 A44B) A Hp ) 44 1 g F12p5 6
J o

[1285]  sjifafs349: b & ¥%% 5 355: (2S,6R)—5-(2,4- KK ) -1-(4-(2, 6~ H 4 FE it
Mg —3—Jk ) 2R FR I ) ML s e —2— R R P — M 7 C (R A4FB) A HP ) A4 1 kL RN 2056 o
[1286]  SLjfafs350 : (A% 5 356 : (2S,5R) -5 (2-F ok ) —1-(3-F & -4 (5-H & At
b i 3 ) 2 B I ) Mk g e —2— FR RS FH— R 7 Y C (54 B) MR [ 1a fli2d 44 il o
(12871  s2jfi351 : (b 595357 : (2S,6R)—1-(4" ~ZH:-2 -F & HE-[ 1, 1" -BR ] -4-F
B ) -5 (2-5T I ) ML g b —2— B i M H ) 4 La FIAE HP (A4 2p 510 4 R A8 B 1) 2 —FF 48 -
421,10 -HOR]-4-F R F B 5 Rl

[1288]  SLjfafs352: (A% '5 358 (2S,5R)-5-(2-F R )-1-(27,3,6 -=H & &2,
37 —IRNLIE ]-5— B ) ML 5t —2— B BRATE FH— M 7 32:C (46 A1 B) I Al A La fl2e4 5 o
[1289] A4 S

Bf$ =] 352 AA

[1290] B 1R H T AR T BEA 0 HE (0. 1% DMSO) , M PBMCIRI TNF B 50T 4% 2% BH f 75
ANFEM B S o R 22 78 NLPS R T 43 L

[1291] B 27RH T HIAFTBEA 0T HE (0. 1% DMSO) , M PBMCIRI T L—65BE 504 4% A Bl fitg —
AW R BL B R 2278 ALPS IR B T 43 L

[1292]  EI3ARIEI3BN tH T AT SE AP BE (K, /N BR LR FP 1 TNFaoK S AR B 1 79
B A0 R NE o B8 7R N P B &= SEM, n =4 MY T8 KU/ o

[1293] 475t T AEXT T SEA-P0T B OK) 5 /0N BR &5 W 28 A R P 9 i sl MR FR 20 (DAT ) X AR R
AR 1) — Pk ST IR B o B85 2R 7R 9 P 3 (E &= SEM, n =R MBI T 6 R /M.

[1294] W57t T AHXS T BEA-PAT BE (K 5 /0N BR &5 W B B % A R AR 1) — b S 01 OB o
BRI N EIE &= SEM, n =4 MBI 416 H/NE

[1295]  E67x T AHXS T EEA- 5 B OK) 5 /N 45 I 20 21 ' 280 R R B — P L &9
) 5 82 o K04 26 7 N F-2MH & SEM, n=FF MY 416 RN o

[1296] 773 H T AHXT T EEAWI0THE(0.9%NaCl ) , 25 RUB D6 45 2 I RITE 4 %) 4% % B I
— P G R B B R 2R 9 P 38 {E &= SEM, n =R MBI T 6 R/M AR .

[1297]1  EI8/RH T AR A R AL A P EE I 7EW020 11/151436A2H A FF 14L& W07
b5 AALPS FI BT PBMCH 42 4 TNF B 51T bl % 411 o 04 32 7 S~ 3848 = SEM, 3 HL I e v
H B Rl AL B W1 B 4R 9 1OuM o T8I ARl FANOVASE A 5 3E A W) 40 () Dunne tEE 233
TG40 W, 3%p<0 . 0001

[1298]  JEEZE AU 5E % :GTP v S&5 &I E % .

[12991 "R H5E L] F T I 58 GPRA3YHAL o« 24GPCR I T FC A4 45 & B 20 i BV Ak Ak T 3
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TG RS, 3246 5 6 AR BRI HIIBGDP IR I LA S B JGGTP 56 EE A 45 A . GER 1 324K
B AR a2 78 HGTPEE I 52 18 1 K G TP 7K fif LGDP , U I 175 00 N 32 A 4 255 4k o 5 AL
(¥ 2 AR RS K GDPAS 4 R G TP o A ] KR I GTP AU S IGTP v SHTIEI [*SIGTP v S5
R IA B AR 5 A (R 3 5 o 12 0 52 V05 R FEIGPCRAIBL LS IGTP v S5 3R IAAH IS 32 A JE 45 A 1) B
77 BRI, 100 e v mT DA T B 5 e i, RAI 16 P IR B AR P YRGPCRIFMB IR L A4
[1300]  JEEHR2HADIN) il 2% -

[1301] @™ M ZRIE AGPRA3EZ A4 (hGPRA3 ) Fy &1 i 1] £ st 12 B 40 « W HE 95 5/ 35 , R0 411 M
R EFIBITECa Mg B R Eh 22 P Eh /K (PBS) T AR , B 4HL T~ 15008 5500 340, 314%
VLUE EE T2 rPA(15mM Tris—HCl pH 7.5,2mM MgCls,0.3mM EDTA,1mM EGTA), J7E
B3 A d Serh A LI R 43 18 32540 . 000 X g R 25minfl T ANE 22 55 OB IRIAE , TIN5
o0 BR (] 8] B FHZ PP AR B i3 o0 B8 o B A U0 B8 T-5000 1 2 PP B (75mM Tris—
HCl pH 7.5,12.5mM MgCls,0.3mM EDTA, ImM EGTA, 250mMEERE ) o , F 76 W 0P M v 7
EA RS E @ FoliniZ iz .

[1302]  GTPy S¥ll5E %L (SPATL)

[1303]  Zill e v FH T I 5E Ak B R AL B ) v 1

[1304]  [*°SIGTP y SUNsEE NAE I N AELOOR L 1) ft AR FR Fh 5 20mM. HEPES pH7.4. 100mM
NaCl.10ug/ml 2+4F.30mM MgCla.10uM GDP.5ugfi F£iA K hGPR43.250ug 7 Ik B4 R Bk
(Amersham,ref :RPNQOO1 ) . — 7 ¥ J5& 0 [ (1) A< K BH () A A 70 (A 30M 2 InM) 5% & 30 73 o

G 2/N], FEAE LR B28 (TopCount, PerkinE lmer ) HH i+ 501 40 b o MR AL A W01 25 S 45
NIE BB IR LAk A W5 S5 1 B RIE K P50 %6 BT s I AL A 403 (ECso) o

[1305]  M7F I SC A (1) 90 52 v o ), S8 7R 16 75 20, R 3 b AL A VS AL GPRA3 32
& TR BIIECsof BRI R « “+++” EHEEC50<200nM ; “++” B F5200nM < ECs0 < 1uM; “+” E g
ECs0> 1M,

[1306]  23:GTP v Sl 52 i (AL A WIECooft o
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oM BmT ECs (nM)
1 S
2 ++-+
3 +++
4 S a
5 4
6 +4++
8 ++
9 4
10 A+
11 L
12 ++
[1307] |13 ++
14 ++
15 F4
16 ++
17 ++
18 ++
19 ++
20 ++
21 ++
23 +
24 +
26 +
27 +
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[1308]

i BB
30 +
31 +
32 +
33 -
34 +
35 +
36 | +
38 +
39 +
40 +
41 +
42 +
43 +
44 +
45 +
47 +
48 +
49 +
52 +
53 +
58 +
59 +
77 -+
78 | ++
83 +
88 +
89 I+
91 ++
96 +-
99 ++
102 +
105 +
107 +
108 +
109 +
113 ek
114 o=
116 ++
117 ++
120 +
121 o
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[1309]

B
122 444
123 ot
125 ++
126 -
127 +++
128 -t
129 [ +++
130 44
131 +
132 -t
133 ++
134 A
135 4+
136 ++
137 ++
138 -
140 ot
141 ++4
143 +
149 ++
150 —F
151 -
153 +
155 | +
156 ++
157 -t
160 ++
161 e
162 +
169 +
174 +
176 +
177 +
178 ++
179 +
183 +
184 ++
189 ++
191 ++
192 -t
193 +++
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[1310]

L
194 44
195 -
196 +++
197 -+
198 et
199 et
200 | +++
201 +++
202 +4+
203 ++
204 +++
206 +
207 +
2724 -+
225 +44
226 ++
227 S
208 +++
229 +++
230 +
231 +
232 st
233 ++
234 | +
235 b+
236 F4++
237 ++
239 ++
240 ++
242 -+
246 S
247 bt
261 o
268 o+
269 +++
272 ++
273 ++
274 ++
275 4+
276 ++
278 e
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[1311]

L
279 4
280 +
281 ot
283 Ft
284 o
285 +
286 [+
287 ++
288 F4
289 ot
200 b
291 ++
292 e
293 ++
294 -+
295 +
296 +
297 4+
298 bt
299 ++4
300 ++
301 o
302 -
303 | ++
304 -
305 +
306 +
307 +++
308 -t
309 -+
310 ++
311 +4
312 o+
313 ++
314 +++
315 +++
316 44
318 +
319 ++
320 +++
321 e
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[1312]

B
322 4+
323 o
324 ++
325 +++
326 +
327 ++
328 o
329 4
330 -+
331 ++
332 +
333 +
334 ++
335 +
336 +
337 +++
338 +t
339 ++
340 e
341 +
342 F44
343 e
344 ++
345 4t
346 +++
347 A+
348 +++
349 ++
350 4%
351 -+
352 +
353 ++
354 ot
355 o+
356 +++
357 -
358 ++
359 ++
360 4+
361 e
362 -t
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[1313]

i BB

363 +4
364 +
365 -+
366 Ft
367 At
368 A+
369 ++
370 +
371 4t
372 b4
373 ++
374 ++
375 ++
386 ++
387 +44
388 F++
389 ft
390 4+
391 +
392 +
393 +
395 o
396 ++
397 +4
398 +4-4
399 -t
400 ++
401 et
402 +
403 +
404 ++
405 bt
406
407 ++
408 +++
409 ++
410 ++
411 ++
412 ++
413 4+
414 +
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415 i
416 T
417 et
[1314] | 418 ++
419 TE
420 -+
421 | +++

[1315] A=k E AGPRA3EL ZH 241 53 1) 24t e RS £ BV () T35S P B AR &5 & (RLB) M v

[1316] HiLAE96FLIR (Master Block,Greiner, 786201 ) (¥)FLHAHZK 50w 1 ¥k 5 34 38 1)
KR WA A (FE D E S0P :50mM Tris pH 7.4 FRE) L2501 78 I 5 22 ik vh 7 R £
TR PEAR IC I FE BRI (EIWO 2011/092284 1 IR FIAKA W9 5 227 ) F1 250 1 241 i I H2 B
(10ug®s A i1/ FL) F & AN GPRA3 U VE AL AR &5 & I e v o P v B9 PEAR IR I 3 PRI
AW Z10nM AR T-25°C T AEKITH I 5605 8, & 5 A 1L JE . 8 (Perkin
Elmer)[¥JGF/Bid 8% (Perkin Elmer,6005177,7F %8 F7E0.05%Bri jth FitiZ 2h ) it 3 . #5
eSS FHO . omI VKA BB 22 P (50mM Tris pH 7.4) e = . IIALB0R] Microscint

20(Packard) , 4 BLE R BEHR ¥ 2 L 91% & 1553 81, S8 )5 FTopCount ™LA 143 8/ FL 1145

[1317]

fi A0 B PSR A RUBIN 58 5 FH A R B I AL S04 21 A2 45 R VAR I B 3 UR

TRAP AEZRP A T IEIE AR BH AL S P R 1 80 PR BCAR 25 A 1 $ i E(Ki)
PR B KIE (nM) TR W T : “H++7 BFEKI<LuM; “++7 B8 1uM < Ki < 2uM; “H B 45 2uM<K i .

[1318]

R4 RLBIN iR AL 5K R

wA-H%B5 | Ki(nM)

376 +++

3717 +

378 ++

379 +
[1319]1 | 380 T+

381 -4

382 -

383 +

384 +

385 -+
[1320] | 394 |+ |

[1321]

MNHI ] L 5P A2 240 P 4 PR 8 TSC) M  v

[1322] A Ja i 55 4% A i (PBMC) £ Lymphoprepth 5 _F MR 2 A0 10 3T B8R I HOE i 4L o
PBMCHAR T-96 L I TEAR (2 X 10°4~4H i /L) i, I 7E37°CF FIEA FILPS (100ng/m1 ) FH3E N
WS AR B R AL A5 0 3 /N o 5 i [ AT 240 M _E= 375980, I 158 FHEL TSATM 52 ¥ (R&D & 4t)
MR8 )38 e ) 2 DO B A LA TNFa, TL-6 B H e Al R 5

[1323] =44 |3 APBMCIK) 4H g DA e JB 0 ) ¥ v I ki, Je et s (9 77 5, AL S 1A
236 71) 5 4 6t P4 401 | A PBMCIRI TNF a3 WA (P& 1) o AR R BH ) Ak B 4 0 e 25 SR DA il 3R (R 2 2K
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N (GR5) ALK LA S, AL A 45 Bk 55 I A A 9018 BILPSTE 5 1 TNFa K~
1150 % #1961 BT 75 AL A 0 (1Cs0) o
[1324]  K5.PBMCINE VL IAL S 1Cs0fH

[1325]

a5 ICs0(uM)
161 11.8
325 6.0

345 0.99
361 5.19
390 5.52
421 2.93

[1326] 47 3R MPBMCH 2 i PR R T30 00 o v v Uy, e i s 1 77 =X AL & 0 157
= A ] APBMCH TL—6 73w (1 2) o« MU AL A W 45 SRR 5 X Pk & 4018 B LPSTS
S TL-67KF 1150 % #0161 Fir i i AL S R FE (1Cs0) o

[1327] 47 3R MPBMCH 2 i PR R T30 I v wh ki, e o s 1 7 =X, 5 W02011/
151436A29 A FF AL S I39 N4 ML , AR B A5 M0 1 F13454 AP w7 b S 7 6k A LPS 3
BRI PBMCH TNFa 7y A I BRI i (8 o

[1328]  FEEMEAR v/ BRABEAY

[1329]  I&8)E WS K HEPECHT HE 16 (CHTBL6 ) /MR YN TR AE YA AR LA S AE 252 5, ¥ 5))
Y iar AERR il NG A BB N, I IR AR R TR T AN i 22 10 RZNEBR, ik 8 T
24 SR G T TR JE VR BRI R) o 25 B VB8 s 1 117 65 B W A A R B O B ERFRE
TR R K 8 H B ASEE AU A8 1R 5 M AL B 2 808 0 SR 38 > R e sh B AL ,
TEF A A L SE IR 2H (n=8) o E 0K tOR , a1 IR/ 1AV 25 25 AR R B AL S B RE
FEFEOR L 0.5h, 25 /N IR P V5 100ug fIE 2 4 (LPS) o /E 50Kt 2h, Fir g /) iR R M 3
hil] £ L3 o

[1330] g7 FHELTSAMM s 2 MR 4l il i 7 119 222 150U 22 45 1L V75 A i TNFa B B AR it

(13311 7 b e 85 PR AR s/ R 2R o U, Jl sk 451 7= 1 7 =0, A A 420 131 il TNF eI 2R
A (K 3A) FF HAL B 4345 1. 2 #| TNFa I 2 7K ~F- (I 3B) -

[1332] 257 28 /BB

[1333] I ZRAEAREREREN (DSS) V5 T FIAE A F 0 28 M B (B FE 5357 TR 25 W 28 0 5 27 R )
AT (1) B e PR 45 1 9% - 2530 Y B T CH TBL6 /IR 8252 7EAK FH /K H 195 %6 W< JE HIDSSIR TR o M
DSSALHR 2 B R R FF i i ik 11 k& 2 TR0 45 280 AL A BB A W o0 B, R4 B 28 A
NIATRIIDSS 2 58 o 5 R &5 G ) AR 2 (DAL ) L K FE R B NIRT RINIGIT 4R
B BN 22 SR AT, FRE R U S T 45 K s E R 7T .

[1334]  BRiG s PE4RE (DAL : B2 80 730444, 3 HAF HDATVF 473 2 B NS UV 7 1
PIME AR E PR 04 FEP L 0.2 4. EIHH I 0.2, 4. G MK B ARIL A /N R I
Sl SE A M EE N N T PR e B M AEAR NN 4 i E T BART S K S
HA 7 BAECGHI L= (Ussing chamber)d, HARFFAESTC T 7 E I Krebs S MR 1 . 7
AP 9043 1 0L Jo HR, 34 22 (“PD” ) FIERAR b S A0 W i e ==
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[1335]  M7E b id &5 i ¢ /s SO A o sl , 3l i SR 19 77 38, AL &1 B E BE AR DAT (B
4) , T S 25 38 I 28 B K B2 (I5) « Y34, 78 Lk 45 i 48 /N BB R o s o 16 T 28, Ak &
W5 1 5 2 0t 45 i Al 2 i S 2R (16

[1336] I %K/BxN/INER A

[1337] 7 5 FK/BxNIE T 4, A JSAF K 5 KK/ BxN/IN BRUSCER IILIF o 75 55 0 R AN B8 2K 45 2
5235 C/0T A6 /N IR VST 1501, FE QT B i s e e i o LA O U 2 E il
RIES RGP EEAD PRI R K 0= 15, | =52 5 3 5 A 83/ i 0 3 e JIi B 40 B
F LU B T B AL , 2= 2R Bk 353 PR AN BB 22 A IRV i i 5 DA B2 3= I F- 1 2 A
1 H K ECGE BT A A BRE S K o £ 9CTT R 15T AT 20K, LA AR 7 e W R ) B R
S O RE L (0. g )& T ARG E ) X RE/INR AN 520, 9% NaCl .

[1338]  H7F F3RK/BxN/N R AR o kA, 3 B i 7 38 A B LR AR I RV 43 7™
FERE(ET).

[1339]  RECAX AR RIS T 23T T UL AIRGA , A AT 53X L S5 it 77 42 Ui B
R A A B A AT R T 2o T » U BH A v P {58 FH 40 3] 18 A2 s 2 40 3] 33 i = PR 6 28
W, IF HLRCY IR, T LAAEAS MBS A A B RS Rh R G () 32 T 1 25 Pl e
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= 1184
5 100 e . Ao 1 1Cep = 9.5 M

80
Bl A St 2381C =57 uM
70+
60
50
H -
30+
20-
104
&f ) T ) ¥ T T T T
.8 74 85 By 55 80 485 40

Log [Mb&dh 1 M

>

TNFLLPS B B E

K1

LAY 111G =86uM

2=
n

5 70 -85 -B0 55 50 -45 -40
Log [fb4-dp 1 M

L8 (LPS }iﬁ.é’;ﬁa& b |

K2

i
el

TNF (pg/ml)

BAH PN

Kl3A
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n B B M E

2/4 1

8000+
70004

i 0y 345
*P< 0,05, student L3,
Py 24 H 345

¥|3B

B - o
—— A0 A M 1 50 malkg #

>

%

&
J T

Y
11 ]}“éi"’i% : /1
’s( ke ; ¢
A ;

s E AR

{}"f : 4 T ¥ L
g 4 2 3 & &
5% DSS&# (R)

Gitg: WA FANOVARBonferroni EER L
*P<0.05; #+P<0.01; #*+P<0. 001 AW 2s5 57 (=% SEM)

“of

K4
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d,;ﬂ- ..
g p <00
2 .
L - |
&Aool
3 74 n ._a;ﬁ_
g . & A A A
* —_sg
L
5a $
, : — ;
E¥ Bt bl
DSS-£: 8 K

FEFANOVA, #EEBBonferroni ¥ EHL

K5

. n NN
EF waod sl
DSS-#: J %

s3P <0, 01; £ B FANOVA, 3£ FBonferroni E 5
BB, BAmgesBiEg.

K6
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L S
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=AW
e At 1
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