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FETE 214 (1475 7] (191 G D 00 g 0 R R ) o o DS 4 P (4] T 0 SRR ) Sk AT (O9C) o
‘fﬁﬁ V0T A S A S v A, 4K i A5 2 1 VA 7R (] 0 — &0 e sk P ke ) A
BRARER , TS AR v AL A D IRAL R B AL (5VED) o 7E TR AL R , 1 S R TR A V8 41
FIAEL0°CE-T70°C i P 138 240 1 o 75 S R RE HRIRDKE I R VR A R BRI T £020°C o £
ISR Z A0, A FRARE VO T A A A AL 4 00 e RS (ERER )« BRER AN T R 7
mbme VR A e s T AL VA R AR (HARR T) R B B LK A
LB IR G
[0411] A JE DA S v AL A 0 16 P ERERAS v iAW B9 (D7 V2E) o3& F T e A 13 I
FIELFEINE AL 4 - 38 BT LG A I VA B0 5 DY U 0 | 2Tk R A b 288 o T R s Ji 77
2 vk B mﬂﬁﬂ%ﬁmﬁf%zm%@cm@lwBﬂ%m%@z%J;T
i 88 350, B (EAS IR ) S s S e @ Fl TR vk S b liavifb &
PR R AR . R T AR A AL AN & T A VA S R A
B R F A, LA A A 4010 % 17K o H el F T I AL IR TSR AE A0 C &
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2340°CHIJEFE A
[0412]  BE S5, B vith &Y R R 255 2R (TER) B3 S Pvii Bk T
FM AR SR, 7T FH BT J8 AU RN 52 BRI 7 2 05 VA SR BX e 5 Ak,  AE — S8 S 45 o, R”
S A TR AR  AE IR B S, AR AP RN DR AE — A D R S X PR AR S
19 70) (40 B ) R AR AR M AL RAEAE N AL B I RS B AR IR SR lviifh
B o AL S, J2 B AR EERT RN 25 IR AT 7S D R SR 7E — R St ) o, W] 7
A Rvi AR R L
[0413]  M{R4 IR E R A AR B HIRT , 763 FHBragHC] 254 J& , 7= AR NHI v ik & 9011
SRR ELBERIR 3 B 548 A b & W T AR R DL S 298, 3R A3 vi i A . ]
A8 FHIE A (AT AL 8 A R BRI IS & 19 AR SET o 08 A I AL L REPd/C o3& A R Al A,
FEEART) : =2 & NN - F R R e T RS S AR IR A - & A I
FEFE (HAPR T) « 7 PR RS A0 R
[0414]  JRFE2: (1S,2S,4R) ~4-Z HE -2 R L) BRI 1) B AR — M & & 12

HiEG

0 _ 0 OH _
- _ NHR NHRY iV H CONHR
sl 4 e e H.SC‘\ NG
07 N o S
il viii ix
lﬁ%f
NHE NHE NHRT OH .
oY HEL v (Y e (Y TR AN
[0415] oY HO\‘ $ o
Xiii xii xi X
lﬁ%M

™ NHR' 3 M . NH,
HO 1AM HO O/
HOY HO

[0416]  FFL2PE3A TR RR R (RPAIRY 4% [ A S0 2R (1 L) A B B RS AR — B2 ik
§2 Yy sy el/b S SRR 1 S i A L RN IR E 7 S - WA R R et/ | FI WA R R et /SN =X AT
T AEE A A (B &R ) R R IR0 4. 0] kTR AR EE (TU774G) Sk sE
(2 WA (Bray ) 28 A, W AR (Tetrahedron Lett.),1995,36,4483),

[0417]  JE IS A0 A VA 77 (9t R R B VY Sk e ) A A& A 1 i ) (O o — e T R Ak
FRBE R AL TR (7 EEH) S Bl Rvii ifb &b s R 5, M B2 Rix b &4
T AR INIE S A 2 80 B v i 1 1AL A P RVE RS E Pl il 2 A1 29-20°C 2 250 C 11 JE [
o

[0418]  J& L ML (T5iET) (B W m (Gao) AN . FEE AL 22 & (. Am. Chem. Soc. ) ,
1987,5765) , X i x b G H) H I BB ER AL , 77 AR SUx A A 8 20 x A A W T TR 2215 1
TIANL-(+) A TR — B A e AT B 2R (TV) 78 sl R e R IR AR & - i x b B i
TR 2 I S AR R AE £0-25 "C B 29-45°C FIVE R N o 1] SRR A 0 h SR8 Hh s i T Sk ik
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ANE, DM S B SRR FFFEZL)-25"C 24045 CIOVE R W o

[0419] A je i A8 >4 (3 75 (a0 — S ) vh FHBI AL AM AT bt - THE 2% 5 ) Ab 28 x4k
A PIRE IR (T715K) SR LI x Ak G40 B 40 8 1) DOIoRR S PR B0, T 4 it x4k &4
(Z WAi B (Brown) M1 (Yoon) , 38 [ 4k 74 & (J . Am. Chem. Soc. ) , 1968,90,2686) .
[0420] = A Kxi LA RN 227 A4 — 8 R Ax L i EWE IR Z ) Ax it &
P i AHEE T PR 3 (RY) (40 = S P9 Rk e 3 B T 3k — R SRRk e 3 ) e PEVEAR I,
MR AR x4 &8, xi 1 i A PmT @I B S8 AU AR 2L 0 i 2l 4k 7 ik (9 o
a2 ) Maxi 4k B9 o 8 o i O i 5 vk, BN e VA 571 (B an — &0 ) AR B (31 4
Z LRGN N - R R L) AR FE S I S BRI (J5YAL) , AT SR R A AR
FEMEIN.

[0421] 4k fi5, vl Ak e AR P N i 1 i S i Btk 23R 5 2 Rxivik &4 . it
B Ap AT 0 Tk A 3 2 1 7R () DY Sk e ) o DY T R R A B (TBAF) VA R AL B xUx i 1 14k
EANEIA ENE B (T7IEM) RS2

[0422] PR HREB RN viith &8 ONER) BT B AR 3ERY, se#e 4k v] H P8
FUREARN RO HI VR 2 T ST 28k Ut , 78— LSt 4o o, (ORI LR 2 Ui
F B AR ] d I £ 38 2 1 79 (9] 0 R ) e AE R A RIAE AR TN AR (T57EF ) Sk sk
o AE— e e S A, R AR R R AR 1Y, I LR m e B R ST

[0423]  FEimAR1E 2R vi viiBixivib &Y AR — B AN R B ]S H BT @ S R A
RO 78 R AR LR IR R R 4 S DR

[0424] K (TTIALAP) PR HE W HH S48 3TN (J. A.Montgomery ) AR AR (K. Hewson) , Z34)
22k & (J . Med . Chem. ) , 1967 ,10,66551 Bk () 77K il 4%

[0425] A3 £ HUAR - (GURIE L ) 2 5L P BRIER "NHS (0) 2 C LI — i & i 42

194 OH e i
5 JiiEN Lr ik O R RJOLQ‘s’p
[0426] O e — O v

X¥ xvi xXVii

[0427]  JRAE3ERRYE-C(0)OC(RY)2(R") H HR"7& 2R EE H) RINHS (0) . CLAL A1) — Fi il
FARIE S T A AR N GURL T fifE , R™AS A2 R 1 2URUINHS (0) 2 C1AL A4t ] e b A4 [ 1 —
PR A AL T x v K3 24 IR U6 SR 1l 2% o

[0428] M 7T 5 1 2K AR IR B IR x v R U5 5 7038 2 1 2 77 (48] 2 DY Sk g ) H R AR I k)
(Grignard reagent)R'MgCIALFE , 53 2| xvifb 5 (T7EN) M Rxv b S VIR0V VA H 2|
250°C , 2R Ja DL 2 DARFR S BLVE A IR HR AR T 2910 °C 1 33 28 7 s (G35« B g xvi 19
VRO SR Bt 57 B0 T 700 2 v 7] () DY &k ) wh 4 20, i $ A lxvi ik
W o LA VMR FR NIRRT AR T 210 °C (138 22 78 v AL S VA TR (J71:0)
B B BT 45 1) 48 B - (T I 28 ) 2 R IR T ) xov 11 DA I 249 77 (48] 2 DY e ) 74
B A ER .

[0429]  R"“}&~-C(0)OC(CH3)3ffzURNHS (0)2C1AL AW mI MR 48 W1 °F 1l (Hirayama) 25 N AEW)H
HLZGWAk % (Bioorg.Med . Chem. ), 2002,10, 1509-1523 91 Ff ik (1) 75 125 3k il 4 . R*Z—C(0)N
(Ph) 2 zCRNHS (0) 2C 1AL BT $2 AL T- 36 [ L R H1 15 2 HF %2 (2005) US2005282797 Al
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Firid 75 2R 77 sk Al 4

[0430]

[0431]

FITSe Bl 1 8H i ] 8 I 2= 7l (Langston S.) 58 AR LRI HHFREE11/700,
6145 o T 4B 7 K VAR Bl 4, FINA R R IR S 0 A A 2 4 B A 51 AT 5 00F A AR S0
AT BT IR AW, 8 R DL i 26 S A9 AT sk 4] o 32K 2 S A1) B 4 4
F B B AL A 5 1T AS RLA AR D LAAEAT 7 3R Al A A ] (RS

BRI

[0432]
[0433]

[0434]

[0435]

LA
]
AcOH
BINAP
Boc
DCM
DI
DMAP
DMF
DMF-DMA
DMSO
EtOAc
EtOH
iPrOAc
MCPBA
MeOH
MTBE
THE

h
HRMS
min
m/z

MS
RP LC-MS

TLC

VN
2,2-R0 AR AN 1L U EE S
BT AR A

& S
EESSTE
i

AL T R
LETS
N
RS
4y

i b

Rk

KA A - A
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[0436]  HiVarian Mercury 300)¢iE4XfE300MHz ~ « HiBruker AVANCE 300)¢iE{¢7E
300MHz T~ 8 HiBruker AVANCE 5005635 /E500MHz T 3R45 i FIZ ML IR E I .

[0437]  LCMS%:f4: FHAgilent 1100 & %1/% 28 T Phenomenex Luna 5u C18(2)150 X4 .6mm
FE Fas AT e , oA A R AR A DL Il /minig 47204 8t -

[0438] 5 VvEHER(FA) : FH99%v/vIK 1% v/ v 5 0. 1% v/ v BR4H B i I s AHA . FH95 %
v/VOIEB % v/vIK 0.1 % v/ v B R IR B AHB 7 V28 AR 129 B N SR 5 % BA2100 % B
[P E , 7E100 % BISHRHF 34381, HEAE L2 B N [H] 25 %6 B, FEAREFS % BEL & 1AL 4G

[0439] 72 ER%% (AA) : FH100% 7K (& 10mMZ, 855 , pH="4.5) A [KIR S AHA « FHO5 % v/ v
ZJEB% v/ vIK (B 10mMZ IR , pH=4.5) ZH s I I s AHB  J7 VI AE 1243 8F N R FI5 % B4
100 % BFAAE FEE , 7100 % BISHA R 390 B, HEAE L B0 11 3115 % B, IR FF5 % BEL BB 4T45 W .
[0440]  {i HIEMDREBZ 60K $0A4T 78 )2 (18 0 52 (TLC) , 31 R 4 (UV) S0

[0441]  FAgilent 1100 %)X #% T Phenomenex Luna 5u C18(2)150X4.6mmiE FiziT
HPLCA3 #fr, Herp 3 I AR JE AL . Om1 /miniz 4T 3043 8t -

[0442] 72 ERH (AA2) : FH100% 7K (& 10mMZ, B3 %% , pH=14 . 5) 41 A RIR BN AHA . FH95 % v/
v 5% v/ vIK (B 10mMZ R , pH=4. 5) 21 1% F I B AHB o T3 VA IBAG 75 12580 P9 SR 130 % B
70 % BRIEEE AES B JET0% BE 100 % B, ££100 % B 55739 Bh 3 22570 Bh 4 51 31130 %
B, A 30 % BE BIniT4

[0443]  SEff1: B JE—(1S,4R) ~4-ZF PR 20 -1 - FF FR TR Eh PR 2k

[0444] ¥ (—)—2-F 2% —F¥R[2,2,1]1BE-5-45-3-H(20.00g,0. 1833mmo1 ) ¥4 T-MeOH(140mL)
W, FRRE IR S 72 J B)0°C o B S5 I AR B (29 .4mL,0.403mo 1) , AR FFIRJEAR T 15°C.
IS INGS R, TR S WAES CHeR: 2/ o gl s 25 B s 1), SRAF MR B o — P AE R JEE
2R F35C TR, 2446 2 (1 e A bR AL A4 (33g) , LR BE— D Ali4L D A . ']
NMR (300MHz ,DMS0,68):8.45(s,3H),6.03(m,1H),5.87(m, 1H),4.13(m, 1H),3.60(m,4H),
2.53(m, IH)#11.89(m, 1H) .

[0445]  SEfI2: (1S,4R)-4-( =R F B 4008 ) B K -2-Jdi—1 -9 IR P I

[0446]  ffi(1S,4R)~4-Z A K2~ M- 1-F IR P BEELEL 35 (5. 50g) =i T & F %t (60mL)
) R N = 2R R A 42 (9. 06g,0.0325mo 1 ) « MG IR S VA H1RN0°C M 5 in =2,
f%(10.8mL,0.0774mo 1) , AR FFE FEAR T 10°C B IS WG , TR S FHE 31)20-25°C AH ik
AL 20-25 CHEHE 1 T/IN o B J5 FH K B3 VR A (3 X 50mL ) o & FF 5 /K B 9, F FIDCM
(50mL) ZEHL o & HF A AL, 3 FHER K (20mL) P ik , FF U 22 BRE I, $2 4t 2 AR AR Ar
Btk & (12.5g) , HiR#E— B4l fk BI{E ] . '"H NMR(300MHz ,CDC13,8) : 7.58(m,6H) ,7.27 (m,
6H),7.18(m,3H),5.57(m, 1H) ,4.93(m, 1H),3.76(m, 1H),3.65(s,3H),3.18(m, 1H),2.11(m,
1H) ,1.90(m, 1H) #11.53(m, 1H) ,

[0447] 524513 (1R, 4R)-4-( =R AL EUE) AR 211 - IR

[0448] 4§ (1S, 4R)—4—( =R F LR IR 25— 1 - BR T B (11.00g,0.02868mo 1 )74 T
VY &g (50mL ) AT BEE (50mL ) 7 o ¥ INAE 7K (60mL ) 7 S E AL EH (2. 06g,0.0516mol ) , Ff7E
PRI B R PR S Y18/ o TLC(20 % Et0Ac/ Ok ) B n To L i k) 76 B B5 3 B T g i
20 % w/vAEK T AT R IR B2 TR A VI pH{E 22 6 . Bl e IR A W H — S P e AL (3 X 100mL)
GIFAVLE  IF A HNasS0 1 , i JEIF IR 4343 2 3 (3K (10g) « TLC(50 % Et0Ac/ CL e )
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TN 2RRAE I AR o f A EA L 50 % ECOAe/ L BB IR R 4l fb VR 54 , $244E 2 A e EHA R bR
Bk A (1.3g) o 'H NMR(300MHz , DMS0,6) : 7. 47 (m,6H) ,7.30(m,6H) ,7.17(m,3H) ,5.49(m,
1H),4.88(m,1H),3.70(m,1H),3.35(m, 1H),1.84(m, 1H)FI1.43(m,1H) LCMS:Re=12.95%}
Bh,ES'=370(AA)

[0449] 52454 (1R, 3R, 4R,5R) ~4—J5—-3—( =2 FP L L) -6—A 2% — ¥R [3.2. 0] BT
[0450]  ¥31 % 7EFFEE (2.579mL) ¥ Y T B A AL B IMNTE T &0 B2 (20mL) (1 (1R,
AR)—4—( = ZR B E ) IR 24— 1-F R (0.9g,0.0024360mo 1 ) , F:AE PR LT IR 5 R B bk
TRAW305- 80 IR IR G TR AW - B 5 s TR R VA T & %52 (20mL, 0. 3mo 1) H , FF7E
NoJz2 T ¥ J13-70°C o 5 i N ESm] — S B (¥R (251uL,0.00487mo 1) , - AE-T0°C T 4kl
FER A1/, BE G FHRRI0°C A R0 °C 5, Hin20mL 5% w/v7EKH1 [¥INa2S0s, I 1R A4
FHEBIPREGIRE A &R e (3 X 10mL) ZEUR MR A, G H A VLE , H 4 HNasS0 T8
T IR IR IS BN LL R R « 8 B IR ZE TS R R, FHO A 30 % EtOAC/ L e I BA 5Bk T2
BRI 2% 5, B2 006 2 1 (6 B AR (K bR AL 540 (0. 73g) o 'H NMR(300MHz , DMSO0,8) : 7.49(m,
6H),7.24(m,9H) ,4.95(d,1H),3.91(m,1H),3.65(m,1H),2.97(m,1H),2.66(m,1H),1.62(m,
1H) 11 .20(m, 1H) . LCMS :Re=14. 4044 ,ESNa=470 (AA) »

[0451]  5E24I5: (1R, 2R, 3R,5S)~2~7R -5~ (¥4 F k) —3—( 2R H S 0k ) R 0

[0452] % (1R,3R,4R,5R)~4~JR-3~( =R LG ) 64 2 —IR[3.2.01PE-7-M (0. 6g,
0.0013382mo 1) & T 2. Tk (20mL) it , I 45 IR A5 403% HIBI0°C o — Y Mk Mo v 0 2 Ao 42
(0.087g,0.004015mol ), FAEOC R HFEIR G 1/INSF , B 5 A0 H A+ B PR EE I B2, IF B
L/ TLC(20 % Et0AC/ T 458 ) i /s TE AR IR ML o 4 S REVR B 1094 A1 300 °C , S i 358 in o A
NHaC17K ¥ (20mL) , (R FFIR AR TH5°C AR AW AR B PR, I & F he (3 X
20mL) ZEHL . & I A M, I 42 HNa SO« T4, i P8 ik 4 , 24k 2 B A A AR I br AL 5 4)
(0.61g) , H AL 4li4k BNf3 A 'H NMR(300MHz ,CD30D,8) : 7.56 (m,6H) ,7.25(m,9H) ,4.15
(m,1H),3.55(m, 1H),3.40(m,2H),2.90(m, 1H),2.53(m, 1H)F11.63(m, 2H) ,LOMS:Rr=13. 30
%, ES'Na=474(AA) o

[0453]  2/6: (1S,2S,4R)~4—5 3k -2 (¥4 FF 3L ) BRI R B . HBr

[0454] 4% (1R, 2R,3R,5S) -2~ -5- (B HF ) -3-( =R P I QL) R LA (0. 4g,
0.0008842mo1 )7 T-MeOH(10.0mL) 1 . 445 % 41/ A 3k (0. 28g) IIALLIR A W  fE A A Bk
(1000mL,0.04mo1) T T-40°CHtHE TS IR-A W 18/ N o A Z 3R RE LAVE BT 28 1k , JF 9k 48 . 'H
NMRAG 7R S5 B L AT 56 4, DR TR 4= B I B JR A WD 40 P ek vt R 3 98, IR 4 8 Lo % DL R
VE[E 44 FomL THEVZEE (triturated) , i 8FF FIAUT J A9 BETRA R4 DB IR o 7E PR 000 R 2
TR AT A, SRR A AR AR PR BL A9 (0. 125g) , H AR — B 40 AL BI A AT . "HNMR
(300MHz ,CDs0D,68) :4.38(t,J=4.08Hz,1H),3.82(m,1H),3.72(m, 1H),3.60(m, 1H),2.31
(m,1H),2.22(m,1H),2.03(m, 1H)F11.78(m,2H)

[0455]  SEA3I7: (4S)—-4—( =R F R ) B -1 -1 - ER P I

[0456] K (1S,4R)-4-( = R LSRR ) B -2 —1-F B F liE (4. Toke , 12. 4mo 1 ) 1] 5
FR R A VAR N S 0 28 o ) S IO 2 R 2 N R e (15 L) B AR ARk 23 . 8L o [ i i
WAL, 8- & 2 =3 [5.4.0] T —W-7-J% (4.82L,32. 2mo1) 45 [ SR & ¥ FHiE 5140
C, R 16 28 22/ N X6 S RLTR AP0/ NEERITH NMR(CDC L) 43 M IE SEFE J =40 « FH10 % F745
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P& ARV IR % SN (2 X TL) o 9 S MR AR AT HILAH » $ £ S 3R AR AL & 40 o 345 I ok IR
Wy FTE K R SRR B, IR IR AR B R B K 4y, IF HLR B — b i AL R A . "H NMR (300MHz,
CDC13,8):7.60-7.54(m,5H),7.34-7.17(m, 10H) ,6.53-6.50(m, 1H),3.70(s,3H),3.50-
3.40(m,1H),2.60-2.52(dd,J=16.6,8.3Hz,1H),2.24-2.20(m, 1H),2.16-2.05(m, LH) I
1.91-1.80(m,1H).

[0457] SR8 [ (4S)-4-( =R AL L) B - 14— 1 - ] Y i

[0458] ¥4 (4S)—4-(Z IR LG ) I - 11— 1-F B EE (4. 75kg, 12.4mo 1) 2N e B 4%
H B TE K 2K (9. 5L) 25 N BEAR 1, R I BI-5 2 -10°C , R UG HEFE - A5 n — 57 T Sk
(IMHR 2R IE ¥, 23 . 4kg 27 . 3mo 1) , [RI A FEARFFAE-10°C 5 +10°C 2 [A] 8 INEE R o, il
HPLCAr M7 R BLVE B4 » I AIE SE R UG R 56 A 56 AL P2 DAAR 7 PO SR AR T 20 C 1 Jd 2
BRI AV T A HI2N NaOHE R (-5 E-10°C) P IR B N, I 48 ik e + #5d Jk
WG 2R (2 X 1L) , FFIOR I 4 D v, S it 2 IR AR I bR A 570 (5. 15kg) o FF
PEM I AR e R, JRAE0 S5 C YA RUE N AE AT . 'H NMR(300MHz,CDC13,8) :7.60-7.56
(m,5H),7.35-7.17(m,10H) ,5.38(bs,1H),4.03-4.02(d, J=3.7Hz,2H),3.49-3.36(m, L1),
2.40(s,2H),2.19-1.79(m,4H) ,1.32-1.29(t,J=5.8Hz,1H),

[0459]  sf9:[(1S,3S,5S)-3-( ZIRFI R Z L) -6 [3.1.0]C -1 ]F i
[0460] 4L-(+) AR 2. 8(2.23L,13.0mo 1 ) A1 G F 42 (10.5L) 3 N R B g8 rh  FF G
ke, HATR A YA HI R -30 8 -40°C . ZAZHUA I A EE AR (1V) (3.93L,13.4mo ) , [A] £
FFAN TR EAE-30 2 -40°C 2 [8] B[ (4S) ~4— (=R FLE L) AN - 10— 1-FE T EE (4. 2kg ,
11.8mol ) 7E & F K5E (19L) o V5 W A Hi N\ R RETRA- 40 v 5 (5] B AR SR P AR -30 2240
CZ I8 A HE20 5350 5 , ZAB MU A DA T e AL & (5-6MZE e B W, 3. 3L, 16. 3mo 1) , [A] )
TRFFE L3058 -40°C 2 1) S INGS R , SIS HPLC M7 I BLVR A0 5 1K IE SEHE B = ) RN A7
7E3 % (AUC) R EEWIEL o /N O B K I NTR AW T 3 LKA IR EREL (11) (10. 5kg) AN 12
(6.3kg) TDIAK(42L) ¥4 KIEI (0Z5°C) I L00L I R #5 HH IRV A FE 150 B G, B A
BLAH , 28 B A 9 T 80 8 OB B &R be gk (2 X 2L) , IR R ML #2 22 100-L R M. 2%
Hh o [ A S R B (3. 36kg ) 7R ER K (421) HR VA VR (0225 °C ) B2 M Hb i N AR 2 0 HE 1
REVREWH VNI, B A HUAH 8 0K R BR AN 158 , 48 FH ek i = 3 8, FH ek & e 15
BUFREIHPIRY) o 45 S VHPIR ) 22 Hh 1k € 1248 FH TR A SR iAo B4 10 N HAT - AE20emEL A
Wz AT EAEHAENL (Bkeg) T30 % LR L BR/ Beke (BN INAH 0. 5% = L) H R R A ™4
(291, 2kg) W FERERL (1. 5kg) b, FF3E8 T4 L AFARPE A 30% 240 % 2. 12 2. 18/ Bt (&
FH0.5% = L) BB« WA KA 1 0 2i4 4 T £ 2 38 31 i IR I An 8L 54
(3.93kg,89% 72 ) . 'H NMR(300MHz ,CDC13,8):7.54-7.50(m,5H),7.32-7.18(m, 10H),
3.80-3.76(d,J=12.5Hz,1H),3.65-3.61(d,J=12.5Hz,1H),3.31(s,1H),3.03-2.92(m,
1H),1.77-1.69(m, 2H) f11.37-1.13(m, 2H) ,

[0461]  SEHI10:(1S,2S,4R)—2-(FR I JE ) —4- (=R B L E00E ) IR EE AN (1S, 39) - 1-(FR F
5 -3 (=R F R U ) S B

[0462] [ (1S,3S,55)-3- (= RFI B E L) -6 2 I [3.1.0]C-1-JE 1 FEZ (2. 76kg,
7. 4mol) B & ST RN I ML AS o B[R] S B A R N SR b (5L ) AT AR R
13. 8L L bt (1) S S VR A M0 I 335 °C 240 °C AL AR AR I R 48, B4 i I & Ak 4
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(281g,7.4mol ) , [Hl I ARHFFIR FEAE 35 'C 545 C 2 8] « 2 A MO INAN J5e - THR 2% 57 (1M THF
W ,6.7kg,7.4mol) , [F] AR R 16 B AE 35 58 45 °C 2 7] o AT E AE 35 2 40 °C MR ER LN, 2R 5
I HPLC M7 I MR A o 2 I PRI & /D T2 %6 e, A0 A SO 56 i o 138 52 82 Y 5 V4 )
FUET30°C, SR J5 /O Hb T & A VA DIK (28L) (K 100-LJ WL 2% 1 JRYS o it 13/ N8 5, o A
BUAH , F & oK IR B e T-15 , 48 PR AR e 3G 08, FF el R iRk 4 , St 2R E PRI (1S, 28,
AR)—-2- (B2 H 3 ) A (= R FF L8 ) BRI AN (1S, 3S) —1-(FF &L ) -3— (= 2R L | L ) 3R
IREERIIR AW (2. Takg) , HoR HE— 5 4l AL RO A A

[0463]  SEHI11:(1S,2S,4R) -2~ {[ (= RS RERE AL ) S8 | I | 4 ( =28 3 &3 ) IR K,
i

[0464]  45(1S,2S,4R)—2-(FH JE ) —4- (= 2R AR UL ) BRI EE AN (1S, 39) - 1-(F2 FE Ak ) -3
(=R A LG BRI B (K IR A ) (R . 8Tkg , £1280g (1S, 2S,4R) -2 (B H 3L ) —4- (=K H
R ) I EE 0. 7omo 1 ) BN MR o4 SR BT (7 4L) BN BLES o, FE AR HE s
M=% (210mL,1.5mol) , [FIB AR FREJEAR T 25°C « A2 I N = 5 A A &L LT (402mLL,
1.9mol), [FIFf R FFEE R T25°C . 20 C &2 22°C N it Hk I RV & 0 2948/Nif o il ik TLC
(50% 2,18 2. T8/ B st , UV 43 B S SLVR A4 I FB 7R T =40 (Re 0. 70) FIAFAE R R BL
(K (1S,3S)—1-(FFH 3t ) -3 ( =R F R U L) A TREE (Re 0. 15) A4 PETE B9 VR 28 EL I A 2
5710°C, FIDIZK (7.5L) Z2 12 4874 , 4k i 5 B A1 )2 0 15 o AK A =& be (3L) 258, T &
A WAL T KRR e T4, 28 PR AR = 30, JF IR IR 40 49 3R L IR Y (4. 06kg )
W H 3 I e R (T A 2 iR AT SR 2 AL o & AT 0N SAT  AE20em AR BT AT b A E R
(4.5kg) E10% LR/ BEke T IR RBE 5 Pk etk (201 2ke) 2B T4 BN IrA 5
FH I 2l ) FAR A 2T e R M AR UL A (2. 94kg) , Fo R — DAL BIE . 'H NVR
(300MHz ,CDC13,8) :7.56-7.54(m,5H),7.34-7.13(m,10H),4.26(bs,1H),3.86-3.81(dd, ]
=10.0,4.5Hz,1H),3.65-3.60(dd,J=10.1,7.2Hz,1H),3.41-3.37(m, 1H) ,3.07(bs, 1H),
2.16-2.07(m,1H),1.69-1.63(m,3H),1.47-1.20(m,4H) F11.08-1.03(2s,18H).

[0465]  s2f]12: (1S,2S,4R)—2- (2 H ) —4- (=R LU0 ) IR R

[0466]  #%(1S,2S,4R) -2~ {[ (= TS RELE AL ) 28 ] AL ) —4— (=R AR 08 ) IR B (s
3£2.94kg, Z)1 . 6kgfB B AN T, 3.02mo 1 ) BN R M ZRH S FETHF (61) 25 N B2, I U
ke A MPY T AL (I THRYE R, 3. 021, 3. 0mo 1) , [RIRfAR FRE AR T25°C fE20 C &
22°C N it R SLTR A 3/INE o TLC(50 % 2, B8 2,18/ Bide , UVARIN ) UE SE S a5 A Ak
P2 o B W A [ SLTR B WD AR A 2UAR R, T B A TR N o S e (161 ) A Bk 4
W, AV AT S AL B K I (L) AIDT7K (8L) Be 5k o A ML To /K B B 6 158 , 48 PR ki - 380
P& TR W 46 453 BIBR I AR A (3. 88kg) » W ol i ek B A i vk AliAk . PR A a0 AT
FE20emEL AR B T AE E AL (Fkg ) fE10% 218 2. B/ B e Th K 2R} A £ 1. Ok Tk iR
VIV B FERE RS (1. 5kg) IR T4 b, FRAA A 1 AN 10 % 2150 % .18 £ BR/ Bele iz 20 38 .
A ILER VAR, FEIR R R 4E 5L 2 A A bR AL A4 (800g) o 'H NMR(300MHz ,CDCl3,
8):7.57-7.53(m,5H),7.32-7.18(m, 10H) ,4.26-4.23(m, 1H) ,3.65-3.46(m,2H),3.36-3.29
(m,1H),2.17-2.07(m,2H) ,1.65-1.62(d,1H),1.51-1.39(m,2H) ,1.37-1.26(m, 1H) FI1.2-
1.17-1.11(m,1H).

[0467] 524513 (1S,2S,4R) ~4~Z -2~ (F5 FF &L ) BF R i
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[0468] G IR EM IR BB, 25 N5% 48 /5% (50 % K I3 , 80g, 20mo1 % ) , AR J % &
SNES AT FHE 2, 45 (1S, 2S,4R) —2-(F& F 3 ) 4 (= 2K FF B (0 ) R 0B (400g 5 1.07mo)
FERREE (2. 7L) W VAU SR 28 v o B AL S RL A 783135 2 45ps i &, I A
B35°C , FREET 2/ o 28 H e R HG 8 S STR A4, R B (32L) Beidk , FF iU 4 = 411
A MR G D8 BT B i = 2R IE R e , ik — 20 iR 4 8 A9 2 B 30 iR o I ek A
BV ALK BT AR A0 R AT AE15em LA B AT st i (1. 6kg) 7E &R e K
K o A8 BT A B2 F €2 SR PR B AERE R (200g) b IR 25 30 T4 b o [ AR P AN 100 %6 — &0 fe 21
50% S bt/ R EEE AN & SRR BE B, I ek A iR A 2 1 S R [ A 1 b R A
447(118g) 'H NMR(300MHz , CD30D, 8) :4.35-4.32(m, 1H),3.76-3.70(m, 1H) ,3.64-3.56(m,
2H) ,2.34-2.26(m, 1H),2.10-2.03(m, 1H) ,1.93-1.82(m, 1H) F11.63-1.46(m,2H) .

[0469]  SEH14:(1S,2S,4R)-4-(4-5~TH-MLIR I [ 2, 3—d Tmsng —7 -3 ) —2— (32 FR J ) B T
[0470] 5% =7.F%(13mL,0.094mol) N AN4,6-—5-5-(2,2- ~Z 58K 2. ) msiE (10.0g,
0.0377mol ) A (1S,2S,4R) -4-F H-2- (FRFH 1) FF B . HBr (8. 00g) T 7 A B (82mL,
1. 1mo1) FI7K (11mL,0.59mo 1) HH IR KL o B8 Ja VR A W I A BI85 °C , KR 4223/ R &
Yve J250°C , I Z2 9278 IN4AMER R /K VA ¥R (20mL ) o B 57250 CHedk i3 IR G4 3/
HPLCHE 7~ IR B 58 1 o A8 S VR A5 7% ) B BRI BT, FRIB 08 Ik BR A 1 (108, 0. Imo 1) o3
JEIT [ A 98 PR F 7 TR B (20mL ) PE ik, FRIRAAIEM 2 29 70mL o U8 N 2, BR 2. 16 (150mL) , £k 1y
N N FINaHCOa 7K V49K (35mL) F17K (35mL) VR A4« 73 B 45 )2 » AKAH . B 215 (2 X 50mL)
AL E A IEAHLE I A AINaCL KA (50mL ) Pe gk , S8 E ik e e i 2 AR A EA R bR
A4 1(9.3g) o 'H NMR(300MHz ,CD30D, 8) :8.56 (s, 1H) ,7.67(d,1H),6.65(d, 1H),5.52(m,
1H),4.50(m,1H),3.79(m,1H),3.66(m,1H),2.63(m,1H),2.25(m,3H) F12.02(m, 1H)
[0471]  SE[15: (1S,2S,4R)—4-(4--TH-MLIE H[ 2, 3-d Jmsmg -7 ) —2- (e F 0k ) PR L e
[0472]  7E80°C T F2-(4,6- G MENE-5-3&) 2% (330mg, 1 . 71mmol ) AL (1S,2S,4R) -4~
A E-2- (2 FF L) PR EE (250mg , 1.90mmo 1 ) Al = 7, % (380mg , 3. 80mmo 1 ) F-2-TA ¥ ( 30mL. )
(V8 VL o I HPLC A 458 S B2, 197N i R TR PI A T PR IS o {0 IS 2 VB 5 094 ) 381 B B3 0L 12« ik
JE 2 R 2980 % FIIE 7, HRE BT A3 A% LS A BEFE T I K (30mL ) 1 o E UK AT HR ¥4 T 15
FIPETBVE TR, FEU WSS i AR T 5 Cheke IS OB =4 B, 3 i v R0 F 747K (10mL)
Ve, FHAEA0°C B2 TR LA/, 3R18 AR A AT AR AL A0 (31 Img , 68 %6 7= 22
o'H NMR(500MHz ,CDC13)88.54(s,1H),7.68(d,J=3.7Hz,1H),6.66(d,J=3.6Hz,1H),5.54
(m,1H),4.52(m,1H),3.82(dd,J=10.7,7.2Hz,1H),3.68(dd,J=10.8,6.5Hz,1H) ,2.64(m,
1H),2.32(m,2H) ,2.24(m,1H),2.05(m, 1H)

[0473]  szf5f16.9-2K 3L +Lke-9-F%

[0474] IR H R F S (14.34g,105. 3mmo 1 ) ¥& T Jo/K THF (43mL) H , F 4 ILIR & #0748 H1 2100
"C o Pl i 5 0 1E 3 A S B THR VA (200 OmL , 2. 0M, 400mmo 1) , FEARFFE AR T 10°C . i
NG 5, 720 °C R e HTR 40 2/Nm) o B Ji ¥ 0 38 B2 7KV (400mL, 1. OM) , FARFHEEIRT
25°C o FHiPrOAc (420mL) FBEIR -S4, 35 A 1. OM HCL (1 X 70mL) FEh7K (1 X 70mL) ¥k B i
HHVZ, IBRER BN 15 , 75 28 R IRAF T LAk o I ok fef e b Ee i vk 2 AL LA 5, SR L VE B 1Y)
TAAK(21.0g) o 'H NMR(300MHz ,CDC13,8):7.41-7.30(m,4H),7.28-7.20(m, 1H),1.90-
1.70(m,4H),1.35-1.20(m,23H),1.11-0.96(m, 2H) F10.92-0.83(m,6H)
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(04751 sfgi17 . (SURSIE RS ) AL R IR 1 -3 k-1 R T i

[0476] 45 &UHEEE S BURES (1.30mL, 14.95mmo 1 ) V& T /K THE (10mL) v , 345 VR & ¥ ve
HIBN0°C o N9 b ks —9-1% (4.972g, 14.95mmo 1 ) T I /K THE (18. 5mL) HH (1 VA W, HEAR
FHE AT 10°C B INGE G , 7E0C R HRFHR AU/ 5 BT S0 (U BESL) R P IR 1 -
R - FER I 290 . SMVAVRAEOC R AF ELEAE

[0477]  SEf18: 45 FEBUARH (1S, 2S,4R)—(TH-RLIEG 35 [ 2, 3—d JWs g —7—JL ) -2 (F2 FR L )
PRI () — M il £

[0478]  #%(1S,2S,4R)~4-(4-S~TH-MEME I [2, 3~d JEIE -7 -3 ) —2- (FR FF ) BRI B (124
) LA NRIF IR (L 128 FIN,N - R3O0 (1. 349 8) 7£2- T B (L6 5 {A 1
HR G AR N A28, SR G AE K 73 (80psi) T T-135°CN#A£140/Ne BL B 2 HPLCHE
AL EA R AR IEYR N IE GRS A H B R E S RS D IR B2
R AW, 4 B A NI KRGS B KE 3 R L BRI % - A FF R A HLZ A
FINaC LV HEEs > FF 4 FHNaa SO T4, I P8 ik 4 o — &R eI TR &), LA 21310
C, FFERLY L/NE] I JEFTARIE 44, I FHVA 16 S0 it ik » R PR BRI N B 2 R ] 44
[0479] 13 T 524611 8 i) Ji
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[0481] %

he

' CH
HN 770

& -xvii

[0482]  sEf19. — B AL 25 11 1

[0483] & = 2, 5 — i RO T2k 1 S2 6 L8R B N P= 40T 5 29424 &) R0 Y S0k i (R %o
TR B SLBIIBIARAN T W01 = 22658 ISR 7R 45 o7 o R S W08 J 20 °C L R AL
HI [N AR P BRI P AT B T 15°C AR 2R AN N0 . 866MAE Y SR R (AHXT T2 1 SE 4
LSHRI SR P70 5 2328 ) v 1) (RS 2 ) U2 PR IR T B (L Al 2 = R AU T I 2
FE3E S TE K THE P (1) BE /R 24 S S S SURR BE T IF 0k 20 1/ R DR AR T4 15
C) o B IFBTHE BN B L3070 B, SR 5 ¥ J1 3 -20°C o — IR PR LS Ik B S 41
US40, % i PN DY S8R g CRES Tk 1 SE B8R 3R A 740 1T 5 I3 AR AR o fi S BT
EFHE N0 C, IFHEHE B EHPLCHR R A7 AL IR UG VR A B LT AR %6 M 1E o R S ML TR 540
% A BN0°C, I AL A INOMER IR K T L R T ok B Sk B 18IS A\ 7= 40 5 L) 2568 R B IF
TRFFHR AR T 25°C B Ja T A IR ST HE BV PSR B, IFHERE 494/ N BUEL 22 M HPLCHR 7R
BOCE AR 58 42 gtk o AR EE A B3 T8 B R S0 EL 2 pH B A B 28 A AR WL 51 —
R A, Wit pE I B &4, IF LR BRI R 7 AR KR IR OBRAEEL, &
IFRTa A, IF FHRURINaCT AR VR BE % , JF ik 415 B9 RofL - il 1 A (VA 20
Ao AT AIE 2 T 7R P 2 ok D Al

[0484] s 45120 - — Mot A k) il 46 1

[0485]  RrzU(R™) (R)2C-OHIAE (1. 1345 ) M K — S H B (L1205 AR B I I R 75 4
B, IR S e B Z10°C AR 10°C o LAREFE FEAR T 2910 °C 1 3 2 I8 I sk e = U R s (1
M8, FEHR G LI SE R INEL(2. 624 &) FIRHMRFREEIL T 215°C, J-M f57E
2J0°CE15C MEHR S VNG R SR LR A, IF H & H be (L5 1A AR Btk vg
R o U Z5 BRVE T, T INZE (L5 AR R AR AR, IR = T B IS & 413/
o d et i e AR 2V B A R, FH 2 S (LR B Wode , IR T
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[0486]  SEM21 : — FC LT e A b 2% -2

[0487] Mg SEA 181 =4y (124 & ) FINMP CHENS T2k 11 52461 LI A\ 7= W & 209544 F7)
NS 28 IR AV HIRZ10°C E10°C, Pt RE LI 155 5 I8 INAE SE 5120 vh I = A 1
TR A 7R RO Tk 1 SEA L8 N P40 5 2014 &) R IR G T2k 11 52461 18 (1) i
AT S L1129 &), FHAEL0°CERI10°CZ AR E T RS Wi HPLCIE BR & N« F
R LY RR/INI — RS N1 B4 R A SE A9 20 v BT 7= A= 14D U I A 7R R PR L 22 s 02 465 o o U
TR GRS T2k B SE B LSHI N F= T & 292 565460 , FEAE L) 15 C R IR A 41167
I o ¥R N 28 < B G T2k B S0 18I B N = W01 5 29 15 AR ) AR CREAT Tk B SE 41
LI T= T & LIL0R5R R , BEFE TR AW 100-% , 3+ 0 B B a0 2 . B 5 7K (FH
X T2k E SEBI 8IS N =T & 3 X I5RFARF) P ik B HLAH b 5 LIS K R ER AN T 15 L
FH I 980K RV 7 o

[0488] B2 UK 7=, SR 5 70 2L 15 CRENS T 3K [ SEA9) LI A N F= 401 & 296 . 551 FR)
H BV R o S IR R RN TR B SE LSIRE N T= 4011 & 202 ARTARFL) , I AR 55 S N A
T #520°C o JERTHPLCIE B S5 N B & AR 9756 16 5 Bk 52 N A o ¥ n7k CREGET 2R 1 5245101 81
AT S LIVARHARRR) , BE J5 O Ik B S0 8 B 22 pHIEIA B 7-8 . AN IN L BR . s (FHX T2k E
SEBISHIFI A= S LI RARRL , TR AEBFE L1058 )5 , 7255 )2 o /K CREXS T2k B 52
B LSHIHI N =P & 23 X I5RHARRD) Be il A HLIE , FFETo KRR BN 08 - LBRIE I, H 5%
RVNETT%AE SR BRI 2 GREXS T2k B SE 41 L8RS A =M 5 21 LEFARRD 1, 3
PEFELI 187N o T Ik S 4, T30 C 235 °C 2 H) A5 T4

(04891  si2522 . — M U I A X 77 ) 442

[0490]  f& S F FUR R (124 5) MK B 28 (20546 8D I I B 25 28 R, FF (IR &
A ENFN290-10°C o LRI SO IR AR T 2110 CHEZR AR AT B (124 8) , R &Y
Z) 1N BN = 2,3, iR (24 &), Iflﬁﬂ%*fbimr“ﬂ&%iﬁwc HBEJEAELI15CEYL
25 CHIRE T IR S22/ SRR SRS T, 0 i i JE AR 2R Ak ), F B
o

(04911  sef523 . — LB B AL 2 143

[0492] K2l IS P= 4 (1248 AT 2 R TR 1 SE 40 1 8F B N\ F= Wi = 297 5 AR
TN R ZR 38 5 o A8 INAE SE B 2270 BT 77 A2 ) ZU R A0 3570 CRE Tk B s B 18 I B N 7= 40
M 24%), JFEL50 CHIRE N RS . i HPLCIE BRI L o 4k 2 N4 B %8 e B 45
WA HBIZE G, 700 . 5N HCL CHEXT TS24 I 8HI S NP~ I T & 295 . 554 A1) , HAE£923
C BRI L15-64 /N o M BITAR I AH VAR 4 55 KA , FF FIMTBE G T2k B 5249118
(R N =0T & 215 R BEE M TBE 2 B 55 56 5T 43 15 (149 A MUAH & 9% I B IIMTBE
CHEXT T2k B LB SIS N =401 & L1265 48 BT SR &4 5 /K (R T5k B s 411811
NI S 2 LORHARRD) — L0 Bl o 73 B A HUAH 45 215 G T2 11 52481 L8 (1) B
TN & L9105 AR INNE WA R, 35K A 08 R 40 08 2 105 A AR G X T 52491 1811 7
VI NTIT ) o B N 2. B8 GRS T3 1 S2 4811 81K P 03 N T 5 IS REAR R L 3 BB VA TR
PR AR A L0 AR AR GRS TS24 L8 P M AT 5 ) o

[0493] Kk R R CREXT TR H SE B L8RS P24 & L3R5 AR AR I KL= 2. I ¥
T 5] s A54  SEE EEAR T 295 °C o i I HPLCIE B 5 8 BL Z A4 L 11 225 52 i A L o W

45



CN 103483342 B w Bg B 42/43 T

K GRS T2k B SE 31 L8 N P21 & LI10f5K A1) , B S5 7 AR BR 4N B 2 pHE A 2 7-8.
NI LR <R CREDA Tk B S8 18I A N ™ M & Z9106546 ) , FFAE I FE L1040 81 ), 43
B85 2 FIZK GRS T2k B S2 BN 8 HI N T & 203 X 105 B Pe ik A HLZ A8 58 IR 35 =
BB IHIAAT IR M A8 ISR 7K (295 % v /v) DL BT A 53 B9 o A 4t A30KEL 7™ A7 A e o 35 12k
T BT P 2 CREOF Tk B SR8 SR N 7 T & #9250 %6 -25 % w/w) ol FHE t0Ac (FHXT T2k
S L8R HRI N =W 1T & 22— 10 R AR) e gl i PR ik B Ak G 2 o A3 P 43 VA 0k 41 22 A %
Tk B LB NT=I0T & LI3REARFN, SR JE 763540 °C T It . 248 i i — & %e GRS
Tk B S2 18I H N =W i 5 20 FHARFN) , [F) I R 357 PN 5L 42 3540 °C o DCMIN 1 5€ 1S5
1E35-40°C R LB TR U/, FRAE HA H 31 S8, ARG 7R S I T L2018/ o i i i 8
U HE BT A4, 3 T-30-35°C FTES TS IHE,

[0494] 24524 : [ (1R, 3R, 4R, 5R) —4-{R-T- 8 AC-6 -2 ~3F[3. 2. 0JPR-3-5 VI H IR
Ths

[0495] 54 T FE A B AL AR I F B VA VR (1. OM, 1800m1) IN AN VA T & H k2 (6L) [ (1R,
AR)—4-[ GRUT S B R L) B2 IR - 20— 1 -FR 12 (400.00g , 1. 7601mo 1 ; LA 5 L _FsEfif1 %3
W BT AR R FR P AR R P il 6 ) o, AR B  F I FRR S 600 Bl B IS R R AUE T
R B G A HI B -25°C B fG/E6 040 B0 N A2 I INAE &R e (2L) R (181m1,
3.52mol ), FFARFF B EAK T -20°C IR INE W5, FAE-25C N IHIR A 300 81, 28
JEAE304 B0 N S BN0°C B 5 IR G W7E0 C T HiFEL/INSF o 7E0°C , 423043 Bh 2 128 N
7K (L) H A L-F 3R M R AN 26 (523. 0g, 2. 640mo 1 ) 578 (3L) 7K v (1 4 A s S AM I TR &
W, FEAR RN ERIE SR T 10°C o SR BT i3 00 AR A4, FE A0 HAE 1/NSF P FHE B PR BI85
AR R, IFRRKEH ZE R L AR &I R G, IRIRA B AL
IR B8 (8L) , H M Aa IR 5 W) 2 L5 LINAR R iR N 1R L BiR (BL) , % BT 4318 &4 K
(AL) P 3R - B Je e A ML 2 R RIS AN K VA (2L) ek, IRk a4 0t 2 1 C i 4 (1) s
b1 (460g,85% ) o 'H NMR(300MHz,CDC13) :85.09(d, 1H),4.80(m, 1H),4.71(m, 1H) ,4.47
(m,1H),4.04(m,1H),2.39(m,1H),1.89(m, LH) fI1.46(bs,9H).

[0496] 524125 [ (1R, 2R, 3R,4S) -2 -3-F8H—4-(F2 3L ) IR e 2 T2 2L F IR U T s
[0497] [ (1R,3R,4R,5R)-4—R-7T-E 06— & ~IF[3.2.0] P33k 1 & L F B L T B
(450.0g,1.470mo 1 )¥&ETTHF (6L) 1, JRR A v H1210°C 212 U I AL 2. OM THF
W (T30ml ) , AR FF AR EAR T 10°C B 5720 °C M HR A 304 8h , /£ 2 JSHPLCHE
INEIRYRI O FER AE0C , MU I A S AL E KA TR (2. 50) 5K (2. 5L) MR A 1, IR
Fr N SR AR T 10°C Bl J IR A R BIRSRIR  , RS - B THE 2 R ZETHR E B 4021,
FHAHKIE H B2 B8 (AL) IR o« A H A HUZ , H HIZK (AL) BEE PR IR - B Jo F R S AL
KB (AL) VA HLZ  IF IR 453018 £ 8 O W AR 8L &4 (452¢,99% ) . 'H NMR
(300MHz ,CDC13) :64.83(m, 1H) ,4.54(m, 1H) ,4.43(m, H),4.31(m,1H),3.87(m, H),3.74
(m,1H),2.71(m,1H),2.02(m,1H),1.70(m, 1H) #11.41(bs,9H).

[0498]  SE45126: (1S,2S,4R)-4—4 F—2- (4 FF &) IF TR % . HBr

[0499]  #Z[(1R,2R,3R,4S)-2-7R-3-F2 -4~ (F& 1 JL ) IR 3 1 2 0L IR AU T Bi5 (444 0g,
1.431mo 1) ¥ T A EE (2000m1 ) 1 o 454 . OMER BRI 1, 4~ BB VAR (2000m1 ) TN BLVE VR
HAEPR TR B N B IR A 3/ o IR 4R S 4 U RE , R I T NVRAH , o ikl 2
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FEIRL 735 °C Uk F e 45 ol 4% (1) IR R VR A ) 49 BB B R R o G IR R VA T H B
(2000m1 ) A1 573 A EE (2000m1) FITR-S P, M H P U IN10HE & % Pd/C(76g,2.5mol % ) , i J&
IS INBRBREUHN (360g, 4. 3mol ) o T BT A3 4E 34 FUR A W) AE R BRI N 4252 A< (20psi ) 7 4%
18/INI o 467 S5 TR 5 W ) S5 A A B DA VR B B 3ok i, vk 4, R 'H NMRHr , He R s 264
K58 A THFE 8 FH R 12 (250 ) #R9 JE TR AR S BLTE &40 o DR R FH R B (2000m 1 ) e 3% » 3+ T35
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