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127 f5& (BR,6R) -5,6- M ((E) -3,5- W (=5 HE) KM -2,2,3,3,8,8,9,9-/LHIEE-
4,7- "544%-3,8- REZSSE, /E P ICHRIRRR (“S2a-17) .
CF;

{BuMe,SiO

OSiMe,Bu

Abs

CF3

[0039] 5 & " HI RN AT R ARER A BEA A AAAE B AT 2 RIA P e iR S 2a
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L (&8 R EAR T2 8 BN I 1) = S ORGSR /S 3P R ((F,0) ,C0)
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AT LU R R TR E k), (B R R /R 1S 2a ] DA FH 20 . BEE/R 22 £ 100 B /KK
YERE  F1 40, 24 S BRI, T DA F A 205 B8 7R 22 29 100 BE /R [YE Rl 2R 1, 42—
SO T, AT DA I 230 BE /R 2 2J6 0 BE IR ITE R o BN I3 — A 2451, 24 7S SR L 107
I, FTRAE FANZ0 . 527K 2 29 100 R /R TE L ST, AE—28 1500 &, T LU T Z 1 BE/R &
295K NTEFE o 18 7] DA T AR SR TR S
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o, WA LR ERITE S
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RO O TR BT (“t-BuOH”) ASREZE GO AT BEfk (“MTBE”) L2~ FI &
ZEREMZR IR (Aol HH AR ER) o mT b, AT DA e R TR 5 W, 191 40C, - C bt
RITRAEY .

[0042] Wttt 5 S R SO AT LAEAREFE BRI A b T LU AR RS A AL 57
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[0043] 75 5 FR I SN AT LAAEIASRIR BEIA SR AL s 70 b4 T o 2R1f, T DA 58 = A
SRR BEAI S 770 H AT, PTRAEE FHAZ50°C ZE 25100 °C 176 BE « SR , BT FH ) — Fhiat
FlEk 2 AR, m DA FHEARYER 5140, 24 S 2 BRI, rT DA FAZJ0°C 2 2560 °C e
s AE B 5 IR TR M £920°C 5 2950 °C G R ; I HLAF EbdB o0 K, A DL T2
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[0045]  SXEESFLE K T LB IR, 1A BB A TT IR T i e g 7 2
INNEN P

[0046]  Fr IRt AU IGO0 1, TR IR IESRAF I da Ak} i Anva 71« o
IKHEFINE fySure/Seal ™I T [ B 2543 7] (Aldri.ch) - FLA% TS BN PO STRERE FH T RidL
A R (N T EA R ERAE AT o 68 “PAS ™ 1 SS9 il S
M Z)20°C 5 2)24 C ISR IR RS =it T 0 T8 45 T e N2 R &0, AR i
ChemDrawH )iy S F2 71 24 o LIRS PR 7 ANBR iy 2490 -, Ml 1 A TUPAC Ay 4 BN i
FERIS T 'HONMRYGE SR Feppm (8) T HLAE400F1500MHz1 5 5 *C NMRYG SR Fppm (3)
T HAET5 1008 150MHz1C 53 5 HL°F NMRYGE SR Heppm (8) HH)F HAEAT IMHZ 0 5%, [
FAT U .

0047 5:fflla: Bt SMHE- 1- (2,2- 403+ (LA IEE) FRPIED) -3,5- 0 (S 4P
) KAk

ci_ Cl
0" > CH;,
FsC X P FsC " O._-CHs
[0048] Q" CHg .
O._CHs
CFs CF3

(00491 FE 25 Ak 1B R FIIEL BEAR 10250 2T (nl) = SRR AR, 45 (B) -1- (3,3
TOEEEN T 13 -3, 5- B (R TED) TR (5 (g) L 14 61LZZEE/R (mmol) ) YA T 5445
(47 1mL, 584mmo1) 1o f52- FHEEPY -2-FREH (11.69g, 146mmol) — IMEAS A A P KT
Py 40 CH HLRI P F 24/ NN o 1o RV B3R I, R ISR TR A FH K (50mL) He ik 9
O, I HLIRJR R KBER A ANV B, LTOKRIR N TR, 1038, I HLalid ekt 28 K As 31
HAR ARG S AT TS IR (oAb =00 72 %) o il fERHE Gl 7% (2
bt - LR CRRUEIBERD 43 BSEC AR A4 : 'H NMR (400MHz, CDC1,) 87.83 (s, 1H) ,7.71 (s,
2H) ,4.64(d,J=6.1Hz,1H) ,3.82-3.55 (m,4H) ,2.94 (d,J=8.4Hz,1H) ,2.35(dd,J=8.5,
6.1Hz,1H) ,1.32(t,J=7.0Hz,3H) ,1.21 (t,]J=7.1Hz,3H) ;'°F NMR (471MHz,CDCL,) 8-
62.87.

(00501 Sfhl1b: S a-SMHNE - (2,2- (-3~ (. CAAEEHIZE) TANEE) R Ak

cl_ Cl
o X e
\““ N~ 3

[0051] N0 cH, @
O._CHs

[0052]  fE/IMfHT 5 (B) - (3,3- AL - 1-0 - 1-3) ZK (20022 7 (mg) , 0. 97mmo ) 1R
T4 (3.128mL,38.8mmol) FH o BHATR AR INE T — N A AT BEAE (776mg, 9. 7T0mmol , AHAT
TGP0 ) (T EARPARED (/N R SR IIEAZE 40 C I HLRIZUBER 24/ N o
P AR ISR R SN AP K (2mL) DEZRPR IR AT HLE 20 1, 0 KA B TR
i, P el 28 e s TR o R, 4- ZRSEESRAE P A i NMRE 434
FIFAF AR P A 3R A5 H-NMR 5 (82 9% 77%) : 'H NMR (500MHz ,CDC1,) 87.40-7.26 (m,5H) ,
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4.61(d,J=6.5Hz, 1) ,3.90-3.53 (m,4H) ,2.84(d,J=8.6Hz, 1) ,2.31(dd,J=8.6,6.5lz,
1) ,1.31(t,J=7.1Hz,3H) ,1.19(t,J="7.0Hz,3H) .

[0053]  Sffiftc: - FMFpE-1,3- 50-5- (2,2- 5 -3- O IEE) AN ED) ZRI0F
%

O/\CH3 cl, Cl
Cl = O/\‘CH3 Cl o O _-CHs
[0054]
O._-CHs
Cl cl

[0055]  {F/N R, ¥ (BE) -1,3- " %(-5-(3,3- “ 4 AEN-1-4-1-5) & (200mg,
0.727mmol, 97 &t 547 It (wt %) ) IR MR T 505 (2.345mL,29 . Immo1) HH o KA IRIAS I 22—
AT B (582mg, 7. 27mmo 1, AN TR IAH L1021 18) (FEFEFh ) /ML .
KR G RS INIAZE 40 °C I HRIZIAEHE 24/ N o 8 H = BRE0I BE S , ¥ SO TR A K
(2mL) BEFFNIR KA NUZ 512, TR AN T, 1 38, I FLl i e 55 25 & s B2 M4
(AL, 4- RS EERAE bR, 1 H NVRYE AT AT AR LASRAT H- MR 2R (71 %
F23) 'H NMR (500MHz,CDC1,) 87.31 (t,J=1.9Hz,1H) ,7.16-7.14 (m,2H) ,4.59 (d,J=
6.1Hz,1H) ,3.80-3.47 (m,4H) ,2.77(d,J=8.5Hz,1H) ,2.25(dd,J=8.5,6.2Hz, 1H) ,1.30
(t,J=7.1Hz,3H) ,1.20(t,J=7.0Hz,3H) .

[0056]  sEffi|2a: S -AMHIE-1- (2,2- "5 -3- (COSEAETED) PRAAD) -3, 5- B (5
) KAk

cl_ Cl
0" CH;,
FsC W oy FsC O_CHs
[0057] 9 ®Hg 0
Ow_CHy
CFs CF3

[0058]  FEC £ A %0 N UM 3 PRI B 35150 -mL I JEC e 72900 (B) -1- (3,3- &)
SR - T-H-1-25) -3, 5- B (= HTAE) 2K (5.00g,14.61mmol, 124 &) o K5 /S S
(19.34g,13.43mL,73 . Ommo1 , 54 H) RPN LB - £E23°C R — IR PEASIIAL T A4 (3. 51,
43.8mmol, 34 H) o £23°C MR T MRERLR A it HF 24/ NN o SR B (20mL) <K
TRA TR (10mL) Peik =K o IRGRBEbT 2 o B R F A BRagAT ik (DRIBR : AT e
(110 % -50 % LR R Zhfy. , 13 31 23 ¢ fE AR bRLIL &) (5. 282,85 % 7% : 'H NMR
(500MHz,CDC1,) §7.83 (s, 1H) ,7.71 (d,J=1.6Hz,2H) ,4.64 (d,J=6.1Hz,1H) ,3.81-3.67
(m,3H) ,3.66-3.57 (m, 1H) ,2.93(d,J=8.5Hz, 1) ,2.35(dd,J=8.5,6.0Hz, 1H) ,1.32(t,J
=7.1Hz,3H) ,1.21(t,J=7.1Hz,3H) ;"°F NMR(471MHz,CDC1,) -62.89.

[0059]  s2ffl2b: ANMTE- (2,2- —4(-3- (T CEIE D) BRI 2RI &K
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cl_ Cl
o et &/0 CH
\\"‘ S~ 3
[0060] N0 cH, @
O._CHs

[00611  fE/NfH, K () - (3,3- AN -1-4-1-38) 2K (0.200g,0.970mmo1) # - T-/5
ST (0.738mL, 4. 85mmol , AN A ALS 2 &) RTINS I S — B AL | R
(0.233g,2.91mmol , AL FHEIAM KF3 M im) (FETFER AR B/ 8 SN TR A P07
23°C MRIZIFEHE24/ N R L, 3, 5- = A RIS I SR S, T BRI T E N AR
LIS H NMRYGIE TR (91 % 725)

[0062]  Sffij2c : [ -AMHlE-1- (2,2- (-3~ (CLASENED) RN -3, 5- 0 (=5
) KIE K

cl_ cl
0" CHs
FsC ™ AN FiC L OVCHS
[0063] o° CHy
O._CHs
CFs CF3

[0064]  FE/NfLrP K (B) -1,3- —%(-5- (3, 3—*2%@@@?-1-&%-1-9@z*li(2oomg,
0.727mmol, 97wt %) ¥ fF 17N S (0. 553mL, 3. 63mmol) o KRGS IS X
T (175mg, 2. 18mmo 1, AR THE IR M) (FET-EAEHH PR 19 J\ﬂﬂiFP Hiﬁ IR
WYirE23°C N RIZIBEHE24/ NI oK1, 3, 5- = AL RN I I B R Sk, O BB PEN
FRpIPAESE H NMRYGIE TR (98 % 723%) « 'H NMR (500MHz ,CDC1,) 87.31 (t,J=1.9Hz,
1H) ,7.16-7.14 (m,2H) ,4.59(d,J=6.2Hz, 1H) ,3.81-3.56 (m,4H) ,2.77(d,J=8.5Hz, 1H) ,
2.25(dd,J=8.5,6.2Hz,1H) ,1.30(t,J=7.0Hz,3H) ,1.20(t,J=7.1Hz,3H) .

[0065]  sffil2d : Lo AMIHE - 1- (2,2 5 -3- (TP FIED) BRI EE) -3, 500 (S5
HIER) R Bk

CHs

Cl CH
H3C)\O CHa 3
[0066] T3¢ =y o/l\c,H3 \Q

CF, ac CH3

[0067]  ZE/NHRA ¥ (B) -1- (3,3- " NAEIEN-1-1%-1-30) -3, 5- W (=4 D) %
(200mg,0.540mmo1 , 90wt % ) JAfE T/~ A (0.411mL, 2. 70mmol) H ARSI 2 A —

ST AR (130mg, 1. 62mmo ], AN T e p kR 2 id) (FEFER T RED 1/ INRUH RS
NAE23°C N REIZERE24/ NS 1, 3, 5- ARSI E R MR G, 7F FUE L HITEN
FRPIPAE T NMRYE I 3% (71% 7239) + 'H NMR (500MHz, CDC1,) §7.83 (s, 1H) ,7.73 (s,
2H) ,4.68(d,J=6.5Hz,1H) ,4.12-4.07 (m, 1H) ,4.00-3.94 (m, 1H) ,2.85(d, J=8.5Hz, 1H) ,
2.34(dd,J=8.5,6.4Hz,1H) ,1.31(d,J=6.2Hz,3H) ,1.28(d,J=4.9Hz,3H) ,1.19(d,J=
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CN 117203181 A W OB P 8/20 i

6.4Hz,3H) ,1.14(d,J=6.1Hz,3H) ;'°F NMR (471MHz,CDC1,) 3-62.89.

[0068]  Sffi3a: i1 (E) -1- (3,3- “ AL - 1-Mi-1-25) -3, 5- 0 (S D) RIE RS A -
IMIHIE-1- (2,2- Z50-3- (LS TID) BRNEL) -3, 5- 80 (3 FHER) ZRIM SR
LR

Cl. Cl
0" > CH,
FsC ™x A~ FiC - O._-CHs
[0069] O CHs
OvCH3

[0070] T%FHU\T AR T o AE T ER N I INLR N, R Eﬁﬂi (5 84mmol , 1053) o E B
SN, B (B) -1- (3,3- O FAEE A -1-JF-1-45) -3, 5- 0 (= H 3E) X (0. 20g,
0.584mmol,1Y%+) A5 (1.885mL,23.37mmol , 404 5) &I HAR G AE23°C Pl iy 5t

wr N IR KR S 23°C M HE 24/ NN oK 1, 4 - TREOR AN IR ON TR SR, R E
B EN ARSI T NVRE I 15 R gh Ul T .

% 3a
[0074] A (st FREMBAGERLSE) | REHHHLE | 24 'HNMR 2%
2-F R T-2-B 3 (10 %) 70% 71%
®TEAZ (10 %) 74% 78%
FABEsE (10 38) 0.55% 0.57%
[0072] B4z (10 3%) 0.35% 0.48%
WELAZ (10 %) KA A A th

[0073]  S2ffI3b:Hq (B) -1- (3,3- ~ AN -1-15-1-3) -3, 5- A () K s -
ANEIE-1-(2,2- —5-3- (ZCARIEED) TR AL -3, 5- 8 (5 D) 2810 2 N e FH O i
LR

cl_ Cl
0~ CHs
FsC . P FiC Y O _-CHs
[0074] O CHs
OvCHg

[0075]  fF %Eﬁaﬁﬂﬁ’]lﬂk’?d\#ﬂb Priehg (1.753,3Y18) 7 %éﬁd\ﬁh}ﬁh H (F) -1- (3,3~
TOAFEN 1158 -3, 5- B (A L) 7K (0.20g,0.584mmol , 124 ) RN SN
(0.445mL,2.92mmol, 524 18) {255, I HARIGAE23°C M i 3 S e s DN [ Ak b o K
YifE23°C T BiE24/ N R 1, 3, 5- = A BRI INZE I MR S b, I B FIE AR
PO 'H NMRYE 5073 o 4 R i 1 N

11



CN 117203181 A W OB P 9/20 T

% 3b
B (ARt TFREMAFNERLE) | REHAHE | &4 'H-NMR
S g
BB E 3 %%F) 80% 63%
[0076]

®RTE4 (3%%) > 99% 95%

FAEE (3%%) 4% 4%

ChikE (3 %%) 20% 18%

YEE4E (3%%) 7% 6%

[0077]  Sifflda: i () -1- (3,3- ~ L AIER-1-45-1-3) -3, 5- W (EHHID) K = -
ANETE-1-(2,2- —5-3- (ZCARIE D) TR EL) -3, 5- 8 (5 L) 2810 s N rp e FH O i
HoR g

FsC X N0"cH, FsC O._CHs
[0078] .
O._CHs
CFs CF3

[0079]  ZE/NEH K (B) -1- (3,3- AL - 1-45-1-38) -3, 5- W (=5 L) 2% (200mg,
0.584mmo1) 7Af# 1505 (1.9mL, 23 . 37mmol) H1 . 34U T FiEE (525152 1) — R MEAINZE
IR A IR E 40°CHf HRIZIERE24/ NI o 18 HI = PRI FE T, B SOV TR & FK
(2mL) PR B HUZE T B, L T07 KRR AT, o I8, H A i e 7k # ELAs UR 4
L, 4- REEFRAE PR i H NMRYEE 2 B A TP R AR A H- NMR 7 R 456
i TN

% 4a
B (FastFRiEHBGERYSE) | R4 H#LE | 24 'H-NMR &£
RTEZ (54%) 76% 69%
0080] RTE2 (6 %%) 76% KA
RTE42 (7%%) 78% KA
RTE4Z (8 %%) 80% KA
B TE4Z (10 ¥%) 85% 84%
®TE42 (15 %%) 85% 77%

[0081]  sffildb. () -1- (3,3- “ LN -1-Hi-1-55) -3, 5- B (=5 AL R A -
HNHIE-1-(2,2- Z5(-3- (A I PRANEE) -3, 5- B0 (S50 FHAE) ZE1 SO FR AR FH PO Bk
(PR

12



CN 117203181 A W OB P 10/20 71

FsC A 5
9) CH FsC a5 O._-CHs
[0082] ’ &/
O._CHs
g CFs

(0083) £ LR P IR/ A, R T I AE BN 45 () -1- 3,3-—
S 1130 3,5 B (AT % (0.20g,0. 584mmo1 , 124 ) AR (0. 445,
2.92mm01, 544 #) ik, F HLATF{E23'C AL PSRRI B ik SHIR AP E3°C T
BEHE2A/NIS 1,3, 5- = R RS 2, 3 ELIS FR APy bRy DA
NG 773 45 Ul T Tl

% 4b
A (st TREMAGERSE) | REMHHALE | 2% 'H-NMR 2%
[0084] RTE4 (1 %3%) 33% 32%
RTE4Z (2%%) 75% 79%
RTE42 (3%%) > 99% 95%

[0085]  sifflba: Hq (B) -1- (3,3- ~ AL -1-15-1-3) -3, 5- W (I K -
ANETE-1-(2,2- —5-3- (ZCARIEHED) TR AL -3, 5- 8 (5 D) 2810 2 N e FH O i
AR I EE e

0" CHa ci_ c
FsC
g N0 cH, FsC O._-CHs
[0086] "
O._CHs
CFs CFs

[0087]  F/INFH B (B) -1- (3,3- — O FIEN-1-4-1-5) -3,5- W () 25 (0. 25¢,
0.730 mmol) JAfR 5475 (2.356 mL,29.2 mmol) H1 . BHRASWNIA S 238 @I, I BN
Bk (6- 10245 EHRAWIHRE 18/ NR H I 'H NMRYGIE A ML R

#% 5a
¥}F | & (st TREHAGERSE) - 4 EhAE
1 RTEEE (6 &) 0°C £ 23°C A A i
[0088] 2 ®TEEA (10 F&) 23°C A H
3 — R TE%E (10 3%) 40°C KA
4 |EFETPHERLAL42Z(6LE) 23°C 5%
5 AfqiE—KEH (6 3F) 23°C A i

WIEEAE R EH#L 2 A0 4 PR B A Ak

13



N 117203181 A Ww B B 11/20 7
[0089]  s2ffl5b.fy (B) -1- (3,3- “ 5L -1-45-1-55) -3, 5- 8 (38 FI3%) ZRIE ke =X -
ANETE-1- (2,2- -3~ (CCAFEHID) TRNEL) -3, 5- B0 o FHED) 2RI S H i FH T ik
MEbER

0" CH, cl_ Cl
FsC
3 NN NcH, FsC O._CHs
[0090] "
O._CHs
CFs CFs

[0091]  AE/INHHR, E23°C N¥F (B) -1- (3,3- — LN -1-45-1-55) -3, 5- 0 (=5 F3%)
2K (0.20 g,0.584 mmol) ARR TSN (0.356 mL,2.337 mmol, 445 i i (1.5-3
YD CEHE AR 24/ NSl H NMRYGIE AT

% 5b
¥} F s (fastFREMHANEREE) LR
1 RTEAF (1.5 5%) b & ok
[0092]
2 RTEMN 3%%) 6%
3 RTEH%E (15 %%) KA
HIEMAE . EH#] Ao 2 ALK BB B &G A

[0093]  Sffl6a: Hq (B) -1- (3,3- — L F3EN - 1-15-1-35) -3, 5- A (=5 K s -
ANEE-1-(2,2- —5-3- (Z ORI D) TRAEL) -3, 5- 0 (=36 FHIL) 2R e v rp e o 3L
TRFAIRIRL T bE A

B
3 N0 cH, F1C O._CHs
[0094] _
O._CHs
CF3 CF3

[0095]  FE/INEH ) -1- (3,3- —L5HFEN-1-15-1-F0) -3,5- B o ALY K (0. 25¢,
0.730mmol) J&fR TS5 (2.356mL,29. 2mmol) H1 . EHE - SWik B A F8 5w O s, 9 H DAEMA
S G LA A B TR A (6- 10248 TR A MBEE L8 /N o ik 'H NMRYE 3 4>
M iv 2,

14



CN 117203181 A W OB P 12/20 71

% 6a
#F 5/ %, (483 T A2 454 # Py 4 Vak ki
NAERLE) %
1 et (At Tk 1 [ RTE4Z (10 3%) | 0°C £23°C| 15%
BER)
2 PR (FaxtFaaA 1 [ RTEAE (10 &) | 0°C £23°C| 28%
JER)

3 | —HEowEt (A |&RTE42 (10 ) | 0°C £ 23°C 13%
FaA 1 BER)
4 |wH=k% (THF) (48 | & THE4E (10 3¥) | 0°C £23°C| 17%
it F oA 1 & R)
5 | PR (AAstFAS 1 | EFAFAARL) | 0°C £ 23°C 4%

[0096]

BER) AxE (6 %)
6 | 7R (JaxtTamH 5.6 E=FRAFaRL)|0°C £23°C| 44%
JER) AR (6 %F)

WIEAE F : E#5 Ao 6 P LR B A 26y ik

[0097]  55l6b:FH (B) -1- (3,3- A FIEN-1-K-1-5) -3,5- W G E) KR -
ANMTE-1-(2,2- —50-3- (CCEIERED) IR ED) -3, 5- A (=50 D) 2810 S v A FH g 4k
AL

0" CH, cl_ Cl
FsC AN PR
O~ "CH FsC O._-CHz
[0098] ’ &F
O._CHs
CFs CFs

[0099]  ZE/NFHKEE (B) -1- (3,3- —L5AEE -1-M-1-55) -3, 5- W (Z 5 D) 7% (0. 20g,
0.584mmo ) JAfHT 7SR (0. 445mL, 2. 92mmo1 , 524 1) FFEE AR SR S Wk 5
AT I ER IR T 4T (0.234g,2.92mmo ) TSPt HE 18/ N oS 'H NMR
T ATEA A

% 6b
255 =B | FhHALE
o100 | R RS FALAEM A 1.2 B R, [ 23°C >99%
HE TR ARG ERE)
B Wl (Faxt TRSEMHAA | 23°C 20%
12 BR)

[0101] 5257 (5R,6R) -5,6- A ((1R,3R) -3- (3,5- A (= 1 3L) 7K 3E) -2, 2- “S A
) -2,2,3,3,8,8,9,9- /\HFL-4,7- —44245-3,8- “RERLIIE AL

15



CN 117203181 A W R P 13/20 71
CFs
tBuMe,SiO
F3C - -
OSiMe,tBu
Abs
CF,
S2a-1
[0102]
tBuMe,SiO 9SiMeztBu tBuMe,SiO OSiMe,Bu
I‘ H H'/ 5:' \\H
Cl cl R R SY Cl
Cl s Cl TR (s) 7 Cl
QD Wy D
CFs FsC CFs FsC
S7b-1 S7b-2
P FAnFe £ R >4 REZEN
[0103]  FE/NEH (BR,6R) -5,6- X ((E) -3,5- M (=5 D) K AMED -2,2,3,3,8,8,9,

9-J\FJE-4,7- 5 4%-3,8- T iE%$0 (0.25¢,0. 326mmo1) 55750 (0.495mL, 3. 26mmol)
TR o —UMEGR N2 - FEE PN - 2- 24T (0. 130g, 1.630mmol) o KR A W0Ar RS B N itk
7o L8/INN I AT H NMRE 43 A 7 R bR 0 T2 99 % PR B A 26, (e
PEPEL (dr) 920551 1, A7 R TR0 KK R BEATUZ S 89, TR IF Hik

SRR A BRAGSY B
[0104]

S8 . (BR,6R) -5,6- B (1R, 3R) -3- (3,5- 0 (=45 FH L) JEHL) -2, 2- — 4(FFA

) -2,2,3,3,8,8,9,9- /\F3t-4,7- —4%L-3,8- T RERLIIAK

16



CN 117203181 A W OB P 14/20 71

S2a-1

[0105]

tBuMe,SiO  OSiMe,tBu

H tBuMe,SiO OSiMe,tBu

\\H

cl cl ci
cl & Cl SR ()7 Cl
CFs FsC CF3 F3C
S7b-1 S7b-2
ER Sk RE>

[0106] /N, Z I (BR, 6R) -5, 6- 8L ((E) -3,5- A (=5 ) KA -2,2,3,3,8,
8,9,9- J\HHIL-4,7- "5 4%-3,8- " REZEE (0.25¢,0.326mmol) F12- HHEL PN - 2-FR
(0.391g,4.89mmol) o Kf5({f5 (1.841mL,22.82mmol) YR HIIZE [l fhrh R S g E 40 C
HACHE L8/, 75 2R 4, 3 BAT R I SR SRR 8 0 53 06 24 1 2 -
FEPN-2-FRFE (0. 13) H HLKHR AW B — K 40/NIF S, 'H NMRA s 24015 9% i
PRI B RIRN 285 % FAY TR P4 (dr s ABAE M) o FZKEE K OB HARATAL
2OV B TR O ELIRER BCHIR Y BT RAT 53 B

[0107]  SZf3IMI: (5R,6R) -2,2,3,3,8,8,9,9-/\I%t-5,6- ~ZMHt-4,7- — 5 24-3,8-—

TSGRk

HO OH BuMe,Si0  OSiMe,tBu
[0108] | (R)(R) I | fR;rR} |

CH, CH, CHs CH,

[0109]  ZERC &AM UBRBEPE A 2 e re RSN DR R B PU S N fis i, £E JC7KN, N -
3L (DMF, 394mL) AdiidE (3R, 4R) -/5-1,5- " 45-3,4- 7 (60g,526mmol) (N
=, DMER] DLl AR, 5T DLGE FH C IS FIDMFITR S 9) < BHR S H H1E0°C -5°C R N
Mk (140g, 2050mmo) o i DIPRHR IR DA T 35— LT (158g,1051mmol , 22 1) £
Pkt (131mL) HHIER (LS C) o KR A YT HR E AR T B BHE 20/ N o A PRI
NERERE N A IEE (15.95mL, 394mmo, 0. 754 11) o« NN, TR SR B8\ Piks (1.5L)
JFHRIZINEFEL0- 1657 B A5 1B B P I B0 25 2% = R Bkt 4y (=) Sl (2x
100mL) P/ e « e Bt o AR 2 e i IR b L 5, At — B3Rl
FHI (178g,95% 23,96 % 21J%) : 'H NMR (400MHz,CDC1,) 86.28-5.60 (m, 2H) ,5.26-5.04 (m,

17



CN 117203181 A W OB P 15/20 71

4H) ,4.17-4.06 (m,2H) ,0.91 (s, 18H) ,0.07 (s,6H) ,0.05 (s,6H) »
[0110]  5ffIM2: (BR,6R) -5,6- X ((E) -3,5- M (=5 ) KOMHED -2,2,3,3,8,8,9,9-
J\FRL-4,7- 58 74-3,8- iR a ik

BuMe,SI0  OSiMe,tBu FsC Br
m .
CH, CH,

CF3

[0111]

[0112] %0 MRS AU =S R IR BN TSR I P #01 - LI TS S N
FIgE TN o 1 - -3, 5- B (=4 D) 2K (115g, 394mmol) #11 (5R,6R) -2,2,3,3,8,8,9,9-
J\HIEE-5,6- — OMidE-4,7- 5 24-3,8- —hESR)¢ (50g, 146mmol) £EDMF (365mL) HH £ o s
JNERERET (38.3g, 27Tmmol) « £ R8N (15.56g, 190mmol) A1 A L4 (1.31g,5. 84mmol
4mol %) < BHEA Y I ZE 66 °C 1 PN ERIREE o 24/ NI 7, 422 11 hnd s 24 iz i 30, e bk
IS NG (500mL) FIB#LE (1L) o« AE VW HI R PR N, (5 1E BT B B % 2 o MR i
HEHHDMEER 73 OFCE) DA EMASR R BTy (W) o HEIRE I Bkt (500mL) [ A< BT . 5 F
Beli=, T (2x 200mL) ek, I Hikds AR 52 4 ) e AT PR EUE 54 (99 . 32,84 %
722%) . 'H NMR (400MHz ,CDC1,) 87.70 (s, 6H) ,6.62(dd,J=16.0,1.1Hz,2H) ,6.43 (ddd,J=
16.0,3.3,1.2Hz,2H) ,4.66-4.21 (m,2H) ,0.98 (s, 18H) ,0.15(s,6H) ,0.12(s,6H) ;'°F NMR
(376MHz,CDC1,) 3-63.09.

(01131 [Apt, B ERIPL ENA FRHEPL N S ANOAEE RN AT R4S (d) .

[0114] 5055 —F KM BINPANTT .

[0115]  1d.—Ffy ik, HAudm i RIS e b S LabLAE B A BRI B At A AR A0 2k A7 A
NEF"S1b

R X, X

Rs 0) " Rs

R4 ™ R O.
O L . R4 LY Rn
[0116] O.

R3 R4 R3 R1 Rn

Ry Ro

S1a S1b

(01171 Hip,

[0118]  (a)R,“R,Ry~R AR, % [ S i JEH FLC1Br I.CN.NH, N0, (C,-C)) k3. (C,-C)
BesE (C-Cp AEERE k(€ -C) AR

(01191 (b) f/R ST (C-C)) HEFE AR UL AE AN -2 T — &Ik C,-

18
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Co) it JFH.

[0120]  (c) B/ MXph 2R CL\Br 5k T,

(01211 2d ARFERTALN T AR5, Hoi, R Ry Ry R IR, % F 7 H2H FLCL\Br I,
CN\NH, N0, (C,-C)) k&, (C,-C,) hesa it (C,-C) RbeEE 1 (C,-C,) I be s, a2
Ry R AR, FRF 2 /D — AN R

[0122]  3d ARFHTARLH T AT — IR A5 72, Hor, R a2 (C-C) btk

[0123]  4d ARFHTRZHTTHAE— IR 5 725, Horh A X 2 CLEkBr

[0124]  5d ARFHT AT AT — IR IS 7, Hor A G2 CL

[0125]  6d. AHamT iRy rP T — IR i 5 ok, oy, Slal AR JF HR J2CF 5 R R FIR
s HAER 52C,H,.

[0126]  7d ARYuRTIRAN Ty AT — IR I T 1%, Forpy, ek s AREA PTG AR ik 2 PO U sk
(CCL,) WUSH LN (CL,C-CCL,) G M5 (CHCL,) « =S LFRIIEh (5 Jm A (HRFR T8 B Bl
AR 1) A ERBEEERE S AN ((F,0) ,C0) AR ((C1,0) €0, R, 1,1,
3,3,3- /N5 -2- ) <SIRATR ((Br,C) ,CO) AR B RER L AT 54 o

(01271 8d . ARuHTR 401y BTk 197 ik, ey, sl i ARIA P e AE A2 N SN
i«

[0128]  9d . MHm AT IR 2T FPT— IR A5 75, Hor, AR B ORI e AUITRIATLE AR 1 AR
FE A R R /R 1S 1a 20 . 5EE /R 5 29100 B 7K ik 71 o

(0129 10d. H4ks BT 4015 H AT — IR IR 5 ik , FL b, Pk pd AT GE R ST, I L
FE R AR FE I AL I SO R R BE 2R S Ta A2 5 BRI R 22 29 1005 /11 1o

[0130]  11d. M4k iR 4015 AT — IR IR 5 ik , b, Pk pd AT GE R S5, I L
FE R AR FE IR AL ) ST R R BE /R S Ta A2 30 EE /R 22 206 02 /11 1o

(01311 12d . M4l B 401y HAE— TR K 5k , Hor, ik b ORI B 12 /S S
H HAER AR FEAC TR AR S SO TR ) e B R 2R IS Ta A 200 . 5EEZR ZE 29100 /1
7o

[0132]  13d. M4k B 401y HAE— TR K 5k , Hor, ik b ORI B 2 /S S T
H HAE K IR A IR A /N SR ) 2 B B 2R S Ta A BRI 2 45 R/t o
[0133]  14d . ARFEATIRLNTT HPE— TR i 5k, Horh, ik b RO B A2 7S ST
RS OTITR &), ¢ LA U IR R B N TS AU BE 2R

[0134]  15d . AR Fiy AR 407 HP Tk g ik, e, i AU R )2 A T A e (Li0C
(CH,) ,, thFR Iy 2- FHEEN -2- R P B2 - I3k -2- TP (AR BU R BB BU KR T sl
AL

[0135] 16 . A4k Fiy iR 4015 P Tk g ik, ey, P AU R )2 A T AR (Li0C
(CH)

[0136]  17d ARHERTIALNTT HP TR I 5 vk, Herh  E X ARG IR AL R ik
B ER () L BB RIS 1a A2 1 IR 2 49 20 BE /R A PH 4R

(01371 18d . ARIERTIAANTT P T—TFrR I 5 vk, Horp  E I ARG A IR AL R ik
B PEER 1 B TR EE /RIS Ta A L BE /R A ) 15 BE R IR AU PR ER

[0138]  19d . ARFEATIALNTT HPE— TR i 5k, Horp, ik b RO e A LA i Ay
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1F M7,

[01391  20d ARYEHT AT FRAE— TR (157, Ho, Brk i BRI LA AE 2 FH EA B %%
TR —Fhek 2 M S im AR AAAE FREAT: BElt s b HHR S s = FH Rk L DY Sk v
(“THF”) il — WS s —H SRR O s SR FRAE R U T i (“t-BuOH”) VAHEEIR L SR
FLU T B5 ik (“MTBE”) (2- HHEEZSHE R FHRE (Bl FH AR LK) F1C,-C |, bt IR TR 510
[0140]  21d ARYEHT AT AT — TR 157, Ho, ATk i RER AR AR L A
FIRFAAE N T,

[0141]  22d ARYEHT AR 40T AT — TR 177, Ho, Airak i RER B AR L A A
FUAFAE NIEAT , BT AR RS e B = T Rk R R = R S Y T 3R
DY T S G IR EE WN- R RS Al T () -N- e -N- LR S iR A i =
SER RS MR A

[0142]  23d ARYEHTARH T AT — TR (157, Ho, Biradk i PR G A A PR LA
NG N T

(01431 24d . ARPE TR HAT— TR 7 7, Horp, P ) AR B U A N Z)0°C £ 4
100°C [t B N E T

[0144]  25d . ARPE TR HAT— TR 7 7, Horp, R ) AR B U A N Z)0°C £ 4
60°C it B N EA T HrR s AP e 2 Sl -

[0145]  26d . ARYEHTAGH T FPAT— T RT R 1 7 7, o, Fril s ARPRPS e A E 220 °C %
2150 CIMIEE N AT IF BT < IR B sl i

[0146]  27d ARYEHTAGH T FPAT— DT IR 1 7 7, o, Frik s ARPRP et E 225 °C =
2)40°CIMIEE N A TIF BT X IR B e i

(01471 28d . AR P TR HAT— TR 1 7 7, Horp, Pk ) AR B U A N Z)0°C 4
40°C UM NI T HLAR pd RERP LA 7S S P«

[0148]  29d ARYEHTAGH T FPAT— T AT R 1 7 7, Horh, Fril s ARPRPS e A E 220 °C %
225 CIIREE N AT I BT < IR B A i 7 S A i o

[01491  30d . ARYEHTAGH T FPAT— T AT R 1 7 7, Horh, Frak s ARER P e A e 2 10101
(kPa) ZE£J1000kPaff s /1 T s fE M ZJ50kPa % £)150kPal s /1 F 24T

[0150] 5575 5 A M IIINP AT .

[0151]  1d. — 57k, HAFEE K RIA A F I RTEE R SR A R ARER T S2a
PAAES2b- E 51

20
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S2a

[0152] Y

S2b- 3 $ 7 ip s2b- K% *4h

[0153]  Hifr,

[0154]  (a)R,R,Ry~RFIR, A% 1Aty M jEH F L C1.Br I.CN.\NH,\NO, (C,-C,) beE. (C,-C)
Fesa AL (€ -C) AL 5 (C -C)) AU S

[0155]  (b) /MY H/Z20H. 081 ((C,-C,) ki k) ;081 ((C,-C)) ki k), ((C,-C)) Fikk-T5
H5) \081 ((C,-C) Kekh) , G5 081 ((C,-C,) Kith) G5HL) ,.0C(0) (C,-C,) kiFE.0C(0)0 (C,-
C,p) KAk 0C (0)NH (C,-C)) Ktk 0 (C,-C,) Bt dk- 75 5L 0-J5 2 DU LML AL L5k, 3- 53R
59t H

[0156]  (c) FF XA HBZF . C1 Br 51,

(01571 2d ARFERTALN AR5, Hori, R Ry Ry R IR, % 7 2 H FLCL\Br I,
CN\NH, N0, (C,-C)) k&, (C,-C) hesa 2t (C,-C) i RbeEE 1 (C,-C,) I be s, a2
Ry R AR, FRF 2 /D — AN R

[0158]  3d . AR A AR 40 HE—TRT IR (1 5 i, Horp B YAl Ay b 72081 (CH,) L. 0S4
(CH,CH,) ,~0S1i (CH (CH,) ,) ;081 (CH,) , KA 07K 2.0 (C (0) NH- AU T HE) L0Si (CH,) ,- GRUT
5.

(01591 4d . ARFuHT AN HE—TITR AT 7, Horf, BAY520S1 (CHy) ,- GRUT 3D .

[0160]  5d . ARIuHT ARy HE—TUTR A5 7, Forf, B s H 2 Cl kB

[0161]  6d ARFHT AT AT — IR A5 7, Ho, A G2 CL

[0162]  7d. HHaRT IR FPT— IR 5k , ELrPiS2a: R, IR J2CFy 5 R R FIR 2 H; - H.
Y/20Si (CH) , GRUT 55 -

(01631 8d. HHm AT IR AT FPT—I TR A5 75, Horl, ek g AR A sl P Sl A i
(CC1,) WUS LI (CL,C-CCL,) G M5 (CHCL,) « =S LFRIIEh (5 Jm A Fd (HRFRT-28 B Bl
PRI ) =W OB EERR /SR ((F,C) ,C0) 7SS ((C1,0) ,C0, bRy, 1,1,
3,3,3- NS -2- i) /NIRAR (Br,C) ,CO) AR RAERP R AR S -
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(01641 9d ARJE RN Ty AT —TFT R (1077 1%, Horp, AT ) AR B2 N A
Fid o

(01651 10d. ARl AR 401 HAE— AT 1 5 ik, Horp A2 RS TR 7R I X AR
R R SR REEE /RIS 1a 20 . 5B /R 2 49100 B2 /R 17 -

(01661 11d. HRAE AT HTE—IFT R I 5 i, Hory, BTk p AR A 07, I L
AR PRI 7 A2 I U e B /R 1S Ta A2 SR/ 28 29 100 BE /1R 1

(01671 12d. HRAE AT HTE— IR I 5 i, Hory, ik g AR 07, O L
AR IR A2 I U D e B /R 1S Ta A2 30287 28 296 0B /1R 1

[0168]  13d. MR AR T HT—IFT R i 5 %, Hor, BTl b ARG 77 /N S
H HAERK AR LIRS A BRI S A B/ RS La A 20 . /227K 2 29 100/EE/K
7l

(01691 14d. MR AL HT—IFT AR5 %, Hory, BTl b ARG /N S
H HAER IR IITEIA 7 A2 RN SR S A BRI S la A 2D LR 22 29 B R o
(01701 15d . AR AT IR 40T HAE— AT 1 5 ik, Fo, Pt e AR e (1227 S S P
TG, T B U B R N TN A TR R R

(01711 16d ARFET AT AT — AT R 17 1%, Forh, Fird RO A R B T iz (LioC
(CH,) ., AR N2 - PN - 2-FRHD) 52 - HHRL - 2- T HE (AR BU KB SopU KR P (5 A
IESERt/R

(01721 17d ARPERT AT AT — TR (¥ 7, Forh, Fird RO Ak B T i (LioC
(CH)

(01731  18d . ARl A iR 40 1 AT — TR 15 % Horh A RO AL WAL 7 AE R BTk
BUPARER  FE B RIS 1la N 2Y T BRI 3 20 20 BE/RBU Rk

(01741 19d AR AT R 40T AT — TR A5 7 Horh AE i ARG WAL 7 AE R BT adk
BUEPARER ) e B RIS la A2 1 BE/R 2 20 15 BE /R (OB AR ER

(01751 20d . AR AT AR 401 HAE— TR 1 5 ik, Hor, Bk p AR e A R A P 77
£ AT,

(01761 21d AR AT AR AT AT — TR 5 7, Horh, ik g AR e At H DA T 2%
IR — Rl 22 M R RO A7 A0 R REAT « BEke e s FIAR S 2 H B - FRE L O Sk g
(“THE”) AR — FE SRR Cobe s & R FISERE VBUT IS (“t-BuOH”) AHZESR 0K
FERUT SRR ("WTBE”) 2- LSS58 IR FRE (AR FRAEEEZR) FIC,-C b e T B )«
(01771 22d ARYEAT ARG AT TR 1 5 ik, Hor, Bl i AR e U AEAR L R 1L
A R IAT

(01781 23d AR AT AR 40T AT TR 1 5 ik, For, Bl e AR e AR R L
FURIFAE N AT, AR RS AL F R = T G R B = S DU T 2R
PO T I NG MHIR EE N- R AT T () -N- e -N- SRR iR A =
SRR MR AW

(01791 24d AR AT IR AT AT — TR A5 7, Horh, i ik g AROA PTG A 3R 5 it T
MG P T

[0180]  25d. HRHE AR T HTE—IFT R I 5 i, Hory, BTk p A B AE 200 C 22y
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100°C [t B N FE T

(01811  26d. ARz AT R0 T HAT— TR 7 7, Horp, Pk ) AR B A6 A N Z)0°C £ 4
60°C (it B N EA T HrR s AP e 2 Sl -

[0182]  27d ARYEHTAGH T FPAT— DT R 1 7 7, Horh, Frik AP it E M Z20°C %
2150 CIMIEE N AT IF BT X A B sl i

[0183]  28d . ARYEHTAAH T FPAT— T AT iR (1) 7 7, Horh, Frik AP i A e 225 °C %
2)40°CIWIREE N AT IT HATR X RIA R B sl i

[0184]  29d . AR5 AT R0 T HAT— TR 7 7, Horp, Pk ) AR B U A N Z)0°C 4
40°C UM EE NI T HLAR pd RERP T A 7S S P o

[0185]  30d . ARYEHTAAH T FPAT— T AT iR (1) 75 7, o, Frak AP e A E M Z20°C %
225 CIIREE N AT I BT I RERP B A2 7 S A i o

[0186]  31d. ARYEHTAGH T FPAT— T AT iR 1) 77, Horh, Frak s ARER P e A e 2 10101
(kPa) ZE£J1000kPaff s /1 T s fE M ZJ50kPa % £)150kPaff) s /1 F AT

[0187] 543 FA7 K4S

[0188]  1d. MG, HAE DL Nyl —Mak 2 .

CH

) 3
O
FiC
CF3 -

[0190]  2d.—Fpy1, HIEAGVL N 454y

CF3

tBuMe,SiO

[0191] <€ O N CF,

CF;

[0192]  3d.—Fpsy 1, LR AL N5
BuMe,SiO :OSiM62fBU

[0193]
CF3

[0194] 454k,
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