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/WU = JCiF R & ik —JoidiliE s, KEEDIEEER
Eeftik 10:15 & 15:0.1, ALk 0.8:1 & 1.2:1, #—BHE ik 1:1. Fr
=T AR R, =8 BRI ELILE 10:15:15 2 15:5:5, Bk 3:2:1
% 225051, #—bEE 2:1:1; H, “=F AR IR AT
FR) = 0 A4 R A 4 5 )5 I HA L) =k ot R AR AR B

FEAR W 5y — MR St 77 2, AR AR R =0 VI
P S rsl & T, Forp, IR o, il AR R 2
AR AR, ALY T AR e DT AR IR VU T AR
SEPY T IS P ApE 2 A, AL DY T R AR

Eﬁﬁ%%~¢ﬁﬂmi%ﬁ$$ R4 A K A prak = VI
P Sl & 75k, o, SPI o) W, BTIR BN BRIER S BN AT A
@%%¢%~ﬁﬁﬁﬁ,%ﬁ%@5%0

FEARR S — Mz B SEi 77 22, R A K A FTR )=t VI
i G msl &7, B, B8 o o, nidiee v 5hid
AL F SR EE A 1:0.01 2 1:0.3, & 1:0.05 & 1:0.2, HERIE 1:0.1,

FEARR I S — Mz ) SEi 77 2, MR A K P Frk )=t VI
PG mhl &7, B, B8 o o, nidiea v 5k
BRI REE A 1:2.5 3 1:15, fldn 1:3, ik 1:6 & 1:10, HEALIE 1:6 &
1.8, #—PEix 1.7 £ 1:8.

FEARR W 5 — MR St 77 2, AR AR R =0 VI
it e mihl &k, K, B o o, idiee v 5g
WP 6 BIBEREE Y 101 2 15, A0k 1:2 2 1.3, 3 iiE 1:.2.5 £ 1:2.7.

FEARR W 5y — MR St 77 Z v, AR AR IR =0 VI
s S s &7, o, B o i, FrkiE R S ik &4
V FIRR/ i E A 20 mL/g & 50 mL/g, fLi% 24 mL/g & 45mlL/g, ¥
ik 25 mL/g & 40 mL/g, f—B 5 {ik 25 mL/g & 35 mL/g, f&flik
30 mL/g

FEAR A 5y — MR St 7 2, AR AR k=0 VI
P S s & T, o, B o i, BITIR BOS Y BOS IR EE N
20C % 35°C, iz 25°C&E 30C.

FEARR W 5 — MR St 77 2, AR AR R =0 VI
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= /%
H,O/THF
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A H,0/2-Me-THF.
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gled | =ea iwc A0 omL/20mL
3 [laleq [2e0q | % [ NaHCO:6eq | ILOEA 738 |/
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0.1eq 20mL/20mL
H,O/THF,
4 |5gleq |25¢cq NaHCOs,7.5¢q 1020mL/160mL 98.3 |/
H,0/2-Me-THF.
5 | seleq |23eq KHCO5.7.5¢q 1(§OmL/1§0mL’ 80 |/
H,O/THF.
6 | 10g,leq | 2.7¢q NaHCOs,8.1eq 250 L 00mL 779 |/
m m
H,O/THF.
7 | 10g,leq | 2.5¢q NaHCOs,7.5¢q 2;0 L00mL 95.8 |/
m m
H,0/2-Me-THF/THF,
8 10g.leq | 2.5eq NaHCO;,7.5¢eq 200mL/100mL/100mL 98.7 | /
H,0/2-Me-THF/THF,
9 10g,1eq | 2.5eq NaHCOs,7.5¢eq 1520mL/7SemL/75mL 97.1 |/
H,0/2-Me-THF/THF.
10 | 10g.leq | 2.5¢q NaHCOs.7.5¢q l(iOmL/ngL/SOmLZ 85.8 |/
H,0/2-Me-THF/THF,
11 | 30g,leq | 2.5¢eq NaHCO;,7.5¢eq 452(?/”1;0 L/gO,L 892 |/
m m m
H,0/2-Me-THF/THF.
12 | 30g,leq | 2.5eq NaHCOs,7.5¢q 4520mL/3§0mL/150m’L 88.0 | 59 92
H,0/2-Me-THF/Dioxane,
13 | 10g,leq | 2.5¢q NaHCOs.75eq | | oo e oo 935 |56 |98.1
H,0/2-Me-THF/THE,
14 | 30g,leq | 2eq NaHCO; 6eq 360mL/180mL/180mL 90.4 | 664 | 965
mr
xf
4 B H,0/DCM
10g.leq | 2eq | Be& | NaHCOs.2.5¢q | . _’ 307 120 |98
1 - 150mL/150mL
iz,
1
0.1eq
S 1: 5 A= -8- G AR L M IR (7) ) 1] %

Bt ¥ 5 (1g, 5.28mmol, leq) BT 1L BYRJELFH P, oA
PREREAN (2.64g, 31.7mmol, 6eq) , #FHHEMA 20mL /K, ZEIEHFE.
SRIG NN T R A EAL # R KW (0.34g, 0.528mmol, 0.leq, 7K
40 w.t. %) M1 20mL () THF, =@t 30 740 ¥uam 6 (1.74g,
10.56mmol, 2.0eq) T &3 10 2 S NI, it PR R E 25-30°C,
WKLy 15 5344 )5 FRAE 25-30°C I B 1.5 /by, REWAY 7. 2
i, KR BFTRIRA IR RE LCMS 70071, SRR, WEW S ik
RN 82.7%.
MS 54l 238.1; MS S2ilifE: 239.1 [M+H]'s

10
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S 2 5-Hi - 8- S HH AR R IR (7) R o 4

BEY 5 (1g, 528mmol, leq) BHT 1L WEJEFHET, WA
RIEE SN (2.64g, 31.7mmol, 6eq) , ¥FHEMA 20mL /K, =EiRbiH:,
SRIGIMNIY T A A KW (0.34g, 0.528mmol, 0.leq, 7K
40 w.t. %) A 20mL [ 2-Me-THF, &= im$i # 30 78 K 54 6(1.74¢,
10.56mmol, 2.0eq) & 123 I 2 RO+, #hnid BEORFrIR AL 25-30°C,
WIIRZT 15 534 )5 FEAE 25-30°C ) 1.5 /by, REWAEY 7t . 2
i, BN TR AR RE LCMS 20#, SR ER, bW s ik
RHAT52%-

MS i 5AH: 238.1; MS SZllfE: 239.1 [M+H]'.

S 3 5-Ai -8~ HH AR I bR (7) A o 4

A& 5 (1g, 5.28mmol, leq) BT IL MRS, A
IR HN (2.64g, 31.7mmol, 6eq) , FLHEMA 20mL /K, =R,
SRIG NN T A A I KW (0.34g, 0.528mmol, 0.leq, 7K
40 wt. %) 1 20mL 1 LT8R 218, R BEE 30 708 B eG54 6(1.74g,
10.56mmol, 2.0eq) M2 {8 N F| S B, b0k B R FRREE 25-30°C,
WKL 15 53445 FRAE 25-30°C ) B 1.5 /by, REWAY 7. 2
Js BN TSR AR RZL LCMS 28, S ExR, 1hEW 5 i
R A 73.8%.

MS 5 238.1; MS Szillf: 239.1 [M+H]'.

S 4 5-fi -8~ AR A bR (7) A o 4

a5 5 (5g, 26.3mmol, leq) BT 1L BIEJREHEF, A
BRERESN (15.5g, 197.3mmol, 7.5eq) , HEEIIA 100mL /K, =SiEdH
FE, RN T A S RKE W (1.7g, 2.63mmol, 0.leq, 7K
H 40 w.t.%) A1 80mL ' THF, = EBiF: 30 %0 ¥4 6 (10.9¢,
65.8mmol, 2.5eq) ¥fET 20mL § THF 1, B2 E] s BIm S,
ISR RFRR L 25-30°C, WINKEY 15 73845 FAE 25-30°C )R 1.5 /)
N, KRELEGY 7t 25, BRNIIMREAERE LCMS 717,
SRR, (B S HEILE N 98.1%.
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MS THEAE: 238.1; MS SEMME: 239.1 [M+H]

SR 52 5-Ai A -8- G FH AR MR (7) P 1] %

By 5 (5g, 26.3mmol, leq) BT IL WIEEESHT, A
BREREMN (19.8g, 197.3mmol, 7.5eq) , #EEIIA 100mL /K, =EiETH
P, REIMAT T A E R KB (1.7g, 2.63mmol, 0.leq, 7K
H140 wt. %) A1 80mL Y 2-Me-THF, =R HE 30 8. Ktk 54 6
(10.9g, 65.8mmol, 2.5eq) ¥ fiET 20mL [ 2-Me-THF 1, 1823 N
B sz SR R I R AR R IR 25-30°C, WK 4 15 208 )5 A 25-30°C
N 1.5 /NI, KREAGEY 7 M o 25, ¥ RN FTE AR R4 LCMS
T, ERER, WA S B ER 80%.

MS i+ 548 : 238.1; MS SlE: 239.1 [M+H]'.

SR 6 5-HiF -8~ S HH AR R IR (7)) o 4%

Bk a5 (10g, 52.6mmol, leq) BT 3L RIRELRMH, A
BRIE AN (35.7g, 426.2mmol, 8.leq) , FEEIIA 200mL 7K, IR
SR IMAN T A SRR (34g, 5.26mmol, 0.leq, 7K
H 40 wt. %) M1 150mL /) THF, iR 8HE 30 8 Bk 54 6(23 4g,
142.1mmol, 2.7eq) #f# T S0mL f THF v, 1825 02 M IE,
W FRRFRR AL 25-30°C, WK 15 73595 FiAE 25-30°C M. 1.5
NI, KREWNGY T 205, BRNITRRG1ERE LCMS 7017,
SR EIR, LAY S RN 77.9%.

MS TH5A4f: 238.1; MS SZlfE: 239.1 [M+H]"

STt 7: 5 - 8-S FH AR L M IR (7) Ay ] %

BEY 5 (10g, 52.6mmol, leq) BT 3L BIRNERIE S, A
RSN (33.1g, 394.6mmol, 7.5eq) , $EFENIIA 200mL /K, iR
ARSI T REEEMERKIE (3.4g, 526mmol, 0.leq, 7K
H1 40 w.t.%) A1 150mL #Y THF, %Rk fe 30 28 &4 6 (21.7¢g,
131.6mmol, 2.5eq) ¥f# T 50mL #J THF b, 18185 03| M,
WIS R FRRE 25-30°C, WK Z) 15 0% 5 FAE 25-30°C M. 1.5

12
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/NEF, KEWAY T . 25, BRMNITRRAERRE LCMS 717,
GBI, 1B S HELZE N 95.8%.
MS i+ 548 : 238.1; MS SlME: 239.1 [M+H]'.

SR 8: 5-Hir -8~ H AR W B (7)) o 4%

Bk 5 (10g, 52.6mmol, leq) BT 3L RIRELRIMH, A
BREREAN (33.1g, 394.6mmol, 7.5eq) , FEHENIIA 200mL 7K, iR
e, AR T REE AWK (3.4g, 5.26mmol, 0.leq, 7K
H 40 w.t.%) 1 100mL A 2-Me-THF 1 50mL A THF, =&+ 30 4
Bl ¥&W 6 (21.7g, 131.6mmol, 2.5eq) ¥&fiET S0mL f) THF 1,
&M N2 S SO, W R ORRRRSE 25-30°C, W04y 15 44
JEFRAE 25-30°C L 1.5 /My, KREWAY 7 . 25, HRMNTE
RERRE LCMS i1, SR 5w, &S MFILEN 98.7%.

MS 5. 238.1; MS SlfE: 239.1 [M+H]"s

S 9: 5-HiF -8~ S HH AR I IR (7)) o 4

BEY 5 (10g, 52.6mmol, leq) BT 3L BIRNERIE S, A
RSN (33.1g, 394.6mmol, 7.5eq) , $EFEIIA 150mL /K, iR
F, ARSI T B EWERKIAER (3.4g, 526mmol, 0.leq, 7K
H 40 w.t.%).75mL ) 2-Me-THF A1 50mL ) THF, SR8 EE 30 208,
Bt 6 (21.7g, 131.6mmol, 2.5eq) ¥f# T 25mL ) THF T, 18
@RI S N, ISR R FRRIE 25-30°C, WInK4 15 545
FIAE 25-30°C B 1.5 /by, KEREY 7 HTH . 25, HRB TR
HIRRE LCMS 781, R ExR, a5 MELERN 97.1%.

MS HH5{f: 238.1; MS SlifE: 239.1 [M+H]"

S 102 5-AHE-8- 5 FH AR J MR IR (7) A 1) £

BEY s (10g, 52.6mmol, leq) BT 3L WIEELSHA, A
BRER AN (33.1g, 394.6mmol, 7.5eq) , #FEHE A 100mL 7K, IR
FE, SREIMNDY T AR A SRR (3.4g, 5.26mmol, 0.leq, 7K
1140 wt. %) . 50mL A 2-Me-THF #135mL A THF, =iR$i+E 30 7

13
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Bl BAW 6 (21.7g, 131.6mmol, 2.5eq) ¥fiET 15mL f) THF 1,
TR N2 S SO, W R ORRRRSE 25-30°C, WhIKRZy 15 44
JEFRAE 25-30°C L 1.5 /b, KREWAY 7 . 25, HRMNTE
RERRE LCMS 78T, SRR, &5 MFEILEN 85.8%.

MS 5. 238.1; MS SZlifE: 239.1 [M+H]"s

ST 112 S~ 3-8~ H S L bk (7) A il £

BEY 5 (30g, 157.8mmol, leq) BT 3L MEELSHS, in
NIREREAN (99.4g, 1183.2mmol, 7.5eq) , $EHEIMAN 450mL 7K, =
BHEEE, SR I T S E AL K7 (10.24g, 15.8mmol, 0.1eq,
KA 40 w.t.%) + 100mL FfJ 2-Me-THF A1 150mL ] THF, =&+ 30
Skl BAEY 6 (65.1g, 3944mmol, 2.5eq) VAT S0mL A THF
BRI B R BT, W R R FRRAE 25-30°C, WIIRZT 15
SRR, AL 25-30°C B 1.5 /NI, KEMED 7. 25, Bk
PR G AR R 2 LCMS 4347, 2 R eow, &1 5 I LEEN 89.2%.

MS i 5AH: 238.1; MS SZillfE: 239.1 [M+H]'.

SEHEF] 12 ((5-AH M bR-8-25 ) 5 28 FH 2L 7t T M -L -l IR IR (8) Y
il %

1. 5-fiBE-8- 5 FH AR LR IR (7) ) ol 45

B 5 (30g, 157.8mmol, leq) HT 3L HIEELSES, N
NRFRESN (99.4g, 1183.2mmol, 7.5eq) , EHEMA 450mL /K, =
BHEE, AR MUY T B A E A R /K (10.24¢, 15.8mmol, 0.1eq,
KH 40 wt. %) . 300mL f) 2-Me-THF A1 100mL A THF, =R+ 30
b, Btk A& 6 (65.1g, 394.4mmol, 2.5eq) ¥fi#T S0mL f) THF
Hr, BRI B, I R OR RS 25-30°C, WhIRZy 15
GrER S FAE 25-30°C OB 1.5 /M, KREWGY 70T, 25, RN
iR AR RE LCMS 71, 4558 BoR, WAEY) 5 B E R 88.0%.
ZJa, iyE, JEDEA SomL AKMGE, EUFTEE, 193] 22g A, M
A, UCER 59%, 4l 92%.
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'H-NMR (400 MHz, CDCl3) §: 9.18 (d, J = 8.8 Hz,1H), 9.06 (m,1H),
8.51 (dd, J=8.8 Hz, 1.2Hz,1H), 7.76 (m, 1H),7.45 (d, J=1.2 Hz, 1H), 6.25 (s,
2H).

MS 548 : 238.1; MS SZlE: 239.1 [M+H]'.

2. L-5 T PR e (3) B il %

¥ L-fl s R SR Eh(1) (30 g, 181.1 mmol) & T 1L K=K
Hi, M 300 mL S BE, vKIEAE. AR T, BEERE TR
B AN=20% (37.6 g, 371.3 mmol) FFHiFE 20 434, SRJG4E 0-10°C
B AR TEISE(Q) (20.3g, 1902mmol) , #HE 1 /i, REFHE
20°C M 2 /BT, AFIER M. 25, N 30mL /K, FESWHE, 15
AV FANUAGRE S, WedarS 2R FH 150mL 1) LFR Ll
fif, ARG U 30mL BIZKAT 30mL FIAE AT K ik . B ERIRIA N
R TR BRI AN T8, L8, DEVE 4, S0 OMPIRE L-5 T
P Al U B (3)34.8 g, URZR 96.4%, ZHEE 96.5%.

MS H54f: 199.2; MS SZ{E: 2002 [M+H] .

3. L-57 T B R (H R Hil &

¥ L-% T B R TS (3) (34.8 g, 124.5 mmol) A 210mL
2-Me-THF ¥ f#FE 00N 140mL 7K, 485 F 0 LiOH-H,0(10.4 g, 249.0
mmol) o SMEAE 20°C fit bt 2 /N o 52 1k e B S ERE VR, 15 KAH
P HCL K3 (35mL, 6ND K/KAH pH 1l A 4-5, A5 A &4

(70 mLx2) ZEHL. #4152 REPAEAICKEERN T2, 3, 38K
JEWeHs, 1530 A AR L-5 T B HER4)29.5 g, WZE 91.3%, 4
J& 99%.

'H-NMR (400 MHz, DMSO-d6): & 12.47 (s,1H), 4.20-4.24 (m, 1H),
3.58-3.55 (m, 2H), 2.68-2.65 (m, 1H), 2.19-2.14 (m, 1H), 1.92-1.85 (m,
2H), 1.83-1.78 (m, 1H) , 0.95 (d, J=3.6 Hz, 3H), 0.89 (d, ]=3.6 Hz .3H).

MS i+ 5AH: 185.2; MS SZillfE: 186.2 [M+H]'.

4, (5~ e k- 8-k ) S ) FH B 1 TBE-L- PR U R I (8) O i 4

% L-7 THHER(4) (40 g, 215.6 mmol, 12eq) ¥%fiEZE] 400mL
Ji7K DMF H, T imd st NIRRT (25 g, 179.6mmol, 1.0eq) -
EIRIEEE 25 A, ION S-RY AL -8- S H A AL I IBR(7) (42 .8g, 179.6mmol ,
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1.0eq) , =M 1.5 /NN o RBHF RGO 2L KMk, 25530
AV AYEFAH O OBEZERL (1Lx2) , 285 H 1L fAg #hK
Gk, ToKBRFREN T, 08, RS, 15 65g K. A
F 130mL £ 7R Z 18 53 fR 0N 390mL A7 e ik 25 45 & o K i A it i
1RE] 62g ((5-H FEMEIbK-8-H5) S8 2L ) B 57 T Mt -L- il U R BB (8), 41 SE
99.1%, YZZ 89.2%.

'H-NMR (400 MHz, DMSO-d6) §: 9.05 (d, J=4.0 Hz,1H), 9.00 (d, J
= 8.8 Hz, 1H), 8.56 (d, J=8.8 Hz, 1H), 7.89-7.86 (dd, J = 4.0 Hz,8.8Hz,1H),
7.55 (d, J=8.8 Hz, 1H), 6.24-6.11 (m, 2H), 4.36-4.33 (m, 1H), 3.58-3.55 (m,
2H), 2.68-2.65(m, 1H), 2.19-2.14(m, 1H), 1.92-1.85(m, 2H), 1.83-1.78(m,
1H), 0.95 (d, J=6.8 Hz .3H), 0.89 (d, J=6.8 Hz .3H)-

MS i 5AH: 387.3; MS SZillfE: 388.3 [M+H]'.

S 132 5-HHE-8- 5 FH AR L MR IR (7) Ay 1) £

Bl &¥r s (10g, 52.6mmol, leq) BT 3L HIRJEEM P, oA
BREREAN (33.1g, 394.6mmol, 7.5eq) , HEEIA 150mL /K, =EiETH
P, SREIMNDY T AR A A RIKE W (3.4g, 5.26mmol, 0.leq, 7K
H 40 w.t.%).75mL Ff) 2-Me-THF A1 50mL ) THF, =58 EE 30 4%k
Biba¥ 6 (21.7g, 131.6mmol, 2.5eq) ¥f#T 25mL A THF 1, 18
TSN B R NI, WS R RFRREE 25-30°C, WKLy 15 448G
FIAE 25-30°C B 1.5 /b, KEAEY 7 HTH, 25, HRM TR
G RE LCMS 7, S8R 8R, AT S B NERN 93.5%. )5,
ohpE, JEVFA S0mL K#MkBE, JEDFTEE, HE] 7g 578, EEAERE, Uk
R 56%, 2% 98.1%.

1H-NMR (400 MHz, CDCI3) §: 9.18 (d, J = 8.8 Hz,1H), 9.06 (m,1H),
8.51 (dd, J=8.8 Hz, 1.2Hz,1H), 7.76 (m, 1H),7.45 (d, J=1.2 Hz, 1H), 6.25 (s,
2H).

MS i 5AH: 238.1; MS SZllfE: 239.1 [M+H]'S

SR 14: 5-AHHE-8- 5 FH AR J WE R (7) ) 1) £
BiAY 5 (30g, 157.8mmol, leq) BT 3L REJELIH S, 0
NBRER SN (79.5g, 947mmol, 6eq) , FEHFMA 360mL /K, HiEi

16
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ARSI TR EMERKIEWR (10.24g, 15.8mmol, 0.1eq,
KA 40 w.t.%) . 180mL FfJ 2-Me-THF A1 140mL ] THF, =i&$+E 30
Skl S 6 (52.1g, 315.5mmol, 2eq) VAfi# T 40mL K THF 1,
1B IR S RO, I R ORRRIR AL 25-30°C, INKZ) 15 o
5 JaFAE 25-30°C B 1.5 /N, REAE 7 hith, Zha, HRNTTE
RARRE LCMS 708, SRR, a5 RIEERR 904%. 2
Ja, E, JEUFH S0mL JK#kBE, JEDFTHE, 193] 25g rah, AR
1, WK 66.4%, 4 96.5%.
'H-NMR (400 MHz, CDCl5) §: 9.18 (d, J = 8.8 Hz,1H), 9.06 (m,1H),
10 8.51(dd, J=8.8 Hz, 1.2Hz,1H), 7.76 (m, 1H),7.45 (d, J=1.2 Hz, 1H), 6.25 (s,
2H).
MS i+ 548 : 238.1; MS SlE: 239.1 [M+H]'.

XFECH 1 (5~ 2 PSR- 8- ) S ) PP B St T PG - L - 2 1 (8) )

NO,
X
NO, . NO2 gE ~Boc N
N S °
P Z O
N quthﬁm%% N %M@
OH — Uk NN-THERE O y-Boo
5 7 9
NO
2 NO,
X
e} X
~
N cl i i
HCIN 4- 48 /R rO 0o "
! 5

© =2 ARk o
(s) €E 0
NH (s) J%/
N

10

W 1 5-fi k-8 G AR HL R IR (7) ) 1 25
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T2, BRREMNKER (150 mL, 0.88mol/L) . VU | FAifig
Z4% (178, 5.24 mmol) I EASFEMEMLS) (10.00 g, 52.59 mmol)
A & BE (150 mL) W, idE 20 704k 1) S SEAA 2 rh i in S
FRE G (1744 g, 105.7 mmol) , T =IEMEE 16 M. Z )5, Bk
TR AR RE LCMS 7047, 4 R Bom, (&1 5 B3R 30.7%.
ZJa, BRBBEIE, Z IR, AN BRI AR IR
VW (20mL) FEATE 2K (20mL) Beik, KBBR8, oLk,
PEVIR TRt TR T 15 [ A4 8 I R A R AT Ca it v aliA (e i 711«
MR HEE =20:1, ZEE NI 15 5-A K-8~ FH AR R
(72.5g, WEK 20%, 4ifE N 98%.

'H-NMR (400 MHz, CDCl5) 8: 9.18 (d, J = 8.8 Hz,1H), 9.06 (m,1H),
8.51 (dd, J=8.8 Hz, 1.2Hz,1H), 7.76 (m, 1H),7.45 (d, J=1.2 Hz, 1H), 6.25 (s,
2H).

MS i 5H: 238.1; MS SZllfE: 239.1 [M+H]'S

R 20 1-OBUT 2E) 2-(((5-RHFEMEI-8-58) SRS ) ) (S)-MkP%-1,2-
fi R TG (9) ) il 4%

T, B 5 HE-8-S AL MEk(7) (1.5g, 6.3mmol) 1 L-Boc
RS (2.02 g, 9.4mmol) ¥ T- 15mL ) DMF 1, IIABRERSH (1.73g,
12.6mmol) , EiRKI 3 /NN [ B IO 70mL 7K, 3L 15
WM. FEEHEA B Al (S0mL x 2) ZKHL, R FIBAa& EK
Ve, TOOKBRRREN TR, UE, BEMOREMYE. B vpdid AR
Prenitkaife, GEliA: PE: EA= 11, ZHAENERIEL) , 55 A
RET 1-GBUT L) 2-(((5-AHFE I IR -8-FL ) S 7 ) FE L) (S)-HEER%-1,2-B iR —
1i6(9)2.8 g, WZH 106%, 2% 97%.

MS i+ 5AH: 417.1; MS SZill{E: 4182 [M+H]',

AR 3: (5~ 2 e K- 8- 5 ) SR 2 ) HH RS- L- e U R TG R 198 R (10) Py il
%

T 0°C, H 1-(BUT HE) 2-(((5-HrFk s npk-8- % ) 5 6 L) (S)-Hitng
-1,2-B%F% —l8(9) (2.8 g, 6.71mmol) BT 30mL HCl f) - E/NHRER

(AMD =R EE 20 435 o B SO RO A4, 45 BRI ((5-
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il 2 M IR -8 -2 ) S AR FH 2 - R IE Eh R £8(10) 2.3g, U 97%, 4l
J&¥ 96%.

MS i+ 5 4E: 317.1; MS SfE: 318.1 [M+H]'.

IR 4: ((S-TH M IR-8-02 ) SR 0% ) FH B S T T -L- AR U R T (8) ) 1l 4%

TR, F((S-AFE v ipk-8- 58 ) S ) F - L- il U R G R R 6. (10)

(150mg, 0.43 mmol) ET 10mL ) DCM 1, #K#AHIZE 0-5°C, N

A5 TS (0.86mmol) , #AJE12M2 A TEA (170mg, 1.72mmol) .
INEE, SRR 20 05, R ROBIREOR A, TR i R R A S A
oty alifh, (Bt PE: EA=I1:1, ZHAE NIERLL) , 53(5-mH
IS R - 8- 25 ) S O ) FH L 57t T T -L- M U PR INE (8)4 Img, R 24.6%, 415 99%

'H-NMR (400 MHz, DMSO-d6) §: 9.05 (d, J = 4.0 Hz,1H), 9.01 (d, J
= 8.8 Hz, 1H), 8.58 (d, ]=8.8 Hz, 1H), 7.80-7.86 (dd, J = 4.0 Hz,8.8Hz,1H),
7.55 (d, J=8.8 Hz, 1H), 6.22-6.14 (m, 2H), 4.36-4.33 (m, 1H), 3.55-3.55 (m,
2H) , 2.68-2.65(m, 1H), 2.19-2.13(m, 1H) , 1.92-1.85(m, 2H) , 1.86-1.78(m,
1H) ,0.94 (d, J=6.8 Hz .3H), 0.89 (d, J=6.8 Hz .3H).

MS HE5E: 387.3; MS SZl{A: 388.3 [M+H] .

RAEE 1 RIARSCSRIR B rT k0, AR W] O7 A ISR AL S VIR 2
Jiik, BEMR KRR A 5 SHEY 6 HlE a7 X — VA
Fetb s, bmaitmiz b R L% VR (RIS EY 8 IR
NIFEE) IR

seah, A S SHEY) 6 fla B 7 X INAT RIS, &
PR R 2B KR 7 i, SRR W57 A BRI o
Jiik BORHLTRAL T W& A 7 BIG B R alife B, R s
K SSEBOLDE, K DEYRSE R, T, BRI 15 3] 92% L B4R a4 7,
A L] L 5 Ay LIS B 98% LA EAl LS 7, T g S
7 AT DAL a7 BRI A 45 ot T SR ECH oK, M e 1 AR R A ol B XL
S A T B Ik, AR TR Bl & T7 %, 1T T BOR A
BEAL, AR R AGERBEBEVIRZ, a7 P RS A
B, R ER A R BURR, e e AU ESE K, i Y SR ARE AR 2D
HARIIR AN G KB, A7 AR RO B AL 35 /10
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