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L= TSy 78-79-5 R EL TCI
K2 100-42-5 V) (et B R EER AR PR A F
13-Fh M 592-57-4 g ifral B RBULSETARA PR A 7
e-CL N TR 823-22-3 Syt et H R ARA R AT
1- 54 592-41-6 Grirak B RBAMEEARE R AT
L-TA 5 B 4511-42-6 GrHral B RBAEE AR IR A F
B UK P 498-66-8 Gy rat TCI
Z.JE 64-17-5 ganiiat et T
2 ’6':%]&4@%4'3% 128-37-0 99% T RBI&K)
[0057] %2

[0058]

11
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&S e v NE I
e 7 A N-100DG-29 b A TR AT
FEH LABstar 1250/1000 #45H MBRAUN A
HAEE RV3, RV5, RVS i [H BOC EDWARDS
XS 2 B i AT AR Bruker Smart Apex Il it BRUKER A7)
e % 2 RAH K 0SB-2000 g 57 B IR A 7]
b L2 R R A A
HFARTF BS223S8/BS1248 o - .
IR R A PSL-1810 HZ EYELA AH
WG AERI AVAN CE 400 BRUKER
FE SR T I AL S B
g . . DF-101 TN, 17 A B B A
T Z YR A
(IR IG5 DL-1510 ’ =
FRA ]
H K 4R FCD-270CSN & B RAER
Jie KA E AR SHZ-D(1II) LT P B AT B A 7
HAk ¥ RS
B s WATERS 1515 % [§ WATERS A 7]
HAE TS DHG-9240A Mg KBk SR A A A

[0059]  DARSEiEH] R AVETEHE AR Activity = (m e yeild)/(n,,, ¢ time) tF545H .
Hor, Activity AVETER S, AN kg e mol ™ « h'ty m N SCREMS I IRM 8 L bedE B B
B CO,MM &, yield N/=%, n  AEAFVIR IR, tine JEA A,

[0060] 585 I M AO0 45 A4 T LA FR TH-NMR T PC-NMR 5 45 HY , e 1k H A 5 2 20
T

[0061] (1)1, 4- R MmRERENE (Brb b)) -

[00621 Mol 1,4-TP% = {I,,/(I;+0.51,)} X 100

[0063]  (2)3,4- TR L MmRERENE (BT tesl) -

[0064] Mol 3,4-TP% = {0. 5T,/ (I,+0. 5T,,) } X 100

[0065]  (3) A 1, 4- SR Mk BEME (P ket ) -

[0066] Mol cis—1,4-1P% = {To,/ (Io+Te+Te) } X 100

[0067]  (4) ] 1,4- R MHERENE (B bted)) -

[0068] Mol trans—1,4-1P% = {I./ (Ig+1utIe)} X100

[0069]  (5)3, 4- TR MR EEME (PTG sl ) -

[0070] Mol 3,4-TP% = {Io/ (Iq+Te*1e) ) X 100

12



CON 104592425 A w Bf B 9/14 7

[0071] o, TP NS R M, 1y, oA "HA 1 5. 13ppm AL S <128 H 1 4. 72ppm &b
AR s 1A PC i 23, 2ppm A HIFR S <1, PC 1 18, Sppm AL HIFR S i1 2h C i
15. 9ppm ALFIF 7

[0072]  sEjfsl 1

[0073] (1) fill % 3R P& = Ja L e A

[0074]
o'cs') CH i “{
O (O™ =2
RT.32h R.T., overnight

[0075] FRELIR Bt =47 W3 5. 3¢ (43mmo1) AIX FF 28 E & 8. 2 (43mmol) B S M %§
i, ;ﬂ;/mWn)\ 60mL. & LT, FIEHHHR S, B mTR- S IR N 6mL (43mmol) =
fi, st AR s A R B . S BN 60mL & bt. fEE IR MR mf%TFE’ml
T, BiHEL 32h 5, BEML AW a.

[0076]  HK, fEARIE T, B R (60mL) ZZ1ZHMA a(10. 92g, 40. Ommo1) 1. VAL
FIETNHFEE RS, R B, 15 24 A 2mol /L NaOH (60mL) 11 CH,C1, (120mL) J&f#, 5
2, B HANAE. KA CH,CL, (120mL) 2B 2 ¥R, & IFANAHE, H 20mL i & KHE5
FHTE7K MgSO, T4, HhiE, JEE T, 13 B A [EA A CH ,C1 A IE O e T E 4 W n, 15 8K

Ak b, BN IR EE =45 2L AR, 7223 N 80. 9% »
‘HIII[N-<\

[0077]  (2) 4 FRER =0 AL BT AL
0
HNJ\ O@ Toluene,R.T. 6h- \S" THF
2 + THF + 2TMS

[0078]
o
< \\ = glove box
- '\ \\\ >\

[0079] Hh, MR NHET FEHRP B DR O & &0 E=HKE K
(665. 9mg, 4. 08mmo1) FEF I A BIVAA Sc (CH,SiMe,) , (thf),(920mg, 2. 04mmol) [ FR VAWK
B, FERHE T B 6h, B R2R G ¢ s Hd, RBGREN 25°C

[0080] IR, kiR G ¢ 18, BUFTAR MUE HEAT I 4, 43 2P0 B =A% B 8 10 R
7 i G T R 7 i B A R S A9 B (0OF R 0. 7208, RIDYIE PR = AR UL R d, 77 F N
65% o TP I FT7R NFE B =Ja BTt A 1) d 1 X— 54 5 Bm VT S SR AR 1) St A 5 4 1] o

[0081]  DATNSEjafs] 5 ~ Kt 11 LAS LT 16 ~ LTt 18 FsLhtif] 1 Fridk Fh e =
WA d BRLH

[0082]  SEjafsl 2

[0083] (1) fill & FF P& = I H: i A4

[0084]

13
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9 Q H
Oy mm, b O wl A
—_—
RT 3Zh R.T. , overnight

OEt NJ‘
N NH -< i Mo
Et;OBF4 Z \( 2 N~<

RT. R.T. , overnight

[0085] B4, FRENFR B =M 5. 3g (43mmol) FI%T FF JEH# i & 8. 2¢ (43mmol) B Jz v 5
H, R N 60mL &R KT, HIRNEA YT IEFE M 4. 4g (6mL, 43mmo 1) = Z.f%, 75 FN
A 60mL S LT, AERETRY T, L) 320 5,325 a. ALEY) b KERIER
S 1 IR b 72 (1. 37g,9. 20mmol) ) CH,CLIARIZ 12 I A 214 Et ,0BF, (1. 75g,
9. 21mmol) VAR, £ 2= I N HHE 3h 5, AR, BRI RSB A RAET, R  R7A H)
2 0°C, Bt Nk (20mL) ZZZRIFEINAN LR R BE A, e MR 2 E/ G, iR,
ﬁ?JAﬁ EAR = VIRIR G eo PR HEZS ST IOHRA) 5T FH NaOH (10mL) A1 CH,C1,(20mL) ¥
filt, B ANAH. KA CH,CL, (20mL) ZEER 2 ¥k & FFA WA, I 20mL 34 EhK e, AT
7K MgSO, T Mk, et SR Y. B ZEra =i Iriia 2 1. 39g frik
PR =G LA £, P2 47. 9% o

[0086]  (2) ffill %A B = d AL B A 771

[0087]

Y () Y L
‘ Si”
J— O Toluene,RT. 61 s’c'i:HF\
2 <SZLO + THF + 2TMS
love b T
i S\\\ glove box @

/|\

[o088] TS, MR NIBE T FEFH T, K DR Q) 6l &M BE =&K&
£(613. Omg, 3mmol) Z i NN BEH Sc (CH,SiMe,),(thf),(676. 2mg, 1. 5bmmol) FKJ F 2K VA& WK
H, FESEFE T ROV 6h, IFENREY) g s Hod, RNIRIEA 25°C

[0089]  HIK, MEFTIRIR AW ¢ it I8 )5, BHAT W4, 15 B PR BE =0 AL o AL FR0RE 7= &, 45 BT
A A R R AR BB B K 0. 530g, BENER B =J@ BB Ak 7 h, P 228 58% .

[0090]  DATNSEJEfS] 12 ~ 15 SEjafs] 2 Firid (30 B =M B4 sm) h (RGN H
[0091]  SLjiEfsl 3

[0092] (1) ffill & 21 B =4 FE oA

[0093]

14
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o 0
o- § CH _< '&'{
_TsCl_ @/ 1 ® NH;
—_—
RT 32h R.T, , overnight

OEt N/I-
N NH -4 | H
Et;OBF, z \< 2 N-<

RT. R.T. , overnight

[0094]  {b&%) ab MHERAERSLER] 1. Z 5,0 b 79 (1. 37g,9. 20mmol) ] CH,C1, 357K
1242 I N\ 2K Et,0BF, (1. 75g, 9. 21mmol) ¥ A, /E =i F Hidk 3h o, SR, B A H i
%’EEEE HEF) SATRAEBIE B RN E 0°C, B TR (20mL) DL 1s/ R

B ZENFMA LR R BT, R B E R EEG, RS 525 H BAs YR
G e HIEEAEZIAEN T MIRITTIZEAR R 1. 39g IR BE = g B AR £, 77 20N 47. 9%,
[0095]  (2) fill & FF P& = I e e fke A0 771

[0096]
Y PERe Q -
(> TolueneRT.6h ~\  N—siT
O - N EU=THE

”L + + 2TMS
2 ( le,si' glove box /( \ N THF
A \

[0097] Hh BRNMNHEE T FEMH B, B LR Q 6l &8 H R = 5 K&
£(326. 9mg, 3. Ommo1) ZVFE I ARIVASA Lu (CH,SiMe,) , (thf), (676. 2mg, 1. 5mmol) ] FF ZEVAVR
i, FERERE T B 6h, 1S BNRAY) 1 Hod, NIEER 25°C ;

[0098]  HUMGRTIRIR AW i i385, BHAT WA, 15 B PR B =0 S E8 AL 7R 7 5, 45 BT
A AE -33°C TN EH AL G E1F 2] 0. 699g PR BE =M B AL §, 7728 63% .

[0099]  SEjiatsl 4

[0100] (1) ffill & PR B =4 FE oA

[0101]
05~ )o LR«
Cj/ TSCl ©/ 5 3 NH2_<
— e
RT 32h R.T., overnight

OEt NJ\
N NH —4 | H
Et;OBF, 2 \< 2 N\<

R.T. R.T. , overnight

[0102] AL &M a WEAERSERS 1. 25, /£0°CH, £ 7 A MK (60mL) 21 7 i A
a(10.92g,40. Ommol) . VREW/EZE FHHIIR . JFAERBIAE AR CHLCLAMIED

15
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PR AT B S, 1R AEE be &G 5 b ) (1. 37g,9. 20mmol) ¥ CH,CL VA 1212
INNZH Et,0BF, (1. 75g,9. 21mmol) V&R, 72 =3 T HH: 3h J5, SR, B A Fri =4
R, B I BAHI A 0°C, HAR A G (20mL) BTN Bk RN, fE R NIKE £ =
G, TR, BRI EA BFrr MRS e MBI EHa LMK 771453 1. 39¢
Bk B B = L AK€, 772808 47. 9% .

[0103]  (2) il & ¥ P& = I L0t A0 77

[0104]

N J_ Q Toluene,R.T. 6h Q—N“ 'N/_ Si/<

A

N~ S—THF

HN + Y—0
N e
2 <s\'\3i§’|< glove box /I/ i N +t THF +  2TMS
//'\ N \

[0105] HHE BRNBE T FEHT, B DE QO H & FE =LK K
£ (1175. 2mg, 4. Tmmo1) Z ¥ MM AN FVEA Y (CH,SiMe,) , (thf),(1162. 8mg, 2. 4mmol) [F] FF 2KV
TR, FEFRFE N N 6h, 1S 2VRA) ks H, RS ER 25°C 5

[0106] IR, W PrRIR G k ik D85, #EAT WG, 15 2130 5& =) L6818 A0 F0FH 7~ o, 8 P
A AE -33°C TN H AL G132 0. 989g PR e =M AR AL 1, 7728 63% .

[0107]  SZJEfH] 5

[0108] S M. 4% B T FE 58w, 185 KON 20 wmol 34 P& =A% B B4 L7 d,
40 wmol [ "PrOH, N 2mL THF, =G #H+HE 10 ~ 30min Ji7, ¥ 3mL 5 8mmol L— A A2 EG ) THF
VWL BIMNABAL RS Y, BERE IR 2. 5h, [ BIEE 25°C, £ VAT AR SRR S, InNAE
U E0 10 % 1 HCL 1 BV 1R OB, BRI B A i b, 138, TRk B R A e R 59,
W PR ARV A 30°C TN BT, Br BRI R AE E, 19 2 R TH ZCHE, 15 8 0. 0558, HihZ
5.8%, WATEMERN 1. 64kg *mol ™ «h ';6PC M HT R AL BB 0 FEM,= 23X 105 4 F
S5 M,/M,= 1. 58,

[0109]  sEjifafs] 6

[0110] e 2§ B T FEF, \ARE P KK 20 wmol 3 P& = 4% B B A7 d,
40 pmol [ EtONa, fiIA 2mL [¥] CH,CL,, ZiEHE 10 ~ 30min J&, 4% 3mL 7 8mmol L- FIAZHES
(%) CHLCLI&E WL, BN ANEALFNR W, Bide S RL 2. 5h, [ONIEE 25°C, HoAR R AR [F] <L it 41

5, 13RI R NACHES, 1 E 1. 179g, #4329 100%, BATEPE R 23. 58kg « mol™ « h™';GPC 407
RAZEEMEI T8 M= 15X10 % 4 F &5 4 M,/M= 1. 31,

[o111]1  SEjafs] 7

[0112] e N2§ B T FEF, mAE PRI 20 wmol 3 P& = 4% B i L7 d,
40 umol [1J EtONa, N 2mL [¥J THF, #iiE 10 ~ 30min Ji5, ¥ 3mL & 8mmol € — LN BEFK) THF
AW BN TR S, Bkt I b 2. 5h, HAEAER LG 5, 15215 S A B 0. 683g,
A 3R 4. 9%, TRATE TN 13.68kg + mol ™ « hsGPC AT RO N BRINER FEM =

9X 10%, 7> FEAG M,/M, = 1. 69,

[0113]  SEjatsl 8

16
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[0114] 5 e 4% B T FE 5, 1\ 5RO 20 wmol 34 P& =A% B i L7 d,
40 pmol [ EtONa, A 2mL ) CH,CL,, $idk: 10 ~ 30min J&, ¥ 3mL 2 4mmol f¥) L— T8 2CHg A1l
4mmol [ € — TV ERRY CHCLIE WL, BN AR W), Bide [ BL 4h, HA AR R 58 i
% 5,432 L- AZCEGA ¢ - CHBESRIILEY), 158 0. 859g, KA WG TN 34. 36kg *mol ™" «h™;
GPC BRI T B M= 8X10 Y, BT &4 M,/M,= 1. 33,

[0115]  sLjiEfs] 9

[0116] R MNESE T FEFH T, FAHF RN 25 umol IR P& =4 AL HTiEL 7] d, 5mL
F2%,50 umol Al'Bus,5mmol 28 24k &% 25 umol [PhNHMe,] [B (C,F,) ], 7E 50°C F % 0. 3h Ji5
EARIFE S, NN 30mL 75 5% 2, 6 U] 3 —4- L IREY ) 2, A S M AR 8 S R TR
CEEHAT IR, A th B B B BT, % il [ AR ) B A8 30°C T B8 T4, B B IE R 2 fH &,
BEIRIR 2, 15 E 0. 29g, HALE 57 %:6PC AT R FR LA A FE M= 2X 105, 4 F
B4 M,/M,= 1.73,

[0117]  sLjfs)] 10

[0118] KR MNERET FEFS, HATRF KRN 25 nmol FBE=AREHTHENF] d, smL H
2,50 umol AlMe,, 5mmol ¥R % 7 %% & 25 wmol [Ph,C] [B(CFy) 1, [ REMt ] 5h, J 87 i &
50°C, HAREAERISLiEH] 9, 152N A TR b, 17 E 0. 26g, FE4LZ 90 % ;GPC A HT R I H A It
M58 M= 17X 10 %, F =54 M/M= 1. 62,

[0119]  sLjEfsl 11

[0120] MR E T FEFET, AR P HRKIMA 21 wmol BFBE =A% L GTHENT] d, 25mL
F2E, 42 umol Al'Buy, 53mmol BEUK 44, 53mmol 1, 4— T =4, 2 21 nmol [Ph,C] [B(CF,) ],
SIS E] 3h, SRERJE 25°C, HopifEFsEiEe] 9, B2k a5 1, 4- T MBI R,
AL 79% GPC AT LR IBE 718 M= 3. 5X 10 *, 4 F &5 4 M,/M,= 1. 69,
[0121]  sEjf] 12

[0122] A RMNEE T FEH T, FAHFRIINA 25 umol P& =4 AL BT/ L7 h, 5mL
2,50 umol Al'Bus, 15mmol 1%~ A% 25 wmol [PhC] [B(C,F,) ], S R IE] A 6h, 2 B
B 25°C, H e FSLiEH] 9, 52 H SR 4, 1 E 0. T14g, AR 70%, BEETEN
4. 8kg *mol " «h™;GPC 73 H7 5 5 I I B - F &N Mn = 10X 10 °, /3 F & 404 M,/M,=
1. 54 5 1, 4- BA LR 84% .

[0123]  sEjafsl 13

[0124] R MNEET FEMH T, FAR PR IINA 25 umol P =4 BT/ 4L 7 h, 5mL
5,50 umol Al'Buy, 5mmol R 4 [z 25 nmol [Ph,C] [B(CFy) .1, SRR E] Ay 6h, J M ik
[ 25°C, o4t RSt 9, 13 258 7l 0, 1# H 0. 335g, K2 98. 5%, KAWEMEN
2. 2kg *mol " «h™;GPC A M7 3R 7 I I M - F &N Mn = 15X 10 °, o3 F &40 A M,/M,=
1.76 30 1, 4- BAEREMEN 94. 34% .

[0125]  SCJEfe) 14

[0126] HRMAFE T FEFET, mATEPHRKIMA 25 wmol FFEE =4 HEHTHE T h, 10mL
F 2%, 2. 5mmol  A1'Buy, 5mmol % — 4% &% 2. 5mmol [PhNHMe,] [B (C4Fy) ] » & B2 I] 3h, 2 B
B 25°C, H A HAEFSLiER] 9, 5215 3 0, 1 E 0. 3068, ML EK 90%, BEWEEN
4. 1kg *mol™" «h™;GPC 73 #T J IX —JA BIEE3 4 F 8N Mn = 18X 10 °, o3 F &40 M,/M,=

17



CON 104592425 A w Bf B 14/14

1.98 5Jiii 1, 4- A VEFENE 89% o

[0127]  =ZjEf 15

[0128] I MAFE T FEFET, mAR P AKIMA 25 wmol ¥FBE =A% LT h, 10mL
FHK, 2. 5mmol Al'Buy, bmmol 5% =4 & 2. 5mmol [PhNHMe,] [B (C,F.) 1, S MBS [A] 3h, 2 W
HBJE 90°C, HoARBAEFSZiE®F 9, 19 215 F K M, 15 0. 34g, HEALZF 100%, BAIEHEN
4. 5kg *mol " «h™3GPC 23 M7 I 5 I IR B - F BN Mn = 12X10 °, o3 F &40 i M,/ M, =

2. 27 5Ji 1, 4- AIRFEME 76 %

[0129]  sEjEfs] 16

[0130] Mg RNiEZRE T FEF T, H 20mL F5 1/ MNEPRE 2g BE0K A5 BEARTECT 50mL 5
t, NN 4. 57mL B2, FVEST 2NN 0. 5 wmol BREE =05 F 4k 74 d, 500 AlMe, B 2R VA
SulL. lhJGa, EHFERAMRME LI (L8 : KR = 20:1) 30mL FEAR S N, 1T 0E, I
CEFRERIE A SRR SRS, B HAR 30°C H A TR, Fr AN 2 EE, 155 5K
B UK A 45 0. 04g, 722 2. 0%, R ATEPER 40. Okg » mol™ « h™sGPC 43 #1 SR B UK A 45 (1 5435

FENMn = 15X 10°, A F 2= M,/M,= 1. 27,

[0131]  sLjfsl] 17

[0132] G MNEE T FEH T, mARE PRI 25 nmol B =JF AT d, 5mL
2K, 250 umol Al'Bu,, 10mmol 2 2.4 2 25 umol [Ph,C] [B(C,F,) 1, ) MRy 4h, e MR
fZ25°Ce HAREBRIERSLE 9, 15 2R R LM 13 5 0. 382, 03 36. 7%, BEIH TN
3.82kg *mol™ « h™sGPC AT R ZMEHIEIS 3 F &N Mn = 90 X 10 °, o F &40 4 M,/M,=

1. 49,

[0133]  sLjafs] 18

[0134] R MEEE T FEMHF, FAHFRIINA 50 wmol PP =ML T/ d, ImL
HZK, 20mol MR AT, 2 B I BLAS, M tH T2 46, Ml R NL8s FadE A CO,, ¥ 17 77 2 6Mpa,

SRGINIE 70°C, R BL 24h, 8GR 2 20, F S E G, I\ FELAS 2 A i 44, B 9
Yo, BT BRI A AR S COMILRY) ;77 % N 43. 0%, HF &N M,= 31X10°, 4F
B0 M,/M,= 1. 40,

[0135] AR EHAFEHAPRE T LA B SEEf], FLad 7848 & BPRS A 00 S5 00 22 7T 64T () AR ART 55 [
B e BRI TR S, HRARE AL N AE AR K B R IE FE Z 9 o

18
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