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B\ 75g I £ R ANB g I T 7 il 22 A4 A A A8 A — PR AL IR S Ak 57 Rk B AR N
Amber1yst™70, 3k [ B AL 22 A 5] (Dow Chemical, Inc)) o B % MR A NI E 120°C I
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HMZR SRAPH LB K SRR ) F 205 T B B LR

[0063]  sf5i|2: A A 1% . 2L FR T

[0064]  [m] —ANEC 2% At 22 J 1 v 266 B 1) 500mL IR IS KR 26 N 100g T % (115811 &
W8 2 BE N0 . g FFEE AN o 15 1% SN TR AP0 IR E 90 °C 3F BN IZ I MR S vh 2515 B8 7R A
VI EEAETT B LIRS

[0065]  SEf3: A pl A - BE 5 2L PR T

[0066] [ — 1L TN 2% (autoclave engineer reactor) 3 N 200 A —
B L 150mLIK) £, R AN 27 e Ha S04  2H 2% 12 S B 2% AR I % R SLES IR A 130 CRFSE3/ N .
312 S B8 VA E o P4 1 B TR B L PR R A B

[0067]  B. EL %% Btk % Lk

[0068] Sl « 7 FF fiE v (1 PG R J: kAL (1: 1PG/DMC)

[0069]

. . .

OH Q , o~ o

K>CO; OH |
oH /U\ < )\/OH * o F /K/O\

A T07N0T T on s0%G " -
A B (o

~5% ~5% 0%

[0070]  SEI& . A — AN 100mL K Fi B 268 A\ 5 ) T % (PG, 65. 7Tmmol ) \5. 53mL I Ak 2 —
FEE(65. Tmmol )+ 18. 2g Ak R\ LA J240mLI¥) 1 I o i TR S WL 4 — M Friedrichsi® ¥t
#xJF B (L4980 °C ) ik 4 o AEIX BN ) 5, A AN S8 I TR A 7% ) 22 50, o g =k
B, I HAEAFIEM [ Z I8 — MR & B 200, e RER WAL 10% PG & X 5%
i A s o0t B2 PR B R L TRRA IR o B 5 A AR PG — R B okt 930 A ok HoAth = 4)

[0071] 5242 « 77 FF i A 1) PG ZE 4k (1 : 2PG/DMC)

[0072]  SEEG : AT 7E S LR AR I IORE , £E Iy — Pl s B2 Hp = A B K B FR R, G
A SR R B RZA T 12,08 — A 100mL A 205 28 N5g i 7 —E2 (PG,
65.7mmol) 11.06mLARRES —FIES(131.4mmol ). 18. 2g KBRS A . LA Az 40mL [ FH S iR &
MIIC %A —MFreidrichsi® &4 IF H I (Z180°C) Rk 4  7EiX B 0] 2 & , [ iZ AN 22 5116
TRA WA A 2 =, i SR ER T, 3 B A7 I8 - 18 GC/MS 2 EH 3 A iZ v i — 1
FE i, o 25 AR B 2940 %6 1 PG T 48 % S5 i 57 A pleoxos B2 1 5 F R K (18 96 AT 18 %6 B) , Hirp £
4% Bk Ry — AL

[0073] s 4513 . PG L RAAY, , 2H 15 )

OH o : i
. 7' KoCOs <
[0074] )\/QH * \O)LO/ 90°C ,/J\/o\.
~100%

[0075]  SREG . [A]—NEC A A PTFEIR R BT 7740 H1 4 1Y B 30 1 00mLA SR 1 3 N 1g I TR
—EE(PG,13. lmmol) 7. 27g IR EE 4T (52. 6mmol) . LA A 50mLIKI iR B8 — FR S 5% — DK%
Friedrichsi#E#8 A0 % B Z K UG LIt HAR S Bz iR S a2 90 C it 4 o 753X B (1]
Z 5, Bk Pk IF HIEE GC/MS i — NS il ke, X s 7T A PG & S AL i —
TRASAA) , T B FR T 7 M R UE A o
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[0076]  sZ54 . 75 P % I EG HF L Bk AL

[0077]
~
OH 0 ol 0
KoCO OH
(Lot + gy —oe Lon + L b+ Koo
CH3OH, 80°C )
A B
c

+ B ~15%
A+ B~15% 0%

[0078]  SKIG - il — AN LOOmLAS FGEIR A N 1g ) 2 % (EG, 16 Immo1) 1. 35mLAX B IR —
IS (16. Immol) 11, 13gf{IRRIRHA (52, 6mmol) . LA S 40mLI) FF 8 . i IR ST & — A
Freidrichs¥ ¥t H [E1R (4180 °C) it 7 o 7EIX BB 1) Z I, (F A B IR A s A &
Fia, 1 vk BRI, I HAEAEIER . T GO/MSTE B A BT iZ uB R — N EE N, S R &
BH )15 % I EG 4 0 S5 b 5 A pooxs B2 (1 B FR B TREA RIS o BIE 5 A7 L8 BIEG — AR Bkt % A M
LR H AR o

[00791  sfi]5: BGER 3L kb , 4005 0

OH i K,CO4 o~
~100%

[0081]  SLEG . [a]—NEC A A PTFEIR R 1) W 74 1 HE 1 BE 350 1 00mL A SRR H 2 A 1g 11 2
T (EG,16. Immol) 11.13gHIBREE# (52.6mmol )\ LA A2 50mL A BREE — B . 5 — KA
Friedrichsi#E#8 A0 & B Z K UG LIt HAR Bz iR S #2290 C it 47 o 73X B (1]
Z 5, B ik Pk I HAEE GC/MS o — A58l ke , IR 1 BT A EG T 4 e A il — F Tk
AU , T Tk M R R

[0082] 524516« 7F FF B P Y EG FF ZE &AL (12 1EG/DMC)

[0083]
7
OH Q K,CO o~ OH ?
2G04 v |
OH + ~olhr OH * * K/O\
o &0 CH4OH, 80°C ~ 0

A+ B ~159 »
% 0%

[0084]  SEEG . a]— M 100mLA IR H 28 A\ 1g & B (EG, 16. Immol) . 1. 35mL ¥ Bk R —
RS (16. lmmol) \11.13gIBREE 4T (52.6mmol) B A2 40mLi B IR S W& H — 1
Freidrichs¥ &t 25 FF HIHIE (£180 C) i - fEIX B 8] 2 ) » iZ AN B S IR A s H &2
Fn, T BB, 3 H AR IR R B I GC/MSE B 4 BT iZ De vt — MR, A Bk
A 2515 % [FIEG L 28 %) S UG Ak R0t BZ 1) B FF S RAARIB o BE 7% A WL Z2 BIEG — R JE Tkt 30 5 W
SR HAh )

[0085]  C.EL %%V et % B i i

[0086]  SEH7: &Rl 2R FE T SE-1, 2- 0 R TR , PG R FE AR FRTERC
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Ko o D810 xee . TR
, SN RebMs | 6”0
A 4 /k/o\n,o\©
" o}

[0088] SIS . [a] — ML & A W IR JEPTRERE F 45 FF4% (1) 25mL 5] JEC B 28 N\ 1g 0 7 B A
(13.1mmol1).5.65g — 2K LR FEHEB(25. 2mmo 1) \ LA 2 3. 65 BRIE 47 (25 . 2mmo 1 ) o £F $iHE:
FEI I HAE RSB EIE T B IZA IR S YINRE100°C il % . EIX BU E] 2 )5, A
20mL SR e R RRIZ IR A, 1k 9 DA bRt S A, I IR TLC(E 4 R 2. B 12 % FF
B, UV-Vis MR AR R A HE S ) EAT 0, IX R B T I3 T B O B FE T HL AR 1Y
— A CBAZ R — AN R RS L FHCDCL s AT AR, I FLIE G NMREBEAT 4 41 TH NMR
(CDC13,400MHz )6 (ppm)7.29-7.27(m,4H)7.17-7.15(m,4H) . 7.13-7.11.4.70-4.69(m,
1H).4.10-4.08(m,1H)4.01-3.99(m,1H).1.47(s,3H) ;*C NMR(CDCl3,125MHz )8 (ppm)
158.54,157.51.153.38.151.15.129.78.126.16.121.32,116.14.114.65.74.05.73.02,
16.55.
[0089]  D. MWk — JrE% (FDMAIbHMTHF ) ik

[00901 S5l . Al (5—(F 28 2k FFY 2 ) R —2—28 ) FR BB, 2, 50 (R 4 R K ) R C
[0091]

[0087]

O 0] o
HO/\W\OH e K,CO; ~0 - O
. 07 N0 i /M/\OH . O/U\O/
A pt B p

[0092]  SK3G . ] — NG A A PTFE IR 78 B WE 46 FE# 11) 1 OmL B 30K SRS H 2 A\ 100mg 1) A
(FDM,0.780mmo1 ) .539mg K B0 (3.902mmo 1) . BA S SmLIK B R — G (413mmo1 ) o 45—
(] vA kA 2SR Z R L, IF HLAE BRI R, % AN ST TR A I 290 C R 42870
i o £E 3% BRI 1) 2 )5, S o 18 25 B3 0k B B B A0, 9 HL A 12 8 VRLAE VS S IR 4 o 38 BT 72 AR 1)
TR PR MDA R AT B /N B ) &R e b JF B2 AT R e AT vp , Ho v i FH 2018 2L BRI
POk BB LS (LA R PR 4 A) B AECHE N — Bl & B IR B B LS, Re=0. 72, FE MR 4
JE PRy 26mg X BT B TR M8 s 1 LA 45 R 0 T Gt 0a BT LA , C, 61,52 H,
T.74. KIIC,61.43:H,7.85,B) K NBIE N — PP IROK 5 ([ 44 1) LS, Re =0 54, 7EIK 4
JERRE N2 mg X B B TR o i B ie 1 AT A5 R 0T CotloOs BT LA , €, 59 . 15 3 H,
7.09. KIIKIC,59.28;H,7.07,

[0093]  SEf2: A Ak ((2S,5R)—5—(F A 2 AR L ) DU AL ki —2— 22 ) FR B L ((2S,55) -5 (4,
SRR L) VU S -2 2 ) B L (2R, 5R)—5—(FR A B AR 2 ) DU kg —2— 2 ) FR BB s (2R, 5S) -
2,5 (A A FR L ) DU AW | (2S,5S) -2, 5 (4 AL FR L ) DY &k , C

11



CN 105849080 A w Bg B 10/11 7

[0094]
0,
HOA(JAOH ?/\(27,\0/
+ +
HO/\C)_? .‘-“\OH \0/\(?_7"“\.0,

[0095]  SEEG : (A —AMEC 4 A PTRE SR 78 1 R 77 40 1 A% 11 5. 30 26m L [R] JES e L 25 N\ 2508 [T A
(9: 1M/ s, 1.89mmol ) o 1. 05g KB ER 41 (7.5Tmmo 1) « A S 1 5mLAR 1 — B B o 1 — N [\l 37k
RS I B2 b, IF HAEBCRE I FIIN , B2 AN S SRR S I 2290 C RF 42 1 2/ i)
TEIX BT ()2 o, AT o A R RAE IR T IR 4, 3t — Phoba e & B R SR A 28 5 3
FRHCIR DG A B/ N &= & R e o BN — TR R A, o i 2 R 2L B Bk
W V) B e T v BRI DL R PR 248 43 A) R IR I IS, (R =067 , 7R3 45 J5 6 8mg ) — Fh A%
B RO HPIRY)) #8E TUL R e A 4 L 0T CstlisOs BT FLHIK) , €, 59.985H,10.07 . &
IR :C,59.87:H,10.01.B)AFEBI LS , (R =0.46 , ZEW 45 5 94mg [ — FikA HTE 2 10 TR
Y HER T LT om0 T CrHuaOs T FRUHIK , C, 57 .51 5H,9.65 . KILIKC,57.70, H
9.53,

[0096]  E. MR — o EE bk i

[0097]  SE1. (5— (R FR AL ) Wpg —2— 0 ) FR L P L R R R B W PRI -2, 5— R X (P R AL ) —

P (IR TR ) Co
[0098]
o 0 Q o} Q o
HO/\(L/?/\OH N e DIEA (o S . A AN ©
> e N/ . +os (&) / "(
A F 120°¢ X\Y‘)B/\b o = 0 /\W\O 0N\

c

[0099]  S2EG : (A —NAC A& A PTRE IR 1) 1 73 4 4 (1) B 25 5mL 5] JEC R H 2 A\ 100mg 1) A
(0.780mmo1) 1.2 mLERER — P 35 (DPC, 7. 80mmol ) BA 2543ul. DIEA(3.12mmol) . %3 F
— AN RIE AN D R E 2 9 HAEEAE 552 TR 2R NS IR A in A
F120°Cit & o ALK BN B 2 5, £E i 525 T 2B i &DPCHIDIEA, 3 HAG %R A WiE i AE
ImLI¥) & e IF H AN — A F il )k oA, Hoh i Rl T e/ 2R . B e it VA 52 TR
BRI TR R AT T-C(RE1=0.72) , 148 Ja Ay — Rl ARG L 238 T G 2 [ A FR 2
H22mg . 'H NMR43Hr (400MHz , CDC13) #87~ T LA R 15 56 (ppm) :6.23(d, J=8.2Hz,1H) 6. 15
(d,J=8.2Hz,1H).5.21(s,2H).5.10(t,J=6.8Hz,1H).4.24(d, J=6.2Hz,2H) . 4.10(t,]=
7.4Hz,2H) . 1.59(m,2H) . 1.10(t,J=7.0Hz,3H) . Rb Ak, 45 B BE B0 v 18 45 e ) 2 % T-B(RE =
0.54) , FRAEAEIRYE I 1) 28mg — FiAA BUTE € VIR o iR S0 ' NMR S M 487K 1 BL R {5
56 (ppm) :6.25(s,2H).5.20(s,2H).4.22(d, J=6.2Hz,2H)+1.61(m,2H).1.03(t,J=
6.8Hz,3H) .

[0100]  SEH2: A Ak ((2R,5S)-5-(FF AL ) VU Wk —2- 2 ) AR L A SR BRI - ((2S,5S) -5—
(FR L) DY S ki —2— 8 ) B L T L B 15 (2R, BR) -5 FR ) DU Sk g —2 % ) R R TR

12
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FEARIREEB s AL (((2R,5S)-PUSRME -2, 56— J ) X (O FF 5E ) ) X (B BR B ) « — A &
(((2S,58)-VY SRR -2, 5— 3 ) XU F 48 ) ) XUCHR PR B ) Co
[0101]

(8] 0O
o HO U oA 2 o} 0
Hom}{ m O N o~ 0}‘\0/\(—_7—«0 ,lLO*\/
s} e) o)
L piEA_ HOT { )™oA -
HOAC)]M’\OH " e 120°C Y e YO, P
O, 0 ) om 0*[(0,\//
A HO (_7’\0*1&0 e

B C

[0102]  SREG . (A — ML A PTRE IR I T4 77 4 F 2 (1) B 25 5mL 5] JEC R H 2 A\ 100mg 1) A
(0.751mmo1) 1. 17mLERER — P 3L ES (DPC, 7. 51mmol )\ BA A2522ul, DIEA(3.00mmol) . %3 F
— NI AN DR AR AR I AR B R T AR 2 T IR A i
F120°Cit & o FEX BN IR 2 J5 , 78 R B2 T £ FR I EDPCAIDIEA, Jf G iZ KA, 5 taipiR
MEfEAE N ER SR b, 3F B AR TR B i A A 1R & BB AE e i v
) PR B VR SR AL PR IR 43 - A) — P O R B WEIR Y, Re= 0. 70, FE IR 4 J5 (R B
18mg , I HCR Y I8 TT 3R 3 AT 40 B < X T CrataaO7 B BRI , €, 55. 255 H, 7. 95 K I I C
55.12,H 7.84.B)— R i AABUK R, Re=0. 52, FEIR 45 J5 Fx Bl 26mg : X -T-CroHis0s T
AN ,C,55.03;1,8. 31 RIHIC 55.16,1 8.24,

[0103] A4ty 15 B T S5 T 4l b R 1 AR BH o A A 1) 3 Jd AR N 2 B B i, AR
R AS DO SRR T4 5 H R B0 S A1), i A2 7 S M50 2 el DA ORI R B S8 28y (B 46 E
HI O RN 157 R I HoAth S5 2801 43, e ATTRT BAAE A R BH B 98 Rl A8 D B g SR AR BH )
A% DL AT DAE AR AL o R, B AR AR A 53 0 I B AR B YT, 75 T 3% e A,
IS A5 SERE AR AL A AE I
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