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& B B =0 (D RoRALE Y, BpAE AKX (TD RoR 10 &9 5 35 1 8 i 7 4
A A LR R 15 3 iR 30 (TT1-58) Fon b &9 Bon i 53 (1) Ronrtb &9
g R E N 5EE R (@) FoRMAL GV, B8 TCE| =) kb B AE o 2 e b 3
BPAT DAl B iR A3 3150 (V) SRR A R A2 20 (TV-1-1) BRI A AR
WA K I (V) R itb & R 50 AV-1-1) RIRAL B0 ) % 77, VBN TH
] B  (VI-1D) RN & PR i A 1 1 2% 7 v R 8w R il 4% v
[0098]  [{h2:3(25]
[0099] A gLk

.OBn
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(o]

H J"
0 ;g
0 N,
Meo)J N 4 ¢ 4 OBH\'%
ZHCIHN\AH,QB.\ 0
[0100] 2 BocxuﬁvO‘H)L.__
N
l 3 | 0 )_N‘
Hoj""- O‘ Qﬁ,oﬁh._ Q /E, Ow-1-1 oo
N N,C-Bn (o] N
- H 49 B8% o')_ﬂ‘ "
| 11158
[0101] (iR A, BocKam BT S Bk 2L, 0BnR /n R ) -
B AT
[0102]  4n B PfriR , A BRERAE N IR 20 (TV) KRR I =B 3R e it AR WD ) i o8 7 v Je 3
l:'jl\Eﬂﬁ:O
[0103]  [{k2#=26]
yi Ji J J
RL_ ., RLO ", 50, A,
01081 " Lo A SRS
H OBn S N‘OBn O)_N‘oan

[0105]  (FRzX (D) (D) . (I11) . (IV) #,0Bni R EA I, PR s o]t R 22 3 fRNHAR 37 5
RIZFIN2,5- A e —1-3E .1, 3- — 4 /8-3a,4,7, Ta-PUSE~1H- 2 M5M—2 (3H) -3£ .1, 3-
TEAANE T EME-2 (3H) 3 ELS, 5- AR 4R A = [5.2.1.000] -8 -4,
R*ZFRIRNE L C1CO-BC13C0C0~, R* K INC1-6 i 5L B A4 IR 5L | 5l 5 4R B2 K -0-NH—— A2 FE i 37 JT 4
R0 25 ANRUEM , R v] DL B2 AR o 7R 1k, R* IR Cr-a i 36 | Cr-o i S8 56 | Cr-o i 38
R 25 A PR L A RS BRAE J R (RO N- B LR o BhAh , RPFIRO 4% 5 7 h 7 A B Ca-o bt
B, m— B R -TIC 43R 3T, R DR S RO ] ZE AT 2 (K A B 3A o)

[0106]  DLF, X AR BRI (TIV) 3RIR 09 R A 30 E B A7 AR W ] 4 7 v e L vp () 4 it
AT VR T B AR A B FF AN PR T T % i B AR5 () L

[0107]  “YEPEIEE K “SEMERE” 2 R H Tl 55 28 A 58 5 5 HE A 1 R ISR i
PERE R ERER]

[0108]  “Ci-ehrdt” FRINIKIRE T-HON -6 e 2 , 1 n] LOABEIR L SCRER AR . “Croeft L7
TR R T BN -6/ 5 A 38, AT DIOAEEIR SCEER VIRIR . “Croe e SEREE L R 7~ 5B S5
TR 1-6 0 e B B A R R IBE S , e B30 20 o] LA IR L SCRER W FRAR

[0109]  “JR3fIL” FRoRm— L BA1-3Ek B BU5 T R 7B R 7 19 28 B 1A B R 2 1
3-TTCHIEZR AR BEAE TS A BA o IR BB IE” IR 52 N R A I Bt

[0110]  “R° (R%) N=" R IR MR FIROHUAR ) & 3L , BRI R IR &L L H.C e SE B I Bk —Cr-e ki 36 &
Feoak, “R°RON-"H ROFIR— R 3-TI0 425

01111 R “IBU” 2R P I SRR B S

[0112]  “R°W[ #7025 ARUEAM , R AT LUE SR o il LU AE A R R R 2 —
BB, BT 25 R - RY) 0-5.R*— R'-R"0-4) -R*— R"-R"0-3) 2.R*~ R*R%-2) 3.R*- R*R%1) 4%,

11
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(01131  {E N “Ry7 " i) B4R T 1] 28 HProtective Groups in Organic Synthesis
(T.W.Greene et al.,Wiley, New York (1999) .ic#HI1E N FLAFE IR R FL 1) 2 L F
PR T 2 R R = e B Ak i, DL de 28 Y = e D B e Jk (TTPS) W ABUT 2 — PP ek (TBDMS B
TBS) AU T A Bk K (Boce) « = M Bk £ S A Bk B (Teoc) 4—H AR A S e it (PMZ.
Moz) I A SR EE (Alloc)  OREE AL B dt . 97 S FH AR e ik (Fmoc) BU R 48 ZE i Ak
(Cbz 7).

[0114] VB2 “Ci-ekt 8" ) BARGI T, nf 5 2\ 2 8 (T2 VR TR VBT 2 fP T
B VRTR ORI L IR L 2- T R R G R IR T R - T R R
JRIEE LIRSS Croebt 2 s RPN 2E VIR T2 VIR B O B S5 Cae P Be 22 s IR TR R FH R 3R T
i F R B PA I 5 L 5 1) FH Ca—s AN ot S A HR 35 AR IE 9 PR L B TR L SR TR 2 L T 28
ES QIR N7SE -7 N - S Z NS B TP 3187 N BB SR S

[0115]  ER “Cr-ebi " B9 ARG, AT 28 4 B HIR BARBIR 1) “Croe )5t 257 1 & Fhoe 28
5.

[0116]  ER “Cr-ebr AERA T HE” () BRG] 7, nT 28 S B B IR HARGIZR 1) “Cr-eft 27 () % A
ot LR AL

[0117] /R “IuIRIE” (1) BRG] 1, vl 25 BN IE VIR R S e B S obe VB IR T He VS
INT R AR T R ot DY S0Pk g DY S Wy POK MR R R e 5 | T A 5 L A 5 L R EE
PUS-2H- PHCIRG S DY - 2H- B AR G « /'S A IR IR PR | b B, A Qg L 1, 2B g L 1, 31
ke 1, - B AR L e 1, 3B AI O e 1,4 e 1, 2- MM be (1, 3-WEME e . 1,2
MR (1, 3-MEME (R A IR Pt R AR BT IR A PR B 1, 4- R AR BEE 1, 4- A A
BekE 1, 4- A BE bt 1,2, 5- = F AR BEbE 1,4, 5 A AR Pk 1,2, 5 AR
Wbt 1,4, 5 ~ BRI PEbE 1,5, 2- A BRI P 1,5, 2- 8RB R P 3,4-—
H-2H-MERE (4, 5- & -1H-MEME 4, 5- - 1H-BKME 4, 5- -1, 2-WEME, 4,5-=&-1,3-
WEME 4, 6- "5 —1,3-WEME 2,34, 5-DUSMERE . 1,2,3, 6-DYSALER .5, 6- S —4H-1,2-TEE:
o 3,6- S -2-H-1, 4RSS, AR N BRI T e L e L DY SN LR E | DY S -2H -t
M SRR L 1, 3-TREIARIGE 1, 3R /N S E R RIS IR L 1, 2- SR B3R e s A3 B
Fi1,4- BB, 2 S BRI FEb o

[0118] RN “OuIRFEBIE” (1) B ARG, vl 25t B B IR HARGIZR 1) “FGe PR L7 1) & Fh 28 30
FF L

[0119]  fER“R® R N=" (R ARG, v 28 2 56 PR 26 L 2 B U VTR B U0t S TR 3
GG TR T R P T R R T R R 1, - R N R O
- R AL IR S R I - T R R - R TR R AR
F N N- T HI RS HE N N- T RS HE N N- AL NG N- T (R L) &R N N- T
FE N N-Z GRUT 268) &8 NGO N-2 (T 368) 028 NGO N-2 (R T3 008 N N- 2 A a0
NON-— (1, 1 FR 3 P 3) 4038 N N-— (1, 2- — F L P 8) 438 N, N-— GBIk 8) 4 28 N, N-
TR TRR) SR NN (- T AL N N- () (R ERN N (B A &
FRSE I R R SRR A N BRI R N R U NN T RS AR N N-
LK.

[0120]  R® (R®) N-AJR®FIR G &5 T Bl 2 IR L I 1) B AR A9 1, W 248 HE R4 3R T -1 -2k LI g

12
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B 1-JE R IE -1 -FE B R A PR Pl - 1 -3 7R L, B IR BRG] MR BB 51 MR IE R
BT SRR (Boc) BRI IR IE (Chz . 7) H A (1) ]

[0121]  VEAARIEA R B IR AL AL 22 (TD) SRR &) B AR EI 1T, il 44 H

[0122]  (2S,5R) —5- (R4 IE) & IE) IRIE-1, 2- —FRER 18U T 3ERE2—- (2, 5- Ak dr—
1-32) fig.

[0123]  (2S,5R) —5- ((FEIL) (& HEE) L) ) IRME-1, 2- R ER1-U T 2 h52-
(2,5 ARG e -1- FE) i

[0124]  (2S,5R) -5- (R (FKRIE) &) IRNE-1,2- IR 1T ZfE2- (2,5- =4
AR 5t —-1-38) Big

[0125]  (2S,5R) —5- ((F4IE) & L) RIE-1,2- —FREe 1R T HEfis2- (1,3- % f-3a,4,
7,Ta-PUE-1H-FEM|W -2 (3H) —2%) fig .

[0126]  (2S,5R) —5- ((FEIL) (& H HE) i) ) IRME-1, 2- R ER1-U T 2 h52-
(1,3-—%f%-3a,4,7,7a~ VYA -1H-F7M|W-2 (3H) &) [iE.

[0127]  (2S,5R) -5- (R (EKIE) &) IRNE-1,2- IR 1B T ZfE2- (1,3- 24
-3a,4,7, Ta- VIS~ 1H-5 5|2 (3H) —3L) fig .

[0128]  (2S,5R) -5- (R4 3E) & I8) WRIE-1,2- “RRER1-HU T g2 (1,3- ~HRAE-
TH- 505 —-2 (3H) —38) Big

[0129]  (2S,5R) -5- ((FEIL) (& H EE) i) ) IRME-1, 2- R ER - T 252
(1,3~ FARNE-1H- FH5|ME-2 (3H) —3) i

[0130]  (2S,5R) -5- (R (FKIE) &) IRNE-1,2- IR 1-FUT ZfE2- (1,3- =4
RISE-1H-F 050k -2 (3H) —%) FE .

[0131]  (2S,5R) —5- (R4 L) & IE) IRIE-1, 2- —FRER1-8L T HERg2- (3, 5- — A —4-% 24
ZIR[5.2.1.0%°] %84 —4-HL) Fg.

[0132]  (2S,5R) -5- ((FEIL) (& HEE) i) ) IRME-1, 2- R ER - T 252
(3,5- M -4-F A =I[5.2.1.0%5] Z5-8—f#5—4-3L) i

[0133]  (2S,5R) -5- (R (FKIE) &) IRE-1,2- IR 1T ZfE2- (3,5- -4
R4~ =38[5.2.1.0%°] Z-8-Jf-4-4) Fa%5. Bk AN

[0134]  (2S,5R) —5- (R4 IE) & IE) IRIE-1, 2- —FRFER 181 T 3ERE2— (2, 5- AL g -
1-32) fig .

[0135]  (2S,5R) —5- ((F4IE) & L) RIE-1,2- —FREe 1R T HEfis2- (1,3- % f-3a,4,
7,Ta-PUE-1H-FEM|W -2 (3H) —2%) fig .

[0136]  (2S,5R) -5 (& L) &) WRIE-1,2- R 1-#U T #fg2- (1, 3- &AM NE -
TH- 505 —-2 (3H) —38) Big

[0137]  (2S,5R) —5- (R4 L) & IE) IRIE-1, 2- —FRER1-8L T HERg2- (3, 5- A —4-% 24
=IR[5.2.1.0%°] %80 —4-45) Fig, i F iR (11-30) « (11-31) « (11-32) - (I11-33) Fi7R .
[0138]  [fk2s27]

(o]

o} o} O
o} o} =} o}
%J& @ M Q MBS Q AN
[0139] o Bm’QH WQH'OB" o WO‘N'OB“O M,QN,osn

.OBn O N

1-30 -31 -32 -33

13
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[0140]  VEAgARHE A R FHHR AL Ak 22X (T1T) FR A& i BARR 1T, vl %4

[0141]  (2S,5R) -6- (FAHE) ~T-AA-1,6- &I IR [3. 2. 1] 3 hi—2-FR k2, 5- AR
MG gt Joe— 1 —JE i

[0142]  (2S,5R) —6- (FAL) -T-AA-1,6- & AR I [3.2. 1] Fhi-2-FRMR1, 3- A Q-
3a,4,7, Ta=PU %~ TH-57M5|k-2 (3H) ~JE 5 |

[0143]  (2S,5R) -6~ (F4HE) ~T-AA-1,6- &I IR [3. 2. 1] 3 hi—2-FR R L, 3- AR
PN TH-5 05 W-2 (3H) — &7

[0144]  (2S,5R) —6- (FAIL) -T-AAR-1,6- &A= [3.2. 1] Fhi-2-FRR3, 5- A Q-
A-FAR=I[5.2.1.07°0 58 8- Mi-4-4EMg, tn M ik (1T1-57) . (I11-58) « (I11-59) « (ITI-
60) i »

[0145]  [fk7:5X28]

(o] o o] o
o ﬁQQ;ﬁ 1 QL QL
[o146] 4 ° | ki 5 Wy

n-57 11-58 -59 n-60

[0147] (iR, OBn®nFAR) .

[0148] 5, 3t — 20 2SRRI BRPO—F C et 3 A 4 PR FHR I 5 1) BUAR A5 415
BARGF- 047 BRI U6 , 4R H AR T 7= i AR 917 Y

[0149]  “Ci-eid” FHR® (R%) N-FHIARE I ZIE (HoN-) 1B M I B AR )7, nl %6 HH 2~ 3L 2
B 2R AT 3-E I -1 £ 0 TR SR T AR T
2-F A1, - 2 - - 1 - R R 3R S 2 - F R T SR AR AR, IR B
TR A HE SR0CO-FT A HE 1 AR P 358U T A IEFRIE Boc) B A IEIRIE (Cbz 2) A
B .

[0150]  Z 3k FH Cr-ale 22 (1) AR SR G P PR S AR I 1) ELAR IR0, ol 28 tH 1-FR 2R 38 T
ot~ 3= FH SR A IR T e+ 1 FF SR IEE S o« 3— R JEEIEL I I 1 — Y SR IDK Ra | 3— F R e 1 - FFY
SERE P e 1~ FF SRR IE 4 FF R IE | 2 HF JE DY &5 - 2H-PHE R 4 FFY 26 U - 2H- ML g« 1
R (1,4 FHBERIGE (4 FR LN mpk . 4—FF - AR P b L 1 - FR 2 5 3R e 1-FR 21,4
TR PR, 4- 1 4 TR AR B SR AR, IR BRI U AR AL S AR
FoRUT BRI Boc) BURAIE KL (Chz 2) BE& 1 5E ]

[0151]  Z3RJE FHR® (R®) N-f A2 9 1) & 3 (HoN-) M4 i BRI 451 7, ) 2% 8-S e R 2
T3 SN e 3-8 J— DU SR IR  3—Z kDU SWE Wy  A— S SR ML R I 4~ 28 R R IE
4= - DY S -2H-ME AR . 4-Z B - DU S - 2H- B AR I 4- S /N A (42 k-1, 2- T
Pe A -1 2 A BRI Ot A B BRI Bt A B A e B 6 - -1, 4-
FI PR SE AR, IR BRI T2 SR ARG 5 OR3P BT S A Bk B (Boc) B 48 2 ik 2
(Cbz7) BEA I 5

[0152]  Ci-ele 2 AR A B Bl 2 26 FH 20 R BB A ) BAR B 97, I 2% R AR 3R T -
2—J F RO 4R FR T don— 335 Y | WPk g —2— 35 P 5 b s — 3 P Y A g — 3 g
B DY E My 3 YL | Apk A -4 1) 2 MR - 3 Y L IR I -2 P L LR -
33 I MR e —4 -5 F 3 | DU & —2H- MR —4-3 R O | DU & - 2H- B AR L IR — 42 R 3G L /S &

14
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Mg —4-JE O (WRIGR—2-FE T B (1 2 U A L e —3— 2k T ik | ik —2— e Y Tk —3—
S F R (RN B -2~ 25 R O B AR A R -3 2 2 VAR FR B e -2 - R A VR IR P-4
o i N 7N T . B N S 7 NS T R/ ST R B S /57 NS e B N
4= RN P -6 FE H 2 (R IR T i 1-38) £ 32— (Wb g —1-38) 2038 .2 (nk e
fi-1- Jk) LK. 2- (URIE-1-45) 456 .2 ONEmERE-1-5) 406 2- (WRE-1-55) &0k 2- (G
Wk—4-3%) 2.3 2 (BRACSmR-4-3) 23k 2- (1, 2- MM g —2-38) 2.0 2- (1, 2- S A A< B
fi-0-35) 2.3k 2~ (R AR Bk -1-35) 2 k2 (1, 4- R 4R k- 1-35) 2 3% ik, -
A HAR) TR B HE SR BT A Boc) BN AEIE IR (Chz.2) A 2]
[0153] B AARTE A A B R AL AL 22 X (TV) BRI AL A 0 BAR B 917, ol ARk 25
[0154]  (2S,5R) —6— R4 FE-N-H T8 M-1,6- &4 I [3. 2. 1] Fhi-2-H Btk
[0155]  (2S,5R) —6- R4 FE-N-LHIE-T-AM-1,6- B4 I [3. 2. 1] Fhi-2-H Bt iL
[0156]  (2S,5R) ~6—"F4IE-N- GF T AR -7T-8M-1,6- =& A IR [3.2. 1] FHi-2-
FH I

[0157]  {2-[ ({[ (2S,5R) -6—"F&FE-T-A-1,6- &I = [3.2. 1] F-2-F ] B dt &
1) Al CHE A BT TR

[0158]  {2-[ ({[ (2S,5R) -6—"F&FE-T-A-1,6- &I [3.2. 1] F-2-F ] B dt &=
5 Al o) () F AT TE.

[0159]  {2-[ ({[ (2S,5R) -6—"F&FE-T-A-1,6- &I = [3.2. 1] F-2-F ] B dt &=
1) R A (5 @R TRHUT E.

[0160]  {2-[ ({[ (2S,5R) -6—"F&FE-T-A-1,6- &I [3.2. 1] F-2-F ] B dt &
i) Al 2t (3 IR AUT BE-

01611  {2-[ ({[ (2S,5R) -6—"F&FE-T-A-1,6- Z &I [3.2. 1] F-2-F ] B dt &
1) R o FE) (Hki-2-38) 2L B AU T Bg

[0162]  (2S,5R) -6-"FEHFE-N-[2- (ZHEHE) o HBE]-7T-8MR-1,6- & H -0
[3.2. 1] ki—2-FH Bk

[0163]  {(2S) -1-[ ({[ (2S,5R) —6-" R & IL-T-510-1,6- &4 I [3.2. 1] F-2-F ]k
B} ) A A b2k S I AT S

[0164]  {(2R) -1-[ ({[ (2S,5R) —6-F & FL-7T-5I0-1,6- &4 I [3.2. 1] F-2-F ]k
B} L) E A b2k S I R AL T S

[0165]  {(2S) -2-[ ({[ (2S,5R) -6 R & FIL-7T-A0-1,6- &4 IF[3.2. 1] F-2-F ]k
B} EA) TR AR ERBUT

[0166]  {3-[ ({[ (2S,5R) —6—"FHEIHEL-7T-HA-1,6- " F 4 = [3.2. 1] F-2-FL ] I &
) AN 2 R AT IR

[0167]  (2S,5R) —6- 4 32— (1, 2- MM by —2- L BRI —1,6- &2 3R [3.2. 1] Fhi-7-
EN

[0168]  (2S,5R) 64 HE-2- (1, 2- AR LI O -2 F L) -1, 6- &4 —3[3.2.1]
3 ft =TT

[0169]  (2S,5R) —6-FE4 3E-N-[2- (IGMpk-4-3L) 283 ]-7-848-1,6- & 2 3 [3.2.1]
-2 FE AL

15
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[0170]  4-{2-[ ({[ (2S,5R) -6-"FEIE-T-HA-1,6- "F& I IR [3.2. 1] ¢F-2-FE ] FRIL] &
1) B O HE R 1R IR AU T B

(01711 4-{2-[ ({[ (2S,5R) -6 R IE-T-HA-1,6- " F I IR [3.2. 1] ¢F-2-FE AL &
5 A O HE -1, 4- TR PR - 1R AT IR

[0172]  (2S) -2—{[ ({[ (2S,5R) ~6-"F4IE-7T-EM-1,6- &2 3R [3.2. 1] ¥-2-FE ]k
B R AU R BRI T e 1R IR T I

[0173]  (2S) -2-{[ ({[ (2S,5R) -6 R & FL-7T-5A0-1,6- &4 I [3.2. 1] F-2-F ]k
B} o) AU FR) g e 1- SRR T B

[0174]  (2R) —2-{[ ({[ (2S,5R) —6-F & FE-7T-5I0-1,6- &4 I [3.2. 1] F-2-F ]k
He} o L) AU FR) g e 1- FRIRAUT B

[0175]  (3R) -3-{[ ({[ (2S,5R) -6 R & IL-T-5A0-1,6- &4 IF[3.2. 1] F-2-F ]k
B} o L) AU FR) IRIE - 1R IR T IR

[0176]  3-[ ({[ (2S,5R) -6—" R IE-T-FA0-1,6- &2 3R [3.2. 1] F—2-FL ] P dk) )
AVERI T - 1R T T

[0177]  (3R) -3-[ ({[ (2S,5R) -6 4 -7 -1,6- &I =3 [3.2. 1] F-2-FE ] At}
L) EU ML e - 1- R IR AT B

[0178]  (3S) -3-[ ({[ (2S,5R) ~6—"FEFE-T-5HM-1,6- —“F KL IF[3.2. 1] F-2- ] )
ZE) E ML e - 1R IR AT B

[0179]  3-{[ ({[ (2S,5R) ~6-"F&IE-T-H-1,6- “ &I - [3.2. 1] F-2- ] ) &
) AW BRI T fi-1- BRIRAUT IR

[0180]  (3R) -3-{[ ({[ (2S,5R) -6 R & IL-T-510-1,6- &4 IF[3.2.1]F-2-F ]k
B} AL ] R IR IE - 1R IR T I

[01811  4-[ ({[ (2S,5R) -6—" R IE-T-FA-1,6- %2 3R [3.2. 1] F—2-FL ] P dk) =)
ARAE - 1R T T

[0182]  4-{[ ({[ (2S,5R) ~6-"F&IE-T-H-1,6- “ &I = [3.2. 1] F-2- ] ) &
5) A H A IRIE- 1R BT T

[0183]  (2S,5R) —6- 4 H-N-[2- (I H-BEME—1-%E) 28 3] -7T-HfC-1,6- =& 2« —3F
[3.2.1]Fki—2-HIMEi% .

[0184]  (2S,5R) -6-"F A I -7T-FA-N-[2- (IH-MEm%-1-%) 28] -1,6- & H
[3.2.1]Fki—2-HIMEi% .

[0185]  (2S,5R) —6—FAFE-N-[2- (ZH L&) 2-H RO A -T-5MA-1,6- & H =
H[3.2. 1] Fki-2-HmBERZ

[0186]  4-{[ ({[ (2S,5R) —6-"F&IE-T-H-1,6- “RI - [3.2. 1] F-2- ) &
) A O AL IR -1- R IRAUT B

[0187]  (2S,5R) —6-"F5 JE-N-[2- (NG —4-2) -2~ L HE]-T-HMAR-1,6- — & F =3
[3.2.1]Fki—2-HBEi% .

[0188]  4-{[ ({[ (2S,5R) ~6-"F&IE-T-H-1,6- “ &I - [3.2. 1] F-2- ] ) &
1) Al Ol AL -1, 4- B AR B -1- R IR AUT iR

[0189]  (2S,5R) 65 IE-T-HA-N-[2- QA MRM I fi-1-F8) 258 IET-1,6- —H &
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3.2 1] Fke-2-HmBERZ |

[0190]  (2S,5R) —6— 4R H-7T-AfL-N-[2- Q- ATk mempk—1-3L) 28 K] -1,6- & —
I[3.2. 1] Fke-2-HBERZ |

[0191]  (2S,5R) -6 "R -7 -N- C-=R N EEEA O EHE) -1,6- ~EAR-H
[3.2. 1] ki—2-H Bk

[0192]  (2S,5R) -6 FEAIE-N- Q-HFEH I LHHL) -7T-8-1,6- & I [3.2. 1] F k-
2—FH gt fiz

[0193]  (2S,5R) ~6- R4 JE-N-[2- (FIEREMFE L) 3] -7T-8AM-1,6- ~FH 4 =
[3.2. 1] ki—2-H Bk

[0194]  {2-[ ({[ (2S,5R) -6—"F&FE-T-A-1,6- Z &I [3.2. 1] F-2- K] B dt &=
5 Al O FREF R RIS E.

[0195]  gE—BARiE NLL TG -

[0196]  {2-[ ({[ (2S,5R) —6-"F&IL-T-F0-1,6- &4 I [3.2. 1] F2-F A &
) Al CHE A BT TR

[0197]  {2-[ ({[ (2S,5R) —6-"FEIL-T-FC-1,6- &I I [3.2. 1] F2-F ] RE) &
1) R O H TR RS

[0198]  {2-[ ({[ (2S,5R) —6-"F&&IL-T-FI-1,6- &I I [3.2. 1] F2-F A &
) Al o) () F AR RRAUT TE.

[0199]  {2-[ ({[ (2S,5R) -6-"F&EIL-T-FC-1,6- &I IF[3.2. 1] F2-F 1 RE) &
1) R o FE) (Hki-2-38) 2 BT Bg

[0200]  (2S,5R) -6-"FEHFE-N-[2- (ZHEHE) o HBE]-7T-8MR-1,6- & H %
[3.2. 1] ki—2-H Bk

[0201]  {(2S) -1-[ ({[ (2S,5R) -6 R & FL-T-5A0-1,6- &4 IF[3.2. 1] F-2-F ]k
B} ) A A b2k S SRR AT S

[0202]  {(2R) -1-[ ({[ (2S,5R) -6 R & IL-7T-5A0-1,6- &4 IF[3.2. 1] F-2-F ]k
B} L) E A b2k A R AL T S

[0203]  {3-[ ({[ (2S,5R) -6 "R IL-T-F0-1,6- &4 I [3.2. 1] F2-F A &
) AN 2 AT IR

[0204]  (2S) -2-{[ ({[ (2S,5R) ~6-"F 4 IE-7T-EM-1,6- &I IR [3.2. 1] ¥-2-FE ]k
B AR A R BRI T e 1R IR T I

[0205]  (2R) -2-{[ ({[ (2S,5R) —6-"F & IE-7T-510-1,6- &4 IF[3.2. 1] F-2-F ]k
He} o L) A FR) g e 1- FRIRAUT B

[0206]  (3R) -3-{[ ({[ (2S,5R) -6 R & IL-7T-510-1,6- &4 IF[3.2. 1] F-2-F ]k
B} k) (] AR IR IE - 1SR IR T I

[0207]  (3S) -3-[ ({[ (2S,5R) ~6—"F&HE-T-5AM-1,6- —F Il IR [3.2. 1] F-2- ] )
L) E ML e - 1- R IR AT B

[0208]  3-{[ ({[ (2S,5R) —6-"F&IEE-T-H-1,6- "R I [3.2. 1] F-2- ] ) &
) A BRI T fi-1- BRERAUT IR

[0209] il ik A
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[0210]  {2-[ ({[ (2S,5R) 6K IE-T-HI0-1,6- &I I [3.2. 1] F-2-FE ] FFE ) &
) A OB B ERABUT B 5%

02111 {2-[ ({[ (2S,5R) 6K IE-T-HI0-1,6- &I "I [3.2. 1] F-2-FE ] FFE ) &
) A O BEFRFEBNAAEY, i Fid bR .

[0212]  [fk2:29]

(o] (o] (o]
P2 - 3 g i- "
H/‘\/O H)I’ " Me N/\-\/O HJ‘L IPF\N/\VD HJI o
N P2 N P? N
§ d B

)—N )—N )—N
o OBn o “OBn 0Bn
V-1 v-2 V-3
(0] Me (0] O
Me., A Oxy . P Ao PL A O,
Me N o N H Ho oy
}—N }—N )—N
o] "OBn o “OBn o OBn
V-4 V-5 V-6
[0213]
o} o] (\,\ 0
H
FZ'NWO N)L'" (Nj\’O‘N e, N gre) NJ‘L,,_
H N p2 H N p2 H N
)—N )—N )—N
o} OBn o “0OBn o OBn
-7 v-8 V-9
o] P{N 0
b N A Oy I ou M, Do, J
H Q N Hon HoN
N, p? )—N\ )—N
o) 0OBn (o] OBn (9] OBn
Iv-10 v-11 v-12

[0214]  (EiRA P, PPRIRBUT BB EE Boc) B R L HREE (Cbz) ,0BnFR/R &%)
[0215]  DAR AR AR B AL TR (TD)  (TT1) LA K (IV) R B4k S Wi il 4 5 1
HEAT U .

[0216]  [{k2~3X30]

[0217] & Rl k6

(o] (e} o [}
1 1
I: ] HO)L"'O\ R \O)L‘"O\ R -.O)‘L,._l/\ R].O‘HJL’"Q
0218 N — N JRE —= NeAd — 7 N
P NHOBN P N l
o= & osn & oen

] 1] v

[0219] (=X (D . A1 . A1) (V) #,P.0Bn R'R* &R 5 _ kM )

[0220]  FEA K B il D7 vk AR ARGV B AE I T8 =X (D R iih PR
N IE G AR, AT S FHProtective Groups in Organic Synthesis (T.W.Greene et
al.,Wiley,NewYork (1999) .ic 21 m] | ER Mt Cr 37 i & FE i) PR 4 3 o H A kb v 25 HRU T A0 2%
PrEE (Boc) \2- = W B B O SRR IE (Teoe)  1-FIBE-1- (4-BKRIE) QUM IE  1-F 2
TR AR 1 NI e SR s L O SR AR e 2 A I AR A 2t (Al Toc) RSB
4= BRI AL (PMZ Moz) B R FE H AU SR Al S 55 , A 18 BT AU R 3 5 (Boce)

(02211  [4k2X31]

i
[0222] HOJMCL
p,N N,OESn
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[0223]  (EiksX (1) v, 0B /n R4 5k , PRRIR A HH R 25 B INHER 37 5 )

[0224]  H FiksX (1) Rk & E BIRPAEN Fid D) otk &40 17 it
iR RRIMEY 5iEE - MM -2, 5- i 2-¥3E-3a,4,7, Ta- U E - 1H- 5
W5 —1,3 (2H) - —f  2-F2 B N A - 1H- 2 WMk -1, 3 (2H) - Wi 84— R -4 -E A =1
[5.2.1.0%%]3%-8-4%~3, 5— — WA [XIR OHFI Bs A¥. 5k S i .

[0225]  [fk2:3X32]

i
R \O)fa.,,l/\l
2
[0226] N "

OBn
1]

[0227]1  (FiR= (I1) H7,0Bn PR ik )

[0228]  PiRfbidid 7ERRAELE T I ik 45 77 BTR & IR I SR S it o

[0229] gtk A AT 45 FH ) S B3 770 AT 28t R LT R R DY Pk g 2 FR 22 DY & Wk R —
WELE MG SR e A& S Lt R W R O RS IR N AR T
VU ER iR s & e T O S B I L R R B i, X g B 7 AT DA B B
BEEH.

[0230] Ak, S I A P A5 P PO i ] 24 HH B R SN Bl R S A B R BN o PR B L B Rt . &L
N A EAE . = O e RN O e T =T e N R R R b ik e N R K
M 4- I S BN E 55 , DLl = S — e TN 2 S i slid— — FR UL E , Ao 20 (D o
A&, T LARTE 5 2000, 1-22Y & By [ A8 A P i, Ak /s O . 5-1. 524 & .

[0231]  figfkrp fr i 3% B 1R SR n& e-2, 5- i . 2-¥23-3a,4, 7, Ta- U A - 1H- 7 15|
Wk—1,3 (2H) - @i 2- BE/NE-1H-FMPe-1,3 (2H) - =@ i4- 2 F-4-% 4 =3
[5.2.1.0%°] 2&-8-%~3,5- ~HdHIR'OH, AHX T20 (1) RARMIALA Y, ol LUARYE 75 ZLA1-3
MEEEE A R L2245

[0232]  Fisfk S B HR BT A5 FE ) 8 7K 408 B 750 RO A R IF v B A A AR T 28 HEN LN - —
PR W . NN -3 3R Wk 1- 2 3 -3 (3— W L G JE A L) mk — U e 2h g
ER A IR 0 i A SR I L R R BRI S A (22X -3 MM b ) L S T IR &
Pe T IR R T IE.2,4, 6- =FUORHI MRS FF Be i S\ 4 2RBE Pk S0 — F R B il e S L X
(2L g 5) BRI P 0L (2T Wy J1k) Bk PR IR S5 , R IE N IR 5 T Rkl - £ R -3- 3- i 2
GIENEL) B W% B R £ o i /K 4 A 7 AN VR & BRI v Hh B A FH 10550, AR 5K (D) Rom
A&, ] AR S TR ZLL0. 8-2 M E iy A F , i (i FH1-1. 524 &,

[0233]  J 8l B2 N—40°C ~ Z i i JE i -20°C ~ = IR AT Ta B o e IS (8] L 3043 4—
1 H B3 FE g 27N =16 71N (1 5 6] >R S it

[0234] =0 (IT) KRG, W AE I B 45 TR Ja A& 24 R V8 778 S B YR B, Tl e Ak
FHZK i R R R B /K VA VB (51 G s R R B R — S0 A7 A58 TR Uk R S /KU VR T F £ 2
IKEE) Ve, Wi IR 4 RFEAT 73 5 A MR G WIS A, vl 28 H — Ol O IR &
[EINAN - SN N B N T/ vivy S A L R

[0235]  j@ut bl EEAL A4S 20 A G A Bt A 3 IR DL T 1) 7 SR S it

[0236]  Jse N AT L FRD VA 7 T 246 HE TR 2L < FRY A DU Sk g 2 FR R DU S ke i L R L 24
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G AR T A Ok I EEE . I LW R IEN ZR 4 TR L DY AR
M S e R O X ey 7 ] DL BB ER IR A4

[0237]  BRIEALATIEFERRIIAFAE S HEAT o S B BT FHIBR, P28 H = 2 e s S BE 2f%
TR TR =T R N R bk b e (N R KA | 4- R e A, Lk o = 2 %R
T RN O A T R A BT 1S 2R AL S, BT RLBL 16224 B Y LA FH AR e, f 0k
i FH2-34 &,

[0238]  Jx B FTAdE FH B R EE A A, BT 28 Y R RO R B =R e o =8 S, AR T id
ek AT S BRI AL S, AT LLLLO . 33224 B i YE el 43 FH L At i 4 FHO . 33124 &,

[0239] [ Wil B2 oN—-25-50°C HTu [ , Aide J9-15-30°C o e SIS TR AT LA LA 1043 8 —24 /N [
YO ARG 1Ny =4 /NI SRS it o 5 I 235 T I R A2 AR g = G AR i s i P R T
AW RBRAAAE, I TLC F8 0 FEIAR NS R G, A& SR BN T — T
FFo

[0240]  j@It iR T Frfe 282X (1D R4 G PR PR 37 B PI 7E B 4 2% A4 1 i R 3 %
[0241] B A FHIR S5, AT 25 HK  FR B B SR T S R TG S DU AR IR - @ e . &
e A&7 1,2- R ki 2,2, 2- =i O BESE , IR N LR S B =W & b &7
TR L XL AT DA Bk e TR A A o T OR B R BT R R T2 SRR R IR IR
IR =9 G IR IR . — 3 R S R IR DU S IR 55, DL 9 36 1R IR . — 9 L TR
FR TR DU SR o i3 — 2D AR e N W R R o A 3K (TD Ron i &9, B v LA LA Y = -
AR E FE A, Lk 5 M B -20 29 & . [ M A-25-50 CHYTE R, Lk H-10-30°C I E
Bl o S5 SIS (] AT L DA 13— 1 /N ) S B S D036 /9570 Bl —30 70 A V0 [l SR S i S B 485 TR I
() A B DA R BT A FHIR R () SR AR AE 3B TLC &80 /0 i T BORIN IR BN 45 TR IS, ANE 3 Bk
HIEBEHEN T — L7,

[0242]  #&3&, HFR R PP EPH) Bk sl (1) FRonptb &1 R A (111 BRI &2
PR I 87 4 R DL T T ke S it

[0243]  [fk:X33]

RLOJCL
[0244] Q
OJ_N‘OBn

I
[0245]  (F3R= (I1D) H,0Bn R E EikAAE )
[0246] e WiidIt % IR (TT) R BIAA VIR s B2 252 i FH BladE A7 A B F ST
[0247] e 3 I A5 FH DA, 7] 24 R B PR A0 ok R B L o R Y A R B - ik R (e L &L AR LAk
WVEHANH . SO RN O T R =T T N H R bR | AEERE N— IR |
4 FR RN IE 5, AR IR N IR AN IR IR AT = G R N 2% A R E LR , BT
VE R KRS FH o AR T 20 (T T) 1 Bl Or 3 vh B s FH A IR, ] Ao & s A, L ade ARG T2
(ID) R &Y 2015 & « [ Bl B2 N-25-50 C e, Pl A-10-10°CHITEH .
SNEE TE] AT RABLO . 5/NI =3 7N FR 3 B L AR 358 0 . 570N — 170N F) 95 IR SR 52 e
[0248] =0 (I1D) R/RHINA YD, 77 I B 45 3R Fa FHIE 24 IR 7R I NV R, AT Jd et ki
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PR SRR [ R S 7 L (1) G s 5 P R — S S AP A R Bk TR A /K VR W AN 2
IKEE) Wik, K T TR A R BEAT 70 85 o AE 9B RE T 0 FH IR B HLIE 77, W] 28 1 — Ak LR &
Mg CR T s R U e U7 DI oA SR LT o s 1) P e e e S A SR AT ik T i A
25 S IR ARSI

[0249] 235, th Bk (TTD Rt &R N idaX (V) Lot &0 & g e T

1 75 2R S it
[0250]  [fh2#334]
(o]
50 .
o511 <~ W
(o] IV OBn

[0252]  (E3kaX (IV) A, 0Bn &R 5 _FiRAHIH o)

[0253] P A IR 5, AT 25 K FR B S OB SR T S R TG S DU AR IR L B8 e . &
e &1, 2- R ki 2,2, 2- =3 O BESE , IR N LR LB =W & ke &7
TR P IR AT DL SR A

[0254]  jz J9iH Fir 4 FH AL 40 : RPONH , T A0 326 AER® ) B AR5 7 o s (R AL & 4 rh e %
FGF 0 (TTD) SRR A, v LA -2 9 ERVa B A, ik N 1-1. 34 &,

[0255]  Js¢ A BT Ao R RO, 7] 24 HH TR B R TR L A TR Y R 60 B TR it L LS
EEAE . SO RN O B T =T i N B RN R L g (N IR A
4 RV AL I S, A0 R IR R U IR R LB L = Z e SR FE 2R, M LB T AR
IRV AE AT T30 (TTD) R B &, B8] LA LA 0224 & 13 BB, feide 0-1.524
o RPONHa 1) 24 B 20 A5 T30 (1T 1) SRR Btk &4, T LA LLO-2 24 & (1) i B 4, A3k A0
1.5 8 o R M N -25-50 CHIVE  , Pl —-10-10°CHIVE R - ) RIS (] 0] BA LA 1 /NE —24
ZINESF (PRI L DIE e DR /NS — 16 /)N 4D 5 R S ST i

[0256] = (IV) KRG, W AE I B 45 TR Ja FH A& 24 R V8 77K S B YR B, Tl el Ak i
FHZK R R R B /K VA VR (51 G s R R B R — S0 A7 A58 TR Uk R S /KT VR T F £ 2
IKEE) Ve, Wi IR 4 R BEAT 73 5 A MR -G WIS A, il 28 H — Ol LR &
Fig\ B2 T TG S G e BT, Ik R 2R TG o i ) P el e A SR Ay BT e AL
Gh AL S I T R R R STt

[0257]  sEjta s

[0258] DI ek St 51 ik — 25 7 A0 0 B AR A BH , AHAS R BH I AN PR T SE Tt 71, mT LA &%
PR A 5451

[0259] &A1

[0260]  (2S,5R) -5— (FEEFEZEEL) NRNE -2 R IR G (2) ) —EhiRh

[0261] T ¢l

[0262]  (2S,5S) -5 ¥R LK e —2— 2 IR H I

[0263]  fEOMEALE -FEZVA TR (12.8L) FR DA TR (2S,5S) —5-FJENRIE -2-FR R (FE AT
fITAHPLC & 884 % , S 51912 22g, P sk FHOME A A -FEE3 . 1L) , A8 H [l 3 /N E (P4 003 i
63-67°C) o R MIEA A G, ML, 4- W8 he (12.8L) , 44 ¥ 7R 18 2 . 7R R (4. 1kg)
TN R 2T (18.3L)  FIVKYA 44 % BRER AT /KIETR (23.70) , 3 ZHENE, it — P H LR
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e (3X18.3L) #2HUKJZ  H 50 % B BR #H /KR (7. 3L) ¥ &N AHE W K ENZE S
I, FHTC/KBRBR AR (2.3Tke) T4, 1 U8 R I 798 18 26 o A AR VA il T H 2R (9. 10) o, I
TETERY . 2g Wi HE30 7 B, I U8 KB FIR KR 2% - H O R LB (9. 1L) K45k B ik 4 43 21 7%
B LR (AR AL A 0 1130g (BE BT ATAEHPLC & £278.9% , 52 71891 . 57g, UL %89%) .

[0264] T.F¢2

[0265]  (2S,5S) -5-$H-1-(2,2,2- =% L BERL) WRIE -2-FR 1R T fig

[0266] % (2S,5S) ~5-FRJENRIE -2 FR R H g (BE AT AT AEHPLC & #78.8% , 3L 1459 48g) 11
Bt /K 288 LR (7. 4L) A HI1E-40°C, INAN = 8% (1300g) , HEfE-40~-12°C F 463730
BRI = ORI (1349g, Yk ALK 4R 2. 16100mL) o i IN4h o 5 A 157 #h -l 22 -2
CL P RET550 51, 3 — B AR SYIMAK (1277mL) , 7E25°C FHiHEL /NI IR -S4 A K
(8.4L) W (H MR . W84 . SLUEES) 3k — F R 2.1 (2 X 9. 8L) $2H, K- & I A HUZ Mk
IMZE 1% (8.5L) 1 A B A BN /K WK (8. 5L) M AN Ar Ehk (8.5L) Peisk, H TG K B R 4l
(1.8kg) T4, ik UE WA WLZ BIIE AR R 25 J5 , FEFRE R I 18 < Bis (3. 6L) HEAT B
Wedi , B hk i B T, 5 B hR AL & )793 . 4g (HPLC & H81.5% , 52 J5i648.66g, UL %
88%) o

[0267] T3

[0268]  (2S,5R) -5- (CRFEIEEIL) -1- (2,2, 2- =% L) WRIE -2-FR R FF IS

[0269] (2S,5S) -5-Fdk-1-(2,2,2- =5 £ BhFE) WRIE-2-FR R F lis (HPLC % #81.5% ,
SEZJFi556.23g) K 2 B VA4 . OLA H1 E-40°C , In N2, 6—— FF 3EntknE (259.24g) (HHZ I
100mLFESR) » FE-43°C~—37°C FAEZR 1/ 102 203 In = i RS RE T (45.72¢) (HZ
100mLFEER) B R M IRAE-35°C T #idE 50438 f5 , 7E-35C LA T i - 48 = iz (550.27g) , A
5 (500mL) Peigs o Ad e MR T E B -5°C )5, N2, 6—— F 3Lk g (259.24g) , 7E5°C
NHFEA0/NET RIS 21 .8LIE, HABR R (12.40) Mk, K (12.4L) (10% #7145
P& KV (4 X 8L+4 . TL) AR R S AN /K ISR (6. 3L) VLA 37K (7.20) ARk Bk . F
IKBR R K A WL Z 0, 1 I8 05, RO R 4 o R TR L 8, 49 2AR AL S5 867 . T3¢
(HPLCE71.56% , P #79%) «

[0270] T ¢4

[0271]  (2S,5R) -5- CRAAFEEEE) -1- (2,2, 2- = F A BESL) WRIE—2-FR R Y R $h MR £h

[0272]  FHZBR L1 (4.8L) #ikE (2S,5R) -5 (REIEEIL) -1- (2,2, 2- = L BESE) DRI -
2-FRIRH IS (HPLC & 70.13% ,9L)H673.20g) , NIETER 48g, it £ 1IN B iR & it
JE, HO R CER2LYE SR - F IR L BR4 . TURRBEIE R, 78 =i P INIMELE - L1 L BRI W
(2.70) , L1570 5l BB RN C 5228, 6L, 7E0°C N4 H1 Rk 3/ N 3k I, ¥ 45 it e,
Ot/ IR ClR=4/1 BL) Yek ) , H28 11545 2h5 &b 54724 . 0g HPLCE #91.72% , 7
#90%) o

[0273] T %5

[0274]  (2S,5R) -5— (R L) IRNE -2 R G (2) ) iRk

[0275]  {§i (2S,5R) —5- (A FEEIEL) -1- (2,2, 2- =F L BEIL) DRIE-2- R ER FH s (HPLC S &=
92.01% , 5L )5 732.25g) T 2MAE A - BT (150) 0, B H BN 2T /N VR A
ARG, WSR2 R A R 2. TLWR, BB M LR 41816 3L, fit £ 1
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ANIE AT I S iR e, IR 2T (3X 1. 1L) Pedkk, B T 5 15 2IFR AL & 4572 . 0g
(HPLC & &98.06% , 7 %92%) .

[0276]  'H NMR (400MHz,D20) 81.40-1.51 (m,1H) ,1.61-1.72 (m,1H) ,1.90-1.94 (m, 1H) ,
2.25-2.30 (m, 1H),2.80(t,J=11.2Hz,1H),3.19-3.27 (m,1H) ,3.51-3.55 (m, 1H) ,3.66 (s,
3H) ,3.87-3.91 (m,1H) ,4.68 (s, 2H) ,7.27 (s,5H) ;MS m/z 265[M-2HCI+H]".

[0277] S {52

[0278]  (2S,5R) —6- (R4IE) —7T-EAR-1,6- & I8 3R [3.2. 1] Fhi-2-1RK (4)

[0279] Tl

[0280]  (2S,5R) -5~ (FEEFEZ L) WRNE -2 R g (2)

[0281]  7F (2S,5R) —5- (AR FEE L) WRIE-2— R K H iR — R EL (1.319¢) HINA LR 4
Fig (20mL) 50 % BRI /K IR (20mL) , BEAT 70, FH LR £ lis (15mL) $E UK Z 3K A £
ERKGEEANE TR T4, I I8 J5 , R W 4 , 125 T8 — %, 13 2R b &4
975mg (7 #£94%) .

[0282]  'H NMR (400MHz,CDC1s) 81.25-1.35 (m,1H) ,1.49-1.59 (m, 1H) ,1.89-2.11 (m,2H) ,
2.45(t,J= 11.7Hz,1H) ,2.96-3.03 (m,1H) ,3.28-3.39 (m,2H) ,3.72(s,3H) ,4.68(s,2H) ,
7.26-7.35(m,5H) ;:MS m/z 265[M+H]".

[0283] T %2

[0284]  (2S,5R) —6- (R4 IL) —7T-EA-1,6- & IR [3.2. 1] ¥ l—2- R g (3)
[0285]  #F (2S,5R) —5— (R ILE IL) WRIE—2-FR R s (1.154g,4.37mmol) F A fiK Z
i (198mL) , FEAT VK AE5CLL R AR IR N =2 % (1.60mL) X6 (0.389mL) , £E2°C N ¥kt
FE2000 B G AR RNV INNA-Z R LML RE (70.0mg) » 72 IR FHEFE L0/ o8
Rk R A 4, B8 B AT B IR 4 3RS W R 4 22.30mL . [a) Ho b I\ 1R & T
(20mL) 7K (40mL) , HEAT 709 ¥ o B B 7K 2 FH 1R £ 18 (30mL) $EHX 21K « 5 %6 AT iR FR 7K I
R (40mL) 6.5 % Bk R BN /K I (30mL) 5% & 57K (30mL) KK P& B HLZE , FHIE/K
PR AN T 15, i S e, R IR 46 - FH TR .8 (5. 5mL) Fi B FT 3 2R 5RE 1. 16g, IINIE L ¢
(11mL) , b i AP b AT 45 Ak o i — B I IE © %t (49ml) , 7E0°C R HEPE LN I, F 45 ik
JE, FIEC b (60mL) YEik fa , 25 T 115 200 45 di 1 R IR AL & #9882 . 3mg (7 %
71%) o

[0286]  'H NMR (400MHz,CDC13) 81.65-1.70 (m,1H) ,2.03-2.12 (m,3H) ,2.90 (d,J=12.0Hz,
1H) ,3.07 (m,1H),3.32(m,1H) ,3.79(s,3H) ,4.12(dd,J=4.6&4.4Hz,1H) ,4.91(d,J=
11.2Hz,1H) ,5.06 (d,J= 11.2Hz,1H) ,7.35-7.44 (m,5H) ;MS m/z 291 [M+H]".

[0287] T3

[0288]  (2S,5R) —6- (R4IE) —7T-EAR-1,6- & I8 IR [3.2. 1] Fhi-2-1RR (4)

[0289] 7 (2S,5R) —6- (R4 IE) -7-FA0-1,6- & Z IR [3.2. 1] ¥ ki-2-FR R H fig
(809.0mg,2.79mmo1) A PUS RN (8mL) 7K (3.6mL) , 7E4.9°C LA R AEZR 102 £ o . 5M
AN AKIBEW (6.41mL) E2°C T W BRI FE2/NN 5, IiAIK (30mL) , H 4R 4. 1
(25mL) P 12 B K JZ NN 48R .15 (15mL) , FH IMER R /K ¥ i K /K JZ 32 22 pH4 . 0,
FH 2. B8 B4 20Kk (.18 215 - 3565mL) o F IMER BR /K VA UK B /K 2 R 38 2 pH3 . 4, FH 2,
iR CBRPEELIR JG » F K 2 TR 22 pH2 . 4, iH4T TR G R FR AR 21k o AN #h 7K (40mL) ik
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ISR 4R SR FEBGH (175mL) , FJC/K BB AN T8 , i Y8 ) , ik 4 - FH G 1R 41
(5mL) B BT 15 2 I 5RIE 759 . Img, I IEC K8 (3mL) , FeFh i Mpadi AT 45 dt Ak . it — 2 A &
fR Mg/ 1IE L (5/3) VR (8mL) HEFE 5 I IE L% (20mL) , 7E4°C R i FE 147N 8 &5 b ik
U8, HIEC b (55mL) Ve fa , B85 T 145 20 (o 45 i 8 R I AR AL 5 4633 . 6mg (77 %
82%6) o XA i AR E M REAT VPANT , FEVR I T AR E HUORAE T — D H .

[0290]  'H NMR (400MHz,CDC1s) 81.67 (m,1H) ,2.04-2.26 (m,3H) ,2.85(d,J=12.0Hz,1H) ,
3.13(m, 1H),3.35(m,1H) ,4.12 (m,1H) ,4.91(d,J=11.3Hz,1H) ,5.06(d,J=11.3Hz,1H) ,
7.37-7.44 (m,5H) ;MS m/z 277 [M+H]".

[0291] =453

[0292]  (2S,5R) -N- C-& I LA L) -T2 -6 BEEKL) -1,6- —F A3 [3.2. 1] F k-
2-H i (VI-1)

[0293] T ¢l

[0294]  {2-[ ({[ (2S,5R) -6-"F&IL-T-FIC-1,6- &I I [3.2. 1] F2-F 1 FRE) &
5 A O HEF ST TS (1V-1-1)

[0295] % (2S,5R) —6- (LK) -7T-HA8-1,6- —H L —FF[3.2. 1] Ehi-2- M (4.30g,
15.56mmo1) ME/K L BR £, 16 (4TmL) ¥ A E1 2 -30°C K IR TN IR 7 Tl (2. 17g, ek
MK 48 R 1mL) = kg (1. 61g, Peidk MK G FE B8 1mL) , 7E-30°C T4t LN o 7E
SR I 2- (R FHEA) R T RBUT Bs (3.21g) MIBi/K LBR 416 (4mL) ¥ (B H
fi/K /R B 1mL) , 46 37 1. 5/ THE ZE0°C , #E— S iR — B B IR & W 8 % Fr i R /K
VIR (56mL) VL FIRR R AN /K VR (40mL) WY AT & R 7K (40mL) AR IR Bk, FTE KB R B T i
Ja U8, Wi 2 5mL, #E— P A BE (10mLl) B #9462 6mL . 78 Fr 45 2| 1 i i\ 2 1
(3mL) « L5 (8mL) , BEAT UKV , Be i, $i k1570 B o £ 3% 2/ N 7R VR A4 Hh i il 2 %€ (75mL) , 36
FE— B R AT 4 b, O e ik, L TR 19 2R AL & 45 . 49g (SE B4 . 988,
W ET74%) .

[0296]  'H NMR (400MHz,CDC1s) 81.44 (s,9H) ,1.56-1.70 (m, 1H) ,1.90-2.09 (m, 2H) ,2.25-
2.38(m,1H), 2.76(d,J=11.6Hz,1H) ,3.03 (br.d.,J=11.6Hz,1H) ,3.24-3.47 (m, 3H) ,
3.84-4.01 (m,3H) ,4.90(d,J= 11.6Hz,1H) ,5.05(d,J=11.6Hz,1H) ,5.44 (br.s.,1H) ,
7.34-7.48 (m,5H) ,9.37 (br.s.,1H) ;MS m/z 435 [M+H]"

(02971 T %2

[0298]  {2-[ ({[ (2S,5R) -6-¥23-7-45f0-1,6- & 4« 3R [3.2.1] F-2-FE] ¥t} & 3b)
Al CH FEFBRHTEE (V-1)

[0299]  7E{2-[ ({[ (2S,5R) 6 FHIEE-T-AM-1,6-ZHJL I [3. 2. 1] F-2-F ] Ft) &=
) E] 2 FE F P RRBUT S (3.91g,9.01mmol) Y FF VAR (80mL) 1, HI N 10 % £E AR 1AL,
7 (£ 7K50% ,803mg) , TEESREE T, 5l #4597 B o FHHek 788 = 3o 908 I VR, 9 R 4 ) 74 21
PRtk &3 . 11g (B 8) .

[0300]  'H NMR (400MHz,CD30D) 81.44 (s,9H) ,1.73-1.83 (m, 1H) ,1.86-1.99 (m, 1H) ,2.01-
2.12(m,1H), 2.22(br.dd.,J=15.0,7.0Hz,1H) ,3.03(d,J=12.0Hz,1H) ,3.12 (br.d.,]J=
12.0Hz,1H) ,3.25-3.35(m,2H) , 3.68-3.71 (m,1H) ,3.82-3.91 (m,3H) ;MS m/z 345[M+H]".
[0301] T3
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[0302]  (2S,5R) -N- C-& I LA HL) -T2 -6 BEEHL) -1,6- —F A =3 [3.2. 1] F k-
2-H i (VI-1)

[0303]  7E {2-[ ({[ (2S,5R) -6-FJE-T-Af0-1,6- Z &I = [3.2. 1] F-2-FE ] B dt} &
) ] L) FFEFERALUT HE (3.09¢g,8.97mmol) [ 5 H k¢ (80mL) ¥+ , In A2, 6- - F
FEEnE (3.20mL) « =AM IE 25 A9 (3.58g) » TE R N AR — 3% K S MR 1
AR ER S ANKE W , SRR ZE TG, fEKE RN T 26 B & 8% (3. 47¢) A& i
(30mL) , F L1073 B o FHE T RBUKIZ J5 , ¥4 I3 20 1A HLZ F ICKBRBR A5, i Y8 J5 5 Ik
JEdAs , /5 28] {2-[ ({[ (2S,5R) -7-AX-6- (B IL) -1,6- =& =3 [3.2. 1] F-2- K] #
B k) ) O AR AT ERPU T B k5. 46g (7P 91 %) .

[0304]  'H NMR (400MHz,CDC13) 81.01 (t,J=7.4Hz,12H) ,1.37-1.54 (m,8H) ,1.45 (s,9H) ,
1.57-1.80 (m, 9H) ,1.85-1.98 (m,1H) ,2.14-2.24 (m,1H) ,2.30-2.39 (m,1H) ,2.83(d,J=
11.6Hz,1H) ,3.20-3.50 (m,11H) , 3.85-3.99 (m,3H) ,4.33-4.38 (m,1H) ,5.51 (br s,1H),
9.44 (br.s.,1H) ;MS m/z 425[M-BusN+2H]".

[0305]  7Ei%PY T B4k (5.20g,7.82mmol) B9 — & FH Ft (25mL) ¥R+, 7FE UK T A =98
LR (25mL) , 7EO°C R HEHE LN o K s 3 ek I A< 4, FH — ke 3 B 43 B 5% 5 5 FH Ak
FR S AN KIS 2 pHT , AT )\ bt B Ak JRAE E AT AG ) OK) L % )5, B3 2IFR AL &4
1.44g (77 #57%) .

[0306]  'H NMR (400MHz,D20) 81.66-1.76 (m,1H) ,1.76-1.88 (m,1H) ,1.91-2.00 (m, 1H) ,
2.00-2.08 (m, 1H),3.02(d,J=12.0Hz,1H),3.15(t,J=5.0Hz,2H) ,3.18 (br d,J=
12.0Hz,1H) ,3.95(dd,J=7.8,2.2 Hz,1H) ,4.04 (t,J=5.0Hz,2H) ,4.07 (dd,J=6.4&
3.2Hz,1H) :MS m/z 325[M+H]".

[0307] = f5l4

[0308]  (2S,5R) —5- ((FEIL) &) —1- (BT AL RIS IRnE -2- R 1R (D

[0309]  fg (2S,5R) —-5— (R L HL) WRIE -2 R IR H iR A — R IR £ (65.4g.200mmol) ¥ i
7K (400mL)  1,4-RELE (270mL) H, FEAT UK¥A , IO BMESEALAN/K AW (132mL) , FHE 1/
I o 7E SN P N NBMER S (12mL) BRERET (27.6g) « BRER 4T fis (48g) , THE ZE =I5, it
FE— B B S NRIR 46 I 1 KA TR LB TR, AT I IR — /K AW 22 pH3 . 3, H
LR 16 (500mL) $2HL 29k, VA& Sh /K e, F G /KB B 8118 , 3k 908 , -3 7R 98k A
%, 3 — P H IR OBk s , 13 2R AL 5468 . Tg GE &) KA & WA il T B 42
HT T —LF G —iB0iEid 4R L8/ S bedb T 45 A, B L g5 4

[0310]  'H NMR (400MHz,CDC1s) 81.46 (s,9H) ,1.50-1.72 (m,2H) ,1.98-2.10 (m,2H) ,3.12-
3.19(m,2H), 4.13-4.20 (m,1H) ,4.76(d,J=11.5Hz) ,4.70(d,J=11.5Hz) ,4.85-4.92 (m,
1H) ,7.26-7.35 (m,5H) ;MS m/z 351 [M+H]".

03111 &5

[0312]  {2-[ ({[ (2S,5R) -6-¥23&-7T-0-1,6- &4 IR [3.2.1] F-2-FE ] #FL) = FL)
A R E AR RRBCT R (V-1)

[0313] T ¢l

[0314]  (2S,5R) -N- Q- FEIEHBILAIL L) -5- CREFLER) -1- FUT EILHREL) Ik
g -2 i fi

i
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[0315]  fi (2S,5R) —5- ((FREIE) &) —1- GRUT LB IL) RAE-2- R & (1.879¢g,
5.362mmol) \2- () LR EFIREHE (1.41g,6.707mmol) DL K 1-F2 3L 25 5 = —IK
4 (220mg) T AARAE & H It (20mL) A, UK T FE  AEFLH IIAN-2, 28 -N - (3- - F B 2
PI2E) Tk W Eh R £k (1.29g) , FHm 22 =, B bk — 84 . F & H e (20mL) W BB 54
FH7K 10 %6 AT AR FR 7K I W~ T AR R SN 7K VA T A B R AR R e, R RS T4, 10
AR e, 15 BIFR AL A2 . 91g (ER) -

[0316]  'H NMR (400MHz,CDC13) 81.46 (s,9H) ,1.50-1.93 (m,4H) ,3.40 (m,2H) ,3.89 (m,2H) ,
4.15-4.21 (m,1H) ,4.61 (m,1H) ,4.69 (d,J=11.6Hz,1H) ,4.76(d,J=11.6Hz,1H) ,5.11 (s,
2H) ,5.86 (s, 1H) , 7.27-7.36 (m,5H) ,9.28 (s, 1H) :MS m/z 543 [M+H]".

(03171 T %2

[0318]  (2S,5R) -N- QR IEHIL A IE 28 FL) -5 CRAILE L) WRkne —2- B BEfi%

[0319]  {i (2S,5R) -N- (- IE I T L £ A HE) -5 CRAERERE L) —1- (BUT AL
WRnE-2-F EEfZ (2.91g, 5.362mmol) VAMET-1,4- &Lz (5mL) 1, ZE VKA K N NAME AL A -
TRELE TR (10mL) <BFE2 /NI S KRS PR AR , R T K (30mL) s F 2 BEBE R o AF
IKJZ VKA, 8 SME B AL BN AN 2 1R T 3 22 Z9pH 7, H 28R B2 B, A A& £h /K e s pL
JZ s FHTC7K R R AN T 158, K ¥ TR 980 A 4 o 4 B i AT ik AT 2R AT (R — &/ g =3
D 13258 592,27 (FZ395%) .

[0320]  'H NMR (400MHz,CDCl3) 61.22-1.34 (m,1H) ,1.50-1.58 (m,1H) ,1.89-1.92 (m,1H) ,
1.92-2.06 (m, 1H),2.43-2.48(m,1H) ,2.95 (m,1H) ,3.23-3.27 (m,1H) ,3.40-3.42 (m,2H) ,
3.71-3.73 (m,2H) ,3.89-3.92 (m,2H) ,4.66 (s,2H) ,5.11(s,2H) ,5.91 (s, 1H) ,7.26-7.52
(m, 10H) ;MS m/z 443[M+H]".

[0321] T3

[0322]  {2-[ ({[ (2S,5R) -6—"F&FE-T-A-1,6- &I [3.2. 1] F-2-F ] B dt &=
)R] OB AR RN (IV-1-2)

[0323]  [{k2535]

(o]

Cbz. Oy .
[0324] o Q
b

N\
o OBn
Iv-1-2

[0325] i (2S,5R) -N- (2-FHAEIRE R I L AR) -5- CFE L) IRIE -2 H Bt
(642mg,1.451mmol) ] Z IEH I (66mL) vK¥& , TIN = Z % (709ul) FIE ik = H J:fEd (203
L), B 1NN o 28 1% SV I RO, (1051L) , 7R 1% B T Hi ke 20494t . 3235 75 1% I N
W N4 (&) kg (18mg) , FHE 2 =I5, i dE— 30 W I MR A P ik
95, TR O BER RS B BRI, FHK . 5% AT BR K VA TR 6 . 5 % BRI S M /K I VRN T A
RGBS, FTC /KRR B4 A ALZ T8, 3 700 ak R 1 25 AR IR JZ 4 (IR T i/ &
BE R =1/3) ¥ BT A3 2 B 5 , 15 2R AL 5 1)40Tmg (772260 %) o
[0326]  'H NMR (400MHz,CDC13) 81.59-1.65 (m,1H) ,1.91-2.02 (m,2H) ,2.26-2.31 (m, 1H) ,
2.71-2.74(d, J=11.6Hz,1H) ,2.99-3.02 (br.d,J=11.2Hz,1H) ,3.28 (s, 1H) ,3.31-3.39
(m,1H) ,3.46-3.49 (m,1H) , 3.88-3.97 (m,3H) ,4.88-4.91(d,J=11.6Hz,1H) ,5.03-5.06
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(d,J=11.6Hz,1H) ,5.11 (s,2H) ,5.83 (br.s., 1H),7.27-7.43 (m,10H),9.36 (br.s.,1H) ;
MS m/z 469 [M+H]".

[0327] T ¢4

[0328]  {2-[ ({[ (2S,5R) -6-F2F-7-%5f0-1,6- & 4« 3R [3.2.1] F-2-FE] ¥t} &)
AlCH FEFBRTEE (V-1)

[0329] g {2-[ ({[ (2S,5R) -6 R4 IE-T-2M-1,6- ZE I = [3.2. 1] F-2- K Pk} &
HE) ] 2K SR B ES (468mg, 1. 00mmo 1) A — U T B I — kR s (240mg) VAR T
U &I (6. 6mL) H, 8N 10%Pd/C (93mg, 50 %wet) , 7EEVS A N IEI i #E3 /N o il i
TLCHAIN 2 ri , R R 0 S8 A7) o 15 BB R R 4 , 75 BAR AL 5 49403 . Tmg (B &) - 1%
W EMRES AR 52530 T F2 s s —2.

[0330] = {il6

[0331]  (2S,5R) -N-[2- (I HIE) LA ] -7T-H ML -6- (AL -1,6- & & 3
[3.2. 1] ¢ ki-2- F BEfz (VI-2)

[0332] Tl

[0333]  {2-[ ({[ (2S,5R) —6-"F&EIL-T-FI-1,6- &I IF[3.2. 1] F2-F ] RE) &
i) R o HE (D) &S H RCT i (TV-2)

[0334] &L 5 BISHFE R 7%, H (2S,5R) -6- (R4 L) -7T-848-1,6- & 24 —3F
[3.2.1] ¥ ki-2-58 (390mg,1.41mmol) Al (2- (HIEHE) 2 £) (HH) &I HER T g
(436mg) , 13 FFREL A 4347 . 8mg (LFEDE5%) o

[0335]  'H NMR (400MHz,CDC1s) 81.46 (s,9H) ,1.58-1.70 (m, 1H) ,1.88-2.07 (m,2H) ,2.25-
2.36 (m,1H), 2.70-3.08 (m,2H) ,2.88(s,3H) ,3.23-3.41 (m,2H) ,3.51-3.68 (m, 1H) ,3.83~
4.10 (m,3H) ,4.90(d,J=11.4 Hz,1H) ,5.06(d,J=11.4Hz,1H) ,7.32-7.47 (m,5H) ,10.11
(br s,1H) ;MS m/z 449 [M+H]".

[0336] T %2

[0337]  {2-[ ({[(2S,5R) -6-F2F-7-%5f0-1,6- & 4« 3R [3.2.1] F-2-FE] ¥t} & 3b)
A CE) (H3) F A RRBUT s (V-2)

[0338] JEId HZHBISHE M 5%, B ik TR 1R a5 ERAL &9, 15 2k 8k &4 GE
=)

[0339]  'H NMR (400MHz,CD30D) 81.46 (s,9H) ,1.73-1.83 (m, 1H) ,1.86-2.00 (m, 1H) ,2.01-
2.13(m,1H), 2.14-2.28 (m,1H) ,2.93(s,3H) ,3.04 (d,J=10.8Hz,1H) ,3.08-3.18 (m, 1H) ,
3.43-3.55 (m,2H) ,3.65-3.72 (m,1H),3.79-3.88 (m,1H) ,3.92-4.05 (m,2H) ;:MS m/z 359[M
+H]".

[0340] T3

[0341]  (2S,5R) -N-[2- (FHEHIE) LA ] -7T-H ML -6- (WAL -1,6- & & 3
[3.2.1]Fki-2-H % (VI-2)

[0342] @It 5 E B 7k, H EIR T e e Emie &9, /530 {2-[ ({[ @S,
B5R) —7-48AX-6- (B4R HE) —1,6- & Z A [3.2. 1] F—2-JE 3t &) |l o) () &
FEHIRBUT BEIY T R4 (B &) -

[0343]  'H NMR (400MHz,CDC13) 61.01 (t,J=7.2Hz,12H) ,1.36-1.53 (m,8H) ,1.47 (s,9H) ,
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1.57-1.77 (m, 9H),1.83-1.98(m,1H) ,2.13-2.25 (m, 1H) ,2.28-2.40 (m, 1H) ,2.82-2.96 (m,
4H) ,3.22-3.42 (m,11H) , 3.60-4.08 (m,3H) ,4.34 (br.s.,1H) ,10.15(br.s.,1H) ;:MS m/z
437 [M-BusN] .

[0344] g bk DY T B Eh Bl i s B MARY, F ) b e A E AT R 1 5 . 19
FFFEALAY) 149, 4mg B TJFUES7%) o

[0345]  'H NMR (500MHz,D20) 81.73-1.97 (m,2H) ,1.98-2.07 (m,1H) ,2.08-2.18 (m, 1H) ,
2.74(s,3H), 3.09(d,J=12.0Hz,1H) ,3.21-3.32 (m,3H) ,4.04 (dd,J=7.5,2.0Hz, 1H) ,
4.10-4.23 (m,3H) ;:MS m/z 337 [M-H] .

[0346]  ZE )T

[0347]  (2S,5R) -T-HA-N-[2- (Wi -2- L& H) LA K] -6- (s dh) -1, 6- /AR
[3.2. 1] ki-2-H & (VI-3)

[0348] T ¢l

[0349]  {2-[ ({[ (2S,5R) —6-"F&IL-T-FIC-1,6- &I IF[3.2. 1] F2-F ] RE) &
1) H] A (Rk-2-28) ZAEH BT g (1V-3)

[0350]  fg (2S,5R) —6- (&) -T-FA-1,6- —F I I [3.2. 1] ¥ f—2-R M (414ng,
1.50mmol) F /K — &t (14 . 1mL) IERAER A T EZ20°C, LAE 0 CHy 77 5%
i S R R 5 T g (245.9mg) B, LAIL0CH H NE R IMA =2 & (197mg) , Hit 1
304 B, B I, 70 NEAR R N BC VR & BRIFE o 7R 2 R BV B P 2 R DN (2- (R EEHR) 448)
(5N ) 2 2 F R BT 1 (596mg) » 8 NG PR 5 THIR 2 %R, T — /NN Rz R B IR &4
FHO . SMER R M AN B ERAKAR B % , A ML= FHBRER B -1 S5, B e TR 2549 21 1 Bl 1 AT
FEAE Z T , 15 B bR 4L 590578 . Amg (FR81%) -

[0351]  'H NMR (400MHz,CDC13) 81.15(d,J=6.8Hz,6H) ,1.46 (s,9H) ,1.55-1.70 (m, 1H) ,
1.89-2.07 (m, 2H),2.25-2.37 (m,1H) ,2.73-2.90 (m, 1H) ,2.98-3.08 (m, 1H) ,3.22-3.38 (m,
2H) ,3.40-3.60 (m,1H) , 3.83-4.06 (m,4H) ,4.90(d,J=11.2Hz,1H) ,5.06(d,J=11.2Hz,
1H) ,7.35-7.46 (m,5H) ,10.29 (br.s.,1H) ; MS m/z 477[M+H]".

[0352] T %2

[0353]  {2-[ ({[(2S,5R) -6-F23L-7-%f0-1,6- — &4 —FF[3.2. 1] F—2-FE] Pt} s L)
Al oA} (Rki-2-5) @HEEF BT i (V-3)

[0354] JEId 5 SHBISHHE L, B B TR 1 a5 ERAL &Y, 1528 &9 Ge
) o

[0355]  'H NMR (400MHz,CD30D) 61.09-1.23 (m,6H) ,1.46 (s,9H) ,1.73-2.27 (m,4H) ,3.06
(d,J=11.6 Hz,1H) ,3.08-3.50 (m,4H) ,3.64-3.73 (m, 1H) ,3.79-3.98 (m,3H) ;:MS m/z 387
[M+H] "

[0356] T J¢3

[0357]  (2S,5R) -T-%EAX-N-[2- (Wi —2- L& H) L] -6- (s dh) -1, 6- & AR
[3.2. 1] ¢ ki—2-H & (VI-3)

[0358] J#iL 5ZHHISMIE M ik, B LR T2 &k &, 183 {2-[ ({[ @S,
BR) —7-48A-6- (%A HE) -1,6- & Z 3 [3.2. 1] F-2-F ) &) | o3 (Rke-2-
) A IRBUT BRI T R (B &) .

28



N 107501264 A W OB P 26/87 Tl

[0359]  'H NMR (400MHz,CDC13) 81.01 (d,J=7.4Hz,12H) ,1.10-1.20 (m,6H) ,1.33-1.77 (m,
17H) ,1.46 (s,9H),1.84-1.97 (m,1H) ,2.12-2.25 (m, 1H) ,2.28-2.40 (m, 1H) ,2.79-2.95 (m,
1H) ,3.17-3.45 (m,9H) , 3.50-3.67 (m,1H) ,3.80-4.07 (m,5H) ,4.34 (br.s.,1H),10.36
(br.s.,1H) ;MS m/z 465[M-BusN] .

[0360]  fi bk PU T Fh 3k A fRdad = QMRS , )\ b i IR AR E M R 1 S, 15
FIFREALA Y 252. 1Img QT FIEST%) .

[0361]  'H NMR (500MHz,D20) 61.28(d,J=6.5Hz,6H) ,1.74-1.83 (m,1H) ,1.85-1.96 (m,
1H) ,1.98-2.14 (m,2H),3.11(d,J=12.5Hz,1H),3.22-3.30 (m,3H) ,3.40 (quint,J=
6.5Hz,1H) ,4.01 (br d,J=5.5Hz, 1H) ,4.09-4.18 (m,3H) ;MS m/z 367 [M+H]".

[0362]  Z%15I8

[0363]  (2S,5R) -N-[2- (= HI B I LA R]-T-AMR-6- (B -1,6- Z & &
[3.2.1]Fki-2-H % (VI-4)

[0364] T ¢l

[0365]  (2S,5R) —6-FHIE-N-[2- (ZHHEHRE) o8] -T-"HMR-1,6-ZFH KL
[3.2.1]Fki—2-HMEi% (TV-4)

[0366]  {i (2S,5R) —6- (R4 IE) -7T-EA0-1,6- &I ¥R [3.2.1] ¥ hi-2-R M (553mg,
2.00mmo1) [ 7K — & H 4 (10mL) ¥ AE G R A1 20°C , i A F IR 7 T He (2891
L,2.20mmol) «F5 , IMA = % (293uL) , Hi 304381, B Ik, 75 S SR N L il VR & BR INF
FEZ S NVRE YT — 1 K — & % (7.0mL) Weidk, —iaB g inN2- (G R4E) -N,N-—
B RE IR E (591mg) A=  (930uL) , fEZIR B T HPE— /N Bz = BTR &9 i 98
Jo o P B VA T W R TR ol VA i o 5 P 49 28] ) B s i T — U B Ak rp S FH =
F e I B ALZ AR BR B 115 5 o0 FL 8 10 2 o 1 43 B R BRI BEATRE A E T (F 2
A, &/ EE=10/1) S B AHIRII AR S 291. Img. (IXF40%)

[0367]  'H NMR (400MHz,CDC13) 61.45-1.85 (m,4H) ,2.29 (s,6H) ,2.60 (t,J=5.2Hz,2H) ,
2.81(d,J= 11.6Hz,1H) ,2.97 (br.d.,J=11.6Hz,1H) ,3.28-3.34 (m, 1H) ,3.92-4.07 (m,
3H) ,4.90(d,J=11.6Hz,1H), 5.05(d,J=11.6Hz,1H) ,7.35-7.48 (m,5H) ;MS m/z 363 [M+
H]".

[0368] T %2

[0369]  (2S,5R) -N-[2- (- HRREHR) 48R -6-FR-T-8HM-1,6- — &4 3 [3.2.1]
Ffi-2-H iz (V-4)

[0370]  J@Id 5 ZHEBISHHE I 5%, B B TR 1 a5 E R &9, 15 2k 8k &4 Ge
=)

[0371]  'H NMR (400MHz,CDCl3) 61.74-1.84 (m,1H) ,1.87-1.98 (m,1H) ,2.03-2.12 (m, 1H) ,
2.15-2.24 (m, 1H),2.36(s,6H) ,2.67-2.74 (m,2H) ,3.07 (br.d.,J=11.6Hz,1H) ,3.12
(br.d.,J=11.6Hz,1H) ,3.67-3.72 (m,1H),3.83 (br.d.,J=6.4Hz,1H) ,3.96-4.06 (m,
2H) :MS m/z 273 [M+H]".

[0372] T3

[0373]  (2S,5R) -N-[2- (= HIBEE I AR ]-T-AMR-6- (AL -1,6- Z & &
[3.2.1]Fki-2-H % (VI-4)
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[0374]  Rpidid 522 I3 MR 1) 7 VA4S B 1) I BOVRGH & D FokE , Kk, 15 21 (2S,5R) -
N-[2- (ZH IR IE) O] -T-58A0-6- (s dh) -1,6- & AR =3 [3.2. 1] Fhe-2-H it %
WL IE 845 , FH VR RN B R SN /KA T b A0 i, BT bt s kST S AT A i S, 15 2068 A & 4
130.7mg QTP %43%) .

[0375]  'H NMR (400MHz,D20) 61.68-1.84 (m,2H) ,1.86-2.04 (m,2H) ,2.80 (s,6H) ,3.09-
3.17(m,2H) , 3.17-3.29 (m,2H) ,3.80-3.90 (m, 1H) ,4.02-4.13 (m,3H) ;MS m/z 353[M+H]".
[0376] 2459

(03771 (2S,5R) -N-{[(2S) —2- & FE N I ] A} -7T- A6 (BE%A L) -1, 6- &R
[3.2. 1] ki—2-H B (VI-5)

[0378] T ¢l

[0379]  {(2S) -1-[ ({[ (2S,5R) —6-F & FL-T-5A0-1,6- &4 I [3.2. 1] F-2-F ]k
) &) A b2 & EH BT g (TV-5)

[0380] &I 5 BITHFEIR 7%, B (2S,5R) -6- (R4 L) -7T-848-1,6- & 24 —3F
[3.2. 1] FKi-2-RR (414mg,1.50mmol) F1 (S) — (1- (& IER) A ki—2-I) = IEH IR AU T s
(550mg) , 793 FFREL 541585 . 6mg  (IH8T%) o

[0381]  'H NMR (400MHz,CDC13) 81.17 (d,J=6.4Hz,3H) ,1.44 (s,9H) ,1.55-1.70 (m, 1H) ,
1.90-2.10 (m, 2H),2.26-2.34 (m,1H) ,2.80(d,J=12.0Hz,1H),3.06 (br.d.,J=12.0Hz,
1H) ,3.27-3.34 (m,1H) ,3.64-3.74 (m,1H) ,3.86-3.98 (m,3H) ,4.81 (br.d.,J=7.6Hz,1H) ,
4.90(d,J=11.6Hz,1H) ,5.05(d,J=11.6Hz,1H) , 7.34-7.45 (m,5H) ,9.68 (br.s.,1H) ;MS
m/z 449 [M+H]".

[0382] T %2

[0383]  {(2S)-1-[ ({[(2S,5R) 62T AX-1,6- &4 —FF [3.2. 1] F-2-F& ] pie At}
) A W22k Z AL H AT s (V-5)

[0384] @I H5SEBISHE M L, B iR TR 1S ERAL &Y, 1528 &9 GE
) o

[0385] 'H NMR (400MHz,CDs0D) 81.16 (d,J=6.4Hz,3H) ,1.44 (s,9H) ,1.74-1.84 (m, 1H) ,
1.86-1.98 (m, 1H),2.03-2.12(m,1H) ,2.21 (br.dd.,J=15.2,6.8Hz,1H) ,3.06(d,J=
12.0Hz,1H) ,3.14 (br.d.,J=12.0Hz, 1H),3.68-3.72(m,1H) ,3.74-3.87 (m,4H) ;MS m/z
359 [M+H] "

[0386] T.J¢3

[0387]  (2S,5R) -N-{[(2S) —2- & FE N I ] A} -T- A6 (BE%A L) -1, 6- &R
[3.2.1] ¢ ki—2-H B (VI-5)

[0388] JHIE 5ZHHISMHEIN L, H LR TF2r &M Entb &9, 43 { (2S) -1-
[ ({[(2S,5R) -7 —6- (AL -1,6- &I I [3.2. 1] F-2-F ] RE FH) AN
fi—2— 55} E LR BCT P T R CE&) o MS m/z 437 [M-BwiN] ™.

[0389] i bk DY T B4 Eh 4Bl it = s S B MAR S, F )b e A E AT R 1) 5, 15
FIFREALA Y 117. Img G TFINE26%) o

[0390]  'H NMR (400MHz,D20) 81.17 (d,J=6.8Hz,3H) ,1.66-1.89 (m,2H) ,1.91-2.08 (m,
2H) ,3.02(d,J =12.0Hz,1H) ,3.18 (br.d.,J=12.0Hz,1H) ,3.47-3.58 (m, 1H) ,3.82(dd,J
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=11.8,9.4Hz,1H) ,3.92-4.02 (m,2H) ,4.05-4.10 (m, 1H) ;:MS m/z 339[M+H]".

(03911 =510

[0392]  (2S,5R) -N-{[ (2R) —2-& FE N I ] A} -7T-HAR-6- (BE%A L) -1, 6- & R
[3.2.1]Fki-2-H % (VI-6)

[0393] T ¢l

[0394]  {(2R) -1-[ ({[ (2S,5R) ~6-"F A FE-T-HM-1,6- & IR [3.2.1]¥-2-FE ] ¥k
He} ) A b2 R H BT i (TV-6)

[0395] it 5% HITHIE R L, 1 (2S,5R) —6- (R L) -7-FAC-1,6- &4 ¥
[3.2. 1] FKi-2-RR (414mg,1.50mmol) Fl (R) — (1- (& IES) A ki—2-3) &I H IR AU T His
(569mg) , 54 EFrdE1L & 4625mg (L 93%) .

[0396]  'H NMR (400MHz,CDC13) 81.14(d,J=6.4Hz,3H) ,1.43 (s,9H) ,1.53-1.70 (m, 1H) ,
1.90-2.06 (m, 2H),2.28-2.36(m,1H),2.79(d,J=12.0Hz,1H),3.02 (br.d.,J=12.0Hz,
1H) ,3.28-3.33 (m,1H) ,3.56-3.68 (m,1H) ,3.84(dd,J=11.2,3.6Hz,1H) ,3.92-4.04 (m,
2H) ,4.66 (br d,J=8.0Hz,1H) ,4.91(d,J=11.2Hz, 1H) ,5.06(d,J=11.2Hz,1H) ,7.35-
7.45(m,5H) ,9.94 (br.s.,1H) ;MS m/z 449 [M+H]".

[0397] T2

[0398]  {(2R)-1-[ ({[ (2S,5R) —6-Fd:-T-A-1,6- & =3 [3.2. 1] F-2-FL ] He At}
) A b2 2k Z AL H ERAUT s (V-6)

[0399] @t 5ZHBISHIE R 7%, H ER TF 1R ERe &Y, 15 3k 8 &9 (8
=)

[0400]  'H NMR (400MHz,CD30D) 81.15(d,J=6.4Hz,3H) ,1.44 (s,9H) ,1.73-1.84 (m, 1H) ,
1.86-2.00 (m, 1H),2.01-2.12 (m,1H) ,2.19-2.29 (m,1H) ,3.06 (d,J=11.6Hz,1H) ,3.10-
3.20 (m,1H) ,3.67-3.72 (m,1H) , 3.73-3.92 (m,4H) ;:MS m/z 359[M+H]".

[0401] T3

[0402]  (2S,5R) -N-{[ (2R) —2-& FE N I ] A} -7T-HAR-6- (B L) -1, 6- & R =
[3.2.1]Fki-2-H % (VI-6)

[0403] L 5ZHFIMHFAEM TiE, H LR TR En e, 52 { (2R) -1-
[ ({[(2S,5R) —7T-% A —6- (%) -1,6- & IR [3.2. 1] F-2-FE ] Bk |/ 50 AN
fi—2— 5} E LR BCT BEPY T R CE&) o MS m/z 437 [M-BwiN] ™.

[0404]  ffi bk PU T R 3 A ERd i =M AW, )\ b 3R A R AR E AT R S, 15
FFF A 212.6mg BT FINEE45%) .

[0405]  'H NMR (400MHz,D20) 81.17 (d,J=6.8Hz,3H) ,1.66-1.78 (m,1H) ,1.78-1.88 (m,
1H),1.90-2.06 (m,2H),3.02(d,J=12.0Hz,1H) ,3.18 (br.d.,J=12.0Hz,1H) ,3.48-3.58
(m,1H) ,3.83(dd,J=11.8,9.0 Hz,1H) ,3.94 (br.d.,J=7.2Hz,1H) ,3.98(dd,J=11.8,
3.4Hz,1H) ,4.06-4.10 (m, 1H) ;MS m/z 339 [M+H]".

[0406]  ZZ {511

[0407]  (2S,5R) -N- B-&IE WA L) -T2 -6 BEEFL) -1,6- —H A =3 [3.2. 1] F k-
2-HIEZ (VI-7)

[0408] T ¢l
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[0409]  {3-[ ({[ (2S,5R) —6-"F&IL-T-F-1,6- &I I [3.2. 1] F2-F ] E) &
5 F R A RBUT B (TV-7)

[0410] &L 5 BI3SMHE R 7%, B (2S,5R) -6- (CR4E L) -7T-848-1,6- ~ & 24 —3F
[3.2. 1] ki-2-RR (390mg,1.41mmol) A (3— (FIEH) HFE) & FLHF IRAUT B (730mg) , 15
FFR AL A 398 Img (LH 63%) .

[0411]  'H NMR (400MHz,CDC1s) 81.44 (s,9H) ,1.50-1.67 (m,1H) ,1.75-1.86 (m,2H) ,1.88-
2.07 (m,2H) , 2.28-2.37 (m,2H) ,2.77(d,J=11.0Hz,1H) ,3.01 (br.d.,J=11.0Hz,1H) ,
3.20-3.38 (m,3H) ,3.89-4.04 (m, 3H),4.90(d,J=11.4Hz,1H) ,5.05(d,J=11.4Hz,1H) ,
5.17(br.s.,1H) ,7.36-7.45(m,5H) ,9.21 (br.s.,1H) ; MS m/z 449[M+H]".

[0412] T2

[0413]  {3-[ ({[(2S,5R) -6-¥2F-7-5f0-1,6- & 4« 3R [3.2.1] F-2-JE] ¥t} &)
AN HEFBRSTEE (V-7)

[0414] @I 5 FISHIE R 5, B ER TR E49 (392. 8mg,876umol) , 15 2 A5 &
e (B8 .

[0415]  'H NMR (400MHz,CD30D) 81.43 (s,9H) ,1.73-1.99 (m,4H) ,2.01-2.12 (m, 1H) ,2.13-
2.24 (m,1H), 3.07(d,J=11.6Hz,1H) ,3.09-3.21 (m,3H) ,3.69 (br.s.,1H) ,3.80-3.96 (m,
3H) ;MS m/z 359 [M+H]".

[0416] T3

[0417]  (2S,5R) -N- B-&IE WA L) -T2 -6 BEEFL) -1,6- —H A3 [3.2. 1] F k-
2-HIlEZ (VI-7)

[0418] @It 5 FEFISAHE I 7VE, H LR T r2e e Emie &4, /5380 {3-[ ({[ @S,
BR) —7-48AX-6- (B4R HE) —1,6- &4 A [3.2. 1] F-2-FE ] ¥t ) &) A ) | g
BUT BRDY T 3% (B &) -

[0419]  'H NMR (400MHz,CDC1s) 81.01 (t,J=7.4Hz,12H) ,1.33-1.53 (m,8H) ,1.47 (s,9H) ,
1.55-1.96 (m, 12H),2.14-2.23 (m,1H) ,2.31-2.41 (m,1H) ,2.85 (br.d.,J=11.2Hz,1H) ,
3.15-3.42 (m,11H) ,3.88-4.07 (m, 3H),4.35(br.s.,1H),5.27 (br s,1H),9.26 (br.s.,
1H) ;MS m/z 437 [M-BusN] .

[0420] i bk PU T R 3 A ERd i = QMRS B )\ b 3 A AR E AT RS S 15
FEEILEY) 138, 4mg BT JFULERATY) .

[0421]  'H NMR (400MHz,D20) 61.67-2.05 (m,6H) ,3.00-3.19 (m,4H) ,3.82-3.94 (m, 3H) ,
4.05-4.10 (m, 1H) ;MS m/z 337[M-H] .

[0422] S f5]12

[0423]  (2S,5R) -N-[ (2S) S 430 T h—2-JE FH A 28 ] -7-E AR -6- (4L -1,6- — &4 —
W[3.2. 1] Fki-2-H % (VI-8)

[0424] T ¢l

[0425]  (2S) —2—{[ ({[ (2S,5R) ~6-" A IE-T-HM~1,6- &I “IR[3.2.1]¥-2-FE] ¥k
B} AR A R BRI T - 1R RAUT 1 (IV-8)

[0426] @it 55 BITHFE R 7%, B (2S,5R) -6- (CR4E L) -7T-848-1,6- ~ & 24 —3F
[3.2.1]3Fki-2-F2 1R (553mg,2.00mmol) F1 (S) —2— ((ZHL5) W) BRI T - 1-RRAUT
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lig (578mg) , 13 Bbr itk &4 760. Img (2 83%) »

[0427]  'H NMR (400MHz,CDC1s) 81.46 (s,9H) ,1.56-1.70 (m, 1H) ,1.88-2.07 (m, 3H) ,2.23-
2.34(m,2H), 2.84(d,J=11.6Hz,1H),3.02(d,J=11.6Hz,1H) ,3.28 (br s,1H),3.77-4.03
(m,4H) ,4.06-4.15(m,1H) , 4.37-4.48 (m,1H) ,4.89(d,J=11.6Hz,1H) ,5.04(d,J=
11.6Hz,1H) ,7.34-7.44 (m,5H) ,10.63 (br.s.,1H) ; MS m/z 461 [M+H]".

[0428] T2

[0429]  (29) —2—-{[ ({[ (2S,5R) —6-F2H-7-HA-1,6- =& A I [3.2. 1] F-2-F ] AL
L) EI PR BRI T e -1-RBACT Bs (V-8)

[0430] @t 5 FISHIE R 7k, B EIRA TR 1REE % (699mg,1.52mmol) , 15 2 Fx /@
WaEY GER) .

[0431]  'H NMR (400MHz ,CD30D) 81.44 (s,9H) ,1.74-1.85 (m, 1H) ,1.86-1.99 (m, 1H) ,2.02-
2.14 (m,1H), 2.16-2.40 (m,3H) ,3.06 (d,J=11.6Hz,1H) ,3.10-3.17 (m, 1H) ,3.67-3.74 (m,
1H) ,3.75-3.93 (m,3H) ,4.01 (dd,J=10.6,10.6Hz,1H) ,4.14(dd,J=10.6,10.6Hz, 1H) ,
4.37-4.47 (m, 1H) ;:MS m/z 371[M+H]".

[0432] T3

[0433]  (2S,5R) -N-[ (2S) ~Z Z¢ 3R T -2 & FH A3 | -T- AR -6- (A ) -1,6- & 28—
W[3.2. 1] Fki-2-H % (VI-8)

[0434] @S5S FF3MEE M T, H Lk T F2i e Eriea 9,153 (2S) -2-
{[({[(2S,5R) ~7T-58AR —6- (AL 1,6~ %A I [3.2. 1] F-2-FE ] FHL) &) A H
B} AT S 1-REEBCT B DU T 4% GE &) -

[0435]  'H NMR (400MHz,CDC13) 81.01 (t,J=7.2Hz,12H) ,1.30-2.10 (m,19H) ,1.46 (s,9H) ,
2.12-2.39 (m,3H) ,2.89 (br.d.,J=12.0Hz,1H) ,3.23-3.39 (m,9H) ,3.76-3.93 (m, 3H) ,
3.95-4.06 (m,1H) ,4.08-4.18 (m,1H) ,4.33 (br.s.,1H) ,4.37-4.50 (m, 1H) ;MS m/z 449[M-
BuaN] .

[0436] A bk PU T e 3 A fBd i = QMRS , )\ b 3 A R AR E AT R 1 S, 15
FFF S 172.3mg BT R E32%) .

[0437]  'H NMR (500MHz,D20) 81.71-1.83 (m,1H) ,1.84-1.97 (m,1H) ,1.98-2.16 (m,2H) ,
2.36-2.49 (m, 1H),2.50-2.61 (m,1H) ,3.10(d,J=12.0Hz,1H) ,3.22-3.30 (m, 1H) ,3.92-
4.12 (m,5H) ,4.25-4.36 (m,1H) , 4.68-4.77 (m,1H) ;MS m/z 351 [M+H]".

[0438] S {513

[0439]  (2S,5R) ~7-%AR-N-[ (2R) -t A& i —2 - FH A ik ] -6 (B4R R) -1, 6- A =8
[3.2.1]Fki-2-H % (VI-9)

[0440] T ¢l

[0441]  (2R) -2-{[ ({[ (2S,5R) 6 R & FE-7T-510-1,6- &4 IF[3.2. 1] F-2-F ]k
B} k) ] R g b - 1- FRIRABUT R (IV-9)

[0442] &L 52 BI3SME R 7%, B (2S,5R) -6- (CR4E L) -7T-848-1,6- & 24 —3F
[3.2.1]¢ki-2-3RM (390mg,1.41mmol) Al (R) —2— ((ZFL5) F L) ML b —1-FRER BT Ie
(796mg) , 54 EFrdE1L & 4336mg  (LF50%) .

[0443]  'H NMR (400MHz,CDC1s) 81.45 (s,9H) ,1.52-1.72 (m, 1H) ,1.80-2.09 (m,6H) ,2.27-
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2.39(m,1H), 2.84 (br.d.,J=12.4Hz,1H) ,2.96-3.08 (m, 1H) ,3.28-3.44 (m,3H) ,3.60-
3.86 (m,2H) ,3.89-4.06 (m,1H) , 4.14-4.29 (m,1H) ,4.90(d,J=11.2Hz,1H) ,5.06 (d,J=
11.2Hz,1H) ,7.32-7.47 (m,5H) ,10.56 (s, 1H) :MS m/z 475[M+H]".

[0444] T2

[0445]  (2R) —2—{[ ({[ (2S,5R) —6-F2d:-T-A-1,6- =& =3 [3.2. 1] F-2-FL ] He At}
L) A H L g - 1R R AU T s (V-9)

[0446] @t 5ZHBISHIE R 7%, H ER TF 1R S ER0EY, 15 3k 8 &9 (8
=)

[0447]  'H NMR (400MHz,CD30D) 61.46 (s,9H) ,1.73-2.27 (m,8H) ,3.06 (d,J=11.6Hz,1H) ,
3.09-3.18 (m,1H),3.24-3.40 (m,2H) ,3.67-3.71 (m,1H) ,3.73-4.12 (m,4H) ;MS m/z 385[M
+H]".

[0448] T3

[0449]  (2S,5R) ~7T-%&AR-N-[ (2R) —ML i i —2-FE F 4 I ] -6 (R4 JE) —1,6- ~ & 24 3
[3.2.1]Fki-2-H % (VI-9)

[0450] @S5S EF3MEM T, H Ll T F2i e Erie6 9,15 28 (2R) -2-
{[({[(2S,5R) ~7T-58AfR —6- (AL 1,6~ & A I [3.2. 1] F-2-FE ] FHL) &) A H
HE} b ki 1R BT B DU T R GE &) -

[0451]  'H NMR (400MHz,CDC13) 81.01 (t,J=7.4Hz,12H) ,1.34-1.51 (m,8H) ,1.46 (s,9H) ,
1.55-1.78 (m, 10H),1.80-2.01 (m,4H) ,2.11-2.23 (m,1H) ,2.29-2.42 (m,1H) ,2.88 (br.d.,
J=11.2Hz,1H),3.21-3.43 (m, 10H),3.60-3.86 (m,2H) ,3.88-4.07 (m,2H) ,4.16-4.28 (m,
1H) ,4.34 (br.s.,1H) ,10.62 (br s,1H) ;MS m/z 463 [M-BuaN+2H]".

[0452]  ffi bk PU T AR 3 A ERd i = QMRS )\ b R A R AR E AT R S 15
Flbr LAY 7. 4mg G L FUCE30%) -

[0453] 'H NMR (500MHz,D20) 61.66-2.18 (m,8H) ,3.14(d,J=12.8Hz,1H) ,3.23 (br.d.,J=
12.8Hz,1H), 3.30(t,J=7.3Hz,2H) ,3.89(ddd,]J=8.2,8.2,3.4Hz,1H) ,3.92-4.01 (m,
2H) ,4.09-4.18 (m,2H) ;MS m/z 365[M+H]".

[0454] S 4514

[0455]  (2S,5R) ~7-%AX-N-[ (3R) -WRHE -3 FH 4 3E ] -6- (4 2E) -1,6- — & 4
[3.2.1]Fki-2-H % (VI-10)

[0456] T ¢l

[0457]  (3R) -3-{[ ({[ (2S,5R) -6—F 4 F-7T-4-1,6- &} =¥ [3.2. 1] F-2-F]
FE} L) A R IRE - 1R IR AU T g (TV-10)

[0458] It 5% HITHIE RO 7L, (2S,5R) —6- (R L) -7-FAC-1,6- &4
[3.2. 1] k-2-RM (390mg,1.41mmol) F1 (R) —3- ((Z I H JL) WRHE-1-RIRAUT I
(527mg) , 13 EFr L 5 H333mg (L% 48%) .

[0459]  'H NMR (400MHz,CDC1s) 61.15-2.10 (m,8H) ,1.45 (s,9H) ,2.25-2.40 (m, 1H) ,2.70-
3.08 (m,4H) , 3.27-3.37 (m,1H) ,3.65-4.00 (m,5H) ,4.90(d,J=11.2Hz,1H) ,5.05(d,J=
11.2Hz,1H) ,7.34-7.46 (m,5H) , 9.22 (br.s.,1H) ;MS m/z 489 [M+H]".

[0460] T2
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[0461]  (3R) -3—{[ ({[ (2S,5R) —6-Fd:-T-A-1,6- & =3 [3.2. 1] F-2-FL ] He it}
) A ) IR IE - 1R BT g (V-10)

[0462] @I 5 SHEFISHE L, B B TR 1S ERAL &Y, 1528 &9 GE
=)

[0463]  'H NMR (400MHz,CDs0D) 81.24-1.37 (m, 1H) ,1.40-1.56 (m, 1H) ,1.45 (s,9H) ,1.64~
1.73 (m,1H) , 1.75-2.00 (m,4H) ,2.03-2.13 (m, 1H) ,2.15-2.26 (m, 1H) ,2.65-2.95 (m, 2H) ,
3.06(d,J=12.0Hz,1H) ,3.13 (br.d.,J=12.0Hz,1H) ,3.67-3.91 (m,5H) ,4.01-4.08 (m,
1H) ;MS m/z 399[M+H]".

[0464] T3

[0465]  (2S,5R) —7-%A%-N-[ (3R) -WRME -3 H S JL ] —6- (5 L) —1,6- ~ & & 3%
[3.2. 1] ki-2-H & (VI-10)

[0466] JHIL 5ZFFISMEIM A%, B LR T2 & =M &9, 153 (3R) -2-
{[ ({[(2S,5R) ~7T-%AX —6- (%A IE) —1,6- &4 IR [3.2. 1] F-2-FE ] Pt &35 H]H
FEIIRIE-1-RIRBUT BRI T 24k (B &) -

[0467]1  'H NMR (400MHz,CDC13) 61.01 (dd,J=7.6&6.8Hz,12H) ,1.11-1.99 (m,23H) ,1.46
(s,9H), 2.12-2.24 (m,1H),2.30-2.42 (m,1H) ,2.67-2.96 (m,3H) ,3.19-3.38 (m,9H) ,3.70-
3.99(m,5H) ,4.35(r.s., 1H),9.16(br.s.,1H) ;MS m/z 477 [M-BusN] .

[0468] i bk DY T B4 Eh 4Bl it =5 B MAR Y, A )b e A E AT R 1l 5, 15
PR LAY 106mg 3T JFIZ41%) .

[0469]1  'H NMR (400MHz,D20) 81.16-1.28 (m,1H) ,1.54-1.88 (m,5H) ,1.92-2.16 (m,3H) ,
2.72(t,J=12.2 Hz,1H) ,2.81(ddd,J=12.8&12.8&3.5Hz,1H) ,3.02(d,J=12.0Hz, 1H) ,
3.15-3.28 (m,2H) ,3.37-3.44 (m, 1H),3.70(dd,J=10.3&7.6Hz,1H) ,3.79(dd,J=10.3&
5.0Hz,1H) ,3.88-3.94 (m, 1H) ,4.06-4.10 (m, 1H) ; MS m/z 377 [M-H] .

[0470] ZZ 115

[0471]  (2S,5R) -7T-%AX-N-[ (3S) — Mt g fE—3- L4 ] -6 (B4 L) -1,6- ~ & =3
[3.2. 1] ki—2-H Bl (VI-11)

[0472] T ¢l

[0473]  (3S) -3-[ ({[ (2S,5R) —6—"FEIE-T-AM-1,6- " F AR I [3.2. 1] F-2-FE ] P It}
L) E ML e - 1- R IRAUCT B (TV-11)

[0474] @ 53 GISHIE R 52, B (2S,5R) —6—- (REIL) -7T-HAL-1,6- —H -
[3.2. 1] k-2-%® (553mg,2.00mmol) Al (S) —3— (G I k& ki —1-FR R AU T g
(606mg) , 73 FFRE1L 547920 . 4mg GE &) »

[0475]  'H NMR (400MHz,CDC1s) 81.46 (s,9H) ,1.61-1.68 (m,1H) ,1.89-2.09 (m, 3H) ,2.15-
2.19(m,1H) , 2.28-2.34(m,1H) ,2.75(d,J=11.6Hz,1H) ,2.95-3.06 (m, 1H) ,3.31 (br s,
1H) ,3.35-3.68 (m,4H) ,3.97(d, J=7.6Hz,1H) ,4.60 (br.d.,J=23.2Hz,1H) ,4.90(d,]J=
11.6Hz,1H) ,5.05(d,J=11.6Hz,1H) ,7.26-7.43 (m,5H) ,9.08 (br.d.,J=23.2Hz,1H) ;MS
m/z 461 [M+H]".

[0476] T2

(04771 (3S) -3-[ ({[ (2S,5R) -6 HF-T-A-1,6- —H ;I [3. 2. 1] F-2-FE B k) =
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5 ML br- 1R T e (V-11)

[0478] @t 52 FISHIE R 7%, B EIA TR 1RL &% (869mg,1.89mmol) , 15 | #x /@
WaEY GER) .

[0479]  'H NMR (400MHz,CD30D) 61.47 (s,9H) ,1.75-2.12 (m,4H) ,2.13-2.25 (m,2H) ,3.05
(d,J=12.0 Hz,1H),3.13(br.d.,J=12.0Hz,1H) ,3.25-3.50 (m,2H) ,3.61 (br.d.,J=
13.2Hz,1H) ,3.70 (br.s.,1H) ,3.86 (br d,J=7.2Hz,1H) ,4.32-4.38 (m,1H) ,4.54-4.62
(m, 1H) sMS m/z 371 [M+H]".

[0480] T.f¢3

[0481]  (2S,5R) -7-%AX-N-[ (3S) —Mk g fE—3- L4 ] -6 (M%) -1,6- ~ ;=8
[3.2.1]Fki-2-HIfEf% (VI-11)

[0482] EE 5 HEFI3ME M L, H Lk T F2m e Erie& 4,15 3 (3S) -3-
[({L(2S,5R) -T-% A —6- (BE%HE) —1,6- & "3 [3. 2. 1] -2 ) Bt} & 0%) S kg
Fi-1-BRIBUT Bl T A4k (€ =) MS m/z 449 [M-BuaN] ™.

[0483] A bk PU T R 3 A fBad i =M QMRS )\ b A R AR E AT R S 15
b ELEY) 170, Tmg B L FWE26%) .

[0484]  'H NMR (400MHz,D20) 81.71-1.92 (m,2H) ,1.95-2.18 (m,3H) ,2.21-2.30 (m, 1H) ,
3.07(d,J=12.2 Hz,1H),3.24 (br.d.,J=12.2Hz,1H) ,3.31-3.45 (mn,3H) ,3.51(d,J=
13.6Hz,1H) ,3.99 (br.d.,J=6.0Hz, 1H) ,4.10-4.14 (m,1H) ,4.72-4.77 (m, 1H) ;MS m/z
349[M-H] .

[0485] & {516

[0486]  (2S,5R) -N- (A T k-3 - H & 3k) -7 A0 -6- (A L) -1, 6- & =
[3.2.1]Fki-2-H % (VI-12)

[0487] T ¢l

[0488]  3-{[ ({[ (2S,5R) —6-"F&IEE-T-H-1,6- “& I [3.2. 1] F-2- ] ) &
) B IR B T - 1- BRERAUT i (TV-12)

[0489] &L 5 BITHFER 7%, H (2S,5R) —-6- (R4 L) -7T-848-1,6- & 24 —3F
[3.2. 1] ki—2-# (553mg,2.00mmol) F13— (G F4) H 3L B T hi-1- SR ER AT Iig
(564mg) , 3 EFR AL A 699, Tmg  (ILEKT6%) »

[0490]  'H NMR (400MHz,CDC1s) 81.43 (s,9H) ,1.54-1.70 (m, 1H) ,1.87-2.06 (m,2H) ,2.27-
2.35(m,1H), 2.75(d,J=11.6Hz,1H) ,2.80-2.90 (m, 1H) ,3.01 (br.d.,J=11.6Hz, 1H) ,
3.32(br.s.,1H) ,3.68-3.76 (m, 2H),3.94 (br.d.,J=7.6Hz,1H) ,4.00-4.15 (m,4H) ,4.90
(d,J=11.8Hz,1H) ,5.05(d,J=11.8Hz,1H) , 7.35-7.44 (m,5H) ,9.08 (br s,1H) ;MS m/z
461 [M+H]".

[0491] T2

[0492]  3-{[ ({[ (2S,5R) -6-F2F-7-5f0-1,6- " 4« 3R [3.2.1] F-2-JE] ¥t} &)
U R AR T - 1R IRRUT i (V-12)

[0493] @t 5 FISHIE R 7k, B EIRA TR 1R &9 (642mg,1.39mmol) , 15 2| Fx /@
WaEY GER) .

[0494]  'H NMR (400MHz ,CD30D) 81.43 (s,9H) ,1.74-1.85 (m, 1H) ,1.86-1.97 (m, 1H) ,2.04~
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2.13(m,1H), 2.16-2.24 (m,1H) ,2.84-2.94 (m,1H) ,3.05(d,J=11.6Hz,1H) ,3.13 (br.d.,J
=11.6Hz,1H) ,3.68-3.82 (m, 3H),3.83 (br.d.,J=6.8Hz,1H),3.97-4.06 (m,4H) ;MS m/z
371 [M+H]".

[0495] T3

[0496]  (2S,5R) -N- (B A T k-3 - H 4 3k) -7 AR -6- (L) -1, 6- & 4 =
[3.2.1]Fki-2-H % (VI-12)

[0497] @It 5 B3R 77k, H EIR T2 e Emie &4, /5 2013- { [ ({[ @S,
5R) —7T-%AR-6- (5 3L) —1,6- 4% IF[3.2. 1] F—2-FL  Fidt) & 38) & L) B4R T
Fi-1-BRIBUT Bl T A4 (€ =) »

[0498]  'H NMR (400MHz,CDCl3) 61.01 (t,J=7.2Hz,12H) ,1.37-1.51 (m,8H) ,1.46 (s,9H) ,
1.54-1.75(m, 9H),1.82-1.97 (m,1H) ,2.13-2.25 (m, 1H) ,2.29-2.40 (m, 1H) ,2.77-2.95 (m,
2H) ,3.24-3.40 (m,9H) , 3.64-4.16(m,7H) ,4.36 (br.s.,1H),9.16 (br.s.,1H) ;MS m/z 449
[M-BusN] .

(04991 A bk PU T R 3 A fBad i = QMRS , )\ b i R AR E AT RS 1 S, 15
FFF S 164. Tng BT FNHE34%) .

[0500] 'H NMR (400MHz,D20) 81.65-1.89 (m,2H) ,1.92-2.06 (m,2H) ,3.06 (d,J=12.4Hz,
1H), 3.10-3.22 (m,2H) ,3.90-4.00 (m,5H) ,4.07-4.14 (m,3H) ;MS m/z 351 [M+H]".

[0501]  ZZ%A4[17

[0502]  (2S,5R) -N-"RH:-6- (F%HE) -7 A0-1,6- = E AR = [3.2. 1] Fhi—2-FH i i
(10)

[0503] T ¢l

[0504]  (2S,5R) —2- (RIER L) —5- (AL &) IRE-1-RIREUT s (8)

[0505]  fd (2S,5R) -N-"FH-5- ((FAEL) &) WRHE -2 F Wt fi% (808mg, 2. 38mmo 1) ¥ il T
HIE (8mL) 1, FEUKH T I = i (288mg) A kg — AU T e (571mg) , £ %R T #iFE404>
B o B S LRI TR 2 o M AR AT I R A B2 AT (ke / LR G EE=3/1) , 15 2IF5 A& 1)
1.04g (KZ99%) -

[0506]  'H NMR (400MHz,CDC13) 81.41 (s,9H) ,1.50-1.72 (m,2H) ,1.75-1.98 (m,2H) ,2.94
(br.d.,J=14.0 Hz,1H) ,3.16 (br.s.,1H) ,4.09-4.26 (m,1H) ,4.16-4.55 (m,3H) ,4.65-
4.78(m,3H) ,5.41 (br.s.,1H), 7.20-7.41 (m,10H) ;MS m/z 440 [M+H]".

[0507] T2

[0508]  (2S,5R) —2- (RALE HIBEHL) —5- (R (& AR ML) 2 L) IRIE-1-8
FRBCT HEEL (2S,5R) —2- CRIEEZ I BEIL) -5 ((REAIL) (ERIL) L) WRNE- 1R TR AU T BE
[0509]  {ii (2S,5R) —2— (RILZ H BEIL) —5- (R L) IRIE- 1R LT iE (559mg,
1.27mmol) ¥ A+ Wik — & H 4 (8mL) /1, NN — 5 A 3 2 W% (329mg) , HEAT UKV « FEVKA T
7 ERIBAEY T IIN=65 (226mg) , HE3E0 . 57N, 38 TLCHAA Ml A AL & P01 J B 4%
Wz EMALHK T ERtS T —TF.

[0510] T3

[0511]  ((3R,6S) —6- (FFHEE H FE&E) IRmE -3-4%) (R ZAEH R =& F Bk (3R,
6S) —6- (R I 2 H BE L) WRAE-3-2%) (RE L) 2L A
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[0512] 43235, IN N PR (0.83mL) , iFE5 73 B, 18 ik TLCA W [r) A AL S W 1) S 8 45
Bz &AL S EREMtS T — TF.

[0513] T ¢4

[0514]  (2S,5R) -N-"FI—-6- (R IL) 78 M-1,6- = E 4 =3 [3.2. 1] Fhi-2-H &
[0515] ¢ bl 7 210 VR & 03 N 21 K4 1 I R & A /K IS (1. 4g/11.5mL) 1, Bk
0.5/, I R £ B8 (65mL) AT 73 )2, A HLJZ FH IMER R (20mL) VL AI R R S AN 7K 15 W
(20mL) P AN EhK (20mL) Yeidk , FITC/K B B T4, 1 U8 , 990 R 4 o 4 5 8 vh B [ 44 FH 2
bt/ LR OBR=1/1 Pk, 3 20h5ENEY331mg WZET1%) .

[0516]  'H NMR (400MHz,CDC1s) 61.54-1.67 (m,1H) ,1.88-2.08 (m,2H) ,2.36-2.48 (m, 1H) ,
2.67(d,J= 11.4Hz,1H),2.97 (br.d.,J=11.4Hz,1H) ,3.28 (m,1H) ,3.96(d,J=7.3Hz) ,
1H) ,4.38-4.55 (m,2H) ,4.90 (d,J=11.4Hz,1H) ,5.05(d,J=11.4Hz,1H) ,6.95 (br.s.,
1H) ,7.20-7.47 (m, 10H) ;MS m/z 366[M+H]".

[0517] S {518

[0518]  (2S,5R) —6- CFA L) -T-8M-1,6- A& =3 [3.2. 1] ¥ hi—2-H 2, b- AL
mE g b -1-3E 5 (T11-57)

(05191  [fk&36]

[0520] g" ){_:1

o ‘oBn
57

[0521] i (2S,5R) —6- (WA IL) -7T-FM-1,6- &4 =3 [3.2. 1] Ffi—2-R M (201mg,
0.758mmol) ¥ F T MK & H ke (3. 6mL) H, I AN-H JEiE bk (162mg) , A HI 2£0°CfER &
VI IINE R R THE (198.8mg) , FiHE1070 Bl 5 , I 1-F2FEMES ke -2, 5- i (167mg) ,
R0 . 5/ K S BIVR A ) P /K e, FH G /K B R B T4, 4 U ok R TR 4 4 P 45
B RS ST BN (Q %/ 2B 2 lE=1/2) , 15 31 AR R A5 Ak &40 16 1mg (R
57%) .

[0522]  'H NMR (400MHz,CDC13) 81.70-1.77 (m, 1H) ,2.04-2.27 (m,3H) ,2.80-2.90 (m,4H) ,
3.09-3.19 (m, 2H),3.35(br.s.,1H) ,4.48(d,J=6.9Hz,1H) ,4.92(d,J=11.3Hz,1H) ,5.07
(d,J=11.3Hz,1H) ,7.35-7.45 (m,5H) ;MS m/z 374[M+H]".

[0523] & {519

[0524]  (2S,5R) —6- (FAIL) -T-840-1,6- & I [3.2. 1] ¢ ki—2- R/ (IR, 2S,6R,
7S) -3,5- A -4-F L =R [5.2.1.0%0] Z8-8—J7—4—FLfig (I111-58)

[0525]  [4k22X37]

2 o]
2:& .,
5261 &)
Q N‘OEH

[0527]  fdi (2S,5R) —6- (R -7-HA-1,6- —F A IR [3.2. 1] FL-2- KR (529mg,
1.918mmol) ¥ fif T Wt /K VU &R (5. 5mL) A, ¥ #1 22-20°C o 7E VR A 90 7 iIn AN- F 25 iy gk
(445mg) VL 5 T Hg (300mg) , i FE150 %0 /5, IO (1R, 2S,6R, 7S) ~4-F2 F 4% 2 =
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[5.2.1.0%°%12%-8-4#~3,5- M (394mg) , Hi££0.5 /NI, FE— B AEF IR FHFLO. 5/ oK
RSP FHEAT (50mL) #5088, FHIMEREE (20mL) 1 FIh R S 4H /K A T (20mL) Mo A 2K
(20mL) MK BevE » FH G /K B BR A58 , W4 UV el VA 4 o s I 15 28] () e s ¥ i 1 &0 (4ml)
W, IINE e (L) , FERES B, BE— 2B NN B 5 (L) , i FE 1. 57N Bk o 3 8 R HE A HE )
] A, AT/ 2t (2/3) BITR A R BEES , Ok T4, 45 21 J6 (2 45 i 1 F K AR AL & 1)
678mg (L #81%) .

[0528]  HPLC:COSMOSIL 5C18MS—II 4.6X150mm,35°C,0.02M TFA/CH3CN=50/50,1.0m1/
min, UV210nm,RT 7.1min; 8% 7MKL EFH99.9%eell I :CHIRALPAK AD-H.
4.6x150mm.40°C, %/ L EE=1/1.UV210nm.1mL/minRT 37.3min (cf.XFmt 5 #yik
16.5min) ;Mp 196°C; [a]26D+12.686° (c 0.885,CHC1s) ;'H NMR (400MHz,CDCl3) 81.52(d,J
=9.1Hz,1H) ,1.70 (m,1H) ,1.78(d,J=9.1Hz, 1H),2.01-2.26 (m,3H) ,3.04-3.17 (m,2H) ,
3.32(m,3H) ,3.45(br.s.,2H) ,4.41(d,J=6.7Hz,1H) ,4.91(d,] =11.4Hz,1H) ,5.06(d,]J
=11.4Hz,11) ,6.19 (br.s.,2H) ,7.33-7.46 (m,5H) :MS m/z 438[M+H]".

[0529] &3 {5120

[0530]  (3aR,7aS)-2-¥43%:-3a,4,7, Ta—VU S~ 1H-F"5Mk—-1, 3 (2H) — i

[0531]  [4k2~X38]

0

[0532] mN—OH

(o]
[0533]  ffifi R F2 /i (24.975g,0. 152mol) ¥ fF T-7K (100mL) 1, A (3aR, 7aS) -3a,4,7,
Ta- VUSSR IFMRIR -1, 3- [ (45.228g) AL 150 B TEIR AW — i — I 25 % &
AWK B0g) , £ 90°C FHEFE2/NET KR S0V H A S5 AT B ) 45 d Fh o
B 30534 o BB 45 S AE50 C B A5 T2 H L 15 BIFR 8tk & 442 . 87g (ILF8T%) -
[0534]  'H NMR (400MHz,CDC1s) 82.20-2.31 (m,2H) ,2.56-2.65 (m,2H) ,3.08-3.14 (m,2H) ,
5.91(dt,J= 0.9,2.7Hz,2H) ;MS m/z 166[M-H] .
[0535] & {521
[0536]  (2S,5R) —6- (AL -T-8/8-1,6- — B = [3.2. 1] ¥ Li—2-2 8 (3aR, 7aS) -
1,3-—%48-3a,4,7,7a-PUE —1H-S7M5|We-2 (3H) —FE Mg (111-59)
(05371  [fkZ39]

Qf 5
e Cl

[0538] 0 N
OJ_N‘DBn

[0539] i (2S,5R) —6- (W4 IE) —T-2-1,6- =& 3R [3.2. 1] ¥ hi-2-FR 1R (1.831g,
Smmo 1) Y& fif T Wit /K DU A e (15mL) t, A HIE-20°C  ERSW T IINEF B 5 T g
(751mg) \ = W& (1.111g) , Hi ¥k 1553805, A (3aR, 7aS) —2-F23-3a,4,7, Ta- VY &~ 1H-
FEM-1,3 (2H) - (Z2%41120,919mg) Hit#t: 0.5/, 3E— 2D AE IR FHFE0. 5/ s
SOSR AW AN (150mL) #Be , FHIMER S (60mL) 8 FIRR R A AM /K VA WK (60mL) i Al &5
7K (60mL) WK IR Be ik » F TG 7K Bt IR 85 T M6, o B VA Dok s WA 4 « 4 B 45 21 1 B B VA i T =T
(4mL) W, IR e (4ml) , FEFE30 0 B, FE— 22 I Tkt (2mL) , 15 HE 3043 8P 2k e Hi 1)
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] A ik i E H , ST/ b (2/3) BITRAG WREBE I 980 1158 , 45 3100 € 25 i A R I A 4k
A1, 419g (ILFHR6T%) -

[0540]  'H NMR (400MHz,CDCls) 81.67-1.77 (m,1H) ,2.08(d,J=14.2Hz,1H) ,2.14-2.26 (m,
2H) ,2.30(d, J=13.8Hz,2H) ,2.55-2.66 (m,2H) ,3.10-3.24 (m,4H) ,3.34 (bs,1H) ,4.45(,
J=6.4Hz,1H) ,4.91(d,J= 11.2Hz,1H) ,5.06(d,J=11.4Hz,1H) ,5.97 (bs,2H) ,7.34-7.45
(m,5H) sMS m/z 426 [M+H]".

[0541]  ZE 4522

[0542]  (3aR,7aS) —2- 2K /N -1H-FM5[k-1, 3 (2H) -

[0543]  [{h25040]

o]

[0544] [I:N—OH

(o]
[0545]  fdifiifRF4 Mk (24.975g,0.152mol) ¥ # 17K (75mL) H1, M (3aR, 7aS) - /N & 7 K I
WM —1,3~ i (48.000g) - 128 1543 $P7EIR AW — ri— s NN 25 % S A AL BN /K I R
(50g) , TE90°C Rtk /NS VR A A H 2 ==, FHE 50mLIZ BX 20K , F T /K BRI A T 15
b8 K PSR T AR 4 5 AL TR Vs Al T R I SEAN I W T SRR R 4 AR RV N
VR PR LI M, WV AR R W 4, 13— P L8 T2 1, 45 2100 6 [ 44 1 AR @ AL & )
49.35g (R #%94%) .
[0546] 'H NMR (400MHz,CDC13) 81.45 (dt,J=3.0,5.9Hz,4H) ,1.71-1.90 (m,4H) ,2.84-
2.92(m,2H), 6.01 (br s,1H) ;MS m/z 168[M-H] .
[0547] 224523
[0548]  (2S,5R) —6- (AL -T-8/8-1,6- — B & =3 [3.2. 1] ¥ ki—2- 28 (3aR, 7aS) -
1, 3- AN E - 1TH- 15| -2 (3H) — &5 (TT1-60)
[0549]  [fk2x41]

° o
N
; OJ Q

[0550] o
0)_N‘oan

[0551] i (2S,5R) —6- (4R 3E) —7-2-1,6- =& —3F[3.2. 1] ¥ hi-2-R 1R (1.831g,
Smmo 1) Y& fif T Wit /K DU S eI (15mL) H, A HIE-20°C EERSWh IINE B 5 T g
(751mg) \ =& (1. 111g) , HikE 1553805, IIA (3aR, 7aS) —2-F2 F /N & - 1H- M| W-1, 3
H) - (Z%4122,919mg) , Hi 0. 5/, it — B AE I T HHE0. 5/ W IRONVTR &4
FH& A7 (150mL) #8 , FH IMER R (60mL) 1 R Ak R S 47K I ) (60mL) P A 37K (60mL) 1K
U, FITC /K B BR B T4 , B e I DRl I IR 4 - 4 T A 21 () AR v AT RE A E AT (B4 / 1R
LlE=6/1) , 152 LA EA R PR A1 . 294g (LH61%) .

[0552]  'H NMR (400MHz,CDC13) 81.50 (bs,4H) ,1.62 (bs,1H) ,1.68-1.84 (m,1H) ,1.91 (bs,
4H) ,2.04-2.27 (m,2H) ,3.02 (bs,2H) ,3.15(s,2H) ,3.35 (bs,1H) ,4.47 (d,J=6.6Hz, 1H) ,
4.92(d,J=11.2Hz,1H) ,5.07 (d,J=11.4Hz,1H) ,7.34-7.45 (m,5H) ;MS m/z 428 [M+H]".
[0553]  Sijiti {1

[0554]  (2S,5R) —5- (AR IE) E L) WRIE-1,2- —FRIR1-FUT JEfE2- 1 fig
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[0555]  [fk2#x42]
o]

J'I’J.
MeQ™ ™
[0556] BOCO\N,OBH
H

111
[0557] % (2S,5R) —-5- (RAEEIL) IRIME-2- R T ERH —EhR % (=% 1,6 64¢,
19.7Tmmol) AEEE (66.4mL) FIVEAWHEAT UK , I = 2% (5. 57mL) {8 H Vi fift . 7EIR 4
IR ZARIR —BUT I8 (4.80g) , fEZ IR FHHE2 . 5/NNF o H S MR s 4% 4 Jim 1) s FH 2
MR < e R TP AR R SN 7K A T A B R KR B, G /KRB B ) , ik U, 3
FIBE R 2 B RE AT R AR BT (C e/ 4 BR g =2/1) , 3 B ks 8L &7 .68g (B
=)
[0558]  'H NMR (400MHz,CDC1s) 81.46 (s,9H) ,1.48-1.73 (m,2H) ,1.89-2.01 (m, 2H) ,3.00-
3.24 (m,2H), 3.73(s,3H) ,4.14-4.23 (m,1H) ,4.65-4.79 (m,2H) ,4.90 (br.s.,0.5H) ,5.46
(br.s.,1H) ,7.27-7.38 (m,5H) ;MS m/z 365[M+H]".
[0559]  Sijstif|2
[0560]  (2S,5R) -5 ((REIL) L) WRIE-1,2- R MR 1B T JElE2- 4 1
[0561]  [fk22:X43]

i
Elo)
[0562] BocN el

H

-2
[0563]  {ii (2S,5R) —5- ((FAHE) &AL —1- (BUT AR IL) WRIE-2-R R (=% 4, 383mg,
1.09mmol) V& AT Wi /K 26 (7.0mL) H, IR Z 5% (1. 7Tg) A1 e N 2L 20 fi% (212mg) , 7 ZE i
SRR K S N TR LR FRRE 5 10 % A5 468 BR 7K VA I W AR TR S M /K VA
A S KR IR B , FHC/K B ER B T4, 1 D8, WA 08 18 25 I BRI AT e JRAE JZE A (2
bt/ LR CHBR=13/1) , 13 2IFR L G H339mg (L #82%) .
[0564]  'H NMR (400MHz,CDC13) 81.27 (m,3H) ,1.46 (m,9H) ,1.49-1.75 (m,2H) ,1.84-2.03
(m,2H) , 2.97-3.30 (m,3H) ,4.11-4.27 (m,2H) ,4.61-4.82 (m,2H) ,4.86 (br.s.,0.5H) ,5.47
(br.s.,1H) ,7.24-7.40 (m, 5H) ;MS m/z 379 [M+H]".
[0565]  Sijitif3
[0566]  (2S,5R) —5- ((RAIL) ) WRNE-1, 2- IR IR 2 M5 N J: 148 1 BT g
[0567]  [fk22:X44]

o]
Vo) |'f-._
[0568] fO\N'OB"

Boc
H
1I-3

[0569]  fii (2S,5R) —5- ((FHIE) B -1- (BUT AL IRnE-2-RR (3% 64,1, 2¢g,
3.42mmol) ¥ E T WK £ 0 (18mL) A, I ERAL I A 2 (496 . 5mg) , HEAT UKVA AEIR -S4+ hn
AN FNEECOHE(0.586g) , fEZE i FHFE—HW N I Nk 2,12 £, 1% (100mL) Fi R, FH8 %
FrEE R (100mL) i AR e S0 7K VA TR (100mL) AT 57K (100mL) # VR BE 5%, T T /K B e
BETE 1 B R R S U 25 B BRI AT RE AR EAT (k5 / 2R L BE=1/1) , 15 2 h5
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WA . 14g (RLE85%) -

[0570]  'H NMR (400MHz,CDC1s) 81.47 (s,9H) ,1.55-1.76 (m,2H) ,1.90-2.03 (m, 2H) ,3.04-
3.28(m,2H) , 4.14 (m,1H) ,4.61-4.69 (br.s.,2H) ,4.74 (m,2H) ,5.26 (d,J=10.5Hz, 1H) ,
5.35(dd,J=17.2,1.4Hz,1H), 5.49 (br.s.,1H) ,5.92 (m,1H) ,7.29-7.41 (m,5H) ;MS m/z
391 [M+H]".

[0571]  sjitifs4

[0572]  (2S,5R) -5 ((REIL) L) WRIE-1, 2- R IR2—F AL ME 15U T s

[0573]  [fk25045]

los574] o ’/\:L
Bac’N N’OEm

-4
[0575]  {ii (2S,5R) —5- ((FAHE) &AL —1- (BUT AL WRIE-2- R R (=% 4 ,578mg,
1.65mmol) ¥ AT Wi /K 2 (8mL) A, AL (423mg) - — AL 4% (256mg) , fEE T
PP — B s S N 28 R RE 5 FH10 % Ky A58 TR 0 R i S A 7K 8 < AL AT B 2R K
MR BEES » TG /K BRI T8 , 1 8, T Bl 08 25 o BB AT HE A 2 AT (S e/ 1R
LlE=8/1) , 15 2is 8k &¥)572mg  (LFET9I%) .
[0576]  'H NMR (400MHz,CDC13) 81.37-1.55 (m,10H) ,1.64-1.73 (m,1H) ,1.91-2.03 (m,2H) ,
3.04-3.26 (m, 2H) ,4.17-4.25(br.s.,1H) ,4.68-4.80 (m,2H) ,4.97 (br.s.,1H) ,5.14-5.26
(m,2H) ,5.48 (br.s.,1H) ,7.28-7.40 (m, 10H) ;MS m/z 441 [M+H]".
[0577]  Sjitifsl5
[0578]  (2S,5R) -5— ((FHIL) &AL URHE-1,2- RIR -5 T 25 2-F A Iy
[0579]  [fk2%3X46]

L
(05801 " °5al 1, omn

H

-5

[0581]  {ii (2S,5R) —5- ((FAIE) &AL —1- (BUT AR IL) WRIE-2-R IR (=% 4, 350mg,
Immol) VAT Wi /K £ (7.0mL) /1, IIANF L (755mg) A1 — 7t N 5k £ fi% (193mg) , 72 =R T
P PE— B B S SR 2R A B, T 10 % K R /K T8V« 1 Rk 8 U B /K VA 7 i A

ERIKARIR BB » FHTC /K BRI B 158, 1 08, R V3 RO T8 25 o 9 B JE AT e IR JE AT (2
Wi/ R G lE=1/1) , 13 2581k 5 4384mg (L #99%) .
[0582]  'H NMR (400MHz,CDC1s) 81.46 (s,9H) ,1.50-1.75 (m,2H) ,1.87-2.06 (m, 2H) ,3.08-
3.28(m,2H), 4.15(m,1H) ,4.63-4.85 (m,4H) ,4.95 (br.s.,0.5H) ,5.43 (br.s.,1H) ,7.26-
7.38 (m,5H) ;MS m/z 390 [M+H]".
[0583]  Sijitifl6
[0584]  (2S,5R) -5 ((REIL) & L) WRIE-1,2- R MR 1B T JEfg2- (- R IE) Iy
[0585]  [fk2:X47]

Cl o

" .

N OB
Boc” "-./"‘H Jl

[0586]

-6
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[0587]  {i (2S,5R) —5- ((FAIE) &AL —1- (BUT ALk IL) WRIE-2- R R (=% 4, 700mg,
2.0mmol) VMR Ri/K & H b (TmL) A, IINA-5UAR Y (308mg) , HEAT UK o ZEVR &) R IR
I HE-3- (3- T H B B N 8) ik — W fiZ 3h IR £k (459mg) 4-— H & KL ng (122mg) , 7E
T T ARFE— R S NIRRT A 4 i 1) B R CBE R RE , UK I 10 %6 AT AR TR 1S
AR S AN 7K A T AT B R 7K IR B, I JC /KR R B T , sk 18, Keg v ) sl 188 25 - 5k
EIATHERAEET (C 5/ LR AEE=4/1) , 15 2k 8L & ¥72Tmg R TI%) .

[0588]  'H NMR (400MHz,CDC13) 61.47 (s,9H) ,1.53-1.82 (m,3H) ,2.09 (m, 1H) ,3.12-3.32
(m,2H) ,4.20 (m,1H) ,4.68-4.81 (m,2H) ,5.09 (br.s.,0.5H) ,5.49 (br.s.,1H) ,7.03(d,]J=
7.8Hz,2H) ,7.28-7.41 (m,7H) ; MS m/z 461 [M+H]".

[0589] Syt fs7

[0590]  (2S,5R) —5- ((FER L) ZIL) RIE-1,2- —RIR1-HL T FfiE2- (2,4, 6- =& K ) fig
(05911  [4k2~3X48]

[0592] \(}ZJQN
[0593]  {ii (2S,5R) —5- ((FAIHE) &AL —1- (BUT ALk IL) WRIE-2- R R (=% 4, 700mg,
2.0mmol) YFMRT /K & H b (TmL) A, N2, 4, 6- =5 /) (473mg) , AT UK AETREW)
HAKIOMAN -2, 36-3- (3— ZHRRE I NE) Bk — WL iR 3h (459mg) 44— — H 2 ik mg
(122mg) , 7 I T HFE—HER & W S SL ok s v 4 Js 1 5 FH 1R < R R FH KA 1)
10 % FFAG R T FORR IR S BN 7K VA T S LR 3R /KR YR 8 » TG /K Rt R B T, 1ok 6, 598 771
PRE TR 5 R TRIE AT AR BT (Qkt/ LR A le=4/1) , 3 2 b d@lAL & #926mg (I %
88%) o

[0594]  'H NMR (400MHz,CDC13) 81.47 (br.s.,9H) ,1.65-1.91 (m,2H) ,2.08-2.28 (m,2H) ,
3.13-3.37 (m, 2H),4.17-4.41 (m,1H) ,4.65-4.82 (m,2H) ,5.14 (br.s.,1H) ,5.31 (br.s.,
0.5H) ,5.50 (br.s.,0.5H) ,7.22-7.45 (m,7H) ;MS m/z 529 [M+H]".

[0595]  Sijitifi8

[0596]  (2S,5R) —5- ((FAIL) & HE) WRIE-1,2- —FRER1-FUT JEfig2- (2,3,4,5,6- LA E
) IR

(05971 [4k23X49]

E
F. F o
[0598] F oJl""-O\
& BGC’N N~
N

11-8
[0599]  fd (2S,5R) -5 ((FEEL) &) —1- (BUT AR HEL) IRIE-2- R R (%44 ,435mg,
1.24mmo 1) ¥ AAT /K — & F b (8mL) A, IIAN2,3,4,5,6-TLI 2y (274mg) , BEAT UK o 7F
RAEDH IR IINL- £5:-3- (3~ H RGN ik — W fEEh R £ (285mg) 4- —F & &
MERE (76mg) , 7E 2R N i dE— 2R K S LR 3 R A 4 i 1) i v 1R LT e, FHUKA 1
10 % FFA IR U AR R M /K VA V0 ML AT R K AR IR vk » B TC /K B R T, 1k i L B i 771l
R % G FRIE TR ZT (D %8/ LR L EE=8/1) , 13 2 br AL & #)46 Img (KK

-OBn
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71%) »

[0600]  'H NMR (400MHz,CDC13) 81.47 (br.s.,9H) ,1.57-1.72 (m,1H) ,1.77-1.88 (m, 1H) ,
2.01-2.26 (m, 2H),3.06-3.39 (m,2H) ,4.17-4.34 (m,1H) ,4.66-4.82 (m,2H) ,5.06 (br.s.,
1) ,5.27 (br.s.,0.5H) ,7.25-7.39 (m,5H) ;MS m/z 517 [M+H]".

[0601]  Sjstif5]9

[0602]  (2S,5R) —5- ((FEIL) EIE) RIE-1,2- RFR1-FL T FEME2- (4-HFE I IE) Fig
[0603]  [4k%3X50]

02N

RO
o iy,
Boc”

[0604] 'O\N: =

H
-9

[0605] i (2S,5R) —5- ( (FAHE) &AL —1- (BUT AL WRIE-2-R IR (=% f4,1.40g,
4. 0mmo 1) ¥ Al T /K — & H bt (15mL) , I ANA-HH2E 2K Fy (667mg) , BEAT UKV  TETR AP0 1K
RNINL- 2 -3- (3- W RR B P 4E) ik — % Eh IR #h (920mg) 4 — W Z HEMENE (244mg) ,
TEZ I TP — B NI ok R A 4 J5 1 v FH TR S TR R 5 FHUKYA 110 %6 AT AR TR
TR IR PR S BN 7K T VR TR B R AR IR e 8%, PTG /K R B 18, i, W v 7R He 1 25 o 4%
BB AT REIR K BT (e / AR s =2/1) , 3 3hr 81k 91 .52¢ (HR80%) -

[0606]  'H NMR (400MHz,CDC1s) 81.49 (s,9H) ,1.58-1.82 (m,2H) ,2.04-2.21 (m, 2H) ,3.20-
3.35(m,2H) , 4.18(m,1H) ,4.67-4.82 (m,2H) ,5.07 (br.s.,1H) ,6.90(d,J=7.9Hz,2H) ,
7.29-7.39 (m,5H) ,8.15(d,J= 7.9Hz,2H) ;MS m/z 416 [M+H]".

[0607]  SEZJFI10

[0608]  (2S,5R) -5- ( (R4 IL) &) WRNE-1,2- FREZ1-HL T JEfiG2- (4-FAE A HL) fig
[0609]  [fk2:X51]

O3
)
Boc’N N’OBn

H

[0610]

10
[0611] g (2S,5R) -5— ((FEEEL) &) —1- (BUT AR HEL) IRIE-2- R B (%44, 565mg
1.61mmol) V& fE T /K — & FH & (6mL) , I AN4A-F LW (230mg) , AT UK AER &P K
POMA -, 55-3- (3— ZHIRF L) ik W ERRR 21 (370mg) \4—— FH & JENERE (98mg) ,
TEE R NI PE— B B S SR R R TR 4 i (1) 5 v FH B8 LT A s FHOKA 1910 %6 AT BR
VL FR R S MK A T A 6 R /KA IR B %, TG /K BB BT, IV, Ko 7)ok P 18 26 o
BB AT REIR K 2T (4t / QR A HE=3/1) , 153 hr 81k & 4)464mg (ILH64%) .
[0612]  'H NMR (400MHz,CDC13) 81.47 (br s,9H) ,1.58-1.86 (m,2H) ,2.00-2.22 (m, 2H) ,
3.11-3.35(m,2H) , 3.92(s,3H) ,4.12-4.33 (m,1H) ,4.67-4.83 (m,2H) ,5.11 (br.s.,1H),
7.16(d,J=8.1Hz,2H) ,7.26-7.41 (m, 5H) ,8.07 (br.d.,J=8.1Hz,2H) ;MS m/z 452[M+H
1.
[0613]  sLjiffsl11
[0614]  (2S,5R) -5— (A IL) G IE) WRIE-1,2- IR 1T Hfs2- - I EE R L) g
[0615]  [{k2:3(52]
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o]
HoN )b\ o]
[0616] OJ%O\
Boc” " N -QBn

H

1111

[0617] g (2S,5R) —5— ((F4EHE) ) —1- (BT A FE e AR) RIE-2- R 1R (S 4, 1. 54g,
4.40mmo1) VA ART- Wik Z & FH ft (20mL) H , BEAT UK IR IINA—F2 F55 2 FE g i (T42mg) < 1-
£33 (B- T H RN L) ik W Z R IR (1.01g) J4-—H & RNt iE (273mg) , fEEE T
P FEAS 7> Bl o K S N FH TR TR RE , FHUKYA 1110 % Frds BR b TR IR S BN /K V8 i T

ERIKARIR BB A WLZ FHTC KRR AT 1%, 3L U8 I » ¥ Bl T T8 25 o S v AT 1R IR
HET (@5/ R OlE=4/1-0/10) 43 2AR LGP . 458 WZET0%) .
[0618]  'H NMR (400MHz,CDC1s) 81.48 (s,9H) ,1.60-1.83 (m,2H) ,2.05-2.20 (m, 2H) ,3.10-
3.35(m,1H) , 4.10-4.35(m,1H) ,4.72(d,J=11.6Hz,1H) ,4.77(d,J=11.6Hz,1H) ,4.93
(br.s.,0.5H) ,5.10 (br.s.,0.5H), 5.50 (br.s.,1H) ,5.55-6.25 (m,2H) ,7.18 (m, 2H) ,
7.29-7.39 (m,5H) ,7.85 (m,2H) ;MS m/z 470 [M+H]".
[0619]  Sjstifs12
[0620]  (2S,5R) —5— ( (FARIE) B L) WRIE-1, 2- —FRIR1—FL T JEfg2- (4-H A LRI A L)
M
[0621]  [4k2#3053]

o
Meok@ c|>
[0622] O),,,_, C:L
_N
Boc

12
[0623] i1 (25,5R) -5 (CFEI) &H) —1- (U T SARRBIL) IRk 22K (%114, 720mg ,
2.05mmo1) ¥ fif T Bt /K — S H bt (BmL) v, M 4— S FEBR B A Wy (376mg) , HEAT UKV o FEIR
EOKITINANL -2, 3-3- - HI R G L) ik — WL R IR &k (473mg) 4- — 2 ZE ML e
(125mg) , RS HEPE — TR R S MBI < 446 I B4 5 s ) 20 B i » FH UKV )
10% TR Y AIBR R VBN /K TR ML A ER /K AR IR B, RITE /K BRI B 145, 1L 0 R ¥ 71
Pl U 25 o A SR AT RE AR R A (C e/ LR 4B =3/1) , 13 2R AL 5 7083 4mg (L%
84%) .
[0624]  'H NMR (400MHz,CDC13) 61.47 (br.s.,9H) ,1.58-1.86 (m,2H) ,2.00-2.22 (m,2H) ,
3.11-3.35(m, 2H),3.92(s,3H),4.12-4.33 (m,1H) ,4.67-4.83 (m,2H) ,5.11 (br.s.,1H),
7.16(d,J=8.1Hz,2H) ,7.26-7.41 (m,5H) ,8.07 (br.d.,J=8.1Hz,2H) ;MS m/z 485[M+H
1"
[0625] st f51]13
[0626]  (2S,5R) —5- ((W4HE) ZUHE) WRME -1, 2- FRMR 10 T JeMs2- (4 B st R )
Ml
[0627]  [{h5#3(54]

N,OBn
H
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MeO,S
RO
89!
Boc”N NHOBn

113
[0629]  fgi (2S,5R) —5— ((F4EHE) ) —1- BT A FE e AE) WRIE-2- R 1R (S 144, 898mg,
2.56mmol) VAT MisK — & H ¢ (16mL) , I\ 4-FF FERSE ML 3L oKy (530mg) , HEAT KA EIR &
IR IR AN -2 38 -3- (3- —HI R L N L) Bk — B R R 2k (590mg) 4-— FH & Sk e
(157mg) , 7 ZE i T HFE— HER o W ISR ok s v 4 J 1 B FH LR < R R FH UK 1)
10 %6 A5 R T A PR S BN /K VA V0 T AR B R /KR R e 6% » L TE /K B R 55 Tk, ok i, K v 771
PR 25 W s BT RE A E AT (e / LR T =2/1) , 159 2 br 84k A P)839mg (UL %
65%) o
[0630]  'H NMR (400MHz,CDC13) 81.48 (br.s.,9H) ,1.60-1.84 (m,2H) ,2.02-2.24 (m,2H) ,
3.06(s,3H), 3.18-3.38(m,2H) ,4.07-4.24 (m,1H) ,4.66-4.84 (m,2H) ,5.08 (br.s.,1H),
7.25-7.42 (m,7H) ,7.99 (m,2H) ; MS m/z 505[M+H]".
[0631]  Sjitifs 14
[0632]  (2S,5R) —5— ((W4IE) HIE) IRIE-1,2- —FRIR 14U | FEfiso— (4-Z Mt 2R IE) Mg
[0633]  [fk%23X55]

Os
S
HaN~ (o]
!
[0634] \QOJ L
Boc™ \-0Bn

H

[0628]

I-14
[0635] i (2S,5R) —5— ((FAHE) &AL —1- (BUT AL WRIE-2- R (=% 4, T46mg,
2. 13mmol) ¥ T Wi/K & H &t (8mL) /1, INA AR FEIR MM % (442mg) , FEAT UK AETR &
IR IO -2, 5 -3- (3- F AR FE O 28) Tk — 0 g R R 6 (490mg) 4—— F 2 LMt e
(130mg) , 7EZ i T I FE— HER o W S L ok s v 4 J 1 B FH LR < 6 W R, FH KA 1)
10 % FrAE IR v Ak BR S A 7K VA VB VO AN B R /K AR IR W% » AT /K IR BR B 0, 1 38, W9 771
PRE TR 5 B TRIE AT AR BT (Q ke / LR 4 Bg=2/1) , 3 2 b @Ak & #)375mg (2%
35%) o
[0636]  'H NMR (400MHz,CDC1s) 81.47 (s,9H) ,1.54-1.84 (m,2H) ,1.97-2.22 (m, 2H) ,3.08-
3.36 (m,2H), 4.11-4.23 (m,1H) ,4.66-4.81 (m,2H) ,4.94 (m, 1H) ,5.47 (br.s.,1H) ,7.19-
7.45(m,7H) ,7.95 (br.d.,J=8.1 Hz,2H) ;MS m/z 506 [M+H]".
[0637]  Sjitifs|15
[0638]  (2S,5R) 5~ ((F4EIE) ZIE) WRIE -1, 2- R MR 1-FU T JElg2- (HEmh-8—3%) Mg
[0639]  [fk223X56]

o
sase!
[0640] N g H,oan

[0641]  fifi (2S,5R) —5— ((FA L) FIE) —1- (BUT EIEFRIL) IRIE 2R R (%4, 700mg,
2.0mmol) VAT Wi/K — & H k% (TmL) H, N N8 F2 JLndE bk (348mg) , BHAT VKA AE 1RSI K
WIMAN1-23-3- (3— —HRFIENEL) i W R £ (459mg) «4- — H & JE L ne
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(122mg) , 7 I T HFE—HER o B IS ok s v 4 J 1 5 FH B8 < R R FH KA 1)
10 % FrAE IR v Ak BR S A 7K VA VB MO AN B R /K AR IR Bl ik » F TG /K IR BR B 0, I 38, B9 771
PRE TR 2 B TRE AT A BT (Qkt/ LR 4 BE=3/1) , 13 2 br @ik & #)655mg (I %
69%) -

[0642]  'H NMR (400MHz,CDC1s) 61.36-1.57 (m,9H) ,1.79-1.93 (m, 1H) ,2.04-2.48 (m,3H) ,
3.25-3.66 (m, 2H) ,4.17-4.35(m,1H) ,4.71-4.85 (m,2H) ,5.20 (br.s.,0.5H) ,5.35 (br.s.,
0.5H) ,5.58(br.s.,1H) ,7.26-7.57 (m,8H),7.72(br.d.,J=8.2Hz,1H) ,8.16(d,]J=
8.2Hz,1H) ,8.34 (m, 1H) ;MS m/z 478[M+H]".

[0643]  Sjitifs]16

[0644]  (2S,5R) —5- ((F4EIL) &L WRIE-1, 2- RFR 1R T FEfg2- -5 EEmk-8—3L) fig
[0645]  [4k2#557]

Cl ?
[0646] | OJ”"'O\
=N Boc” N H,GBH

11-16
[0647]  {fi (2S,5R) —5- ((FAIE) ZHE) —1- (BUT AL IRIE-2- R (=% 4, 824mg,
2.35mmol) ¥ T Wi/K S H bt (TmL) 1, IS -8R JEME Mk (507mg) , #HAT VKA - fEIR &
AR IO -2, 5 -3- (3- Z FH R R O 28) Tk — W g R R £k (54 1mg) 4-— F & LML e
(144mg) , 7E I T HFE— HER o W ISR ok s v 4 Ja 1 5 FH 1R < BE R FH UK [1)
10 % FrAE IR v Ak BR S A 7K VA VB MO AN B R /K AR IR Wik » A TG /K R BR B 0, 1L 308, W9 771
PRE TR 25 KRB AT AR BT (Qkt/ 2R 4 lE=4/1) , 15 2kn @b 5 9184 1mg (L 2%
70%) o
[0648]  'H NMR (400MHz,CDC1s) 61.39-1.61 (m,9H) ,1.80-1.92 (m,1H) ,2.01-2.43 (m,3H) ,
3.24-3.64 (m, 2H) ,4.16-4.35(m,1H) ,4.69-4.84 (m,2H) ,5.18 (br.s.,0.5H) ,5.34 (br.s.,
0.5H) ,5.57 (br.s.,1H) ,7.24-7.45 (m,6H) ,7.52 (br.s.,1H) ,7.60(d,J="7.9Hz,1H) ,8.54
(br.d.,J=7.6Hz,1H) ,8.87 (br.d.,J=3.7Hz,1H) ; MS m/z 512[M+H]".
[0649]  SEjstifs|17
[0650]  (2S,5R) —5— ((F4EIE) =IE) WRIE -1, 2- LR 1R T FElg2- (e —2-3%) Mg
[0651]  [fk2#5{58]

@\ i
= )-r;,
N° O T
[0652] Q
Boc~ N O8N

H
17

[0653]  {ii (2S,5R) —5- ((FAHE) &AL —1- (BUT AL WRIE-2- R R (=% 4 ,813mg,
2.32mmol) ¥ fE T WK & b (16ml) A, AT UK AR I -2 53— B~ A A
) bk WL E R L (494mg) \2-FRFERENE (239mg) 4 I A JEMEIE (142mg) , 7E iR R
PELNES oK S ST 2R AR RS S FHUKYA R 10 % 7458 R Vbl R R L B /K T T A
IKBEV KA HLZ I TC K BRER AN T8 308 5 , K 08 18 25 W i i i AT i A 24T (2
bt/ LR BR=4/1-1/1) , 43 245 B A P1586mg (1L ZE59%) .

[0654]  'H NMR (400MHz,CDC1s) 81.48 (s,9H) ,1.70-1.85 (m,2H) ,2.08-2.21 (m,2H) ,3.16-
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3.38(m,2H) , 4.09-4.34(m,1H) ,4.72(d,J=11.6Hz,1H) ,4.77(d,J=11.6Hz,1H) ,4.98
(br.s.,0.5H) ,5.16 (br.s.,0.5H), 5.50(br.s.,1H),7.20-7.40 (m,7H) ,7.80 (m,1H) ,8.41
(m, 1H) sMS m/z 428 [M+H]".

[0655]  SiZjitifi]18

[0656]  (2S,5R) -5 ((FEAIL) HIL) —2- (S LHEEIL) ) Bl WRIE- 1R TR T Be
[0657]  [4k2#5059]

o)
BN M,

[0658] gk o 00

H
18

[0659]  {ii (2S,5R) —5- ((FAHE) &AL —1- (BUT ALk IL) WRIE-2- R R (=% 4, 848mg,
2.42mmol) VA AT Bt /K & H %¢ (8mL) 1, i85 % N3k — Z f& /KGR (0.84mL) , 34T UK
A ARGV IR I -2 25 -3- (3~ F B BE N 58 ik — W % 2R B8 2k (557mg) (4-—H
ZIEMEIE (148mg) , 7E = N — B o 1 S LRI T < 4 S5 1) s F R T » FH
VKT 10 %6 R IR VLRI B R S AN /K VA VR RT3 SR /K AR IR e 6% » T /K B BR B 10, ik
VTR 2 R E AT AL EMT (Qhi/ SR AEE=2/1) , 13 2Fr AL & 4)350mg
e %33%) -

[0660]  'H NMR (400MHz,CDC13) 81.27 (m,3H) ,1.46 (m,9H) ,1.49-1.75 (m,2H) ,1.84-2.03
(m,2H) , 2.97-3.30 (m,3H) ,4.11-4.27 (m,2H) ,4.61-4.82 (m,2H) ,4.86 (br.s.,0.5H) ,5.47
(br.s.,1H) ,7.24-7.40 (m, 5H) ;MS m/z 422 [M+H]".

[0661]  SZjstifs|19

[0662]  (2S,5R) -5- (R &) —2- (((A-FKHEW 43) &) F) PRE) IRE-1-RIR
BT Wi

[0663]  [{k%23X60]

o]
N
[0664] O\
Bog N LOBn

1-19
[0665]  {ii (2S,5R) —5- ((FAHE) &AL —1- (BUT ALk IL) WRIE-2-R IR (=% f4,2.54g,
7.26mmol) VMR T WK & H b (25mL) H, AR IR 1- 2, 85-3— (3-ZH BLZ L N 58) ik — WP
Je R 2h (1.67g) RN LM% (1.228) AETRAH AR LG (1.47g) , fEEE N
FE2 . 5/ B S SRR IR 4R B AR B AT RE R AT (C /2R BB =1/1) , 15 3 kr
&1 . 434g (W Z42%) .
[0666]  'H NMR (400MHz,CDC13) 81.42-1.53 (s,9H) ,1.61-1.81 (m,2H) ,2.05 (m,2H) ,2.37
(s,31),3.11-3.38 (m,2H) ,4.19-4.37 (m,1H) ,4.64-4.83 (m,2H) ,5.51 (br.s.,1H) ,7.25~
7.51 (m, 10H) ;MS m/z 468[M+H]".
[0667]  Sijitif51]20
[0668]  (2S,5R) —5— ( (AR L) ZIL) WRIE-1, 2- —ER R 1-AU T Fefig2- (1,3-—%f-1,3-=
Z—2H- 75|k —2-3%) i
[0669]  [fk22:X61]
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o]
; g
N .,
[0670] 0 Q
o} N
Boc” H

11-20
[0671] g (2S,5R) —5— ((FEEL) &) —1- (BUT AR HEL) IRIE-2- R (%614, 1.40g,
4.0mmol) AT WK & H &t (15mL) 5, NN 2-F2 - 1H- M|k -1, 3 (2H) - — i (782mg) ,
HHAT UKD AETRA RN -2, -3 (3- I G 5 T 38) B¢ — W0 e R R £ (920mg) «
4= HEFEMENE (244mg) , TE SR N HEEE— B K S SR Rk R IR 408 i (1) 5V FH B8 < T
B, FHUKYA R 10 %6 A7 A5 IR VR R ik PR S BN /R VA VR PR B b /K AR TR e, G /K B BR B 11
IR I FDRE R 2 R E AT R ET (O / SR G ER=2/1) 15 2P A& 1)
1.71g (St %86 %) .
[0672]  'H NMR (400MHz,CDC1s) 81.39-1.57 (m,9H) ,1.72-1.88 (m,2H) ,2.09-2.25 (m,2H) ,
3.13-3.26 (m, 1H),3.34(br.s.,1H) ,4.18-4.30 (m,1H) ,4.69-4.80 (m,2H) ,5.11 (br.s.,
0.5H) ,5.41 (br.s.,0.5H) ,5.49 (br.s., 1H),7.24-7.40 (m,5H) ,7.76-7.83 (m,2H) ,7.85-
7.93 (m,2H) ;MS m/z 496 [M+H]".
[0673]  SLjitifs21
[0674]  (2S,5R) -5- ( (&4,
8% (2S,5R) —-5- ((FEFL) &
[0675]  [fr.2:K62]

O o]
N::N‘ i [
A SFL
[0676] Boc’N |'\|’OBr1 < ,Nsl\éoc’N N’DBn
H o H

-21-1 11-21-2
[0677]  { (2S,5R) —5- ((FAIE) &AL —1- (BUT AR IL) WRIE-2- R IR (=% 4 ,401mg,
1. 14mmol) ¥+ Wik — & H #E (4mL) 1, NN 1T-FR 58 =1 (210mg) , 3EAT VK AETR A
MR INANL-2.38-3- (3— ZHIRRE AR N IE) ik — W R IR £L (263mg) , 7E Z i F iH:— A
W I IR ok A 4 J T B v FH TR TR R 5 FHUKA 1910 %6 R A IR L ANk IR S B 7K T AR
T A SRR R B, TG K IR R BE T , 3k I8, 0 V5 7 Dal I 188 25 o o s 1R AT e A J2 T
(Ckt/ LR CBE=3/1) AENIREVFEFR AL EH333mg (L F62%) .
[0678]  'H NMR (400MHz,CDCl3) 61.35-1.64 (m,9H) ,1.69-1.92 (m,2H) ,2.08-2.38 (m,2H) ,
3.18-3.48 (m, 2H) ,4.05-4.16 (m,1H) ,4.67-4.83 (m,2H) ,5.25(dd,J=5.7&3.9Hz, 1H) ,
7.25-7.47 (m,7H) ,7.55 (m,1H) , 8.08 (m,1H) ;MS m/z 468[M+H]".
[0679]  Sjitifs22
[0680]  (2S,5R) —5— (R4 IE) FIL) WRIE-1,2- R 1-#U T Hefig2- 4-84f0-1,2,3-FJF
—ME-3 (4H) —3%) figEk  (2S,5R) -5 (CFAEAR) 2L —2-[ G- -4-8M-1,2,3- K =E-1
(4H) —3) PrFE JWRIE-1-FR AL T B
[0681]  [fb&X63]

AOBn

BE) FAL) URIE-1, 2- —FRIR2- (IH-Z8JF =ME-1-38) B 1-40 T g
58) —2-[ -5~ 1H-2R I = M- 1-J%) FRFE T RNE - 1R ER AL T i
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[0682] N*N’N“o ”'-.O\ wJ»o\
N OB ®, y
Boc” N : o] N’%oc’N N <80
H ecl) H

1-22-1 I1-22-2

[0683]  {ii (2S,5R) —5- ((FAHE) &AL —1- (BUT ALk IL) WRIE-2-R IR (=% 4, 402mg,
1.15mmol) V& fAE-T i /K — & H e (SmL) H, INA3-F23E-1,2, 3— 4 FF =Ha—4 (3H) — i (224mg) ,
AT UK AR IRA AR IINN 1 -2, 33— (3—- — W RS L A 38) Bk — W i b iR £ (264mg) -
4= W FEMEIE (T0mg) » 72 =T BiFE— 80 W I SR Il TR 408 i 1R 5 v FH TR <. Wi
B, FHUKYA R 10 %6 A7 A5 IR VR R ik PR S BN /R VA VR PR B b /K AR TR e, G /K B BR B 11
U8 KV TR U8 25 B R E AT R AT 2T (e / SR A lE=2/1) AE RIRE YIS 2R
LA 482mg (R85 %) .
[0684]  'H NMR (400MHz,CDC13) 81.37-1.60 (m,9H) ,1.75-1.94 (m,2H) ,2.11-2.33 (m, 2H) ,
3.20-3.43 (m, 2H) ,4.20-4.34 (m,1H) ,4.66-4.82 (m,2H) ,5.19 (br.s.,1H) ,5.48 (br.s,
1H) ,7.25-7.44 (m,5H) ,7.85(m,1H) , 8.02 (m,1H) ,8.24(d,J=7.9Hz,1H) ,8.36(d,J=
8.1Hz,1H) ;MS m/z 496 [M+H]".
[0685] =i f5123
[0686]  (2S,5R) —5- ((RAIL) L) —2- (T e Emidk) FE) URIE- 1R IR T e
[0687]  [fh2:K64]
QUAS:

;c,IO\N,OBn

H
-23

[0689]  {ii (2S,5R) —5— ((FEAIL) & HE) —1- GRUT H AL BRI IRIE-2-RIK (= FE 4,1 .2¢g,
3.42mmol) FEAr S FIEAR T BiK S ke (12mL) H, 7E-78°C T g NG R =+ T IR
(490mg) J& , fEAZIRE F IO N5 2 % (464mg) o BEFE30438h 5 , 16 3 14 Bh 28 22 Vi Jin 1 -
T TR R (830mg) J5 , FEE iR T R 2 /NS R S N H R B (100mL) Ak, I8 %6 47
B2 (100mL) 18 FIBR R S AN /K 19 (100mL) AL A £ /K (100mL) 4R VR ks » FITE /K it R %
T U8 KV IR T 25 R R AT I IR B AT (i / R LB =2/1) 15 2R
bRk & 0104mg (RE6%) .

[0690]  'H NMR (400MHz,CDC13) 80.82-0.97 (m,5H) ,1.14-1.40 (m,12H) ,1.41-1.67 (m,
17H) ,1.79-2.15 (m,2H) ,2.88 (m,2H) ,3.13 (m,2H) ,3.88 (m, 1H) ,4.27 (m, 1H) ,4.61-4.81
(m,2H) ,5.41 (br.s.,1H) ,7.28-7.41 (m,5H) ,MS m/z 535[M+H]".

[0691]  Sjitif524

[0692]  (2S,5R) —5- (R &) —2- ((U- BUT ) ZK3E) HiAR) FRIL) WRiE —1-FR B
T hE

[0693]  [4k%23X65]

[0688]
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o]

>l\©\ J.

[0694] S
Boc’QN

H
11-24

[0695]  fdi (2S,5R) —5— ((REAIL) F L) —1- (BUT EELFREL) IRIE -2 R R (% 14,1 2g,
3.42mmol) AR T i /K — & ke (18mL) , N1~ -3 (3- - F SE &L P 3E) At — WP % 2R 1R
£ (690mg) o FEVR AW IINA—BUT FEFEW (0.522¢) , 7R FHERE2 . 5/ o 4 S 87 i
Z R 2,16 (100mL) FRs, I8 % kgt iz (100mL) 8 FNAs 2 S /K 7 (100mL) 18 Al £ /K
(100mL) AR K Beis , TG /KB ER B 115e , b UE , W v 7Rl R 48 26 B B b AT i R 2 AT (2
Wi/ GERGE=1/1) 3 2581k 54108.8mg (F6%) o

[0696]  'H NMR (400MHz,CDC13) 81.27-1.36 (m,18H) ,1.67-1.77 (m,2H) ,1.87-2.18 (m,2H) ,
3.11-3.32 (m,2H) ,4.26-4.46 (m,1H) ,4.67-4.83 (m,2H) ,5.45 (br.s.,1H) ,7.25-7.51 (m,
9H) ;MS m/z 499 [M+H]".

[0697]  Sjitif5|25

[0698]  (2S,5R) -5 ((FHIEL) ZHE) —2- ((U-FHFEREL) HRAR) FRED) IRIE -1 R BB T g
[0699]  [fb&X66]

O5N 8

.
el

BocN N-OB"

H
11-25

[0701]  {i (2S,5R) —5- ((FEIL) & HL) —1- GRUT LB IL) IRIE-2-R K (= FE H4,1.2g,
3.42mmol) VMR T WK Z & H bt (18mL) H, INA1-2,8:-3— (3- W L FL N 28) fik — W% 2h
iR &k (983mg) « fEVR AP IIAA-TH KRG (0.707g) , FEZ R FHLHE2 . 5/ o s B
Z R 2T (100mL) Fike, Fl 8% AP iR (100mL) - i FBs R U AN /K ¥V (100mL) il A /K
(100mL) AR K Beis , FHTC/K IR BE 115, b U8, W 7Rl R 488 26 B B b AT i R 2 A (2
bt/ R GEE=1/1) A3 BRI & 437 1mg - (1ZR22%) -

[0702]  'H NMR (400MHz,CDC1s) 81.55 (s,9H) ,1.58 (m,2H) ,2.07 (m,2H) ,3.05-3.34 (m,2H) ,
4.27-4.52 (m,1H) ,4.68-4.77 (m,1H) ,4.77-4.85 (m,1H) ,5.43 (br.s.,1H) ,7.31-7.42 (m,
5H) ,7.62(d,J=8.8Hz,2H) , 8.28(d,J=8.8Hz,2H) ;MS m/z 488[M+H]".

[0703] S f5126

[0704]  (2S,5R) —5- ((FEEIL) &) —2- (((EmE-2-F8) B PIL) WRIE - 1-FR BB T g
[0705]  [fk22:X67]

QW
[0706] N SJL"O\
BOC/N H,CJBI'I

11-26
[0707] g (2S,5R) -5 ((FEEEL) &) —1- (BUT HEEHEL) IRIE-2- R (% H614,1.75g,
5.0mmol) WA T Wi/K & H bt (18mL) , FEUKA FAHKIR N2, 2 - H —mkig (1.348g,
6.0mmol) A1 = 2RI (1.622g, 6.0mmol) «SRJ5 , FEZ MR FHEFEO . 67N o 4 I SR WA
95, W PR AT R AE 2T (C b/ LR TR =1/2) , B 2R AL &2 03g (BRI %) .

-OBn

[0700]
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[0708]  'H NMR (400MHz,CDC13) 81.61-1.71 (m,2H) ,1.91-2.13 (m,2H) ,3.08-3.33 (m, 2H) ,
4.27-4.45(m, 1H) ,4.68-4.79 (m,2H) ,5.41 (br.s.,1H) ,7.26-7.39 (m,6H) ,7.61 (m, 1H) ,
7.74(td,J=7.7&.8Hz,1H) ,8.64 (br.s.,1H) ;MS m/z 444 [M+H]".

[0709] st 1127

[0710] (25, 5R) ~5- (&) ZHE) —2- (((G-AHFEMENE-2-3%) B Q) FEE) IRIE -1 R IR
T e

[o711] [fk~#3(68]

8
e
Boc’N N’OBn

n-27
[0713] {1 (2S,5R) —5- ((FAHE) &AL —1- (BUT AL WRIE-2-R IR (=% f4,1.75¢,
5.0mmol) ¥ f# T Wi K & H F2 (18mL) , FEVK N HKIRINIA2, 2" — i XU (51 JL L BE)
(1.94g) M=% (1.622g) ARG, FEZ I FHHE L/INST o 4 S LRI T A 4 » 4 5 10E 4T
AL ZT (D i/ LR O BR=1/1) , 43 2IF5 8L &2 3068 (W Z94%) .
[0714]  'H NMR (400MHz,CDC13) 61.65 (m,2H) ,2.02 (m,2H) ,3.07-3.28 (m,2H) ,4.272-4.51
(m,1H) , 4.67-4.80 (m,2H) ,5.17 (br.s.,1H) ,7.26-7.41 (m,5H) ,7.93 (m, 1H) ,8.50 (dd, J=
8.7&2.7Hz,1H) ,9.40 (br.s.,1H) ;MS m/z 489[M+H]".
[0715]  Sijstif1)28
[0716]  (2S,5R) —5- ((FREAIL) &AL —2- ((2-HRAR-1, 3-MEMk e —3-3L) FkIE) IRIE-1- R IR
AT ER
(07171  [4kZ=69]

W

g N

lo718] X _J ,IO\ L0Bn
oc ﬁ

11-28
[0719]  { (2S,5R) —5- ((FAE) &AL —1- (BUT AL WRIE-2-R R (=% 4, 379mg,
1.08mmol) VAT Wi/K =& F %% (TmL) , AN, 3-MEMR k% —2-TR B (184mg) , BEAT UKV . FEVRA
AR -3, —3- (3-8 ik — W i R R 2 (295mg) 4—— H & SRt g
(63mg) , 7E Z it N HEFEA/ NN o 4 S 3 ek 1 94« 4 i 1 5% FH G IR O BE R RS VKA 1910%6
FYAGR TR VRN PR S AN 7K T R TR B R KR IR 8%, PTG /K R R B8, i 0, W49 sk
T2 BRI AT RERAE BT (Dht/ LR 4 lg=2/1) . 15 2IFR LA 4)288mg (I F59%) -
[0720]  'H NMR (400MHz,CDC13) 81.44 (br s,9H) ,1.49-1.90 (m,3H) ,2.09-2.21 (m, 1H) ,
3.13-4.22 (m, 5H) ,4.45-4.63 (m,2H) ,4.66-4.78 (m,2H) ,4.74(d,J=11.5Hz,1H) ,5.44
(br.s.,1H) ,6.19 (br.s.,0.5H) ,6.51 (br.s.,0.5H),7.24-7.39 (m,5H) ;MS m/z 452 [M+H
1",
[0721] Syt fs29
[0722]  (2S,5R) —5- ((FEIE) &) —2- (2-FifR-1, 3-WEme ki —3-F%) FRIEL) NRIE-1- R IR
AT ER
[0723]  [4k%:X70]

[0712]
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0

S
}\\ J |f;,,,
[0724] CKH”T &i::le,OBn
H

Boc”
11-29

[0725]  {fi (2S,5R) —5- ((FAHE) &AL —1- (BUT AL kI WRIE-2- R R (=% 4, 755mg,
2. 15mmol) ¥R T Wi/K S H B (8mL) 1, AT, 3-REME B -2t Bl (267mg) , BEAT VKA (EIR
BRI £3:-3- G- RN L) ik & Eh R 2 (496mg) 4-—H 2 &0t
WE (55mg) , 7EZ i N I FE— BB S I ol T R 4 Js (R AR FH TR B A R FHUKIA 1)
10 % FrAE IR v A BR S A 7K VA VB MO AN B R /K AR IR Wik » A TG /K R BR B 0, I 358, W9 771
PRE TR 5 R RE AT AR BT (Qkt/ LR A lg=2/1) , 3 2k @l AL & #)334mg (W %
36%) o

[0726]  'H NMR (400MHz,CDC13) 81.44 (br.s.,9H) ,1.49-1.90 (m,3H) ,2.09-2.21 (m, 1H) ,
3.13-4.22 (m, 5H),4.45-4.63 (m,2H) ,4.66-4.78 (m,2H) ,4.74(d,J=11.5Hz,1H) 5.44
(br.s.,1H) ,6.19 (br.s.,0.5H) ,6.51 (br.s.,0.5H),7.24-7.39 (m,5H) ;MS m/z 436 [M+H
1",

[0727]  Sjitif5)30

[0728]  (2S,5R) -5- (R4 L) & IE) WRIE-1, 2- R T FElG2- (2,5~ S ACMEE fi—1-
F) Big (11-30)

[07291  [fb2A71]
o

o]
Nog ..
[0730] o] Q OBn
-~ NJ

Boc
H

11-30
[0731] {1 (2S,5R) —5- ((FAIE) &AL —1- (BUT Ak IL) WRIE-2-R R (=% f4,6.75¢,
19.26mmo 1) ¥ fif T Wi /K — & B b (80mL) H , A 1-F2JEME % Kt -2, 5- i (6.65g) , HEAT UK
B AR B ARITMA 1-2,385-3- G- H R R IE N 2E) Bk W ER IR 2k (4.62¢) (4-—H
ZFEMLE (1.2g) , 722 T HPE— B R S NV e W 4 5 I R F G IR S a5 UK
A 10 % K B2 o AN R VN /K TV T AT B 2R /K AR VR Bk v, L TE /K B R B -0, 1 0, %
VR T 2 B R E AT REIRAE BT (Q e/ SR A lE=1/1) 3 2R AL G5 . 61g (1
11%) .
[0732]  'H NMR (400MHz,CDC1s) 81.42-1.54 (m,9H) ,1.70-1.77 (m,2H) ,2.09-2.21 (m,2H) ,
2.84 (br.s., 4H),3.13-3.26 (m,1H) ,3.29 (br.s.,1H) ,4.18-4.27 (m,1H) ,4.67-4.78 (m,
2H) ,5.06 (br.s.,0.5H) ,5.35(br.s., 0.5H),5.46 (br.s.,1H),7.28-7.39 (m,5H) ;MS m/z
448 [M+H] ™.
[0733]  sjitifs31
[0734]  (2S,5R) —5- ((FEIE) &IFL) IRME-1,2- MR 1-FUT #fs2- ((IR,2S,6R,7S) -3,
5- —AAAR-4-E A= [5.2.1.0%°] 3-8 4F—-4-%5) fis (11-31)
[0735]  [fk2X72]
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.OBn

o}
)Ol
|
[0736] ; o
3 BOC’QH

11-31
[0737]  { (2S,5R) —5- ((FAHE) &AL —1- (BUT ALk IRIE-2-R IR (=% f4,1.40g,
4.0mmol) Y& AR T Hi/K & &t (15mL) H, iIn N (1R, 2S,6R, 7S) ~4-F2H-4-F & =
[5.2.1.0%°]2%-8-4#-3,5- i (859mg) , HEAT VKA  AEIR AWK IKINA1-2,.56-3- (3-
PR G L TR ) Bk — W i Bh R 2k (920mg) 4—— F & FE A g (244mg) , 7E = iR FHEHE— 0,
W I LR ok R A 4 J5 T B v FH TR TR R 5 FHUKAA 11910 %6 R A IR L ANk IR S B 7K T AR
T A SR AR R B, TG K IR R BE T , 3k I8, 5 V5 7R Dal I 188 25 o o v 1R AT e A J2 T
D/ LR O BE=2/1) , BRI Te g fn R R IFR AL 5401 . 87g (3£ 92%) &
[0738]  'H NMR (400MHz,CDC13) 81.46 (s,9H) ,1.52 (m,1H) ,1.65-1.83 (m,3H) ,1.93-2.19
(m,2H) , 3.09-3.23(m,2H),3.26 (m,1H) ,3.32(br.s.,2H) ,3.44 (br.s.,2H) ,4.12-4.24 (m,
1H) ,4.68(d,J=11.5Hz, 1H),4.74(d,J=11.5Hz,1H) ,4.99 (br.s.,0.5H) ,5.28 (br.s.,
0.5H) ,5.44 (br.s.,1H) ,6.20 (br.s.,2H) , 7.24-7.40 (m,5H) ;:MS m/z 512[M+H]".
[0739]  Sjitifs32
[0740]  (2S,5R) —6- (R4IE) -7T-8AR-1,6- & I8 3R [3.2. 1] Fhi—2-RIR s
(07411  [4k2X73]

0O

M.
MeO™ ™
[0742] Q

‘)_

N\
o OBn
-32

[0743] T 1

[0744]  (2S,5R) -5- ((FEIL) ((ZEHF R L) &0 IRIE-1, 2- IR 15U T FElH2-
HEEY (2S,5R) —5- ((FAUIER) (RS & Hs) WRIE-1, 2- R IR 1-FU T FElE2—H1 fig

[0745]  {i (2S,5R) -5— ((FEAIE) HHE) WRIE-1,2- R 1-BUT F g2 i (SChefl 1,
364mg, Immo1) ¥ fif T i /K — & e (8mL) H , TIN5 N 2 2 1% (260mg) , it 4T VKA - fEIR &
YIrb N =S (169mg) , HiFE0 . 57N, i8I TLCHA A [7) b5 AL A 0 S B 45 o o Bz Ak &
ARG S EBEMES N — 17,

[0746] T2

[0747]  (2S,5R) -5- ((FEI) (& HEE) L) A IRNE-2- B R Ek (2S,5R) -5-
(CRAEEE) (FERIEL) 205 WRIE -2 R R FH R FHY R R 2k

[0748]  PKA NAE EIR TR IHNESYH I N HEERR (0.65mL) , #FE5 78, 1@ 1 TLCHA A )
PRl BV R B 2 A B ARG T oy B Bt T — T %

[0749] T3

[0750]  (2S,5R) —6— (%4 IE) ~T-8M-1,6- %4 IR [3.2. 1] FEhi-2-RIRH 5

[0751] ¥ b 3R TP 2R A 903 I 20KV IR IR BR B /K (1. 1g/9ml) 1, 350450 57
I FEVRE YR I SR £ B (65mL) HEAT 43 /2, KA HLJE FIMER R (20mL) T A B &L 47K
VR (20mL) AN 27K (20mL) AR IR BEER , FTC/K IR BR B T8 , ik U8, IR Wk 4 o W BRI AT
EREEN (Cf/ R OEE=1/1) 52 To g dn M R br Bk & 49215mg 3 T Sk
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ET4%) .
[0752]  'H NMR (400MHz,CDC13) 61.26 (m,1H) ,1.63-1.73 (m,1H) ,1.99-2.15 (m,2H) ,2.90
(d,J=12.0 Hz,1H),3.07 (br.d.,J=12.0Hz,1H) ,3.32 (m,1H) ,3.78 (s, 3H) ,4.08-4.17 (m,
1H) ,4.90(d,J=11.4Hz, 1H),5.06(d,J=11.4Hz,1H) ,7.33-7.46 (m,5H) ;MS m/z 291 [M+
HI".
[0753] Sy fs33
[0754]  (2S,5R) —6— (FAEIE) —7T-%A0-1,6- “F 4 I [3.2. 1] ¥ 12— KRR LI
[0755]  [fb2Z74]

(8]

.
Et0™ ™
[0756] OQJ ‘

OBn

1-33

(07571 T ¢l

[0758]  (2S,5R) -5- ((FEAIL) ((ZE AR HAh) &0 IRIE-1, 2- IR 15U T FElH2-
CBEEL (2S,5R) 65— ((FAEL) (FUHER) 258 IRIE-1, 2- IR 1-FUT FElH2- 4 i

[0759]  {i (2S,5R) -5— ((FEHE) HHL) WRIE-1,2- R IR 1-BU T Hlg2- 4 g (L2,
398mg,1.05mmol) A AAET MK & e (8mL) H, TN RN 2L 2% (260mg) , BEAT VKA o 7
BAEDFIMA =S (169mg) , HiFE0. 5N, Ik TLCH#IA 1) b AAL S W1 I 2 45 TR« 4 1%
&AL B EELS T — T

[0760] T %2

[0761]  (2S,5R) -5- ((F4IE) (=& HHEIL) HIL) ZIL) IRIE-2- KRR L Rk (2S,5R) -5-
(CRAEEE) (FERIL) 25 WRIE -2 R R L BR i FH R R 6

[0762]  PK¥A NAE IR TR 1IHNESYH I N RERR (0.65mL) , #FE5 78, 1@ 1 TLCAA A )
PR BV R B 2 A B ARG T oy B Bt T — T %

[0763] T %3

[0764]  (2S,5R) —6- (R4IE) -7T-8AR-1,6- & I8 3R [3.2. 1] Fhi-2-RR L BE

[0765] ¥ [ 3k T 200 VR & 03 N2 DK VA 1) IMBR R S 4 /K iR (1. 1g/9ml) A, 5440 . 57
I, NN B8 £ B (65mL) HEAT 73 )2, ¥ A HLZ FHIMER R (20mL) 7 FH Bk PR S 4 7K ¥ W
(20mL) P AN 27K (20mL) AR IRBEES , FHTC/KBRBR B T4, 1 U8 , R IR 4 o F4 TR AT ik IR
HEMT (C e/ CR GEE=1/3) 15 2R B G927 Img QT 7 S0 #%85%) .

[0766]  'H NMR (400MHz,CDC13) 81.30 (m,3H) ,1.55-1.76 (m,1H) ,1.97-2.17 (m,3H) ,2.93
(d,J=12.0 Hz,1H) ,3.06 (br.d.,J=12.0Hz,1H) ,3.32 (m,1H) ,4.10 (m, 1H) ,4.17-4.31 (m,
2H) ,4.90(d,J=11.4Hz, 1H),5.06(d,J=11.4Hz,1H) ,7.31-7.47 (m,5H) :MS m/z 305 [M+
H]".

[0767]  SLjitifs34

[0768]  (2S,5R) —6- (R4 IL) —7T-48A0-1,6- &2 IR [3.2. 1] Fhi—2-FRIR I TH s

[0769]  [4k%:X75]
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(o]
"‘\‘*/"‘-Q)L’”v
0770

OBn

(07711 T ¢l

[0772]  (2S,5R) -5- ((FREAIL) ((ZE R HAs) &I IRIE-1, 2- —FRER2—JA N FE IE 1-
BT BREL (2S,5R) —5- ((FAEAL) (FHHR) 2 A8 IRIE-1, 2- “RIR2- A N FEER 1-5U T I
[0773]  {i (2S,5R) —5- ((FEIE) & IL) WRNE -1, 2- FRFR2 -G TN JE I8 1-FUT g (SZhEf)3,
390mg,1.0mmol) A fET Mi/K S H KE (8mL) H1, IIN — 5 P 2E 2 % (258mg) , BEAT UK  7E
RAYIFRIMAN=J6S (169mg) , i #2058, L TLCHf A 7] bR AL & P01 S 87 45 7R o 1%
&AL B HELS T — T

[0774] T2

[0775]  (2S,5R) -5- ((FEAIL) ((ZEHF AR HAL) &AL RIE -2 B A& A iR Ek (2S,5R) -
5- ((CRELL) (KAL) 2 A5 RIE-2-FR RN T4 IR 1Y) R RS PR 21

[0776] VKA NAE EIR TR 1IFNESYH I EERR (947mg) , HiFE407 B, 1@ 1 TLCHA A )
PR BV R B 2 AL B ARG T o B Bt T — T %

(07771 T3

[0778]  (2S,5R) —6- (W4 —7T-8AR-1,6- & 2% 3R [3.2. 1] Ehi-2- SRR 1A i

[0779] ¥ bk TR 200078 -5 i in 1) IMBR B S 17K IS W (9mL) , i hE — 200, 4 I B
FIH 2.1 2.1 (100mL) # %, FH0. IMEEEE (100mL) 4fl FIER BR A AN 7K VA (1oomL) v A 25
7K (100mL)  MKIR B » TG /KRB B 115 , 1 I8 , Yl R A 4 o 4 7 v b AT F A 2 4 (2l /
LR GTE=1/1) A5 2RI AR 8L 5438 . Amg G T 7 St %12%) .

[0780]  'H NMR (400MHz,CDC1s) 81.69 (m, 1H) ,2.02-2.15 (m,3H) ,2.93 (d,J=12.0Hz,1H) ,
3.07 (m,1H), 3.31(m,1H) ,4.14(dd,J=6.5,2.6Hz,1H) ,4.67(ddd,J=5.9,1.5,1.2Hz,
1H) ,4.91(d,J=11.5Hz,1H), 5.06(d,J=11.5Hz,1H) ,5.26 (m,1H) ,5.34 (m, 1H) ,5.92 (m,
1H) ,7.36-7.42 (m,5H) sMS m/z 317 [M+H]".

[0781]  SEjitifs35

[0782]  (2S,5R) —6- (R4JE) —7T-8AR-1,6- & I8 3R [3.2. 1] Fhi-2-RIRC s

[0783] [fk=76]

o]
M.,
BnO J
[0784] Q

o/)_N‘OBn

i-35
[0785] T ¢l
[0786]  (2S,5R) —5- ((FFIL) ((ZEHF AR FAEL) & HL) IRIE-1, 2- R IR2— R E 15U
THEEL (2S,5R) —5- ((RAIL) (@EHIL) &) WRiE-1,2- R IR2—FIEME -5 T Bs
[0787]  {i (2S,5R) -5— ((FEAHE) EHL) WRIE-1,2- ZFRIR2-"F LG 1 - BT g (St 4,
451mg,1.02mmo1) V&R T MK S H HE BmL) o, AN —F NI L% (260mg) , FEATIKA . 75
BEMHIMA =S (169mg) , HiFE0. 5/, 8 ik TLCHIA 1) b AL S W0 s N 485 TR 4 1%
e EMAGRE T B HELS T — 17
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[0788] T %2

[0789]  (2S,5R) —5- ((F4IE) (=& HHE L) HIL) Z L) IRIE-2- R IR HRk (2S,5R) -5-
(R (FURIL) 2L URIE -2 R R TG 1Y) AR &1

[0790]  yK¥ F7E ik T 7 LR A I FEEER (0. 65mL) , Bk B, il i TLCHf A 7]
P A A VT R LSS R o KA B VI NG ) 73 B8 B4R LS N — 1%

(07911 T %3

[0792]  (2S,5R) —6- (R4 L) -7T-FAC0-1,6- & I [3.2. 1] Fhi-2- R R T ik

[0793] ¥ bk TR 2010 7R & 403 In 21 IMB B S B /KR (1. 1g/9mL) 1, F 40 . 57K, 4%
SN VR 2,82 2,15 (65mL) FBe, FIMZEER (20mL) 7o Aes R AN /K I8 VR (20mL) i Al 26
K (20mL)  ARIR B, FHTC /KBBR8 T4, 198, VB0 KR 4 o 1 TR B AT RE IR A 2T (Cbe/ &
i e =1/2) A3 Bbr 4k 5 9)301mg (3 L7 SIH80%) o

[0794]  'H NMR (400MHz,CDC13) 81.59-1.68 (m,1H) ,2.01-2.20 (m,3H) ,2.89(d,J=11.9Hz,
2H) ,3.05(d, J=11.9Hz,2H),3.30 (br.s.,1H) ,4.16 (m,1H) ,4.92(d,J=11.4Hz,1H) ,5.07
(d,J=11.4Hz,1H) ,5.24 (s, 2H),7.32-7.46 (m,10H) ;MS m/z 367 [M+H]".

[0795]  SLjififs36

[0796]  (2S,5R) —6- (4L —7T-FA-1,6- —F I IR [3.2. 1] Fhi—2- R IR EUE 1 fis
[0797]  [4k2:R77]

i
NCAOJ’%Q
0798 N
[ ] i |
o OBn
n-36

[0799] T ¢l

[0800]  (2S,5R) —5- ((FREIL) (&AL HAL) &I IRIE-1, 2- —FRER 15U T FElH2-
GRAEEF L) Bisal (2S,5R) -5- ((REEE) (FAES) 228 WRIE-1,2- ZRIR1-HUT H:fE2- GR
FEHEL) i

[0801]  fi (2S,5R) -5- (R4 IEL) &) WRIE-1,2- ~FRIR1-FL T FEFs2-F (1 g (St 51
5,403mg,1.03mmol) VAT /K & H %E (SmL) o, InN = A FE 24 1% (260mg) , HEAT UK .
TEREYFHIIAN=J6S (169mg) , HEFE0. 57N, 8 I TLCHA A bR iR AL S W0 ) 5 N &5 oK
ZEVAGKE T B EERS T — T,

[0802] T2

[0803]  (2S,5R) —5- ((F&IL) ((ZEH AL Hedk) &) WRIE-2- R IR B H R Ek (28,
5R) —5- ((FAAE) (FFAL) &) WRHE -2 R R F U FH s 1) H s R &

[0804]  JKVA NAE IR TFIHNESYH I N HEERR (0.65mL) , HEFE5 78, 1@ 1 TLCHA A )
PR BV R B 2 AL B ARG T oy B Bt T — T %

[0805] T f¢3

[0806]  (2S,5R) —6- (AL —7T-HA-1,6- —F I IR [3.2. 1] Fhi—2- R IR EUE T fis
[0807] ¥ L3k T 7 2140 VR & 4203 0 B VKA 1 IMBR BR B /K ¥R (1. 1g/9mL) H, it 810 5718
I, I B8 £ B (65mL) HEAT 73 )2, ¥ A HLZ FHIMER R (20mL) 7 RN Bk PR S 4 7K ¥ W
(20mL) P AN 27K (20mL) AR IRBEES , FHC/KBRER B T4, 108 , R IR 4 o F4 TR AT ik IR
HET @5/ R OBE=1/2) .13 2brEik & 4228mg BT 7 S0 Z70%) .
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[0808]  'H NMR (400MHz,CDC13) 61.53 (m,1H) ,1.63-1.75 (m,1H) ,2.03-2.23 (m,2H) ,2.86
(d,J=12.0Hz, 1H),3.07-3.14 (m,1H) ,3.34 (m,1H) ,4.21 (d,J=6.7Hz,1H) ,4.80 (m,2H) ,
4.91(d,J=11.4Hz,1H) ,5.06 (d,J=11.4Hz,1H) ,7.33-7.47 (m,5H) ;sMS m/z 316 [M+H]".
[0809]  SEjififs37

[0810]  (2S,5R) —6- (EAAEL) -7T-EA0-1,6- —H I 3R [3.2. 1] Fhi-2- R p4- T K K fig
[0811]  [{k2:x78]

cl
T
[0812] ° Q

N\
OBn
n-37

[0813] T ¢l

[0814]  (2S,5R) -5- ((FEIL) ((ZEHF AL HIL) &I IRIE-1, 2- IR 15U T FElH2-
(A-F R H) PREl (2S,5R) -5— ((RAIL) (RIS & HL) IRIE-1, 2- R MR 1B T F:iE2- (4-
FUREL) i

[0815]  fg (2S,5R) —5— ((CRFEAIE) HIL) WRIE-1,2- MR 1-FUT R 2- (4-5 KR fis (s
Jiti 516, 504mg, 1.09mmol) ¥ ff T Mi/K — & H bt (8mL) 1, A = 7 N 3 4 iz (260mg) , 34T
VK AETR AW I =6 (169mg) , BEFEO . 57N, 38 3 TLCHAA 7] bR #RA A W) S o 45
Wz EMALK T ERS T — TF.

[0816] T2

[0817]  (2S,5R) -5- ((FEIL) ((ZEHF AR AL & HL) RIE -2 R IR4-F R L lE g (2S,
BR) —5- ((FAAEE) (FUPRIL) 2 55) WRIE -2 R IR A- SR BE R 1) H R £

[0818] VKA NAE IR TR IHNESGYH I N HEERR (0.65mL) , #EFE5 78, 1@ 1 TLCHA A )
PRl BV R B 2 AL B ARG T oy B Bt T — T %

[0819] T3

[0820]  (2S,5R) —6- (EAAEL) —7T-EA0-1,6- —H I IR [3.2. 1] Fhi-2- R p4- T R K fig
(08211 K I3k T Fp 2000 7R & 403 N B KA 1) IMBR R S B /K R (1. 1g/9mL) H, 5t 0. 571
I, NN B8 £ B (65mL) HEAT 73 )2, WA HLZ FHIMER R (20mL) 7 RH ik PR S 4 7K ¥ W
(20mL) P AN 27K (20mL) AR IRBEES , FHC/KBRBR B T4, 1 U8 , R IR 4 o F4 TR AT ik IR
HEMT (C e/ R CGEE=3/1) .15 2hs B G 420Tmg (3 TF S %49%) .

[0822]  'H NMR (400MHz,CDC13) 81.67-1.80 (m,1H) ,2.06-2.28 (m,3H) ,3.05(d,J=11.9Hz,
1H),3.16 (dt,J=11.9&3.1Hz,1H),3.37 (m,1H) ,4.36 (dd,J=7.2&1.9Hz,1H) ,4.93(d,J=
11.4Hz,1H) ,5.08(d,] =11.4Hz,1H) ,7.05 (m,2H) ,7.31-7.49 (m, 7H) :MS m/z 387 [M+H]".
[0823]  Sijitifsi|38

[0824]  (2S,5R) —6- (CFEAIL) -T-8H-1,6-— A& - [3.2. 1] ¥ ki—2-REE2,4,6- =5
AR HE

[0825]  [4k*~:X79]

CI\@CIO
Jl"rx,
[0826] I = Q

N
o N‘oen

1I-38
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[0827] T ¢l

[0828]  (2S,5R) —5- ((FAIL) (& HHEL) i) L) IRME-1, 2- R ER1-BU T 2 h52-
(2,4,6- =& RHE) BEEL (2S,5R) —-5- ((RAEIL) (ERIL) &) IRE-1,2- R MR 1-HUT X
fico—(2,4,6- =5 &) fig

[0829]  {i# (2S,5R) -5 ((W4EIE) &L RIE-1,2- “FRER1-HU T FEfE2- (2,4, 6- =& A 3k)
P (SEHiA517,530mg, 1.00mmol) ¥F T /K — & H e (8mL) Hh , I — =t A 2 £ fi% (260mg)
AT UK AEIRE P A =6 (169mg) , FHE0 . 5/, 18 ik TLCH A 17 b AL & P
R A NE A GRG0 W EZ S T — 1%,

[0830] T %2

[0831]  (2S,5R) —5- ((FEIL) (& HHE) k) HHE) IRIE-2-RER2, 4, 6- SR A
8 (2S,5R) —5- ((REIE) (FkAEL) 225 IRIE-2-FRIR2, 4, 6- — SR FE MR I FHASTR 21

[0832] YK NAE_ LR TP 1RGP I SRR (0.65mL) , BEPE55 %4, @ i TLCHEIA ]
PRl BV R B I 2 AL B ARG T o B Bt T — T %

[0833] T3

[0834]  (2S,5R) ~6- (F4AIE) ~7T-4AR-1,6- &4 IR [3. 2. 1] ¥ hi-2-FRMR2,4,6- =4
R HEE

[0835] & b3k T 20 VR-& 40 0 21 UK A B I R S B /K IR (1. 1g/9mL) H, $564£0. 57
IS IIAN R £, B (65mL) BEAT 43 )2, A L= A IMER IR (20mLL) 1 A ik 1 2 By 7K ¥4 i
(20mL) P AN 2K (20mL) AR IRBEES , FHC/KBRER B T4, 1 U8 , R IR 4 o F4 TR AT ik IR
HEMT (C e/ CGR GEE=5/1) 15 2hs B G 420Tmg (3 TF S %45%) .

[0836]  'H NMR (400MHz,CDC13) 81.67-1.81 (m,1H) ,2.07-2.19 (m, 1H) ,2.25-2.35 (m, 2H) ,
3.19 (m,1H) , 3.34 (m,1H) ,4.50 (t,J=4.7Hz,1H) ,4.93(d,J=11.4Hz,1H) ,5.09 (d,J=
11.4Hz,1H) ,7.32-7.52 (m,7H) ; MS m/z 455[M+H]*

[0837]  Sijitif51]39

[0838]  (2S,5R) —6- (AL -T-E/0-1,6- — B & = [3.2. 1] ¥ ki—2-R#82,3,4,5,6-
TSR i

[0839]  [{b&:X80]

F P
A,
[0840] F i 0 Q

F
4 N\
o OBn
-38

[0841] T ¢l

[0842]  (2S,5R) —5- ((FAIL) (& H HEL) i) ) IRME-1, 2- R ER1-BU T 2 h52-
(2,3,4,5,6- A dk) EEEL (2S,5R) —5- ((FHAE) (EHAk) 255 IRIE-1,2- R IR 1-H
THERE2-(2,3,4,5,6- LB AR fig

[0843]  fdi (2S,5R) —5— (((CE4A L) &) WRIE-1,2- —RIR1- AU T 2A82- (2,3,4,5,6- 1L A
R g (SLTtif518, 524mg,1.00mmol) ¥ AR T Bi/K & H & (8mL) W, I — R N 5 & fi%
(260mg) , BEAT VKA AEIR AW I =6 (169mg) , i FE0. 57N, 38 I TLCHf A In) b @4k
B R NSRBI ERE ) B B A T — L F.
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[0844] T2

[0845]  (2S,5R) -5- ((F4IE) (=& HHEIL) I H L) IRmE-2-RFR2,3,4,5, 6~ LA
FEMEER (2S,5R) -5 ((FAEEL) (EHkIL) A IRIE-2-RR2,3,4,5, 6 T K I8 1) H i
Eh

[0846]  PK¥A FAE L& T 7 LIMRA Y I FEEER (0.65mL) , Bk B, il i TLCHf A 7]
PR AL A I R LG TR B Z AL B A SRS 7y B B T — 17 .

[0847] T3

[0848]  (2S,5R) —6- (AL -T-8/0-1,6- — B & = [3.2. 1] ¥ ki—2-R182,3,4,5,6-
R T

[0849] ¥ b3k T 2010 VR A W03 I3 vk VA ) IMBR BR L B /K 5 (1. 1g/9mL) HH, 368E0. 57
I FEVRE Y I SR £ 1 (65mL) HE4T 43 /2, KA HLJE F IMER R (20mL) M Ak B &L 47K
VR (20mL) LRI ER /K (20mL) AR IR B » FH TG /K B B BE 058 , ik 8, VRl R vk 4 o K s AT
WAL EHT (C e/ LR TE=6/1) , 13 EFR L & 4295mg (3 17 UL %66 %) -

[0850]  'H NMR (400MHz,CDC13) 61.65-1.80 (m, 1H) ,2.07-2.36 (m,3H) ,2.98(d,J=12.0Hz,
1H) ,3.19 (m, 1H),3.37 (m,1H) ,4.50(d,J=7.2Hz,1H) ,4.93(d,J=11.4Hz,1H) ,5.09(d,J
=11.4Hz,1H) ,7.32-7.49 (m,5H) ;MS m/z 443[M+H]*

[0851]  Sijitif5i]40

[0852]  (2S,5R) —6- (FAEEE) —7-Af0-1,6- “ AL I [3.2. 1] ¥ hi—2- R IR4- Ty L 2 5
[

[0853]  [fr2~K81]

02N o
A..
[0854] OO Q

O)_N

1i-40

‘oBn

[0855] T ¢l

[0856]  (2S,5R) —5- ((FEIL) ((ZE AR HIL) &) IRIE-1, 2- —FRIR 15U T FElH2-
(A-THFE 2R 3L) BiREk  (2S,5R) —5- ((REIL) (FHIL) & IL) IRIE-1,2- R IR 1B T FElE2-
(A-FHIE 2RI s

[0857]  fd (2S,5R) —5— ((RAEE) &) IRIE-1,2- R 1 T B FE2- (4- oK 5L g
(SLH519,470mg, Immol) VAR WisK — & H bt (8mL) H, I = 7 A £ £z (260mg) , 14T
UK AETR AR NN =65 (169mg) , HEFE0 . 57N, 8 TLCHA I 7] Bn RE AL & W 1) e o 45
Wz EMALR T ERS T — TF.

[0858] T %2

[0859]  (2S,5R) -5- ((FHIL) (AR MRE) & L) WRIE -2 78 FR 4 it 225 % 2L 15 B
(2S,5R) —=5— ((FHIE) (FHcHk) T AL RIE -2 F2 TR A—TH B 2R BE iR 1) FH R iR £

[0860] VKA NAE EIR T 1IHNESYH NN HRERR (0.65mL) , #HE5 78, 1@ 1 TLCHA A )
PR BV R B H Z AL B ARG T oy B Bt T — T %,

[0861] T3

[0862]  (2S,5R) —6- (EAEEL) -T-8A8-1,6- —F 2% 3R [3.2. 1] Fhi-2- R FR4- Ty R 48 3k
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M

[0863] K I3k T Fy 210 7R & 403 in B KA 1) IMBR R S B /K R (1. 1g/9mL) H, 5t 0. 5718
I, NN B8 £ B (65mL) HEAT 73 )2, ¥ A HLZ FHIMER R (20mL) 7 RN ik PR 4 7K ¥ W
(20mL) I £ Fh7K (20mL) AR IR BEER , FTJC/K IR R B T8 , ik U8, U Ak 4 o b B w1 [ 4
M Be/ Akt (1/1) Peik, T4 R RAR A P21 Img (3 L) BN 53%) o

[0864]  'H NMR (400MHz,CDC13) 81.69-1.81 (m,1H) ,2.09-2.32 (m,3H) ,3.04(d,J=11.9Hz,
1H) ,3.18 (m,1H),3.39 (m,1H) ,4.41(dd,J=7.5&1.9Hz,1H) ,4.94 (d,J=11.4Hz,1H) ,5.09
(d,J=11.4Hz,1H) , 7.28-7.34 (m,2H) ,7.35-7.53 (m,5H) ,8.25-8.38 (m,2H) ;:MS m/z 398
[M+H]".

[0865]  Sijitifi|41

[0866]  (2S,5R) —6- (FEAEEE) —T-Af0-1,6- “ AL = [3.2. 1] ¥ hi—2-RIR4-F I R 5
M

[0867]  [fh2~:X82]

NC. &
OOJL..Q

pae]

o OBn
1i-41

[0868]

[0869] T ¢l

[0870]  (2S,5R) —5- ((FEIL) ((ZE AL HIL) &0 IRIE-1, 2- —FRIR 1-HU T FElH2-
(A-F LRI fFEk (2S,5R) -5- ((REIL) (L) 2 ) IRIE-1,2- R IR 1B T FElE2-
(A-FHER L) g

[0871]  fd (2S,5R) —5— (((FRAEE) &) IRIE-1,2- R 1 T B FR2- 4-F K E) I
(SZJE5110,460mg, 1.02mmol) ¥R T Mt /K & FF ¢ (6mL) , IO\ 7 % 2 % (260mg) , #E
ITUKY AER G I =56 (170mg) , Fi 0. 57N, 8 3 TLCHA A [l b AL & M0 s B
SR ZEMA TR S EERS T — T,

(08721 T %2

[0873]  (2S,5R) -5- ((FH L) ((ZEH AR ML) T L) WRIE -2- R IR4-FIE R I AL
(2S,5R) -5 ((FAEAE) (FUPRIL) 20 5) WRIE —2— R PR AU A B R 1) FH s PR 21

[0874]  PKA TNAE EIR TR 1IHNESYH I N HRERR (0.65mL) , HEFE5 78, 1@ 1 TLCHA A )
PR BV R B 2 AL B ARG T o B Bt T — T %

[0875] T J¢3

[0876]  (2S,5R) —6- (EEE L) -T-EA0-1,6- —F 2 3R [3.2. 1] Fhi-2- R RR4-F AL F 3
I

[0877] ¥ 3R T 200 VR & 03 N2 DK VA 1) IMBR R S 4 /K R (1. 1g/9ml) o, 540 . 57
I, NN B8 £ B (65mL) HEAT 73 )2, ¥ A HLZ FHIMER R (20mL) 7 FH ik PR 4 7K ¥ W
(20mL) P AN 27K (20mL) AR IR BEES , FHTC/KBRBR B T4, 1 U8 , R IR 4 o F4 TR AT ik IR
HET @5/ R OBE=2/1) 13 2Rtk &4)73mg QL7 2% 19%) .

[0878]  'H NMR (400MHz,CDC13) 61.67-1.82 (m, 1H) ,2.06-2.30 (m.3H) ,3.06 (m, 1H) ,3.17
(m,1H) ,3.38 (m,1H),3.92 (m,3H) ,4.39(dd,J=7.2&2.0Hz,1H) ,4.93 (d,J=11.4Hz, 11 ,
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5.09(d,J=11.4Hz,1H) , 7.13-7.50 (m,7H) ,8.04-8.17 (m,2H) :MS m/z 378[M+H]".

[o879] skt f5il42

[0880]  (2S,5R) -6 (W4 L) ~T-AAR-1,6- A IR [3.2. 1] e —2-FR IR 42 T ik 4
ARF G

[0881]  [{k2#3(83]

=
SN
[0882] Q

[0883] T ¢l

[0884]  (2S,5R) —5- ((FFIL) (&AL IIL) &) IRIE-1, 2- IR 15U T FElH2-
(-2 LR L) Rl (2S,5R) —5- (RS (FkIL) &AL IRIE-1,2- MR 1-HUT
2- (4% H LA R ) i

[0885] i (2S,5R) —5— ((FAEIL) HIH) WRIE-1,2- FRIR1-FUT FEfE2- (4-Z RS A 3E)

Mg (Shtafs11,739mg, 1.57mmol) VAR T Wi/K & H bt (14mL) , BEAT UK IO Z R 2 4

i (407Tmg) « =S (275mg) , FEFEO . 57N, I IS TLCHA [m) bR AL & W) S 8 45 o o B 1%4k

EUAEKE T B EEMS T — 17,

[0886] T %2

[0887]  (2S,5R) -5 ((FEIL) (S AR MRIL) L) RIE-2- R IRA-24 F It S R 2L iy

8 (2S,5R) —5- ((FREIE) (FHkAEL) 225 WRIE -2 FR R4 —2a T I % B IR 1) R RS PR 21

[0888] VKA F7E ik T/F 1R S I HAERR (1.04mL) , HidE 1545080, 183 TLCHIA

F] A AL G I I N4 TR KA S A ERE B B RS N — T .

[0889] T %3

[0890]  (2S,5R) —6- (R4 IE) —T-HA0-1,6- &4 I [3.2. 1] Fl—2-FR R 42 P ik

e

[0891]  ¥f b iR T2/ VR &9 3 I 2 vk IM Ik BR B /K i (1. 76g/18mL) H, #4705

NS IO SR Sl (T0mL) #EAT 50 2 15 - BB HLZE 10 % AT B R (20mL) M A B &L 47K

VR (20mL) LRI £ £R 7K (20mL) B A HLZ FJCKBR RN 1158, ik VB IS, 980 I 4 o 4 5%

BT EN (/2B 2 lE=1/2-0/10) , 15 3 b5 B4k & ¥1382mg (3 L F M &

61%) o

[0892]  'H NMR (400MHz,CDC13) 81.70-1.80 (m,1H) ,2.08-2.30 (m,3H) ,3.07 (d,J=12.0Hz,

1H), 3.18-3.20 (m,1H) ,3.39 (m,1H) ,4.39(dd,J=7.1&2.2Hz,11) ,4.93(d,J=11.4Hz,

1H) ,5.08(d,J=11.4 Hz,1H) ,5.50-6.30 (m,2H) ,7.20 (m,2H) ,7.35-7.53 (m,5H) ,7.86 (m,

2H) :MS m/z 396 [M+H]".

[0893] Sy fsi|43

[0894]  (2S,5R) —6— (& IE) —7T-AA0-1,6- R N [3.2. 1] Ffi—2-FR R4 48 JL Bk

FEOR L

[0895]  [fh2~:X84]
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[0896] Q

o N‘OBn

1-43
(08971 T ¢l
[0898]  (2S,5R) —5- ((FREIL) ((ZEH AL HAh) &I IRIE-1, 2- —FRER 15U T FElH2-
(A-F AR AL R IL)  REK (2S,5R) -5 ((RAIE) (FkEL) &) WRIE-1,2- R 1T
FER2— (4-H AR A SR ) i
[0899]  fii (2S,5R) -5- ((FHIE) &) WRNE-1,2- R 1B T ZEFR2- (4-H AR
5 s (SLqtifel12, 628mg,1.30mmol) ¥ fif T ik — S H bt (8mL) H, IO = 5 N £ 4 i
(260mg) , BEAT VKA AEIR AW I =65 (169mg) , i FE0 . 57N, 38 I TLCHf A In) b @4k
B RN SR A A SRS B ER A T — L.
[0900] T %2
[0901]  (2S,5R) —5- ((FEIL) ((ZHFERL) PRI F L) IRIE -2 R BR4-H SR PR R
FeEk (2S,5R) -5— (CF4IE) (AR 2 L) WRIE -2 R ER A S e S R L IR 110) HH At £
[0902]  JKA NAE EIR TR IRNESYH I N HEERR (0.65mL) , #FE5 7B, 1@ 1 TLCHA A )
FrAAL BV R B 2 AL B ARG T o B Bt T — T %
[0903] T3
[0904]  (2S,5R) —6- (A L) -T-8A8-1,6- —F 2 3R [3.2. 1] Fhi—2-FR R4 A JL
FEOR AL
[0905] ¥ L3k T 7 210 VR & 4203 0 B KA 1) IMBR BR S B /K ¥R (1. 1g/9mL) H, 5t 410 5718
I, NN B8 £ B (65mL) HEAT 73 )2, WA HLZ FHIMER R (20mL) 7 FH ik PR S 4 7K ¥ W
(20mL) P AN 27K (20mL) AR IRBEES , FHIC/KBRER B T4, I U8 , 0 R A o 4 F3 T ¢y o]
M Be/ Akt (1/1) Peik, T4 3 BRI A ) 180mg (3 LT M % 34%) o
[0906]  'H NMR (400MHz,CDC13) 61.67-1.82 (m, 1H) ,2.06-2.30 (m.3H) ,3.06 (m, 1H) ,3.17
(m,1H) ,3.38 (m,1H),3.92 (m,3H) ,4.39(dd,J=7.2&2.0Hz,1H) ,4.93 (d,J=11.4Hz, 11 ,
5.09(d,J=11.4Hz,1H), 7.13-7.50 (m,7H) ,8.04-8.17 (m,2H) :MS m/z 411 [M+H]".
[0907]  Sjitifsl44
[0908]  (2S,5R) —6- (FEAEEE) —7-Af0-1,6- AL = [3.2. 1] ¥ hi—2- R k4 H BL Rk
FEOR AN
[0909]  [{k2#5{.85]

MeO.S o
A
[0910] O\O Q

o)_N‘OB

n-44

n

(09111 Tl

[0912]  (2S,5R) -5- ((FREAIL) ((ZE R L) &) IRIE-1, 2- IR 1-HU T FElH2-
(4-FR M L Ok L) FREK (2S,5R) -5 ((RAIE) (FUkAEL) &) WRIE-1,2- R 1T
FEMG2— (4 L h o 2L oK 2 i

63



N 107501264 A W OB P 61/87 T

[0913]  fi (2S,5R) —5- ((FEIL) &IL) WRNE-1,2- “FRIR1-FL T FElE2— (4—H JE o 36 oK
) Wig (SLiitie13, 493mg,0.98mmol) ¥ fif T Bi/K & H bt (8mL) H, IO = 57 N £ 4 %
(260mg) , BEAT VKA AEIR AW I =6 (169mg) , i FE0 . 57N, 38 I TLCHf A In) b @4k
E VIR LGSR B ZA SRS RE R B EEMA T — T .

[0914] T2

[0915]  (2S,5R) —5- ((F4IE) (=& HEIL) FRIL) L) WRIE -2 R R4~ JE A o 5 2k it
FEEL (2S,5R) —5— ((RAES) (GEHAES) 2L WRIE -2 3R R4 it 2R L IR ) FR e 2
[0916]  UKA NAE_ BB TP 1RGP H I SR (0.65mL) , BEPE55 %4, @ i TLCHEIA ]
PR AL A I R LG TR iz AL B A SRS 7y B B T — 17 .

[0917] T3

[0918]  (2S,5R) —6- (FEAEEE) —7-Af0-1,6- “ AL = [3.2. 1] ¥ hi—2- Rk 4- H BL Rk
IR HE

[0919] ¥ b3k T 20 TR A i I vk VA i IMBR FR S B /K AW (1. 1g/9mL) HF , 35640 5h,
TN B8 2T (65mL) BEAT 20 2, A HLZ FHIMERER (20mL) 1 AR FR L8N /K 5 (20mL) i
Mg Eh/K (0mL) R Be , TG /K BRER BE 115, ik U8, 98 e e 4 o K A s v 1) [l 44 R b/
CER TR (/1) Bek, ik yEHLH , T8, 15 2R AL & 4239mg (3 T %57 %) .

[0920]  'H NMR (400MHz,CDC13) 81.69-1.81 (m,1H) ,2.07-2.34 (m.3H) ,2.99-3.11 (m, 4H) ,
3.13-3.23(m, 1H),3.39 (m,1H) ,4.41(d,J=5.5Hz,1H) ,4.94(d,J=11.4Hz,1H) ,5.09(d,]J
=11.4Hz,1H) ,7.29-7.58 (m,7H) ,7.94-8.11 (m,2H) ;:MS m/z 431 [M+H]".

[0921]  SEjstifsi|45

[0922]  (2S,5R) —6- (EAEEE) -7T-FEf0-1,6- —H I —3F[3.2. 1] S hi—2-FR R bk —8—JL fig
[0923]  [{b&X86]

@]
Yo
[0924] ZN N
O

1l-45

N\
OBn

[0925] T ¢l

[0926]  (2S,5R) —5- ((FREIL) ((ZE AL PAh) &I IRIE-1, 2- IR 15U T FElH2-
(HERpR—8-2E) liEEk  (2S,5R) —5- ((RAIE) (FHEE) 2 28) WRiE-1,2- IR 1-FUT H k2
(HEIpR—8-3%) Big

[0927]  fd (2S,5R) -5- ((FEHEIL) &) WRIE-1,2- R 1T JEBg2- (HEmk-8-2%) fig (5K
Jif5115,488mg, 1.02mmol) VA ARET- Wi K — S H Kt (8mL) H, IO — 5 N2k £z (260mg) , iFEAT
UK ARG NN =S (169mg) , HiFE0. 57N, 383 TLCAf A 7] b @Ak & 1) f v 25
Wz EMALK T ERtS T — TF.

[0928] T %2

[0929]  (2S,5R) -5- ((FFEEE) (S AR AL T AL Wk BE —2— 3R IR v bk — 8- JL Ji B
(2S,5R) -5 (R4 ) (FUBRIL) 20 5) Wk E —2—F2 TR W Wbk — 8 —Jik FiR 11 FHY R iR 2k

[0930] VKA NAE IR TR IHNESYH I N RERR (0.65mL) , HFE5 78, 1@ 1 TLCHA A )
PRl BV R B 2 A B ARG T oy B Bt T — T %
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[0931] T3

[0932]  (2S,5R) —6- (4 L) —7T-HAL-1,6- —F I IR [3.2. 1] b2 R BRI bk —8— L ik
[0933] ¥ L3k T 7 2100 7R & 403 N B VKA 1 IMBR BR S B /K ¥R (1. 1g/9mL) H, it 10 571
I, NN B8 £ B (65mL) #EAT 73 )2, ¥ A HLZ FHIMER R (20mL) 7 FH Bk PR S 4 7K ¥ W
(20mL) P AN £ 27K (20mL) AR IRBEES , FHC/KBRBR B T4, 108 , R IR 4 o F4 TR AT ik IR
HET @5/ R OBE=1/1) .15 2Fr 81k & 4)265mg 3T 7 S #64%) .

[0934]  'H NMR (400MHz,CDC13) 81.87-2.02 (m,1H) ,2.07-2.21 (m, 1H) ,2.24-2.39 (m, 1H) ,
2.45(dd,J= 15.3&6.8Hz,1H),3.20 (br d,J=12.0Hz,1H) ,3.44 (br.s.,1H) ,3.83(d,J=
12.0Hz,1H) ,4.58 (d,J=7.7 Hz,1H) ,4.96(d,J=11.3Hz,1H) ,5.11(d,J=11.3Hz,1H) ,
7.29-7.57(m,8H) ,7.72(d,J=7.2Hz,1H), 8.16 (m,1H),8.80 (m,1H) ;MS m/z 404 [M+H]"
[0935]  SiCjitifi]46

[0936]  (2S,5R) —6— (A IL) -7T-HM-1,6- & —FF[3.2. 1] Ehi—2- R B - S e mk—8-
HEE

(09371  [4kZR87]
Cl

o
o
lo93s] L Q

[0939] T ¢l

[0940]  (2S,5R) -5- ((FEIL) ((ZE R PAL) &I IRIE-1, 2- IR 15U T FElH2-
(5—FMEpR—8—2%) PirElk (2S,5R) —5— ((RAIL) (FAkIAR) &) URIE-1,2- R IR 1B T H:ME
2— (G- EMk-8-3%) fis

[09411  fg (2S,5R) —5— ( (CFEAIE) & IL) MRIE-1, 2- —RIR1-FUT FERg2- (5-EEEmh-8—3%)
Pig (S5 16,586mg, 1.14mmol) ¥ AR T Mi7K — & H ki (8mL) H, II A = 7 N 2 & i%
(260mg) , BEAT VKA AEIR AW I =6 (169mg) , i FE0 . 57N, 38 I TLCHf A In) b @4k
B R N SR A A SRS B B A T — L F.

[0942] T2

[0943]  (2S,5R) -5- ((RAEAEL) (& H EIL) Hedh) &AL WRIE -2 2 IR 5— W bk —8— & i
8 (2S,5R) —5- ((FREIL) (FHkAEL) 2 AL WRIE -2 FR R 5— S bk —8—Jik P 11 FHY R iR 2k

[0944]  UKWA FAE LR TR RGP H I SR (0.65mL) , #EPE55 %4, @ i TLCHEIA ]
PR BV R B 2 AL B ARG T oy B Bt T — T %

[0945] T3

[0946]  (2S,5R) —6— (CFAIL) -7T-8A-1,6- &4 —FF[3.2. 1] Ehi—2- R Be - S mk—8—
S

[0947] ¥ 13k TP 200 1R A 405 I 20 vk A B9 IMBR FR S B /K VR (1. 1g/9mL) A, 840 571
I, NN B8 £ B (65mL) HEAT 73 )2, ¥ A HLZ FHIMER R (20mL) 7 RN Bk PR S 4 7K ¥ W
(20mL) P AN 2K (20mL) ARG , FHC/KBRER B T4, 1 U8 , IR A 4 o 4 F T 1) 21 4 FH
DR CR OBV 13 BIAR AL A 178mg (3L B % 36 %) o

[0948]  'H NMR (400MHz,CDC13) 81.84-1.99 (m,1H) ,2.09-2.21 (m, 1H) ,2.24-2.48 (m,2H) ,
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3.20 (m,1H) , 3.42(br.s.,1H),3.75(d,J=12.0Hz,1H) ,4.57(d,J=7.7Hz,1H) ,4.96 (d,]
=11.4Hz,1H) ,5.12(d,J= 11.4Hz,1H) ,7.33-7.58 (m,7H) ,7.62(d,J=8.2Hz,1H) ,8.57
(dd,J=8.6&1.6Hz,1H) 8.86 (dd,J= 4.2&1.6Hz,1H) ;MS m/z 438[M+H]"

[0949]  SEjtifs|47

[0950]  (2S,5R) —6- (4L -7-E48-1,6- A2 IR [3.2. 1] Ehi-2-3Rk — 2 e 0t
i

[0951]  [{k2%5(88]

T o)

e JL
[0952] ° Q

o)_N‘OBn

n-47

[0953] T ¢l

[0954]  (2S,5R) —5- ((F4L) (=&AL i) 2t
WE-1-FRBRAU T BgEk (2S,5R) -5- (R () Hit
WE-1- R IR T TR

[0955] i (2S,5R) —5- ((FEAIL) &I —2- (((Z LRI ) FREL) IRIE- 1R IRAUT
(S Htif5118,424mg, 1.00mmol) ¥ fF T MK — & bt (8mL) H, TN = 7 A 2 £ iz (260mg) ,
BEAT UKYR AETRE W) IIAN =06 (169mg) , Fi#10 . 5/, 3 3k TLCR A 8] A LAY & 4 ) S
R WA A GGG B EZMES T —TF.

[0956] T %2

[0957]  (2S,5R) —-5- ((FEAIL) ((ZEHF R AL 250 —2- (LA F) L) Ik
BEE (2S,5R) -5- ((FEEHE) (EIHh) &) —2- (L OREEHR) ) HFL) RIE K iR £
[0958]  yK¥& T AE bk T LIKVR-G )b I\ FVEER (0. 65mL) , #6457 B, il 1 TLCHA A 7]
PR BV R B 2 AL B ARG T o B Bt T — T %

[0959] T %3

[0960]  (2S,5R) -6- (FAEL) -7T-5A-1,6- ZF A IR [3.2. 1] Fh-2- R IR — L A
M

[0961] ¥ L3k T 7 2100 7R & 403 0 B VKA 1) IMBR BR B /K ¥R (1. 1g/9mL) H, it 810 571
I, NN B8 £ B (65mL) HEAT 73 )2, ¥ A HLZ FHIMER R (20mL) 7 FH Bk PR S 4 7K ¥ W
(20mL) P AN 27K (20mL) AR IR , FHC/KBRBR B T4, 108, R IR 4 o F4 TR AT ik IR
HET @5/ R OBE=2/1) .15 2hr 84k & 4203mg 3T 7 S #58%) .

[0962]  'H NMR (400MHz,CDC1s) 81.05—1.18 (m,6H) ,1.64-1.80 (m,1H) ,1.97-2.19 (m,3H) ,
2.88-2.99 (m, 4H),3.04(s,2H) ,3.30 (br.s.,1H) ,4.13 (m,1H) ,4.90(d,J=11.4Hz,1H),
5.05(d,J=11.4Hz,1H), 7.29-7.48 (m,5H) ;MS m/z 348[M+H]".

[0963]  sLjitfs48

[0964]  (2S,5R) —6- (R4 L) —2- ((((I-ZRFEEW £ 5L) 2 k) %) i) -1,6- &R =3
[3.2. 1] )-7-HH

[0965]  [{£%~3X89]

) —2- (((CLEEZEEL) %) HeAb) Ik
) —2- (L HEZIE) ) AL IR
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i
/N“O Yy,
[0966] N

[0967] T ¢l

[0968]  (2S,5R) —5- ((FHIL) (=& H HIL) AL ) —2- (((A-RKIE 4 5E) =)
S0 BRIE) IRIE - 1R ER AU T g K (2S, 5R) —5- (R A L) () &) —2- (((1-FEL 4
5 k) ) HeE) WRE - 1R AT iR

[0969]  {i (2S,5R) —5- ((FEIL) & HE) —2- ((((I-RFEIL L) Z L) 20 HIb) IRIE-1-38
FRBCT e (SEHtf19, 1.434g,3.067mmol) AT MK & ft (32mL) , INA RN A 4
(792mg) , FEAT VKA AEIR B YR M =S (518me) , HiEFE157 B, JE T TLCHAIA 1A by AL &
VIR [ 45 R S A ARG F 0 B Bt A N — L.

[0970] T %2

[0971]1  ((3R,6S) —6- ((((1-2REEI £, 5E) &5 0 FeFk) IRIE -3-J%) Z L H IR — & 6%
ASERREL (R4 ((BR,6S) —6- ((((1-ZKIETE £, 38) &) ) FRIL) RE-3-3) & H A
1) T PR

[0972]  PKA NAE EIR TFIRNESYH I EERR (2.95g) , HiFE307 8, 1@ I TLCHA A )
PR BV R B 2 A B ARG T o B Bt T — T %,

[0973] T3

[0974]  (2S,5R) —6- (F&IE) —2—- ((((A-RFE W £ F8) & HE) ) AR -1, 6- & =
[3.2. 1] )-7-HH

[0975] ¥4 L3 T2/ 210 VR & 03 o 2 vk VA 1) IMB BR S B /K W (33mL) 1, 4k 1IN, 4
LI R T (100mL) # R, FHO . IMERER (100mL) VAR R 8 /K 75 3 (100mL) | 1
Aigr 37K (100mL) AR RGeS, FTC/K B R B 11 , 1 I8, W P00 e TR 25 o K B v i AT ek Js A
R (@kt /LR GER=1/1) 43 RIAR A G P)66mg (3 T U6 %)

[0976]  'H NMR (400MHz,CDC13) 61.81 (m,1H) ,2.03-2.22 (m,2H) ,2.38 (m,1H) ,2.41 (s.,
3H) ,3.09(m, 1H),3.16 (m,1H),3.25(br.s.,1H) ,4.33(m,1H) ,4.93(d,J=11.4Hz,1H),
5.08(d,J=11.5Hz,1H) , 7.32-7.49 (m,8H) ,7.75 (m,2H) ;:MS m/z 394 [M+H]".

[0977]  Sjitif5|49

[0978]  (2S,5R) —6- (CEAIL) -7T-8M-1,6- B —FF[3.2. 1] Ehi—2-R 1, 3- A0
1,3- =& -2H-FmWe-2- 5

(09791  [4k%3X90]

o]
O
%:N\ M,
o
[0980] 0 Q
o] N‘oen
-49

(09811 T ¢l
[0982]  (2S,5R) -5- ((FF4EIEL) (ZEH AL L) &) IRIE-1,2- RER1-H T g2
(1,3-—%M-1,3- "5 —20-FW|h—2-%L) fig ok (2S,5R) -5- (R4 L) (E L) &) Ik
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BE-1,2- M- T 382 (1,3- =4 48-1,3- =420 W5 Me—2-3) fig

[0983] i (2S,5R) —5— ((WARHE) S L) WRIE-1, 2- —FRER 14U T Hfg2- (1,3- —4&8-1,3-
—H-2H- SR -2-2) i (SEHE120,495mg , Immo 1) A /K — U HGE (8mL) H, IIA
SN EE 2% (260mg) , AT UK AEVRA P A =6 (169mg) , i #:0. 5/, 38 3 TLCH
AR A A VI R LGS R %A S A ERE T B B N — )%

[0984] T J¢2

[0985]  (2S,5R) -5 ((FHIE) (=& H L) FIE) &) IRmE-2- R IR 1, 3- &A1, 3~
A 2H- S e -2- R ER (2S,5R) -5 ((RAESL) (FUkIL) 2 58) WRIE-2-FRIR 1, 3- %R
1, 3- &~ 2H- 57 Wg| W —2— L I8 1) e i £

[0986] UK NAE_ LR TP 1RGP I SRR (0.65mL) , BEPE55 %4, @ i TLCHEIA ]
PR AL A I R LG TR iz AL B A SRS 7y B B T — 17 .

[0987] T3

[0988]  (2S,5R) —6- (CRAIL) -7T-HM-1,6- &I —FF[3.2. 1] E k21, 3- A0
1,3- =& -2H-FmWe-2- 5

(09891 K I3k T Fy 210 7R & 403 N B UK ¥A 1) IMBR R S B /KR (1. 1g/9mL) H, 5t 80 571
I, NN B8 £ B (65mL) HEAT 73 )2, ¥ A HLZ FHIMER R (20mL) 7 FH ik PR & 4 7K ¥ W
(20mL) P AN £ 27K (20mL) ARG, FHTC/KBRER B T4, 108 , R IR 4 o F4 TR AT ik IR
HET @5/ G OBE=1/1) 13 2R 8k & 4374mg BT 7 L1 #89%) .

[0990]  'H NMR (400MHz,CDC13) 61.75-1.79 (m, 1H) ,2.09-2.29 (m,3H) ,3.20 (m,2H) ,3.38
(br.s.,1H), 4.54(d,J=6.9Hz,1H) ,5.00(d,J=11.4Hz,1H) ,5.08(d,J=11.4Hz, 1H) ,
7.34-7.46 (m,5H) ,7.77-7.85(m, 2H) ,7.85-7.93 (m,2H) ;MS m/z 422[M+H]".

[0991] St f5]50

[0992]  (2S,5R) —6- (4 EE) -7-80-1,6- “H I = [3.2. 1] ¥ L—2- i mmes-—+—
Jor TG

[0993]  [fk223K91]

[0994] N

[0995] T ¢l

[0996]  (2S,5R) —5- ((F& L) ((ZEH AR ML) &I —2- (e b i) Hedd) Ik
WE-1-FRIRAUT BEEL (2S,5R) -5 ((FEFIL) (FUREL) & IL) —2- (e b i) Hedt) Ik
WE-1- R IR T IR

[0997]  { (2S,5R) —5- ((FHIE) T HE) —2— (- R i 28) FiIh) WRIE- 1R IR T B (58
Jtif51123 ,104mg, 0. 194mmo 1) ¥ fiF T~ Wit /K — & H ¢ (8mL) H, A — R A 4% (50. 2mg) , i3k
ITUKE AEIREYIH I =S (33mg) , B #4070 %4, i TLCHH W 7] br L & P J B 25
Wz EMALK T ERS T — TF.

[0998] T %2

[0999]1  (2S,5R) —5- ((FREIE) ((ZEH R s &AL -2 ((F Zhe b amAt) Bt ke
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8 (2S,5R) —5- ((FRAIHL) (FHEL) &) —2- (- Zhe b mdt) He k) WRmE (1) H R 5

[1000]  JKA NAE IR TR 1IRNESYH I\ EERR (186mg) » HiFE:207 8, 18 1 TLCHA A )
PRl SV R B 2 AL B ARG T oy B Bt T — T %

[1001] T3

[1002]  (2S,5R) —6- (4 EE) -7-8M0-1,6- “H L = [3.2. 1] ¥ k—2- i mmes-—+—
YR YLE

[1003] ¥ 3k T 2006 & 903 I 2N KA ) IMBR BR S AT /K VS W (2mL) A, 350 8RO . T/N8), H
ST R T (100mL) # R, FHO . IMERER (100mL) P AR R 8 /K 5 9 (100mL) | 1
Aigr 37K (100mL) AR RGeS, FTC/K B R B 11 , 1 I8 , W9 090 8 25 o K B v i AT ek Je A
ERT (@t /R OEE=1/1) A3 2 HPIR bR AL A 433 . 4mg (3 L 72U F37 %) -

[1004]1  'H NMR (400MHz,CDC13) 80.82-0.97 (m,5H) ,1.21-1.33 (m,15H) ,1.50-1.62 (m,4H) ,
2.00 (m, 2H),2.21 (m,1H) ,2.79(d,J=11.9Hz,1H) ,2.88 (m,2H) ,3.07 (d,J=11.9Hz,1H) ,
3.29 (br.s.,1H) ,4.06 (m, 1H),4.91(d,J=11.5Hz,1H),5.05(d,J=11.4Hz,1H) ,7.33-
7.44 (m,5H) ;MS m/z 461 [M+H]".

[1005]  SLjifs51

[1006]  (2S,5R) —6— (4 IL) -7 8-1,6- =& L = [3.2. 1] FELi—2- TR AR RS- (4—HL
TS R

[1007]  [4k%23X92]

[1008]

F—N,

o} OBn
1-51

[1009] T ¢l

[1010]  (2S,5R) -5 ((FEE) ((EE AR i) L) —2- ((U-RUT BRI i) Bk
5 URIE-1- R IR T BREk (2S,5R) -5- (CRAI) (EHkIL) ) —2- ((A-FUT HA L) B
) L) WRIE-1- R BT e

[1011]  { (2S,5R) —5- ((FEIE) & HE) —2- (((-BUT FAR L) TA) FRIL) WRIE—1-FR B
ThE (SEHEfE24, 194mg, 0.389mmol) ¥ M T Wi /K & H ¢ (8mL) H, IIN — R N 2 4 %
(100mg) , HEAT VKA  FEVR AW IIN = 6K (65. 8mg) , i FE45> %l , il i TLCH W 7] A i 4k
BRI NS R G ZN EMAE R B EHEME T — L.

(10121 T %2

[1013]  (2S,5R) -5 ((FEE) ((ES&HF AR i) L) —2- ((U-RUT ZR ) @A) Bk
5 MRIEBY (2S,5R) —5- ((RAL) () &) —2- (((4- GBUT 28) 2R3 B # L) Wkie
(1) PR

[1014]  JKANE ER TFIFNESYH I EERR (373mg) » HiFE307 8, 1@ 1 TLCHA A )
PRl BV R B 2 A B ARG T oy B Bt T — T %

[1015] T3

[1016]  (2S,5R) —6— (4 IL) -7 /8-1,6- =& Z = [3.2. 1] FELi—2- TR AR RS- (4—HL
TS R
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[1017] ¥ bk TP 200 VR A 403 0 30 IMBR R SV /K VT (4. 2mL) H, T4k 1/INE 8 OB s
I 2.1 2,15 (100mL) #7588, FHO . IMER R (100mL) 7 AR R A AN /K VA vk (100mL) M £ 26
K (100mL) AR IR Wi » FTC /K BRBRBE T, I U8, Yk ok 4 o RS v (1 [ M FH 2 e/ TR 2
Mg (3/1,8mL) LT (2 X 8mL) BE , FH 25115, 15 245 4k 5 468mg (3 T /7 2L FE41%) »
[1018]  'H NMR (400MHz,CDC13) 81.32 (s,9H) ,1.54 (m,1H) ,2.01 (m,2H) ,2.18-2.28 (m, 1H) ,
2.90(d,J =12.0Hz,1H),3.17(d,J=11.7Hz,1H) ,3.32(br.s.,1H) ,4.21(d,J=6.9Hz,
1H) ,4.93(d,J=11.5Hz,1H) , 5.07(d,J=11.5Hz,1H) ,7.31-7.46 (m,9H) ;MS m/z 425 M+
HI".

[1019]  SEjifs)52

[1020]  (2S,5R) —6- (EAEIE) -7T-4M8-1,6- ~ &2 —FF[3.2. 1] FLi-2- B LRS- (4-1Y
FEIRIE) Big

(10211 [f£2X93]

(o]
[1022] 'S

[1023] T ¢l

[1024]  (2S,5R) -5- ((FEIL) ((EEHF AR AL & H) —2- ((U-FHZERIE) BRAQ) BrIh)
WRAE- 1R BT BEEL (2S,5R) —5- ((CRAH) (FHIE) & A —2- (- IE) B0 Bk
H5) IRIE-1- R T B

[1025]  {fi (2S,5R) —5- ((FEIL) &) —2- (((U-FHFEIRER) BifQ) PIL) RIE-1- R IR T
Pig (St f125,371mg, 0.76mmol) ¥ AR T Mi7K — & H ke (8mL) H, I = 7 N 2 & fi%
(196mg) , FEAT VKA AEIR AP I =S (128mg) , HiEFE207 B, 3Bt TLCHAA A1 A AL &
VIR 45 R S A ARG F 0 B Bt A N — L.

[1026] T %2

[1027]  (2S,5R) -5- ((FEAIL) ((ZEHF AR IcAh) &5 —2- ((U-FHZERIE) BRAQ) BrIh)
WRIE 5 (2S, 5R) =5 ((FAEFL) (EFRIL) BIL) —2- ((U-AHFEARIE) BRAC) FRIEL) DR e 1Y i IR
Eh

[1028]  JKA NAE BB TR IRNESYH I\ EERR (730mg) » HiFE257 8, 1@ 1 TLCHA A )
PR BV R B 2 A B ARG T oy B Bt T — T %

[1029] T3

[1030]  (2S,5R) —6— (4 IL) -7 /0-1,6- &L = [3.2. 1] FELi—2- T R ERS- (4-fl
FRHL) s

[1031] b3k T 7 21078 & 4703 I 21 IMBR R SV H KW (8mL) H , 5 HE 27N, 4 s 3 5 771
Fl 2.1 .5 (100mL) # %, FHO . IMER R (100mL) - 7 AN B2 S84 /K 77 (100mL) i Al 26 7K
(100mL) ARIRBEW, FTCKIRBR BE 118, 1L U8, o0 IR 40 o R B AT iR A 2 AT (Cde/ &
fROBE=1/1) , ¥7iEH B A O e/ R 4l (B/1,2 X 6ml) ¥EFk, H23 T8, 5 25
g5 SR R PR UL A 87, 3mg 3L 7 BIR28%) »

[1032]  'H NMR (400MHz,CDC13) 81.58 (m, 1H) ,2.07 (m,2H) ,2.19-2.34 (m,1H) ,2.87(d,J=
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11.9Hz, 1H),3.23(d,J=11.9Hz,1H),3.36-3.48 (br.s.,1H) ,4.25(d,J=6.4Hz,1H) ,4.95
(d,J=11.4Hz,1H) ,5.09 (d,J=11.5Hz,1H) ,7.37-7.49 (m,5H) ,7.65(d,J=8.8Hz,2H) ,
8.24(d,J=8.8Hz,2H) ;MS m/z 414 [M+H]".

[1033]  Sjifs53

[1034]  (2S,5R) -6- (G4 IE) -7 MR-1,6- — &I —FF[3.2. 1] Fh-2- TR RS- (it
nE-2-%L) fig

[1035]  [{h2:3X94]

[1036] ne Q

OJ_N‘OBn
1-53

[1037] T ¢l
[1038]  (2S,5R) —5- (R ((ESEHAR) ) &AL —2- (((hmg-2-2) mi ) )
WRAE-1-FR IR T BEEL (2S,5R) -5- ((RAEIL) (&It &) —2- (((enE-2-58) mifl)
H5) IRIE-1- R T B
[1039]  {i (2S,5R) —5- ((FAHE) ZHE) —2— (((LRE-2-F8) i) FAL) WRIE - 1R IR T I
(St 5126 ,886mg, 2.0mmol) ¥ ME T Hi/K — & ke (16mL) , IO — R N2 £ % (516mg) , i3k
ITUKE ARIRE VI IO =06 (338mg) , FiHE: 1573, 3 i TLCH A [ Bk @Ak & P01 S B 25
Wz EMALK T ERS T —TF.
[1040] T2
[1041]  (2S,5R) —5- ((FEHE) ((ESEHEAR) ) &) —2- (((hmg-2-2) mi ) )
RIE Y (2S,5R) —5— ((FFZL) (ERIEE) &) —2- (((enE-2-28) BRAR) FIt) WRmE 1) FF R
Eh
[1042]  PKA FAE Bk TR 1R S I SRR (1922mg) , i FE3043 %1, 183 TLCHf A
] A AL G I I N4 TR KA S A ERE B B RS N — T .
[1043] T3
[1044]  (2S,5R) —6- (R4 JE) -7-80-1,6- =& 2 —3F[3.2. 1] ¥ hi—2-Bi AR R FRS— (it
nE-2-3) fig
[1045] ¥4 L3k T2 2010 VR & 403 o 2 0KV 1) IMBR BR E B K (16mL) 1, B dE 1IN, 4
LI R T (100mL) # R, FHO . IMERER (100mL) P AR R 8 /K 5 9 (100mL) | 1
A #h7K (100mL) AR RGeS, FTC/K B R B 11 , 1 I8 , W9 70090 e TR 25 o 1 B v i AT ek Js A
AT @kt /LR GER=1/1) , 43 2R A G Y)84mg (3 T UL ZE11%) .
[1046]  'H NMR (400MHz,CDC1s) 81.56 (m, 1H) ,2.02 (m,2H) ,2.18-2.28 (m,1H) ,2.94(d,]J=
12.0Hz, 1H),3.20 (m,1H),3.34 (br.s.,1H) ,4.21 (m,1H) ,4.92(d,J=11.5Hz,1H) ,5.07 (d,
J=11.5Hz,1H), 7.30-7.46 (m,6H) ,7.50 (m,1H) ,7.56 (td,J=7.9&0.9Hz, 1H) ,8.66 (m,
1H) ;MS m/z 370[M+H]".
[1047]  SCjitifsl54
[1048]  (2S,5R) —6— (WARIE) 748 A0-1,6- =& 4 I [3.2. 1] Fh—2- A SR ERS- (5—Tl
e -2-3%) fig
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(10491  [4k=R95]

O,N
TS
[1050] v Q

o)_ N‘OBn

11-54

(10511 T ¢l

[1052]  (2S,5R) -5- ((F&EEL) ((EREHF AR L) &) —2- (((G-RgZEmLne-2-3%) #AR)
BiIE) WRIE - 1R BT BREL (2S,5R) —5- ((FAHEL) (FHdk) 2 2E) —2- (((5-HY Mg -2
52 AR L) WRE - 1R R T i

[1053]  {ii (2S,5R) —5- ( (FAIE) & HE) -2 (((G—fHFEMEIE-2-3) B0 FRIL) WRIE- 1R IR
AT HR (SLHiF27, 2.31g,4.72mmol) W MET MK Z & H & (32mL) , IIA = F N EE 4%
(1.22¢g) , FATUKA AER AP NN =S (803me) , i FE 15 B, JE 1t TLCHAIA A1 b5 AL &
VI S NG5 R 240 B RGBS B EMLS T — T 7.

[1054] T J¢2

[1055]  (2S,5R) -5- ((FFEEL) ((E&EF AR L) &) —2- (((G-hgZEnL e -2-3%) #AR)
PRIL) URIEEL  (2S,5R) -5 ((FEA) (IR &) —2- (((5-hE2Ent e -2-28) mifR) Hd)
Wk B A FF ek i £

[1056]  JKA NAE EIR TR IRNESYH I EERR (4.53g) » HiFE307 8, 1@ 1 TLCHA A )
PRl BV R B 2 AL B ARG T oy B Bt T — T %

[1057] T %3

[1058]  (2S,5R) —6- (A IL) -7T-8M-1,6- &4 —FF[3.2. 1] Ehi-2-BACHREES— (51
S g -2-3) fig

[1059] ¥ b3k T3 200V & 403 N2 UK A 1 IMBR BR S /K W (52mL) 1, BEFE /NG,
SN R £, 15 (300mL) Fikg, FHO. IMERER (300mL) - 1 AR FR S AN /K ¥ R (300mL) 1
A #h7K (300mL) AR KBS, TG /K R B 11 , 1 I8 , W9 P09 TR 25 o 1 e v i AT ek Jis A
AT @kt /LR GER=1/1) 3 2R A -E )34 . 8mg BT 7 St #2%) .

[1060]1  'H NMR (400MHz,CDC1s) 81.50-1.69 (m, 1H) ,2.00-2.12 (m,2H) ,2.19-2.31 (m, 1H) ,
2.87(d,J= 11.9Hz,1H),3.22(d,J=11.9Hz,1H) ,3.36-3.40 (m, 1H) ,4.27(d,J=5.9Hz,
1H) ,4.93(d,J=11.5Hz, 1H),5.07(d,J=11.4Hz,1H) ,7.36-7.47 (m,5H) ,7.86 (dd,J=
8.7,0.6Hz,1H) ,8.50 (dd,J=8.6&2.8Hz, 1H),9.41(dd,J=2.7&0.6Hz,1H) ;MS m/z 415[M
+H]".

[1061]  Sjifs]55

[1062]  (2S,5R) —6- (R4 L) -2-[ C-Fif-1,3-MEMbr-3-2%) FAk]-1,6- &R =3
[3.2.1]Fke-7-H

[1063]  [{b&3X96]

L
.
[1064] Q
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[1065] T ¢l

[1066]  (2S,5R) —5- ((FEIEE) ((ZFH AR A &) —2- (C-BA-1, 3-MEmE -3
HE) F ) DRIE - 1R R T BER (2S,5R) —5- ((FAAL) (EHdh) &2 k) —2- (C-mifl-1,3-1
Mt —3—2) Bk R) IRIE - 1- 3R T B

[1067]  {i (2S,5R) —5- ((FHIL) &) —2- (-Fif-1, 3-MEME fr-3-3%) PrIL) IRIE-1-38
AT e (S 5128, 444mg, 0. 98mmol) A T Hi/K — & H it (BmL) o, IO — 7 N 2 4 1%
(260mg) , BEAT VKA AEIR AW I =6 (169mg) , i FE0 . 57N, 38 I TLCHf A In) b @4k
B RN SR A A A SRS B B A T — L.

[1068] T %2

[1069]  (2S,5R) -5 ((FEIEE) (AR A &) —2- (Q-BAR-1, 3-MEME -3
HE) R URIERL  (2S,5R) -5 ((RAIL) (FHkAEL) &AL —2- (C-BAfl-1, 3-MEme ki —3-Jk) #«
HE) WRIE ) H PR

[1070]  JKA NAE EIR TR 1IFNESYH I N HRERR (0.65mL) , #HE5 78, 1@ 1 TLCHA A )
PRl BV R B 2 A B ARG T o B Bt T — T %

(10711 T3

[1072]  (2S,5R) —6- (R& L) —2-[ 2-if-1, 3-MEm ke —3-3%) FkFE]-1,6- =& 4
[3.2. 1] k-7-H

[1073] ¥ 3R T 209V & W03 N2 DK VA 1) IMBR R S 4 /K iR (1. 1g/9ml) o, 5550 . 57
I, NN B8 £ B (65mL) HEAT 73 )2, ¥ A HLZ FHIMER R (20mL) 7 FH Bk PR 4 7K ¥ W
(20mL) P AN 27K (20mL) AR IRBEES , FHC/KBRER B T4, 108 , R IR 4 o F4 TR AT kIR
HENT (C e/ CGR CGEE=1/1) 15 2hs B G916 Tmg 3 TF Sl %45%) .

[1074]  'H NMR (400MHz,CDC13) 81.72-1.88 (m,1H) ,2.00-2.18 (m,3H) ,3.19-3.41 (m,5H) ,
4.56 (ddd,J= 11.7&7.4&5.4Hz,1H) ,4.70(ddd,J=11.7&9.1&7.4Hz,1H) ,4.90(d,J=
11.4Hz,1H) ,5.03(d,J=11.4Hz, 1H),5.30 (m,1H),7.31-7.49 (m,5H) :MS m/z 378[M+H]".
[1075]  Sjiifs]56

[1076]  (2S,5R) —6— (R4 IE) -2-[ C-Fif-1,3-WEMEbE-3-2%) Ak ] -1,6- —F R =3
[3.2.1]Fke-7-H

(10771 [4k2:X97]

.
N
o7g] r@

[1079] T ¢l

[1080]  (2S,5R) -5- ((RAHIE) (&AL b &Ik —2- (-1, 3-HEmk k-3-
HE) F L) DRIE - 1R BT BEk (2S,5R) —5- ((FAAL) (EHdh) & t) —2- (C-mifk-1,3-18
M JE—3—4k) FieER) RIE - 1R R T g

[1081] i (2S,5R) —5- ((FEIL) &AL —2- (@-FifX-1, 3-FEmE fr-3-28) FREL) WRIE-1-2
AT i (S HE5129, 330mg, 0. 76mmol) I T Bi/K — & e (6mL) o, IO = N 2 4 1%
(196mg) , HEAT VKA  FEVR AW IIN =6 (135mg) , i FE0 . 57N, 3l i TLCH A [ A i Ak
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BN NS R A ISR ) B HAE A T — L.

[1082] T %2

[1083]  (2S,5R) -5 ((FEHE) ((ZHEHEHE) HAk) &) —2- (Q-Fif-1, 3-HEmk fr-3-
59 BHL) WRIERL  (2S,5R) -5 ((RAEE) (FkAE:) k) —2- (-Fifl-1, 3-REmkFi-3-J%) Fi
52) WRHE 1) F R 2

[1084]  JKA NAE IR TR IRNESYH I N HEERR (0.50mL) , #FE5 78, 1@ 1 TLCHA A )
PR AL B I R LG TR Bz AL B A SR 7y B B T — 17 .

[1085] T J¢3

[1086]  (2S,5R) —6- (R4 IE) -2-[ -Fif-1,3-WEMEbE-3-2%) FRAE]-1,6- —F R =3
[3.2.1]Fke-7-H

[1087] ¥ Lk TR 2000 7R & 903 In B VKA 1 IMBR FR AT /K ¥ (0. 83g/7ml) H, #5420 5
NI TN /R 2 B (65mL) JEAT 73 2, #5 A HLJZ FH 1Mk R (20mL) o A0k R S 7K 7 Vi
(20mL) P AN £ 27K (20mL) AR IRBEES , FHTC/KBRER B T4, 108 , R IR 4 o F4 TR AT kIR
HET @5/ R OBE=1/1) 13 2FrEk &1 16mg BT 7 it Z42%) .

[1088]  'H NMR (400MHz,CDC13) 81.72-1.88 (m,1H) ,2.00-2.18 (m,3H) ,3.19-3.41 (m,5H) ,
4.56(ddd,J= 11.7&7.4&5.4Hz,1H) ,4.70(ddd,J=11.7&9.1&7.4Hz,1H) ,4.90(d,J=
11.4Hz,1H) ,5.03(d,J=11.4Hz, 1H),5.30 (m,1H) ,7.31-7.49 (m,5H) ;MS m/z 362[M+H]".
[1089]  SLjiif557a

[1090]  (2S,5R) -6- (FHAKE) -7T-45A0-1,6- 4 IR [3.2. 1] ke -2-RIR2, 5- — AR
M i1 -2 i (T11-57)

[1091]  [fk223K98]

[1093] T ¢l

[1094]  (2S,5R) —-5- ((FREIL) ((ZEHF R AL &0 IRIE-1, 2- IR 1-HU T FElH2-
(2,5 AL br-1- ) BrEk (2S,5R) -5- (R (FHHE) &L IRIE-1,2- IR 1-
BT RG22, 5 A AR e -1-38) Bg

[1095] & (2S,5R) —5— ((FEIL) ZHL) WRIE-1,2- IR 1-H T FElE2- (2, 5- AR %
fi—1-25) 8 (SLhEf30, 447mg, lmmol) VA T ik S H Ht (8mL) W, DA = F N Jk 4 fi%
(259mg) , HEAT VKA AR AW IIN =6 (169mg) , HiEFE1 . 57N, 3l i TLCH A 7] A i Ak
BRI NS R ZN EMAE R B EEME N — L.

[1096] T %2

[1097]1  (2S,5R) -5- ((F& ) ((EEH AR k) &) WRIE-2-RIR2, 5- — A ML
Fi-1-JEMEEE (2S,5R) —5- ((FE L) (FURES) 2 L) WRIE-2- 2R 2, 5— AL i ke — 1%
P ) FR TR

[1098]  ¥KA F7E LR T F1IHRAYH MA B EER (96 1mg) , i F:55 8, @ i TLCHf A ]
PR BV R B 2 AL B ARG T oy B Bt T — T %
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[1099]  TJ¥3

[1100] (2S,5R) —6— (& IE) -7T-F -1, 6- =& 2 IR [3.2. 1] Efi—2-FRR2,5- &AL
IR ft—1 - g

(11011 fE B3R T 2R e b — 5 9 L (1.43g) , 45410, 5/NHE 4 S L 71k
FE VA A4 PR 2, R 2. (65mL) FiRe , PR IR R (20mL) HLRIBRAR LB/ L (20mL) H0
R oK (20mL) RV » P TE ACBRR B T4, e T L 4 o 4 5 o 0 e I e/
T8 (1/1,20L) \Eke/ Z B 2.8 (2/1,2nL) Bk (2mL) IR P60 T RS 61
G SR R AR AL A 2T4mg - BTLF MU T3%) % &M ACE B 5 2% 611811
HdE— 2.

[1102]  SZjEf57h

[1103] (2S,5R) —6— (& IE) -7T-F -1, 6- &2 IR [3.2. 1] Efi—2-RR2,5—- &AL
Mg fe-1-F5iE (111-57) #ELE AR

[1104] {1 (2S,5R) -5— ((REIE) ZIE) —1- (BUT AL HIL) IRIE-2- R 1R (%114, 354ng ,
tmmo 1) JEAR 15K 2.5 (8mL) , I = 53 P2 2. (194mg) Fld—— H U BEREE (12mg) L AT
VK AETRE YR IR (2, 5—- A ACHE IR Li—1-38) BR R ES (384mg) , 7E iR Nt HE3 /NI .
K 5 VBRI 4 i B s P 2 2T (65mL) e, FH10 %6 K502 (20mL) e i » P f A
FRPR A BN (20mL) B4 1673 B A HLZE 2= RV A& £R/K (20mL) e , FITC/KBR
FREE T4 U8 (7 AV P08 25 L 79 FITR 5 436mg (T U 98%) o %54 4 VAR Tt
K S B (SmL) N — 5 A 5 2 e (259mg) , HEAT UK B IR & h NN =6 <
(169mg) , Pk 1/, B2, NN FRE IR (96 1mg) » $5EHk5 70 o B VA Wi 2 vk v ) I M iR
SUHIKIER (1. 1g/9mL) w5 HE0 . 5/N, N 2R T (65mL) #EAT 43 2, A HLZ A IMER
% (20mL) L AIBRER S AN K VAR (20mL) AT Eh7K  (20mL) MR IRV , Fl TG /K IR FR B 15
et IR R4 AR O (R E b/ SR LR (1/1, 20L) B/ LR (2/1,20L) |
CLbv (2mL) IR VR TR » 7B 45 5 1O AT AL & 426 0mg (AU R58%) %4k & I X S8 03 55
S5 1518 B — 2

[1105]  SEZjif57c

[1106]  (2S,5R) —6- (FEIE) 748 40-1,6- & A 3 [3.2. 1] ¥he-2-RR2, 5- ~HA
Mg fe—1-FEE (111-57) LA 2

[1107) s (25,5R) ~5- ( CRARIE) ZUE) ~1- (BT UL BRIE) DR 2208 (B 44, T00mg,
2mmo 1) ¥ fif T Bt /K PO UG IR (10mL) H , ¥4 H1 2 -20°C o fETR A9 *P AR VO In & R R 5 T 1
(300mg) M=Z & (444mg) , HE+E 155 Bh o 76 R BLF N 1-F2 kg k-2, 5- — i
(253mg) , P FE307 B, R I N HE— P BR300 81 4 S RV FH 208 .6 (35mL) #ikg , H
10% F R (10mL) LRI AR U /K4 (10mL) AT #h K (L0mL) HRIK BEw » FATE K Biia
BT, R T R (322 , 79 50 v 08 5mg o 4 T 4 VAL T K S 077 (10mL) e
A= 0% (303mg) , HEAT UKV o FETR S W) NN =06S (23Tmg) , L FE3073 B, I H
(0.1mL) , HE+E3050 Bl 5 W AN AR (1. 3mL) ) — &0 5t (4. OmL) Y89, JE— 2545 #4130
I3l IR £ N IV VKA B 1B U ATV (2. 4/ 20mL) o SE$E30) B, IS0
(10mL) BEAT 73 2 KA HLZE T IMER R (10mL) 4 ANBR R S M /K VA W (10mL) < 1 Agr K
(10mL) FeVR e o K A HUE FITC K B ER B 1 S iE , Vol R R 45 o E Ry BEAT i, 7E 1
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AN CkE/ LR 6 (1/2,3mL) , it , 198, A ke/ LR 4B (1/1,3ml) ke (3mL) #KiRk
Peisk , 15 3 45 S AR AL A P0556mg (RIS T5%) o iz L& VIR A B 5 2 2% 191 18I B d
—3%.

[1108]  SLjiif558a

[1109]1  (2S,5R) —6- (4 IL) -T-840-1,6- & I [3.2. 1] ¥ Li—2- R/ (IR, 2S,6R,
7S)-3,5- A -4-F I =R [5.2.1.0%0] Z5-8— 47 —4—FLfig (I111-58)

[1110]  [fk223K99]

O
s
[1111] © Q

(0]

o] ‘oBn

(11121 Tl

[1113]  (2S,5R) -5- ((FEIL) (& HEE) ) ) IRME-1, 2- R ER - T 252
((1R,2S,6R,7S) -3,5- ~AM-4-E =3 [5.2.1.0% %] 248 M54 4£) figEh (2S,5R) —5-
(CRER) GEREL) 258 IRIE-1,2- R B 1-BUT HiEE2- ((IR, 2S,6R, 7S) -3, 5- X4~
BI=IA[5.2.1.07°] -8-J—-4-5) fig

[1114]  fd (2S,5R) -5- ((FEIL) BHE) URE-1,2- FREZ1-# T 52— ((IR,2S,6R,7S) -
3,5~ AMA-E L= [5.2.1.0%°] 288 MH—4-FL) fig (SLjiti31,512mg, Immo1) V& T
K & F e (8mL) A, IO = R 2L 2 % (260mg) , JHEAT VKA AEIR AP I =R
(169mg) , HiFE0. 5/NET , T8I TLCHIA I br AL A P [ V45 (MS m/z 575 [IM+H] ™) o 4%
e EMAGRE T B HELS T — 17

(11151 T %2

[1116]  (2S,5R) -5- ((FEEL) ((ZHEF AL PRI &) IRiE-2-2 1R (IR, 2S,6R,7S) -3,
5- AN -4-F =R [5.2.1.0%°] 28 -8-IF—-4-FEAguk (2S,5R) —-5- ((FEEIL) (EHH) &
) IRIE-2-2 8 (IR, 2S,6R,7S) -3, 5- A L-4- A+ =¥[5.2.1.0% ] 28454 K5 K)
FHE PR 5

(1171 UKA FE LR TR URA P I R (0.65mL) , BEPE5 434, @ i TLCHRIA M
PRl BV R B 2 A B ARG T oy B Bt T — T %

(11181 T3

[1119]1  (2S,5R) —6- (FEIL) -T-840-1,6- B 3 [3.2. 1] ¢ Li—2- /R (IR, 2S,6R,
7S) =3, 5~ AR AR A IR [5.2.1.0%°] ZE-8- I -4- I g

[1120]  f L3R T R 2000 7R & 403 N B KA 1) IMBR R S B /KR (1. 1g/9mL) H, 5t 0. 571
I, NN B8 £ B (65mL) HEAT 73 )2, WA HLZ FHIMER R (20mL) 7 FH Bk PR S 4 7K ¥ W
(20mL) P I £ Eh7K (20mL) AR IR BEER , FJC/K IR R B 15 , ik U8, I Ak 4 o b B w1 [ 4
R GBR/Ekt (1 2) Yeidk, T, 79 3 J0 € 45 5 o8 R B b RBAL & P 346mg (31 7 SR
KT19%) WA WA E YR 5 255 19 £t — 2L

[1121]  SLjif5158D

[1122]1  (2S,5R) —6- (FEIL) -T-840-1,6- B R [3.2. 1] ¥ Li—2- R/ (IR, 2S,6R,
7S) -3, 5- AR -4-E A =R [5.2.1.0% %) B6-8—JA—-4-FL g (T11-58) LA k1
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[1123]  { (2S,5R) —5- ((FAIE) &AL —1- (BUT ALk IL) WRIE-2- R R (=% 4, 368mg,
1.05mmol) V& fi# T Wi /K — & W %¢ (4mL) , o\ (IR, 2S,6R, 7S) -4- 2 3—4-F 3 =¥ [5.2.1.0°
01 28-8-4#-3, 5~ M (207mg) , HEATUKYA AEIR AR KK~ 2.3 -3~ G- HF R Z I/
3 B R AR IR Eh (221mg) A —H & IEMEIE (13mg) , 7E F L N HEEE— B0 1 S N ik
WRAG S5 1 5RE F LR £, 155 (30mL) % , FHUKA I 10 % Fr R (10mL) 1 FIRR FR &L AN /K 15 WK
(10mL) AR AN 27K (10mL) AR RGeS, FJC/KBRBR B T M , 1 8 o I 77198 He 088 25 I 15 21 1)
BRI Img A A iR T K S H e (8mL) A, I R N2 2 % (155mg) , HEAT VKVA o 7ETR
PN = A (119mg) , FiFE:0. 5/N0 , 8256, TN H i ER (0.52ml) , T 157> 8 K iR &
Wi 02 UK A ) IMBR R S8 K VA (801mg/9mL) o, it #E 0. 5/NKF, In AN Z. /R 2. T (65mL) 3k
1750 2 B A HLZ FIMER IR (20mL) 1 A1 AR FR A AN /K R (20mL) M AT & R 7K (20mL) Ak Bk
B TR IR BR B 115 , ik 8 o W v R el R A 4 Jim ) s o B [T 4 T bt/ 1R < B (1/3) ¥t
%, IR T, 75 B bR AL A 346mg (RIRRT5 %) 2 AL S I B BUE 55 % 5119
[ £ s — 2

[1124]  SCjiif558¢

[1125]  (2S,5R) —6- (A L) -T-840-1,6- B I [3.2. 1] ¥ Li—2- /R (IR, 2S,6R,
7S) -3,5- A -4-E A =IR[5.2.1.0% %) Z6-8—JF—4-FL g (IT1-58) LA k2

[1126] g (2S,5R) -5— ((FEEE) &) —1- (BUT HEEHE) IRIE-2- R (% H614,14.0g,
41.09mmol) Y& MR T i /K PU S (200mL) ¥4 Z1E-20°C /2 A5 - AE TR & Wb i In & g 5+
Thg (6.11g) , 825, WM =% (8.86g) , fEAHFIRE T HiPE 157> B B35 , 70 R BRI N
(IR,2S,6R,7S) 42 - 4-F =¥ [5.2.1.0%°] 2&-8—4%—3,5— i (7.87g) , fEAH[F IR &
N304 B, B TR IR R BERE30 0 Bl I N 4R £, T8 (700mL) H5 % , FHUKYA 1
10% F7E2 (200mL) i FIRR R S A /K VA (200mL) 7 A £ 7K (200mL) R VRS , TS /K
AR R B T8, L Y0 o K VA R T 2 9 IR FH TR £ TR BB 5 9 4 T 19 B ) 5 25 . 1g (S2
%92 %) AT WK &G (180mL) H, I\ = 2% (5. 5g) » BEAT VKA AEIRA Y I
=R (4.29g) L BFE30 3 B, B, IDNHIBE (ImL) , 450 4E 3043 o 75 S SR HH i I FH R 2
(23.5mL) 1) & F B (30mL) ¥, HE— DA 3070 Bh o F TR S 03 0 20K VA 1 Ik 1% 0 B
IR (43.5g/200m1) 1, HE #3000 %, AN G AT (100m1) HEAT 40 2, KA HLZE FH IMER R
(200mL) ¥ AR R S A /K VA T (200mL) 7 AE 26 7K (200mL) 4R IR B 4% « ¥ &K |2 FH & AT
(100mL) AR SR EL . & A HLZ FTC K BR R BE T4, 1 I8 o V8 7719 s 34 4 o 15 28] (1) Bk s
ARET S5 (T0mL) H, A CLBE (100mL) , F#1E307080, & T, #E— 2P I ke (100mL) , 4t
LN} A o 5 it ok S B HE T4, 75 BIRR L S 015 . 4g (B8 100% , SR 88 %) 1%k &
WA 5 4 5 22 ) L9 B dE — B30 6 A i (R RSE PR AT PR , 7502 38 B AU LR A T
—MH.

[1127]  SZjifs]59

[1128]  (2S,5R) —5— ( (4R L) & HE) WRIE-1, 2- R IR1-HU T H:fig2- ((3aR,7aS) -1,3-—
AM-3a,4,7, Ta- IS~ 1H- FMME-2 (3H) -3%) fig (11-32)

(11291  [{k=5100]
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.OBn

O
e}
N., . Jh
1130 o
oY

[1131]1  {# (2S,5R) -5- ((REAFE) &) —1- GBUT F I IRIE-2-R R (ZFH 4,
3.504g, 10mmo) ¥ fif T Mt /K DU SRR IR (50mL) H , ¥ H1 82 -20°C A2 47 o AEVR A0 P i In & F IR
R T he (1.51g) , 56, WM =% 2. 17g) , EAHIFIRBE T HiFE 1570 Bl 38255 , £ I N
A (3aR,7aS) —2-¥:H-3a,4,7, 7Ta-PUS, —1H-FW|%:—1,3 (2H) -8 (3% 4120,1.84g) , 7£
FRFIRRE T HEFE30 B, 3 — AR IR T HEFE30 4508 R N H 412 <. B (200mL) #kE
FHUKA 10 % Fr4 IR (60mL) M AIAR FR A A 7K A (60mL) P A& R 7K (60mL) ARk Be¥ss , F
TR R EE T8 , ik UE o o 8 VA ok R VA 4 i 45 B BRI AT HE A 2 AT (T e/ SR 4R =
2/1) A3 BT AR AR AR AL G404 . 689g (X F9I4%) o

[1132]  'H NMR (400MHz,CDC13) 61.47 (bs,9H) ,1.59-1.75 (m,2H) ,2.04-2.32 (m,2H) ,2.16-
2.35(m,2H) , 2.61(d,J=15.2Hz,2H) ,3.14-3.24 (m,4H) ,4.15-4.22 (m,1H) ,4.71(q,J=
11.6Hz,2H) ,5.03 (bs,1H) ,5.97 (bs,2H) ,7.26-7.38 (m,5H) ;MS m/z 500 [M+H]".

[1133]  SLjiif560a

[1134]  (2S,5R) —6- (AL -T-8/8-1,6- — B & = [3.2. 1] ¥ ki—2-R 8 (3aR, 7aS) -
1,3-—%4K-3a,4,7,7a-PUE —1H-S7M5|We-2 (3H) —FL Mg (111-59)

[1135]  [fk2101]

e 3N

[1136] o N
o)_N‘oan

11-59
(11371 Tl
[1138]  (2S,5R) -5- ((FEIL) (& HEE) i) ) IRME-1, 2- R ER1-U T 2 h52-
((3aR,7aS) -1,3-—%A% —3a,4,7,7a-PUA—1H- 752 (3H) —3&) FigEk (2S,5R) —5- (CF4
B (EREL) ZHL) IRmE-1, 2- R 1T 82— ((3aR, 7aS) -1,3- % -3a,4,7,7a- P
S -1H-57m] -2 (3H) —2&) B
[1139]  fii (2S,5R) —5- ((FEIL) BH) URIE-1,2- FREZ1-#1 T F:fig2- ((3aR,7aS) -1, 3~
T A-3a,4,7,Ta- VU A —1H-FM5|WE-2 (3H) —3%) fig (SLiti 5159, 4.689g,9.386mmol) ¥4 fiE T
Bt 7K & AT (50mL) H, I =k (1.40g) , BEATUKA AETR SV IIAN =06 (1.09g) , HiiHt:
0. 57N, 3B I TLCH [F) A AL B W0 ) S L 485 R o 2 A B AN K il 43 B B4 IE 45 T —
TR
[1140] T2
[1141]  (2S,5R) -5- ((FEIE) (& HHIL) PIL) ZIL) IRiE-2- R R (3aR,7aS) -1,3-—-
AM-3a,4,7, Ta-PU - 1H- FW5I-2 (3H) ~HE L (25, 5R) -5- (CRAZE) (RUBAE) E2E) IR
WE-2-¥21R (3aR,7aS) -1,3- % f%-3a,4,7, Ta-PU S~ 1H- 5152 (3H) ~SE 6 ) FF i 26
[1142] KA FLE LR TR 1IREYH N EE (0.255mL) , 430708 5 , I F 1 12
(8.89g) , 1 F:3073 Bl , 18 ik TLCHAIA I b AL S W) I N 45 oK AL B AN SR 1l 0 B B
BT — T
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[1143] T3

[1144]  (2S,5R) —6- (AL -T-8/8-1,6- — B & = [3.2. 1] ¥ Li—2-R K (3aR, 7aS) -
1,3- =% f-3a,4,7,7Ta-PUE —1H-F:M|WE-2 (3H) —J&[iE

[1145] ¥ B3R T 20008 A 403 In B UK YA 1 IMBR FR & 4 /K i3 (11 . 1g/100mL) H , $ii#E
0.5/, IIANE AT (30mL) JEAT 43 )2, ¥ A HLZ FH IMER R (T0mL) 1 AN ik IR S B 7K 1 T
(7T0mL) AN Eh7K (TOmL) AR IR e, TG /K B ER B T05e , a8, IR IR 4 o K i i v i T 5
£ (16mL) /1, IOt (24ml) , BiEFE1550 81, i — P IO (8mL) , T4 157 B 2L K At
o ] st R S S/ b (2/3) BIVRA IR, UE T8, 15 B T ta 25 5 1ok R I
BAA 3. 51g BT B E8%) %A WA £ E 552 H21 (1 £ ds— 3

[1146]  SLjiif5160b

[1147]1  (2S,5R) —6- (AL -T-8/8-1,6- — B & =3 [3.2. 1] ¥ Li—2-2 R (3aR, 7aS) -
1,3- 5 A0-3a,4,7, Ta- U —1H-57:M5|M—2 (3H) —J: ik (T11-59) JELE 15K

[1148]  fd (2S,5R) —5- ((REE) &) —1- (BT AR IRE) IRIE-2- R IR (S FHH14,
3.504g, 10mmo) ¥ fiF T Mt /K DU SR IR (50mL) H , ¥ H1 2 -20°C A2 47 o FEVR A0 P i In & F IR
5 THE (1.157g) . 855, M=% (2. 17g) , EMRNRE T #HE 157 B 858 42 NI
MO (3aR,7aS) —2-¥£3£-3a,4,7,7Ta-VU&E, —1H-FM|¥E-1,3 (2H) - — i (Z*#4#120,1.84g) ,
TEMFNR B N B30 %, 3E— DR IR FHEFE30 23081 4 I B H 2 1. 2. T (200mL)
B, VKA 10% 7B R (60mL) WL AR R SV BN 7K I ¥ (60mL) WL A& 27K (60mL) AR Kk
B, FTC/K B BB 1%, 1ok 8 o Ko B VBRI R IR 400 P 15 B[ 7R 5 . 21 g (B &) A iRV R T Bk
S5 (50mL) 1, AN =287 (1.5g) , BT UK AER EWIHF ININ=8R (1.157g) , it #3049y
Bl 3245, NN EE (0.27mL) , B FE30 50 i o 78 S5 07 Y 37 n FR R R (9. 47¢) 1 &0 05t
(8mL) YA » 1t — 2113043 o F VR A 03 N B UK ¥ 1 IMBR B & A /K ¥ (11.84¢/100m1)
L, BRS04 B, IO (B0mD) HEAT 4 2, KA HLZE FHIMERER (70mL) 1R FHAs R S8 /K
W (70mL) AR 2R K (T0mL) AR IR PR 5% o K 25 /K 2 A& (33mL) KK $E L. & I B HLZ H
oK TR BE T8 , S U8 o WV 7R ol P R 4 I 43 38 () B i 4 s A T 05 (16mL) H, DN L )
(29mL) , P FE 15008l HE— DI CULE (5mL) , T4 1570 B Ak B Bt H 1 ] 4R e % 5 it 8 B
H T8, B BAR AL A3 . 3Tg GRIRTI%) o iZ LA MRS B 55 2% B 21 i Bl —
.

[1149]  SLjtifsl61

[1150]  (2S,5R) -5 ( (R4 IE) &) WRiE-1,2- R 1T #AE2- ((3aR,7aS) -1,3-—
FARNE - TH-S05|WE -2 (3H) —3%) i (11-33)

[1151]  [fh23102]

(o]
(o]
Q} :Ni\ J,
[1152] g
LA,

11-33
[1183]  fii (2S,5R) -5- ((CREFL) & IE) -1- (BT A FE L) IR -2-RR (% B4,
3.504g,10mmol) ¥ fift T Bt /K VU S We iR (50mL) 5, ¥ E1E-20°C 2 A5 o AEVR &4 v i & R
STHE (1.51g) , 855, WMIN =2 8% (2.17g) , FEAHENREE R HERE1500 % 5545 , 76 S S

OBn
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A (3aR,7aS) —2—- ¥ 5 /N &~ 1H-FW[Wk-1, 3 (2H) - (=% 4122, 1.86g) , fEAH R EE T i
FE3073 B, 1 — P AR R T HHEE30 7 Bl o B I N £ R g (200mL) R, FHUKYA 1110 %
FPEIR (60mL) V8 AIRR FR &AM /K VAR (60mL) M AT £57K (60mL) 4K IR s, FTE K BRI 85 T
f5 , LU R SRR IR 48 BT A5 B SR IE AT REIR B EAT (B %8/ 2R Tl =2/1) , 33Tt
TR AR R bR @ 544 . 521 (ZE90%) -

[1154]1  'H NMR (400MHz,CDC13) 81.35-1.58 (m,13H) ,1.62 (bs,1H) ,1.76 (bs,2H) ,1.90 (bs,
4H) , 1.95-2.15 (m,2H) ,3.00 (bs,2H) ,3.15-3.30 (m,2H) ,4.16-4.25 (m,1H) ,4.72(q,J=
11.6Hz,2H) ,5.30-5.53 (m,1H) ,7.26-7.38 (m,5H) ;MS m/z 502[M+H]".

[1155]  Sijiif5)62

[1156]  (2S,5R) —6- (AL -T-8/8-1,6- — B & = [3.2. 1] ¥ Li—2-R 8 (3aR, 7aS) -
1, 3- AN E - 1H-F7 05| Wk -2 (3H) —2& 45 (TT1-60)

(11571  [fk2#5103]

s
Nog v q

[1158] o N
4 N\
o] OBn

l-60

[1159] T ¢l

[1160]  (2S,5R) —5- ((FEIL) (& HHE) i) ) IRME-1, 2- R IR 1-U T 252
((3aR,7aS) -1, 3- AR/ E - 1H- 70| bk-2 (3H) —25) BEEL (2S,5R) —5- ((FAHEL) (FHkE)
L) MRIE-1,2- —FRER1-FUT FHERE 2- ((3aR,7aS) -1, 3- AN E - 1H-FM| -2 (3H) -
) g

[1161]  fdi (2S,5R) —5- ((FEIL) BH) URIE-1,2- FREZ1-# T %:fig2- ((3aR,7aS) -1, 3~
TEAARNE-TH- g -2 (3H) —3%) fE (SLHtf5161,4.521g,9.01mmol) ¥ fF T Wi K S A
(50mL) H, NN = 2% (1.350g) , BEAT VKA AEIR G NN =06 (1.043g) , FiEFE0. 5/
B, 388 I TLORA A [l A AL A D ) S B 465 TR o A S AN SR 1 o B8 B4 — 1%
(11621 T %2

[1163]  (2S,5R) -5- ((FEIE) (=& HHIL) HIL) Z L) IRiE-2- KRR (3aR,7aS) -1,3-—
AARNE - 1H- 5205 -2 (3H) —EEASE (2S,5R) 56— ((FAEL) (GPdt) &) RIE-2-FR %
(3aR,7aS) -1, 3- AN - 1H- MW -2 (3H) —ZE Mg 1 F iR 28

[1164] Pk FAE EIR TR IIRG P I BE (0. 245mL) , B HE30 73205 , I\ FE TR
(8.53g) » T FE:3073 Bl , 18 ik TLCHAIA IR b AL S W) I N 45 o B AL B AN SRS 1l 70 B B
BT — T

[1165] T %3

[1166]  (2S,5R) —6— (4 IL) -7-FA4-1,6- ~ A4~ [3.2. 1] Fhi-2- 2B (3aR, 7aS) -
1,3- AR A - 1H-5: 05| -2 (3H) 215

[1167] ¥ bk TR 2000 78 & 403 I 21 UK ¥4 1) IMBR R L A1 /K i3 (10.668g/90mL) H , i 4
0.5/Nif, IINE AT (33mL) HEAT 43 2, M A HLJZ FH IMER IR (T0mL) 7 R B R S B 7K ¥ W
(7T0mL) P AN 27K (70mL) AR IRBEES , FHTC/KBRBR B T4, 108 R IR 4 o F4 TR AT ik IR
HEMT &/ O CTE=6/1) , 43 BT A E R bR ik 5493 . 106g L7 B E81%) - %
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a5 255 2300 84E — 2.

[1168]  Sjif5l63

[1169]1  {2-[ ({[ (2S,5R) -6—"F&IE-T-A-1,6- &I [3.2. 1] F-2-F ] B dt &=
1) B O H R ERBUT IR (TV-1-1)

(11701  [fk2#30104]

o
BDC.‘H/\/O.,H)L,I‘Q
[1171] o
o N‘OBn

IvV-1-1

[1172]  sZjtifsl63a
(11731  [4k=105]

C|) BocHN”~ N, o j:
e M. BocHN™ >N
[1174] 7 'O . HoN

[1175]  {§ (2S,5R) —6- (F4IL) -T-848-1,6- B — I [3.2. 1] ¥ k-2 FR BR &L 1 fig
(SE£Tit45136,315 . 3mg, 1.00mmol) ¥ T-MisK S H k¢ (5.0mL) H, FEUKA T IIA2- (& Fk
) CEZER BT (194mg)  BIMEK S H KT (2. 0mL) ¥, i HE 1/ o IIN = 2%
(153uL) , FFE305r % f5 , Fhild 22 S 05, P HE — 2 B S B 218 < T (65mL) #kE, H
10% Friglg (20mL) i FIRR TR SN /K VAR (20mL) £ 57K (20mL) fk R Bk » T /KB iR
BETHE, b€ WUR R JE AT REIR AR JEAT (B i/ LR L5 =92/8-0/100) , 18 B kr ifL &
Y145 . 1mg (H10%) WAL S5 S 6I30) TP AR —2.

[1176]  SLjiif5163b

(11771 [1b23106]

[1178]

CI\@\oj’»—‘ BocHN">""NH, BOCHNWO\HJOL%

ojgban o)g‘oen
[1179]  fg (2S,5R) —6— (4 IL) -7T-HA-1,6- &L 3R [3.2. 1] Ehi-2- R M4-E K It
Mg (SLtafs137,89.33mg, 230.9umol) I AFE T Bk & H e (1. ImL) H, FEVKYA B INA2- (&
BR) CHFFEF B AT HE 43.0mg) i /K & e (443uL) VL EEE LN A= 2
& (35.4uL) , fiHE /NI S, Tl 28 5, P PE— B B e B 4.2 0B (15 0mL) #
FH10% FTH# 1R (4. 6mL) P FNER IR A AN /K IR (4. 6mL) AR #7K (4. 6mL) MR IR ¥R,
IKEREREE T, 198, IR IR 4 i AT RERAE B4 (O bt/ LR 4 TE=1/2) , 13 Bbr it &
128 1mg (K %28%) WA WA R BG5S 4130 T 7 LI Eds— 3k
[1180]  SLjiif563c
(11811  [fk2#107]

F 2 0 .
[1182] ¢ o)'«-g e T o
N
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[1183]  fg (2S,5R) —6— (CFEAIE) -7T-8A0-1,6- &2~ [3.2. 1] ¥hi-2-#K1K2,3,4,5,
6—FL A FE G (SLHE 5139, 69.0mg,0.156mmol) AR T M K & H k¢ (1.3mL) /1, ZEUKA T
IA2- (ERE) CHEF T BT S (59. 3mg) i /K — 5 %% (0. 4mL) VAR, BEHE L/
W S S 2,182 2,185 (10mL) AR, B 0. 25MER R T FIRR R S A /K T T A R /K AR v sk
B TR BR B T 088, i 8, R IR 48 5 , AT RE IR AT AT (Dbt / 4R B =1/1-0/1) , 1%
B3 A )36 . Tmg (B F54%) A%WA VAR 525 51308 L7 LI R — 25
[1184]  sLjiffsl63d

[1185]  [fk25108]

O,N

1@ o
[1186] OJL"' BocHI\I/\\/o“NH2 BOCHN/"VO\NJ'L_"
M H N

O)_N\Osn o)_N‘OBn
(1187 f (28, 5R) ~6- (REE) ~T-AAR-1,6- A4 IR [3.2. 1] he-2- JRRRA- Y HE R
JEMS (S2Hif140, 71.66mg,180. 3umol) VAME T Bi/K — S F 4% (902uL) , ZEVKA R IMA2- (&R
R LR IETERA T (35.0me) MUK 40T (36 1uL) VL. BERE LN o 5 I
FZ. B8 2,18 (12mL) Fke, FH10% #7822 (3.6mL) i FIBRBE S AN /K AW (3. 6mL) LRI £ 2h/K
(3. 6mL) f VB, FHTE K BRIRBE T8 3 I, R MR 405 /5 (AT RE SRR T (2 458/ L e L 1
—1/2) SR A 129 5mg (R 38%) AL AWIINLE B 15 25 BI3H0 TP L4
&2
[1188]  sEjiffl63e
[1189]  [{k2~x(109]

[1190]

NC. &
\@ j BocHN"~~"NH ol
(o) n.,,q 2 BocHN" ™~~~ ..H k’"g

N N

o)_N‘oan 0)_ N

[1191] i (2S,5R) —6— (FAIL) -7T-8A-1,6- &I =3 [3.2. 1] Fhi-2- R R4 AR
HLE (ShEf141,57Tmg, 0.151mmol) YAAR T Hi/K — & H %% (1.5mL) o, ZE VK% B InAN2- (E 3
) CIERIEF AT G (60.9mg) MK 5% (0. 4mL) W = 20k (42.5uL) , £ %0
P2 H oK SR 28R 218 (10mL) Rk, IO . 25MER IR VL AVRK R S0 B /K VA ML A £ 3
AR, FITO KB IR B 8 i 8, IRl R VR 4F ), EAT REIRAE BT (Cbe/ 2R Ll =1/
1-0/1) , 2 BIFREEAL A 1044 . Sug (L FR68 %) o %A B WIHIAX B I 1552 1360 L5 1 3%
2.

[1192]  Sejtifsle3t

(11931 [fk2%5110]

N

N _—
)_N‘osn 0)_ N e

0

o]
HzN Q 0. 0
[1194] XQOMQ aii Mwoﬁ--@

[1195]  {# (2S,5R) —6- (FFERIL) —7T-510-1,6- & 8 IR [3.2. 1] ¥ ke—2- R4 it
HEIR NG (5142, 203mg,0.513mmol) ¥R T Mt /K — 4L bt (3mL) Hh, FEVKYA T A 2-
(EER) OEFEFRECTEE (121ng) I /K & H ke (1.5mL) I« = 2% (86ul) , 7E=
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B4 N 12 2,058 (10mL) #50kE , FHO . 25MER 1R i AR IR S 8 /K ¥ o 1
ER KA IR P, FHTC /K B R B T8 , 1 8, 9B R IR 40 i » BEAT RE AL 2 AT (E e/ LR 4.1
=1/1-1/4) , 5 FFr XA P166mg WTHRT5%) %NSV EE 522 513 T 711
B —2
[1196]  sEjifsl63g
(11971 [fk2eaXi1t]
(o]

MeO o] ') o}
A : i
[1198] kQOJQ o aocHNNO‘HJhQ
N - N
o}

0)_N‘oan ™ oen
[1199]  fi (2S,5R) —6- (CFHEIL) -7T-FHM-1,6- &L I [3.2. 1] FEh-2- R ERA-H A %%

P ORI (L5143, 55.7mg,0.136mmol) A fRT B /K — & H ke (ImL) 1, ZEUKA R I
2- (AR CHEF I ERBUT 8 (48. 8mg) /K — & H b (0. 4mL) ¥ — L1 (28.7ul) ,
FEEIR NP2 H S S 288 215 (10mL) FoBE, FHO . 25MER R | 1 AN A R S AN /K T8 VA
VELURD B 3R K AR VR B35, FHTE /K B BR B T, i 068, R IR 45 Ji5 » EAT RE IR AL 2T (S e/ LR
LBiE=1/1-0/1) , 13 2IF5 Bk 57038 . Tmg (IR 66 %)  Z A VIR B 5 2% 5131 T
P LR 3R — 2.

[1200]  sLjtf5l63h

[1201]  [fk2Eat112]

MeO,S o
1@ BochN ™% 0.
1 TN

[1202] i N
O)_N‘OBn o)_N‘oan
[1203]  {fi (2S,5R) —6- (FFEAIL) —T-5AA-1,6-ZF R I [3. 2. 1] Fhi—2- R R4 H I filf

Pl S 2R L (S Ef9144, 76.24mg, 177 Tumol) AT i /K — & FF e (854uL) /1, ZEUKYA T i
AN2- (B EER) S EET AT TE (33. 1mg) M Btk —SUH bt (341ul) W, i HE 1/ o i3k
— A= (27.2ul)  HiHEL /NS, THR 2 IR, Bk — B K OB SR T
(12mL) #0BE, 10 %6 A75¢H2 (3. 5mL) A ANRR R S A K IV (3. 5ml) (AL AT & 267K (3. 5mL) 4K
UG TC/K BRI B T4, i g , Dol R ik 4 )i EAT RE IR AL 2 AT (Cbe/ LR g =1/2) . 1%
bR B Y34 Img (RF44%) ZAL VIR B 5225 0130 TR LI BE — 2
[1204] st )63 1

[1205]  [fk2#113]

& o
OJL.._ Bo cHN/\/D‘NH BocHNA\/O‘NJ L’”‘
(1206 [ [ Q , N
o
A—N - & os
d “OBn n

[1207] i (2S,5R) —6— (R4 L) -7-848-1,6- —F I —FF[3.2. 1] ¥ hi—2- R R ipk—8— 3k
Mg (SLtaf5145,87. 13mg, 216.0umol) I MFE T Bk & H e (1. ImL) H, FEVKVA N INA2- (&
R CREFIEWERAUT S (41.9mg)  HIMK =S BE (4320L) VW T PE 1N o B s 37 W
FZ. B8 2,18 (14mL) F ke, FH10% #7828 (4. 3mL) Ao AIBRBR S AN /K AWK (4. 3mL) LRI £ 2h K

83



N 107501264 A W OB P 81/87 B

(4. 3mL) MR ek, FHTC/KBRBR B 114 , i , Bl ik 4 i EAT Rk AL B AT (2 e/ 28R 4 T
=2/1) , 13 RFR LA W28 . 6mg (WZ30%) - iZ Ak WA SR A 522 FI3H T F 1R 5
P2

[1208]  SLiif5163 ]

[1209]  [fk=AaK114]

N 9 i
“‘VN‘OJ""- BocHN"~"NH, BocHN /“VO‘NJ .
[1210] N Hoq
}—N )—
g "OBn o] N‘oan

[1211]  {§ (2S,5R) —6- (R4 IL) -T-840-1,6- — B & [3.2. 1] ¥ hi—2-H W — 235
B (SLhtf47,122mg, 0.350mmol) MF T Wik & H ft (2. 5mL) o, 7EUKA R A 2- (&
FR) CREFER T e 127Tmg) W Bi/K & e (0. 5mL) 3, fE =M FHidE4 H R
N R 2.8 2,15 (10mL) FiBe, FHO. 25M 5 TR 1 AIThy R S AN /K T8 VR T A B /K AR VR e 4%
FATC /K B B A T, 1 8 L W R K 4 I » AT RERAE ET (C e/ 4R O TiE=1/1-0/1) , 135
FrEAL 42 . Omg (IR 28%) o %A G PRI AR B 5 225 631 )7 1 1 Bl — 35

[1212]  SLjtif5163k

[1213]  [fb&x115]

5 o
%\ j.,, BocHN"~CNH, BocHN”\/O‘NJ’""
[1214] o Q o
J—N, o
o OBn

[1215]  {§i (2S,5R) —6- (R4 IL) -7 A0-1,6- B I [3.2. 1] ¥ k—2-RIR1,3- -4
R-1,3- =20 MW —2-KEME (SC7t45149,100. 6mg , 239umo 1) ¥ f# T /K — & FH e
(1.2mL) o, FEUKYA T INN2- (R AE5) £ FEEE IR FUT 15 (46. 3mg) [ /K & b (477n
L) VAT, B 1/INSE o 44 2 8 R B 2.8 2. 188 (16mL) F3 , FH10% A7 2 (4. 8mL) L Fl TR &
BRI (4. 8mL) VAR 27K (4.8mL) KRBV, FHTC /K BR R BE 158 , 1 U8, 80 R ik 46 )
BHATEE AT ENT (S 4t/ LR L TE=1/2) .18 2k 8L 59041 . Omg (R 40%) o ZAL B
X8 EHE 552 530 L7 1L s — 2.

[1216]  SZjifsl631

(12171 [fbZ116]

N\
OBn

O,N & -
\@S)]’)Ng BocHN"~""Nh, BOCHN/\/ONHJL‘Q
o N‘OI':ln d N‘:::Bn
[12191  fg (2S,5R) —6— (R4 IE) -T2 A-1,6- &4 3R [3.2. 1] Fhi2- MR EES— (4-
B3 2R 3E) Fig (S {5152, 49 . 04mg , 118 . 6umol) ¥ AE T i K — S0 %5 (593uL) i, ZEVKYA N
AN2- (R FHER) LR AT RBUT R (23. 0mg) B MK — & b (237ul) 3, e 1/ o
A=W (18.2uL) L Fit#E:30 %P, FHR B =R, i — A W R N RH 48R 2T
(7.7mL) #i%E, FH10% AT AR IR (2. 4mL) AL FIER FR AN KB VR (2. 4ml) BRI 357K (2. 4ml) 4K
IR, FHTCK IR BR B0, 108 R IR 4 J5 AT REIR I JE T (Cbt/ R G BR=1/2) .15
FbR B A 22 . 3mg (R 43%) %A S PRI B 5 225 1310 L7 1 1 Bl — 3.

[1218]
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[1220]  52jitif5)63m
[1221]1  [fkZR117]

L : o

N s Q BocHN” """ "NH, BocHN""~~" W ’Q

& Noan & Noan

[1223]  fi (2S,5R) —6— (FEEL) -7T-5A0-1,6- & I [3.2. 1] SE ki 2- TR IRS - (5-
Fis A I -2 JE) Mg (St 45154, 55 1mg, 0. 133mmo 1) & A Tl /K & H e (1. 0mL) o, 7EVKYS
T2 (FHEA) LS B AT g (32 5mg) A /K — &0 % (0. 4mL) ¥, 41/
I o B S SV R T (10mL) R, FHO . 25MER R 1 B R S0 AN /K R S TR B R 7K AR
U FITCK BRI AT I g B IR 45 o AT RE AR JZ AT (D b/ LR BE=1/1-0/
D, 328 54935 . 6mg (I0862%) o % SWIRIAER B 5 25 0131 L7 1A 2 —
o
[1224]  SCitifs163n
[1225]  [fk223(118]

L 0
y |
N7 ~_O- A0 b
[1226] S_J Q BocHN NH, BocHN N Q
o’ N‘OBn )—N\
o OBn
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Abstract

The present invention provides a process for producing a diazabicyclooctane derivative
represented by Formula (V) and intermediates thereof: (wherein P is an NH protecting
group capable of being removed with acid; Rl is 2,5—dioxopyrrolidin—-1-yl1,
1,3-dioxo-3a,4,7,7a—tetrahydro—1H-isoindol1-2 BH)~y1, 1,3-dioxohexahydro—-1H-isoindol1-2 @H)
—yl, or 3,5-dioxo—4—azatricyclo[5.2.1.02,6]dec—8—en—4—-yl; R2 is hydrogen, ClCO— or
C13COCO0-; R3 forms a 3— to T—membered heterocyclic ring together with the —0-NH- to which
it is bonded; and OBn is benzyloxy).



	BIB
	BIB00001

	CLA
	CLA00002
	CLA00003

	DES
	DES00004
	DES00005
	DES00006
	DES00007
	DES00008
	DES00009
	DES00010
	DES00011
	DES00012
	DES00013
	DES00014
	DES00015
	DES00016
	DES00017
	DES00018
	DES00019
	DES00020
	DES00021
	DES00022
	DES00023
	DES00024
	DES00025
	DES00026
	DES00027
	DES00028
	DES00029
	DES00030
	DES00031
	DES00032
	DES00033
	DES00034
	DES00035
	DES00036
	DES00037
	DES00038
	DES00039
	DES00040
	DES00041
	DES00042
	DES00043
	DES00044
	DES00045
	DES00046
	DES00047
	DES00048
	DES00049
	DES00050
	DES00051
	DES00052
	DES00053
	DES00054
	DES00055
	DES00056
	DES00057
	DES00058
	DES00059
	DES00060
	DES00061
	DES00062
	DES00063
	DES00064
	DES00065
	DES00066
	DES00067
	DES00068
	DES00069
	DES00070
	DES00071
	DES00072
	DES00073
	DES00074
	DES00075
	DES00076
	DES00077
	DES00078
	DES00079
	DES00080
	DES00081
	DES00082
	DES00083
	DES00084
	DES00085
	DES00086
	DES00087
	DES00088
	DES00089
	DES00090


