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50 (DEH) < =2Kf% (TPA) VAL [4- (N, N- 3G I ) —2- FHREZRIE 1 (4- FHERE ) Fige
(MPMP) \ 1- 253 =3-[ Xf —( ~LIEEIE ) KAWL T-5-[ XF —( ZLIEEIE ) 255 ] ntbmgipk
(PPR 8% DEASP) . 1, 2- & 2 — X (9H- MEME: —9— J£) BR T 4% (DCZB) \N,N,N’ ,N' =0 (4- Ff
BRI ) -1, 17 —BK ) 4,47 - 2 (TTB) W N, N = (28 -1-%)-N, N/ = X~ (2K

13
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5 ) W FER (a -NPB)  BL ML S48 QAR K I SRR SRR L
M, (ZRFEFE ) SBRELE DL R G . IR IE R 2 S U s Ay i R I N F
EEWWE MR R LG ERRIRER T, RPAF S TUL R G A — 25 00N, i A = 05 2kl
FEW, UH AR =055 - 3L R Y. 7628500, ik -G W a3 R Y2 nl AZ B .
[0142]  WJHIT°)Z 150 F BRI v A SRk i S A9 £, 465 6 25 6 IR R s R Al AL 540 » 161
W= (8- FRIEMEML ) B (Algy) XU (2— FAZE 8- FRJEmEmk ) (%) — % - Mysl ) & (T1D)
(BA1Q) 5 LA B Ak &4, M5l dn 2— (4— e 36 ) -5 (4- JUT FE2K 3L ) -1, 3, 4- »& w4 (PBD)
3= (4= BEIRIE ) —4- 2RI -5 (4~ BUT RS ) -1,2,4- =W (TAZ), LUK 1,3,5- = (2K
J —2- ZRIFIRME ) X (TPBI) sMEURMART LM, 0 2, 3— XU (4- SARARIE ) mEDRIE s JE g kAT
A, 40 9, 10— —2EFEFERRHK (DPA) 1 2,9- %L —4, 7- —253E 1, 10- FERE L (DDPA) ;
CLEC e G . |2 150 AT H Tl 454, i ] RS2 2 B8R, BApT 1R =
FETAL IR HL 2 O RV K o DRI, i (8 13E W P B 3l 3 Haslz b B 28 7O A K
[0143] [l 160 & FH T AN HL B 00 fl ey 8 PR JC A 2500 F il o BRI AT L2 D R K T B
W4 Em b . H TIRMA BT IE B 1R E (B 4 ) 2 % ()
G IE 12 E, BAEA T R A R TR DU R OT R . nI A s A B VL A2 R R
DL A IR e &8 ANLE B &9 LiF fl Li,0 SURRFEA HLUZE R 2
Z 18], AR f Hs

[0144]  CANEA N T2 0F P AEAE HARZ o B30, ZEBHER 110 FIZEpH )2 120 2 [A) 0] 17 4E 2
(RN, DA I AN IE A £/ B 42 M Re iy BRUCED, SO ER . v fE
FHARSIEE CLAI 2, 9 a4 BR 7 R AR IR S A S 4 et BR & B s an B B 2 . AE
h ARk, P LR T AR E 11035 HEE 120,130,140 F1 150 sREHARZ 160
AT R AR TR, DASE 0 v A S B8R B8R o D0 8 o P-4 A S AR A 1) T F Ay AR A7 H AR
e TN AL 2 BRI IR B, DR R B s BUR RN 2R

[0145] 43R, B DhBE)E AT H— AN LA R E R

[0146] W] FH £ Pl b AR SR il 3 AT 28 1 B0 HE AR 18 B (W35 AR _EARKIRZRVRUTIRAS E . ml AT
FHVE a3z 36  BERE DL A G 2R o T Al i M 28 VR DT B AR Az e A 28 SR
FREE o VR S 4h— Pl e, WIS F LRI AT BLED A, BLFEHANBR T HERR IR B X 28
FEA W SR EIR | 2 9 BRI T AR BT &5 1 3 B P IR R B B SR I HLZ « AR 3
JIT I A1 B A A Ak & ) DU L3S FH T IBOAHDORR 5 1R LAY G i

[0147]  ZS {48 BA N =2 7 2 A B L 5=

[0148] Y ERfF, AR SO IR IO A 4 il 1) s 1 I %3 nT DU ik ez s 2k vh i) HoAth 2
WATARA T — 4 e 490 4n, W] LUASE A S8 R B AR A5 an 45 L sl AL 21 o T A3 ] 3 3L
PR f s PRACE R 7 RO 1G 0 A6 e 8 AR RO 2R 3 AR A ko 3 mT s n B 2, AT 22
5 A2 R OF B Bh FREUR L.

[0149]  =Zjfifs

[0150]  SEjif] 1

[0151]  ZSEHEBIRHE TAHAE HE B 10,107 (6,67 —(4,4" —(RFAF -2,2- —F)
(4, 1- WAL )) B (25 -6,2- ZF)) X (9-(4- FHEEZE -1-58) &) miile.

[0152]

14
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Q0 0O
Fac}s{ ' CF o 0 Ch. KPO.
o\ 4 3 Pd(dppf),Clz, K3PO,
B‘ﬁ * \ Q Q CFB C@ ofs Fory (T::)Euﬁ.m, -
g Ko CyHy,B0, 1 X CyHyF 1,048,
2F&: 430.35 F¥&: 852.66
[0153]
A X: CysHgoFg
SF%: 1161.28
[0154]
a4 z = aF& | A5t
(g) (mmol) | (g/mol) | L&
6, 6" — (4,4 —(DRAIR-2, 2-=5) R 1.70 2.00 | 852.66 | 1.00
(4, 1-Z XK H)) R (F-6, -= ) (=&
WA ER i)
4,4,5,5-m9 F£-2-(10- 4-F £ HK-1-K) 1.81 4.20 | 430.35 | 2.10
B-9-2) -1, 3, 2-=Z EURAR
Pd (dppf) .Cl, 65mg 0.08 | 816.63 | 0.04
BB AT 3.68 16.00 | 230.28 | 8.00
K:P0.. H;0
B BR AR 8. 00mL 16.00 | 105.99 | 8.00
Na,C0; (2M)
THF 60 (mL)
10, 10" - (6, 6" - (4, 4’ - (R FH-2, 2-=
2 (4, 1-B KAL) ) AR (B-6, 2-=3)) R 2.32 3.00 | 1161.28
(9- (4-FEE-1-5) B) (PE644)

[0155]  H4ERAE (Pd) HEALTILLAM B R RIS TR NN BB A 1L ) 08 1245 R0 [R1 4 G2
) 250mL XL [ e Be i A, [FIvA By R B A B R T HASRHERS (N, A
RIS TG RN, HAES P 508 ) 20 73080 AL, HH Z LR RS 574
15 738 ¥R PR EYIERE T T HFERBIGEA . fEUbi R, W 3] — 265 ik, AR
9, mAIK (50mL) , FAEFAERE AL N HFRR G 2 /o Tl i ek SR, Kk AR R
TEEA P A EE (400mL) ik . [ R4 B TLC 3 #fr R B, BrA B AR 4 — 9 R e 12
RGP FE, PRI TR R R S BRI P RE (A SR R
TR AR AR ALL, HE 58 6. SRIGAE RS P B IR AN KL =% T 2K (150mL) 1, 32
EEER T 5EMNR (20g) —RARELHH: 2 /M. 2 )5, lid Florosils RId YEHE R, il
b e R R 2 B H R R / kil imit— b A ), 13 B AR R, R
1. 75g (75% ) , 4 HPLC 43 TR B4 > 99. 9% . MRS 5 455 —3%.

[0156]  SLjiafy] 2

[0157]  ZSEitifl B TA6& 9 H2 B 10,107 - (4,47 —(2,2" - —3¢dk 1,17 - Bz
4,40 - TH) R (4, 1- AREE ) W (9- (% —2- &) B 1.

15
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[0158]
@ o:’s"fc:F3 o, ye PA(dppzClz, KsPO4s
\/° o’B 4 B‘o THF, B14/N,
/ CgHy7 %CaH"
ﬂ’-"%"‘:“i C_quaF}o;S ﬂ’-’# EW Cu“esﬂzoc
ST 528.54 SF&: 730,67
g X Coly,
oHFF: 1235.68
[0159]
a4 z z aTE ABxt
(g) (mmo1) (g/mol) e 2
4— (10— (F-2-24) B-9-3) X E = & 2.71 5.125 528. 54 2.05
¥ ERER H
2,2’—(2,2’—:-%7_%—1,1’-1{9“:4%;;"5— 1.83 2.50 730. 67 1. 00

4,4 - F) 3 (4,4, 5, 5-9 F K-
1, 3, 2-= 2 B AKR)

Pd (dppf) .Cl 82mg 0.10 816. 63 0. 04
BREEAT 4,60 20. 00 230.28 8.00
KsP0s. H.0
ARER 4 10. 0mL 20. 00 105. 99 8. 00
Na,C0; (2M)
THF 80. 0 (mL)
10,10' - (4,4 - (2, 2/ -=F3%-1, 1" -
PR, 4 - )R (4, 1-B K 3.09 2.50 1235. 68
£)) M 0O-(F-1-4) B) GE#18)

[0160]  HERAE (Pd) HEALTI LA B RIS TR NN BB A 1L ) 08 245 R0 [ 4 G
() 250mL = 30 [F B A, [FIvA By R B A b EfEE T HASRHERS (N, A
AT, FFER W B0 ) 20 208h. AN, FFH AR H RS 15
EP. B RVIREWAERS T IEERIEIE S0 CHm ) k. HPLC 43 #raR B, fSUE
BT 2T% =M. IR 2 1) =5 FREER 28 (0. 40g) F4LEALT] (82mg) , 4k 4L 2 W ) H1
2 Ko AVUZMHPLC 73 TR W, JL-F B A MR ZE 5L A0 IR sh KR v 46, 1 W) 1 28 S 2 I St
TRIAHAREATOCR FHE A AEVUZHP AR (100mL) #k, ARfE5 5. KZHT
7K (2X25mL) B, BENEY A, MR (5%, 1X60mL) 7K (2X60mL) FlHuF1EE K
(60mL) PEV, FFH MgS0, T o FETEH: 2 AL FAGH I AR Ai 9k 22 29 8mL, SR S AEHHE T
MBI FEE (200mL) o HiH: 20 300G, @i I E SRR DTIE D), 7R =l N TR T
FRIEA, 1931 3. 05g VRER T AR o ALV T I ARARR I P8 (4-5mL) 7, A FEE AR T
PR, 28 HPLC 2 M 3R BH =W 2l BE 3R i 229 90 % o AR5 H & e / ke (1/5,1/4) 17BN
BENRVR, 7F Florosi 1 (iAol i (iR ai At 15 - i o 6 9%, i e ft 75
RBRZH, 43 BN AL A 95-96 %6 1) Ky AR o 1 R 2R v 1 AP B R 25 e IR
16



CN 102617266 A WO B 15/15 7

Sedb— LAt =9, 153 1. 1g AR A, lid HPLC /MR AR IA 99. 3% o HEHLRIE S
P EE ) — 2 AURIRER DL A= 4 D W Bl n] RES7 A4 1R B SN g iR &40, 3Kt L MRS IR
W+ HPLC Pl 1 Hh R B 0 XU , AE % RIS o I 22 2 Mooy , TSR AE R U R IX A
[0161]  ASSCHTREIR ML R AE T A1) S 2k S il , B ik S 49 A~ BR A SUR 25K
IR AR A

[0162]  JWVE T (2, IF AN BT A IR b 30— Bk ot s SE Tt 491 v i ik (R AT Ay 12 e 20
(K1, — 88 HARAT AR /5 10, IF LR T PriiaR i 8L US4 w5 — 4> s A HAAT
Ao BEAE, B SIAT A (RN AS s e S e AT TR o

[0163]  {E LA ULMIAS, ©27% HARIK STy SR T A FIMES . SR, AU 1 il 4
RN GRIRE, £EAN i 25 i B AR 25K o Bk ) A B RV T 15 0 1 5 W] B4 T % FiE 2
ANAZA o AL, 0 30 B 1B W A DA A s 481 1 AR BR AR 1), 9 BT iR B 2o (U &
FEALIE TA R M HVEE A

[0164]  ESCE&G HARKISEE T SR 147 ad AR FLARNL s AR Rl i g 6o 2R
(IR ERRS & SN WINPT0 (277 = NV YL EIES S EEE R EEEF R & SN WAE Y (7 Tasla %3
15 50 5 2 B AR R AN W] A Oy 2 A AT BB AT BUR BRI DG B L e 7 BB AR AL

[0165] A SCHLE 145 Mot vt ] P 1) S5 A FH 380 7 A BUEL, G R] B it S [ S 114 e KA AT
/MERTEIA “A)7 7. IR, FEPTIRVEE . LB T N ] T35 X
L6 TR A B R AR AR TR R 25 2 i L, JX L8 YE ] 9 8 0T 38 5 AR 0 RS T /MR P
B 2 ) B R AMEL R E S ], 25— MR R LR A 0y 5 A [RME A R 29 A e, JE AL 5w 7
PEE R 2 I SR AN SE A ) I, AEAS A B Y, Aok B — e L
MBS R A I3 A R RAEIL R, 2 IRIR

[o166] [ 4 iAIR B, Joiif 2B WL, AR SCAS A S 7 S K BRSO BT Aiad (1 58 22 it w]
FEBANS T G AP AL 5 Ao Sz, o TiAble I, £ SR AN S5 58 1R SO BTl i)
Z AR R AT BL SR AL, s AL & 07 (R

17
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