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75 5POCLs [N, Bl , A& L (R=H) ] LA 5POCTs 5 52 , 1 Ja BE4T 7K ¥ K (quench) B 34T
i F = SR 0 AR 57 3 LL WIPOCT (OBn) 2 P 20 N, 55— B il & TR IR — 5, 55 BB &
1R 3 F () it /Pd-CRE 25 R JEE ) o I e FEHb , 538 FY FE e Jse i w] LA 5P (N—=iPr2) (0-
tBu) 2 B, i f5 5 A A I mCPBAHAT S AL N , 1T 5 -5 R R A VA Y S B 4 0T i

[0095] A=l —EUBEIR b4k 541 (R=PO(OH)2) AJ PLi 3 15 NaOMe B HiAth 438 ) 55 4
N — B A e R B2 B R B ik A1 A0 ER (R=P0O(0)22Na) .

[0096]  ZjWAk F AU BIR N R TR AR , R “H52 L2 (3 R i 5 A S M A1
R BH S R0/ B B A B S o BT P S A4 4 B e R BH -, LA VB L BB
BB B B AL S B R S B, B N N - R R 7, e S E R IR, 2
Ji& 7 i N~ PP 2] 0 W e R TR D 2 o BT BH S+ B RS T ALER (1 B 5+, BT iR AL
FRLE 1 #h B VR IR VIR R VTR IR AR s AR SEEH R R VB VN . T SR L AR L
B2 FLER B oRBR AR AT R AR R LT IR VR IR R LR VR AR R R LK
MR GEFHZR IR  FF R R L P LR L 25 -2 T iR \ IR R . P i 25 PP R L LRGSR IR L £

18



CN 102177156 B w Bg B 10/16 7

Mg (steroic) EEIR SRR -

[0097]  FHAS T 2 il 46 P VR A5 R AS ) T 22 BB US 20070155798 77 72 fhill 2% [ WE Ak A5 i o 42 R
L Kb AR 1 1 1) % 1 WA e ) R T A FH 2 B TR I B2 BT CAAS 8 85 2 s 5 1 A e s
it 77 2, I IR AR 5, 9, £E B A = S (POCs ) W R B e A o — A IR

R R ALK
[0098]
Rla %\
gm\ ..... ‘a S0 Rﬁ[}
H@f"‘"{ s 3 \ 5{7} g\i\v@w {}\ HO O ’\M

[mw](Mmm¢iﬂﬁm~%¥m4m%¥5§ﬁ£¢~4ﬁm%%%@%ﬁ¥%&
R, LW EA LT AR R

[0100]  Z&ma Ak R EAFAE AR T AH AW EEM L10%, 77 Lt Bt 2> T-9%. 8% 7%
6%- 5%~ 4%+ 3% 2%5% 1%, kb A{E-T-0. 1%80 . 05%. K b , 7645 B s e 5 b, DA W& AR E A
Tk 75 ) A P R N e i A SR o AR B St Ty SR AW S B AN AT AT 2 R W e
M .

[0101] A7yl R GE i FH T 254 , e 0l 42 nUS20070155798 (2 it 5| A HEAE A
HIIE O VEAI A FFI AT FRAS AN 1 AR K

[0102] A EHAH I ARIE “KL7 47  “BR 17 RN TR Be se LT 75 Thee B
KBTS &5 R AR &0 & B, RiE KLy 297 HAR B A LR KT Frid &1 10%,
5% 1%-0. 1%F10. 01%LA N & .

BAREiESR

[0103]  sZjiffs

[0104] AR HA 75 A I S fitadind A T Al PR il 1 S e 491 Sk P

[0105]  SEIG Al 4 b £ dis

[0106] 5k 7] 36 3k 7 ol ke Y I 3K, Ui B J5 A8 H o & F A BE L R 1S 1) & i i Bruker
AVANCE 3005 3% 7F 300MHz BLAVANCE 50056 1% 43 £E 50 0MHz i i PU B 3 Ak Joe 1 9 S Lk ok 3k
TR o B3 A% R FL AR J& 3 1L Bruke rAVANCES 005 1543 7E 1 25MHz LA VA I 1 NS L 3R13 10 ’ﬁaap
WAL PRI S W3 Bruker AVANCES00 %A% 7 20 2MHz LA BE B /E A Z L $R1310 - B g AL

P Sl I Bruker AVANCE300)GEEAY AE 282MHz 3R 12 /Y o R i /& il it Finnigan AQAYGT {Xﬁﬂﬂi

155 25 L B R A o 3 J2 13 (TLO) A ldWhatman No.4500-101(Diamond No.MK6FEERZ60 A )

MR o TLCHR 1) i 1 43 UV (254nm) B /5 40 18 47 i f6 JHPLC 9 48 2225 T WatersSunFire
C18F#:(150x4.60mm,3.5um) B Waters XBridge C18FE(75mmx4.6mm x2.5um)fjVarian

Prostar HPLC, HIPA R 7 VEAE s B P K T AG I 2846 TR 1S o
[0107]  JyikA(Waters SunFire C18FF)
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[0108]

I [E] (min) P (mL/min) %A %B
0.0 1.0 98.0 2.0
15.0 1.0 5.0 95.0
25.0 1.0 5.0 95.0
27.0 1.0 98.0 2.0
30.0 1.0 98.0 2.0
[0109]  A=5 =HLR0.05%Cv/ VI 7K

[0110]  B=5 =5 L H0.05%(v/ VI 2 i

[0111]  &K=254nm

[0112]  JjvkB(Waters XBridge CL8F%)

[0113]
1. B[] (min) 2. 9% (ml./min) %A %B
0.0 1.0 98.0 2.0
15.0 1.0 5.0 95.0
25.0 1.0 5.0 95.0
27.0 1.0 98.0 2.0
30.0 1.0 98.0 2.0
[0114]  A=87% % 25mMAk R S e K VAR / 1 3% 2 1

[0115] B=Z.J

[0116] P K:=254nm

[0117]  Jy¥kC(Waters SunFire C18FE)

[0118]

3. [E] (min) 4 J3E (mL/min) %A %B

[0119]

0.0 1.0 98.0 2.0

15.0 1.0 5.0 95.0
25.0 1.0 5.0 95.0
27.0 1.0 98.0 2.0

30.0 1.0 98.0 2.0
[0120]  A=5 =F L 10.05%Cv/ VI 7K

[0121]  B=5 =L H0.05%(v/ VI 2 i

[0122] P K=240nm

[0123]  SEjifh1 : 5—JR —2—(2H-PUMR—5-FOukiE , 31 il 4

[0124] a2 THES RO BEREAL  BUHE/ H O B DL A B BB 1 2271 i = 35 [ S e

ek T ISR —2-&(FL ML IE (799¢,4.3Tmo 1, | FE &) ,N,N- - FF L I EEf% (6. 41, 8481 , &
WA (350.3g,6.55mol, 1.5 4 &) B EEN(425.7g,6.55mol , 1.5 &) . g M2 E N HE
JE B AE T EEAESS C CH FRIEE A90°C) I JEAEAS B IR B 15 58 A, B2 2K 452 | 3N #4

4043 Bh T 94°C o L /N i 38 i HPLC o M 1 46 S5 N4 56 4 T 6 i, DY e 4z
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(AUC) , FIWT A S B SE R o VR A0V E, iR N 198 S B A% S pEUF LA 2-TR B (3. 2L, MAFD
MY, RESERERE TN TR, A3 YMEESRNIIEA A A847.9g, I EK80%,
AUC89 . 9%) o %of DU M 2 6 HEAT 22 735 41 i B AR S 36 SR HET I 30 ER 78 1 o ik #h 78 K 29228 °C I
B, KZ)270°CHe =3 fifi (energetic decomposition).

[0125]  SEjifif52 : 5—JR —2—( 2—FP J—2H-PU s —5— )Mk , 4 (X=Br) [ il &

[0126] [ 28 H T HEFEAL, 033/ H O, BT UK/ 330 o 6 88 220 6 VU 251 3 IS e
PEE T NN PY M4 £ (835.0g, 3. 44mol , 1 HE &) USRI (7. 5L, 944 1) (N, N-— I L F ik
fiZ (2. 5L, IR FIE E AL Bk K (343.5¢,8.59mo 1, 2. 52 8 ) o SO 2% B N IR FE R vr ik 2
12°C, R 52 IR £52.(1. 22kg, 8.59mo01 , 2. 529 8) , (REF I BZIR JEAE20 C LA o #3120
3BT S FR TR R RRE T Ry 0 R L, R4k 4 R N 1043 A 1520 °C o Rl A 1 il B
FETEIE T (I8 CO AN o 23 I 52 1 KUK/ SR R , I M2 B - 22 B 7K VA B 2 A i 4
B N B N BRI LI 2 40°C , RO 4K S H B INFA A 48°C . 6/ JE 1B ik HPLC A3 M ¥ 46
NI SE A VERE S, FIWT A S BLSE AR - S BLTR A VA H1 28 = IRk A % F o THE W I 280k 2=
WK (8. 35L , LORFRD NN S B8 o AR (s Lurry I RE30 95, B3 €, S 23 A g 7k
(4. 2L, 54RO e A i 4/NLEARIR SBR[ 44 (500 7g, i 2£61%,3.85:14:N1),
[0127]  Frik[E 44 (500. 7g) ¥ T-CHaCl2( 2. 5L, 54EF) , IN6N HC17KI& W (7.5L, 1546FD
AR SRR, 2 )2 SR, BB P2 7EHCL /K VB TR )2 - CHaCl2 )2 BAGN HC1/K V¥R (451, 3 X
SARFD PP BRI HPLC S BT i s AUCA [ AR AE & <5%. 45 51 (combined 6N HC1 32 EUM) s #5 3|
LA, PABO%E AN KA (~ 3. 2L) Mg pHIA 22106, TR 4F P BRI 2K T-40°C o & 4418
T E A e ok, S 2 B R K (UL, 24K A st , 15 2R S AR B €0/ 48 0 4
(322.4g, [FIStZ264%, UL Z£39%, AUCAH93 . 5%, AUC N-1H4Ek 4. 1%) , BLHPLCHIT'H NMR4 A7
5E o

[0128] [/t 43 id50°C N LA 2R 7 A BE (TPAC) FEFT T 32 (1.6 1L, 5K AR) 1/} Sk — 5 4l
1o Vo N B R AR 98, S5 2%E B AT PEGE L S 4N TPAC(500m1, 1. 64&FD phise , 73 2
SEAL KA TR 25 1 £/ ] 44 (275 g, [FIU Z285%, i Z£33%, AUCIS . 2%) , LHPLCHI'H NMR4Y
HTHfE - ARIDSCHr M B 7R AE R 29245 C TR il o

[0129]  SEjEfs3 : Ik (4R -3 A5 ) L F IRER , b 1l 4%

[0130] a2 T ) B 2 L 0Bk / 10 AR N I S AT I 1 2L = 30031 BeIm
IIANA-IR-3-FR K 1% (800 .0g,4 . 21mol ,Matrix lot#Q13H) THF(6.4L, 84&F) LA K [ A4 hk 1%
Z4M(530.5g,6.32mol, 1.5 8) HMINKIIRE IS B EE(861.9g,5.05mol , 1.2
), 7073 B N BTN RN 28 B P o KK IR R B3 R AR T20C B X RUR EIR T
5L /NS s BLHPLC A A1 487 5 B 5 il o S BLVR A 0 5 8 B 2 2L e - LA K (6. AL, 84 A
PRt P PRV A 1) A 2250 C IR iz i 2 16 /i SR Kol = 1 & R B ORI R &)
MR WIR R E T BRI T 5K E—REERK)E (rag layer) . THFZLLE
F5% 15 (Whatman# 1) JELGIE 8 LA 2 bR SR LSOk, VA W05 A% 1] 28 2 A8 B K 22L 1K R0
W o I T B 5t I 2648 22 Bk THE o (U 2 B I AE I 55 — Mk E B bt 2 1iT Je 28 18 3 30 0
THE NN IE BEGER S 226 . 5L, W EE F Z&8 TR 251 o BB, e ML PR VIR B97.7°C,
ML H NMRZ B 2808 A A S 0 5 A5 0 L 9% THF o YR A v AV B =38, B 1 A S AR L g .
JEVELLIE PEE (AL sk o 7= M T-40 CAE L 25 58 118, 131257 . 0g 1 [R] 445 (it 2292%) . HPLC
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A3 HT 998 3%(AUC) .

[0131]  Sjafhi4 : 4- (AR LA D —2-FUR AR 6 (RY*=F, R'°=H, R?=Bz , Y=B (OH) ») | %
[0132] 22010 =[5 JICHEIR , A3 TOl 0 (1) S0 P 28 I FE AR L 2-LIg AR i) s 31 DA S a0 it
Ak B I 8445 1. 00kg ,3.08mo 1, AMRI 1ot#CAR-L-18(3) ) . THF(10L , LOAEF)
FIHNER = 5 A E5 (638.2g,3.39mol , L. 1 X&) VR AW HEFE I A2 T 0K/ A i h v E1 2-72
C AN BRI 2 5MAG IE T 3£ 48 (2.59L,6.48mo 1, 2. 1 298 , £E K 22/ Y 3%
NS S o Vi T 48 ) () 5% i 1 3 SA—65 °C o 3 3 HPLC 43 A1 4 5 S B2 F 52 % o VA 2038
RS 22 TR, B2 N2 LA 20% 00 SAL 52 /K VB VR (5. BL) VK, A8 45 S B TR & - 1°C o A 258 3
THF 22T A7) T S0 R AES: 200 285 - 7K (LOL , LOARAD b B 94T 22 LN IR S5 Uk
JEVFLL3 : 2/ ZBE : K (2 X 2D PP e P =0 N T E X f P T 1515592, 8grh [a] 446 (I 2
66%) , HPLCA: Hr (J7¥EA) A189. 8% (AUC) . IR M BHZ L F NMR 43 #r RIHPLCAE 240nm 43 #r (J ¥4:
O RKIMRAL

[0133]  ARJjvkJa 2. S AR CHaC oA 32 20 2L % < ACKEHL =W T 3741 36, 5 28Il 7=
Ydes—iR ,des—IREIAYF NMRiE FTHPLCAE 240nm il 5E Ik W82 21 4% i o

[0134]  sEjiffp5: FIE-(4—(2—(2-FF FE Y M —5—FE ) i g 538 -3 ARFD B R R &, 7
(Het=2-F B PUmE—5-%5 ,R1a=F ,R1b=H,R2=Bz) (Ref . : JAS—G-96) (Ref . : CAR-L-93 ,DUG-AF—
202) i fill %%

[0135] 5L =3 [ JE B , I 4(200.0g,0.833mo 1), 2R G N1, 4- IR 42 (3L, 154K
BO N AL B 46 (361.2¢,1.249m01 ,1.54 &) ,Pda(dba)s(11.44g,0.0125g,0.015%4
=)L S PCys(7.0g,0.025mol,0.03 98 ), FF A B A HE3043 B o I AK2003(195.7g,1. 724
OV T /K (800m 1, MAEFD VAR, IS INFREN70°C o 1IN 5 B 5E %, 4% BE 0 . S THI A% [
Nve H A250°C, i ADarco G-60(40g,0. 28 &) , fii #3078 IINFE#E 12545(Celiteb45)
(40g,0.2wt) , Ifij & S M4 22 7K (300mL ) YR (1R i 154538 38 o FAH JE R MR8 =33F K
W S EGE MR AT H DY SRR (1. 21, 6 4R FD FTER /K (brine) (600mL , 34K FD , = HI/E =
BN FEVA AR AL A I HE (Vmax=28 6B 5E B T« REMEIR 45 I I 2 BE (1L, 51E R,
Wi a7 T 10 CAELEE /K (4:1, 2L, LORFD T8, 3/ A B =i, 1 g if
PL 2B (2 X 400mL) P55 « 73 B AS BIAL B 07 , U R8T %( 292 6g) , 4l FE il L HPLC 3 H N 97 . 7%
(AUC) o 'H NMRFI'F NMR & 7~ A AFAE — R A4 . PAd 2 1 o= & A PA A 1 35ppm..
[0136]  H[E4KT/E L TR L Barh H 45 fn i — PRI 7RI 7K o (AT (130g) I 2R L B
(3.9L, 304&FD I BI5LA =2 B B o AR ININET5°C %18 R BRI E % A
O PERR FAT AR B (BT M0 . 2-0 . 45 FY O FE BB — AT 5L B 2. B
VETRAE RS T 2808 222 . 2LZ R ZBE (b .p . TT-T8°C) VAMRIA HI E 22°C , I3 Ak 1t vk .
B ATIE B H 2088 2B (3 X 130mL) PP ) o 24k ) P B4R 7T-50 °C 78 B 25 48 b T 115 31
110. 5gH AT (ET i 22.85% ) « HPLCUM & 1 #E AL ¥ Hh )44 7298 . 5%(AUC) « T IR 4l A 7= 4 v 41
(1) 7K ¥ R 6ppme B 725 K fo BHTER 1 1 8gFH it (IRl S 2814% , Pd2254ppm)

[0137]  SEJM6: (R)-3-(4-(2-(2-H FE PUME—5-FE ML e —5 -3 ) -3 -F A< 3k ) -5 F2 1 LI
I d5e -2 , 1L (R=HD , tHFRA “TR=700” f) il £

[0138]  SLIK) =3 [ IC K , A7 TR P FEAL , #4445 L 500mL IR #0 0k 4 AUk < ek o
I FH B #RURE T8 22 A BRUEL 260 °C o Joe iR N I ()47 (110. 0g,0. 272mo 1,
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AMRT 1ot#DUG-AF-202(1)) FITC/KTHF (2. 2L, 204K 80 o Bitbl 4k , A8 R vR 4 E R VW o A1 I
IR F I IINT . OMAS FF 22 A b 48 (299mL., 0. 286mo 1, 1. 054 &) . Li HMDSYA R 7 K 21254
B PN R N B R (AR TV TR, A AL T o BT Y VRAE I R B /NI T S N
DMPU(34.9g,0.272mol, 145 , IR &8 s (a0 A4 , LAk ¥4 JIx Ik 25 7°C, R JF A
— MR- -4 K H I T BREE (41.25g,0.286mol,1.0548)  FFiA IR S WEKIG H #HE0. 5
AN, FHEL R B IR o SRR SR AR T M T AR, 157N S IHPLC A AT SR A K
ZI8T%[KI TR=700, 1 . 6% H T AR FI K L9 7% TR-T001) T BRES o IIAVE T HF EE (11m1, 0. VA
v ) /D B B R A, SRR LN DL 22 5K BE 1 B o LR R HPLCAE 28 23 7R & K 2990 . %1
TR=700F10 . 2% T B Hg o S S I N 10% Cw/w) I E AL TE R (L. 1L, LOAR RO VE K AE TN
SAEE W RIA A & RV E AR E 22 CHH R 25 C IR AV AR MR R AR
FERT0C CRAE T S B2 K22, 2LEITHE , BT B AR 2R AR LA ZK (B550mL , SR FD F k%,
WAKAHERIF(23.6°C), o 38 EHF K (L. LL, LOAR AR A1 B (550m1 , 54 R ik , 19
TR=700%) [ Fuldi] 44 . 2 I8 5 T-50 CAE B S FH P 158, 4989 . TgMTHPLC A B 97 . 8% (AUC) )
TR=700 (UL Z89%) . FT#3 TR-7003 — P afifb , il id /2. TL(30R A4 11 B < K b BB T
HVe A 23°C, 1k iE, LR EEC180m ) P R SL T o X — A B 25 1 IR Ll i i b Ak
(over-alkylated) [ =) ZEAL B TR-T00K & B 96%H i 2 (iUl 2£85%) , 1 1k HPLC A B H:
25 5 298 4%(AUC) 48784 10ppm.

[0139]  SEJMHI7 : (R)-3-(4—(2-(2-F L P —5-F i g -5 -3k ) -3 - A3k ) -5 ¢ F L IE
I 5 — 0 — SRR 5 1 (R=PO(OH) ) , L FR M “TR-TO1FA” [ 11| 4%

[0140]  SLEALE K IR I BEI , 2 A7 T ER B HL AR FEAL  AH I I =) - #fl BN I
R4 H B TT B N TR-700(70.0g,0.189mo1) \THE(1.4L, 204&FD F1 =7, 4 (58. 2¢g,
0.575mol, 38  ARTEH: , BEE I E N0C AR A IIE T THE(70mL, 144
T =S 48 (87.0g,0.56Tmo 1, 324 &) . — H. A BRI JEIAEI1 °C, POCL iAW BN £E 4443 Bh i
WINPT B i 2. 2°C IR A AR L -2 C Hit R 3/, I HPLC 43 A1 2. 7R TR-700 78l
REACT0.5%. AR AENIEIE (Teflon diaphragm pump) 5L =R JEBEHEH , I
KL AL, 204D , FE0K SRR A H1 3. 8°C o S SITR S W AE LN PN 38 NV K 7K T » 15
KIATEN I BRI N 11.9°C o ION 25 A K (~~210mL) s B N VR K 25 85 o 28 (AR 58
PR, AR 2 98450 38 , 38 FHK (T00mL , 1OARFD AR BE (700mL , LOMRAD phife . F=4 T
FIR TN RSN TEREE TR TR-T01FARIUL ZE 81 . 6g(96%) , HPLC /BT (714B)
HoAli g 5995 . 3%CAUC) .

[0141]  SZJKIS : (R)-3-(4—(2-(2-F L P —5-F ) mb g -5k ) -3 -3k ) -5 -4 F L IE
I b= 0P PR £ , —ANEh 1 (R=P0sNan) , UFR A “TR-7017 [ 1| 4%

[0142]  #H541(R=PO(OH)2) (60.0g,0.133mo 1) 1A B 2LH S M 881, i N B (720ml. , 12
D, SR I8 N BERE , 76 139382 in N 25% (%) B B 400 FF 1% (86, 1g,0. 398mo 1, 334
VAR IR EE AN R, SONTEL M 20.4°C EFFEE26.8°C L AR AE IR T SRk L/
I, 100 J5 3k 08 o S 2 R 196 DA PP B (300mL , 54 A ) TR R (300mL , 54 FD gt o 741 F-50~
60 CAEE RN T, 193165 . 3gHL F TR-701 (g 2299%)  HH 7= M7 T-7K (653mL , 10K FH) &
R IR IRV WAE %= R SDarco G-60carbon(3.3g,0. 055 &) HE305 B - AR
pHAEL AT . 2, IIE I NS~10mLI{I 2N NaOHAS 1S pHAE F+ 22 11 o AR AT £545(65¢ , HIZKIEIE)
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T8, A R AT PR T ok, DEVR LAO . 45k g FURL g, (R Lo SR A0 U SR T8 o DR VROZ T N
ANTHERAC2. 6L, 40468 o, Frig s Attt &4 F o 1 5, AR I 3E , LA TR (650mL) phist , T
50 °C 75 B 23 58 T, 1546 . 9g K AR 1A 1 L (R=POsNa2) (287 1%) o Bk #4 K HPLCZE & Ky
99.0%CAUC) , {H FH T H K 8, 4 H 8 i T /K (470mL) , ZKIE W pHAE N9 . 6, TR B I N &L
A AAVE R pHAE Y 2210, 1T J5 12 VA BCE 0 . 450 3 s 3k i B 2 B £, 8 VAL 08 I N 7 B
(1.88L)H o [ o3¢ A 3k, SR J5 FH PR BA C470mL) phise o P2 0 T4 J5 » TR-TO 1 /R EE 43 2g (i
U Z966%) , HPLCA A HL4 B (J51:B) 4199 . 6%(AUC) » Hifth £5 5¢ 1 (R=POsNax) [ 43 45 5 B 7R
FERLIH,

[0143] st f9: A4k i (R)-3-(4—(2-(2-FF S P k-5 kg -5 ) -3-F R ) -5-1
FR e e -2 il SR EL , 1 (R=PO(OH) 2) [ il %

[0144]  3FF 1) = (R JiE B , 25 AHL 54 L(R=PO(0H)2) (99.8g,0.222mol ,AMRI lot#
8AK0242C) FlI7K (1L, LOARFR) , iZ 2 AR K pHAE A 2. 05 o IMIK) 2 AL A0 I 39T S 75 G i 45 50 . 9%
AN KB TR (39.3g,0. 50mo 1 DA T SARFU N0 . SLAG K o ok S2 B . BT ik IMAY &L AL 4
VAR (444mL, 0. 444mo 1, 245 ) B TN BT IR () U5 55 BRI AR, pHONS L TR, ] 44 i i , R4
HmAN—3¥ % — SRS EE W, 79 N4 S pHA8 . 57 o ¥ Darco G-60carbon(5.1g,
0. 058 ) IINER I8 G =0 N Bk /N, AR E L O 2 15 8405 2 K=,
1M fE 30 . 450 PR IERR L 50D Bk 3 28 L DR VROZ T NN BS A TR B (AL, 40 B D R 121
() B JES e R S BT A5 SR AR == 38 R SR 1/, 18, BA TR (500mL, 54RO piide , sE I
SLIK [ SRS eI 5 o v FH U R B 5

[0145]  —4H£h 1 (R=POsNax) B FHIIE T 7K (1L, LOE D b, 1 J5 24 & IRA 22 10 s i il ik ) B
215 R4 P8, JEM LATHE CLL, 1OARRO R , THE VAR I pHAE N9 . 57 , JE NN B B 1 i1 11
2M HCLIE WL (222mL,0.444mo , 224 &) E RIpHE 1. 34 , B3 Fradk (1) 2MEE B 7 VKR &K
29 170mLI , =W A FFUEHT H o BT s R A 98, K (500mL , 544 AR Fl FF E (500mL , 544
RO MG o SEGF TR 2, BT DLZE I P Be V8 7R B R FP 2 7 ) T-60 CAE S FE N T
195/, 18379 3gf#1 1 (R=P(OH)2) (i Z£80%) HPLC AT (J71:B) : 99 5%(AUC) , tr=5. 643
o TR TP . NMR 43 1 5 EL A 5 110 45 1) — 35 NMR 43 M7 B 42 THF 7K ¥ 1600ppm , 487K F-
11ppm. TR0 T4 R 2 THR, T — 25 1 S o2 FH 20 B A a7 o

[0146]1 St 10: —{ ((5R)—-3—{3—F—4—(6—(2—F JL—2H-PYms—5-FOnth g -3 -4k ) 8L ) -
2-%—1, 3-IEMp k-5 )Y — A R (LI BN S

(01471 SIS FT AR i L VA AR T W R 22y JF FHG i 1 sonffil % MHPLC RGu AT (A 50 55 .
TRBNAH A K 2 I 22 P 2 5 tHOR S 100%I%) 7K 5 t=20M A 100% 2.1 « BT #3248 43 LA 43 #r
RIHPLCHEAT 73 M7 B & & —SRAR KA 7 5 9, 19 3] —BAR 5 & 6 0% B W - R 5 %
F il S HPLCX % & & SR AR 2 4 3EAT 3t — 2D 4l i o I 15 2 0 — SR A4 4 it 1y 74 1
SF=RIn B 1A S 9T (/2883 ; 43 F 2 Caals1FaN12011Pe, THEL{EH883 . 1679, Il &
{883 . 1658, M7 N2 . 4ppm:m/z905; 7> T 2 CaaHs0F2N12011PoNa , T+ HL{H 905 . 1498, Il & {4
905. 1484, %M1 .6ppm) .

[0148]  5R1.TR-701(R)-3-(4-(2—(2—F JL Pyt —5-FO Nt iE -5 —J) -3 - R L) -5 At
I PR 5% — 2] , 1| (R=PO3Na2) [¥] 43 Bt
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CN 102177156 B iﬁ. EH :FS 16/16 7T
[0149]
S, R
AT SRS SN SR
"HNMR —E
SIPNMR — 3
15 B8 I ] 5.18% %k
MS m/z371
HPLCAE J& 99.6*
HPLCZ4 5t TRAK,0.09%"
W= <1lppm
EE lppm
W= 8.34%
KEE 5.5%
WEJGIE -34.9°
XRPD SIS
L 1-300um
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