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RTiar ZMRmENIL S B SR A

[0001]  ZHAIiE 2 g H 2014411 27 HYPCTE R % F 15 PCT/EP2014/075768 1 X\
FR ] 5 ) Be g i 2 1 H 1 5201480073506 . 3 A IH 28R “F1a7 RIS L&
Yy 2 SR T B0 ZE A .

FAR G

[0002] AL HHYS K n] 1657 RN/ S TR R 77 R A 5 o B R, AL BT
N AT DA H 1 A 44 SCR R T B 2 ) FRAEW02011/073376 FR e B MEGPRA3 I B 71 Bk
5 BN A M 2 b a2 1 AT S MR R AR 25 Tl 28 I DATR ST A0/ 20
Bl 2 M 1) 29 s

BEEEA

[0003] AL HHEHE o] -0 7 M/ S B , 9 A MRS IR o (TNF-) VIL-1BIL-6
A1/ 8K TL -8/ R DA S H e 5 A AL &4 5 B, AR e & Wl 69T
/BT Mo AR PSR BT o

[0004]  TNF-ofE 2 E FIANAE A 1~ e Al 11355 o PRIEE , TNF - a0 KT H i il S 8 B 4
PERME 2 A -, A0 IL- 1. IL-6 ML - 8K ETH s

[0005]  TNF-oAl 425 -1 (IL-1) 52 FH SRS FI A0 , C0 35 BAZ 40 i RN g 41 e i
TV 25 % M (BIANAS 220 - LPS) sk AN AN R (B a2 12 Fs AR e R S8 A6 #) 1 43
WA 2 AR F- o

[0006] L FHHTINF -al/BRIL - 7K T i B o SRt KA SN TR UF 2R A,
AFEIITE ST 58 5 R MRS (IBD) , WHEHABR T 5027 Bl (Crohn’ s disease) J5timit:
5 R ANEEN % 075 i (Pagets disease) s B JTUBAAIE s 22 K VE B BTG s #7010 48 5
FAEVEREVE (10995 5 IR BAT I IR s 2 R B 28 5 B 97 4 5 i MU ST 28 DA H B 56
M JIRAE I X BN IREIR 510 255 11E (ARDS) 5 18 PR Bl 98 P00 5 fek U9 5 il 15 5 4R
JE 3 5 5 8 5 BRSO 5 B2 Ml 7 58 5 BIRIUR 8 5 ey 5 L PRI AR 5 SWagig Joa , B N T Ikl
P T8 5 0T~ b 2 T AR AP e R B 28 B 1 B 0T 5 SR /R IR 255 AIE (Reiter s
syndrome) 5 TR RIS ; B WSO s BEAEIDBUAE 32 SO 5 St I P v 40 s 5 I GG 5 20 1k
AL 5 IR 5 TUUIMIUAE 5 IR B PR AR BT s FR B EAR O 2R A AIE 5 PN B 2 PEOR BT 5 3 22 EC A .
E 3 BB AR A TR E 5 R R AR 5 B X

[0007]  TNF-ofNIL- MOF-7E TP B AN AR LRI PRI b A FEAE H o SRR At ™ A= 35 i)
IR NS IIRED 25 o AR TTARUR R R Fh R A AR R B4 DO BE S B 1 5 1
[0008] L4, [A) K B2 ST 45 25 TNF - o S BB AN ML v (i 25 g v b 4 o 28 £ DA
Koo I i 25 (g R RSB o TNF - ol 1 H e 40 R - (TL- 18 TL-6) LA M Hafp A
THPREIAL, AT ik R 1~ B g rh M ks 4R i i 2 A ZE X (Fleurstein, Stroke 25,1481
(1994)) -

[0009]  FE BN X SETY RAEHRU R, TL- 119 2RO TS S8 A A AR T 2
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I % (Chandrasekhar® A ,Clinical Immunol Immunopathol.55,382(1990)) .7E{di 5%
FE 10 26 T M I B 40 I i BIF o5 b, 5 TNF-afH b, TL- L2 B A 2 10 H R 15 5
(Firestein,Am.J.Pathol.140,1309(1992)) o f¥ JEid- S0z , WS 2 R Rk 4N ik
EL A AN S AZ AN s H o BT HR U R T A R 1~ (AN TL - 8) (s S ARG R 43 111 _F- 3
(Dinarello,Eur.Cytokines Netw.5,517-531(1994))

[0010] L FCHTL- 82 INEE AN/ B R BT Z P IRAS , AE TR RS, TL- 8 1 5T
ISR FR MR 40 IR 1 2 2R sl s (B, k) B2, SR EARR T LA N5
PRAS Ry R NEN7995 (TBD) VERJF « BAIR EHE £35S AE  CAEAT S I AR 463475 AR TE
BT /INERYES % B T ONWE HR R 4 i A E TS, TL - 818 HAATE AR rh VR 4n i )
Ae /7. K, TL- 87K RO FRATR T S B0 D o v R 4 iz ] o

[0011]  TNF-oANIL- L2025 A A AE R AR AN 21 21, H X s g i A -1 DA Hoe 1 4iiediT
A= A R AN TL - 6 AT TL - 842 % A& A O DR AR ik 1) B 2 H OB A A o X
X AN PR - IR A 25 T Fa ) IR AN A R X SR 4T R - S X S R S FR O
Z.

[0012] TSR URRS 1SR FH T INE - o 380N o — 5 10 S Al I TNE - o) AT P 52 4k (181
WITNFR- 555K TNFR-75) , Bk AJ #A 1 52 AR L AF TNF - of S P0 IRAS I sh P A vh J o D)
R o B8 5 A R TN - oA o e PR A B s S AR c A2 FPORTINE -, HL LA 2 U PO
R TR S s i i S o 8% (Feldmann A5 Immunological
Reviews, 55195-223 1 (1995)) o iX 485 i i £ 12K & sl S2 ARFE HURBHMT INE - o fIL - 17
BN o

[0013]  FEHBEPE AL N, XL TS AN B — S8 RV R PR A R iR HLad A RAE
K, HRTE 25 iR 25

[0014]  GPR43 (thFRUFFA2R) J& T-Ga F MBI AZ fA (GPCR) HONE IR , i NI J o i LA E Oy
W NENT R = AR 11JGPR40F1GPR41 (Le Poul®: A ,J.Biol Chem.278,25481-489,2003;
CovingtonZ: A\ ,Biochemical Society transaction 34,770-773,2006) .iX —/NZ K b1
FLEE30% 40 % 17 21—k, I FONAS R BT R i A< B R A R e ik, Horb s 5 s 17
12 ((SCFA) : 75/ Mk A1 43 1) TV GPRATMIGPRA3 , H I HE NS ERTS fL GPR40 (Rayasam
ZE N\ ,Expert Opinion on therapeutic targets,11661-671,2007) .C2Z FRERFNCINERLE
JEGPRA3[I e % 71 o

[0015]  GPR437EAM M I HLAZ4H ) (PBMC) i HE AN 2 JEAZ A 5] anig vh ks 4 rhsi 210 4%
1K - GPR43 55 A 40 Dhae A 5 HH B AZ 4 I AN rh b 4 i 0 43 AL AT AL 3 TR L mRNA ) 5 &
P34 F (Le Poul®: A\, J.Biol.Chem.,2003,278:25481-25489;Senga’F A\ ,Blood, 2003,
101:1185-1187) o st TR, SRR EEFNPIRRER PR & 50D I F kT 2 it RO LPS IS )
INF-oBE I8 S35, PR SR 7 s AR AT i M 25 1 78/ NER s e B RS 1 TL - 6mRNAM A5,
FUREIAL E FITNE - o1 4001 A 22 56 R AR B3 TBDIR) A AT Fh & #5 CE E ] (Fusss , Curr
Drug Targets Inflamm allergy 2003,2:101-112;Tedelind% A ,World J
Gastroenterol 2007,13(20) :2826-2832) . AN, T HiRGPRA31H 1 SCFALE 5 R RS 451
WG 78 AR PR SR 9 RTIEE s HH 1 Y Fh MR A0 e A PR SR 240 28 SR« SCFA
ST IIGPRASTE AR/ NERDS A 1 RAGHL FH IR TNE - aHIMTP - LK, AR H PRz 41 i
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R (Maslowski®s A, Nature, 2009,461 (7268) : 1282-1286) . 5> , X EogE LN | 3L
T-GPRASIIIGTT SEWE Al TG F7 R MEBERs , GPRAS I L IE R M A 48 ME B 19 L FRER AP 1R
RIS IR

[0016]  JET- bk, GPRA3EBN Ak /3 BBl AR 1= R M a7 1/ sl 7l v H A TR T
IE

RAAE
[0017] AL Mam AT 5

[0018]
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[0020]  Hr

[0021]  Ar' 255605 FEu T3k 3 8 U T AL 3 8 T4 F ik ok 4 ik S 5 C, - C,
Bk, P i — AMEe b — a2k DL N ORI 1 3 IR e R R R b
B X ARGT R AP BE AT R A BE DL T L R BREL AL R T R TS
SR ISP S i N N e 2B N AW TR -7 VB NS 7 2B ST IR N N S
FERIRLLUERE R EE o AL PREE VPG IR A RIS L T S L O S AR
N e SIS SR AINGE OSSR SIS S SRR e SR S O 75
B AR T BRI U X T B R B 2 B PR e B AL e B IR R A i 5 B
e

=

SaFE I OF FERIL U e R S BRI L SRR TR R R S PR RE L Joe B 2 R T
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FEGRE B RO | o OB TR e L PALE TR e L P TEIE L 5 RE L 205
RETHCIL | SR e S 2 e 5 BL S AL 2005 S AU e Bt e ik e 5 VP e
FLAAMBERL 2 5L RIS 3L 5 L FL 2 L R0y SRR 5 3 o AU S e
S B PN IS SO et — S Skl RO GE5E — S, e B IR AN S5 AR
ER IR BRI I — B O R B G A 07, BB & 205 2R 05 R I e ik
BRI R AT L OE — N BN S D5 B AR g Oy B ), TR IR 1 B —
AMELEII— A0 UL MRS IMO ISR : 5 3 U et R L OB
FEINGEEE ARSI 2 Bk R e S L AT SR B SR e R SR R b
ST e R S PG S e B R BL L L e PUGE R 2 I e ek
SaHE BIEBREE ST S Bk G IR R B e Tk TR B s B T e 5 s R e R A
FE ST e R 20 e R 2 T e R 2 I e BE R L o OB AR BRI, S PR G EAn BE A
SRS bR SR R e R 2 PG RL B S L o OB R 2 B
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[0022]  LUZHAHE.C,-CMbEdE C, - CoBRKERE  C, - C I  C, - C MR Horh g — A
(s — ANk A DA R ISR : (36 Bt B e B e e B P
BN e S N R

[0023]  RUEH. B kR SHEC, -C FTdE;

[0024]  BJEN.C-R*, FLAPR*EH. B S BEC, -C etk

RE

BL.Cy-C I  p ARG AL IARE L AR e i R B B el e A B e A, O HL 2% A B2 C-
R’ ;
[0026]  L%Z P C,-C MkEdEC, - CoRKEIE  C, - C M EE  C, - C MR Horh g — A
e — ek 2 e F DA N BOZEPTIUAR : 3R Bk« b ARUGE Ik R 2 e ek X ARBE
B BBl H b
[0027]  Ar®JEF53kek A4 053k FRpE L A ERIEERC, - C st , Horh A — MT et gy — ek
2 A DA NS s 5 38 U A2 e 2 D ARG IAGE AL IAGE R e M A B
BB R FAEL GBI 5 A T T T B ORI - 2- 3 ROy L L R
2R ST N T T NPIE AV SR S O RS R ST N e E s ST Nl N e S S
SASERE AL D AUGT AR E I IR BB S O AT AR S5 B b U O RO Ty
RSP AL VRUIL PR U R IE 5 R R B R R AL IR AR PR
BREE T SRR 0 R L T B R S R AR B R A I RS R S R T

AL ST BRI AU BB UL L D R e B 2 AL IR S L BRI
R g R S Oy B S e R R R R AL L S L R R R
ek e AL 7 BR S R T L L Sy BE e R L L e B TR B e L L 2 R L 2
BE eI ST BRI UL e S e B b ARGE LRI, IR G SR I BRI R I, 5
Btk 05 SRR L L UL G B A L L 5 R e A | 2 O L SR L b
TP B S B IR I I 3k e PR e B S Ik L 5 B B S R L e D B e L S
PP R R S B AU, Bl P U ST BRIl e R e R ko PRI o i e, e
PR BN 5 HAEE AR B B A SR BB Bl e PR B 0y, s S 2 05
B 205 B I R AR AT U — e BRI O 2k Al 0 B Ay, BTk
BUREE ) R — MEde g — Al 2 H LA M S N BRI« 1 2R L U L AL
Fedk I X RS TR L IRBE L A IASE AT bl Sk F LI O 3k 405
B RBE SRR b Bk AL T AU L UG SRR PR SR IR SR B S O R ke
AR S AR 5 Bt S i B R S i R I B S R AL T BB S L IR B e R e
AR TR S L D AR BRI U AL PR B R I G B R A S B e A | S HH
BRI U I e R EE T L L 2L PR L e 56 e R T B e S L 2 R e 2
S BERLSSE W S VBRI (carbamimidoyl) FAJE FBKIL e Sl ARG LT
R SNZ N B 81 NP7 9 7 LB AN o 1 N LB AN 82 W L O 8 9 T LB )
L IR S, X RO SR R S B SR T ek A Bt e S e R W bt
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[0028]  R*JiH;

[0029] 'R C, -C, Wi C, - Co MBI HE L C, - C MM HE 5 C, - C 0 B, Pty —
(s — ANk A DA R ISR : (056 Bt B B e e B B P
B REGOR A

[0030] 73 A FHLA 2 B4 : -COOR

OH
fo —'S Ry
N N .
[on  Wpon
N i - N , R7 O i
OH o. H OH
N A\
R7 S i S S ,
[0031]
OH OH
{ N-N T/(
I /N ]l\N’N | \IN
o : H * N-s ’
O
H
»
L/ 5 N

d CFs
[0032]  FLrpRZHER P el S e Ik 55 2k RS be e . A R 2 R
5, I HRT SEFEIE-S0,CH, - SO, BRI HE K - S0,CF,

[0033)  Hif £k IR B ATEAE S B AL

[0034]  R*JEH. X 5 THIE  bedt L IL X ARbE L PRGE L R bt

"5
s

X

ki
P ARUGE S PR S R PR Oy U U B R R SR S bR R
PR B A P R A 2 L I B R 2 B R AL S B O B IL B 07 B
R AL BRI S UL B e AR e S R I L 2 B e R e R L 2 e ik
0 (Ui NESE awre -2l 2= 7 S e 2 Sl e S 7 e STl e S-Sy ST L N
MEIE B S BRI Oy TR S A IBE R 2% 05 RE UL | B RL R AL 2 ik A e BRI R 2
B IR PSRRI RL 2 5 Oy BRI L s B 2R 05 T AL 2 I o RUGERE R L s 5t , 5 7
EERVEE NIRRTV S RS 7N e SR DS g W 2SN TR AR Y S S BV
HBy AT UL F g s — M T et — ek 2 H VA R SN REE AR 11 32 i
2N e N2 S e NE e e - N7 Ve N7 2 AT R - Iy e 7N e 9 e - AT T8 - I e N
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JE R G | R SIS R PRGBS B e S R e U TS
FRRESUIE TTERE L 5 S FPVBEE L U T B R e ik TP S U e S S R T
o ELRHE o PR B PR SE I | S

JE PR SERRIERE UL 0 FR A R R S Rl S

[0035]  R” JEHERC, -C bk, sk # iR A e, IR® A7 A 5

[0036]  R*JEH.BI % L it R bk B AR E R BEIE EREEe E  JeeE  JBR
b ZRERRLGTE SR S B IR e B R SR L B AR L ERE SAE
TRPRSEIE I A VU R U R R e R R U 2R
FREE TS BRI A B R S R S S R PR e S A
SRRE L s SRR I IS R SR eSS L B PG R S PR R A
b PR AUE  JS R AU 0 R U R U e U T
LSS TR Jot RS RE VL 7 RE e T W 20 R T W S T W i 5
Ik PP SR i S R B RE S i LM 1 PR LM PR R T PP i AP
TR 5 SR 0% SR S i o R S e i O R S e ik 0 B
B A B R S PR SE R S 3 2R R R S B 5 T e S ik 4 B
P RE S | (R SRR S U, s S 2 3 e 3 PR B R R R T DA —
AL NIRRT IR R Y, TR BRI 0 B — M — A 2
e DL T RO SN BRI « 5 25 LU ik R R B SR PR B Y
k5 R BRI R b i R U L B S PR U R R R R
SUEESE SRR U PR SR S S SR U L B R S U TR St
SRR SR U R AU B R S S L TTVBERE 5 L TP B L L S S P e
ik SR P B S 5 R e PP B 5 e R 1 P BB B L
SRRTOE L 7 SE S I ST B S PR L e ik S PR S S o
R, B HER SR IR IR GEER , BT R ER A e BT s e — ANk 220k DL R ROSRE I
R S AR R e SRR R SR, S R AN 5

[0037]  R* JEH.C,-C bk, sk F UUR LA 45, IRY A7 5

[0038]  H:JI TP 7 A/ s TS5 9 VB , EOAEABR T2 UMD % 5 2 VENA (TBD)
COFEAFEL T 522 U5 s M i 2 PN 48 5 MG e s B T s 22 R VE BB 5 7
RIS 5 A VERTIR P BE M 11 095 s IR AR s 28 KU VERSHE S 5 1 0 4 s AU Sty
Fe DL 9T 7 X3 TR 2730 2555 (ARDS) 5 MR s 48 MRS s Tk I 250
ST 5 SR 5 2ok 98 5 BB N 5 Fe MR B 4 5 IR 48 5 Iiias s UL PYARME 5 X oL, 9 Ak &
TG PR 0 A 5 4k e T 3R S e B A 5 A PO R I3 5 SRR IG5 5 T
TR TR 5 BB s ES AU LSS 5 R PR 45 5 I OM0G 5 22 SR MEREAK 5 TR0
P55 WCINLEE 5 FR S PEAR T s T S AR T 45 5 PR 283 2 P AR o 5 94 PR A R 5 P e 18
QA TP E B I R RIIUR ; B AH.

[0039]  fEFLEIIrh , A IR A U471 A MR A/ R TS KR 4 2 A VB
(R 3 , TR A8 MR 03 AR T2 KU ST 46 5 4 M s (TBD) , 03 IHRIR T3 &
JEU it M 4 M 9 AN B 98 5 OGS R 5 B ERRMAEE 5 20 2 M BV BRE s M 48 5 e A
PEBEYE 100975 s IBUIRBAMIAG IR 2RI AT HE 2 5 1 260 28 5 R U DET AR DA R I 5 ¢

XU N R 2 (L
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TAE 3 I s BRI 18 25511 (ARDS) 5 18 PR il 98 VR s BE DU 5 45 190 5 510 5
E 98 s LU 5 B bR 7 9% 5 FRMR 78 5 Wty s LRI 5 300 Joa , (BN & T el v JHveg
I 0L 4K R TR A e B B B 23 AE A3 1 5 SR /R EG S5 AE s TR LR 5 P IR AR
I3 s REARE U 5 SO 5 SR PR 0340 5 M 5 20 A PEREAY 5 2R s BITILAE 5 Ik s AR
v s B EAR T SRR 5 PN 25 Z R 5 22 B B PR ISUUE 5 PRSI n i A TR I E 5 T A
RIAFNUR s B R ek 5 i B 1A IR B BB 4 5 25 A 302 10 (D e el gt
25° 1 AT SR RS RN AR 258 .

[0040] AR {55y 5, AR WIS MA L WIS VL S B 257 1 AT 32 (R 3k iR )
SRR 258, H TG 7 AN/ TR 9 A « AR — AN S ) 5, AR RS MOACE B
HIE AP ML 2577 1 AT 2k , O TR 7 R/ sl TRl R s o AR B — A 90t 5 58
AR AL MAG BRI S A S ERZ 5, R TR 7 A1/ B T0ET 28 505 o AR — 45
T8 )5 58, AR IHES B AR B S VA ST R 258, 07 R/ sl i 6 P -
[0041]  HRIHD, A& I A ek & H 227 bl B2 ik E A S Tk 25002 B
D AR, S X (D e EMAN MeE:

[0042]  (2R,5R) -1- (4-75MEN; - 2- D) -5-FRIEME Ik -2- TR,

[0043]  (2R,5S) -1- (3-5i-2,6- ~HIAAEIR AL -5-JRELIE g4 - 2- R,

[0044]  1-[7- (4-80 ] BE-REED) - 1-PA L FHEL - S Emp- 3- Ak ] - (BR) - RJE - L& & -
(2S) - iR .

[0045] A RIHD, A K B A ek & H 202 a2 ok a S AT ik 2o & B
NN AR _E SO T (D BT e

[0046]  Ar* ke - 6- L HERE )T (2, 3-d] kIR - 2- KL IERE (2, 3-d ] IRAME - 3- JLal it e
Jf[2,3-dImkiE-2- 55 /8k

[0047]  GiRFoR MR RIS AE , MIRPFIR T (85— AN AN SEAE6 AL F i — B 5 JEIUR
[P - 2 - 3L 5 5 11/ 5]

[0048]  RPASZ AR A FR I FE s A/

[0049]  D-LZ-Ar®ap/y A~

H
N L'
[0050] OA( T

L o}
[0051]  JHARLZHEbE R, HL o2k 3 OREE ZAE Mg Wk (sl A/ sl R B
[0052] G AIMHE, AL B Sk & 255 B T e 10 Eh A G M A ik 2552 3
D AR S X (D e EMAN MeE:
[0053]  (2S) -1- KL -5 - — ORI b - 2 - FRR P, A1/ Bk
[0054]  (2S) -1-ZKHIMEL-5- (2,4,6- = L KIRHL) Ml -2- IR FR R , A1/ Bk
[0055]  (2S,5S) -1 -2k AL - 5- = FHOR LNt - 2- FHFR , i1/ 8k
[0056]  (2S) -1- KPR -5- Py REME g ot - 2- FHER R , 1/
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SRS NGRS BRI O A A S A R A A S B AL IR
PEASE Oy BB A R S A S A AL e S AR S SR B AR A
S L S S AL I E I AR A S T AR L Ay A AL R
SRR A I IR L S A O BB S I L A S B R L S AL B L A AL
RIGESEIRIL L IR IR IL S I AR I S AL L SR IE 5 3L A5 B ad it i 3t
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BRI BRI R AR S AU 2 R G SR R S R A
A TTCE M Yo s FCLL L ATE ST e S s e EIE S SLE
BRIk Ze P AL R I T I S Z P B U R A
PRI ik 0 i S i PPV 5 R S S PR L B A i PR L 2 S B T L S S
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Jr LRI AT B S L TR | FPDKIE 5Bk PP DR e LI SE 0 e PP LRIk e e
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' Bt K)o wg ke -2- P B8R )
& (2S,5R)-5-(2- fF H)-1-@-((4-F RAFXAA)P &) 466.9
' R P BEAL B A -2-F B8R )
- (2S,5R)-1-(4-((2-# R A A) F &) R F 8K )-5-(2- 8 4713
R A )beb e -2-F i )
- (2S,5R)-5-(2- R X )-1-(4(2-F &£ A K & )7 &) P
' 3P B )oes b -2- F B8R )
- (2S,5R)-5-(2- fLFE £ )-1-4-(3-F AL XA X)P A) 466.9
¥ P BB 42 -2-F BR )
- (28,5R)-1-(4-((3-FF A ) F )R P BE A )-5-(2- R 4713
3 A )rteb i -2-F BR )
- (2S,5R)-5-(2-F A E)-1(4-(M PR EA L) P H)XR 450.9
W B AR )b -2- T R )
57 (2S,5R)-5-(2- R E £ )-1-(4-(B3-F A F R ) H A )% 466.9
' P B A )i 4 -2- T R )
- (2S,5R)-1-(4-((3-FLFE2) A H) R PEL A)-5-2-8 % 4713
A )otte o -2- F B ]
- (2S,5R)-5-(2-F K #)-1-(4-((3,5-=F X Mo 4-2L) 455.9
[0444] B FRAK)R T B )R 1-2-F 8 )
100 (2S,5R)-5-(2- #3 X )-1-(4-((3,5-= F & -1H-wt =k -1- 4549
)T 8 )R P BB z-2-F 8L
(ot (28,5R)-5-(2- f 3R & )-1-4-(tg-2- X F A A)K T 4379
B 2 )it o8 k7 -2- F R )
(2S,5R)-5-(2- #. K 2K )-1-(4-(Ht =2 -4- % F K AR 7
102 Bk )42~ F B 4379
(2S,5R)-5-(2- &3k & )-1-(4-(#t=2-3- % F LA )X F
L Bt Ak ok eg 12 -2- F B e
(2S,5R)-5-(2- f K 2 )-1-(4-(5-F A -1H-vko-1- ) 3K
104 P A 2 F B 410.9
(28,5R)-5-(2- fU3R 2 )-1-(4-(F Mok -5- R )R P B A )
103 A2 F B 7
(2S,5R)-1-(4-(4H-1,2,4- ==k -4- )R 7 8k K )-5-(2- &,
106 F )b br-2- F B 3978
L7 (28,5R)-5-(2- &K £ )-1-(4-(5-(3F 7 K 2 )-1H-1,2,3- .
Zoof 1)K F B )aeeg b -2- F B8R )
108 (2S,5R)-5-(2- R F& £ )-1-(4-(5- A AK-3-K X 45— 4 488.9
-1H-stbod-1-30) 3K F B A ek o b -2- F B
- (28,5R)-5-(2- . ¥ X )-1-@4-(5-F XA 3(=Z A ¥ 478.9
' A)-1H-wtbok-1-40) 38 7 8k K)o 42 -2- F R )
{1 (28,5R)-1-(4-(1H-ott o -1- 2 ) 3R F B 2K )-5-(2- R X&) 196.8
eib oo -2 BR o
111 (28,5R)-5-(2- 3K 2 )-1-(4-(ME vk -5- 2L ) 3K F B 2k )ort 397.8
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UAS

o 4i-2-F B |
i3 (2S,5R)-5-(2- F K % )-1-(4-(3,5-= F A -1H-vtk o -1-
)5 P B )b 2 F R 4249
- (2S,5R)-5-(2- & 3K K )-1-(2",5- = &-[1,1-FE K |4- %
B )erng ke -2-F 8 R
114 (2S,5R)-5-(2- 3K 2 )-1-(4-("E 72 -5- 2L ) 3K 7 B Ak ot
P 408.9
L5 (2S,5R)-5-(2- K 2)-1-(4-(vA " -3- 2 )R P BE 2L )t
B 47,-2-F B8R | RAE
i (2S,5R)-5-(2- F 3K K )-1-(4-(6-F & K =z -3-
. Bt )M 2 F B S R
U (2S,5R)-5-(2- F3K A )-1-(4-(3- & 7% -4- 2K ) 3K 7 Bt
K )yuteg dx-2-F B 4239
(1% (28,5R)-5-(2- FUK A )-1-(4-( =g -3- 2 ) 3R 7 B ik )t
2 F SIS
K (25,5R)-5-(2- # 3K & )-1-(4-(6-(= F A& R K)o g -3-
S R P LIS AN 3 430.9
{56 (28,5R)-5-(2- SR 2 )-1-(4-(re g 4- 2 )R P B L )t
w872 P B8R ' 407.9
{51 (2S,5R)-5-(2- RIHFE A )-1-(4-(6-F H otz 3-8 K 7 8k
BB b-2- 7 8% 4219
- (28,5R)-5-(2- #UK & )-1-(4-(2- F R A HR -3-
it Ak ) e 4 -2- F B R H79
[0445] 55 (2S,5R)-5-(2- A K 2 )-1-(4- F £ A -[1,1-88 K )4-5%
K )oreg k-2 F BR S
- (2S,5R)-5-(2- F IR K )-1-(4'- | A-[1,1-B K ]-4- % k)
oW k-2 7 B L
ttx (2S,5R)-5-(2- R #)-1-(4-(4-F R A otoz-3-K) K 7
Bt A yorkns b -2- F BR i
i (2S,5R)-1-(4"- F-[1,1- B K |-4-7 X )-5-2-FFE £ )=t
Hd 2T R 4413
(5 (2S,5R)-1-(3" F-[ 1, 1"-BK 3K ]-4-F% K )-5-(2- F 3R X )oie
7 P oo (2-BFE) 4413
(2S,5R)-1~(2"- #~[1,1"-FE 3K |-4- 3% K )-5-(2- K & )t
128 Oy ] »5-2- AR E) 4413
129 (2S,5R)-5-(2- K K )-1-(4'-( P A s Bt hie ) 1,1'-5%
R )-4-3 )b b -2- 78R 2000
130 (2S,5R)-5-(2- FUR 2K )-1-(3'-( P A wh fie ) 1,1'-3%¢
% ]-4-# K)meeB 42 -2-F BR - S
131 (2S,5R)-5-(2- AR 2K )-1-(2'-( P A& & b e A )-[1,1'-%
% )-4-3 K)ot -2 F 85 2000
83 (28,5R)-5-(2- S A )-1-(4-( 3 2- L) K P Bk AL )i
Wo-2-F 8 | b
{85 (2S,5R)-5-(2- K 2 )-1-(3",5- = A-[L,1'-FE K |4- %
K )teg 47-0- P 8L ] 442.9
. (2S,5R)-5-(2- AR 2 )-1-(2"- 72 2 -[|, 1'- 36 3R ] -4- 3%
34 bl A [ R4-RE) 422.9
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- (28,5R)-5-(2- FL K A )-1-Q2'-( = & F & A)-[1,1-5 490.9
K47 A )HeoB -2 F BR
- (2S,5R)-1-(2'-(F &2 )-[1,1-F£ 3K ]-4- 3% £ )-5-(2- R FE 513.0
B ar-2- 7 8L '
(2S,5R)-5-(2- K K )-1-(2- 3K f A& [1,1-3 K ]-4- %
17 )oK 7 -
(28,5R)-5-(2- #U3R 2 )-1-(2- F 7 E A -[1,1-3 K ]-4-
138 R B2 T B 465.0
(2S,5R)-5-(2- # 3R & )-1-(2- F T & A& -[1,1-F£ 3K )-4-
128 ) b -2-F 8 hie
140 (2S,5R)-5-(2- fR A )-1-(2-CR 7 AL F RA)[1, 13 477.0
H]-4-3% K)o pE2- T BR
( (28,5R)-5-(2-FR Ak )-1-(2'((4- A 2R) B A)-[ 1,155 531.0
3 ]-4-3% AL )t e& 47-2- P BR
(28.5R)-5-(2- K A )-1-(4-(6- f g -3- )R F Bt
142 B )orog br-2-F BR s
(28.5R)-5-(2- UK A )-1-(4-(6- A 7€ -3- ) R F Bt
i ) 42 T B 1239
(2S,5R)-5-(2- K K& )-1-(4-(2- F "% -4- 2 )R F B
144 A )oHoB A2 7 B 4423
(2S,5R)-1-(4-(2- & -3- & "€ -4- ) X 7 Bk 2 )-5-2-
s AR A )reoske 2- F 8 Tl
(28,5R)-5-(2- #R % )-1-(4-(2- 1" -3- K ) K F it
146 Sy b0 B 4423
[0446] - (2S,5R)-1-(4-(6-(F £ & )eikog -3- ) 3K F B )-5-(2- 514.0
FUE AL )R e -0 T BR '
(2S,5R)-1-(4-(1H-tto -4- 3 ) 3K P Bt 2 )-5-(2- K &)
148 BT, 5T 396.8
(2S,5R)-5-(2- fL 25 )-1-(4-(E % -3- ) R P Lk )
149 P 412.9
150 . GP(;;,SR)-S-(}$Lzr»£a)-1-(4-3a< T AR T B A )HE AL 412.9
5y (2S,5R)-5-(2- §U 3R A )-1-(4"-( P & &% Bk 2K )-[1,1- 5% -
3R 4-# oo ke -2- F 8k '
(2S,5R)-5-(2- K 2 )-1-(9- £ AX-9H-F -2- 3% K )it o4
= ¥.-2-F B 329
s (28,5R)-5-(2- §UF £ )-1-Q2'-( 7 & & Bt £ )-[1,1'-3% 485.0
K ]-4-# A )oteg be-2- F B8R '
(54 (2S,5R)-5-(2- fHE £ )-1-(4-(9 £,-2H-t"h-4-£) % 7 414.9
Bt AL )ereed b -2- F B '
(2S,5R)-5-(2- #.3K 3K )-1-(9- F & -OH-»F o -2- 3% A )ert
155 TP 4339
156 , GP(E?;,SR)-S-(Z-ﬂmﬁ)-l-(ﬁl-a&s& R T B s e 4299
i . &(ZS,SR)-I-GI-* HR T B A)-5-(2- K K )orkeg 42 -2- 420.9
(2S,5R)-1-(4-3% P Bt A 3K FBL A )-5-(2- 5K & )ewd
158 PR 4349
159 (2S,5R)-5-(2- 3K A )-1-(4-(F 2 -2- 2K ) 3R P Bb Ak )t 408.9
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wENE -2 F B |
160 (28,5R)-5-(2- K R)-1-(4-(4,6-= 7 RAHE-2-4)
R B )b 1R -2- T R 468.9
161 (28,5R)-5-(2- K £ )-1-(4-2,4-= F A EE-5-2)
R T B )b -2- 7 B 468.9
162 (28,5R)-5-(2- R 2 )-1-(4-(2-F R A #R-5-K) K 7
Bt 2L )oHeoh £7.-2- F BR ) 438.9
163 (2S,5R)-5-(2- fLR A )-1-(4-2-(= P 2 & &) -5-
B)E P B A )neE i -2- 78R 451.9
(28,5R)-5-(2- K3 2 )-1-(4-(2- "B H o -5-K) R F
o4 Bk AR )t eg b -2-F B8R * ) 494.0
165 (28.5R)-5-(2- FK 2 )-1-(4-(2-(R K -1- 2 ) F R -5- 2
g T Y 4920
et (25,5R)-5-(2- 3% 2 )-1-CR TR k)b 12-2- F B 336.8
(2S,5R)-5-(2- 3K A )-1-(4- 7 & K B A ) ot -2
169 " )-1-(4-"F 3K 5 Bk ) orog 47 -2- F _
172 (2S,5R)-5-(2- FL3K K )-1-(4-(4- F X skwg-1- 2 )-3- 7K o
S ST SRR 4 -
173 (2S,5R)-5-(2- f3R A )-1-(4-(2- AR Ik L -1- 2 ) K 7 Bk 4
R)Hob g2 F 8 B8
174 (2S,5R)-5-(2- RAE X )-1-3-F A 4-"Fh A X FEX)
ook 472 B 429.9
[0447] 175 (28,5R)-5-(2- MR B)-1-(4-(oh "L -1- 1) K 7 e Ak )t
o H-2- F B 4l
176 (28,5R)-5-(2- IR A )-1-(4-B otk K F Bt K )oreod b
2-F 8 4159
177 (2S,5R)-5-(2- FUK & )-1-(1-2- R K K E )k vg 4-%
k)b g2 F 8 4383
178 (2S,5R)-5-(2- fR A )-1-@-@-FE Ky F e &) P
o nkobE -0 BR 7.
179 (2S,5R)-5-(2- K A )-1-(4- 3R KX T # K)ok 12 "
2-FEk 12.9
183 ((2R,5S)-2-(2- #.3K F )-5-(1H-v9 o -5- k) obt o& 7 - 1- 460.9
E)2-F F (1,15 3K]-4- %) F 87 :
184 (2R,58)-5-(2- fU3R 2 )-1-(2- F A -[1,1-5% K ]4- %
A yorkog Jz-2-F B : 436.9
(2S,5R)-5-(2- &, 3R 2 )-1-(6-(2- & 3 X )18 Bt K Yot
189 P oo ( ) LS d58
191 (28,5R)-5-(2- A &)-1-(5-F A& -6- K A jame i)
A7 -2-F B 437.9
192 (28,5R)-5-(2- K £ )-1-(4-2-F LA R AA)R P &t
K )teg be-2-F BR 452.9
(2S,5R)-5-(2- F IR A )-1-(4-(3-F & Aoz -4- )%
- Bt 3K ot o bt -2 B el 437.9

79



" BB B

CN 114773249 B 77/153 T
(28)-5-(2- AR A )-1-(2- F A -[1,1- 38 R ]-4- %
-t H)-4,4-= F Koo 4z-2-F R el
(28)-5-(2- ALK K )-1-(2- F & & -[1,1'- 3 K ]4- &%
o £)4-F R oHob g2 T B Bl
(2S,5R)-5-(2- # 3R A )-1-(2-F A -[1,1-9% 3K ]-4- 3
196 K)otk z-2-F B 436.9
(28,5R)-5-(2- fK 2K )-1-(2'- A [, 1=K ]4-8 &)
197 ottt 5. 431.9
(2S,5R)-5-(2- & * X )-1-(2',6'- = P & K -[1,1- %
8 5143 o £2.2- P 1069
(2S,5R)-5-(2- 3 £)-1-(2'4- = &-[1,1'-BE K |4-#%
1 3 )t eB k-2 F R A
(2S,5R)-5-(2- B E X)-1-Q'(Z 4 F &)-[1,1'-8£ K ]-4-
200 R B2 T B 474.9
(28,5R)-5-(2- L X A )-1-(2,2- = ¥ £ X [1,1- 8
20! 4B R 52 F B 1069
(28,5R)-1-(4"- #-2'-F § A -[1,1'-5% K |4- 5 K )-5-(2-
202 FR A )oreof ke 2- T 8R il
(28,5R)-5-(2- RHE &£ )-1-(4-(4-F & AL E7e-5-£)K 7
e Bt 2k )t oB k-2 F Bk e
(28,5R)-5-(2- &, 3k & )-1-(2'4- = F & & [1,1- 5
[0448] 204 F 14 e 0 B 466.9
205 (2&8,511)-1-([1,1'-lﬁé%]-4-5%&)-5-@&%-3-%)%%%}: 3734
-2-F g
(2R,5R)-5-(2- f 3K 25 )-1-(2'- P £ A -[1,1-FE K ]4- 3%
206 Ly 0 B 436.9
(28,5R)-5-(2- #U3K A )-1-(1-3K A -1H-3R H [d] % »k-5-
207 R B2 T B 446.9
(2S,5R)-5-(2- # K 2 )-1-2- 7 £ A& -[1, 1 K ]4-
208 Ao L2 B T B 450.9
711 (2S,4S,5R)-5-(2- K A )-4-(F2 A 7 H)-1-2-F .4 466.9
[, 1=K ]-4- 5 K oo 4 -2- 7 8 )
o7 (28,48,58)-5-(2- R £)-1-2- F {4 [1,1'-3£ K |4- o
# A )-4-CGR A BB ) mg b -2- F BR ’
(2S,5R)-5-(2- f 3R K )4- FL A -1-2- F RA-[1,1-3%
220 H)-4-3 2k )b -2- 7 B 461.9
551 (28,3R,5R)-5-(2- R K & )-3- f A -1-2-F £ A -[1,1'- A6L9
% 3K -4- 3% AL )or e k- 2- T BR )
(28,5R)-1-(2-FL-[1,1"-96 3K ]4- 3 2 )-5-2- R E X )
224 Bt P 441.3
- (2S,5R)-1-(2"- & -2- F A -[1,1'- 38 2R |-4- 5% K )-5-(2- o

AR AL )ortoR k-2 F 8
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(2S,5R)-5-(2- F3R A )-1-(2-(2-F &K T # K)-[1,1-
- R AP 2 Ao A - F B L0
(2S,5R)-5-(2- R K 3 )-1-(4-(2-F A Eor-3- 1)K Pt
> R)Ho b2 F i 09
(28,5R)-5-(2- # 3K A )-1-(2",6'- = F-[1,1'-BE K |-4- 3%
228 Ry R P B 4758
(2S,5R)-1-(2"- F-4"-F H A -[1,1'-3K 3K | 4-8 5 )-5-(2-
2 SRR )2 P s
(2S,5R)-5-(2- K %)-1-3-F £ A 4-(F=x-5-H)%
- P Bk A ) -2- B 389
(2S,5R)-1-(2"- 7 Bk 2K -[1,1-BE 3R )-4-# 2 )-5-(2- 8K
231 Byt 0P B 448.9
(2S,5R)-5-(2- #. 3K 2k )-1-(2"- 7 A -[1,1-3 K |4- %
232 Ry R 7 420.4
(2S,5R)-1-(2-F & A -[1,1-BE 3K |-4- 5 2 )-5-(4F P %
3 £)HBI2-F 8 Hos
(2S,5R)-1-(2"- 7 & A& -[1,1"-B% 3K |-4- 3% K )-5-2-F &
234 A A ortes AR -2- T R T
(28,5R)-5-(2- L& 2 )-1-2'«('F & A F A)-[1,1-8
8 K |-4-38 B )eroR ke -2- F B 4509
(28,5R)-5-(2- f 3R £ )-1-(4-(2,6-= F f F wtog-3-4)
[0449] o P A0 F B RIS
s (2S,5R)-5-(2- f K 2 )-1-3-F R A -4-2-F A A &% 468.9
S5-2)E P B A )8k -2-F R ’
(28,5R)-5-(2- K K )-1-(4-(5-F & A ot -2- %)% 7
o B AR )t e b -2- F BR s
239 (2S.5R)-5-(2- R A )-1-(4-(2-2-F RA T ARz 481.9
S3-0) R B AR ) eE R -2- P IR '
(2S,5R)-5-(2- f3R A )-1-(4-(3-F £ A oitE-2-K)K 7
i Bt 2K )b ok ke -2- F R 1389
g4 (2S,5R)-1-(4-2-F4-(=F X A X)EFw-5-L)K ¥ 486.4
Bt R )-5-(2- R R K)o e -2-F 8] '
(2S,5R)-5-(2-F R A )-1-(4-(2,6- = F A A% -4-2)
e %P BRI ) 2~ B b
(2S,5R)-5-(2- LK A )-1-Q'(=F £ & £)[1,1-8
2“3 R4 R 27 12
(28,5R)-5-(2- F 3k A&)-1-(4-2-F R A2 -4-K) K T
et B 2 )t 12 F B 1389
- (2S,5R)-5-(2- fL K 2 )-1-3-F R A -4-2-F A A %% 468.9
-4-3) R P B AL )Hog kE-2- P B )
- (2S,5R)-5-(2- AR A )-1-(4-(2- 7 f A g -3-K) R F 4214

Bt K)o be-2- 7 BR
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(2S,5R)-1-(4-(2,4- = F A A F 5 -5- X)X ¥ Bt
e H)-542- B FE K )t o8 422 F 8L e
(2S,5R)-5-(2-FU R 2 )-1-(2- 7 2L -[1,1-BE 3K |4-B &)
e R 2T B 209
(2S,5R)-5-(2- # 3K A )-1-(3-F A -[1,1-9% K ]-4- 3
249 el e -2-F B 436.9
o (28,5R)-5-(2- & & % )-1-2'-(2- & X o =& # -1- A0
FO-[1, 13838 -4- 88 K )orteg e -2- P BR '
- ; W(;S,SR)-S-(z-:iﬁgx)-l-{5-*%%%-2-%’&&)“&@&-% 408.9
(2S,5R)-5-(2- F KA )-1-(5-F AL -6-(2-F RARAL)
252 YA ) He o 42 T B Ml
(2S,5R)-5-(2- R K A& )-1-(4-(5-F & Aoz -4- % )R T
253 Bt 0 P B 438.9
(2S,5R)-5-(2- K £ )-1-(4-(5-4- )R P )t
254 Al 408.9
(2S,5R)-1-(4-(1H-1,2,3- ==k 1- 3 ) 3K 7 B 2K )-5-(2- &
255 IR b0 P B 397.8
e (28,5R)-5-(2- §LK £ )-1-(4-(4-(3F 7 3R 2£)-1H-1,2,3- AR
Zoedeo1-0K)3K F Bt AR )oeng b -2- F B8R ’
(2S,5R)-5-(2- R K A )-1-(1-(2-F f A KK )R -4-3
[0450] 257 KR D 7 B 4439
(2S,5R)-5-(2- RAEA£)-1-(4-2-F AL F L )yk%-1-#
258 By H - B 444.9
(28,5R)-5-(2- K A)-1-(1-(4-F & HEg-5- 2K )kE
29 AR T s
(2S,5R)-5-(2- R E A£)-1-(4-(4-F LA E"2-5- 4 )%k%
- -F R ) b2 T B i
- (2S,5R)-5-(2- F 3K & )-1-3-F & A -4-(4-F K km-1- .
3 P B ) AR -2- T BR :
- (2S,5R)-5-(2- f.3x A )-1-(3- F & K -4-(1- 7 K 9k ~2 4- ASR 0
EST R4 T TSN 4 '
(28,5R)-5-(2- # 3K K)-1-(2- A [ 1,188 K -4- 3 K )
203 HA A2 F B B
(28,5R)-5-(2- fU 3K 2)-1-2-F T & A -[1,1-K K ]-4-
264 )2 F B 479.0
(2S,5R)-5-(2- f K 2 )-1-(4-(2,4- = R Fog -5- L) K P
S B AL ) e g 47 -2- P BR WLt
5% (28,5R)-5-(2- f R % )-1-(4-24- = F & A &FX -5- 198.9
H)3-F AR P B A )0 1r-2-F 8. '
- (2S,5R)-1-(4-(2- #, -4- F f A Ew-5- K )K 7 Bt 4733

H)-5-2- R Kyt be-2-F BR
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(28,38,58)-5-(2- R K K )-1-(2-F £ A& -[1,1-BKK ]4-
=2 )3T R ooB AL 2- T B s
269 (2S,5R)-1-(4-(2,6- — F A A ® "R 3- X)X ¥ Bt 515
A)-542- AR A )wog br-2- F 8k '
- (2S,5R)-1-(2'-(2- & & -2- K T & A )-[1,1-BE 3K |-4- i
FrAR)-5-(2- FR K )k og b -2- F B o
o1 (2S,5R)-5-(2- fFE A )-1-(2-(F 7\ & 7 & H)1,1-3% 477.0
R )-4-F A )rees g -2-F ’
(2S,5R)-1-(2"- F H A -[1,1'-3% 3K |-4- 5 2K )-5-3% H ot
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(28,5R)-5-(3- fUR 2 )-1-2-F & A [1,1-3 K ]-4-#
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(28,5R)-5-(3- A 3R 2 )-1-2- F R A 1,138 K |4-#
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(2S,5R)-5-(4- i 3 2K )-1-(2'- 7 f A -[1, 138 3K -4- 3
276 Ry 0 P B 4204
S8 (28,5R)-4- LBt A -5-(2- FF 2 )-1-(2'-F #A-[1,1-8 8
K )-4-F K )HeoB i -2-F B ’
(25,4S,5R)-5-(2- LK K )-1-2- 7 A A [1,1-3 3K ]-4-
0451] 27 B4 A P )2 P B i
(2S,5R)-5-(2- RHE £)-1-(4-(2-F A A E T -4- 1)K T
280 Bt A )t es be-2- P BR 4389
(2S,5R)-5-3F & -1-(2'- P & A [1,1-B K ]-4- % &)
281 oI 2T B i
- (2S,5R)-1-(4-(2- K 4-F A AT 5- X)X 7 8 o
H)-5-2- 8 K )eog br-2- F 8% ’
(2S,5R)-5-(2- F3R A )-1-(4-(3-F & A o=z -2-K)K 7
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— Ayl b -2-F 8 4204
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EQRE LT SRR 466,9
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AR AL )rtog ke -2- T 8

85



" BB B

CN 114773249 B 83/153 T
(2S,5R)-5-(2- # 2K 2 )-1-3- F f A -4-(t B 4 -1-K)
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JE B AL )ere gtk -2 F B8R ’
(2S,5R)-5-(2- R K & )-1-(1-(2-F £ I K X )ohom-4-H
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o R F B g 4 -2- 78R Tl
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B)-5-2-FF £)E)z-2-F 8 ’
(2S,5R)-1-(3"- 7 Ak 2 -[1,1'- % 3K ]-4- 3% K )-5-(2- KK
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” (2S,5R)-5-2- L % & )1-B3(E)}N- & £ 7 i 464.9
B[, 1T 3K ]-4-3 )i b -2- F B ’
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(28,5R)-5-(2,4- = A K A )-1-(4-(2,6- = F A A& HK
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-3-3) R P B A e b -2- P B g
(2S,5R)-1-(4"- & A& -2'- F £ A -[1,1- 3% K ]4- &
7 A)-5-42- FIR K )wog b-2- F 8- 451,9
(28,5R)-5-(2- fLR % )-1-(2',3,6'-= F & & -[2,3'-Fk ot
8 " ]-5-3 Ak )b 2 F B 58,8
(28,5R)-1-(3'- & A& F Bt A -[ 1,138 K ]-4- % K )-5-(2-
3 FUR A )t aE-2- T 8 449.9
(2S,5R)-5-(2- & A )-1-5- R A 23— F A A
0 (1, 1R A oo ke -2- F B HLR
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B[ 18K )43 K ) oo 2 -2- F BR ;
(28,5R)-5-(2- f K & )-1-(3 4 = A A -[1,1- B K ]4-
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(2S,5R)-5-(2- R K & )-1-(5- fL k-2 A-[L1- B3R ] 4-
[0455] 365 PRV et 449.9
(2S,5R)-5-(2- FR A )-1-(2- A-3'4-= F AA-[1,1-3%
30 )43 AR )R 0P B e o
(2S,5R)-5-(2- &L 3R A )-1-(4-(2,6- = 7 H A& =t 7K -3-
o7 3)-3-RK T B )woBrE-2- F 85 55,2
(2S,5R)-5-(2- LK A )-1-(3- A -4-(6- P K w77 -3-
08 )R P BB -2 T B g
(2S,5R)-5-(2- K £ )-1-(1-2- R A -4-(Z R T £)%
369 FV T IR TSN 1) 506,9
370 (2S.5R)-1-(1-(2- R-4-(Z & P &) R K)ok "% 4-3% —p
H)-5-(2- FR K )B4 -2-F 8L g
371 (2S,5R)-1~(5"- & A& 2= F & A -[1,1- 3K K ]4- # 445.5
H)-5-(2- AR K)o ag bz -2- F B .
(2S,5R)-1-(4-(2,6- = P # Ak otz -3- 2 )-3- ALK F e
372 2 )-5-2- A K)ok fe-2- 78R 4694
(2S,5R)-1-(3- & -4-(6- F # A st =g -3- K ) K T Bt
7 )52 R A )t 1 -2 F BR A
(28,5R)-1-(4-(3,6- = 7 # X %k % -4- ) X F Bt
7 1)-52- R K)o AT -2-F B 4524
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H)-5-2- R Kyt be-2-F BR
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376 (2S,5R)-5-(2- # K A& )-1-(1-(2-# X -4-(Z A T & )R 526.9
)R 4P K ) oE A -2- T B g
377 (2S,5R)-5-(2- 3K & )-1-(1-(4-("D =k X 5 BE K )-2-#% 608.1
R A )gkog-4- 3 K)ok eg H-2- F B8R ’
- (2S,5R)-5-(2- # 3K 2 )-1-(1-(2- 7K A -4-( e oz - 1- & % 606.1
B 23R )9k g -4- 38 AR )ere s 4% -2- F B ’
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' )27 A K )Tk e -4-F A ) Heog 4R -2- P B8R ’
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(28,5R)-1-(1-(5- & -2- 74 & 3K A& Yok =g -4- 5 X )-5-(2-
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(2S,5R)-5-(2- fK A )-1-(3- A 4 A-[1,1-BE K | 4-
A A2 T B M
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420 -5 )E T B AL )t 2 F B 470.4
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(tetrahydronaphthyl) \6-PUSZ53E . 7-PUSAZS AL B8 - TU A3 1,2,3,4- PUA 253 1,4~
TEZEE TR 2- T AL 3 L 4 R kG - EE AL

[0528] QAT ], ARGE N5 28" A EHE AN IRIA Y IR AR e, A R 3 IR
(biphenylylene) I Z=3E U EiEL (indenylene) U FFERA L Hi3k (pentalenylene) I B
5t (azulenylene) 55 o V5 A G ACEHE LI AT Y280 IR AR e B 0 A AT AW e 28580
AT ERR I E S 1, 2,3, 4- DU 250 1, 4- A2k,

[0529]  RGE “Dy BB ol Dy b7 SR f R h — M 9 05 PR I B Bl s B b A o O
Be L AOARPR I S AR L IR R (K- 1-50) FRERR (25-2-350) FIE Yo e b B
I, — PN BUR B A B AL Pl B 5 A L oty i R e —
ik 55 x0T B PRMER I B B ok S BT AL o Y B I D — N 2 R, AR
BIIAMEAS A EZ Y IR

[0530] QAT ], R G0 37 AR B ol B E R 5 — P — 88 e fR B T2
B AE— e M B Z 2 N5 R 128 T IR IR R G, B M &5 522 6
B B R DA IR IR, P — k2 X B A ) — D e 2B 11 5
SO/ sl I -, R BURR 25 - T DA et e o HL U2 i - ] DT gl 2=
AL o W ZRIRRT DL 05 38 IABE 3L 4905 FE s M IR SL IR &« b 252 5 B g A ERR il 4 545 4
5 < TR 5L Gy S L M 5 ks S I | Sep e L i L | S B | — R L T e
85 SN U478 IR 1418 7 Oy 141 o 1 1B 2 N 68 SN 174 1B 2 SN L R SN 17N 57 L - e =1
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ZRINCU AL BRI IR I (BRI (2, 1-b] [1, 3] WEme L (EMY I (3, 2- b WK Mig 3 L IBEmy I
[3,2-bImWEmy 3L ey [2,3-d] [1, 3]mEmp It ey - [2, 3-d ] BRkmp 5L POme - [1, 5-al ik iE
e NI NG = S AV~ S RL BN o SR EURI BN SRSl LIRS B SRl ()8 SN
ML R FIK R (1, 3-SR FFIREIR L (1, 2-FEIF SR L (2 1- R 3L (1, 3-SR g
1, 2-JR et BE (2 1- DR T e L R =L (1,2, 3-IR)FIRE L (21, 3- 2K F
WE WL 1,2, 3- ORI FIE TR 2,1, 3- IR e T SE (Y I e L S 3 ks (1,
2-al MEIE AL 6 - S - A - 1 (6H) -3 2- S ARIENE - 1 (2H) -2E .6 - 5K - AR - 1 (6H) -2\ 2- 56
FMEmE -1 (2H) - 3.1, 3- 2RI ] 5 2 PR KA AL PR IE | SRR | WA 56  nee i G | sl
IhRSE
[0531]

QA SCHr B, R GE N4 5 387 B A I BR 05 PR A G, B RS I e S
(pyridinylene) %%,

[0532]  Zpd5 BLalol 20y FL o A -2 T N AR S
4
1 1 1
X X X 5 (* 3
5 2 5 2 5 N 2
O O L.
4 3 4 3 4 3
1
X#&g: X %A X#&g: Y#A:
N, O %S N. O %S N, O &S C. N
ESGE 54 F M FAF -
oo 2k ok o 2 oo 2 R K
"k & MR o 3 Fr gk & o &
oy Ak o e Frfok K
[0533]
4 4 4 3 4 3
N N
X 3 5 5
2 2
6 N2 N/ 2 6 X 6 X
4 A 7 1 7 1
" Xikf: Xi#EH:
R A whE N, O &S N, O %S
19 : )
w3k A R IRk
E P Y FRek R
LI SF S EE I CF 3
[0534]

ST BERT 7 A FRR AR PR S B AR IOR L
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[0535] =
A |

BEA
[0536]  GnASCRTAE H , ARTE “ZRID 05 B F8 1l BBz I QA ST e SRR 2% 5 B30
53 Bl QA ST A8 SCI 275 B0y RIS FE5 07 o Ik IS 20T 36340590 1 A BB i) 14 S 481 0 kg
e LR EL LR AR s (2-MHmE 3) ZR 8L (3-Nme L) ZRILAN (4-nine £ ZRIL penhng 3.

B

Q- )R K (- )R @-eg )R A
| “‘—NJ
/) N7
ke
[0538] QAR 1], RS R RS " AR — B SR AR S o X B A R e
FLAAFEN — bk s At .

[0539]  gASCRT i H, AGE “GIE L B e T a3t .
NH,

[0540]
‘/4\

(@]
[0541] LSk PR e R K

[0542]  QUACSCAIT A, RTE “FRpRSL” = di 1~ 203 H .
NH,

[0543]
A/{\

NH

[0544]  HH KPR 4% R
[0545]  QrASCRT Al FH, RGE “FeE KL B N st .

[0546] ‘/Q

[0537]

}

99



CN 114773249 B W OB P 97/153 T

[0547] R E AR

[0548]  SCIATH XN EWEA 2D DANFRA, FHHE I AT E A F ) a7 A R
FIEARAAAE I, AL W FE A R BRI A A 4, I H A A SN e e &9 , 1fn H.
I AFE AN A R LR B AT TN ARSI S 1« 48 BB S W B — [N IR A 4
I, T AU O R AR S P B i 3 20 i 28 A AR] 5 (S HR TR A B 1
DTG AR T A BN S W) o i 271 s R A SR ORI 43 AT LA ) AN 4
AT S @& A2 . 2 Wl iStereochemistry of Organic Compounds,
E.L.Eliel,S.H.Wilen#IL.N.Mander (Wiley-Interscience,1994) , Je Tt A&f{ bt 5| 1
FEANARSL.

[05491 >k FAACK BRI S A R A BEAE A SO AT il S0 2% () HRBTER (e )5
B — ) g )~ S () 7 P o VKA 2 o fif FH SRS 220k B A
PRt 1 [ S R A BAE T A P RR IS AR S R, ERARAR S I N SOE e 2 I T
FEE A A A 1A o A SEBE al R R 22K FL AN Rt It 1 1B s U R (U Ak |
TR RIS R A

[0550] A K BHINE S PIE Al S — LA _E AR IR I - fEX S8 b S, il SR 20k
iz AN FRbR - 103 S U B S A A T A AT BRI AR A AR, BRIAFEAR S I T S
R T 3 B U AR A T A S AR R o AR X e v i ] S0 sl i s i S AR A b

7o,
F TN Ph’O\COZH Fo Pht\““‘"(ﬁ) G O,H

Ph&ccm
N 2
H
£,
s u cis s
! C ) "1 CO,H N
N F

8y bR AR R A

[0551]

R,
ph\\um\\N&COzH

B 22 7‘|__;‘ Ph\\\\\\\" v COZH *n Ph N ”“”‘“COQH
H H

2,
Den trans trans
Ph "MCoH
N
H

8y ShIH AR A A
[0552] AR ST LA S 2557 E ez b I . XTI S 2577 T2 i Eh
FUFR LR IR ER AIRRER » S 1& AR DAL U e s b BRI B - ST G SR L - IR
TR ZURER IR IR L RAAIRER RIR A TR/ IR ER RIR AL/ IR ER IR EL A A
IRRIRER TR ER AT R B RAIRER - & ZHAIRER - SRR \HIRER IE W ZRIREL 7 Pkl
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FRER MR ER  HTHTRE R Hh 7S SR BAIR £ R AR AL - A U/ AU A A/ R
W AU /) 2 CIEREIRER  FUIRR L I RIREL  EDoRIRER N —IREE PR R 2 |
HIEIRIRER 25 MR TR (naphthylate) \2-ZXAMRER AFRER AR H:  FLIHIRER  FERRER A
BRER BORZEIREL BEIREL / WERR A Hh / BEIR — A Hh  FE 2R Eh R ER RIS 5 33 R
SRR A RER  TIOREEIR Eh \ — I CIRER IS 25k (xinofoate) - HIE ABER H
TR R R FIBRIE K - S 05050 RS 28R« B i 3% (benzathine) V5 B — O —
CRENZH SR R Bk A G - CBEHE (olamine) VBRLVEN G T =B 2- (COHERD)
CBE P R 4~ (-2 5L C D) MR B £ o th AT DU BB AR 2k , Bl an-Fmmi ik £h
FIEA5EE o PELE ) 2557 1 W] B 1 AR A S U/ SR R A/ A IR A 2/
FREREE PR EL AR LA LR ER -

[0553] UL WIS o AR FE AT LA MRV EFE AN, AR BRI S iT LU B
I IR S AR IR HOTEIRIN  SACZ WA S oA B 1 (AN I, A
W TR 5 208 2o R Y ok Ui R e R Pl 3 001 N R I fE i R/ B ) 3 A
(i

[0554] LTSIy b T2 O ER T A i ax 28 7 125 P kg — Fefvasle 25 ol 5 -

[0555] (i) i s\ AL A1 S50 BRI IR DN 5

[0556]  (ii) i (UL M 57 SRR R 5

(05571 (iii) it AT MR B 1 O AT AR RS BRIR B AR 1 DR 9P Skl 2 8
7y IR A @ PR AT A A N B s N BRI B4 5 Bl

[0558] (i) g 550d 2 FROIR S R B A B i Y B - A b R UL S R — R b e (e
1 —Air

(05591 Ffr Ay ixX L8 S W MR b AR Vi g R 7o Bh TR ROR D CTE T HLaod i e B sl 1l
I A AT R £ PP FL B AR T e B 2 LA A

[0560] KT “VATFH &M AEASOT HI TR W S AL I S A e — Rl 22 F 27 |
PR ITR 531 (BIINCRD) 15 2 5K o BRI KN, SR FARE 9K G0 .
[0s61] RIS, R B £ AAI G 2400 5B A RN AR et

[0562] AL G dman 30 E AT 1, AR ELT A 1R 2 i ORIt i
LR R 29 RNIR] 53 A 7k (CBUFE ey S J LT RN B A AR I R 43 A ) LA MR 2 2= bmic
R EY).

[0563] 4N, RV R IL I, 0 FACK AL S AL , Rk 257 b sz iy dh (RN
YR AR ) S E R AR R TRz gk, HeT LABIan T AR WL &5
(1053 BRI/ Eleatil o B, B I EAE PR IR ERIE sk T B TR i
DI R IR o0 A s B BRI A

[0564] A 1 b e iU SOOI A 255 b RS ORI 2 R #2580

(05651 QpASCRT it I, AR TRk 2587 iR AR N IO L AL P i I 25 AT e
B2 E TS T A AR - TR 29 RO R A T3 Dne Ay v] FTE I LA 5
FEVRN AR TS A S5 - AR H Y, @ R 7k 20 E IR IR il , ) Se b
i 05 LM B S BT BRI AN — S R P R B IR IR s DU MR AR A 232 1% B R 3R 2
WARE T &9
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[0566] K2
2 Q
-C(0)SQ B Rk
-C(ONQ'Q? Qfe QX fR ik A :

H, %X, F X, OH % NH,

-C(0)OCHQ'0(0)CQ? Q'=H &R &

[0567] 0= HEAFL
-C(0O)OCHQCI H &5 %
-C(0Q)s t A
-C(0)OC(0)0Q WAk B
-C(O)CH2Q SMe. SOMe. SOMe

[0568] QA 1, KGE “HT 2457 B A B IE B 25 MR AT S ¥, Horp 24
AR BRI S e NS T, I FLAE T 25 Bk s I 45 245 251 S ORI 2 i ek 2
HAT.

[0569]  Rif “REE” SR E Aol IE AR e 2 DT JP P ol 8 nlil A 5 e R G Vi I
S, AL .

[0570]  RGE “N” ZARMIFIPEBIAL TAERT A BB B BRI A2E L 2L F /DA F AR ik
N AR

(05711 QAR A, AR3E “V89T (treat.treatingflitreatment) ” EAN S FHZE MR ak 1F5
A B AN/ Bl LA ALK o

[0572] TR, Kk “PilY5 (prevent.preventingMlprevention) " & fREZE B fH 1E
S RE B A/ B A AR R AV E HERR BB 2 FEAT oo « Bl PR A5 A i ok
PRI U ) T 7

[0573] QAT ], RIE TR A0 (ak S i “Aalest”) BARe s 251 A kih 2
DLk B ER VAT Y B 7S S8R AT M A sl 1 il gy (P9 AnGPRA B 7 sl 3 o3 I sh 71 it
[0574]  Rifi“452y (administration) ” s AR R (FIU1“45 2y (administering) ”) BFRIAIfF
TRTY S TBAE IR B ) B Rk oD 255 AT B2 A S — B Bt Ve
FNERIE R 2> (B UnGPRASIE N Bk 23 Zh 71

[0575]  “Zy~¢ Ll He ) AR AW AL S o i AR A I FON RS e &

[0576] AR ], ROE “BRah 17 BE 2 455 2 S RIS B0 4n B N S R PR RC AR « A &
HA Bl AT AR T SR A, DA S AR IR 4 3 T e BERRAR R o

(05771 QAT T, ARE “EB o BRah A B AN B TSR A S I & 4T # A
A7 -k N AN R AL eI bl 8

[0578] QAR 1T, ARIE “ZoW it s VR R sl B A o s ksl s P A o, A
FLAR AL IRN/ ok 45 25 29I VR 57 o 298N W A PR R S0 B 4B LT S B S I T T A
NEJAR

[05791 QAR 1T, ARAE “RVEDN” 2 o< T 25 VRFIEAE T 208E 1 A% 2E « FH 2E 5 |
W S R T SREMI LS o 1 28 5 M C R AP T2 A 57 48 5 117995 (IBD)
BFEEAPR T 50 2 B0 B PG5 R ANEE 1A 5 5 R R 5 B BUBAMIE ; 2 K VS BEJE 75
B 58 5 MRS P 1 1 005 5 TR IR BAM B A 5 2 BT ATE 4 5 P 5719 2 5 AU S 7
RV E T JIE 3 I A BTN 18 255 E (ARDS) 5 P8 PR i 28 VRN s BE T A 5
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P A5 75993 5 TR 5 B 4 5 S USR5 Bl g 4 5 I 58 5 W s UL 5 X o, 9 anhk &
TR BRI 1R M5 J5T Ak A TR AT PR R P 25 SR P P15 SRR IR R A AIE 5 T
PUBE PRI ; B WSO s AR U 2 SO 5 e PRy 40005 5 i M0 5 22 VR 5 ik B9
P TCILSE 5 M BEPEAR T 5 PR BV ER D CZE A AIE 5 PN 85 R PER P 5 AR 2L PGB UILAE 5 FH AL 151
WA TR E SRR A IR 5 B AR

[0580] QA SR, ARGE “4ii R 2 FR e an e thae I ELAE A o e  AAE ki I
JS 7 HR R i TR AE B E TR 231 IO AR 23 AT 20 K« A IR - (R S B R (EANBR T
FIAms T3 -1 (TIL- 1) BETL- 18 A 4ifi st 3 -6 (TL-6) 141l s T 2= -8 (TL-8) AMHEg A sk A
S ETNF - 0o

(05811 QUASCRT il T, AGE “INFIL- 1. IL-6A1/5 IL -8/ SRR B kA B et rh
INFIL-1.IL-671/5k 1L -8 & AE/E AT A B kA, Joie & B ENINE IL- 1. IL-681/ 5k
TL-87 5,k L TN IL- 1. IL-671/5k TL - 85 5 ) — 4 PR i, o IL- 1R 3%
F R FE AP TL - 1= A sV R TNFRO 45 R B R B A 2 I INF A1
[0582]  ZJH T [ STFEE B 4 B PR AR A W o 1% 8 545 5 7 S AR A AR 1) R 5K
Tt 75 5, A AR AL BH T .

[0583]  {b2~ 5 )

[0584] [ SSAMIEIH, 5 MIFT A RS ¥R CH HL A OV ISR == RT) AT,
[0585] 43 #iT 2R3 2 € ik i) (TLC) T M SN, Ay PR €t 10k % DA M S b TR Ak
AT B IO TLCAR SEMerck TLCER IARAEZ60F o, o ZERT TN {1 FHI 28 SR
(- =254nm) B 2- PNEEFH0. 1% /R FH I 2% {0 A 5l /5160 °C T INFARIKMnO, i 2 741
(KMnO, , Na,,CO, ,NaOH , H,0) 4 TLCHR 't 21 o

[0586]  frAgilent LCMS P FHL M2 HL 2 (EST) 3RAFHPLC-MS i . Agi lent{¥ A8 045 H
HRFERE1200. —TC4E 1100 5% KA MIFE1100F16100Single Quad. T {ii 1A EXBridge
C18.

[0587]  PEBLiE IRA (H,0M1110 . 1% TFA) FIARB (ACNHI10. 1% TFA) TR A9 - Frfifi
FRUREIE QT BB JEA (FRTRIARSRAE) < PRFED % I IRBI i R S5 A 143, 7453 BN 2R M g I =
95 % IR IRB, 7L 17 PP FE R PRFFAED5 % , 710 543 Bl N [l R A W 45 F I HLAERFL 53 s BB B
(FHEFIRAL) « PRIFS % A TRBI I A A 143 B, ZE 105 BN £R B 2560 % , £E0. 553 Bh A
LLTEINNZE 95 % , A1 34 B B rp AR - 7595 % , 750 . 545 N 0] 2 i ) &5 0 HL4E 4514y
B,

[0588]  frAgilent 1100 (—JCZEANGI KA A T8k H 2h (F 2 REERF1100) 7
ST F T A et e P o i A A 2 S R U CHIRALPAK TA\CHIRALPAK 1Bk
CHIRALPAK TC. HUHT-PIr 45 21 [ I S A A ke A E XTI S AL AR (1 40 s e B I &1 <
WIIREE -

[0589] - KA (0.1%TFA)

[0590]  -CLEEANARE (0.1%TFA)

[0591]  -CUEANCFR T (0.1% TFA)

[0592] - LAl — e (0. 1% TFA)

[0593] - CUe AN HHELRL T 25k (0. 1% TFA)
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[0594]  7E2k HWatersffJFractionlynx{{#§ I I AHPLCAlL  1ZANFS FH A T 4LAk :

%zﬁ%?‘é%%\2767*%%%@%%@%’2%@%&11\515HPLC§<\2525:75¢%§$%§%\ﬂfa‘él‘@f2993

Jor RSV A cronass 7Q.FF iR Waters Sunfire C18, PBHOLH

A (H,0M R0 1% TRA) FIFATRB (ACNHI0 . 19% TFA) (TR A1) B TR S P A7 AE 2 TR
BT, LM FE 53 53 B A M AR 570

J[E?:ir]; /%T_Agi lent 110018 g% (I LI MBI KAGMIES) 1A N TG, 8 S5 B i e

CHIRALPAK TAEECHIRALPAK TR T Tk il 45 FHIHPLCAE o R T8 14347 75 - 1

A A A T T A AR 1 40 S e B R S« TR S 5 T T eeSE I KL

A o \ .

[0596]  {¥Bruker ARX 300MHz |-it!s'HANC NMRYECHE o A2 DA 1 5433 (ppm, 3 54437)

TR ARG HEVLIRZE BT (Hz) 2R o o9 SRR T 2L PRI LA Jys (LERE) d

(THER) t (EHER) q (FHER) m (ZEX) #br (5) .

(05971 Y55 AU R AR F T L AL 2 i e R 7 , 491 4nSigma Aldrich.Acros

Organics VWR Int..SopachemikPolymer labs, H HiH] M4%5 .

[0598]  ACNkMeCN: ZJi%,

[0599]  DCM: — 4 H%,

[0600]  DCE:1,2- —SK%,

[0601]  EtOAcikAcOEt: LFRZFE,

[0602]  EtOH:ZJiF,

[0603]  MeOH: HIfiZ,

[0604]  TPA. 7 AME,

[0605]  PE: {7 ik,

[0606]  NMP: N- F LR ML i,

[0607]  RT: =0,

[0608]  DIEA:N,N- — NI,

[0609]  HATU:0- (7-RUZHTF =M - 1-38) -N,N, N N - PO FIEERRER o ma st

[0610]  HOBt: 1-¥EATFF =mhuk 1 - B IR =K &5,

[0611]  DMAP:N,N- — FHELG g

[0612]  Y.p7k,

[0613] g.77,
[0614]  mg. =TT,
[0615]  L.7FF,

[0616] mL:ZTJ},

[0617]  uL. %},

[0618]  mol:E/R,

[0619]  mmol: ZEPE/R,
[0620]  h;/]NK,

[0621]  minzkmn: 435k,
[0622]  TLC:HJZ ks,
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[0623]
[0624]
[0625]
[0626]
[0627]
[0628]
[0629]
[0630]
[0631]
[0632]
[0633]
[0634]
[0635]
[0636]
[0637]
[0638]
[0639]
[0640]
[0641]
[0642]
[0643]

MW 53—,

eq: i,

THF ; PUSHRR

TFA: =3 IR,

Ac : ZJESE% ’

ee N IRAARLE

tBu: i | FE,

P: 11 HPLC-MSUE ) 254nm [ HJUVALEE,
rt: PRETI TR,

BuLi: | A4,

CDT s Fpee —Ikmg

TBDPS : i | Jik - AL LTI,
Boc,0: HkIR AT M,

TBAF: PU | J5 L%,

S-Phos:2- IR ILRERL-27 6 - — HAE LI

RM: S NI,

Nu: SEAZAA,

DMF : N, N- — FHEL iz
TMS : = HHEL FH R AL

— AT 5

T AR WA P S M) — 5 R 15 €1
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BREFAF

O ;
A=B
0 3 > o
Ar’ N + L 4 X Ar’ N
H O Ar ’g L
1¥ N0
1.1 (1eq) 1.2 (1.1 eq) Ar2 1.3

BEFHA: x=Cl
DIEA (1.1eq), DCM, RT

HATU (1.2eq), DIEA (1.2eq),
ACN, RT % 60°C

[0644]
L 0] 1’0\(0
Ar
Ar1/Q\( N
OH
2& O_ 172’&0
Ar?
bei &% ik Ar2 1.3a LIOH (4 eq) 14
y P - -
. %% HPLC THF/H,0 1:1
RT - O
O Ar'" N
Arte
N /& OH
i, D= 1270
L2 o I
| Ar?
Ar2 1.3b 1.5
am) 2 9,
- ] Ar1 N
OH
Lz’l*o
|
LIOH (4 eq) i O etk Ar? 1.4
[0645] g, ee————p &N -
THF/H,0 1:1 2 J%O OH 3 %% % HPLC
RT .
O
A I we
r 1.6 Ar‘ N
OH
By &0
Ar 1.5

(06461 751 : T A R4 (L A Mt — A7 ik

(06471 M 45 1 2 B T I L L PG Lk et b DAL . 2 P B e e 72
RRALA B A IR A L 71 3.

[0648] i, 22 ) A AL 3a i1 . 3bilid (i (Hei (e o5 4 FUHPLC) 4
0BT AU B P AL 311 3bilb AT 5Y, 45 B 517 I EaRe =41 A1 .5,
(06491 BLHLE Iy 3k, FIRIAL .3 P LR i A A 22 S R AL 6, ST s (B
S (S 4 ROHPLC) A EE T4, PR B A S 41 L ARIL 5.

(06501 Jy177 27 I W e P I AL . LTS G gnar d o5 5 SR A o
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OILCOZMQ

N
1
Ar'—Nu Boc

TFA (10e
2.1 (0.8eq) 22 N1,<_\—002Me J

Nu: MgCl\ MgBl‘ 5\. Li THF, _Tgoci RT OHN“BOC DRC-IM

; 23 D‘
BB & P N CO;Me

C. D& &tk H

N1/£~_;>‘002Me S e ArpﬂCN}‘COZME —_— 11a
H

Bt C: (}‘
NaBH(OAc); (2eq) ArT™ SN COsMe
H

TFA (0 3, 1 eq)
24 DCE, RT 11

B3

m

[0651]

B 544 D 1:18

NaBH5CN (1.2eq)
MeQOH, RT

BB A E:

H2

Pd/C (5-10% w/w) 2, PtOs
MeOH

RT

[0652] 5522 T HI A bR B b IR L 11 & BT 56

[0653]  [AIN-Boc-L-FEAZIR FIRR2 . 2P N5 Bk e 2 Gr i gnard i 7y 35 - 412 . 14532 Fh [A]
K2 .3, UColandrea®: A\ ,Bioorg.&Med.Chem.Lett.2006,16,2905-2908VL N Ying-zi XuZ
N, J.0rg.Chem.1999,64,4069-4078H1 Tk . —EiBoc il PR AP FIERRIE S5 F N RIEREFZIE AL
TR BN g rh TRlA2 . 4, F AT DA ik S A T ke 8 S I ) S 15 S b e ot s v TR] 44
L1 AE—ECIE 00N, Z A AL . 1afiL . Ibal i P ik 5

[0654] 5 BLnk b dGrignard ANy 3 -SRI . L 115 S 3H ATt 7 ikl 5 o
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1 )\MQCI LiCl ~MdCl
Ar'=X AL
(1.05 eq) R Cr

-

B

31
THF, 0°C 21a
X=Cl, Br
& T
32
Mg (1.05 eq) MgX
1_ e S
[0655] Ar'=X - R
3.1 THF =
. ER S a4,
K JERT
X =Cl. Br 214
T
B3
i Li
Arl—X nBuLi (1 eq) o SN
3.4 i bt
’ Et,0, -78°C
X =Cl Br 21b
& T

[0656] 75 53 : I I3 BBl e i g My B - I i s R 5 BTy €

(06571 F5HEEl i dkGrignardiiil2. lailind /5721 G AL St/ UL D) Bl Jy 72
(B0 MW7kl &, F HOy R -#ER2. bl /573 GE T 5640 5.

[0658]  N-Boc-L-fEAvaR A2 . 208 HI 5 S€4 T Is T EE B R

ﬂ SOCl, (2 eq) D_ Boc,0 (1.2 eq) ﬂco "
o il 0P\ ~COzMe 0P~ ~COMe

[0659] H MeOH, 10°C £ RT H DMAP (0.1eq) y ) S

41 42 Pl )4 2.2
[0660] 75584 . HIJ-Hil£4N-Boc - L- FER SR FRER2 . 211 & Al T &6
[0661]  KL-FENLAIRA. 1FEAC R4 . 2, M L — kR — U T BRI TBoc PR 47 1521
HIEAR2. 2,
[0662] I FEANLI T FERIR P [A)4A L . 2afli 5 5 R = g2 (abike) HIfE—Fh
B
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. Pd(PPh3)4 (0.05 eq)
S CO-Me .~ B(OH), Na,COs (3.3 eq)
o

-+
=
X R TR TE
100°C
5.1a 5.2a
X=Br&I
& '| CO;Me LiOH (4 eq) ~ l CO,H
N x\R THF/H,0 1:1 ~ m.\R
R RT rIL
= =
5.3 1.2a
&b

Pd(PPha)4 (0.05 eq)

R
ATy e
+
= = e
X B

TR 100°C
5.1b 5.2b

[0663] 4o & X1 =Br & [, M Xz =B(OH)

4% X;=B(OH)2, M X;=Br &1
R ~_-COsMe LiOH (4 eq)
o -
N = THF/H,0 1:1

R4 — RT
5.3
wiE e

Pd,(dba)s (0.05 eq), S-Phos (0.05eq)

R‘\x M n X2 K>CO3 (3 €q)
+
A =

R 3 100°C
5.1c 5.2¢c
4 F X1 =Br & 1, 1 X;=B(OH):
4% X1 =B(OH), T Xa=Br &1

LiOH (4 eq)
e —
THF/H,0 1:1
RT

(06641 5 55 FIIT-4Hl 4 TBE S B RRRIP TP 1. 201025 Iy 5

[0665]  {£5.1F15. 2. [ 34 TSuzuk i ABIBCAS BB SLEE T RIKS . 3, Bl AU SR AL A
FFENPCTY FR IR R4 . 2a.

[0666] 5kt S AL T FRIER FR AR L . 2 G T S 35 R R FR TR 1 . 2b 1) 5 586 R i s
T iEA -
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R- X 6.3
HO CO,Me _O CO,Me
\Q/ Me;S04 (1 eq) \Q/ X=Cl, Br
e _—
OH BuyNI (0.1 eq) OH Nal (0.1 eq)
6.1 K2CO;3 (2 eq) 6.2 K2COj3 (1.2 eq)
7 &, RT AR, 50°C
[0667]
o) CO,Me A COzH
~
\Q/ LiOH (4 eq)
_—
o) THF/H,0 1:1 2
RT
R- R-
6.4 1.2b

[0668] 5526 FIT-Hil & A R IR H R L . bl Bl T 56

[0669]  3,5- ¥ FOR IR FIfiH6 . 1 Ifmie — FHER A T FHAEMEAF B R 4R6 . 2. -3 p it
6 . 3L T AT RIFR P RIAR6 . 4, 2B 8 S S B 0B T R A A B A SR R
b1 . 2b.

[0670]  HANRKIG R 2

[0671] (L& We= 2410 iR T 5 &7 .
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/ 0
A\ i e
(8] N COan + ©/ e
e Ju— Ph HN CO,Bn
. TBzoc
1) TFA, DCM w}
[0672] 2) H,, i PA/C  10% WML CO,B
) Ha, N 2N BN, DCM
MeOH
LiOH
COan
O THF!HZO O r

[0673]  J5%T. {Jc/a%éﬁ%m/aé\ﬁk
[0674]  FASLHUAR TN e A2 . 210G iR T €8

ﬂ 1) LIHVDS (1.03 e j}.
O N COQMe ) 1 ( q).._ bcozme + O N COlele

A L O
[0675] Boc —— Nboc Boc
2.2 THF, -78°CZ RT 8.1 8.2
[0676] 75 28 HHELHNAR ML R gl v [R5
[0677]  (BAFIAME BN T DM S PR 5 2 1 THI S BB I F ik 175 5697
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¢ H ) MgSOy, EtsN T
+ 4 E13 = O
S HN" \|/ N \’/
o} DCM o}
cr
9.1 9.2 9.3
Q_ o
=]

9.3 + PhOQS O o

= @ . " .
AgClOy H 0 HATU, DIEA, MeCN
EtsN 9.4
[0678] o
Najera ¥ A, Eur. J. Org. Chem., 2009, 5622
PhO,S PhO,S
Cl Cl
O TFA OH
N e N
@
T °

b5 217 o

[0679]  J5 29 AEAREME I T 7k
[0680]  {k &g 526811 & I fitiR T /7 5104,
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CN 114773249 B
TeoPs 1) LDA, THF, -78°C

0 e 0 N DMAP Q N —_—
DMF H Boc 2) PhSeCl, THF, -78°C
MeCN
10.2 103 3) mCPBA, DCM

101
Cl

MgCl
S cl -y
OTBDPS

= OTBDPS
o [)‘/OTBDPS S o’i_)\’
N OHN

N
H

MeLi N
g gl Boc  THF, -78°CZ RT _
L3
10.4 78°C 105 106 "
| \ TFA cl 3
TFA (10eq) 2 OTBDPS oy &t mOTBDPS 2h
[ N . v N —_—
DCM - H DIEA, DCM
BT 3% ik
[0681] 107 -
C 3
OTBDPS £ &OH
TBAF 1M, THF Y e
—_—
o G H:0, 789
10.10 o ll
|

@

Wadhtmg 268 O

[0682]  J5ZE10: b A Wndhi 26811 & i
[0683]  FE{¥ A4 5 26 LTIl £ Hfei PTG R 443 - FRAE 3L -4 - (4- FRERIRIE - 1-358) SRR

[ Bt 5 €11

HO.__O

F
1.1

TMSCI MeOH, 50°C

[0684]
5 (CHeCN f LiOH (4eq)

Tsoc THF!HZO (1:1)

23eq
11.4

(Ng
11.2 11.3

J3 511 R A3 - FHAE R - 4- (4- FHEEDRIGE - 1-58) ZRFRIRRIN A hk

[0685]
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[0686] (k& Wugm =393 & AR5 & 12m,
X 05%
LiOH (deq)
@/NO? % _ CHON _ % _THRH,0 (1:1) _
N
i NO, @,Noz
CF,
1241 12.2 123 124 ¢l
H COzme
HATU (1.2eq), DIEA (1.2q)
CHCN, rt
& 232
cl
O’[;)‘C%Me : N~ COMe
[0687] OJ\O Ni Raney (1eq)
N EtOH °)\O
12 RO
ON CF, .- cr,
126 125
SOClz(3eq.)
=7 (3eq.)
Et20
cl
@rq)*cozm OfD*cozH
"o 5570
ND\ THF;‘H20 (1)
HN CF, |=3
12.7 12.3
[0688] 77512454 5 393115 ik
[0689] V&5 Wngm = 3690 & AR T /7 21371,
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CO,Et CO,H
CO,Et Br ﬁj
Cs,CO; (2e9) N LiOH (4eq) N
. NC NC 5
Xphos (0.05eq) THF/H20 (1:1) N
N Pd,(dba); (0.05eq)
CF,  THE, 100°C
1eq 2eq CF; CF;
131 13.2 13.3 134
HATU (1.2eq)
[0690] CO,Me DlEAﬁ 2eq)
H4CN, 1t
cl
N~ ~CO;Me COzMe
LiOH (4eq)
0 N THF;’H2O (1:1) ;\O
NCID‘CF3 CF3
13.6 13.5

[0691] 5513 AL W4 5 3691 F ik
[0692]  fL5Wg 5 27N iR Ty 514

o=
0
tBuOZC o
cl LEWTAMANLE, THF
COMe  1.TFA N” CO:Me THE
" 2. Mel, NBuyl,
O - >|\/0 0 NaOH &N
® c'
[0693] MeO EtN, DCM -

o}
cl
. LIOH N~ ~COH
THF: H20 (1:1)

0 c

[0694] 737%14:{%%%?@%%2799@%52

[0695]  —&J5iE

[0696]  —RJ5 LA SRR AL . LI K

[0697]  — 7 IEALA N2 - IR A Bl R4 1a (25, 5R) -5~ (2- S2R3E) M b - 2 - FHFER FH
B FHTRMACLD (28, 5S) -5- (2- AT MERE A - 2- FHIR R ATHR R AL (25, BR) -5- (MLEHE -2-
BL) ML L - 2- FHER HIER (& 123, 4514E) Pl

[0698]  2PUE1. (2-%RED) mh%é%%ﬁ}z:@:l -
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[0699] -0 N, AEAr 50 B, £ESchlenk 8 Haja) i PSR S 8E (5. 76mmol) ££ JC/KTHE Hr
(I 2MIA I FR I\ AR THE ) S 28 (5. 76mmol) B N IR SR H1 % - 15°CHE NN - 5L -
2- K (5.35mmol) , HHFRMAE - 15°C R HE 73 #h3he Kz (2- FREL) GBIV AHIR TR 4]
F-40°C, IR T2 .

[0700]  3PER2: (S) -2- ((RU T AL 2480 -5- 2-SURR) -5- AU FREI A % -
[0701]  --40°C FEAr N, AR BRI RI 1Y (2- FRED SRR A I (S) -5-
FRIEMS B -1, 2- —IER1- KU T Fig2- TR (4. 11mmol) £F 2Z M THE (4mL) HA AR B R TR
G T -40°C R BidE2h, SR 5 1 OmLI RN BRI IR K B  P FHACOEt ZE HU =R, ¥
GIHANWITIICKMgS0, T8, I AE FL s Fhk 4 A W oo PRt e il ik (Ui - 38
152 /AcOEL) 2l A3 BRI A . Y : 425mg (29%) ,P:>95% ,rt=4.24min, (M+H) "=256.
[0702] B3, (S) -5- (2-G( A3 -3,4- 4 -2H- 1% - 2- FHER AR 0 &k

[0703]  KFTFA (2mL) JIIA (S) -2- (GRUT SR H L) 280 -5- (2- SR -5- S UK IR S
(1.08mmol) £EDCM (2mL) HH VAR HE , HRE SN TR 07 20 M B PE2h o FRMz= A 28 T A5
BB A .Y: 574mg (56 %) ,P:>95% ,rt=2.85min, (M+H) "=238.

[0704] D4,

[0705] St W 45 FC: HRRfAcLa (25, BR) -5- (2- GREL) MR JT - 2 - FHTR R AT TR 1b (28,
5S) -5- (2- FAEL) MLk - 2- FHIR FHER 1 S ko

[0706] -0 N, AR RS M = SRR (0.091mol) 234N (S) -5- (2-
SUOREL) -3, 4- A - 2H- I - 2- FIER TS (0.076mol) #£1, 2- 5 %% (200mL) bt
I o IINTFA (0. 76mol) , ¥ SN TR A T %50 M HPEL . 5ho LOMS I 7RI A RG24 8
A5 I IIN BE LI TRA (Z910mL) (PLikEIpH 3-4) , 3 HAFL: R 54 . 5he TG 1Ak
HOAER, JINIK (30mL) , 2RI DN FINGHCO, /K AR (£9400mL) L ZE P pHo B3 B 7K
PEZ HIDCM (2 X 300m1) Z<BY, H- A I A AU 0 /KMgSO, T L as iz S 23
WRY (17.5g) MWl i A€o % ik (Pelbiis : PE/EtOAc) 213 2V E etttk Pl ]
hla:Y:12g(66%) ,P:>95% ,rt=2.73min, (M+H) "=240F11[a]f&1b Y:3g (16%) ,P:>
95% , (M+H) "=240.

[0707]  Z N E5AED: A (2S) -5- (2- URSD) MEHs b - 2- PR FRER IO 5 Bl o

[0708]  BaULAN AL AN (2. 9mmol) HIN (S) -5- (2-G(ZEHL) -3,4- 4 - 2H- Mg - 2- FHER
filt (2.42mmo1) £ JC7KMeOH (20mL) HHIRIATRHT , IR SN TR AP 205 D HcHE Lho S RMAT/K
PR I FIDCMAE L A5 T A WU KMgS0, T4, FHE B2 ik A A BB L S . Y -
338mg (59%) ,P:>95% ,rt=2.73min, (M+H) "=240.

[0709] R EAFE: FRIRIARLE : (2S,5R) -5- (MEIE - 2-F5) MR - 2 - FEPR FR R M2 - JRITE I 1Y
Bk (F123) .

[0710]  ZE10mLE KR, ¥ (S) -5- (MEmE -2-FL) -3, 4- %~ 2H- MM - 2 - AR FH R
(0.208mmo1) & fif £ TPA (550uL) FH1S I (iAo MINFEAK (3. 95umol) (10 % w/w) , -5
I AEH S50 N R

07111 R N RGW T 50 PP & RR S i S PR P ke, DA
ERTERERPRMRLF.Y: 128 (66%) ,P:>95% ,rt=2.34min, (M) "=207.

[0712] N AN T A il T TS EEA MR E TR R Sk
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[0713]  FhfAMALc: M2-7R -3 - GUHIE A% (2S,5R) -5- (3-GUIHIE - 2- 358) N b - 2 - F R FE
fif G123, 5410) 5

[0714]  FhTAMALe : MR - 3- FEBMEEL S A (2S) -5- ([1,17 -IK] -3-30) ML g - 2- R
FHE (G:A10)

[0715]  rhfal{klg: A1-PR-2- 5K 5K (2S) -5- (2- SRR Mg Jo - 2- FHEG F G G, 4%
EC) ,rt=2.5min (BAIFA) ;

[0716]  FRTAMALL : N1 -78-2- FHASEOR 5 A (29) -5+ (2- A LR TL) ek - 2 - FHFR FH iR
&1L, 544D) 5

[0717]  FRJRIAL j: N1 -JR-2- 52K 5 Ak (2R) -5- (2- SURED) g e - 2- HER FAR (5721, 4%
74D) ;

[0718]  FhTAMA Lk : A - GRIERAL EE A AL (2S) -5- (4-GRI0) MLt - 2- FHR FR R (&
0 ;

[0719]  FRTAMALL: NLL, 17 -IOK] -4 - FEEMEBE A AR (2S) -5- ([1, 17 -IOK] -4-F5) it -
2-HER i (GH0) 5

[0720]  FRTAMA LM : M 2- G R IE R EE S AR (2S) -5- (2- G F30) MErE o - 2- AR FR R (&
0 ;

[0721] PRl In: MIRCLBEGUEEE S A (2S) -5- PR Mk -2 - FHER FH (544-0)
[0722]  FhfAMALo: LT, 17 -IOK] -2- SRR BE A AL (2S) -5- ([1, 17 -IK] -2-35) Nt -
2-HE i (GH0) 5

[0723]  Fh[Al{A&1p: (2S,5R) -5- (2- GRS -4, 4- —HISLE L -2- IR R (G440 , 1
J7 E8H TR S R I (S) -4, 4- HHIEE-5- SRk -1, 2- “HIER -4 ] Bir2- HERIT
A3

[0724]  Fh[Al{k1q: (2S,5R) -5- (2- GURIL) -4 - FHILIEIE e - 2- R FAiR (S5 4-0) , AL (S) -4~
AR5 SAURIE R S - 1, 2- HIRL - T R2- IR T 4R

[0725]  HafilfAclr: (2S,5R) -5- (HEME -3-3L) MERE AT -2 - FHFR FH S 5

[0726]  rhAl{Als: (2S,5R) -5- (SIHZEEL) M - 2- IR FH A 5

[0727]  Fh[RIALt: (2S,5R) -5-IREME LT - 2- HHER FHfiE (R 5

[0728]  HhA]fAlu: (2S,5R) -5- (3-FARHL) MM -2- FHER FiE (721, 544H0)

[0729]  rhlA]fAlv: (2S,5R) -5- (4-GARHL) MM -2- FHER FiE (721, 44R0)

[0730]  Fh[R]{ALw: (2S,5R) -5- (3- G AIE) MEMS LT -2- IR (121, S54FE)

[0731]  HhA]fAlx: (2S,5R) -5- (4-FEAKL) MM -2- IR F G (721, 4R

[0732]  FhTAMALy: (2S,5R) -5-PRCLIEME AT - 2 - HHIER FH S 1 0 fiF TP 0, /EMe OHHR S At
(R LLTf A Ak 5

[0733]  H[AlfAlz: (2R,5R) -5- (2-FEAKL) MM -2- FHEG FiE (721, 554R0)

[0734]  rhlal{klal: (2S,58) -5- (2-3AKL) MERRHL-2- FHER G G, 45440)

[0735]  FH[E]{A1b1: (2R,5S) -5- (2- 5 REL) MEME S -2- G HHFE (1R L, 554H0) 5

[0736]  Hafl]fAlcl: (2S,5R) -5- (2,6- JAREL) MRS b -2- FHER FHE G181, 51FE) 5

5
5

)
)
)
)
)
)

[0737]  Ha[R{A&1d]: (2S,5R) -5- (2,4~ — g8 RED) Mk -2- IR FIfiE (R 121, 5140E)
[0738]  Hu[R{Alel: (2S,5R) -5- (2,4- —SURED) MM ke -2- IR FIfiE (R 121, 51410)
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[0739]  FR[RIMALEL: (2S,5R) -5- 7 | BEMEME e -2- FHEG HHFE (122, 500D 5

[0740]  HhlA]{A1gl: (2S,5R) -5-Fp PSRN - 2- IR Fi (A1, 4R

[0741]  Fh[R]{A1h]: (2S,5R) -5- PR RIEMEME L - 2- FHEG HHEE GRAFE) 5

[0742]  Fh[R]{ALi1: (2S,5R) -5- (2-7RIKEL) MEME e -2- HEG HHFE GE1R 1, 5400 5

[0743]  HhAJ{AR1j1: (2S,58) -5- 7 RIEME ML - 2- IR Fi (3722, 54HFE)

[0744]  Fh[R]{A1K]: (2S,5R) -5- (2,4 - 5AIL) ML -2- HHER FHfi (121, 25 4FE)
[0745]  Hafi]fA111: (2S,5R) -5- (3,5- " JAREL) MERsbe-2- FHER FHR G181, 51RO 5
[0746]  Hafi]fA&Iml: (2S,5R) -5- (3,4~ " JAREL) MR b -2- FHEG FHR G181, 51RO 5
[0747]  vhlHl{&In]: (2S,5R) -5- (2,3~ ZHREL) MERS LT - 2- IR iR 121, 451H0) s rt=
2.6min (BAEA) 5

[0748]  Hafi]fAlol: (2S,5R) -5- (2,5- " FAREL) MRS b -2- IR FHR G181, 51RO 5
[0749]  Fh[R]{A1p]: (2S,5R) -5- (4-FEIREL) ME&HT-2- G IR G121, 45 1F0)

[0750]  —f% 5 7kB: Iy ST BRI R TR L . 2bI 5 Ak

[0751]  DArp[Rl{k2a 3- CF5EAL) -5- SR RIS s — M5 4B

[0752]  2PER1.3-Jdd-5- AR IR AR 5 ko

[0753]  [f1]3,5- KK G FE (29. 76mmol) £F JC/K PSR (40mL) FR AR A N —
FATiE (29.69mmol) PO T LA V5% (2.97mmol) FIEKIRET (59 . 42mmol) ¥ 5 N IR G YIAE =1k
IR AR R KR FHACOEt A2 Y o -5 I A AL T JC /KM SO, T, - AE s v
W4 KL I 1 R £ 1 (BB PE/ACOEL) iV A3 BIFRE v 5. Y:1.7g (31%) ,P:>
95% ,rt=3.75min, (M+H) =183,

[0754]  2PER2.3- (AL -5- AR G R 10 5 Ak o

[0755]  [fi)3- 2tk -5- AL oK HG HYG (0. 55mmol) 7F Jo/K AR (2mL) HA R I
FLIR (0.55mmol) AR (0.66mmol) FIAL LAY (0.055mmol) o BF S N I A5 HF55°C N i £
5ho K RMACOEtFNIMA AL B K IA TR R A ALE 0 55, I /KMgSO, T8, e Fzs v
4 KL e R £ (BRI PE/ACOE) 2lifb /5 BIFREi L &4 . Y : 104mg (69%) ,P:
>95% ,rt=4.53min, (HH) "=273.

[0756] PR3 Hhlalfk2a 3- (FAHIL) -5- IR IR G B o

[0757] |3~ (CFAAL) -5- FAE LR TR VS (0. 38mmol) AETHF (1mL) HH VAR N SR,
AR (1.53mmol) £E7K (1mL) HERVATR K S N TR AR =i N B P 4 o B RMTIIM HCL/KPE
TR R IT HIDOMARE =K o K& T AL I JC KM S0, T4, I AE B ik 4 45 2l iy
EM.Y:92mg (94%) ,P:>95% ,rt=3.95mn, (M+H) "=259.

[0758] NI R TAAR A — BT EEB MR E I 5k

[0759]  Fh[R]{A2b:3- ((4- 5D ) -5- SRR,

[0760]  Fh[R]{Ak2c : 3- AL -5- R AR HIR

[0761]  Hf]fk2d:3- (3,3- —IRFIEPNAIE) -5- AR IR,

[0762]  rha]{A2e:3- 4 IE-5- ((4- (LML) 38 H D) KR,

[0763]  HhR){Ak2f : 3-FHAE AL -5- (2- AL £ 5A D) KRR,

[0764]  rHhA]{Ak2g:3- ((3,5- LR -4-30) FISRL) -5- S AR ITER .

[0765] RT3 7AC AL IHRER 3 e S A Bk

G O o1 o1 o1 o1 o1 O1
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[0766]  — By EECLASCHERIL AL 5 ndm 51 (2S,5R) -5- (2- GR350 -1- (27 -FH5 - [1,
17 =IO ] -4 - AL Mgt - 2- R I A B 91

[0767]  2PEE1: (2S,5R) -5- (2-G(RHD) -1- 27 -F5EL-[1, 17 -IOR] - 4-B3L) M e -2-
FHR FH BRI 55 1 o

[0768] é_ﬁﬁ:A;

[0769]  ZE100mLIE B, T N, 7EDCM (138mL) Hiafi2” - F A oK - 4 - H iR
(15.714g,68.8mmol) o152 [ 2 B JFI, [ FHAEAR I At S (7. 49ml , 103mmo1) HIDME
(0.107mL, 1.377mmol) o SN TR A IENAL IR (40°C) 37N o il 7A A 1 SR Mk 281 25 i (9 -
FECOTRID) o FFRMAERTE N IR4R o 18 i DM AN 2% R AR ARSI 1 B AR o S T 7S
e IR B Y s N TR R 1 T gt il R AR St — 2 afifein T N — 228
W

[0770]  YES00mLIFJEBEIRH, ZEGR SN, A (2S,5R) -5+ (2- S IRFE) MLt - 2- R F S
(15g,62.6mmol) \DCM (62 . 4mL) FIEt,N(9.59mL,68.8mmol) o [F]74 K150 °C A Z AR &
N GRS 27 - H SRR -4 - A (16.98g, 68 8mmol) £EDCM (83mL) HIFHJIA TR (R
Pt IRIRD o FIRMMOC 2 S i et 18 o FFRMEE 2 22 40 i e O T 42 75mL /K AR (125mL. 6M
HC1 Y% KA HUZAE R HE NAE0.3g Norit ASTAAE N HIMgSO, T4, il Ik , 1581347k
Py (O I YEFR B W) o 3l i A 00 (PRI - EtOAC/PE : 1/2) 4lifb 15 BIVE A Ao [E AR 1 3]
.Y 25.4g (90%) ,P>95% o

(07711  Z%{4B.

[0772] |12’ - FHAR LR -4 - FAJiR2b (1. Immol) 7F Jo/KACN (2mL) HA P P& H I NHATU
(1.1mmol) 523 P N (2S, 5R) -5- (2- S0 A EL) My k-2 - g FAfiS 1a (1mmo1) FIDTEA
(1.2mmol) o RS NI S WIAE 2l N IHEAK K SOV TR S FHACOE AR , I U ATINaHCO,
IKIE AR BT o B AU FTIMg SO, TB I F 2 A AR PPl Pt ek (Welbii - AUt/
AcOEt) 4V 13 BIFRBUL &)Y : 300mg (67%) ,P>95% ,rt=4.85min, (M+H) "=451,

[0773]  BRE2. Sl . L &4 51 (2S,5R) -5- (2-G(AEEL) -1- (27 -4 dE-[1,1° -k
K] -4- BRI MRS - 2- FHER M 5

[0774]  [A] (2S,5R) -5- (2-IKEL) -1- (27 -5 -[1, 17 - IR -4- 80 Mg e -2- IR
FfiE (0.67mmol) £ETHF (5mL) HFIIAR R IIN 2 AL R (2. 67Tmmol) 7E7K (BmL) H AR - K¢
NHREWIE 210 N3t 1 B RMFH M HCL /KA ROE K I FHACOBt AU IR o - S0
MU HITC/KMgSO0, T4, HAE FLas vk 4 15 B E A L e AR PR UL 54 . Y : 250mg (86 %)
P:>95% ,rt=6.05min, (M+H) "=436.

[0775]  —M% 57D WS FR R TP TRIMAT . 2alf) &5 Bk

[0776] il ATy B ok 2Dy B rh TRl A il T =P iz (abAle)

[0777]1  EiFalArplalfR2h 27 -HISEE- (1,17 -] -4- RN & 7 o

[0778]  JPUE1.27-FHAEE-[1, 17 -ICK] -4- R R 5 ko

[0779]  Jf4- B FHEG FHG (86.2g, 0. 33mol) 12 - FHAE LR 3L AL (50.0g,0.33mol) 7EH
2% (975mL) FIEtOH (525mL) HH R 5 U0 13043 #ite I \Pd (PPh,) , (19.0g,
16 5mmo1) F14M7K4:Na,CO, (271.5mL,1.09mol) , FHRHESHI1E100°C N AU S50 Mi ket
WA E =R T, MAEt0Ac (1.51) FK (1.5L) , K3 B A HUZE T8 (Na,S0,) HE s
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W2 R T Fe e PR R (107g) o 7% B a4 €6 1% A8 1115 - 50 % EtOAc/yI 1 34 s
FEA AT R E ot AT PR EUL 5. Y : 518 (64%) ,P>80% .

[0780]  PUE2. HhfrlfA2h 27 - FHAREE- [1, 17 -] -4- R A Ao

[0781] KfLiOH.H,0(89g,2.1mol) JIA2 - HISE-[1,17 - K] -4- HERH i (51g,
0.21mol) £ETHF (500mL) F1H,0 (1L) [N7R & Yo e B 7 i b o I\ BE 2 & [ THE (£
500mL) F1H,0 (A 1L) DAV MR Z Zr itk . T =0 M b s a , B2 MM A ITEE I BT
FHITIRT A BHR GPINFAZEB0°C , PR/, 2 5 AT AT I LIRS T 4 . 1
HIZ =S, BRI AT S B R pH=6-7, 3 P42 (A T « B nk 75 BELas th 725 4 #:
THF , J5 BTS20 10 B 7R 38 o R A T KPR Bk AE50°C T &, 15 21 E Ik
B FER I AR 2h. Y : 432 (90%) ,P>90% .

[0782]  gRfEbLAHAIA2s2 4- (2- FHAE FRMENE - 4- 35) ZRHHER I 5 s o

[0783] L1 .4- (2- FA4E LMo - 4-30) KRR B SA% o

[0784]  FEMtTINBIEET R N4 - A B g B AL (381mg, 2. 116mmol) A1l
4- 5 -2- FAR JEEE (200mg, 1.058mmol) o JF & — R LS /Sl S A BN R (5mL) | 2R )
JIA2M K,CO, /K7 (0. 106mmol) o R Arfs BRSPS (st NI 5-10%7
Bl .

[0785] SRS HIAPU (Z2REE) 42 (0) (0. lmmol) , HEBHESWIINIAE 9IS C , (FHm 1% TR
AW AN E =i, IR IG FHEtOACKHRE , I FH b /K Bk « /K 21 E—2E FHEtOAc ], H-K &)
HIENUE T IR S B WIEIEIRE GRC bE/Bt0Ae) Falifl,, 13 5243mg ik i i A1)
IR (94% 723%) .

[0786]  DR2. HhlAlfk2s2 4- (2- A ILMENE -4-55) KRG B o

[0787]  {Hi [l 5k Ra B2 HhAHRI A

[0788] A1 TAA S — B D b MR E FOIFI 5 ke :

[0789]  HhfHlfk2i.27,5 - —&%(-[1,17 -HXZE] -4-HIg;

[0790]  FhjA}{A2]:4- (WoiE -5- 30 KRR,

(07911 rhfilfA2k: 4- (WRmE -3- 55 KR

[0792]  rpfAlfA2] .4~ (6- FHAEFLMERE -3- 55 KR

[0793]  FhjAlfAk2m: 4- (3-FEUEIE -4- 35 KR,

[0794]  Hfi]fAk2n . 4- (HIE -3-35) ZEHIER;

[0795]  HufHfA20:4- (6- (- FIZEGAIL) MEmE -3-35) JK IR ;

[0796]  HhlH]{Ak2p:4- (ENE -4- 30 K IR

[0797]  rhalfk2q:4- (6- FALNERE - 3- 55 X HIER

[0798]  HhfAlfk2r:4- (2- AR IEMIE -3- 55 JK R, rt =3 4min (BEJFA) ;

[0799]  HhlA{k2s 47 - FHAE- (1,17 -I0K] -4- R

[08o0]  HhfRJfAk2t.4” -T53E- (1,17 - K] -4- R

[0801]  rhfAj{A&2u:4- (4- A IENMEnE -3-30) KPR,

[0802]  HfilfAk2v .4’ -5 [1,1° -] -4- HfR;

[0803]  Hh[AJfAk2w:3 -5~ [1,1° -IoK] -4- R

[0804]  HfifAk2x.2 -5~ [1,1° -] -4- HfR;

[ R e e s e T T
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[0805]
[0806]
[0807]
[0808]
[0809]
[0810]
[0811]
[0812]
[0813]
[0814]
[0815]
[0816]
[0817]
[0818]
[0819]
[0820]
[0821]
[0822]
[0823]
[0824]
[0825]
[0826]
[0827]
[0828]
[0829]
[0830]
[0831]
[0832]
[0833]
[0834]
[0835]
[0836]
[0837]
[0838]
[0839]
[0840]
[0841]
[0842]
[0843]

HlFR2y 47 - (FEERERGIEED - (1,17 1] -4- IR ;
HIFR22 ;37 - (FIERERGIEED - (1,17 1] -4- IR ;

HlRlA2al ;
HaRl{A&2b1
HAlA2¢1
HalRA&2d1
HlRlA&2el ;
HA A2
HA A 21 :
R A2
HrR 211
HRAA2 51
R A2k
HrR 211
A A 2m]
HA442n1 ;
:4‘E$E%Z+I§Eﬁ@§‘;

27 - (FHERREESL) - (1,1 1K) -4- R ;
4= (B -2-38) K FHTR ;

:4- (4,6~ — FAE SLmang - 2- 55) KR 5
:4- (2,4 IS AmENE -5-30) KR , rt=3. 4min (BBJEFA) ;
:4- (2- HHARU L mRE - 5-20) SR HIPR ;

:4- (g -2-38) 2K FHFR ;

27 AL (1,17 - K] -4- HIFR

:27,67 - THISEEE-[1, 17 -] -4-HIR,
27,47 -, U - IOR] - 4- HIR
27 - (D) - (1,1 -] -4- R
02,27 - THISEEE- (1,17 -BEK] -4- HIFR
HRA&2a2
HAR{A&2b2 ;
A& 2c2:
HRA&2d2
A& 2e2:
AR 2£2:
HA A 282
R fA2h2 ;
HRA212:
FRA A2 52
HARA2K2 «

HilR {4201
HilRA2p1
HilRA2q1
HilRA2r
HilR 4251
HilR A2t 1
HilR42ul
HilRA2v1
TR 42wl
HilRA2x1
HlFR2y 1
HilR 4221

T (PRSI D) - (1,17 -ICR] -4- R
- (F-2-30) SRR s

57T [, 17 - IOR] -4 TR 5
R, -IBOK] - 4- TR

- GRS - (1,17 -0R] -4- TR
- (3-JRUIEIE -4-38) SR FIR 5

- (6-SAUMERE - 3-35) A HIPR

- (6-FRMLLAE - 3-25) AR

- PR -6 - DR ERMIR 5

- (3- FHER LML IE -4 - 50) ZRHIPR 5
-FSRE- (1,17 - oK) -4- TR 5

- (6- UL IE - 3-35) A HIPR;

- (6-FRHLLAE - 3-35) AR

- (W - 3-50) IR ;

A~ B B NN RO R R RN W RN
>

47 -2 S (1,1 -BOR] -4- HTR
4- (4- WP A - 5-38) KRG

4- (3-FEIENE -4-35) K HIR ;

2- IR -4-HIER 5

27 - -2- S AR -4 - R

3- A -4~ (g - 5-20) KHIG

2”7 - (AL oK -4- HRR 5

4-(2,6- —HISSEMENE - 3- ) KR ;

3- PSRk -4- (2- P RRm e - 5-55) RHIIR , rt =3 2min (BBIEA) 5

4- (5- Fsa R - 2- 50) R AR 5
4- (3- Fsa Rk e - 2- 50) R 5
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[0844]
[0845]
[0846]
[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]

HilRR212:
IR A 2m2 ;
HHIR) 422 ;
FRAA202:
HlAAR2p2 :
HAMAR2q2:
HHIR k212
FhAA2t2:
FRAlA2u2
HHIR A 2v2
FRA A 2w2 ;
HHIR A 2x2
HllR2y2:
HHIR 4222
FhAA2a3
FRAA2D3
FRAA2c3:
FhRA2d3
FhAA2e3:
FRRAMA2ES
Hhlrl{Ak2¢3:
H[FJ A& 2h3
FRAA213:
HR 42,53
HA R 2k 3 -
FhAA213:
R4 2m3 ;
HHIR)42n3
FRAA&203:
HTA2p3 :
HTHA&2q3 :
HHIR 4213
FRAA2s3:
FRAA2t3:

HaTR]f&2u3: 3

FHTEA2v3 :

HaTR] fA2w3 : 3

HATR 423 :

4- (2-F-4- CHIREED) meng -5-50) KHI
4-(2,6- ISR -4- 35 KRR 5

4- (2- FAZLmEmy - 3- 1) ZKHITR ;

27,67 - SR -4- R FH ;

27 -S40 - RS- (1,1 -BOR] -4- R
27~ (CHIELSED) - (1,1 - k] -4- R
3-FHESE-[1,17 - K] -4- HR

4- (2- G- 4- A L mnE - 5- 55) R HTR 5

4- (3- AR mE - 2- 30) R HIRR

2- (CHHED - [1, 17 -OR] -4- IR
2747 -5 (1,1 -] -4- g,
2-HEE- 1,17 - K] -4- R,

3-F-4- (g -4-30) KHIR

2-5- (1,17 -JR] -4- R

27 g -4 - (1,1 -BR] -4- R
47 -9 - 27 -HEEEE- (1,1 -BOR] -4 - HTR 5
4- (6- CASEMEIE - 3-30) FKHIR 5

4- (6- F N AL IE - 3-8 R HIR

4- (6- HH AU - 2- I - 3- 3 R HHPR 5
3-F-4- (2- HS AR -4 - 5 DR HER

3- G- 4- (Mg -5-30) RHIR 5

27,3 - THISEIE- [, 1 -OK] -4- IR
37,47 - T HIEE- (1,1 -B0K] -4- R ;
27,3747 - =AU -OR] -4- IR
27,37,67 - = HISEA-[1, 17 -OR] -4- IR
37,57 - HIEAL- (1,1 -IK] -4- R ;
27,57 - THISEIE-[1, 1 -OK] -4- R

27 -SNEE- (1,17 -OK] -4- HIFR 5

27 - FE-[1,17 - K] -4-HER

4-(2,6- ZHIBLNERE -3-35) KHR
4-(2,4- B (D) mEng -5-55) KR ;
3-F-4- (6- HSEANMLE -3- 5 KR

5- IS AL -6- (2- AR RD) IR ;

5- IS AL -6- (2- AR RD) IR ;
L2 - (1,1 - BOR] -4 - TR
3727 ,47-(2,2,2- A - [1,17 -] -4- R
gL 27 - [1, 1 - BOR] -4 - HTR
27 -F3E-37 - (FEEmAmEED - [1, 17 -OK] -4- HfRIE 3™ - 245E -2 -

I3 [1, 17 -IOK] - 4- IR PR S CHLAE I — M 5 EADIE b 15 180 HOR A ARt e F) 2 AL
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B AL R (40T . Org . Chem. 2003, 68,5300-5309H1) :Bf3° -4 Bk - 2" - ALK -4- iR
HATiE (0. 83mmol) YA AL J/KEL,0 (5mL) HJFAHIE0°C o SRS IINIEEE (5. 00mmol) , 2451
TN FRTE 0 (5. 00mmol) o4 S M AE 2= N BiEdk2h o K it B8 HE L, 00 i A HLE
FHIM HCLZKIR R  ShoKPesk , TRk, LA 7 2245 21 265meg /o # e I AR M i 1 22 7
Vs

[0882]  FhfRMA2y3:3" - AWERIE-27 - - [1,17 -IK] -4- IR 3 - 240k - 27 - gL -
(1,17 -1K] -4- B HEE G T — 7 DI b & i) 1 S At = 1 A 15 21 L1k
Ot R AEN, B, )37 - 2 - 27 - ALK - 4 - PR TS (0. 83mmo) £FJC/KDCM (5mL) FH I
WHIINZIE (0.95mmol) B AINE LN (0. 91mmol) o H5RMAE I I itk 72 - SR KERM
Wk, P =PI LR GRC KE/Et0Ac) L afifl, 15 21 205mg /B (e Jheik i 1 22 724
(87 % 7%)

[0883]  Fh[R|{A&223:57 -f{AE-2" -HISEAL- [1, 17 -IOK] -4- R, rt=3. Tmin (BREEA) ;
[0884]  Fh[R]{k2a4:5  -fAE-2  -HIEL- [1,17 -IOK] -4- R, rt=3.9min (BEEEA) ;

[0885]  FhI[A]{A&2b4:4- (4,6- — FAE LN mE - 3- 50) K HIG ;

[0886]  Fh[RI{k2c4:4" - AWElEE -2 - AL - (1,17 - K] -4- i i 2" - A AL -4 - 4
F-11, 17 -1oR] -4- R HS G — 0 Db & i) IUAHESAE IR, #6 TT ABE &
Ity (Rl 2y 3G pl ATk [ 78 I A2

[0887]  Hhfhl{k2d4:3- FHAA3E-4- (5- FHA AN IE - 3-35) R
[0888]  Hhi[R|{k2e4:27,3,6 - —HISIE-[2,3 - BEMEnE] -5-HIFER;;
[0889]  Fh[R|{k2f4:5° -T2E-27,37 - HISAEE- [1, 17 - IR ] -4- R,
[0890]  Hufhl{k2g4:2” -5 k-4",57 - “HISIE-[1,1° -IPOK] -4- IR,
[0891]  rhAl{k2h4.3 4" ,5° - = FISEEE- [1,1° -B2K] -4- IR
[0892]  Fh[R]{A2i4:2 - GRALFIL) -47,5° - —HISEE- (1,17 -1K] -4- R ;
[0893]  FhjA]{k2j4:37,4 - a3 [1, 17 -] -4- G

[0894]  Hufhl{k2k4:5 - -2 -5 (1,17 -IoK] -4- FIR

[0895]  Hhfhl{k214:2-5-37,4 - —FSSE-[1, 17 -IOR] -4- IR
[0896]  rhinl{A2md:4- (2,6- —FHAEILIEIE -3-30) -3- R HIR ;
[0897]  Fh[R]{A&2n4: 3- 95 -4~ (6- FHAAIEIENE - 3-38) 2K FHR ;

[0898]  Hfl]fAk2r4 :4- (3,6~ A IENANE -4-30) ZKHIFR , rt=3. 2min (BHSEA) ;

[0899]  Fh[R]{Ak2s4:2 -T2 -4 - HSAE - (1,17 -1R] -4- R,

[0900]  Fh[R]{A2u4:3 47 -5 L1, 17 - K] -4- IR

[0901]  Hhfhlfk2v4: 2 -G(-5" -5 - (1,17 -IoK] -4- R ;

[0902]  Fh[R]{A2wA : 2 47 - (ZgFED) - [1, 17 -] -4-HIR 5

[0903]  FhjAl{k2x4:2 - FIEE-37 - (N- FHIEHHSLRAIERLED) - [1, 17 -IOK] -4 - fRIE 3™ - 44
F-27 - (1,17 - K] -4 - IR R M REIEAL , R Je PR FRGE 24 T i e N - FR RS AL A
e RAAF R 37 -2 B -27 - - [1, 17 - AR ] -4 - IR FR S 0 FH— % 75 74D & 12b) 5
TN - FHE L B2 =0 1 ARl U 1, AR H I N A JC/KDMF (2mL) Hrf#)2” -
FAZL-3" - (FSLAATE D) 2R -4 - FRER S (0. 438mmol) AL 5 (0.570mmol) o £F & T
3047 Bha , IIABHHE (1. 315mmol) , HERHE A MIE =10 FHCHEL . 5he SRR IINERIK, HREK

}

%) o)
Mt B
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VEZ FHEtOAC AL A AILE TIMSO, TR I AR I P ke, PAE =7

AFEIE BT i

IR EE = rt =3 Amin (B EEA)

[0904]
[0905]
[0906]
[0907]
[0908]
[0909]
[0910]

5-fl-2, 4- — A IEMENE (1. 0mmol) B I T =R 2/
JIN2M K, CO /K (3. 0mmol) o KEAFF EIIR A WIS (&
éﬁv}:ﬂu)\é< MR LR 4 (0) (5%) F11S-Phos (10%) , HBE &

HHTRfAR2y4:6- (5- T3k -2- A REL) -5- S LR ;

HHIRA224 :6- (2,4- —HISE IR -5- SRR 5

HHRfA2a5:6- (2,4- —HISIERED) MR 5

HhIRMA215:4- (4,6- — FHAE3EmENLE - 5-50) ZKHITR .

WAk 2g5 3-G-4- (2,4- — IS BEMEE - 5- 5 R IR & 7
PR3- -4- (2, 4- HS AR - 5- 30 SRHIRG HHER I A ko

FERET RSB AR AT N2 -0 -4- (A ELRED) ZRILIR (2. Ommol) A1
WEAEIA, TN (5mL) L BE S
SBGUHENERP5-105781) -
PR 95°C , Ry

AR RHR A H =i, AR5 FHELOACHIRE , I B /K - KIEJZ 3E—20 HIEt0ACHE I,

R

FHOANUETIRIFIRGE SRV GRC T /Et0Ac) Falifl, 158 143megfF Jy ki

R ARFIITEL 1 (93 % 75%)

[0911]
[0912]
[0913]
[0914]
[0915]
[0916]
[0917]
[0918]
[0919]
[0920]

FL-47 - - (1, 17 -IpOK] -4- FHER FH R L FH— &7 1D e i
PR e S TR (TRl 2x 310 & ik R Tk (R ok 7 I Ak i

R A S2h G AR S R B

AR T 5 7D R e WREE IR R 5 Ak -
HFA2h5 : 2- 56 - 27 - A SE - (1, 17 - IR -4- G
HAA2 55 : 5- (2- A AR ED) LR - 2- FRG 5

PR 2KS : 3- A SE -4 (4- FRAE LI - 3-38) 2R FHR ;
FRRAR215: 3- A SE -4~ (6- FHAE LI - 3-38) 2R FHR ;

TR AR 2m5 - 3- -4~ (2- FHAR ARG - 5- ) KRR (F3CHIR)
HAA2n5: 4- (2, 4- — FA LT - 5-38) -3- A ALK R 5
HhRfA2rd 4~ (3,6- —HISBEANE -4- 3) K FHR ;
MR k2p5 .2 - AL -4 - (FHELRREEfIEEL) - [1,1° - F 4
A0 HOsRA I, 25 H

FE o AFR U R 72 -

IR -4-fRE 2’

AR AL -4 - 3R -4 - FHER FATR (1. 184mmol) £F JC/KEOH (35ml) HA KA H Il A\ Raney

NifEZK (0. 4mL) Hp3

Ko H/tm%ﬂ” 50°C M HE A 1R A RMAERESE b o I, SRR A H

MeOHPEVR K BETRZ= A AT BN 1), HoR Gt — L 4l B ] 5

[09211  Hh[A]{k2q5:4- (2,6- IS IEMNE - 3-35) G

[0922]  Hh[Rl{Ak2s5:2-50-4" - (FEBABEISD) - [1,17 -IOR] -4- R 4 - 24 - 2- 5 -
(1,17 -] -4- R B BB (ARG S 10 A S 21,47 - & -2- 8- [1, 17 - IR -4 - H
B FHEE 3 1] — M 5 DI R e ik 5

[0923]  HhfRMA2t5:2-50-3" - (FEBAREIED) - [1,17 -IOR] -4- R 37 - S 3 - 2- 9 -
(1,17 -] -4- R B BRI (ARG e 1 ARS8, 37 - &k -2- 8- [1, 17 - IR -4 - H
PR S {0 — M D i e G A5

[0924]  HhA]{Ak2u5: 2" -FFE-2-5- [1, 17 -IOK] -4- R ;

[0925]  FhJRI{A2v5:2" - FHAE 3L -4 - (N- IR FHRR AL D) - (1,17 - IR ] -4- i i 2 -
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FHAA L -4 -3E- (1, 17 - DK -4- R ER O A 5 i, ey FH PR R e S A TR R AL, SR

TR LA TR N - LA ARG S 1O A0 13 8 s vt =3 Tmin (BEJEA) .27 - AL -4 - fifdt-

(1,17 -] -4- R FRER 6 FH— B 745D (& 12e) ks

[0926]  Fh[E[fk2wE 4- (3,6- S IEMAME -4 - F8) - 3- SR R , A8 A R - Sk

(J.Org.Chem. ,2008,73,2176-2181) HffJsuzuk i {EEE FE M4 - 75 - 3- 55 K FHEG FRRE A (3, 6-

TS AR A - 4- B0 MRS 25 vt =3 bmin (BEEA) .

[0927] RSN, 75 W) L7512 2 44 Hh A S T — 7 A C N FR TAMA La LA K mT /g

VEIPIAIR ke S 5 Bk

[0928]  SCHEfI2 : LS4 52: (2S,5R) -5- (2- G AIE) -1- (27 -F3E-[1, 17 -IK] -4- 0%

50 gkt -2- R .

[0929] SIS AL 5453 (2S,5R) -1- (3- ((4- L) A0 -5- A E R ID) -

5- (2- FREL) ML -2- IR

[0930]  SZjEBI4: (b G4 54: (2S,5R) -5- (2- %KD -1- (27 -9~ [1,17 -] -4-Fi3d)

WEE R - 2 - FRERAE FH— M5 TEC R TR Ta MI2b 5 B o

[0931]  SZhEfl5 L EW4=5: (2S,5R) -5- (2-ZR3E) -1- (47 -FI3E-[1,1° -BER] -4- %

F) Mg pe-2- FHIR

[0932]  Sjitfh6 : b 5 ¥4 56 (2S,5R) -5- (2- 2RI -1- (3- AL -5 SR O AR

BE) MR - 2- FRERAE FH— M5 TEC R TR Ta M2 F5 Bk o

[0933]  SLJEMI8 AL S 458 (2S,5R) -1- ([1, 17 -IKIK] -4-FR3L) -5- (2- GIREL) LR
2-HfR.

[0934]  SHEHI9 AL S5 P04R59: (2S,5R) -5- (2- S AKFD) -1- 3~ (3,3- “RIEENHEIL -5-H

SESERHHEEL) N - 2 - FRER A FH— 5 TEC AR TR Ta AN2d 5 Bk o

[0935]  Sff10 (L & W4m=10: (2S,5R) -5- (-G KEE) -1- (37 -9~ [1, 17 -BEE] -4- %

50 gkt -2- R .

[0936]  SZjitifll1 bS5 Wdw =11 (2S,5R) -5- (2-SoK3E) -1- (37 -HJE-[1,17 - K] -4-

PRIL) M - 2- FHTR

[0937]  SZjtfi12:. b 54512 (2S,5R) -5- (2- K35 -1- (3-HIS FL-5- ((4- (FH3E A

P A3 SEAL) SR FH D) IHERR o - 2 - FEPR A FH— % 5 TR C A TR Laf2e 5k o

[0938]  SZjitafdl13: L5413 (2S,5R) -5- (-5 KHE) -1- (37 -HISE EL- 1,17 - K] -

4-FRIE) ML He - 2- FHFR

[0939]  SCjiEf14: (L 545 14: (2S,5R) -5- (2-E(FIE) -1- (3,5- IS FIRKFIFEED) iy

% 4-2- IR .

[0940]  SjiEf15: (L &4 515 (2S,5R) -5- (2-FRED) - 1- (4- GRS KD

MR- 2- FHR

[0941]  SCJEGI6 4L A= 16: (2S,5R) -5- (2-2ZRHL) -1- (4- (-5 FHD) D) K

P L) Nk - 2- R

[0942]  SZHEHINT AL S W4m517: (2S,5R) -1- (3-(-5- AR AL -5- (2- %K)

MR -2 - FHR

[0943] S8 : (b 504518 (2S,5R) -5- (2- L) -1- (47 -9 - [1, 17 - K] -4- 3%
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50 Mgt -2- R .

[0944]  SZhERI19 AL A4 519: (2S,5R) -5- (2- 5 PKEE) -1- (4-ZE CSE LR TIBEED)

t-2- g

[0945]  SjAd120 . b &4 =520 (2S,5R) -5- (2-K3E) -1- CEIF AU - 3- Hr35) it

% A-2- IR .

[0946]  sTjEf21 L 54521 (2S,5R) -5- (2- (3D -1- (3,5- —LAF KB iy

% 4-2- IR .

[0947]  Sjif23 AL S W4 523 (2S,5R) -5- (2- 5 R3) - 1- 3- KL AT FARLED) npng

t-2- g

[0948] {5124 . 14:/\%%%7324 (28) -1- ([1,17-HKIRT -4-HHL) -4-"F 5L -5- AN
2-FRR U5 524 P ik 5

[09491  SZjtfd25 AL 54525 (2S,5R) -5- (2-FK3E) -1- (1,2,3,4-PUAZE-2- t3d)

MR- 2- FHR

[0950] St fhl26 : (k54526 (2S,5R) -5- (2- G AHL) -1- (4- S | JEIR FHEEEL) nH i

Fi-2- R

[0951]  Sjtfdl27 Ak &5 W4m =27 (2S,5R) -5- (2-20KHD) -1- (2,2- 5 ZEF[d][1,3] 7]

TSR - 6- R D) MRS S - 2- R

[0952]  SjfI2s . A& 4ga=28: (2S,5R) -1- ([1,1° -] -4-3L) -5- F LM IR k-2

FHER o

[0953]  SjiEff129 : (b W4 529: (2S,5R) -5- (2- S AED) - 1- (3-9i-5- ALK T 3E)

MR -2 - FHER

[0954]  SjEA130 : (L A4S 30 (2S,5R) -5- (2- S IRID) - 1- (6- FRFEMAMEEL) ks b -2-

FHFR o

[0955]  SZiEfil3 1 : b &5 W4m 531 : (2S,5R) -5- (2-G(ZEEL) -1- (3- %A E-5- (2- L L

L) IR FHIBLED) IERE AT - 2 - FRPR (T FH— % 5 TEC A TR La A2 f 5 o

[0956]  SZjitifdl32: b5 W4w =32 (2S,5R) -5- (-5 KAL) -1- (37 -HIS AL -[1, 17 -BEK] -

3- 3 MLk - 2- FHER

[0957]  SZjEfI33 . (L &4 533 (2S,5R) -5- (2-5(A3E) -1- (3- %I -5- (= D) oK

PR L) mibng gt -2- HHER

[0958]  SZjifdl34 (L4534 (2S,5R) -5- (2-G(FKHL) -1- (1- 4- AR ERE) -5-F

FL- TH-IHEme - 3- B AL) M - 2- FHTR

[0959] S35 AL A4 535 (2S,5R) -5- (2- 5 ZKEE) -1- (4- P E LR FIBEED) mn

t-2- g

[0960]  SjiE 36 : (L &4 36: (2S,5R) -5- (2-G0 KAL) -1- (3- ((3,5- —FIEL ek -4 -

50 HHAED) -5- HH SRR IR ) ekt - 2 - FHIER il T — M 5 T C AR Rl Ak La fT12g 5520

[0961]  STHEI3T AL A4 537 (2S,5R) -5- (2- K3 -1- (2,3- & -1H-Ei-2- i 3h)

IR -2 - FHR

[0962]  SZjEfI38 : (b &5 ¥4 =38 (2S,5R) -5- (2-G(AEL) -1- 3-FEL-5- i &) %

PR L) nibng gt -2- HHER
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[0963]  SjtEfI39 AV 5 ¥4 =39 (2S,5R) -1- (3- (AL ZEIHEL) -5- (2- SR 30

bi-2-HR.

[0964]  SZjtEf5140 (W40 540 (2S,5R) -5- (2-5(FEEL) -1- (3- FIAA L 28 IR EL) g
2-HIER

[0965]  SjEfflal : (b &g 541 (2S,5R) -5- (2- 5 K3 -1-
2-HIER

[0966]  SZjafl42 (b 5 ¥nd 542 (2S,5R) -5- (2- S AEL) -1- (4- G L) R HIEED)

Mg A - 2- IR

[0967]  SCJiEf5143 : (L. &4 543 (2S,5R) -5- (2- %

W - 3-358) 2R FIESL) Nk gl - 2- FR R

[0968]  SjiEfil44 (v g 544 :4- ((2S,5R) -2-FRIL-5- (2- S KT MR LE-1- B35 -2,

6-  FH S AT - 1 -85 R SR

[0969]  Sijitfhl45 . A &5 W4m"545: (2S,5R) -5- (2-%

FHFR o

[0970]  SZjEfi46 . {Y S ¥4 546 (2S,5R) -5- (2- G 2KEE) - 1- (3-F1%E-5- (=5 TIE) 2

Pl L) M - 2- FHTR

[0971]  ShEHIAT AL M4 =4T: (2S,5R) -1- ([1,1° -BEZR] -4-Hdk) -5- (3-G{krE-2-

BL) MR - 2- FRERAL FH— M TEC N TR Le 5 B

[0972] S48 AL 54 548 (2S,5R) -5- (2- G 2KHE) - 1- (3-8 HE-5- (=TI

P L) ML fe - 2- IR

[0973] SIEIA9 AV S5 49 (2S,5S) -5- (2- G - 1- (3- AL FH B IL) ks

2- FHRR A T — s 5 TEC AR TR Th 5 Bk o

[0974] SIS0 AV A 4550 (2S,5R) -1- (3,5- AL L) - 5- R SEnt g s -

2- FER M TE] A 1d (25, BR) -5 - FRIEME I b - 2- FHER FH ) 5 ik o 1d1%ﬁﬁﬁ AFR TR A%

SCERMRT AN (2S,5R) -1- BT S RIL) -5- R FLMEE S -2- IR &

[0975]  SBERHISL AL 540551 (S) -5- ([1,17 -IoK] -3-30) -1- (3- A FL R I SD) it

W% 45t - 2 - FHFR (S FH— % S5 TEC AR TR Le 5 Bk o

[0976]  SZhEHI52: A4 =552 (2S,5R) -5- (2-FOKED) -1- (3-ZRIE P HRIL) Mg e -2-

FHFR o

[0977]  SZEfil53  Ab &4 553 (2S,5S) -5- (-G -1- (27 - IS E- 1,17 -] -

4-FRFL) MHEMEAe - 2- FHER A FH— A 7 EC AR TR b & Ak o

[0978]  Sjflod (L& 4a=54: (2S,5R) -1- ([1,1° -HeoK] -4-33L) -5- (EmE-2-35) i

W% 45t - 2 - FHPR (s FH— % 5 TEC AR AR TE 55 B

[0979]  SEhEAI55 : (S5 ¥04a 555 (2S,5R) -5- (2- G AIE) - 1- (5- R ELnng IR EL) nng
2-HIER

[0980] S fHI57 Ak W4 557 (2S,5R) -5- (2- A AHL) - 1- (3- AR IE IR FTEEIL) nt s
2- FAR s FH— % 7 HEC AR TR Lg 5 1

[0981]  SZjitEfils8 : b &g 558 (2S,5R) -1- (2- ([1,17-HIK] -4-35) £Mdd) -5- (2-%4

IRIL) ML - 2- AR

~—

(2-FRFEMEIE - 5- PR 5L MM

5 -1- (4- (5-HANEE-1,2,4-

AT

ARIL) -1- (4-IR5E T B dh) M msbe-2-

AT
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[0982]  SZjiEfi59: b &g =559: (2R,5S) -1- ([1,17 -HEAT -4-FiEE) -5-FRELMEIR LT - 2-

PR A FH— M 5 R C AR TRMAR Th 5 Bl ThdE RS G4 Tk (1) 5 P BRM AT I (2R, 5S) -

1- GRUT SR RED) -5 - AFR IR e - 2- PRI 5k

[0983] s ffil60: &4 560 (2S,5R) -5- 28Kk -1- (2-ZREE D) MEMs b -2- IR i

=15 EEC A TR AT d 5 B

[0984]  SZjEdlel (b &g 561 (2R,55) -5-ATk-1- (2-RIELWED) kg e -2- FHER

=15 EEC A TR A Th S B

[0985]  SjiEfH162 : (b 504 562 (2S,5R) -1- (3- ARSI HIEELL) -5- (2- AL RID) it

M K - 2 - FRER S FHI— I 5k CAN PP TRIAAT1 15 ke

[0986]  SJitfhl63 : (b 5 W4i*563: (2R, 5S) -5- (2- AL -1- (3- A IR L) g

fé -2 - FHRR A FH— BT i C AN TIACL 575 78 o

[0987]  SJitafhl64 : (b 5 W4i*564: (2R, BR) -5- (2- KAL) -1- (3- AL R L) g

fé -2 - FHRR A FH— BT TR C AN TIA L 575 7o

[0988] St f5il65 : (L WL 565 (2S) -5- (4- S AIE) - 1- (3- I REOR FHBE D) s Ae-2-

FAPR Al FH— M 5 2 C AR TR AR T il o

[09891 s fhile6 - fb &4 566 (25) -5- ([1,17-HkIK] -4-28) -1- (3- ALK FBEAL)
B

I

b

ML T - 2 - FHER A FH— 5 77 TEC AR AR L1 5 1o

[0990] S fsl67 AL ¥4 567 (2S,5R) -5- (2-S(FEEL) -1- (3-F1%%

Kt - 2- R R il FH— M7 A CE i, AR T fE I AP B

[0991]  SjE1168 : (b S H4+568: (25) -5- (2- FF3E) - 1- (3- AR FHEIL) nib s de-2-
A S

FRIBLIL) npies

FRIR A FH— B TEC AR A I o

[0992]  SE15169 : (b 5 W4+569: (2S) -5-FRCLAE-1- (3-FI%,
i FH— B EC A A In 5y B o

[0993] Sl 70 AL & H4570: (2S,5R) -5- 2-50KEL) -1- (2- (3- FIAAILRIL) LWiHD)
ML g - 2- FHFR

[0994]  SHEHITL AL S P45 T1: (2S,5S) -5- (2-G2KFE) -1- (3,5- — IS ALK I 50) it
Mkt - 2- R FH— B T C AR TR I b 5 B

[0995]  SZjEfBl72: 4L A4 572, (2S,5R) -5- ([1,1° -FZK] -2-38) -1- (3- FISE EL 28 F gk
B0 MRt - 2 - FHER AT — M 77 1 C N Fh TR Lo 5 o

[0996]  SZHEEITA LS4 2742 ((2S,5R) -5- (2- (K30 -1- (3- AL K LD 1t
b -2-55) ORI S P4 540 5 S IR Ol (1.03eq) FETHRHIE = 4 1% (1.03eq) £74F
NI SRIE RN EE AT (2eq) 75 LBk VAR FHE G =i PRERE2 . 5% R SOVTR
H i 10 % MR KA K T C B RS K B HLIZ F A AT BR IR S B /KA RURT 2R 7K
W IRIGAE B2k 4 5% B AR T MeOHH , FEIINE FIFRAR (Leq) M=% (2eq) o 3%
RMZE ZE 0L B HEPE45 53 B FHACOEtARRE , M RTBRIR S /KA TR R 7K IMKIEHC T R,
Jo7KMgS0, T4, H = & & T IR 2hnsib 51 .

[0997]  SZjfol75 AL A ¥4R 575 (2S,5R) -5- (2- L) -1- (6-RILMEIE -4- FRAL) MG
bi-2-HFR .

[0998]  SEHEMI76 AL 54577 (2S,5R) -5- (2- 5 2KEE) -1- (6- (2- FUREL) JAMEEL) M

FBEED) i mee-2- IR
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2-HIER
[0999]  SCERITT AL 5190 5 78: (2S,5R) -5- (2-4K
Mg A - 2- IR
[1000]  SCJEGI78 AL 519 579: (2S,5R) -5- (2-5K
bi-2- g .
[1001]  SCJEBI79 L 5190 580: (2S,5R) -5- (2-4K
Mg Ae - 2- IR
[1002]  SCJERIS0 : L A H4n 581 : (2S,5R) -5- (2-4K
Mg Ae - 2- IR
[1003]  SCJEISL: L 5 H9m 582: (2S,5R) -5- (2-%
Fi-2- R
[1004]  SZjitfh182 Ak & ¥4w 583 (2S,5R) -5- (2-G(0KIE) -1- (2- (2-FKEL) ManE -5- %
F0) e b -2- FIR
[1005]  SZjiEf5183 : (&4 584 : (2S,5R) -5- (2-SIKEL) -1- (2- L -6- ZR FLAHMEED) it
Mgt -2- IR
[1006]  SZjiEfI84 : (b &5 W4 588 (2S,5R) -5- (2-5(FKEL) - 1- (4- (g -2-35) ZE FIEEED)
MH e - 2 - FRER AT FH— & 5 EEC AR [R]AR LaATI2u 1 5 1
[1007]  SZjtfhil85 AL &5 ¥4 589 (2S,5R) -1- (4- ((4-%(ZEAEL) D) SKHImERED) -5- (2-
SERED) ML e -2- IR
[1008]  SUjitEf5186 : (LS4 591 (2S,5R) -5- (2- 5 A HL) -1- (4- ((4- P ILFEAEID) H
B0 FRHAMED) Mg e -2- IR .

- (6- (- FAUILIRIE) ML)

oy
o
b

- (6- (3-JARIL) MHMAL) M

oy
o
i

- (6- (3- IS EEZRHD) ML)

oy
o
i

- (6- (4- SR ED) IR D)

oy
o
i

- (6- (4-JARIL) MHmAL) M

sy
o
i

[1009]1 B I87 AV &4 =92: (2S,5R) -1- (4- ((2-%K ) D) R HERSL) -5- (2-
FREL) Mg At - 2- B A FH— 5 7 EEC AR TR b & Ak
[1010] SEI88 A ML 595: (2S,5R) -1- (4- ((3-GRAA L) FHED) R HIRERD) -5- (2-

FRED) MM He -2- IR

[1011] SS9 : (L 4596 : (2S,5R) -5- (2- G AED) - 1- (4- (G FAZREL AL HIZD)
2K FAEEL) gt - 2- FHFR

[1012]  SZ5EH190 (L 54599 (2S,5R) -5- (2-5(84) -1- (4- ((3,5- —HIL pmgmh-4-
B HHAD) R H AL NHe e - 2- FHER

[1013]  SBEHI91 AL 545102 (2S,5R) -5- (2- KL -1- (4- (g -4- LA D) %
PR L) LR e - 2- FHFR

[1014]  SZREH192 AL S5 ¥4 5104 (2S,5R) -5- (2-0KKE) -1- (4- (5- T AL - TH-NHmg -1 -
5L K HRED) MEms e - 2- FHFR

[1015]  SjEI93 : AL A Wad 5105 (2S,5R) -5- (2-FFRAL) -1- (4- CRmEms -5-58) SR
F0) e e -2- FIR

[1016]  SjEf194 : (b A ¥4=106: (2S,5R) -1- (4- (4H-1,2,4- =W -4-K0) ZEFIFELEL) -5-
(2-FRED) Mt -2- FHR

[1017]  SE195 : AL A 45107 (2S,5R) -5- (2-%(KHL) -1- 4- (5- G FIZRHD) -1H-1,
2,3~ M- 1-30) SRHIBILD) e - 2- FHER
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[1018]  SJitf5196 : {4 &5 45108 (2S,5R) -5- (2- K%L -1- (4- G-5-3-2K3E-4,5-
T TH- N - 1 - B0 RHHP D) IR A - 2- IR

[1019]  SZHEHI9T : (v & W4 5109 (2S,5R) -5- (2-S K3 -1- (4- (5-FEE-3- (=
BL) - 1H-nHme - 1- 355) ZR FHBERL) nb gt - 2- HHER

[1020]  SZjEf98 : (b &5 ¥4 =110 (2S,5R) -1- (4- (1H-IEEWR - 1-55) SEFAELREL) -5- (2- 50K
F0) e b -2- FIR

[1021]  SBEHI99. L S5 ¥4m 5 111 (2S,5R) -5- (2- UKD -1- (4- (FEmMe -5-50) R FIFEEED)
Mg A - 2- IR

[1022]  SZjEf1100 b &4 5112 (2S,5R) -5- (2-F K3 -1- (4- (3,5- —HIEL-1H-nk
e - 1-358) 2K FIESL) Nkt - 2- FRFR

[1023]  SZjEfil101 /b &4 5113 (2S,5R) -5- (-SRI -1- (27,57 - —45(-[1,17 - B¢
IR] -4- BRI MR AT - 2- IR il JT]— M 7 TEC AR TR Rk La 21 5 B o

[1024]  SUEGI102: (L 545114 (2S,5R) -5- (2-GUAKL) - 1- (4- (Mg - 5-Jk) 2K FH gk
BL) MERE A - 2 - FHERAH FH— 7 EEC N HR TR AR 1a N2 j 5 Ak o

[1025]  SEEI103 AL &4 =115 (2S,5R) -5- (2-SKHL) -1- (4- (WM - 3-355) 2R I
BE) MERE A - 2 - FHERAH FH— 5 EEC N H TR R LaFh2k &k o

[1026] S04 AL S5 ¥4=116: (2S,5R) -5- 2-2FHL) -1- (4- (6-FAEEntng -3-30)
IR FE L) MR A5t - 2 - R A ] — 7 TEC AN HR TR R Laf21 S ko

[1027] ST fI105: AL 595117 (2S,5R) -5- (2- KAL) -1- (4- (3-JILLRE -4 - F%) ZKH
P L) ML fi - 2 - R FH— R 5 EEC N HR TR R LaFl2m & i o

[1028]  SCJE1106 . 1L 5 #4118 (2S,5R) -5- (2-SKHL) -1- (4- (HiE -3-355) 2RI
BE) ML A - 2 - FHERAH FH— 7 EEC N H TR R LaF2n & Al o

[1029]  SZj 107 A A4 =119 (2S,5R) -5- (2-S0KRIE) -1- (4- (6- (T FIREEUED)
W - 3-55) IR FEBE L) e e - 2 - FRER A — 0 TEC A FR TRl 1a k20 5 i

[1030]  SCJEI108 L 5 #4m =120 (2S,5R) -5- (2-SKHL) -1- (4- (HIE -4-355) 2RI
BE) MERE A - 2 - IR FH— 7 EEC N H TR R LaF2p & Ak o

[1031]  SUEfI109: (L 545121 (2S,5R) -5- (2-ZREL) -1- (4- (6- FHALIERE - 3-J5) oK
PR L) MR Aot - 2 - R A FH— % 7 1A C AN HR TR AR LaF2q & Ak o

[1032]  SZjEBI110. /L 545122 (2S,5R) -5- (2-GZKEL) -1- (4- (2- A ELEnE - 3-35)
IR FE L) MR A5t - 2 - R A ] — 7 TEC AN HR TR R Laf2r & Ak o

[1033]  SZjiEfol111 L& ¥4 5123 (2S,5R) -5- (2-504HE) -1- (47 -HI&IE-[1,17 - B¢
IR -4- BRI MR AT - 2- FHER il JT]— M 7 TEC R TR Rk Lali2s 5 B o

[1034]  SjEfI12: v 5435124 (2S,5R) -5- (2-%(ZFIL) -1- (47 -F{E-[1,1° -BK] -
4-FRFL) MHEnE S5t - 2 - FHERAE FH— A% 7 TEC N HR TR R LaF2 t S Ak

[1035]  Sjfil13 . /L 545125 (2S,5R) -5- (-G ZKEL) -1- (4- (4- A ELEnE - 3-35)
IR FHE L) MR A5t - 2 - R A ] — 7 TEC AN HR TR R Laf2u &l o

[1036]  SZjiEffill14 . &4 5126 (2S,5R) -1- (47 -5 [1,1° -BEAE] -4-F-3E) -5- (2-%
IREL) MM S5 - 2 - FHERAE FH— R 7 EEC N H TR R LaFN2v & ko

[1037]  SZjEfill15. (b &4 5127 (2S,5R) -1- (37 -5 [1,1° -BEAE] -4-F-EE) -5- (2-%
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OREL) W& e - 2 - FHER (1 F— 5 TEC AN H TR La 2w 5 Al

[1038]  Sjitf116: v 545128 (2S,5R) -1- (27 -%(-[1,1° -BER] -4- 3 EL) -5- (2-

IR N - 2 - FRER A5l FH— B TR C AR TR Ta M2 5 Bk o

[1039]  SZHEHILLT AL A ¥4=129: (2S,5R) -5- 2-2HL) -1- (47 - (PHEEF D -1,

17 =IO ] -4 - Br3L) MRt - 2 - R il 11— 7 TEC AR TR] Ak La 2y 5 B o

[1040]  SZjEf118 /L &5 W4 =5130: (2S,5R) -5- (2- K30 -1- (3”7 - (ARSI ED - [1,

17 -IR] -4 - BrR3L) MRt - 2- FHRR il JT]— M 7 TEC R TR] Rk La 2z 5 B o

[1041]  SZEBI119 . /L & W4% 5131 (2S,5R) -5- (2- K30 -1- (27 - (FEEEF IS - [1,
T-IROKT - 4- PR D) MRS A - 2 - FHERAH F— B TEC N TRl 1a M 2al 5 Bk o

[10421 SHEA120 AL S W4 5132, (2S,5R) -5- (2- KD -1- (4- (Z5-2-30) ZE LD

MH e - 2 - FRER AT FH— & 5 EEC AR [ 4A LaATI2b 115 1

[1043]  sZjEfil121 /b &4 5133 (2S,5R) -5- (2-FKIL) -1- (37,57 - 4~ [1,17 -Hk

IR -4-FREL) WAt - 2- AR A T — % 7 EC AR TR R LaFi2e 165 A

[1044]  SZjEfI122 AL 545134 (2S,5R) -5- (2- 5 K30 -1- (27 -¥3E-[1,1° -] -

4-FRFL) MHEMEAe - 2- FHER A FH— % 77 TECH TR R Lai2d 1 5 %

[1045]1  Sjfl123 b 5445 135: (2S,5R) -5- (2-5 &) -1- ' - EHEHPAED -1,

17 -IRIR] -4 - BREL) Mg At - 2- R T — % 7 TEC AR TR R Ladi2e L5 Ao

[1046]  SZjtfl124 AL &5 W4%5136: (2S,5R) -1- (27 - (AL - [1,17 -BXER] -4-F3b) -5-

(2- FUREL) ML -2- IR

[1047]  SUfAI125 AL S W45 137 (2S,5R) -5- (2-G( K H) -1- (27 - R4 IE- (1,17 - B¢

K] -4-FRFE) M- 2- FFR

[1048]  sjiEffl126: {59045 138 (2S,5R) -5- (2- S RED) -1

IR]-4- 3550 g -2- R .

[1049]  SjEfI127 AL S ¥0%m+5139: (2S,5R) -5- (2-ZRED) -1

IR]-4- 3550 g -2- R .

[1050]  Sjf128 . /L &5 W4w 5140 (2S,5R) -5- (2-5K0) -1- (27 - GRANFEFIAEED - [1,

17 -IROR] -4 - FRF0) M -2- FHFR

[1051]  SjEA1129 : L 545141 : (2S,5R) -5- (2- FHED) -1- (27 - ((4-5F3) 6L -

(1,17 -IOK] -4-FREL) Mkt -2- IR

[1052]  SZjEBI130 L5045 142: (2S,5R) -5- (2-0KHL) -1- (4- (6-SHkmE -3-3L) Kk

P L) ML A5 - 2 - R T — B TEC AN TRl A 1a RN2 1 165 B o

[1053]  SjfB131 AL &5 W4%5143: (2S,5R) -5- (- ZKED) -1- (4- (6-FMknE -3- 5L 2K H

P E) ML A5 - 2 - R T — 5 TEC AN TRl 1a AN 2m 1 5 B o

[1054]  SZHEHI132 . (0 504 5149: (2S,5R) -5- (2- KAL) -1- (4- (&Y -3-35) 2K FATE

BL) ML A - 2- FHERAE F— 7 TEC N TRl A 1aMN2n 1 5 B o

[1055] STHEI33 A 45150 (2S,5R) -5- (2- 5K -1- (4-FRC R FEEEL) g

2- FHER A H— % 7 iC TRl Tadi201 65 5K o
[1056] SEB34 AL S WgR 5152 (2S,5R) -5- (2- G REE) - 1- (9-%4 A% -9H- 2 - 2- e Fh)
Mg Ae - 2- IR
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[1057]  SZjEfil135 AL S8 153: (2S,5R) -5- (2-G(ZE3D) -1- (27 - (FIALRmERL) - [1,

17 =IO ] -4 - BREL) Mg At - 2- R T — % T EC AR TR R LaF2p L5 A%

[1058]  SZjitaf5l136 : (b A ¥4 5155 (2S,5R) -5- (2-S(FEEL) -1- (9-F1 L -9H-IHamh - 2- fi

50) Mg L -2- R

[1059]  SZGEHI137 AL S W4R5156: (2S,5R) -5- (2- 5K - 1- (4- KA SR D) kg

t-2-HR

[1060]  SZjiEfHI138 (L W45 157 (2S,5R) -1- (4-FRLIR WD) -5- (2- SR EL) L&
2-HfR.

[1061]  SZjEf139 /v A4 5158: (2S,5R) -1- (4- FKFIER LR FIEEL) -5- (2- S0 ED) it

% 4-2- IR .

[1062]  SZhEAI140 A5 W04 5159 (2S,5R) -5- (2-FORFL) -1- (4- (WBINE -2- FL) K FH

BL) MR - 2 - FHERAL FH— M iLC N TRl Laf2q 1 F5 B

[1063]  SfEfil141 AL 545160 (2S,5R) -5- (2- (KK -1- (4- (4,6- — HIsELmsng

2-55) TR FHREIL) IEns i - 2 - FHER {1 — s J7 TEC A Fh TRl Tadi2r 165 Bk o

[1064]  SjiE 142 AV 545161 (2S,5R) -5- (2-50KE) -1- (4- (2,4- — A Fkmeng -

5-50) AR FHE L) Mg e - 2 - FHER i — T TEC A FR TRl 1afi2s 165 Bk o

[1065]  Sjtf143 AL 545162 (2S,5R) -5- (-SRI -1- (4- (2- IS FLmsnE -5-35)

IR FHGIE) MERS At - 2 - FRPR (T FH— % 5 TEC A TR a2t 165 B

[1066]  SCjitfil144 A 545168 (2S,5R) -5- (2-%(FKEL) -1- GRCLLHRED) Mg - 2-

FHER o

[1067]  SCjEFI145: 4 5% =5169: (2S,5R) -5- (2- AL -1- (4- PR KR IL) Mg kot -

2-HHIz

[1068]  SZjitEfdl146 b &5 ¥4 5172: (2S,5R) -5- (2- 5 KHE) -1- (4- (4- FEEIRNE -1-35) -

3- AR D) g ot -2- PR .

[10691  SHEI147 A9 5 173 (2S,5R) -5- (2-SZRIE) -1- (4- (- SAAWRIE - 1-55) K

PR L) LR e - 2- FHFR

[1070] S48 LS WgR=174: (2S,5R) -5- (2- SR L) - 1- (3- FH 3L -4 - nombk BL 2% P g

) gkt -2- R .

[1071]  SEjEHI149 AL 545175 (2S,5R) -5- (2-S0KHL) -1- (4- (URAE - 1-355) 2R I

50 gkt -2- R .

[1072]  SBEHI150 b 545176 (2S,5R) -5- (2- G KEL) -1- (4- NIk EL IR FRBEIL) T
2-HfR.

[1073] S5l AV A4 5177: (2S,5R) -5- (2-S(AED) - 1- (1- (- FEEAED) R -4-

BRAS) MEME L -2- IR

[1074]  SZaf152: /L S H45178: (2S,5R) -5- (2-5(7K3) -1- (4- (4-G0RD) PR Ko

50) Mg L -2- R

[1075]  SBEHI153 b 545179 (2S,5R) -5- (2-G(KEL) -1- (4-ZEELERC e i) g
2-HfR.

[1076]  SChEB154 : AL S5 ¥4=183: ((2R,5S) -2- (2- G KAL) -5- (1H- PUmMp -5-FL) nHp g 45z -
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1-38) @7 -HsEFE-[1, 17 -IOK] -4- 55 F .

[1077]  2PPE1: (2S,5R) -5- (2-G0KED) -1- (27 -FAEL-[1, 17 -IOK] -4-F D) s e - 2-

PRI ) 5 i o

[1078]  |f| & 4 AETHF (5mL) &4 51 (0. 2g,0.459mmol) [ B rh i ACDI

(0.167g,0.11mmol) HRMAEZE M M FE3057 8, SRS AERMPINH, 5 it 145 Bh o KERM T IM HC1

MR FHEtOAC A= o KA HLE FTIMgSO, T 47 o S RMAE FL s FRk 4, IR 7 B ) (164mg)

FEMeCNHRAR R 1l 1L BT PE - AX (2g) A o K BE IR 4 13 BIFRBUFH AR . Y : 0. 14g (T0%) , P>

80% ,rt=4.08mn (BFHJEFA) »

[1079]  2PPE2: (2S,5R) -5- (2-GKEL) -1- (27 -FAEL-[1, 17 -IOK] -4-F D) s e - 2-

FHIS &

[1080]  YE&4 (2S,5R) -5- (2-GRFD) -1- (27 -FHA AL - [1, 17 -JOR] -4-F D) s be - 2-

FAP R (0. 14g, 0. 322mmo) [150mL ] RSB i IINDME (3. 22mL) « BERMBE S 2 F-Ar K . i
=R (0.059g,0.322mmol) , JERMAE S R 19043 Bl K RMTINAHCO, (HIFT/K

0 M EE I THACOE t A B o KA A UAR TR /K P (2 <), FiMgSO, T4, 1 844, 15 21/ 126mg

PR #).Y:0.126g (94%) ,P>80% ,rt=4.53mn (BHEFA) , M+H) "=417/419.

[1081]  PYR3. LS5 Wda = 1831015 k.

[1082]  {EMtTIOIE I i, fEAr I, IINERUEEN (0.086g,1.330mmol) FITHF (5mL) - AHAE

IONAEImL THEH AR LR (0.101g,0.756mmol) 1 (2S,5R) -5- (2-G(KE) -1- (27 -H

SEE-[1, 17 -TEoRT -4 - FRED) Ik e -2- FRG (0.126g,0.302mmol) o FFRMT-60°C R NG 1% -

HIINE S 1141 (0.086g,1.33mmol) %L 5E (0.101g,0.756mmol) , B RMT-60°C N FLfbiHE

Tho (HRMR 2] 2= 6N HC1H% K, H FHACOEt A2 HY (2 X) o KA HLE HIMgSO0, T, 1t B8k

2%, 15 21160mg {E AT el AR R o KL il TRkt € % 12 (DCM/MeOH: 95/5) MISPE4]

&, 1 FHPEAX T - HIACN SR S5 ACN+HC T B o 2K H PEAXIR 43 R AEMe CNVA YR H YA /1 L

SR YE 7R BEMAEACN /7K (2mL/ 1mL) AR T.Y: 13mg (9%) ,P=100% ,rt=>5.19mn (FF T

B) , (M+H) "=460.

[1083]  SZj il 155 (&4 5184 (2R,5S) -5- (2- G K HE) -1- (27 - EE- 1,17 - B¢

IR -4- BRI MR AT - 2- IR il JT]— M 7 TEC AR TR AR L jAN2h A B o

[1084]  SjEf160 1 A5 ¥04 =189 (2S,5R) -5- (2-FIHL) -1- (6- (2-FREL) HHEEEL) i

Mgt -2- IR

[1085]  SZjiEfil162 . /L &4 5191 (2S,5R) -5- (2- S AHE) -1- (5- F4E I -6 - R EL A

5L) MR £ - 2 - FHERAE F— B iEC N TRl AR 1a RN21 15 Bk o

[1086]  SZjiEfl163 Ak & ¥4 =192: (2S,5R) -5- (2- S AEL) -1- (4- (- FIAE IR A ED) oK

PR E) LR A - 2- FHFR

[1087]  Sjf164 v S5 ¥4=5193: (2S,5R) -5- 2-2FHL) -1- (4- (3-FAentng -4- %)

IR FE L) MR A5t - 2 - R A FH— 5 5 TEC AR TR R La 2 5165 A%

[1088]  Sjtf165: L 5 W4w=5194: (25) -5- (2-0ZRIL) -1- (27 -4 3E- (1,17 -BER] -4-

PRAL) -4, 4- HIEENEME S - 2 - FHERAH FH— 7 EEC N HR TR AR LpATI2h & Al o

[1089]  SCJiEfh166 : (L 504 +5195: (2S) -5- (2- KAL) -1- (27 - s A [1,17 -] -4-

FRAL) -4 - R bt - 2- FHER AT ] — B TEC R TR L g A2h 5
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[1090]  SZjEBI167 /L &5 W4%5196: (2S,5R) -5- (2- K30 -1- @-FI5EL-[1,17 - K] -
4-FRFL) MHEME At - 2- FHER A FH— % 77 TEC AN H TR R La 2k 15 %o

[1091]  SZjtfil168: (v 545197 (2S,5R) -5- (2-%(ZEIL) -1- 27 -F{HE-[1,1° -BK] -
4-FRFL) MHEMEAe - 2- FHER A FH— % 77 TECANH TR R La 2y 15 A

[1092]  SZjtf169 . 1L &5 W4%=5198: (2S,5R) -5- (2-S2K%0) -1- (27,6° - —HIs3E- 1,17 -
IR -4 - B3 MR - 2 - FHER il 11— 5 A C R TRk La 2wl 5 Ak o

[1093]  SZjE 170 /b &4 5199: (2S,5R) -5- (2-FKIL) -1- (27,47 - —50-[1,17 - B¢
IR -4- BRI WAt - 2- FHER A T — % 77 EC AR TR R LaF2x L5 A

[1094]  SZHEHIT1 v 59435200 (2S,5R) -5- (2-%(ZEID) -1- 27 - EHEAE) -[1,17-
IR -4 - B3 Mt - 2 - FHER il 11— 5 TEC AR IRl La 2y 1 5 Ak o

[1095]  SZjEfill72 /L& d 5201 (2S,5R) -5- (2-G00RE) -1- (2,27 - IS - 1,17 -
IR -4 - B3 MRt - 2 - FHER il 11— 5 TEC AR IRl La 122 1 5 Al

[1096] Szt fsl173 A 545202 (2S,5R) -1- (47 -%(-2 - AL -[1, 17 - oK ] -4- 1
H) -5- (2-FIRED) MEME A - 2- FHERAH F— 7 iEC N TRl Ak 1aMN2a2 5 BY o

[1097]  SZEBI174 4L &5 W45203: (2S,5R) -5- (2-GZKEL) -1- (4- (4- IS FLmsng -5-35)
IR FHE L) MR A5t - 2 - R A FH— 5 5 TECANHR TR R LaFI2b2 5 Ao

[1098]  SZjfI175: /v &4 5204 (2S,5R) -5- (2-G(AED) -1- (27,4 - —HIAEIE-[1,1-
IR -4 - B3 MRt - 2- FHER il 11— 5 TEC R IRl La 2 2 5 Al o

[1099]  SZjEfl176 /b &4 5205 (2S,5R) -1- ([1,17 -BEA] -4-HE) -5- (HEAE-3-50)
MH R A5t - 2 - FHER A FH— 5 5 TEC AR TR L S Ak

[1100]  SZEEILT7 AV S04 5206: (2R,5R) -5- (2-F KAL) -1- (27 - s 2E- 1,17 -1k
IR -4-BREL) M- 2 - FHIR (o ] 7 TEC AR TR L j 5 Ak

[1101] S fl178 A S ¥4 5207 (2S,5R) -5- (2-S(FKE) -1- (1-ZEEL-1H-FIF [d] Bk
W -5 - FRBE) Nt -2 - FHTR

[1102] S fil179: &4 5208 (2S,5R) -5- (2- G K HE) -1- (27 - AL -1, 17 - B¢
IR -4- BRI MR ST - 2- HHIRG FHRS AE — M5 A P B L A3 2

[1103]  SZHEHI180: (L S Wdh=217: (2S,4S,58) -5- (2- 5 KE) -1- (27 -5 -1, 17 -1t
K] -4-FRIE) -4- CRILFAMEID) Mot - 2 - FRFR i H 5 9P FInik 19 5 145 B

[1104]  SZfE 181 XS4 =220 (2S,5R) -5- (2-50KHE) -4-5(FE-1- (27 -5 E- (1,
17 -IR] -4 - BRFE) Mt - 2- FRR il 7 9 T i 7 15 K

[1105]  SZjfl182 /v & 45224 (2S,5R) -1- (2-5(-[1,17 -] -4-3ED) -5- 2-50K
5L) ML £ - 2- FHERAHE F— B iEC N TRl Ak 1a fN2d2 5 Bk o

[1106] S fil183 AL &g 5225 (2S,5R) -1- (27 -4 -2- A - (1,17 - e -4-
B -5- (2-FIRED) MEME A - 2- IR F— 7 iEC N TRl 1a M2 25 BX o

[1107]  SZjtfil184 . (v 5475226 (2S,5R) -5- (2-207K%E) -1- (27 - @-FIEIE LA -
(1,17 BT -4-F 20 L&t - 2- FHER M TR Rk LaMim e 2 - (2- AR D) R -4 -
R FHRR 1 A A 212 - (2- FEAE A A0 IR - 4- IR & 1 o Jr—H TR A JTIMA t sunobu
e es

[1108]  J-0°C [, M2’ - FEIRMPR-4- IR R (300mg, 1. 31mmol) = KELfHk (517mg,
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1.97mmol) FN2- P4 L £, (130ul, 1. 64mmol) £ETHF (12. 5mL) HfH A 22 i B & —
FHIR — S AR (388pL, 1.97mmol) KRG Z0 M FEL A&, HRE SO T HH SR K o S
W RS KRR I HIDCM (25mL) A< o A AUE FH/KBE , TR AE T ik 4 A0 )
A L RO /Et0Ac=1/1) 2t 1S BIER T i IRI2’ - 2- AL £ A0 I
K-4-HEREE .Y : 450mg (78%) ,P:65% ,rt=2.5mn (BEEA) ,Rf FAC 4E/Et0Ac=95/5) =
0.75,

[1109]  SZjtfsl185 . AV A 45230 (2S,5R) -5- (2-G(FEEL) -1- (3-FIsE -4 - (W50E -5-
BL) FRHAP L) ML At - 2 - FHER A ] — B TEC N TRl 1a M2 025 B o

[1110]  SZjtfol186 : (b A ¥nd 5231 (2S,5R) -1- (27 -FkEE- (1,17 -BE2E] -4-F ) -5-
(2-FRED) Mkt -2- FHR

(1] BB Tl N S W45 197114k (2S,5R) -5- (2-52K3E) -1- (27 -H#3E-[1,
17 -JR] -4~ FE) I ke - 2- IR S (100mg, 0. 225mmo 1) FIERFR ¥ M (32mg, 0. 45mmol) £E
EtOH (1mL) FP AR 2R N = £ % (64ul, 0. 45mmol) o BHE SRRt EE2 K B A1)
BRI =10 IR SE S im0 1 (DOM/MeOH=98/2) 4lift. , 1581 b T ta [l Ak 1)
(2S,5R) -5- (2-FFEL) -1- (27 - ((B) -N’ - L FRED) BOEFRIL) Mg ot - 2- R FH R V -
113mg (63%) ,P:>80% ,rt=3.6mn (BEEA) ,Rf (DCM/MeOH=9/1) =0. 3.

[1112] ij}g%é&

(11131 05 N, B0, KRS T, TRaney B A I /KRR 2R (AN T2 /N JEIR, 2K
JE 2/ LS HAERR) 4 (2S,5R) -5- (2-FKED) -1- (27 - ((B) -N” - R HHPREL) AL it
& J52 - 2 - FAFR FATE £ (EtOH/THF/AcOH=1/1/0.025) (2mL) H AR A AL 4555 B Bk 750 1T
filde Tk B8R RIS A FL s Wk, 15 B E D msaty & fa [l AT (2S,5R) -1- (27 - HHjpk
SEPORIIL) -5- (2- GIRID) MEmsbi-2- R FHR . Y : 64mg (99%) ,P:70% ,rt=3.5mn (BHE
Ao

[1114]  2PDIE3.

[1115]  F (2S,5R) -1- (2" - FAPRFEBER L) -5- (2-SUREL) M b - 2- IR FH S an— %y
FCHPTBI R B0, 1R 2 545231 .

[1116]  SZhEfI187 : AV &4 5232: (2S,5R) -5- (2-FIK3E) -1- (27 - s &L - 1,17 -]k
IR] -4-BREL) M- 2- FHRR (o ] 7 TEC AR TR AR Lg Bk

[1117]  S2efol188 : b A g 5233 (2S,5R) -1- (27 -FIAAE- (1,17 -6 -4-F ) -5-
(SR AR NHE P - 2 - FHIER il T — M 5 T C AN FR TR L s B o

[1118]  SZjtfsl189 . (b A ¥ndm 5234 (2S,5R) -1- (27 -l AE- (1,17 -6 -4-F k) -5-
(2- FHAR BRI ML b - 2 - FER U ] — M5 T C M FR TR L 15 B o

(11191 SZjEfo1190 . /v A ¥nd =235 (2S,5R) -5- (2-G(FEEL) -1- (27 - (P ETE) - [1,
17 -JRIR] -4 - BREL) Mg At - 2- FHER i FH— % 7 EC A TR R La 12825 Ao

[1120]  SZjtEfil191 (v 59455236 (2S,5R) -5- (2-20K%E) -1- (4- (2,6- IS JEnEnE -
3-35) R FHBE L) LRkt - 2 - FHER il T — M 5 T C R [RIMA La f2h2 5 Al o

(11211 S92 v 59475237 (2S,5R) -5- (2-%(ZFIL) -1- (3- P Kk -4- -5 dL
M - 5- 35) DR FHIBEIE) Nl - 2 - FHER il ] — M 5 T C R IRl La 21 25 Al

[1122]  SZjf193 v &4 5238: (2S,5R) -5- (2-S(EEL) -1- (4- (5-FIsILntge-2-38)
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IR FHE L) MR A5t - 2 - R A FH— A 5 VEC AN TR R 1a 2 j2 65 A

[1123]  SB194 AL S5 ¥445239: (2S,5R) -5- (-G AKE) -1- (4- - @-HEIL LA
MHEIE - 3 - 255) JR HH D) MR ot - 2- R N HP R A L a FTai b 4 - (2- (2- AR R AR 28) T - 3-
50 KRR R AR 20104 - (2- @-HEEEECHAID MEE -3-38) ZK RS A o fm—rh TAj4A
i TR T S g 522611 5 BT R M t sunobufb A1) 25 .

[1124]  SjEB195 AL &5 W)4%5240: (2S,5R) -5- (2-S7KED) -1- (4- (3- FIA LMtk - 2- 3)
IR FAE L) MR A5t - 2 - R A FH— 5 75 VEC AN H TR R La 2k 2 5 %o

[1125]  SZjfil196 . /v & 45241 (2S,5R) -1- (4- (2-5(-4- (ZHIELSIE) mang -5-25) O
FRTE L) -5- (2- GOREL) Mgt - 2- FHER i T — % 0 VEC AN TR R La 21265 Ao

[1126]  SZhEWHI97 A &4 5242 (2S,5R) -5- (2- G AKED) -1- (4- (2,6- — HIsAILmEmE -
4-55) FRHAED) ML At - 2 - FHER(E F— B i C N TRl A 1a AN 2m2 5 B o

[1127]  SZEH198 AL A4 =227 (2S,5R) -5- (2-2FRHL) -1- (4- (2-FIRLgEmy -3-5L) oK
PRI MHE R - 2 - FEER A — 7 TEC A HR TRk LaI2n2 5 il , i il 2 M HPLCE— 2P 4l
.

[1128]  SZjEfh1199 b & W4 =228 (2S,5R) -5- (2-FKIL) -1- (27,67 - —45(-[1,1 -}
IR -4-BREL) MRt - 2- R A T — % 77 EC A TR R La 2025 Ao

[1129]  SZjEf51200 : (b S5 ¥04 5229 (2S,5R) -1- (27 -%(-4 - - [1, 17 - oK ] -4-
H) -5- (2-FIRED) MEME A - 2- FHERAH F— 7 iEC N TRl A 1a FN2p2 5 B o

[1130]  SZjifhl201 Ak &5 ¥4e 5243 (2S,5R) -5- (2-G(FEIL) -1- (27 - (T HIEEEED) - (1,
17 -JRIR] -4 - BREL) Mg At - 2- R A T — % 7 EC A TR R La2a2 5 A%

[1131]  SZjEfB1202 /L &5 W)4% 5246 . (2S,5R) -5- Q-G IREL) -1- (4- (2- A ELEnE - 3-35)
IR FE L) MR A5t - 2 - R A ] — R 7 TEC AN HR TR AR L g F2r S Ak o

[1132]  SZhEfil203 : L 45247 (2S,5R) -1- (4- (2,4~ — A Emsng - 5- L) 28
H) -5- (2-FIRED) MEME A - 2- FHERAH F— 7 IEC N TRl AR 1 g FN2s 15 B o

[1133]  SCjEf1204 : (L 5145249 (2S,5R) -5- (2-GRED) -1- (3-HAUEE- (1,17 -] -
4-FRFL) MHEMEAe - 2- FHER A FH— % 7 ECANH TR R Ladi2r2 5 o

[1134]  SZjEfo1205 : (L & ¥4 5269: (2S,5R) -1- (4- (2,6- — FAR LML NE - 3- 34) 2K HI
H) -5- (2-FIRED) MERE A - 2- FHERAH F— BT IEC N TRl A 1 g AN2h2 5 B o

[1135]  SZJEf51206 : (X S ¥4 261 ; (2S,5R) -5- (2-50K3E) -1- (3- 1A -4~ (4- LR
M - 1-55) ZK FHBE L) ML 45e - 2 - FHIRAE ] — M5 5 75C GRAB) MR TRl La i3 - FH A -4 (4-
FRELIRIE - 1-35) ZE IR 5 ik 3 - FR AR R -4~ (4- FR3ERIg - 1-30) KRR IO A iR T %11
W

[1136]  SZfI207 AV &4 5272: (2S,5R) -1- (27 -FA3E- (1,17 -] -4- B EE) -5-2K
SN - 2- R i ] — M 7 75C GRARn) AHRTEAR T URNI2h S Al

[1137]  SZjf5l208 : (L &5 W4 5273 (2S,5R) -5- (3-G(AHL) -1- (27 - FAIE-[1,17 - B¢
IR -4-FREL) MR AT - 2 - FHIR (i JT]— % 7 75C GRARn) IHRTEI AR Tui2h & Al

[1138]  SZjf51209 : (b &5 W4i5274: (2S,5R) -5- (4- (A H) -1- (27 -FAIE-[1,17 - B¢
IR -4-FREL) MR AT - 2 - FHIR (o JT]— % 7 75C GRARA) IHRTEAR LV RN2h G Al

[1139]  SZjEfol210 . b &5 ¥45275: (2S,5R) -5- (3-JaAEL) -1- (27 - FA3E-[1,17 - B¢
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IR -4-FREL) MR AT - 2 - FHIR o JT]— % 7 75C GRARA) IHRTEAR IwI2h S Al

[1140]  SZjEfol211 b &5 W45276: (2S,5R) -5- (4- R AHL) -1- (27 - FIA3E- (1,17 - B¢
IR -4-FREL) MR AT - 2- FHRR o ] — % 7 75C GRARn) IHRTEAR I FN2h S Al

(11411 S l212 v S ¥Yg 5278 (2S,5R) -4- Bk -5- (2- G KD -1- (27 - 1A k-
(1,17 -BOK] -4- B0 Mgt - 2- Rl 1 45 7 €9 B A R R AR A IS 126, B 1
i i —NEBEPL (Me, SnOH (10eq) ,DCE, 90°C) {45 (TFA,DCM) 2 4h, M (2S,4S,5R) -4- £k
F-5- (2- R Mg b - 2- R FHR 5 b

[1142]  STjEffI213 AV &4 5279: (2S,4S,5R) -5- (-G -1- (27 - AL [1,1° -1k
IR -4-FIE) -4- (VAL PR3 MLt - 2 - FRER AR FH 5 22 9 B s BB A DN 75 72452
[ (2S,4S,5R) -5- (2- G ZRFL) -1- 27 -HSEIL-[1, 17 -POR] -4-BF0) Mg k-2, 4- — HIfiR4-
BT 2 - TS & B T RAL A W= 27900 A i e e 25 TR R 15 %614,

[1143]  SZjffi214 /v &% 5280 (2S,5R) -5- (2-S(FEL) - 1- (4- (2- s Lmsng -4-38)
IR FAE L) MR A5t - 2 - R A % 5 1EC GRAB) R Rl 1afN2s 265 Bk o

[1144]  SjtEfI215 (0 59045281 (2S,5R) -5-FAC HE-1- (27 -FIA3E- [1,17 - K] -4-
FRAE) ML S5 - 2 - FHERAH FH— 7 1EC CGRAB) MR TAMA Ly AI2h 5 %o

[1145]  SCjEf51216 . /L & W04 5283 (2S,5R) -1- (4- (2-50-4- AR ILmENE - 5-38) 28 Ik
B -5- (2-FIRED) MEME L - 2- FHER A FH— 7 1EC GRAB) A Ta A 1aM2t 25 Bk o

[1146]  SjEBI217 AV S W)4R5284: (2S,5R) -5- (-SRI -1- (4- (3- FIAELEnE -2-35)
IR FAE L) MR A5t - 2 - R A FH— % 5 1EC GRAB) R IR 1afn2u2 5 Bk .

[1147]  SCjEf01218 : (v &4 5285: (2R,5R) -5- (2- 5 KL -1- (27 - A 2L - [1, 17 -]k
IR -4-FREL) MRt - 2 - FHIR o JT]— % 7 75C GRARn) INHRTEMAR L2 FN2h B Al

[1148]  SZjif5l219 : (L. &5 45286 (2S,5S) -5- (2-FRAHL) -1- (27 -HI&FE-[1,17 - B¢
IR] -4- BRI MR AT - 2- IR i JT]— % 7 7C Ghn) MHTE R Lal AI2h A

(11491 SZhEfi220 : (L 5045287 (2R,5S) -5- (2-5 KL -1- (27 -FIsE - [1,17 - Bk
IR] -4-FRIL) MRS - 2- IR i JT]— % 7 7C Gn) MHRTEIAR Ib LAI2h & A%

[1150]  Sjf221 AL &5 W)4%5288: (2S,5R) -5- 2-%(ZKIL) -1- (2- D) - (1,17 -5
IR -4- BRI MRS - 2- IR i 11— 7 74:C GRAEB) AH TR R Ladii2v2 & e

[1151]  SZjEfhl222 b &4 5289: (2S,5R) -5- (2-FKEL) -1- (27,47 - 4 - [1,17 - B¢
IR] -4- BRI MR AT - 2- IR i JT]— % 7 7C GRAEB) AH TR R Ladii2w2 & Ao

[1152]  Sjfh223 /L 545290 (2S,5R) -5- (2- 00K -1- 2-FI3E-[1,1° -BER] -4-
FRAE) ML S5 - 2 - FHERAH FH— 5 1EC CGRA4-B) MR TRl 1a M2 25 Bk -

[11583]  Sjtfhl224 . (v 5945291 (2S,5R) -5- (2,6- g K%L -1- (27 -4 [1,17-
IR -4 - B3 MR T - 2- R il T]— M%7 74C G -A) MHTE R Le LAI2h & A%

[1154]  SZjtfhl225 : (v 590475292 (2S,5R) -5- (2,4- G KL -1- (27 - k- [1,17 -
IR -4 - B3 MR T - 2- R il JT]— M7 74C (G -A) MHRTRI R LA LAI2h A%

[1155]  Sjtfhl226 : (v 590475293 (2S,5R) -5- (2,4- —G0RE) -1- (27 - [1,17-
IR -4 - B3 MR T - 2- FHER il ] — M%7 74C (G h-A) MHTE] R Le LAI2h G A%

[1156]  SZjEfl227 A &4 5294 (2S,5R) -5- 5 | FE-1- (2" -FIA - [1, 17 -] -4-
FRAE) ML A5 - 2 - FHERAH FH— 5 1EC CGRA-A) AR TRIALE 1AI2h A Bk o
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[1157]  SZjtfhl228 . (v 59475295 (2S,5R) -5- TN L -1- (27 -FIA3E-[1,17 - K] -4-
FRAL) MM S5 - 2- FHERAH FH— 5 1EC GRA-A) TR L g 1A2h A Bk o

[1158]  SZjiEfhil229 b &4 5296 (2S,5R) -1- (3-%5-4- (Wng -4- L) IR -5- (2-
SREL) Mg S5 - 2- FHER AT A% 5 1EC GRAB) TR AR 1a M2y 25 Bk o

[11591  SZjitf230 . (v 545297 (2S,5R) -5- (2-S(AED) -1- -9 [1,17 -] -4- 5%
BL) WM& A - 2 - FHERAH FH— 5 1EC GRAB) MR TRl 1aM2225 BX o

[1160]  SZjfhl231 AL & ¥435298: (2S,5R) -5- (2- %K) -1- (27 -5 -4 - s - (1,
17 =IO ] -4 - AL Mgt - 2 - R il JT]— % 7 74:C GAEB) MH TRk Lafi2a3 45 A%

(11611 S2jfh1232 AL 5435299 (2S,5R) -5- (2-4(K3) -1- (47 -5 -2 - s - (11,
17 -JRIR] -4 - BAL) MRt - 2 - R i JT]— % 7 7:C GAEB) AH TR R LaFI2b3 5 i

[1162]  Sjfh233 AL &5 W)4%5300: (2S,5R) -5- (2-S 7RI -1- (4- (6- L5 FLMENE -3-35)
IR FATE L) MR A5t - 2 - R A FH— % 5 1EC GRAB) IR 1afN2e 35 Bk o

[1163]  SZjiffl234a: b &4 5301 (2S,5R) -5- (2- 5 K3E) -1- (4- (6- AL NE-3-
HE) FRHAP L) ML bt - 2- FHER AT ] — B 75C (G AB) MR Rl Laf2d3 5k -

[1164]  SZjff234b AL &40 5302: (2S,5R) -5- (2- K3 -1- (4- (6- FI4EFE-2- FA LN
M -3-35) ZR FHBE L) Mot - 2 - FHIER il 11— 7 7:C (B AB) AHP TR R Lafi2e 345 Ao

[1165]  SZjtaf51235 : AV A g 5303 (2S,5R) -1- (3-5-4- (2- IS LM nE -4 - 55) 2R L
H) -5- (2-FIRED) MEME L - 2- FHER A FH— 57 1EC GRAB) AR 1a M2 £3 5 Bk o

[1166]  SZjiEf1236 : b 545304 (2S,5R) -1- (3-%5-4- (W -5- L) FR IR -5- (2-
SREL) Mg A5 - 2- BT % 5 1EC GRAB) TRl 1aMN2g3 5 Bk o

[1167]  SZjEf1237 A &4 5305 (2S,5R) -5- (2- G KHE) -4-5(3E-1- 7 -5 E- 1,
17 -JRIK] -4-BR3L) -3- AL G J5e - 2- FHER A 15 9 AT R L, 3- AR M A ke A Bk o
[1168] 5151238 LS4 5306 (2S,4S,5R) -5- (2- 5K IE) -4-45(3L-1- (27 - 4 Ik -
[1,17-IOK] -4-PrFL) -4- RIS A - 2- FRER i 9 R L, 3- BRI Ik 5 ko
[1169]  SZjfh1239 . /L. &5 W4% 5307 (2S,5R) -5- (2-S2K%0) -1- (27,3 - “HIs3E-[1,1° -
IR -4 - B3 MR T - 2- R il 11— 7 74:C (G HB) MH TR R LaFi2h3 5 %

[1170]  SZjfh1240 . /L. &5 W45 5308 (2S,5R) -5- (2-S0K%E) -1- (37,4 - —HIs3E- 1,17 -
IR -4 - AL MR T - 2- R il 11— 7 74:C (GEB) MH TR R 1a 21365 A%

(11711 1241 A0 545309 (2S,5R) -5- (2-GKHL) -1- (27,3747 - = dE-[1,
17 -IIR] -4 - Br3L) MRt - 2 - FHRR i 11— 7 74:C GAEB) MH TR R 1a 2 335 A%

[1172]  Sjf242 A0 545310 (2S,5R) -5- (2-(KHL) -1- (27,37 ,6" - =3 -[1,
17 -JIR] -4 - B3L) MRt - 2 - FHERR il JT1— % 7 7:C GAEB) MH TR R La 2k 35 A%

[1173]  SZjiffl243 . (v 545311 (2S,5R) -5- (2-S(AED) -1- (37,57 - —HIsIE-[1,1-
IR -4 - B3 MR T - 2- R il T]— M%7 74:C (G EB) MH TR R 1a 21365 A%

[1174]  SZjfil244 v &4 5312: (2S,5R) -5- (2-S(KED) -1- (27,57 - —HI%3E-[1,1-
IR -4 - B MR T - 2- FHER il JT]— M%7 74:C (GHB) MH TR R Lai2m3 5 % o

[1175]  SZjfol245 . b &5 ¥45313: (2S,5R) -5- (2-5A&%) -1- (27 - N EE-[1,17 -5
IR -4-FRIL) MR AT - 2- R i 11— 7 74:C GRAEB) AH TR R Ladi2n3 & A%

[1176]  SZhEf246 : b &5 W4a =314 (2S,5R) -1- (2,27 - " HIAEIE-[1,1° -BeIE] -4-H5E) -
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5- (2- G ML - 2 - FHER il T — M5 5 74:C (B B) MH TR R Lg 2215 A

[177] S fl247 A &4 =315 (2S,5R) -1- (2-F-2 - A - 1,17 -BER ] -4-
H) -5- (2- 5 IKED) MEME A - 2- FHER A FH— % 5 1EC GRA4-B) AR 1 g AN2h5 5 Bk o

[1178]  SZjiffl248 . (v 545316 (2S,5R) -5- (2-Z(AED) -1- (-9 -2 -H%dE- 1,1 -
IR -4 - B3 MR T - 2- FHER il JT]— M 7 74:C (G EB) MH TR R LaFli2ho 5 %o

[1179]  SZjiEfl249 A &4 5318 (2S,5R) -5-FfkdE-1- (27 -FIA - 1,17 -] -4-
FRAE) ML A5 - 2 - FHERAH FH— 5 1EC GRA-A) MR TRIAThIAI2h A B o

[1180]  SZjiEffl250: (b &4 5319: (2S,5R) -5- (2- 5 K3E) -1- (2" -2 FE-[1,1° -] -
4-FRFL) MHEME S5 - 2- FHERAE % 5 1EC GRA-B) TRl 1a 2035 Bk o

[1181]  Sjtfl251 : (v 59475320 (2S,5R) -5- (2-%0ZKEL) -1- (4- (2,6- —FIELMIE-3-
HE) FRHAL) ML bt - 2- FHER AT ] — B 74C (G AB) MR Rl Laf2p3 &k -

[1182]  Swfhl252 . /L A Wd 5321 : (2S,5R) - 1- (4- (2,4- B (CRAR D) Mg - 5-3%) 2K L
H) -5- (2-FIRED) MEME S - 2- FHER A FH— 5 1EC GRA-B) A TAl A 1aM2q3 5 Bk -

[1183]  SZjEfi253 A S W4i=322: (2S,5R) -1- ([1,1°:4° , 17 - =R ] -4- ¥ 5L) -5-
(2- GUREL) MRS b - 2 - FHER 1 T — M 7 74:C (G AB) MH TRl La RN R IAI L, 17 247, 17 - = 0K
HREL] -4- IR 5 Rk

[1184]  SZjtfl254 . (v 59475323 (2S,5R) -5- (2-%(ZFIL) -1- 47 - EL-[1,1° -BE] -
4-FFE) MEMS It - 2 - FRIR B B — MR 7 1:C (B 4FB) MFR AR La FTRT AR 4 - A 3L - [1,17 -1
K] -4- R A Ak

[1185]  SZtaf255 : (b ¥4 =5324 : (2S,5R) -1- (4" - GRUT 38) - [1,17 -] -4-FAL) -5-
(2- IRFE) M b - 2 - FRFR (i F— % 7 7:C (G A4B) MR La fIR A4 - LT 38) - [1,
17 -IR] -4 - R Ak

[1186]  SZjitff256 : (v &4 5325 (2S,5R) -1- (3-5(-4- (2,4- — FAFEmsnE -5-3%)
ML) -5- (2- GIREL) MEMEH - 2- FHERAH FH— % 5 1EC GRA-B) MRl 1aMN2g5 5 Bk -

[1187]  SCjffI257 AV &4 5326: (2S,5R) -5- (2-S(IEEL) - 1- (5- (2- FIA LI EL) Nk -
2- R AE) MERE A - 2 - FHERAH FH— 5 1EC GRAB) MR TRIA 1a M2 j55 Bk -

[1188]  Sjitff258 : (¥ 545327 (2S,5R) -5- (2-%(ZFIL) -1- (3- P Kk -4- (4-FI5 3L
MHEIE - 3- 355) ZR FHIBE D) MHE o - 2 - FHER il 11— % 5 74:C (B B) MHRTR] Rk La 2k 5 Ao

[11891  SZjitEffl259 b & ¥4 "5328: (2S,5R) -5- (2- S AHL) -1- (3- % IE-4- (6- A
MHEIE - 3- 355) ZR FHIBE L) MHE o - 2 - FHER il 11— 5 5 74:C (B B) MHR TRk 1a 215665 A%

[1190]  SZjEf51260 : (v A ¥na 5329 (2S,5R) -1- (3-5(-4- (2- A LM g - 5- 55) 2K L
H) -5- (2-FIRED) MEME L - 2- FHERAH FH— 5 1EC CGRA-B) ARl 1a M 2m5 5 Bk o

(11911 SZjEf51261 AV A ¥4 5330 (2S,5R) -1- (3-5-4- (6- AR IEMLIE - 3- 55) 2R L
B -5- (2-FIRED) MEME L - 2- FHER A FH— 57 1EC CGRA-B) AR 1aM2r 35 Bk o

[1192]  SZjiEfl262 (&5 ¥4 5331 (2S,5R) -5- (2- 5L -1- (1- (4- (4- G R3E) memh -
2-F5) WRIE -4 - F35) L& It - 2- FHERAE T — M 5 74C GRAB) MR TR La TR I L - (4- (4-
SERFL) e - 2- 38) WRIE -4 - R 5 Ak

[1193] 52151263 . (L S ¥d 5332 (2S,5R) -5- (2-FRKEL) -1- (5- 1A KE-6- (2- %A L
IREL) HHIEL) ML bt - 2- FHER AT ] — B 75C (R AB) MR R 1 g 12835 Ak o
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[1194]  SZjiEfl264 b &5 ¥4 5333: (2S,5R) -1- (1- CGEF [dIEEME - 2- 55 WRIE -4- BRIL) -
5- (2~ FIRFL) MM He - 2- FRFR B — % 5 :C (S5 4FB) MR TRMA LaFI R IR 1 - CRIF [d]
e - 2 - 1) WRIE -4 - HHRR 5

[1195]  Sjfh265 . 1L &5 W4% 5334 (2S,5R) -5- (2-S0K%E) -1- (3-FIA L -4- (MEn&ke-1-
B0 FRHTRL) Wit - 2 - FHIER (1 1] 15 5 S 1 LR BB R 11 75 26 T R e A 4 - FH DR e 5
i

[1196]  Sjtfh266 : (¥ 54475335 (2S,5R) -5- (2-%(ZKIL) -1- (5- P KL-6- (2- 5L
IREL) HHIEL) ML bt - 2 - FHER AT ] — B 75C (G AFB) MR Rk La 2t 35 k-

[1197]  SZjfI267 . /v &4 5336: (2S,5R) -5- (2-S(ICEL) - 1- (1- (2- FIAE LI EL) WRiE -
4-FREL) MEME A5t - 2 - FHERAE 1155 75 S 1 3FR AT s AR IR 1 5 6 T 2 - B A 3 - RO 2 - Tl R -4 -
A - O A R

[1198]  SZjiEfhl268 : b 54w "5337: (2S,5R) -5- (2- G AHD) -1- (4- (2,4- — FIsAILmEng -
5-3E) -3- S AL IR FHBE L) Mot - 2 - FHER il 11— 5 74:C (55 4-B) MHR TR (R LaFi2n5 65 %o
[1199] S il269 : L &4 5338 (2S,5R) -5- (2-JREE) -1- (27 - EE- 1,17 - B¢
IR -4- BRI MRS - 2 - IR i JT]— % 7 7:C G-n) AHRTRIR L LAI2h G A

[1200] 521270 AL A4 5339 (2S,5R) -5- (2-G00REE) -1- (37 -FlAk-[1,17 -] -
4-FR L) MEME It - 2 - PR i — W% 5 15 C R A4B) MFR TR La ARG AR 3 - 3k - [1, 17 -1
K] -4-HIR G Ak

[1201]  SjEfI271 AL 5145340 (2S,5R) -5- (2-GRED) -1- (37 -fldk-27 - A 3L [1,
17 -IR] -4 - B35 MRt - 2 - R i 11— 7 7:C G h-n) AH TR R LaFi2ud & %

[1202]  SZhEfI272: b & ¥4 =341 (2S,5R) -5- (2-%(KEE) -1- (37 -H(FE-27,47 - W (2,2,
2- G CEAD) - [1, 17 -] -4-BrAL) Mkt - 2- FHER il T 7 7:C (G AB) MHTR] Ak 1a
HI2v3E A% o

[1203] S fs1273 A ¥4 5342 (2S,5R) -1- (37 -5 d-2" - -1, 17 - oK ] -4-
H) -5- (2-FIRED) MEME S - 2- FHER A FH— 57 1EC CGRAB) ARl 1aMn2w3 5 ik -

[1204]  SZjEfil274 AL &4 =343 (2S,5R) -5- (2-50K3E) -1- (27 -F3E-37 - (PEL L
JEEE) - [1,17 -BRIRT -4 - FEL) MR be - 2 - FEER A 11— 5 74:C GRAEB) MRk laFli2x3 &
o

[1205]  SZhEfI275 b W4 =344 (2S,5R) -1- (3" - Wtk -2° - EE- [1, 17 - BEK] -4-
BRAL) -5- (2-FIREL) MEMEH - 2- FHERAH % 7 1EC GRA-B) MRl a2y 35 Bk o

[1206]  SZjERHI276 : 4 ¥4 =345 (2S,5R) -5- (2-%(KEL) -1- (57 - (-2 - IsE -1,
17 -IIR] -4 - B35 MRt - 2 - R i JT]— % 7 74:C GEB) MH TR R La 22365 A

[1207] S fol277 A S ¥4 =346 (2S,5R) -5- (2-S(FKE) -1- (57 -5iHk-2" - - [1,
17 -IIR] -4 - B3L) MRt - 2 - R i 11— 7 74:C GAEB) MH TRk Lafi2a4 65 A%

[1208]  SZjiEfl278  Ab &4 5347 (2S,5R) -5- (2- G AHD) -1- (4- (4,6- — FIAE L0z -
3-35) R HHBE L) ML P - 2 - FHR 3 T — 5 74:C (G FB) MHR[RIA LaflI2ba 5 Al o

[1209]1  SZjEf279 : 4b &4 '5348: (2S,5R) -5- (2- (A HD) -1- (4- (3,6- - FIAAILmkz -
4-55) FRHATEL) MR A - 2 - FHRRAH FH— 5 1EC GRAB) MR TRl LaM2r4 5 Bk o

[1210]  SZjiEf280 (b &4 '5349: (2S,5S) -5- S kdb-1- (27 -FIA - [1, 17 -] -4-
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FRAL) ML S5 - 2 - FHRRAH FH— M5 1EC GRA-A) AR TR L j1A2h A Bk o

(12111 521281 AL &g 5350 (2S,5R) -5- (2-500KEE) -1- (27 - s 3 -4 - (AL
Pl L) - (1,17 -IOR] - 4- B 50) MER& A - 2 - R i 11— %5 74:C G FB) MR TRMA LaMN2p5
o

[1212]  SCjfl282 . (v &4 5351: (2S,5R) -1- (4" - L Mkdk-2" - FsE - [1, 17 - 56K -
4-FRFL) -5- (2- FIREL) WM& e - 2- B FH— % 7 1AC GRAB) MR 1afN2e4 5 Bk -
[1213]  5Zjtf51283 : fb 545352 (2S,5R) -1- (37 -FkAE- (1,17 -BE2E] -4-F k) -5-
(2- GURID) MEMS b - 2 - IR M FH— R 5 1:C (G AB) F R AR LaF IR AR 3 - SRR - 4
FRFRTFEIMY (2S,5R) -5- (2-G(A3E) -1- (3 - B HRED) Nt - 2- FRG F S & ik

[1214] PR T B 76N, N, 0] (2S,5R) -5- (2-G02K3E) - 1- (37 -l R A FREL) 1k
Lt-2-HEG TS (1. 0mmol) FIERER B2 (2. O0mmo1) £F Jo7KEtOH (5mL) HA 187 R 2435 TN
NEt, (2.0mmol) o KRS Yt P 14 o R A 0% 20 28 00, Ik 4r T o hEIR CRC L/
EtOAc) | 4iifk,, 15 51300mg {F A A talE K1 (2S,5R) -5- (2-G(FEED) -1- (37 - ((B) -N’ - AL H
JRED) OB AE) ML A - 2- IR HH S (60 % 1773%%) o

(12151 2PIR2. T 50 FAERSUE T, 6 HRaney B FIAE/K P93k (0. 5mL) L (28,
5R) -5- (2-FKIE) -1- (37 - ((B) -N - SR HE H Pk 358 Toe 2 ok L) T IS 6 - 2 - FH R HH i
(0.42mmo1) {FEtOH/THF /AcOH (3mL/3mL/0. 1mL) HR AR 24k 5h o B A0 750 PR o e
S, TRk 4 15 B1160mg ([ A (83% 722K) o

[1216]  PUES Al H— 5 EECHh TR bR e T L1 A

(12171 52ef51284 : Ak & ¥4 5353 (2S,5R) -5- (2-%(FEE) -1- (37 - ((B) -N” - F2 R Ik
) - 11,17 -IOR] -4- D) Mgt - 2 - FHER A ] — M5 vECHR AT iR AR AL T TN (28,
BR) -5- (2- KAL) -1- (37 - ((B) -N” -2 FHJPKEL) IR ERIL) MLkt - 2- IR IR (fh &4
5352 PR D) 158 (2S,5R) -1- (37 -G BRI - [1, 17 -] -4- 5 Fh) -5- (-
IREL) Mg At -2- HHER 1 (2S,5R) -5- (2-GRE) -1- (37 - U IR L) LM £ - 2- g HH
i I 7K AN FHIL 1 OHF A1 21, (2S,5R) -5- (2-50K3E) -1- (37 - LI IR FREL) s A -
2- HHR FHRE il 1] — M5 3 72:C (B EB) MUHRTRI (R La TR A 3 - TR - 4- IR AT 2

[1218]  Sjtff285 : (v 5475360 (2S,5R) -5- (2-%(ZEIL) -1- (57 -FH-27,3" - —HI*H
-1, 17 -] -4- 3L MRt - 2- R o 11— 7 74C GAEB) AH TR R LaF2£465 A%
[12191 521286 : b 54w "5361: (2S,5R) -5- (2- G AKHD) -1- (27 -5(3E-4,57 - —HI%g
- [1, 17 -] -4- B30 MRt - 2- IR i 11— 7 74:C GAEB) AH TRk Lafi2g4 55
[1220]  SZjfh287 AL &5 W4% 5362 (2S,5R) -5- (2- KD -1- (37,4 ,5 - = HI% - [1,
17 -JRIR] -4 - B3L) MRt - 2 - R i JT]— % 7 74:C G EB) MH TR R Lafi2ha 5 A%

[1221]  SjEf1288 A 5945363 (2S,5R) -5- (2-G0KKE) -1- (27 - (FUALALY) -4 .57 -
TR - (1,17 -IOR] -4 BED) MR - 2- R 1M 1EC (B EB) M Tal R 1af2i4
B o

[1222] 551289 . AV &5 W47 5364 (2S,5R) -5- (2-%(ZKIL) -1- (37,47 - UL [1,17 -k
IR] -4- BRI MR ST - 2- IR i 11— 7 74C GRAEB) AHTRI R 1a 2 j4 65 A%

[1223]  Sjtfh290 : (¥ 590475365 (2S,5R) -5- (2-%(ZEIL) -1- (57 -FiHEk-27 -5 - [1,17 -
IR -4 - B3 MR T - 2- R il JT]— M7 74:C (G EB) MH Rk Lafii2k4 5 A% o
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[1224]  SZjiEfl291 A &4 5366 (2S,5R) -5- (2- KL -1- (-1 -3 ,4° - % IL-
(1,17 -IK] -4-BrEL) MEME A - 2- FHERAH FH— 7 1EC CGRA-B) ARl 1af2145 Bk -

[1225]  SZjtfhil292 . (v 59455367 (2S,5R) -5- (2-200K%E) -1- (4- (2,6- IS JEnEng -
3-35) - 3- K FHBE L) Mot - 2 - FHIRR il 11— 7 745C G AB) MH TR R Lai2md 5 % o

[1226]  SZjif293 : (v &4 "5368: (2S,5R) -5- (2-S(AEE) -1- (3-95-4- (6- A IEMEIE -
3-38) R HHBEIEL) NHEPes i - 2 - FHER 3 T — 5 7:C (G FB) MHR[RIA LafI2nd 5 Ak o

[1227]  S2jef51294 A A5 ¥4 5369 (2S,5R) -5- (2-5(FEE) -1- (1- (2-5FE-4- G
FE) TREL) WRIE -4 - 3L M b - 2 - FRER {1 F 5 SR L3 FR PIr s 1 5 k

[1228]  Sjtff295 (v S04 5370: (2S,5R) -1- (1- (2-(-4- (EH AL ZR3D) WRIE -4- =
HL) -5- (2- FREL) MRS - 2- FHERAH 5 SR L3R BRI 5 TR T2 - - 4 - =3 HH A - R
2-F A -4- =G - BUORG AK

[1229]  SZjitf296 - (v 54w 5371 (2S,5R) -1- (5" -Fidk-27 - FAa - [1, 17 -] -4- B
H) -5- (2- 5 IKEL) MEME A - 2- FHER A FH— % 5 1EC CGRA-B) AR TR A1 g M223 5 Bk o

[1230]  SBEHI297 Ak 5 H4=5372: (2S,5R) -1- (4- (2,6- — FIABEMNE -3-50) -3- Gk
ML) -5- (2- S REL) MHEME A - 2- FHERAE % 5 1EC GRA4-B) A TR A1 g MN2ma 5 Bk o

[1231] 5251298 AV A ¥a 5373 (2S,5R) -1- (3-F8-4- (6- IS LML IE - 3- 55) 2R Ik
H) -5- (2- 5 IKED) MEME S - 2- FHER A FH— 5 1EC CGRAB) AR TR L g MN2n4 5 Bk o

[1232]  SZjEfo299 . (b & ¥4 5374 (2S,5R) -1- (4- (3,6- — AR S AR - 4 - 1) 2K HIE
H) -5- (2- 5 IKED) MEME A - 2- FHER A F— % 7 1EC GRAB) MRl 1afnrh[a] fk2r443 21 .
[1233]  SZhEMI300: (b ¥4 =375 (2S,5R) -1- (3" -G L FBEIL -4 - (AL [1, 17 -] -
4-PREL) -5- (2-G(HD) s b - 2- R T (2S,5R) -5- (-G HD) -1- (37,47 - &3 (1,
17 -IPORT -4 - F ) MR J5¢ - 2 - FHR HH R 1V i3 40 TR0 /K AT Bt s f JTIL 1 OHIY) Ak A5 216 (28,
BR) -5- (2-GKREL) -1- (37,47 - UL~ [1, 17 -IR] - 4- B B0) MEm& 4 - 2 - HHR FRE 6 11—t
JTIEC (GAEB) MRl R La T a4 2 j475 21 .

[1234] 5251302 /v 545376 (2S,5R) -5- (2-5(FEE) -1- (1- (2-W43E-4- T
HL) TREL) WRIE -4 - F5L) M It - 2- FHER A 11— 1EC (G EB) TRl La MR AL - (2-
fiF2E-4- (U3 2R Wk -4- IR 5 Bk o

[1235]  Sjtafhl303 : (v 5 W4% 5377 (2S,5R) -5- (2-20K%E) -1- (1- (4- (I ILRATEEL) -
2- AR WIRIE -4 - Bk 3E) MEM& A5t - 2 - FHERAH ] — M55 75C GRAB) MR THI AR La AT RS A 1 -
(2-fig 2k -4 - (VR - 1 - BERATHEAD) RIL) WRIE -4 - IR & Ak

[1236]  Sjtfhl304 : (¥ 59475378 (2S,5R) -5- (2-%(ZFIL) -1- (1- (2-Al2k-4- (URIE-1-
SRR AL ZREL) WRE -4 - BRAL) MRt - 2 - R T — B 75C CGRA4-B) M HATR AR La AT AT
1- (4- (N,N- O ERGARIED) - 2- Y BEARIE) WRIE -4 - R A 1k

[1237]  Sjtf305: (v 545379 (2S,5R) -5- (2-%(ZE3L) -1- (1- (4- (N,N- = L L0
P ) - 2- AR ID) WIRIE -4 - B AE) MEM& 4t - 2 - FHERAE ] — MR 5 75C G AEB) MR TR La Tl 75
A1 - (4-FR3E - 2- i REOR L) WIRIE -4 - IR 75 ik

[1238]  SZjiffI306 . /¥ &4 5380: (2S,5R) -5- (2-G(AEL) -1- (1- (4-Fi3E-2- fYEEoRED)
WRIGE -4 - $c50) L& e - 2- R B 5 05 S 1 2vb B AR R R 5 ok FH 2 - A3t - 4 - RS - R AR
2-fiHE-4- = A - SR Ak
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[12391  SHEHI307 AL A5 #0405 381 (2S,5R) -5- (2-52KFE) -1- (1- (2- 13-4 - AYFEIRED)
WRIE -4 L) b -2~ R 1 5 75 S 2P AR 75 7 P2 5 -4 - R - R R
2 - Bl - 4- =G L - RS K

[1240]  SBEHI308: b 54382 (2S,5R) -5- (2-G(KEL) -1- (1- (4-fFEZEEL) WRiE -4-
) WM -2 B B Tl — B HEC (S B) AP La RIS 1 - (4- RESEID) WRIE -4
TR £

(12411 SZHE(I309 AL S ¥4 5383 (2S,5R) -5- (2- G AED -1- (1- (- Fil-4- EEZEID) IR
I -4~ 550 MMk - 2- FRRAE T 5 5 13 rh BTt AR 2k T2 - - 4- RS - RO AR 2 -
- 4- =P A

[1242]  SHEFI310: L 590405384 (2S,5R) -5- (2-FED) -1- (1- B-HIAAIE-4- AYEEK
30 WRIE - A- D) M- 2- TR B8 R — W HEC (A& PB) M I L a PRI 1 - (3- VR
Hh-4- BRI ED) WRIE - 4- IR & Ak

[1243]  SZEBI311 AL &5 W4%5385: (2S,5R) -1- (1- (5-%5(-2- A4 ELIREL) WRIE - 4- B db) -5-
(2~ G2 HE) TR o - 2- R I 77 1:C (S8 A Ik La IR L - (5 -2 - g
B WRIE -4- IR & Ak

(12441 S0jfhI312 : AL 5055386 : (2S,5R) -5- (2-THUIEIREL) -1- (27 -HI5S - [1,17 -1k
FE] - 4- BRI MR b - 2 - FHFS I (2S,5R) -5- (2-TEIEEL) - 1- (27 -HA - [1,17 -] -4-
B W 5 - 2- FRURR P RR 110 UG R 11 S T80 0 (25, 5R) -5 (2- 58D -1- (27 - FF
S D1, 1 TR -4 B30 T2 2 FFVRG FPVRR G P — 1 12C () ARG 1 F2h
355U S T fEcarrouse L FRIANMP (0. 2mL) «i-PrOH (9. 7uL) B E& 4N
(0.021g,0.202mmo1) - ZFRAE (1T) (0.908mg,4.05umol) 1 (2S,5R) -5- (2-JRFIE) -1- (2° -
PAIE- (1,17 -] -4- B M- 2- AR IR (0. 1g,0. 202mmo1) oFRMEE140°C Rl
I UL 3H,0 (0. 026g,0..061mmo1) o 52 1 F DA, FRERMAE PE IS 74 o A5 RMFF KA
B FIECOACA L= KK VR IR AL (WAZE 8351 (o MR (o AR (), 3 FH R BN 2
B A HLE FIMgSO, 1, 1 B8 MR 415 S48 (0 5 BY 0 o R 0 8 1o e £ 30% 1
(EtOAc/PE: 1/2) AL 35 1435 386. Y=10% ,P>90% .

(12451 Sjaffil313 Ak 545387 (25,5R) -5- (2-RED) -1- (27 -F{dE-47 - A K- (1,
17 -JBER] - 4- SREE) WMt -2~ IR P — iy 1:C (S PFB) MR I pLa i ) 25445 21
[1246]  SEHBAI31A: H A IS 388 (25, 50) -5- (2 SUAE) -1- (294" - (TR
50 - [0, 17T -4- B0 Wbt - 2- FRRR 6 P — A C (S #EB) AFRIF A LaIF ) (k25
55,

[1247]  STafAI315: (LA i4R 5389 (25, 5R) -5- (2- 23D - 1- (2-%-3” - (UALTATE
5E) - (1,17 -] -4- 05) M - 2- FIRR B — 7 P CRAhB) M I Lars A A2 e
5.

1248 S 16: 1L AP 390: (25, 5R) -5- (2- AT -1- 223 1,1 ¢
K] -4 ) ek -2 IR — 5 HEC (B M PRI GR LaIF ) 2055 51

[1249]  SCHEBIBIT AL E WS S391: (28,5R) -5- (2-SFKIE) - 1- (1- (2- 54~ (FAEMATE
WEHE) F0) WRNE -4~ Ficht) Mt be - 2- FHRIES (25, 5R) -5- (-0 -1- (1- (-4~
L) R -4 ) M -2- F VRS O RS S 5 AL A 2k 51, (25, 5R) -5- (2-
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SORIE) -1- (1- Q-0 - 4- AYFE AT WRIE - 4- B 3L) s b - 2 - FR R FR R 4 T — 18y 1R C 4%
PEBM R TAMA L a RN AR L - (2- 5505 -4 - A FEIRIE) Wk -4- FHRTS- 21

[1250]  SZjitEfil318 AL A nd 5392 (2S,5R) -5- (2-G0FEE) -1- (1- (2-HFlFE-4- I AL
BE) WRIE -4 - F L) L& 4t - 2- IR 115 75 SE13FR Flr s ARIR 1 5 16 2 - 2k - 4 - AR AR - TR
R 2- A -4 - =5 AR - ORI 3.

[1251]  SZjEfil319 4 &4 5393: (2S,5R) -5- (2- 5K ED) -1- (1- (2- (FEAEHLIIL) -
4- (3R D) D) WIRIE - 4- 5 50) MEm& A - 2- i (25, 5R) -5- (2-5RED) -1- (1- (2- 9
H-4- (U D) D) WRIE -4 - ) ML It - 2- FHR FH R R A 220 it < Pt e P FR e e Sl ik
TRl DL v #55). (2S,5R) -5- (2- 5 K30 -1- (1- 2-Al%E-4- G K5
WRIE - 4 - 55) MM A - 2 - FHIER FHE 0 T — M5 16C GRA-B) M HRTRI AR La AT A1 - (2- A2k -
4- (Z5 HD) R0 DRI -4 - FHFRIF 2o

[1252]  SBEH1320 : b 504394« (2S,5R) -5- (2-G(REL) -1- (1- (- fFLZEEL) WRiE -4-
PRFL) Mgt - 2- FRFR i — B 1:C (G A4-B) INHR IR La TR AL - (2- AR EE) DRI -4 -
FHER & Ak

[1253]  SZf321 . AL &5 M45395: (2S,5R) -5- (2- 5K -1- (1- (4-&(%t
PRFL) MLt - 2- FRFR i — B 12:C (G A4-B) HR IR La TR AL - (4- 55
FHER &5 Ak

[1254]  SjEf1322 A 59045396 : (2S,5R) -5- (3,5~ JR KAL) -1- (27 -FIs - [1,1 -
IR -4 - ) MR T - 2- FHER il 11— % 5 72:C G -8) MHRTRI R LT LATHR TR] R 2h 5 2.

[1255]  Sjtfhil323 : (v 5045397 (2S,5R) -5- (3,4- G K%L -1- (27 -Fs - [1,17 -
IR -4 - ) MR T - 2- FHER il 11— 5 74:C (G -8) MH TR R Im LA HR [R] R 20 5 21

[1256]  SjEfhl324 A 59045398 (2S,5R) -5- (2,3~ KRR -1- (27 - s - [1,1 -
IR -4 - ) MR T - 2- FHER il ] — %5 74:C G -8) MR TR R InLATHR [R] R 2h 5 21

[1257]  SZjtfhl325 : (v 59045399 (2S,5R) -5- (2,5- g K%L -1- (27 - - [1,17 -
IR -4 - L) MR T - 2- FHER il 11— 5 74:C G -8) MHRTR] R Lo LATHR TR] R 2h 5 2.

[1258]  Sjfh326 . (L. &5 W4% =400 (2S,5R) -5- ([1,17-K]-2-30) -1- (27 - s 3&- (1,
17 -BER] -4-BRAL) I b - 2- BRI 1 (2S,5R) -5- (2-TRFEED) -1- (27 - - (1,17 - B
IR] -4-PRFL) M b - 2 - FHER FH R 55 2R LR 1) Suzuk LABIDCABE = 1) AL A3 2) » (2S,5R) -5-
(2-JRIRID) -1- (27 -HA - [1, 1 -] -4-BRED) MLt - 2 - FRFR FR TS (o FH— IR 7 C (5%
£HA) MHTR R L1 LAI2h 3 2] o

[1259]  SafiI327 v 545401 (2S,5R) -1- (2" -FdL-4" - FAE- (1,17 -] -4- 5%
H) -5- (2- 5 IKED) L& A - 2- FHER A FH— M5 1EC GRAB) MRl 1gM12s47F 21

[1260]  Sjitff328 : (b 5 ¥4a5402: (2S,5R) -5- (4-FHIRHD) -1- 27 -FIs AL 1,1 -
IR] -4- BRI MR - 2- IR i 11— 7 74C GRhn) AHR TR R Ip LAI2h 53 2] o

[1261]  ShEHI329 b W4 "5403 : (2S,5R) -5- (2- G KEL) -1- (4- (5- F%E-4- CRILREREL
H5) -1H-1,2,3- =M - 1- 55) SR HH AL ML A - 2 - FHER A FT]— % 7 74:C (G FB) MR TRl La ]
FINEI4- (5- FAEE-4- CRIERAMEED) -1H-1,2,3- =Mk - 1-55) FRHIFR &k

[1262]  SZjtfhI330 : (¥ 5475404 (2S,5R) -5- (2-%(ZEIL) -1- (37 -k -4 -5 - [1,17 -
IR -4 - L) MR T - 2- FHER il 11— %5 74:C (G B) MHb TR R La IR TRl A 2ud 15 21

R WRIE -4 -
IRIE) WRIE -4-
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[1263]  SZjffI331 /v 545405 (2S,5R) -1- (2" -5-5 - FIL-[1,17 -] -4-F3b) -
5- (2- EUREL) ML - 2 - FHER il 11— 5 74:C (G HB) MHb TR (R La iR [RlA2vA 1S 21

[1264]  SZjiEf51332 : (L &5 W44 5406 (2S,5R) -5- (2- G FIE) -1- (27 -5 F-4"- (=T
) -[1,17 -] -4- B L) M - 2- FHER A FH— % 7 15 C GRAEB) MHbTR] Ak LaFiTHA [R] ik 2w4
CER

[1265]  Sjf333 AL &5 W4% 5407 (2S,5R) -5- (2-SZKED) -1- (1- -5 -4- CHH
HL) IREL) WRIE -4 - 50) M It - 2- FHER i ] 5 05 S 12 Fh i AHRI R 5 TR 2 - F AR 2 - 4- =
AL - R 2 - A -4 - = P A - SRR 3

[1266]  Sjitfh334 : (¥ 5475408 (2S,5R) -5- (2-%(ZEIL) -1- (2" -FIHEL-3 - (N-FIEH
SEMRIE D) - (1,17 -IOR] - 4- 5D MRt - 2- HHRR il T — M5 7EC (G FB) N HTR] Ak 1a Tl
HhTR] Rk 2x 4743 2 o

[1267]  SjtfI335 : (v 45409 (2S,5R) -5- (2-%(FEIL) -1- (27 -5 IE-4" - (N-F3L
FRELRAIEEIL) - [1, 17 - IR ] - 4- B30) MM e - 2- FRFR (o FH— % 5 7:C (B 44-B) M TRlAk 1a
iRk 2vE 1S 2] .

[1268]  SZjitEfhl336 : 4 & ¥4 5410: (2S,5R) -5- (2- (A EE) -1- (6- (5-FIL-2- FIAE LK
HL) -5 - AR LML) NHe e 4oe - 2- FHER ] — M 5 16 C GB) MR TRI R La AR [R] {2y 443
.

[1269]  SjEHI337 AL &5 W4w =411 (2S,5R) -5- (2- 5K -1- (6- (2,4- —HISILTEED) -
5- HH ARSI L) M n Joe - 2 - R AT A% 5 1EC GRAB) Rl LafnHh[R] k22443 21 o
[1270]  SZjtfI338 : (v 545412 (2S,5R) -5- (2-20FKID) -1- (6- (2,4- —HIEIEIRID)
JRARESL) MR Ae - 2 - FRER A FH— % 5 1:C (G5 t4-B) A [l 1a b [R] Rk 2a573 51 o

(12711 SjEBI339 /L &5 W4w 5413 (2S,5R) -1- (27 -FiHk-4" - (= 3D -[1,17 -k ] -
4-F3E) -5- (2- G IREL) MR AT - 2 - R il T — M7 1EC (G EB) M H TR AR Lg ATHb R] A 2w4 45
#,

[1272] 577340 : (L. 545414 (2S,5R) -1- (37 -T5lE-4" -5~ [1,1° -] -4- i dh) -
5- (2- JHAIL) ML - 2 - FHER il 11— 5 74:C (G5 HB) MH TR (AR Lg TR TRlA 2u4 15 21

[1273]  SZjffl341 v &4 5415: (2S,5R) -1- (2" -5-5" - FIE-[1,17 -] -4-F3b) -
5- (2- G ML - 2 - FHER il 11— 5 74:C (G5 HB) MH TR (AR Lg IR TRl 2vA 1S 21

[1274]  SZjEfl342 4 &5 ¥4 5416 (2S,5R) -5- (2- 5 AKEL) -1- (4- (3,6- - FIsAILmkmz -
4-55) - 3- GEOR I et - 2 - FRFR U T — M5 74:C G FB) M lafli2wb 5 %

[1275]  Sjtfhl343 (v 545417 (2S,5R) -5- (2-gZEIL) -1- (27 -FIEL-37 - (N-FIEH
SEMRME D) - (1,17 -IOR] - 4- 5D MRt - 2- HHERR il 11— M5 1L C (G FB) N HATR] Ak 1g AT
2X4E Y o

[1276]  Sjtfl344 : (v 5475418 (2S,5R) -5- (2-gZEIL) -1- (27 -5 IE-4" - (N-F3L
PRSI IBE I AE) - [1, 17 - IR -4 - B30 ME R - 2- FHPR {1 ] — M 1EC GR4B) M1ghn2ve s
o

[1277]  SZjEfil345 4L &5 ¥4 5419: (2S,5R) -5- (2- 5 AKED) -1- (4- (4,6- — FIsEILmsmg -
5-35) IR HHBE L) Lo - 2 - FHR il T — 5 74:C G FB) M 1afl2£5655 e

[1278]  SZjifl346 . /v 545420 (2S,5R) -5- (2,3- “HAIE) -1- (4- (2,4- — 5 FEms
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M -5-355) ZR FHBE L) Mot - 2 - FHER il ] — % 5 74:C (B FB) MHR TR In1 A28 165 Bk o

[12791  SZjEfl347 AL & Wde5421: (2S,5R) -1- (5° -f{HE-27 - FIZE-[1,17 - K] -4- 5%
H) -5- (2, 3- HOREL) Mg - 2- B FH— % 77 7EC GRAEB) M H TR A In1 1284 5 Ak -
[1280]  SZjitEfhil348 : fb & ¥4 "5354: (2S,5R) -5- (2- U AED) -1- (27 -4 EE -4 - (IR
Pl L) - (1,17 -IOR] - 4- B 50) MER& A - 2 - R i 11— % 5 74:C G FB) MUFR TRMA L g MN2p5
o

[1281]  SjEA1349 A0 S04 5355 (2S,5R) -5- (2,4~ —5RED) -1- (4- (2,6- — FIS S
M -3-35) JR FHBE L) Mo - 2 - FHER il 11— % 5 74:C (G5 FB) MUHRTRIAR LK LAN25 65 B o

[1282]  SZjiEfhl350 : fb & ¥4 "5356: (2S,5R) -5- (2- (A HL) -1- (3- % IE-4- (5- A
MHEIE - 3- 355) JR FHIBESE) MHE o - 2 - FHER il 11— % 5 74:C (B HB) MHb ]k Ladii2d 45 A%

[1283]  SjfI351 AL &5 W4R5357: (2S,5R) -1- (47 -5 5k-2" -FIA AL - [1, 17 - K] -4- 9%
HE) -5- (2- ORI MEME S - 2 - FHER M HR TR La MR FR TRIMA 2pB 11 & pl A 21 192 - FH A 2 -
47 -G 511,17 -IOR] -4- FHER FE 5k

[1284]  SjEfI352 b 5945358 (2S,5R) -5- (2-%00KKE) -1-(2°,3,6" - =HI5 AL [2,
37 -IPRALLIE ] - 5- 3 3E) ML bt - 2 - FHPR (T ] — M5 75 (G AFB) MR Rl Lafl2ed 5 Ak -

[1285]  E¥p- 5l

[1286]  JREESMIE L GTP y SEEAMIE 1k

(12871 NAIMIE 72 T -0 E GPRA3TE A, « 4 GPCREH Tl R 5 & ol 25 Al Ry A A -3
I PEIRASIN, 52 4R 5 G FRICOT HIBGDP IR A S S m GTP 5 Gl U4 5 - GER I - 52 44
A PRIl 3 78 M G TP 27 1S I GTP /KA Al GDP , BEIN IR I 00 B Szl KE b o 18
()52 AR S GDP AR B G TP « AN ] K ARG TP B [°S1GTP v SHITFEB [PSIGTP y S5
B8 B3 5 s AR o 2 R FHGPCRIL [°S]GTP v S 5 A AR 2 Ak (IR &5 A
IR ZE ik T DU By ik, AR g N R sk A BN IRGPCRIM e b A0 o
[1288]  JREEICHI TS :

(12891 4N M Kak AGPRA35Z 1A (hGPR43) I o fill £ BB i - W i s 3 TR A A
MR EFIEJeCa " FiMg ™ IR R £ 28 bk /K (PBS) Hh o SKJ5 B 40 171500 BS.Lh345 81, TR
PUVE F R T-22 0 A (15mM Tris-HC1 pH 7.5,2mM MgCl,,0.3mM EDTA, ImM EGTA) H, Jf-4F
I AP B A1 MBS A 3 40 . 000 X g N 25mi nflg AN £ 290 b BRI B, AN
OB A] TR] o T 2 P IRA TR P D B8 o B i 1 DUE HE A T-500p 1 2% B (75mM Tris-
HC1 pH 7.5,12.5mM MgCl,,0.3mM EDTA, ImM EGTA, 250mMEEHE) v, FEAE IR R D 14 I
EHATTE Rl Fol ind: g

[1290]  GTP y SPWETL (SPAL) -

(12911 ZE 7L -0 AR B S T T .

[12921  [*STGTP y SIlIE I fr 2= N AF 100p ] [ 2R B ¥ 20mM HEPES pH7 .4 100mM
NaCl.10pg/ml %, 30mM MgCl,.10uM GDP.5ugffiak ik flUhGPRA3 . 250pg 22 IREELE 2 2k
(Amersham,ref :RPNQOO1) \— &M VB IBINUAS & BHII 590 (M 30uMAE 1nM) JFF 7 30438
LM 23 B[ SCEAPS R i IV ESHME XS B o SR I, AR 1-2000rpm B 25001043 8, 7 276 P IFF
B2/, HAEINIR TR (TopCount , PerkinElmer) HvHE L 208 MM S0 45 SR AR
IR B X B ST S I B RIS /K50 % PIT s (A S ik B (BC, )
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(12931 M LSOO I S B 5, L A HLGPRAISE
BRI BIIC, AL AN + 44" BHEEC,<2000M; “++” 200N, < 1y “+” 24
BC,> 1M,

[1294]  33:GTP y “SHMIAE LI AHIEC, -

o4 bR 5 ECso (nM)
1 A+
2 e
3 +++
4 +++
5 +++
[1295] 0 Ly
8 ++
9 ++
10 LN
11 s
12 ++
13 T
14 =
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[1296]

15

16

17

18

19

20

21

24

24

26

27

30

31

.Y

33

34

33

36

38

39

40

41

42

43

44

45

47

48

49

52

53

58

kL

77

+

78

83

88

89

91

96

99

sk Fa kR Rl R R R R R R R R R R R R R R R R R R e R R R e R R L R R A A R A R A R A A s
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[1297]

102

105

107

108

109

113

+

114

116

117

120

121

122

+

123

_+_

125

126

+

127

.+.

128

_+_

129

+

130

+

131

132

+

194%

134

FIEE T F E T F T

135

_I_

136

137

138

_|_

140

_|_

141

143

149

150

151

123

155

156

157

_|_

160

161

_|_

162

169

TUREFEF T R T F T
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[1298]

174

176

177

178

179

183

184

189

191

192

193

_|_

194

195

196

_|_

197

_|_

198

199

_+_

200

_|_

201

_|_

202

_+_

203

204

_|_

206

207

224

_|_

225

_+_

226

vy

_|_

228

_+_

229

_|_

230

FEEFFEE I F R E S T EE AT ET

231

232

_+_

233

234

235

_|_

236

237

239

240

242

FEEETETHET
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[1299]

246

247

261

268

269

212

273

274

275

276

278

279

280

281

283

284

285

286

287

288

289

290

291

292

293

294

295

296

297

298

299

300

301

302

303

304

305

306

307

308

309
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310 ++
311 LI
312 el
313 ++
314 SR T
315 b
316 +++
318 43
319 LEL
320 +++
321 +t
322 ++
333 i
324 4=t
325 +++
326 e
327 LN
328 LI
329 AL
330 o
[1300] 331 ++
332 ik
333 e
334 ++
335 i
336 T
337 +++
338 b
339 LIS
340 +++
341 +
342 T
343 Tt
344 e
345 LI
346 S bt i
347 i
348 i
349 e
350 ek
351 +++
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[1301]

352 it
353 ++
354 TP
355 T
356 LN
357 +++
358 ++
339 LIEN
360 +++
361 +++
362 +++
363 ++
364 -
365 ++
366 +++
367 +++
368 Tl
369 ++
370 4
371 Tl
372 e
373 ++
374 ++
375 ++
386 Tt
387 Tk
388 +++
389 b
390 Tk
391 +
392 ik
393 +
395 ++
396 ++
397 ++
398 +++
308 ik
400 ++
401 +++
402 +
403 T
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404 ++
405 +++
406 ++
407 ++
408 LA
409 AL
410 LIEN
411 LIEN
412 b
[1302] 413 T
414 i
415 Tk
416 +H
417 -
418 ++
419 T
420 T
421 ek

[1303]  JiIok F A\ GPRA3HT A 4N A [ AN EE U I ISR PERC AR 25 & (RLB) I E 75

[1304] i AF964LH Master Block,Greiner,786201) FrJ4LHHARZE I 50 L ik B 1 181
A RIS (E I E 28 P - 50mM Tris pH 7. 4HFREE) 25l 70w 22 phio RS R 1
B PERRICIFE B (BPWO 2011/092284 R 3R ML ¥4 5 227) AN25p1 41 i B HUY
(10pg#s 1/ £L) JTJ N GPRAZJAU PR AR S, G IE 1 o ME 15 HR TR PERRIC I AS B A )
AT FE 10nM AR T-25°C MEKIn I E 60 81, SR J5 i A T 38 e (Perkin
Elmer) [HJGF/Bid 2% (Perkin Elmer,6005177,7F 251k N4E0.05%Bri jHh#ijE2h) 1o € .
N IEE 0. Bml VKIS I PEEZE MR (50mM Tris pH 7.4) PEIE =K. MIA50ul Microscint
20 (Packard) , H-BHLE I FENR % s I 7 15905, SR 5 HiTopCount MDA 434/ L4
[13051 o &1 iR (IRLBIE 725 A A BH A & W13 21 1 AR a5 R AR I TE 20
TRar ARz A T AR S YT R TS VERC R S5 A I Am i £ (K1) .
FIFARZIRIKE (M) ZRn N : “H+7 BHEKL <LpM; “H7 B IpM<<Ki <2pM; “+” Ef52uM<Ki .
[1306] 4. RLBIETLH LA PIKIE.

(1307 [y At Ki (nM)

376 +++
377 *

378 i
379 *

380 i
381 -
382 *

383 *
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384 +
385 +++
394 +

[1308]  MAANEIML FRAZ AR A 4R PR RN o

(13091  ANJE I FAZ 40 (PBMC) £ Lymphoprep®h &I MJH 25X 1R LA AL 2l o K
PBMCHA T-96 FLIEM (2 X 10°4N40fi/ L) i, FF4E37°C N FEk A HILPS (100ng/m1) F1 1
WP I AL IR S i3 /N o B O I [RS8, B FHELTSAI & 1 (R&D A %)
R i s w0 B e A R PA TINFa TL -6k H e iR -

[1310]  M7F [ NPBMCHIZH L Rl R g v s, 1 s i 7 =X, Ao S P LR
236751 5 ff A E R I il APBMC I TNFaz3- i (B1) « AR BHIE S W0 He 25 S LR 2 TE 2
R GRD) AR IIFESH, A S 45 AR X B b 5 Wik BILPS 1 I TNFas K~
11350 % $HI T AP 2 Mk (1C,.)

[1311] 35 PRMCHIE 1L L S TC, J

N IC., (uM)
161 11.8
325 6.0
345 0.99
361 5.19
390 5.52
421 2.93

[1313] Y45 [ i APBMCH 4L AR I 1 Fh U, i i 9= 1 5 3, Ae i LA
AR APBMCI TL-643 0 (B12) o MY S 10 45 RAR S X Pl S 0k BILPS 15
SRVIL-67KF1150 % I AT Fs A S B (IC, ) -

[1314] 4% [ oA APBMCHIZH LA R Il ik Fh e, sl k5~ 7 28, 5W02011/
1514362 AT A Pn39 1430 E , AL B S0 1 A1345 4 A st Ay b i ok MALPS il
TP PBMCTT) TNF o7y AR BE R AR (8) o

[1315]  JREGVER T/ NS

[1316] 48 JHIS I AENECST (116 (C5TBLE) /N YL TR « A IR DL AE 25 250 , ¥ 5
Yl R AE BRI N WA R s e N , TR R AR S M e N i 2 10 FUINRR, BTk 26
B MR ST G AR B E A R 45 Sh i R e AL T S mE 5 S0 1 H A
PTIK, RTKE  BAE AN A 1 2R SRR N 2 % 08 o 5286 2 K, K 2L , I
FERFER IS (n=8) FESEOR O], 1l LIRS 1) 45 2 A R B S W son]
FESF0Rt 0.5h, 25/ NN N S 100pg IE 2 B (LPS) «AEZ80 Kt 2h, A/ Nl R HR I
B I -

(13171 s FHEL TS AE T AR 4 i s 11 e 80 5 I 375 F A TNFask U E R o

[1318] My [l e AR v /NS FR R, i i 917 1 75 32X, A S ) LI TNFaufi 2
TR (B3A) I HAY A p345 b 25 400 TNFo i 28 7K~ (&13B) .

[13191  Z5)5 58 /N

[1320] AR BHGRERAREY (DSS) 75 T FIME A IR R YERGHG (R FE 4514 2 Fve 22 )
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PR E S5 1 4 - 25 - 30g I AEMECH TBLE /NG A 2 AEAK FHZK P 15 % e DS SIA 7 A
DSSALPR 2 {4 L T IR B 4 25 A S sk G k) R, IR 2 B 2 384~
I RIIDS S s o B R S s T B MEFE L (DAT) LUK IKIHAE & o A2 7 RITG 7 45K
I INR 2RI, RGN 145 1 K AE @ T 7T

(13211 PORiG s (DAD) B2 85070- 4%, H A H DAL 3 2 B N S 5 PE o 1
S AR AR 0-4; FEMEAE : 0.2 4. ELIAHHIML : 0.2 4. S5 8« B A sk B A /N
SR S I O TR AL S HE N RN R S ImE s e PR S L K45
P2 Em AP It = (Ussing chamber) FP, FFREFAESTC N 758 [Krebs 2 M P . T
P90 i L RS FE 4422 (“PD”) R ok A A Wik i o

[1322] 4% Pk 4517 % /N Fp R, il B0 7 3, (A 1 2 25 FIRDAT (K]
4) NI na i K (K5) < B4h, 78 Rk g5 g 98 /N sl i 5, b
Yngi = 1w E s 2R 2R 5% (K16) -

[1323] &9 RK/BxN/ MUY

[1324] 2y T U5 K/BxNIETT 58, B AF 51 KK/ BN/ SR IMLTS o £E S5 ORISR 2 K 4545
5 C/5T A6/ INR IR PN TS 150, FE 4 Ak M s gt e LA 5 U e & il
IRVESr RGP A TIN5 28 R - 0=117% , 1 =" 5 2 b BE PR/ Moo 1 b ik ke 21 B
T ELI I B B AN TR , 2= BRIk sl 25 P Al 58 2 JETRE IR K, DA K 3 =T TN~ A~ 4h
7 K B BT A T BE AR K o 5 27 RS2 2K, AR5 S U TRl K
Rl IR 1RE (0.8.) 5 T A A S 0 /NN 520 9 % NaCl .

[1325] 441 [ 3iRK/BxN/NGUBL R F il il il 9 i 5 20, A S LSARRI AR 4™
() o

[1326] UL AK B S0t 5 b4 T T it A A, (R AN T S e 56 5 S i
FHE AR A AT T BRITE 2 e e , UERA S Fh et T B S R PR s, TR e
T, ELN Y BR, T DAAEAS I S A A B RS AP ATE R A5 NS £ Ak Az .
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7500~

g
2
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