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[0109] [ 200H 2R IMAA0 L T TR LB S SR FE PN 26 . 822 J1725 % ) SAL S H B W

[0102]

B

NN
[0105] | =
N

10
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B 2NN I8 T Hi i 2 JR45 2 0 B i = 2— 1 AU R -3 T S B k-2 -5 IR g
SRIGTE20 230 T4 HES/INKY , TLC s AR A A JEERE I N, 56 4%, B 28 R BE R 22 0215 5%, i Y8
LV, B8 FH R S BRI BE  DE DRI Hl T+ K R UF I 21200 22 7h, R IIANA0 A oK,
FIIN6A Frak ERAN , S8 5 B IIANA0A T & Be A8, 70 th — & beAH , LA T oK i
BN b DR VRAE TR B VIR N0 IE Bade , B 4110708, 198, S8 DF 3T
IE BBk, B SR DT B S MR T G IR R B 3518 , 73 317 i 2 R A -3 - 2 -
5—IRILIEG . 758 T, 9 A 44 UL %56 % , 415 99.9% . 'H NMR (400MHz ,CDC13) 8 (ppm) :
3.92(s,3H) ,4.86(s,2H) ,7.03(d,J=2.0Hz,1H) ,7.41(d,J=2.0Hz, 1H) .

[0110] Skt 4514 1] 2% 2 FFF 480 i~ 32 Fik 5Lk e A e 43 e i

[0112] &K1 200 FF 28 N384 JT To /K DMF . 8. 1274 JT BT ik +5 B il 45 ) 2 FR 4R B -3-
F-5-JRMEE \ 1523 1 RUPRATIREE B AN 152 T G /K BERR B o 28 J5 11 28 Hh I N 250 5e it ik = (2
TR BN 2R ) Il AN 25 TE RS R AT , N 58 75 FH 2 A T e /K DMFk e i ~H A< 1 AR 5 S8 N AR
B3t Ja N IR R HIES0 90 FF 2 [Al 4 H 20 /NN o % H TLC AR BHPLC i 458 2 4 k-3
A5 TR ML IE JFUR} S BT84, T AR R T o 4 PN IR P 22 30405 #4304 JFr Y U T Bk Al
N0 TR IR B ZE #2070 B, ik U8 DBV B2 2 T 09200 2, B FE 105351, 50 B
)2, LIZ AN E 5 —A-200FF 284, K AR A A R0 T SR MERE I — IR, BHR30A T -
G A AT 2R, B30 KB — I 4 AN, - LA T Gk B BN+ % . ik
/fﬁ,/ﬂ%/ﬁibnmw\ﬁﬁr“ Bt PRIR ZE -5, BRI db 27N o 1, B R FH AE P ke bkt , e E
FLAS AT (AR IR P R B 40E) 5/, 43 31 7= it 2— FH 4 i — 3— 24 Jik— 5Lk gl R A R I
FiE8. 408 Fr R84 % , 4l 5 N 99.6 % , 77 b AW €[] 44 . 'H - NMR (400MHz , DMSO—d6) Sppm
1.27(s,12H) 3.88(s,3H) 4.93 (s,2H) 7.14 (d,J=1.60Hz, 1H) 7.66 (d,J=1.60Hz, 1H) .
[0113] S jst 5] 5 1) 2% 2— H 4 -5 TR

| N COOH Br | N COOH

N/ 0/ P o 7

[0114]
N
[0115]  [A12502 F+ = 3R A IN AN 10022 FH/K A120 52 2 H AR L JRIR , 48 )5 T I N 3258 NBS , 78
20-25 iR JE T, SOV 167N J BUOREHPLCAS MU, *4HPLCA Wl JERH /N -2 96 W] LA GE TR B o [N
S5 JE IR, B A HE T RIAS = i 2 P A -5 IRURRR , BE 5226 3650, U387 % .
[0116] ;eﬁw 161 £ 2~ H 4R B -3 U T 4 i - B -5 YL i

COOH Br NHBoc
-

[0118] ﬁzso%ﬂ:mamq:tu)\esoﬁ%Msz,mnmmﬁﬁﬁﬂ%ﬁﬁwﬁa@z—aﬂﬁ%—
5L F11050 = 2, Bk o 6 L 25 10/ , I A 24 5 DPPA (B LB R 2K ) 45

11
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FEFEHIZE20 2 305 , P bk LN, SR J5 THER 280/ , 5t J5 7E80 & Hit $E:3 /N, TLC AUBR A SR )
SN TE A o Y 25 RSN BT B IR AR 5E AR FH B8 TR RN IE PRt (TR A ¥ 711 (2
PR £ AN IE BERe AR AR L 910 10) BB =R, BEIR 202 Tt . & FHE A HUHT A HLAH, FK (202 F)
Peis— W o I Ja B LA I TC /K BRER BN T4, 1b 9E , SRR 48 1 R A3 B = 2— 48 2 -3 L
TR A5 YRIEE PR EE 22 35T, IR 95 % .

[0119] St 57 il £ 2— H 4 J -3 -2 B -5 YL I

Br N NHBoc Br N NH»

[0120] | - \\ET:J::
NZ o N o’/

[0121] W 250=FF = R INN407E TR .18 SR J5 FE TN 255225 % HI S AL & B VA TR
P 1) 5 P I0ON 18 T T A5 R w145 %) [ A 7= A 2— HR AR - 30U T 4 e ik — 2 B -5 WRUIL g , 8
JETE20 R 305 N HE8 /NS, TLC sS AR B A i Rk S . 56 4, 3 P R P B 22 0 315 1, 3L 98 e
T, DE G IR £ Baink Bt SR T KR DRI N 212502 = U, In NS0 = FHIK,
BN TEERIER AN, SR 5 FE I35 2+ — S e 25 0L, 43 Y & e A, Jo /KB BRAA T , it
P8 WRAE T %Fﬁi&%‘ﬁ%tﬁbn)\w%ﬂﬂzrﬁmﬁﬁcl%‘%ﬁlﬂ,L/)ﬁ,m‘i%ﬁﬁ/hiﬁﬁm
IR B S5 DB P s AR B CHEAR IR B ¥ B 35 ) L 19 3 7 i 2— FF A 2 -3 -2 2 -5 -t
EG. 67 . WL ZF55% , 4199.9% .
[0122] iz it 451 8 1] % 2— FFY 4 Ak~ 3— 2 J2k — 5Lk i T I 40 e g

[0124]  f& ¥k 171 2502 T+ = i A in N 402 T+ DMF 8 5 i I 25 JR #1145 1) 2 F 4 2k -3 - 2~
5—RIEIE | 15 50 XU AT e 15 A 15 50 T /K BE BR B o 2R J5 M 28 HH N0 . 25 58 LA — (3-F R Y
EhIRIL) BEANO. 02550 BEFRAE , Iin5¢ F5 /D B DMEAR i ) o SR J5 P 0SB 039 B Jm N iR A%
I 7ES0 90 B - A 45 FF: 20 /N o ¥ H TLC mUAR EHPLC i 458 2 Y AR B -3 -2 B - 5 IR ML g 5
N 5E A4S, FFURRR IR - K PN IR ZE 303401 o K 4022 T AU T Lk A140 =2 FH/K I 31 I b7
A B RES 2Bl 1L BE L IEVRER B A2 R B R HUAR , KR T R AT R AR K,
FHRA0Z Tt . & AT A W 40T 2B, F F30Z THK e — Ik, 20 A HLAE , F T /K R BR Al T
f o L UE  JEVRINAN 10022 T 1E Bl , B 25 -5 58, BERENT S 27N o L 968 , S 1% P 1E B Je bk vt
JEUE F B A BUAR BT CUbARIE B % B 40F%) 5/, 759 3172 i 2 F 4R k-3 k-5 -k e B R
SR TES . AT 5%, K86 % , 4l N99.7% .

[0125] S {59 thl] #% 2— FH 48 J -5 VR JH R
COOH

COOH
[0126] [jtj:: \\[ji:[:

[0127]  [W250Z T} = I N60Z TFDMF A5 . 3502 FF A AL IR , SR Ja i £ N B IR 220
S 17 . 270 IR RI VAR T 402 TFDMF, 7E0-5 B I8 B g N S M, g s o Jig %

12
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T5.0-5 5 s A/ J BUREHPLCAS U 5 4 HPLCOAS Wl J5RE /N T2 96 ] LA 25 R s 8 o W 465 3 T
AN200ZFH 7K , B 22021 , PRI HT i 27N, 1 988, [ AR Bt 1 R4 77 i 2 FR SR 2 -5 - AR
HE16.9%, INRT3% .

[0128] ;eﬁw 110 £ 2—H S 238U T 4 P ik — S k-5 Y g

COOH Br NHBoc
/

[0130]  [A]250%F} = Da{tﬁtlﬂﬂn)\z%oﬁﬁkﬂmﬁmo%%ﬁz& M 18 5T 7T A A5 B ]
131 2- A R -5V IR FN L0 T — 2%, B b o 4 PR P 2102, BN\ 24 7EDPPA (B AU IR
TORHE) KRR A RITE20 2 30 B, i LN, SR 5 FHIR Z80 B, A S5 ESO FEHHH 3 /M, TLC
SRR ) S5 B 56 4 o 95 288088 S5 L, K0 T AR 4 5, T R ) FH PR BRI B e PR VR
Vi 7 (R RN IE BEGEARAREL 12 10) ZEE =R, BRHR 202 T o & HF A A A LA, K (202
T4 Peis— IR B o A AUAE F T KR BREAT-I5e , ki , D8Ik 4 T R4S B i = 2— FR 4 2 -3
BTSRRI -2 -5 e . 7 A EE 20 458, R8T % o

[0131] S 5] 1 1] £ 2— FF 4 k-3 -G k-5 Y M mig

Br N NHBoc Br N NH,
v L —(X
N No N rd
[0133] W] 250=FF = AR IN 407 LR .18 , SR J5 F N 255225 % HI S AL & B VA TR
F 1) 32 I N 18 e T I 250 BR 1145 19 B A = ) 2— FR A 2 -3 B T S S — S -5 IRIE IE , SR
JETE20 R 305 N HE8 /NN, TLC sS AR A A i Rk S . 56 4, 3 P R P B 22 0 315 B, 3 98 e
T, PEVTH 28 R, JE U I T I8 PRI N 21250 2+ = Ui, IIAS0Z 7K,
N6 RRER AN, S8 J5 PN 352 - & e 2R B, 4 tH U e A oK IR ER T8, it
P8 WRAE T %Fﬁ?&%‘ﬁ%tﬁbn)\w%ﬂiﬂﬁm,Tﬂ#mﬁ@b,uﬁ,z)fwﬁﬁ/'\imﬁkm
R B S5 DB FH s AR B CHEAR IR B v B 35 ) L 19 3 7= i 2— FF A 2 -3 2 -5 - it
E6. 67 . WL Z55% , 4199.9% .
[0134] iﬁﬁﬁJl%ﬂ%Z—ﬁﬂ?ﬁ—B—ﬁM%@

COOH COOH

[0135] | —
N O/

[0136] rﬂzso%ﬂzma{tﬁﬂhbn)\loo@aﬁﬁnzomiﬁﬁ%Eﬁ,ﬁi‘z)ﬁﬁbn)\%.%ﬁms,
f35;#?5‘1f“7< JSE16/N fE HUREHPLCAS I, 4 HPLCAS I J5URE /N T2 96 AT DL &5 R s 87 o [ B
SR BE , AR TR A5 77 2 F AR -5 IR R , B 32, 878, IR 90 % , 411 )¥98.5% .

[0137] ;eﬁ@ﬁJlBﬁ%lJ%z—Eﬁ%ﬁ—B—ﬂTﬁiﬁﬁ—ﬁﬁ—Hﬂﬂuth%

| COOH
N NHBoc
[0138] |
/

[0139] rnﬁ25o%ﬂ:mmithbn)\6oﬁ%7j<ﬂm;a,ﬁﬂn)\21 . 650 B IR 25 R 45 ) 2 4R
He-5-MUHEE A1 1078 = 2%, PEEE B IR % 2105, BN\ 24 72DPPA (B BB E — K R) %

13
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TR FE I HIIE20 30, BE Rk 1/, SR 5 THE 80 % , ¢ Jo AE SO BE i £ 3/NIF , TLC s AR A A J&
BN 58 4 o Yok 208 I N, BT BEIR 46 5 TR W R £ T R IE B e 1R VR A 711
(1R T AN IE BEGEARFRLE 1 10) ZEHL =R, BRHR 20Tt . & H A HUY A WA, FHZK (202
T4 Vel — K B o A AUAE F T KR BREAT-I5e , ki , D8R 4 T R4S B i = 2— FR 4 2k -3
BT A - -5t e o 7= i EE.23 . 8T, I %688 % .

[0140] S 5] 14 ] £ 2— F 4 k-3 k-5 Y M mig

I N NHBoc I N
[0141] | — |
N No” N"

[0142] [\ 2502FF = R INNA0TE TR .18 SR J5 FE TN 255225 % HI S AL & BV TR
FE 1) 32 A 0N 20 . 85 HiF i 215 B3R i 154 1) 80 A = A 2— FR SR B30 T 4 ik ik — 2 -5tk e
SRIGAE20EI30 5 T #EPE8 /NI, TLC s BB A iR S B 56 4, K 28 N IR LIS 22015 1%, ik i R
IR, BE U 2R O BRIk BE , JEUFAI ST R IE UM 2250 = A = U, ITAB0Z T+
K FEININ6 LR R 44, SR8 J5 P I 352+ &l R bE 22 5L, 4 i & be A, To/K B R T
b, e WRAE T IR, S RNR G R M L5 FF TE Bk, Bk 1040 &b, i, JEDF D &
IEBEREMR L » i a5 E U FH B S AR L (RS IR B 5 B 35 ) , 3 31 7= 2 - F AU -3 A -
5-THMLIED. 25 . %62 % , 4l fF99.8% .

[0143] Skt 451 1 5 ) 46 2— FFF 4 I~ 3~ ik~ 5N e T TR A0 0 1. i

[0145] &y [A) 2502 T+ = U A N N 40ZZ TFDMF .9 . 85 5 Rif ik 5 U8 i 15 ) 2— FH 4 -3
-5 TULAEE WE | 15 5 XU AR B2 7 R 15 50 TE /K B BR B o A8 )i 1r) 38 N0 . 25 5 — 2 B il A
0.025 58 B FRAEL , 0 56 75 F /D S DMEIBE IR =} - S8 J5 FH AU B #e3IK - i J N IR A% Il 7E 70 2190
J5 2 (A 35 $6 /N o TLC s B BHPLC M 28 2 F 4 2 - 32 -5 IRIE g Ji Rk I M. 58 4, T IR F%
TP RIS 230405 402 T F BT LMk A4 0= T /K N B s S A 36 #5708k
YR VR E Oy 2 W B EA N, KA F A R RCT B A I K, BERA0 2T . B I
i T 2K, 7 R 30=Z /KB — Ik, 4 A HLAH , FH /K BRI 458 o ik 8, U
100ZZTH IE B ke , BT 255 8, S REMT S 2 /N o L 38 , JE19F I IE B e bk e , DT ) 2 2 L A it
T CHEAH I B v B A0 ) 57N, 15 31 77 i 2 A8 -3 B -5 - Mk we W B AR B T8 . 27 e, Ui
HR84% , Al N99.6% , 7 b AW A € E 44 'H NMR (400MHz , DMSO-d6) Sppm 1 .28 (s, 12H)
3.90 (s,3H) 4.93(s,2H) 7.16 (d,J=1.60Hz,1H) 7.68 (d, J=1.60Hz, 1H) .

[0146]  XfEL 4511

[0147] 5, MR I SCHR 5 v M 2—E Bt e 4 Ak Ch Ak R, | AL 3 2- 5 -3 -1
F-5-nkE (Tetrahedron,2014,70,5,1077-1083 11 ,) , Fi M 2—5(—3— il 3L -5 IR AL IE 4 T
SR B ok I i i 46 2 A 2 -3 2 -5 TR ML e (W02014/22128, 5544T1) , 153 31| 3 L[]
1,41 598.9% .
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[0148]  SRJE HEAT ABIR BN -

Br NH,
[0149] U » N2
- TX
N 0O
N o/

[0150] 4Kk [A] 250 % T+ = P N 4022 THDMF 8, b R AR 45 SRR 77 925 il 45 1 2— H 4 Ak -
3—g -5 TRMENE (B[] 1) 157 XUBHMIR I i A1 5 50 Jo /K B BR o SR Jm el 22 Hh N0 25
SRR = (3-REIR IR HE) B A0 . 025 Se AR AL , i 5¢ £ FH /D B DMF el =« 8 J5 RV B #3
R o B3 IR A% A AE80 1 90 B2 22 B3 4 20/ NI JE TLC )R 204 » A BLIE A 2950 96 Y JURFR S
JS7, - B0 B Sk 2% ot e Ak 8 O T S S8 /N, TLC jUAR 73BT, 2— Y AR k-3 k-5 IR Lk BE iR e
A AR R K AR SR ORIR 10/, JEURLR T 2, A% UK T 77 il i

(01511 AT I, 5 SR I ST IR 5 2% 1) 4% F o ) 4R 2— PR Sk - 3— 2 Bk -5 YR ML g JE AT R 3K S ML
H R FBU N R

[0152] St 516 21 SA ik — 3 — 2 Jike— 5Lk W MR 0 1 i

w—0

[0154] 4K ¥X 112502+ = A NN 2002 T+ 48 7S 2R L 8 5 i i 451 3 il 2% 117 2 FA 45 k-3~
A= -5 TRMLIE | 12 50 XU AR I 9 AN 15 %8 TG /KBS PR A o AR J5 1m) = U In N1 . 632 Pd
(dppf) Cle S B8 54, N5 75 F /D& Skl =F - 28 J5 AR B #30K - Bt Ja N
TR HIZEOS B 102 2 8] 3 FE 24 /N o VR H TLC AR BRHPLC WS 1252 HR 48 33— G FE -5 I g
JERH SN 5E 4, FRUR IR o 15 P9 SRR 2230 B o ik 8 L S F /D 8 TR L BR Ve ik IR 4 TR 571
BB S R BT , BRI A 2T 43 309 . 25T R 1 7 i U 2893 . 4% , 4l JE95.1%
[0155]  3%™ fih FH200 2t H U T BE KA i, DN L. 5o ii Mok, B k3070 B, i i, Wk i 22
21502 T, IIANB0ZE T IE Bt , 413070 B, 198 , JE DB T, 75 21 7= i 2 FE AR 2 -3 2L -5
bt g WA AR P TS . 41 5 , U R85. 4 % , 4 B2 99.8 %

[0156] ARSIt 5] o FH S it ) 3 ) % 110 2— R 4R 23— 2 -5 VRIME g 5 48 17 STk g v 1) 4% (1)
2 H AR -3 -5 VR e , 45 R I, T LUK Pd (dppf) Cle— 50 H BE 4% & W1 FH & s /b
50% o

[0157]  £x bRkl %0

[0158] K MR ¥ A & B il 4% J7 v b B 08 (1) 2225 05 (3) 1] 4 1 v 1] 44 2 FR A8 k-3 - k-
TR WE FH T 55 XU A0 I 196 1) AE K s 2, AR TSR AR B8 STk 5 v2: il 15 i 2 - FR AR 2 -3
S5 YRIEIE 72 5 5 AR IDE D B8 AR A A7) 1) 48 FH 5 B SR 2> DT 2 35 PR AR T 2 R AR -3
A A5 g A R A e S D 2 7 S RAR

(01591 i H., SCHR 77250 A B HR () Rk 2— A 2 - 3-S5 IR e (1) i 2 K (RE ZE b AT 620
SN A R Z 5= i) B R T e S, 5 30% 7 v ME DL M FEOK S it 5 T H STk 5 vk
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RPER BRI MR REEG I, TR YR 5D a7 A KBk , XA BE 5 Gl
FR s A, KR SRR 2 7™ F G b S N80 86 » AoF 2 [ A2 77 R 24 58 SR AR 17 o 17 4 i B 14
fil] & VAR T =20 RIVA] 8l 45 vy 40 L 1) 2- R AR A -3 -2 2k -5t e , LR — D IR 3%
PEy 224 il B 5 T84T AR W& & Tk OR, m A IS 2 s eV 4 1 & st
WILEMR K.

[01601 5341, A W ) 46 T3 92 A9 ) e 28 7 I 2 FEAR vy, I 99 5%

(01611 FEA A B 52 L (1 B A SCRRAR AEAS H AT o 51 DR 225, sl () 48— i SR S
SIRE RS K - SO SCER A, £E D8 52 1 AR W) _EIR PR AR 5 AR N AT
LI A 5 W VR 8 R e sl A2 25, 3 B S84 1 3R A 9 A R 3RS BT PR BUR 2 5R 45 B R e A7
.
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