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[fb22013]

XTLLL {L&L‘ ,

9 (X-2)

X (X-2) 1, XA R JFE TRV LL LA L RIL S flrad 28 (X=1) w58 SCHITA]
[h2Eak14]

. | (OR"),
X O L Ly /‘G

: N A
75<L6T : *

L

o (X-3)

2 X-3) L XA R E LR LL LA RILY 5 Brid 2 (X-1) s i 5 SCRITA

L4k ¥4 . —CO0— —CON (R%) —~0C0~.~N (R?) CO~~C (0) -B%-0—, ITiA-CON R?) -z, R*F
INEJR T CL-6HE3E . Cl1-61 e  C2-6 BE M FE Bk C2-6 1 AU BE N I , IR -N R?) co-a i, R
FRAE T Cl-6Jt 45 Cl-6p0 {5 C2-6BEM FEEiC2-6 1 AUREM B,

L NERFCL-64t 5\ CL-61 1Ue 3t , C2-6 s S B C2-6 11 1R EM 2k

LENERFCL-64t 4\ CL-61 1UE 3t , C2-6 s S B C2-6 11 1R EM 2k

[b23015]
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o) L, _L @ (OR,
O S 0
8]

Lslg

XD xRN EGHR A2 6.3 A7.5 A AE R T 2 D — A s A AL E

RUNC1-40% 3 . C2- 4085 1A LB C2-40 53 , s 1 ~B RS,

LUy skt (C1-6 0 bedk . C2-6 T B4 FE B C2-6 W B ik,

L2k B ~CO0—,—CON (R?) —.~0C0~.~N (R?) CO-.~C (0) ~B%~0-, I iR—CON (R?) =01, R°%%
INER T C1-6%83E | C1-6p 1 QeI  C2-6 5 s H B C2-6 5 AL BE M 3L , FTid-N R?) co-2pr, R
FOREAJE T Cl-6Jt 4L CL-6 {4k  C2-6 B M AR E C2-6 p AUBEMI 52

L3Ry ekt (C1-6 brdk . C2-6 T B4 FE B C2-6 P B ik,

L4k B ~C00——CON (R?) —.~0C0~.~N (R CO-.~-C (0) ~B%-0-, I iR—CON (R?) -0, R°%%
INER T C1-6%8 3L C1-6p 1 QeI  C2-6 # s H B C2-6 5 A BE M 3L , FTid-N R?) Co-2pr, R
FoREJETCl-6Jt 4k CL-6 A Ak L C2-6 B M AR C2-6 p AUBEMI 522

L ANEJE T Cl-6%E3E . C1-6 {UbE3E  C2-6BE M AL B C2-615 U BE )R 3L ,

LONEJRE T Cl-6%E3E . C1-6 {UbE3E  C2-6BE M FE B C2-61 AR 3L ,

mNOER 1, Xm0, LAAS J& B,

11



CN 108350018 A iﬁ, EH :FS 1/121 3T

B EHERSIET A

B GuE
[0001] AW R S B IR B i3 T i%

BRREAR

[0002]  fRREEFZEFAH AV K ERISH « 077 S RIm R YA S PR D « &
Ji& , IR, DNATR T L s iRNA . S SCDNA | S5 SCRNAZE 5% H 2 AR A AR R H o AF N S IR
I 225 BTV, O T B e JH- B R e L 5

[0003]  fENVEAEL A AE A TR AR PRI BEiE (amidite) il i &0 (2 P 2 2
H) VRO 1R 2 s L BR B (e PR AR 2 ) RO B IR 2 Ak O R 5 o IX 8 AR B o
TE BT B A AR ) 7 BS B, A AT A 2l AL B AR B B B UTTE S B R E1E . Sk, X T
B AR S » T H AR E TAK, Fr A 75 2T -20 C T IR/F o

[0004] 5 tAHXE, FEH- B ERBR VA, 8 0 AR A SR PR I H- 8 9 s A K ) A PR — oK
BEBO IR TS « EATT 2 BT B, (HAE BEAT H- 1B R R A4 (1) 3 i I, DA A AT A 240 S 52 R I 4
Y0 T - ER BR AR T 5, BH T HAS € PERYJE A, By BARE 2210 C AT IRAF (02 WAE L H
SCHRL) o

[0005]  E Wi, T M BE AL VA M 8 AH A Bk n T 20k LA sk A3, Rk, 2T
Tl I e v P (3] A s 92 A6 3o T 77 T e A R T 0 B ) v LA R o SR, kT [ AH B i
T ATAE TR IX AL Bl A PR 825 () i £ iy 3 B USSR 7 A7 A2 R ], 3 & A0 At ) A
JEE, v TR B B ) S S KT HEAT A7 0 B A DA o [B) A4S 25 A 1 4 A St TR R

[0006] I 4Fk, M NWAH G B, B AT T A FH o [ AH R B0 R H- B8 B R - BAR T &, 4
T8 TSR ¢ B (MPEG) (B2 W& ISR LD & A KRR I B F ] (] 202 WL R STk 2)
SEME e AR R AP B A R

[0007]  BRATHARSCHR

[o008] L SCHR

[0009] AL : [ PR A T 552014-017615%

[0010]  RISCHR2 : [ Bn A~ 1 852014-077292 %

[0011]  HEHRISCEk

[0012]  HEEHF| k1 :Protocols for Oligonucleotides and Analogs,Humana Hifi £t ,
1993, 5544-7311

B

[0013] %% H A e ) 1

[0014] 75 IS 2. (WPEG) 1 2 el b, 7 th T 21 B P DA R 1O SE AR HF IR I & W, L
5 AE 0 TR e 520 75 5 FEIGPCHEAT R o 55 4, 7570 P 4 K 1 4 3 B 3 322
b, R T SRR LR RN £, (LB (R TR RIS

[0015] #1175 SRR EF BRI A2 2 ol , 5 PRV AL A SR - B BR 45, EL43 B )
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BV AL AR RE S PRI AFAE W) B, S EE R RO K & A i I SR AT BRI B i 7k

[0016] A I B B AE T IR AL SEAZ AT BR 1B 3 75 3%, ik 77 9y B 45 5 - HARAF

e Mtm TR TR.

[0017]  F-T-fig ke Il 1) 7 Bt

[0018]  y T fiFt ptun b BT aA  1n] R, AR BB I R BN AT T IR, 45 SRR I, FI AL 45

i B HEE AR P ZE T B EAZ T BRI S Ar F2 mk s’ 7 #2 3 BHATH- B IR BR AL Y L 1

i 7k L5 ARG e e SR AT AR A 1) 1 AL SO AL S N5 iR 1

J S RE) R IR () A DT VE AN RD  Be e Lol il 8, AT SERE T AN R B

[0019]  ARKHBFELLTTE.

[0020]  [1]SEA% BRIV il 75 V2%, Tl il i 77 48 i L7 AEik B 2 6.3 7.5 47

FZERBRE T 1) 22 /0 — b B HEE A AR 58 s 5 A1k 3 A N R A A% B S A% R 1

%5 —FRHE S AL TH- R R AL

(00211 [2] 1 (1] Bk i i3 75 v, BT i il it 7 v B 468 28 A0 LA S A S BEAG AR 5 Tt e

NGRS T ik T ATAEE E 2 7.3 £ .5 A FIAZ R 38 v 16 25 20— b LA v 3] AH A

P HE 1S AR BT AT IR %S RS RIS T R B AL

[0022]  [3]4n[2] Bk i i1 75 v , Hor, i S i e B AR A 45 R ok T

[0023] BE— )%, iR — LA BIaE a2 A3 o Az B 20— B

HUHERE R YL AR AL H A SR A R P A B [ A R R R 1 R 2 HAES A A

It BF CRAP S ORAP R FR B B — I BB — SR AR H IR N Im I AR 47 B B B AR s —F 4

[0024]  BE TP, BTiR S — T A4 AT A H-BE IR ER ALl 0 AL i) 5" - B AT H- I 1R

Btk s BA K

[0025]  BE="T/%, frik 58 = T )%H, HEH- IR ER AL 15° —F2 0L\ AIFES At B e ik HAE

5 o B A BIm R R LR Y I R IE 0 58 A B RN S R A R R

e, N2 SE— S — BT IR . 55 R SRR 4 A1k

[0026]  [4] 41 [3] Bk iy il 5 v, B i sl i 7 v A 48 S5 VU 1%, Birid 88 DY T 704
B IR 5 AR P IR TR B e A M Wl 1 — e L T A QR IR T e B G I — T e S L T
B R SE R ARG L ORI B IR BRSO B AR LR B W R IR R

(00271 [5] 41 [3] Frik i fill3ds 5 v, B i il i 7 v A 48 S VU 1%, Biridk 38 DY T 704 -
B IR &5 B 1A 1) MU IR — RS A D IR — R S I A R R W e e i — T B B

TR —lasE

[0028]  [6] 41 [4]8% [5] Bk (¥ i 75325, B il Jr i mas 8 1 Ly, Frid 5 1 L7

W AR B RTIA S — TP~ 280U T 1 2 /08 1 rp A3 2 1) S BLVR A0 v i s 14

TSI AE BCDTE R, I L T [V 25 SR B Bl AR S D TE ) o

[0029]  [7] 4w (6] Firads (1) fil] 3 77 3%, J A, Wi bl Pk 7] o it Do 250 1~ 6 1) T 3 591 B e 3

T ~61K JEIEF

[0030]  [8]#1[3] ~ [7] Hp 4T — IR AT ad (¥ il 77 323, Bk 3 A v R 8878 17, Frid 28

7N L7 o R AR JE A R 5 I I AR 5 R [ A R B i 4 b 2 o

(00311 [9141[3] ~ [8] HF /T —I ATk (¥ i 77 v, Horb , BTIR 58— I BUE — B H IR AE

3 A ELAT AR A O B AR ) R
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[0032]  [10]40 (3]~ [9] HFAE— T pT IR B i 77y, Hodh WA 58 = TP 38 %1
[0033]  [11]am (2] Frik i dhilis /7%, Hor, Wi e At s BP0 Tk T)%

[0034]  HFET)F, Frik - T aHE AR A2 .5 TR 20— A
B AW ABR 2 AR A7 B # AR S B [ A AR 3 S AR 0 R L B AES i A
I B LR AP SR I R B 1 B8 = R T BB = S T IR B I B (R 3 B e i AR ST — R
[0035] 55 )\ L%, Frak &5 )\ T3 A « 487 FH- B IR e AL iR AL il i 37 —F2 B iR AT H- R 1R
BEfk s DA%

[0036]  EE )L T/%, ik S5 L T, H A - IR BRI 37 —F2 08 L RI7ES 7 B #0E B AF
3 A B ARG BRI SR 1 R 2L S VU A BUE VY A% RN 5 — 2 T R T R 1 — T
g, AR =B HE =S HR . S5 B H BN EZ TR A1,

[0037]  [12]4n[11] Frak (il 77 3%, Fridk i ik ARG 8 + 1T, rid 5 -+ TP Af
VR IR LG AR IR B SR A N e — MRS IR U IR BRSO e R IR R AR
TR IR — EREE AR B R [ B IR — BB SR B J AR (R B R IR B A R — i 5 o
[0038]  [13]4n[11] Frak ()il 77 3%, Fradk it i OG5+ 1T, rid 58 -+ TP
VG RTIR LA R I T IR — BRSO i R RS AR R RS I e IR MR B B
FETIR R

[0039]  [14] @ [12] 8% [13] Bk i i1 7732, Bk dili& iz B de s +— 1%, frid s+
— )P, AERTIA S L L5~ T L5 R AL — T A3 21 SR A9 s bl e i
FRUMIT A B M » 3 HL, 3e ek [TV o 28 S U B AR I e 0

[0040]  [15] 1 [14] Frak iy il 77 3%, Hobr , B IR B PRV 770 i JiR 850 1~ 6 1) e 9 77 B e
JRFH ~ 61 JE VA o

[0041]  [16] @1 [11] ~ [15] AT firads (1) il 3 732, Bk il i i 4% 58+ = 1,
PR S+ b, R I A CRAP 2 | i PO 4 2 R4 3] A OR A i 4 B 25

[0042]  [17]q0[11] ~ [16]HAF— T Frak () il 7 iz, Horp, B 238 =B =5
MRAES S B p e[ AR R LR B R 2

[0043]  [18]4n[11]~ [17] " AE— TPk i) il 7y v, Fer, i &5 L TP A8 A S VU A% 8 o
[0044]  [1974n[1]~ [18] AT — T i ik i) il i U7 2%, \EP R A [ AH R 7 3 H R R 2K
(D FoR,

[0045]  [fk2zal1]

ORY),
[0046] ~(7<0,>\"/L1\ Ly, /g‘ (OR’) "
Lslg

(00471 (o, #7515 A AR R RS ST (0 S &
[0048]  R'MCI-A0%edk . Co-A0REMILBRC2-40 K3 , s Ty 1 ~BI LR,

[0049]  L'Ayfpfk C1-630 fEdik . C2-6 I #E)i 5 (alkenylene group) BC2-6 P4k,

[0050] Lyt ~CO0~~CON (R®) - GRH, R*E R AU+ C1-648 3k . Cl-6 % fAE L. C2-6
BRI FEBRC2-6 5 ARBEM L) ~000—~N R?) CO- (R, RN EFR . CL-6% L. CL-65% Ukt
B C2-6HE M R B C2-6p AUENR L) —C (0) -B-0-,
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[0051] 1Py fd . C1-6F fE k. C2-6 1V B Bk C2-6 P b3t

[0052]  L* e, ~CO0-.~CON R?) - (R, R*E R AR F . Cl-6453E . Cl-6x {Uki Ik . C2-6
B IL B C2-6 6 AU BE A L) \—0CO—.~N (R®) CO- (A H , R*E R E A C1-6% 3L . C1-6 511U kT
B C2-6 8 B C2-6 4 AUEE A L) \-C (0) Bl -0-,

(00531 L° 8 J5 . Cl-6 A 3 . CL-61% f R B  C2-OBEM SEBRC2-61% (RBEAR 3L

[0054]  LONSJE T Cl-65E3E . Cl-6 % fUlE L . C2-6RE ML B C2-6 4 fUBE A 3L,

[0055] m>AyoEk1,

[0056] 71 4% I Wi Aok 8 L A7 Wi ks 74 [ AH OR 4 2 o FLaZe o [ AH AR P 2 R m A O, 12 74 [8] AH AR
PFEIL LA LRI ) B B H M0 ~3) o

[0057]  [20]4n[1]~ [18] FAE—TBTak (1) il 1k 77 v, Horp, A O [ AH AR 97 2 B T k=0
(I1) &,

[0058]  [{2%3t2]

| OR!
[0059] *\H/LLL L, @ (OR"), "

-2 -4

O
[0060] (U, *FRK R SHTIAEE ARy LB OR3P H R S 540 B
[0061]  RUNCI-40%E3E C2-40BE/AFE B C2-40 kL3 , s A L ~5 385y,
[0062] L'y fd C1-63F Edk . C2-63V BEMIE TR C2-6 1V Hi ik,
[0063]  L*Ay#ife . ~COO-.~CON R?) - (N, RPEREASH T Cl-64E 3L . Cl-65 1R )53 . C2-6
B LB C2-6 5 AUBEMG L) . —0C0—.—N (R?) CO- GRH , PR R AT Cl-6%e3E . CL-6 % U kT
HE | C2-68E M AL B C2-6 b A UFE M 2) B -0-,
[0064] 1Py ff  C1-63F e dk . C2-63V BEMIE TR C2-6 1V Hi ik,
[0065]  L*Ay#ifE . ~COO~.~CON R?) - (N, RPEREASH T Cl-64E L . Cl-65 1R )53 . C2-6
B L BC2-6 5 AABEMG L) .—0C0—.-N (R?) CO- R, PR R AT Cl-6%e3E . C1-6 ¢ U kT
H L C2-6HEM HLER C2-6 1% AL BRI L) BL-0-,
[0066] 70 K% BR B I 345 L A7 Al i o [ ME AR P S B, i o [ AR P AL L2 L RIL )
HEMELE H0~3) .
[0067]  [21]@1[3]~ [20] /T THFTA ) filids 753, Forbr, B I A AR 47 22 Ay T 22— F
FEFRELERL 4,4 - R TR L B A A2, (Tevulinoy ) o
[0068]  [22] @1 (1]~ [21] " E—TRFTA ) il 75 ik, o opr, AR EATH- IR R TS Ak 19 T
FHI%E B I PRI — R IE R BE-H-JBE B2 JiE (pheny 1 -H-phosphonate) [ = 2, 28 £k X
FR R FH B —H- 8 R TS (p—toluyl-H-phosphonate) [{] = Z FL 4k h . 2-& -4H-1,3,2-% 3F —
A E-4-F (2-chloro-4H-1,3,2-benzodioxaphosphorin—-4-one) - =&AL H 1 2 b—Fh
H-B B B ALt
[0069]  [23]%1[ 1]~ [22] P fT—TATA B il 7y v, Horpr, WA A B S IR 5 1
WL R 25 1 RS M A F 6 SRR -9 2 (BRMERS TR L) | 2-Z A -6 - F2 JE MRS -9t (1
IEIATRIL) | 2- 4 AR-4- B HE- 1, 2- AR g -1 -3 (Mg AR IE) (2 AR-4- Sk -5- -1,
2~ AW IE 1~ (5 L s R IL) (2SR 4-FR A1 2- A e - 1A (PR g FRIL)
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S-S AR -5 -1 2- e - 1 - (R g R L) i 2= b1 R
[0070]  [24] Tk XI) FREILAWEH
[0071]  [{k223X3]

ol Base?
310,
-k B ~y

3] P

o
z

[0073] G, nFIR1A RIATREI0 EL

[0074]  Base”# [ M 5740 22 7R AT RIS |l 6 AR DR 47 B 0 7 194 A% TR Tl e A A 1 A 7

HARIBIRZ IR T

[0075]  X*% 1 L FOR GUR T 00 3R S R R AR R B AR ) e e L AE AL R R

TREAT MR EE A AT AL ] BOARHE [ A AR P S ORI IR F 0

[0076] Y& B ASLIR AR AR T FRBE R AR I ORI FR 0 B A A IR 9 A

TRPHIBREE L B IIZE L BCL -6 R LB —Cl-6 kst &,

(00771 7R RFFEARY 2 e (R 37 e B ] A DR G 2 5

[0078]  Jf ELi & N4 P (0 22 A — A s Base” o 1) 2 4 IAN gt v [l AR AR S AR 97 1) 1%

FRTAE , X e 1) 22 /D AN e e [ AR ORGP ORGP (R e, DL K, ZoAE [ AR AR i )

(00791 [25] ti[24] prikr AL sl sty , Jovbr, A SR A [ AH R B R R 3850 (1D 2o,

[0080]  [fLiK4]

[0081] *\n/ g S ()

0
[0082]  (sReft , + g HT RV I AR AP A 47 0 R S i
[0083]  RUAC1-40%% 5 . C2-40 B IR FE B C2-40 5L , s 1 ~BI1 B4k,
[0084]  LJgefsfi  Cl-6 ek Co-6 L BN IE TR Co-6 T A I
[0085]  L7Jy#fifE.~CO0-.~CON (R?) - R , R*FRIREE F Cl-6Kt 3L . Cl-6p fA L . C2-6
BEJ HE TR C2-6 54 AR B D) \—0CO—.—N (R?) CO- (i, R R AR . Cl-645 3 . Cl-65 {0
I | C2-6 M L BR C2-6 5 AR BRI IE) B -0-,
[0086]  1.°4yufi C1-6 VI A4k C2-6.17 BER HE TR C2-6 T HRIE
[0087]  L*Jyiid . ~CO0-.~CON RY) - (R, PR A5 . Cl-6%8 3 . CL-65% fL 5k . C2-6
BE A B BRC2-6 1 ARBE L) . ~0C0— N (R") CO- (R, PR AR F . CL-6455E . CL-6 5 10t
| C2-6REMR FE B C2-6 5 FRBEI L) B1-0-,
[0088]  7E A% IR Wi ok 45 L A7 ME [T AH G- B FEIT , 122 v [ AH R4 AL L2 LORIL o () B S
HHN0~3) .
[0089]  [26] fu1[24] 5 [25] FFA M f A B Fesh , Hoith 2 T 3R 6 P e 9 28—y« i o8

[0072]
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(XT) Hh ftyBase” o 1) 2 /b —AN Sy e vl [ R CRAP S ARAP B AR IR IS , WA %, Z A [ A GR e
[0090]  [27]#@1[24] ~ [26] "PAE— Uik AOAL S B &, oo, B X (XD Hh g 22 v
FERI 2

[0091]  [28] 40 [24] ~ [27] £ — TR AL S P B AL 2, Horpr, BR300 (KT Hr iy 1~
30,

[0092]  [20] iAst XID) Zonftb 5L,

[0093]  [fkE235]

Base?

[0094]

OH

[0095]  GUr,

[0096]  nFoR1LL BRI EEL,

(00971 Base” 4 | 57 b 2 7 AZ RIS | ol e AR R 47 B 4 7 14 A% TR T e i A A 1 A 7
HARI B IR T

[0098]  X*43 AL F R EUR T 0 3R S R R AR B AR ) e L AE AL R R
TREAT MR EE R AT AL ] BOARHE [ A LR P S ORI I F

[0099] Y73 SR SZ IR AR R 5 FR B R AR I ORI FR I L B A A IR 9 A
TRPHIBREE L  EALIISE | BCl -6 R LB —Cl-6 st &t

[0100]  ZFRIRE R T FEARY 2 M Piof (R 37 e B ] A DRG0 5

[0101] I HLi 2 N iR 41 op 1) & A —AN s Base” W) 25 > — ANy v [ AR (R B AR B 1K
IZPRTAEE , X7 ¥ 22 /0 — A A AR GRS LR AP R e 5, LA S, 2 AR B 5k )
[0102]  [30] @1 [29] prik L el sy, 2o, AT SR [ AH R 9B R R 385 (1D 2o,
[0103]  [fk2~X6]

(ow)s
[0104] *TL,\L Ao i
[0108] U, son 5 AR HEE AR OR3P L P R 9P I JE A 1 B S A .
[0106]  RUACI-40%83E . C2- 40BN L BLC2-40 4R 5L , s 1 ~ B BE%Y
[0107) Ly st 16455 C2-6 0 B HEBUC2-6 B
[0108] L2y ,~CO0~~CON (R?) - (R, R*FR AR F CL-6%5 1 . CL-61% 1Ak 3. C2-6
B H5 HE B C2-6 1 ARBEHREE) \-000- N (R?) €O~ (RRH, RFR AUSL T CL-6 475 . C1-6 151 1L
B C2-6%E M BB C2-6 15 AR BEM ) B -0-,
[0109] Lyt C1-63V fE ik C2-6 V. HEM F B C2-6 W F ik,
[0110] L'y ¥4 \~C00-.~CON (R%) - GRAfT, R R AL S T CL-6 425 . CL-6 5 R 2 .26
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HEI LB C2-6 54 AUBE M L) .—0C0—-.-N (R?) CO- (R, RPN A R F . C1-6%5t 3 . C1-6 1% 1 e
B C2-6%E M FE B C2-6 1 ARBEM L) B-0-,

[0111]  7E R BRI 35 HL AT Al o [ AR AR P L i, ik [ A AR P 3 (L L2 L2 RIL g o
HEELE H0~3) .

[0112]  [311@1[29] 8 [30] Frik AL A B L2, ol 2 IR AP i &2 b —J5 - wr ik =X
(XTT) " ¥y Base” (1) &5 A —AN Ayl o [ AH AR PP 3607 B 1 R BRI 3 5 A B2, Z v [ AR
5,

[0113]  [32]@1[29] ~ [31] 9 ATE—TATR 4L & a2k, Forp, Bk =X (XTT) iz 84
[ AH R 2

[0114]  [33]4n[29] ~ [32] PE—TU TR AL A L £, Horb, Bl (XTI P iny 1~
30,

[0115]  [34] FiAx{ XI1D) RARKIIL A

[0116]  [fh23(7]

Base?
wio,

[0118] [\, nFIR1 LA EIT R BEAL,

(01191 Base”# [ M 5740 3R 7R AZ R T AE |l 6 A CR47 5 4 B 194 A% TR T e o A A 1 A 7
HARI BRI IR T ,

[0120] X" 1 U SZ b FR EUR T o0 3R S R B AR LR B B AR 7 (1 e i L E AL AR R
TREAT MR EE R AT AL BOARHE [ A LR S ORI I F 0

[0121]  WRIR R B i R 375

[0122] Y% B ARSI RIR E R 1 R B AR P BE OR AP 1) Pk IR 2k L A I A (R4 2
TR IR EE S ST | FCl -6 S B —Cl-6 e SE U K

[0123]  ZRORE R FEAGRY L e DR 47 LT o] AR 4 5

[0124] 3 HLif & TR AFH I E D —A s Base 1) A LA Ayt v [ HE AR 47 64757 (K %
PR , X7 e (1) 2/ LA A R v [ A R A GR B IR F it L LA, Z A A CR A

[0125]  HirsA e ARSI b i) 2= A 1A 2K (D o,

[0126]  [f£5235K8]

(OR"),
[0127] ~(7<0 '-n/ /©_ m

Lsls 4

[0128] (f.ttlﬂ,*%m%ﬁﬁ‘iﬁ‘/ﬁlﬁl*Hf%%ﬁ%ﬁﬁf%f)ﬂﬂ@%@E@%@éﬂﬁﬁ,
[0129]  RUNCI-40%E3E . C2-40BER FE B C2-40 K 3 , s A 1 ~5I1 3845,
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[0130] LYy C1-6F ket . C2-6 7 BEM LB C2-6 W1 Ju it ,

[0131]  L*y i ~C00-.~CON R?) - (R, R*E R AR F . Cl-6453E . C1-6x fUkE I . C2-6
B IL B C2-6 6 AU BE A L) \—0CO—.~N (R®) CO- (A H , R*E R E A C1-6% 3L . C1-6 511U kT
B C2-6 8 B C2-6 4 AUEE A L) \-C (0) Bl -0-,

[0132]  L3Jyf . C1-6F ket . C2-6 7 BEM LB C2-6 W1 e it ,

[0133]  LUAHgE.-C00-.-CON R - GRH , RPN AR T Cl-6%t 3L . C1-61x {0kt 5. C2-6
BRI L C2-6 5 AREE I L) . —000—.-N (RY) CO- (=i, R TRA 5 F. Cl-6 4 3t . Cl-6 i ft km
B C2-68E I B C2-6 4 AUEE A L) \-C (0) Bl -0-,

[0134] L AEJE T Cl-65E3E . Cl-6 % fUkE L . C2-6RE ML B C2-6 X U 3L,

[0135]  LONEJE T Cl-65E3E . Cl-6 % fUki L . C2-6RE ML B C2-6 5 { U 3L,

[0136]  mAOBK1, LmAORT , LA Bt ) 1.

[0137]  [35] iR XIV) TRmfL &t =k,

[0138]  [fk2=(9]

Base?

[0139]

[0140] [ﬁt{ﬂ,

[0141]  nZRI/R1VL ERAE R 25,

[0142]  Base” 43 B 37 1 2 7 1 BRI L 4 e AR 477 3 R 3 110 A P o Sk ok A o4 3l AR 4% 4
FORY B Rl

[0143] X4 FIBh ST RN GR35 R RT3k L AR P AR P I L FE AR R IR
FREAT MR B AT AL B0k o ] A OR3P R R 1) R

[0144]  WRREJEFEIGA R AL,

[0145] Y43 Sl Ak T SR TR U i B L B A CR P LR A (1) P I I R | S AR
(R4 R B e S AR L BT -6 R A B — Ol -6 hE

[0146]  ZZRIRE - FEALRY I | I Ip R 4 L B [ A OR 4 i

[0147]  Jf Hig & Tk &k rh i 22— A s Base? HP ) &8 /b — A Ty i [ AR 9 S 4R 30 1
R BRI , X7 e [ 48 /b — AN Al v [ AR AP JE (R PP R 3 2, DA B, ZoM e [ AR 3

[0148] ik vk [ AHCR Y R 1) 2 A1 (D R,

[0149]  [fk22x10]

OR"),
[0150] {7{ )\”/Lk /‘—( )
Ls

[0151]  GRp, «ROR ST IR AH R SE P R B 1 FE A G S A A E
[0152]  RUNCI-40%EE . C2-40 B IR FEBRC2-40F JE , s 1 ~5 I 34y,

19
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[0153] L'y H . C1-6F k. C2-6 1V B L Tk C2-6 P b3t

[0154]  L* i ~CO0-.~CON R?) - (R, RPE R A F . Cl-6453E . C1-6x {0k I . C2-6
B IL B C2-6 6 AU BE A L) \—0CO—.~N (R®) CO- (A H , R*E R E A C1-6% 3L . C1-6 511U kT
B C2-6 8 B C2-6 4 AUEE A L) \-C (0) Bl -0-,

[0155]  L>Jy i C1-6F ket . C2-6 7 BEM LB C2-6 W1 e it ,

[0156]  L*AyHgE . -C00-.-CON R - GRH , RPN AR T Cl-6%t3E . C1-61x {0kt 5. C2-6
BRI L C2-6 5 AREE I L) . —000—.-N (RY) CO- (=i, R TRA 5 F. Cl-6 4 3t . Cl-6 i ft km
B C2-68E I B C2-6 4 AUEE A L) \-C (0) Bl -0-,

[0157]  LoAEJE T Cl-65E3E . Cl-6 % fUlE L . C2-6RE ML B C2-6 X { U 3L,

[0158]  LOANEJE T Cl-65E3E . Cl-6 % fUlE L . C2-6RE ML B C2-6 5 {UBE 3L,

[0159]  mOBK1, LmAORT , LA Bt .) 1.

[0160]  [36] iRz (I) R HER HR 3,

[0161]  [fh23t11]

(OR"),
[0162] }\"/Lh /@ ()
'—5 Ls

[0163]  (zUrh, *FK/R G5 HIZH B EH BRI 2 0.3 BLAN5 A7 i) #4 3 DA B2 A2 BT 2= 7S
2> — b A E

[0164]  RUNCI-40%E3E . C2-40BE /A FE B C2-40KL 3 , s A L ~5 385,

[0165] L'y f . C1-63F Edk . C2-63F HEMIE TR C2-6 1V Hi ik,

[0166] L7y Hig .—CO0-.—CON R?) - G, R*FR R A i 1. C1-6 52 3 . C1-6 % fX e 5 . C2-6
B IR C2-6 04 AUEEM L) .-0C0-.-N (R) CO- (i, RPN AR+ Cl-648 3 . C1-6 i A T
B C2-6 %I L C2-6 4 AUREM L) \-C (0) Bl -0-,

[0167] 1Py duigk . C1-63F fr ik . C2-6 1V M L B C2-6 0 b It

[0168]  L*Jy#ife.-CO0-.~CON R?) - (N, RPEREA ST Cl-64EE . Cl-65 1R )53 . C2-6
B TR C2-6 1 AREEAIL) . —0C0-.-N (R) CO- R, R*E IR AU F . Cl-6X%t 3 . C1 -6 fC bt
B C2-6 i LB C2-6 X AL RENA L) —C (0) ~B-0-,

[0169]  L2ANS R Cl-6%t3E . Cl-6% fClt It . C2-6 HEM L TR C2-6 X fCBEM I ,

[0170] LRS- Cl-6%t3E . Cl-6% f Ut It . C2-6 BEM L BRC2-6 5 fCBEM I ,

[0171]  mA0BRL, Mm Ao, LA Hudgt )

[0172]  [37]4EIEH 2 £7.3 F7.5" AL FIAZ RIS i 22 D — b HAG Tk X (D Ron e
[ AH R (A% BT AZ T BRI 1l 57, B il vk,

[0173] N RZHERFEZTR .5 TR X-1) RRMBREMAD . TR X-2) RR K
Bt A4 B R X (X-3) R 1 s AGE A0 B AT SR, BT A% B SE A% R /23 o AT
5 Pt A R A AR (R AL, BLAEE F 2 7.3 475 4 FIAZ FR AL 5 1 22 /D>
— b B RHE BB A2 A AR AL B (1) 22 /b — b AT R A s o

[0174]  [fk223(12]

20



CN 108350018 A iﬁ, EH :I:S 10/121 L

[0175] HOTLLL{LS‘L‘,' ;
' (X-1)

(01761 (ZRH1, RUACI-40%53E . Co- 40 FEBRC2- 40k 5L , s 91~ HEKy
(01771 LU B CL-6 4 . C2-6 B HERC2-6 eI

[0178] L2848 . —CO0—~CON (RY) — (b H, R¥E S F . Cl-6ka . CL-6 15 /S ket .C2-6
BEHS HEBRC2-6 1 RERT) 000 N () CO- Gt R AR L F-,C1 -6 C1 614 e
K . C2-6 A HEIRC2-680 R B IE) \~C (0) -0~

[0179] ¥y CI-6TE 2 5 . C2-6 L RE M B BRC2-6 T KR IE

[0180]  Ly-C00—~CON(®) = GReft , R AN SR T CL-6555E. L6 {4 1 C2-6 AR I
C2-614 fRBEREIE) ~000- N (R) CO- (R RFTR AL C1-6K5E 38 . C1-614 A3 26
A H B C2-6 11 BRI L) \—C (0) ~37-0-)

(01811 [{£3213]

D }(onﬂ)s
X, L Lo .
o182 Ny

Y3
Q X-2)

[0183]  (Rp, XAKRJEF RULL LA L FIL 5878 R (X-1) i 58 SCHITH] o)
[0184]  [fk2zK14]

v
L reypl
[0185] X\ O~ L. La‘@ (OR"),
XT L L

: 4
LsLs

o (X-3)

[0186] (XA & JH T, R L LA ML 5T 2 (X-1) i 2 SURIFE

[0187]  L*Jy#ifg.-CO0-.~CON R?) - (N, RPEREA ST Cl-64E L . Cl-65 1R )53 . C2-6
BRI R C2-6 5 ARBE I L) . —000—.-N (RY) CO- (=, R R A5 . Cl-64% 3t . Cl-6 i f L 4%
B C2-6 i LB C2-6 X AL RENA L) —C (0) -B-0-,

[0188] LA Cl-6%tdk . Cl-6% fChtdt . C2-6 HEM L BRC2-6 X fCBEM I ,

[0189]  LOANSJE T CL-6fE3E . Cl-6% fUkE L . C2-6 HE ML Bk C2-6 % f UL 5L )

[0190]  [{k22K15]

(OR"),
[0191] *{XO}an/LkL sy "
Lsle g

[0192]  GRH, * KR EIRE 2 A7.3 7.5 SL R BRIRIL H h (1 2 /b — b s A .
[0193]  RUACI-40%E3E . C2-40HE /A HE B C2- 40k I , s A1 ~5I B,

[0194] LAy 8 C1-63V fedt . C2-6 P FE I FL B C2-6. 1V Sk 3,

[0195] L™ #ifE . -CO0-.~CON R?) - G\, RPEREAF . Cl-6583E . Cl-61% e 3£ . C2-6
IR R C2-6 p ARBE I L) . —000—.-N (R CO- (X, R IR A 5 F . Cl-64 3k . Cl-6 i f L 4T
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B C2-68E IR B C2-6 4 AUEE A L) .-C (0) Bl -0-,

[0196]  L3Jy i . C1-6F ket . C2-6 7 BEM LB C2-6 W1 Je it ,

[0197]  LUA#gE . -C00-.-CON R?) - GRH , RPN AR T Cl-6%t 3L . C1-61x {0kt 5. C2-6
IR LB C2-6 5 AREE I L) . —000—.-N (RY) CO- (=i, R TRA 5 F. Cl-6 4 3t . Cl-6 i ft km
B C2-6 8 LB C2-6 4 AR L) .-C (0) Bl -0-,

[0198] Lo AEJE T Cl-6fE3E . Cl-6 % fUkE L . C2-6RE ML B C2-6 5 { U 3L,

[0199]  LOANEJE T Cl-65E3E . Cl-6 % fUkE L . C2-6RE ML B C2-6 5 fUBE 3L,

[0200]  mAOBLI, MmAORT , LA i) o

[0201] R AR

[0202] ik A& W , AT HRAESEAZ T RR 0 BT i Ty vk, Bk il ik i s 8 5 HARAE
FasE M s I AZ T BRI IR o 7941, 12T il 75 V2 mT R S AZ BRIV K &k

B [E135E BA
[0203] &1 : o FH T A RS AZ IR I A% R P A ) A s PR B

BAEiESR

[0204]  DATF, PE4H LA B .

[0205] WA 4 UL EH , WA UL P A A E AR ARGE KRR ARER G 5 AR
R T g ol AR AT P A A N SR00 B A ) 5 SR TR 1 85 S o 5 AR U BH 4 v 1 e 38 AH R B0 )
(AT B8 732 B Rk T AE AR 2 B (1) S Tt s 3 o o Y PI0348 ) 5V B A B 3R AE T S0
[0206]  RiE T, AEREI LG T, RIS 7E T2 5 Hofth T W X A 4 0 R, H
TLRIA BZ L7 BT SRR B 1, MR B FE AR AR AR B p o 7 4h, Af FH “~7 7Rt BB T 3R
ANHG “~7 IRRT RS BT e BB BB > A A M AN s AR T AL 7 7 P R

[0207] UL, AU, “n-" RIRIE, “I-" KRR, “t-7 & tert=" LR B,
“Ph” R IREE, “Py” FIRMLBE BLBEIE , “Me” KRB, “Et” RN L, “Pr” IR L, “Bu”
FoRn T, Bn” KoK, “Boc” RomBUT S B AL , “TBS” RN BT H: — B Rk e 5
“TIPS” KR = SF R A FREST L, “TBDPS” Ron U T 2k R kLT SL , “DMTr” R4, 47 -
e = 2Rk,

[0208]  “L™ 5 “Ly” & SCHIFL, “L™” 5 “Lo” & SCHIAD, “L™” 5 “La” & U], “L 5 “La” & X
HAE, “L” 5 “La” 8 S, “LY 55 “Le” 5 SCHITAL .

[0209]  AULEHAH, BriE “s R 5 e FE U T SUR R B

[0210]  JIFi “Cl-6484E" , S P Tk JE B0 1 ~ 610 BB B S FR 0 A e , AT 2% i 4 2
FRE 2 IE PSS ST A IR B S T A P B T A | IR R R B IR
RO,

[0211] il “C2-68E )L , RABIEAT R I B 2 A 1AL SR R 52 ~611 B
FEBCCRRIR R, P I 206 3 (vinyl group) 1-TAMEE 2T BE CM AT 28) e A
A =T 2T 3T A 2 (R TR (homoal 1y 1) ) WA—TSiMs 2t W5 M A 55
[0212]  F il “C2-64 L™ , RIBIEATRMAL B B A 1 LL L =810 i i FEU0h 2~ 6% ELAE
B HER IO IR I , P28 0 2 FR 3 - TR B L 2- TR BRI L 1= T bR 3 L 2T o Jt (3T Fe it
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D o R Ty o S

[0213] BT iE “C1-40%83E” , & R R FEUN 1 ~ 401 B 8BS BRI R 2L , w28 H 4]
WL, 2 IEHE RS BT 38 3 T3t T 3 GRUT 2t IE R et Bt | I
[ T TP = S RPAN <& SNy o 616 - Nt o 617E - N ULy 618

[0214]  Fpif “C2-40BEM2E” , R FR AT B A B2 A LA DL B XU i S5 202 ~401)
R SRR I, AT BN 205 5L (vinyl group) (1-TAMSIE 2- TR 3L (S TRED) L 5
P LT M 2T 3T M (R AR A- TR i - Tl B 10- 28 M 2 L 18—
S\ L L 20— R HE L 30— =B L L 40-DY B

[0215] B i “C2-404AL” , R FREAT B AL B B A 1D B =80 ki H0h 2~ 400 B
FEB SRR IR 2, mT 25 a0 2, e 1 - TR R L 2P e 1T e i L 2T b L 3-TT R
AT IE 5T BRI L 10-Z8 R FE L 18— J\ BRI L 20— Bk FE L 30- =R IR FE L 40—
DY B e B 55

[0216]  Firif “C10-304E4E” , J& R m )5 H N 10~ 300 ELREB SRR B e A L , Al 25 1
BN I 4 )\ bt . ket =R A

[0217]  Firil “Cl5-25%84L” , Je R h )5+ H v 15~ 251 EREB SRR B e A L, Al 25 1
(1R R T 57BN RVA S7i® N s b 7 SN RANY 78 SN A1 77 SN 778 Ny w8 =

[0218]  Firif “C15-20484L” , J& R m )5+ H v 15~ 20 1) EREB SRR B e A B, al 25 1
RN A i S BA 1o S o o i Sy n AN S8 S o A 7,8 Sty o 18 SN

[0219] Pl “C1O-308EM: A" , se FRAEAT R N A B HA 1T BA BB ik SR+ 20910~ 30
[ BB B BRR A R 2, Al 28 tH A 2- 220 0 L 102343 2 L 18— )\ M 2 . 20— — e M
L 30-= A AL

[0220]  Fpif “C1-6F kRt , 48 M RTIA “Cl-64m k™ 2 (AT 2 A7 B I LA E 5 F M B 210 2
M BAR I, AT 2% B G R O P 20 (ks ) TR R, 3- T TR k-2, 2- k2 2
B TRfE-1,3- 38 . Oobi-1,6- 3k 3-F L T k-1, 2- —FL%,

[0221] P il “C2-6 MV ket , AR HTIA “C1-631 fe 3t b i B SR A H0 A 2~ 611 BELBEE S 8k
(1) 240 BRAR I , AT 28 R G 2,38 (2 e —38) ST bE-1, 3- & A k-2, 2- 5 B 1,6~
T 3-F AT k-1, 2- ks,

[0222]  FpiF “C2-6 P EEM L , A& P8 M RTIR “C2-6 554 3L L iR A B A E R F i
B2 BRI, P28 BN 2071, 1- 3 0@ -1, 2- L A -1, 1- R -1, 2-—
He 1,3 e T - 4 R T -1 3 T 2 4R T -1, 3
fi-1,4- 3 R -2-0-1,5- kO -3 1, 6- O -2, 4- -1, 6- A,

[0223]  Fpif “C2-6 P HeIL” , S48 MRGIR “C2-6Hedt” AT B A7 B I LA AU T M A5 21 i1 2
BRI, P2 B I 2o b—1, 2- 3 TR BR-1,3- e T —1-4-1,4- 3k T -1-%k-1, 3-
TR T -2 4 R R 2R 1, 5 T 21, 4- TR e -3 B 6 R,
[0224]  FriE “Cl-6p ARk , J2 48 LA DL ERGHTIR “xi 2= i 7 U HETIA “Cl-6 52 5E” 1
R B A T B R A, AT 2% A G B R R R L R S L R AL 2,2, 3,3, 3
TR AP SRR CE T RE2,2,2- SR RE2,2,2- =R R 1,2- R
F 1,1, 1-= /A S22,

[0225]  Frif “C2-6pi fCBEM L, 2 f8 FI 1A LA B ATIA “pd 3R+ BUACHT A “C2-6%5 1%

23



CN 108350018 A iﬁ, EH :I:S 13/121 T

A B AR R

[0226]  Firif “C3-6FRbE AL , & 48 AL RLFR B IR R+ HUN 3~ 6D I BRI R AR ES &R IR R
BUMR IR ZR I HE DT R I8 25 B AT S A B LA A4S B Loy BUARE: , /Ry HoAk 4], m] 2%
IR L IR T3 IR I IR

[0227]  FPi “Cl-64m 5 , R 4811 IR “Cl-e4m it 54 3 (-0-) @5 mE R K7 .

[0228]  Fpif “HRCL-65t L R , &R 1M HTIRCL -6t 2 52 L g A 43 21 2L, nT 28
BN B R L R | IE TR TR R L IR T AR U T A U T A
BT R R AR R | e R T R R IR R R S O R R S .

[0229] Pl “Cl-6fn B AL , 48 AR BUA R B 24 Fik “Cl-6e " 5 st & mifd
B HEA], AT 25 g o — R e B L O AR R IR AR G T R N s TR T A
e TR T AR R RUT R R IR R R R O R U N- O N R U ON-H
FE-N-TF 79 e G N5 TR e - N— R R G N TE T - N- PP L G N- S T - N- P R A
N=HUT e -N-HR i  N-FF R -N-1F R AR R I N-IF B -N-FF S &t N- 2 - N-TE T HE
H N-FE-N- AR 2 N-IE T B -N- 2 R A N- 4 B -N- 57 T A 0 N-RUT 2 -N- 24
FEE L N- e -N- TR AR 2 A N- 2 -N- TR O R R 5

[0230]  “C1-6ffa A"  “BBC1-6 L A A AL I “ . Cl-6 i AL L™ 543 i R
HIIA “Cl-6u 8 AL”  “BLCl-6 bt 2 " J “Cl-6 ik s i S5kt (-C (0) -) B4 M3 21
HH

[0231]  Fril “C6-1075 55" , & 48 MAN B FR 1 J 23 ik IR+« EL R 2086~ 1011
I BAR ) 75 BRI Z B AR B AL E N ISR A5 2000 L B 1By Bk
], Al 2 O S R RS

[0232]  Fpif “5-107uZR 5 L7 , xe F8 WA A I iR B9 2 B S5~ 101 H AR JiR
T~ RIEF (ZRIEFRIBEEF EUR FBUR 5+, 24 B, A] BAAH [E AT A
AN o) B FRIR BB ER 2R K 55 5 I R I L B AT = A B LA SR i 45 21 g LA B
[0233]  fREJYHRER R “5-10TT 78 75 457 , A 25 H 2-WgE Wy Bk | 3-ME Wy Jik | 2R Rg i L 3—-PR IR 4 |
2L R 2  3—THL MR 25 L AL IR 36 | 1 PRI 2 2 ME I 5 | 3L I | 1 —IDR M I | 2-IDRd JiE | 41K
e it 1 b P S | 3—TIpt A S | 4 - e I | 2D PR L | 4 - NEE A B | 5-1BE I B | 3 Sl I R 4 S IR
WL 5- SRMEMREL 12 4-=mk-1-dE 1,2, 4-=M-3-0 1,2 4- =50 1,2, 3-=k- 1 -
FE1,2,3- -4 1,2, 3- -5 3 | - B 4 -WERe B | 5Tk L | 3-SR L -
PR L | 5— SRR L | 0—Hb I | S—HRE I | A-RRh i | 2 nbh s i | 2w g Bk | 4- g L | 5k
WE F | 3-AIR JE  A-EWR 3L (1,3, 4T -2 3k (1,3, 4188 2L (1,2, 4 k-3
1,2,4-M8 —-5-J (1,2 4-18 E-3-J (1,2, 418 —ME-5-3 (1,2, 5- M8 —m-3-3L 71,2,
H—IgE — -3 LAk

[0234]  VENAER RV “D-1070 7875 57 , W25 tH 2- O FRIR IR 8k L 3— 2R Ik i I | 4- 2R JF IR IR
B H-IR IR IR IR L L 6T JRIR IR A | 7R R I A | 1 S O O R 2 L 4 S R IR R IR 2 5
TR FE L 2 FRMEWY 3L | 3K I WEWY 3k (4 IR JFMEY JL |5 TR JF IRy JL L 6T JF IRy A |
T-OR MR B 1S OR IR MRy B A e R RNy S | 5 R OR R MRy R | 2- DR R R L | 3O IF
VR A L | 4O R I | 5 D - IR I R | 6D R AR R | 7 DR IR AR | 2- DR L R | 3R
F ULt Rg 25 | 42K FF bt Rg 2K | 52 FF b PR 2 | 62 b PR 2 7 R - b e L L 8- TR b MR A L 1 -
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M P g s | 2 kg i | 3| Ibf gk s | 55| Wkl e | 6 M| Wik g ik 7— 1| i i | 8| i L 1 -
Sl R e | 2 S | W R | 4 e M| VDR | B SR MW L 1 g P R | 2D W R | 31 s | 41|
S 5 Mg I | 6| e S | 7 I | 1 —Mef{ e e | 2 g e | 3| I | 4 e S | 5| I | 6
N A e 7 — D e | 1 WA e | QMR IV e | 3N A i | 6 M i | 7N L | QIR B | 2Rk
e | 3-WEEIRR L | A- WML | 5P bR | 6 PR R R | TR | 8-n IR | 1 - S | 3 S AR
HE L A-FER L 5 rE IR AL 6 - IR R L 7 bk L 8- S nd bk O | 1 - TR R A
(phthalazinyl) \5-FkWR I 6-FRWR 2 .2, T- 28 e -1 -9 . 2, T- 2RI -3-3 . 2, T-FRlg -4 . 2,
6-ZENE-1-3E .2, 6-Z0E-3-3E . 2, 6-ZENE-4-JE | 1, 8-ZEnE-2-JE | 1, 8-ZnE-3-FE | 1, 8- 2N -
A-FE 1, T-ZEE-2- 0 1 7230 1 TR A0 1 TR0 1 TR -6 L 1
T-ZENE-8-FE 1,6-ZENE-2-FE 1 ,6-ZEME-3-FE | 1,6-250E-4-FE 1, 6-250E-5-4E . 1, 6-250¢E -
T-HE.1,6-250E-8-HE . 1,5- 25 mE-2-JE 1, 5-25E-3-JE 1, 528 -4-JE 1, 5-25mE-6-4E . 1,
BRI -T—JE 1, 5-ZRNE -8-J | 2- W IR Mk Jk | 512 g R A 6 R AR e | 2 e ARk, 4
Bk JE 5~ P R 61 Pl s 7 g b s | Q1 A , 3— IR K 4 — PR B 22 | 5— PR I
6 ph I | 7— M BRI | S bR | 2w e | A L | 6w e T FE AR

[0235]  Fril “HHhedd” , 4R HTIA “CL-6e 5" T B I A i T #E AT IR “C6-1075 27 B
RN F LA HUAREE

[0236] P il “ZR A Bt , AR FR AT “Cl-6 48 1” AT B B R 4 A “6-1070 2% 75 28" B
RS2 L B SE

[0237]  FriB “3-11 e & AR BIREIE” , B W& H 2 1AL B SR+ 19 SR
JRFECA3~ 1IN HIR R R O TP R 5, 4B 5 &R A 55 F IR
BRI E ) W RBUSEIE R HE 57 BRI = LB B A B LN SR AR 21
BRSP4 S 2R B T e Joe i L 2 S AL g o s IR s | 34U A QIR W 22 | IR W 2
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8 1~ 10088 /R, fad N1~ A0 BE IR, BEARIE N1~ 30BE R, i — DALk 5~ 30 B8R .
[0490] T /Fal i MER S A e AR il , R EE e St R R AT, R3S -10°C ~60°C , BEAL
% RN0C~50C, HE— P N0 C ~30°C o S BL [AAR 5 4 A In AN R & F AL IR I Fh 2k
AT B O PSS VA TR B A L IRORLIR S B AN [ AS [ AR 3% 643 B ~50 /N, BE
i o5 Bh~ 12/, BEARIE 305 Bh ~6 /N

(04911l FAE B AR B 701 0 7] BR BRI 7 J5 3R 1) 137 ¢ AR G S B R A7 A, TII5 Kp
MNREE TR (iv) (95 L1503 AL 5 I A AR R I AR, TR, 75 B e K AL H
WG BR 2 A TR AR S 5 AR RAR S R N G A BRI A 0, A AR B A A Ll
1T FEMRAR RN T IR TS 0, I FHERAL A 03T

[0492] {9 K Ab 38 v m] {3 A A AR, 3 A e PR ), R BB W IR SR R D AT
PRt A7 B 3 T RE A e [TMS20] = FF SR SRR BE [TMSCL] 75 FR 3t b e = FF R VR Ak e
LM BT SRR R — S R R LR S L R A S R A AR AR AT
FRE GRS BT 2 R R e R R R SRR s R R R SRR = R AR
TR 35 9 TMS20 TMSCL , 45 AR A TMS20 6

[0493] {9 K Ab 33 v m] {35 F A BILARG » 3 A e PR ), R L8R K W IR B B2 R FHRA A, A
VEONMEE 2,4 ,6- = FJLAEE R IFBRME (1,2, 4- =M N-ZRJEmkme | 2- 51 k-4, 6- — FF Bz
WE V1, 10— FERG IR | DRI  N—FR JLIR R | 2— G 2R DR e | 2— YR ORIk e | 2 FR Rk s | 2- DR LR
FRIR AL N-2R IR IR e | 5 FiE R R IR e, BE AL A e < 2,4, 6— = FF JEIE e 2R Kk
1,2, 4~ =1 N IR  N—FF SRR e | 2- (B4, 6~ FF JEMEIE L 1, 10-JERE IR, R A 1 N
MERE .

[0494] Ry R AL 28 b mT 5 FH R BRAL A4, A e AIRR il , R ELRE T FE AT IR (B ED T, m]
2% W5 TR L TR B 55 5 AL R . 1 TR

[0495] ST T a1 8 K b B8 o ] A ) A7) B AL B R AL A 4 003 & AT
A BR B LB AR T F 50 01 ~100 B8 /R, A3 0 . L~50 B /R, BEARIE 91 ~ 20
IR B ARG N1~ 3R

[0496] Sy T AEVRAH P % S B AT T Pa BE JE 1 T b, LIEAE T Parh Il £ 37 2ER 1K
J AR S 2 BN AR 47 SR 9 0 8 4l B 0 o 78 FF AR S i AT T a7 b 1
BT TSNP B 550, AR AT DS I BH 2 741 o

[0497] VR NFHE FHREEER, B R PR i, R EEASBEAT B R 25 0 AR 40 BER 1T 5 B0 AR
PO NI ASBEAT 5] 4 I OR300 B R 1 1) @ S B2 RIAT , AT A AL i 2R JEtt g | 3-
L g L2, 3— A RIS | 24— T R R g SEERLE AT AR A Wl | 4 R R (1L | 5 FR g
Wik . 6 F LA e | 7 B LRG|k .5, 6~ FR L I|WE L6, 7 L FR LIk SR IR AT AE ) AT 1S B R
U BH 28 4 1 R R X R W a5 5 8, LA Mg | 3— FF R IEE S L 24— FF BRI | 0| (4 -
FR L W)W | 5 M| L 6 — B L Mg\ 7— R M|k 5, 6 FR Ik 6, 7- R BRI, TEAR
T AL IS | 3— FF R g W5\, 2D P ot g L BI SR AR Ik it

[0498] & TR IA FH & FHE BRI A &L M TN R A SR (adkib) BRI,
BTN N1 ~B0BE R , AL 1% A1~ 1 5BEIR , ARG M1 ~3E /R o

[0499]  Y7ET.FFax J&, il SEjfi T bel T FFd. 76 T bek L Fd 2 i, W46 75 25, v R F 2 v
Qb FR A &R 2 B i B A B P b B LR R A R, AT AT TP e AT n AN R A 5
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[0502]  JjiRAT B T b E THEAT AT T rasa id i T e d P A3 2RI n D R4 5%
HERHIS AL p i ARIP A (L ia) 195" A2 FR AL AT H-IRIR ER ALY T (IR G RS AE3) o &
JRBE AR, AT T [ S A i AT
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[0505] T i&Brh A L b2 T ABH (T T rasm id i T Fed P A B n > A 55 1%
TR AR i ORI A (i) 193" Az Fe A AT H- IR ER AL Ty CR IR G g 124) &
JRBEARAT , AT 5 S AT R ST
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[0508]  I¢T T /FbH Al VA7), BART 5, AT 28 tH 5 RTE TP alm B 7 o, A
N AR VEA L 2- RO VR R W= O R B R
OB LR R 2B TR S DY Mg BT 5 R T PR A Tk L B e AN L &, i —
AR IEIE « SRR T, R AR AL .

[0509]  £E T b fd AL e S 75 26005 25 1k R IE I LA AP RIS D0 T 5 AL I8 a8 itk e 5
AT AN AR, B i PR ], R R IA il R I I H- B R R AL B AT, AR 5, 7]
ZEHIEIE 2, 6- U T SENEIE L 2 EIEnE | 3- FF SRR e 4 FR AL (3, 4- L FF RIEnE , 2,
6— " FRJEIENE 2, 4- I BRIEIE 3, 5- R IRNERE (2,4, 6- = FFBEREIE \4- 2 B IERE (N, N-
TR R SR e | 2 SR e | 3- AL e 4 USRI I | 2- L g L3-S mE L 4- S | 2-
FR AR SR I | 3—FP A ML g L 4~ FF S L e | P SRR ML e 1R 2 T < R B2 2L B S SR R 2, T S5 L e
FRAEIZAAA; (S,9) —2,6-R (4~ 57T 2 -2- Bk —2-3) mE e . (R,R) -2, 6-X (4-RH-2-IE
Wge bk — 2 3) LI Z5EPybox ZREAZ R eIk 28 7= V2B JE T L S T SRR ARSI AZ 5] N-
SRR A | i | 0 FR LN ER | 3 EMAIGE | 1, 10-FEMG MR SRS R0 B R R oE R 4- TR A
N -N-E AL SN2 ) B AR s N N- R L 2R I 25 28 i o R 1, 3- U] 3
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BRI —2- (ylidene) 1,3~ .34 = FF R LI I -2~ S ZEN-Z PR R 58 RO AZ AT s = 2R L%

TR = S RO R A =01, 4- B R [2. 2. 2] SRk S e Iy ek BB 10,

P Horp LI e L 2 FF SEREme (4-FR FEnb e . 3, 4- HRFEmbE , 2, 6- HRFEIENE 2,4 ,6-

TR EMEE (N, N- R RS R e | 3- R AR I e L 4- R AR BE S (S,S) -2,6- X (4-F A

S-2-WEMEIR—2-35) MEnE . (R,R) -2, 6- X0 (4~ I8 -2 MRk bk —2 - L) ML g g . 22 Je T \N- R

SRR | 3 FR AR | 4- R AR L e NS R A I L T

[0510] 3¢ T /Fbrh SR R 8 &, VA e A PR il A T MR &S HR (ia

Biib) 1EE/RT & B 1R1 ~ 3008 /R, Alidk 1 ~ 100 B8 /R, AL 1 ~40 B8R .

[0511] T brp m] 4 A A H- i B T 1 70004 A R T PR 1), R B8 A il R 4 IO H- [ PR B Ak

BORT, AT 2% HE S Tl R SV Tl e — 05 SRS (P IR — 2R IR 5% 5 S - H- B PR IR 1) e 3 R -H-

BRI = 2, AL B £ 0T FR 2R FR e 2 -H- T BRTR Y = 2 28 B Eh 5) i AL (2-5(-4H-1,3,2-

5 S = S B 17 N 1 B 7y R o S W Sy | - A7 N 4 7 7 Y L1 N < S s B 1 71

L FER L 6 IR R R - T RR R 1) = £ 364 3 L 2- S -4H-1, 3, 2- 2R 0F 4T L =&

AT, A R R T IR — 2R

[0512] 753 F VM R 5% - H- IR MR G 110 e £ /B - PR R AL AR B0 A% O » DL ade i n 4

G ARz AR, P28 AEH- B R B VA A 18 A I 46 & ), BART 5, i s 2, 2-—

L TEEA . 7 T A VIR E . AL - W& (1-adamanty] chloride) &R

TORER 2,4, 6- = R AR B 2- OR R = - 1 - AR -1, 3- T R R -2 Mg A -

1-35-1,3, 2- SR 230 I BE 7S F AL [BOMPT N, N=X (2 45 1) /R 9k & [BopC1]

O FR I S O R R T BB DR Tl PR ) A A DR R T sk P O L R R L TR A R T A
B Horp ik, 2- H AT BEA . BT BEE L -SRI A SR KR 2,4,6- =57

PR R E S BopCl, BEALE2, 2- —FH AT Wit

[0513]  fE {3 FH P i iR — 0% R IR B 7 - H—- I R T 110 2 6 A v H- Tt B T A X AR B B 0 T

IS AR R A KRN = 2 R S UG AT A B, AT S A N H- I R e

[0514] ¢ T /5brH R H- B PR R AL BRI R A8 & AEX T o MR A FAZH R (Tiadiib) 1

FEIRT S » Lk 91~ 1008 /R, ARG N1 ~40BE R, i3 — ALk 10~ 40 /R o

[0515]  S&T T Feb i4s & FI Al &, AT N R S EZ TR (iamkiib) 1R S,

PRI AT FH L~ 10088 /R , BEARI%E A1 ~40 B8R , i3t — Lk 10~ 308 R

[0516] T b S ML P AT e Sl SR o], IR e s Sk e B AT, AR03% - 10°C ~60°C , BEAR

16 820°C ~50°C o S ML [AIHE A5 FH B A 86 S A% HF IR B A2 I I Bl 28 L oAz iR i

B H- TR IR R A AT P A2 L i 25 AU RS L IS R P38 25 P AN ) 1 AS [ 5 B b 40 Bk~ 24

/NI, BEALIE A 1043 S~ 12/, BEAILE 9304 B ~6 /)N

[0517]  ZE T FEbz o, Al SE T Fc o fE L P e BT, M4 75 2, 7 R 2 VAL T v 77 784

Fa B B B e rp S A A BUE, ATRI A L e AT n N R A LT RS £ H- 1%

FRlE AR (iiia) BUS AZH-EERER AR (iiib) 55

[0518]  (TLf¥e) (BIETF)

[0519] & 46, W ITEABT VEBI A5 DL T I (P e) /n T & g 458516

[0520]  J5iEAH ) (P e) A& RTIR A I (L 7b) 13 B In AN R A SEIZ RIS Ar

AN H-BEIRER K (1iia) 55 MEEIRR R SRR I HEAGY RN p MRS 5
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(iva) Wi Base” FIX”Hf ) 28 b — 3 o] UAD & v AR (R B 3 B ] A S vk AR (R P . HL
2L A BRI TS A OO B 24 DA o [ AH AR B S R 0 S LA 24 B B AR
SEIE G 5 RTA B R RE
[0524] D7 ykBH B TP A2 i A IR 5 vEB R I b 18 B FIn MR & ST BRI 3 7 74 24
H-TBEER BRI (iiib) < 53 AR B IG I ORI R I H B 5 AR p N R & S
g (ivb) GUH, pRAR I BL BT BB, p= 10, RN ) 4851 Ly (AR AE6) o &
ARG, SRS S USRS AR, fEAL A4 (ivb) HfBase” FIX ) &2 /b — 2
AT DA 7f ] A CRA S, 0 A AN, B R[] AR 3
[0525]  [fk27ai41]

Base®
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[0527]  S¢T e Al A HIROVE ), BRI &, AT 28 S5 R0 T ralm] B E 77 b, 4
MemEnE . U e DY SRR L B RS, ) DL EE
[0528]  7£ T e H A FIREE WE 55 15 28005 B R 2/ 0 70 LA A B V8 SRR IR 0 5 D0 U 725 Tk g <5
SEAZ T o AE SR AZ AR, AT e | R 1], IR R Rl IR 7 AR AR B S Bz BT, BLAA T &, 7T 2%
-5 Bk TR bR RE R S 0], 5 A e L
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[0529]  AHX} T L)PbH 1R RIFIn N R &S TR IH- BRI A ((iiadiiiib) 1BE/RIMNS
TP e AT FHR EIA S AZ 08 o 1 ~ 100 BE /R , AR 1~ 20 BE /R, i3t — B ik 1 ~ 1088
Ko

[0530]  SCT T HIp AN R A BEZ IR (ivadlivb) 1 H &, AT TebH 13 3
FIn R A FZ TR H- SR IR (iiaBiiib) 1EE/RT S , Lk A1~ 10K, BALE AL
~BEEIR I N L ~ 3R R IE A1 ~1 . BEER o

[0531]  5CT )P e I A 44 77 3 A4 0l BR i), R 2583 AR I S B R 2l gk AT R
Al BRI, rl 2 SRR T e bR R 48 670 Hodb, fiadk 2, 2- R T B AL 7 T L
1-GNIE L SRR RS 2,4, 6 = 7 TR S ORI I S A (230X - 3- Wk J52 ) IR Tl 19
SRS TR R RS S B M 2, 2- — P T I S B R X T R LB

[0532]  AHXFT /@b A3 B In MR A S Z T RIH-BEIRER A (iiaBiiib) LERM S,
TP e i I 464 7151 a0 a1~ 200 B8 R , ALik 1 ~ 10088 /R , S 1 ~508E /R o
[0533] T/l s MEIR P VA e S R ], IR e S St R R AT, ARR3% S -10°C ~60°C , BEARL
N0 C~50°C , HE— B LIE N0 C ~30°C o S SR () BRI AT FH I n A R A AL IR I A
VIR RISE BRI AR 5 5 IR RIS L SRR P 25 I AN TR I AS ), AL 143 g~ 12
/NI, SEAR I A 253~ 6 /NI, 3 2RI 5 5 B~ 37N

[0534]  {E4 AR Ae5E6 TP R B A 2l (ivadivh) Fon AL & e Hdh (B 76 & BUig 123
AR E A R (iadliib) RoRAA B SR IB O, AT 75 Zm 7L L5 e R B2
J A A5 2 B VA TR S it B U )OS (capping reaction) o XTSI &, AT FH L BRET R
FH BRI S5 BRI, SRR 1 TSR 46 SR DA A 3 3 A R i -H- I BRIR I = 2 e h L 2 - H- [k
FREGI = 2 4k 2h . T - H- I R S ) = 2 ke £ B 2- B 2 -H- s PR s ) = 2 A b
A foe - H- T B TR 10 e 8, ) OB 1 7 V25 it

[0535] TR ELULEAMIE , BT i B v OB, A2 T R 7R AR I s L B8 A S B I B B ) L AT R R 1
A ) 2 J S A N AS R (A% T B T A% T 1R St A 1) BRAR R 1) S

[0536] ity Js 82 AT 78 JF IR 1) T3 d 2 e S o Jt o S NG AE 17 e B TP d o J SE it
[0537]  {E T ffcJa, Al SLif T dEk T Fa. 76 TdEE T ra B, MR 45 75 2, w] R 40 W
Ab PR A R ZE AR B i A B P bE L P a A VA A, AT AT TP e Tnp MRS
SRR (vailvb) [0 B 55, 4k, Al T e i S B i R B 32 F T 5 10 e d Bk 1
Ao

[0538] (T FPd) (4L T %)

[0539] T /pdidid ff Tpeh 32 ntp N R G HIZEH IR (vaBlivb) B T Fah 43 2 fn 4
REF IR 50 2T 10 0 B, M iZntp N A LR (vaBlivb) [
VLT IR BRBE AL A NI IR hESE IR AN IR R B S AT R D Ge R IR R B A
FEARLRA BARY (R RSB R S AN OR P R B IR A R R BEE ) T o

[0540]  J7vEA ) T PdH TR A R AT (B R TH , 3R/ 18 U R @ SCAHT
BAE T pafa s oL R, RVEE ) £oR.

[0541]  [{h223042]
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[0543]  JiEBrP ) L d il R IR G R AES (5 B ARS8, 2445 5 1 & S ATId 2 AT
EAE T rala s il b, RYEIRT) &Koo
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\ FAH s
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[0545] F o
. et
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[0546] T Jpdrl fEANS T e PR BIRntp MR & S H IR (vaBikvb) BT Frad #3 2 fn >
REFZER (iasliib) BEAT S HIEOLT VAGE [ TP e B T pala i R BE S B
PN TR 108 B BEAT A U0 1 W70 0 BEAT o A1 D X T8 i EAT A2 (140 K700, T A58 P S 770
AT B A 7RV B 77 o D10 326 5 FH AR AE FRUBRBR AL 771, S A e iR — It I U PR — Tt
PIHEAARY IR (I BER — BE 5  BBIE AR P IL ORI I BRACTE R a5, SE AR e by
TR — B BB AU IR — BB o B PR TP e R B+ p MR A I H IR (vaBlvb) BT
a3 BN R A TR (LiaBkiib) 208 Ja BT TRd.

[0547] ST T Fed v ml A8 FAA TR, BRI 5 5 A28 55 R T Fa i BRI 770, R AR i
R A T B A5 BB e A R BB A 7oA 1 e 3 o

[0548]  SGT T Frdrih ml A FH “SEAR A" AT RE AR ], IR B HAT AR AN AL At A7 ) 1
DU R T R — M AU AL B R IR — R B ( RE T ED AT, AUty (1S) - () — (10— e SE T It
) AR LT BT Hd A AR (TBHP) L 2- T B e . 1, 1- A AL e X
(= R e 428 o 800 T S 2R P IR o NPT 26 b Mg 2 B8 IS IRt 2 R 7 ) 48 S 23X
FERTAL 5 2% 18, SE AR BT i S8 AL S 2T B A ) e i) R ae it ) T B ik 284K 57
5 5 ] 3 224 B 9 70 B9 0 . 05 ~ 2MIR R J32 1 A2 P o A1 D i Sk i TR Y 711 ¢ s i) PR
il R MR SN ARG VR R IR AT, ] 2% R E L DY S5ke [THR] L &0 e+ 7K B
EATRITR AV o Forh, B, i o AR/ 7K /G I F) 968 75V 7R AL/ 7K/ L E / THR VR 45 Y
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[0549] Ty dH A FHRTIA S AL FIRT , T3 i S B2 7715 R R 7RI R A o

[0550] T fedrb Al A% ARG “BRAL ) 3 A e I B il )R 22 B R 0 o R — RS e AL R
AR B ge ) ge 7RI A], AR ade B AR 3- & 21,2, 4- e 5T B (ADTT) . 3—- ((N,N-_
L A 3L E L) 311, 2,4~ MERE 5T R (DDTT) 3H-1, 2- 2K 3 BR 2R I3~
B-1,1- =54 (3H-1,2-benzodithiol-3-one-1,1-dioxide) (Beaucageid7]) -3H-1,2-
IR IR RN IR 3B 2R L B IR ALY (phenylacetyl disulfide,PADS) « —fimfkly
2 IERK 24 (tetraethylthiuram disulfide, TETD) N- (5% B BEIE AR L) — B8 FTEE IV iz o A TT
AT W ZR BRSNS s B3R AR () 0L % i, B A2 B BB L ADT'T , 5 ) A% B8 B
XTT R BRAL R S, P HE 4 5 IR R A N0 . 05 ~ 2MIR I BT AT FH o 1R 9 Pl s 4 B
) B AR i, R B A T N Y AR PR VA SRIRD AT, mp 28 A an — SR b £ it
WE BB AN TR A a7

[0551] £ T FrdHAf A BT R BRAL IR G B0 » TR dif) S M2 775 BT AoReVa 7R A
[0852] R VAR — ER SR ALy R AR A OR AP I R R I A R B A A PR
il , R E B A AR AT RI AT, A onf B2 BEAL S 420 DY SsUA Al S B L AL = S4Bk WN-3
BRI I = S EUIRES IR AN .3, 3- &5, 5- —HIEZ NELR NN - & (2,4,
6— =R IE) MR S AT o AR B 5 A S SR A ), B Rl R i, IR AT RO K
AR PRV RIRD AT, Al 28 H S b S e B e AT VR A VA R Pl Sy SR pe st e ,
PRz AL iE .

[0553] &g PR PR — PR B 5% Ak Dy “H i A CR P L OR 4P B B AR e — IR B I A0 R0 A
IR i, REE R A Re JIRAAT, AJ 28 W40 2 — B I W e SRR AL 7 25 BREE IR AR BR AL A
N Wbk — il AR S o A R IR F A SN RV R IR B AT e B2 9 3R T K 7RI BD AT
A28 S e I E BRCE AT TR A A R, Dk SRR BB , BE DL JYREIE o

[0554] Ry <R 28 — H SV i SR AL 1), Al 25 5 AR Dy B ARRY Bk A CR B AR 4P B AR
TR R 6f BN (C1-40 %8 FE A L) @ — FF B IV fig N— (C3—-6 B4 Joe JL i J8) 4 28— FF I
VI N- (C6- 1075 JEMR L) 4828 — F BRI ik N- (5- 1070 4% 7 JE0m ) 412K — FF I Jie JN- O
e AR ) SRR T IV i SON— (G 07 R AR AR - FR R I e 5 o BRAL , AR B AR IR i
ARG ARG BRACHE IR —BR S A0 5 i 3R R o VB | CL-6 e R S A I, m] {3 I AE Rl
AN- (CL-40FEHEAR L) SBZE — F IV e N~ (C3-6 PR e S0 ) 402K — FF B i WN- (C6-1075
FERIE) SRR BRI iE N- (5-1070 4% 75 AR AR L) Q2K FR IV i N- G b R ) 4B2R
PP I IV flig BeN= (2% 57 Rt ) 0824 FF I IV Jig 16 55 82 P 08 -, X e AR (R B A 79 A Sy
AR U H B G R AR, BRI F, AT AS HIN- [ (2-FUHE 20 F8) Bk ] AR 2R — FR B IF i (N-
(FF T ) 2028 — F B i W N— (2 R ) 41028 — F I I e N- (P R ) 20528 — FE i
i JN— Cre PR R T ) AR 2R 2 FF I e WN- (T R ) A2 — FR I Jide JN— GRUCT R %) AR
TR i N- RO B ) AR R e DN- (b AR AR ) AROR R B i N- (R
FERRIL) ARIR — F BRI e N- CGRFERRFL) SRR 2 B e N- { G R E) i) AR oK — HP gk
P N= { O B 2R i A ] AT 2R — R I I e SN[ (224 - IR e ) i A ] <0 2% — R Ik P ik
B

[0555]  fESNHRIIIG RERALTT, 7] 28 H 54 B AR B AR AR P I AR AR B — IR
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HE” 0 RLFIN- (C1-40KGESE B 5L) BRIAWE i \N- (C3-6FF BE AL I A5 BE HIBE W it N- (C6-1074
SRS BRHIME Y e N- (51070 7% 75 JE IR AL) 75 e S T 2 B BT 0. fide BeN— (O 5 Tt 22%) %
HBE W 25 o B AL, AE N B ARIG B AR P R BRI R R B M 2R 7. &
B CL-64m L S BRI , WA I AE BIARN- (C1—-40 4w JE R 5 BEH1ME i \N- (C3-6FF b8 ALk
B BRHAWE Vi N- (C6-10 75 JLMm ) BEHIBE W i W N- (5-10 70 4% 75 He i %) 3% FITBE IV fii N
(F5 BE F AR L) TR TV IV i S N— (2% 55 J i 3 ) 358 BT 0 o 1760 %o o2 P 3 40, 5 X BB B S 1)
A o A M 25 BR BB R B Ak 5, BT 5 5 AT 28 tHN- [ (2- Uk 2 ) A e ] 3% F Bt
fige N— (PR LB ) B8 FETIE IV i  N— (2 SR L) BRIFIE W0 e JN- (PR B 22 B8 Tk 0 iz N- (e
PIFEBR L) BRIAME Y i JN- (T LA 3L) BEFAME W f N- (U JEAR L) BEIAEE TV % N- R 3
T 28) BRHAME W e WN- (F e AR A B8 3 e 0 fle W N— (R 20 2) B BIBE W0 ik W N- CREE R
B BRIAGEP % N- { Cof G FL) B2 ) BREAIE WV A N- { Cof B 2R 3E) 3 ) R 3 W0 i BeN-
[ (2- 2K 1R J5E) T 2 ) R FP I IV e 2

[0556]  fEANDmbk — B RERAL A, AT 25 5 ER B AR B AR LR B AR I —
BSEE” %o REFRIN- (C1-40%% F B L) Mupk—3 | 5- = \N- (C3-6 1 e L it Jik) Mg npk—3 , 5— — i \N-
(C6-107% AR L) nE k-3, 5— i JN- (5-10 70 475 JL R 5L) M mpk-3 | 5- i N- G5 L )
N bk —3 , 5- - JeN— (Z 75 FE B L) WS mk—3 , 5- —lR%5 . AL , 1 9 B ARAY B 3 AR LR 4
(BRACTE S e S A5 M R UL CL-6 8 LSS BUAC LI, A ff FAE BT ARN- (C1-404%
FEIR L) M R-3 , 5- - F N- (C3-6 IR e FE i AE) M mk—3, 5- i \N- (C6— 10757 JEAR L) M mpk-3,
5= N- (5- 1070 2% 5 A 5k) M Ipk—3, 5 il \N— G5 e ZE AR L) A bk—3 , 5 i JN- (O 5
SRR L) PR IBR—3 ) 5 A 1) A L [ 355 4 7 3k 8 B R B A 79 o A S M bk — R R AR AL
BART &, Al 28 tHN-[ Q-FURE 2 58) Tt ] W ibk—3 , 5- - JN- (FF A J25) i k-3, 65— - \N-
(ZHER L) k-3, 5- i \N- (P JE 0 28) M k-3, 5 i \N— (57 TR B A %) Wbk -3, 5- —
B N= CT BB L) Mahipk—3 , 5 ] \N- GRUT JE: A %) Wbk -3, 5- i \N- (PR 0 B ) e b —
3,5~ 1B N- (F T REAR L) -3, 5 R N- (FEIEAR L) k-3, 5- Ll N CRIERR L)
N pk—3 , 5— i N- { Chf SR ) B i} M mpk—3 | 5— R JN- { b B R i ) B ] ng k-3, 5 —
i JeN=[ (2~ IR L) 1 3 ] Moy k-3, 5 i %5 .

[0857] ST T FpdHhAdE IR “BRiig ) , A e ml PR i, )R EEEAT e i IR — B s 4 1k
AR EREEI BE T RO AT, PRIkt B Ak A R DY S Bk B L R AL = SR N-S
BEIME Y % =S S GURTE IR E RN 3,3- —5-5,5- I Z NBEIR NN -5 Q2 ,4,
6— = SR IE) MR S A AT o A BITR 2 Ak s BE ) R A Rl R ], RS A T s B Ay
AR VA PR IR AT, AT 2% SR e i e B e AT TR A A R e S SR e s e , B
Peige ke .

[0558]  SCT- T Fpd s B “BIAL R , A el SR i, (R B RN M R RS 1k
H o s 1 — B e 1 e A7 B AT, AR S A6 (BHs) BH3s—THF#8 &4 . BHs— — FR AL BRI Z% &40
BH3— ML IE 28 5 W15 o A SN B B A S RE IR 771, Y0 R 0l R A 5 R S8 AR T e R AR 77
(I FAIRE ], AT 2% tH &0 o UL B E ATV BV R, Aide v — &R e stk e , SEARLIE N
MERE o

[0559] ST X Jol AT AR U I U 3 &L AT TP e A3 B n+p N R A % AT
iR (vadivb) B LFPah B RIFIn N R A FE IR (iadliib) 1BE/RIN S, ik N1 ~50ER,
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AR L~ 15 IR, 3 — DA N L~ L0 IR, i — DAL L~ TEE R

[0560] o Wil 5 3 A Al PR il , R LR A e Bk e RO AT, A3 9-10°C~60°C, BEARIE A
20°C ~50C o K ML [AARAE T ¢ H 15 Bl n+p AN R A S L (vaBivb) B T/ PaH 13 2 Hn
N FRETFIR (LiaBliib) fF0E A5 H A T S AT 45 00 e il 70 0 e 288 L e 2 T8 38 2%
A F AN R, R R L2 B~ 247N, BRI A 1043 Bl ~ L 2/ N, 33E— 2D AL 30438 ~6
/NS o

[0561] 74 F AL ISR AL R I 0T 2 A S BRAL 7 T BB AE S .45 RS BAE T —
T LA JE 5 R ASHHEE I 81 SN, 7 0512 Bl SR , PT84 o i A FH OGS JiR 7R AT 0 K
bR BRI E  AE IR R A, 3 A (1) (4, AP R = FR B R R = 2L Bs . = (2-
FRFL L) R WL = LS R S WS LRSS (BRCHR
PR AN S 3 T 77 o HIT I 4 K A B AR AT AR S

[0562] 70 T )P Ja#AT T dit , 754 L% 25806 7%k B A X (ivadlivb) RaRHIL A
B ER B A R A3 B AR R B A 2 (TiaBiib) RN AW L SR 1B B0, TR
i 75 A L5 1) RORE 2 e o 45 38 ) R it g S L o %o Tt o S B2 T & AT FH 20 B
BF R B IR BT SE IR BT, RS 1 R B 465 R DA AR, 0 i A AR B -H- T IR B 1Y = £ Rk kL
HE-H-BEER IR = £ B840 3t L S A 2 -H- R ER R V) = £ B #h I 2- Uk 2 B -H- S R iR 1) =
L FA0 0 S e ST R T 11 e L R PS5 190 5 Vs e

[0563]  Fiify Jso N AB AT AERT IR T e 2 J SEJife o

[0564]  7E T [Fax Ja#AT T di, 76 T3 d Jo A S i i 5 vk S B

[0565] (T j7e) (UiiEfb Aoy & 1)

[0566]  T.feselal T fa~ T d i (K AR i e v 45 31 1 5 7 v V0 o o iR P v 791) , AT
SRR UTVE , I [ 4 B R R S IR I )7 .

(05671 ER T e s BB MR VE 57, P4 A Q0 PR B B S R B IR T B SR B RIE T &
E%ﬁﬂ%%ﬂ%%?ﬁ%ﬂ:WE@\Z—TEH%—‘EH%E@%U,gEﬁﬁEﬁ@ﬁﬂi:ﬂﬂﬁ%@%ﬂﬁ\N IR I
B S5 B e R 77— FF AN SRR VA 77 s 7K DL A e AT 2R L IR AP 7 L FPerh
(RO PRV TRV 9 B 2RV ) I RV 7R BRI Sl Jir 0 L ~ 6 P B2 70 B S5 - 2 L~ 6
(G 7] 45 L N R BB 2

[0568]  fifi Ff] T d vh 49 B (1) S N VA TRCHEAT T e i IS 0 1 Sl 3t A8 PRI 1) 38 JR 7 T
ZAE RV A T R B 205 0 T 45 30 B 8, AATT R 78 EAT X0 T8l Jad - AT A8 10 g k5
(K043 K AL FR (1) (R I EAT T Pe

(05691 T4 2 W 1) S A% R 1) il 3 D7 V20 & ot e 52 34T BT S Kk B0 B3R T
a~1.[¥e, MM B LA i 41 FE FH m U R A3 BIME N B AR AL IR -

[0570]  (TJPf) (BARY » SEZATIR S5 1)

[0571]  SERZFH RN B T VAR , 78 TP e 2 Ji , P AR 4 FE AR 471356 | I I £ 47 5 A #E [ A
TR FERI PP o 1 BT AT AR, 1 SEAZ E IR 40 8 o AR N AR 1 T332, 4 ] i R
PROTECTIVE GROUPS IN ORGANIC SYNTHESIS, %53, JOHN WILLY&SONSH!Fiz (19994F) %
OB AR 77 32 BEAT B SR A% R (1) A OR PP B 25 0 L o BRI 5, ml s F) &
IKSBIK/ VR BRR K S R R 7R VARG TR ARG AT AR T, A TR v [ AR R B 3 DA R A
NFEARARIE R B T B R A B L 2B BB R S AR AR R
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T ERBE B AR R EREE AR I - F A LA R L B, TER R T Pa
Hh A A 1) SRR R BORR s B35 AT DA T X R T 45 B B VAR AT AR EE, TS A7 B
3 Ar R L I I AR AP LR 250 B Ah, AT AT N IR 7535 # B Journal of the Chemical
Society,Perkin Transactions 1,20024F,2619T1-2633 01 FPit #0 M fR47773%, FHDBU[L,
8- AR [5.4. 0] -T—1—Tehdi ] e = FF SEGUREREHEAT A 32 I K AR 3 i e — T e s
AR — Be S B 2 2R 5B 25, AR FH /KO A [T A CR 37 28 L DL A N AR 2 1 O
B 5 T R R AL B A L 2 W BT B A 2 X . B AN, R AR A AL
(T B 45) WG AE N AR LR B L 7 T B2t R S 2 L B2 L 2L B TR I 2
B SRR

[0572] X T4 e AR P BAR P B0 B B RS 1 & L W, 3@k FIH Journal of the
Chemical Society,Perkin Transactions 1,1999,1477-1486 51t 7i% (H (B) -
2- T FE A B T e -2- B NS SRS AL A fe 1, 1, 3, 3- Y B LR DBUZS Bl 47 Ab T 1) 5 1)
BEAT WRAR S AT ] S A ATl IR B o 0T e 2 S < B S T e ek B v i 34T IR AR 1Y
SEARRY AR Y R ACE IR - ERSE S 5 AT DA I BRI SR T (0 AR A A A BRAR
R 1= 5 s 8= W 3 B N 7 S e < R A ey L= T = S T B G w2
Journal of the Chemical Society,Perkin Transactions 1,1999,1477T0-1486T1 H1ic
BRI 78 R FH RIA B4k & B R AR Bk AT Rb 381K 77 v2:58) BEAT AR 3, 6 AL R g —
[ife27:8

[0573]  AHARYEN FELHRE 2 B8 7 i, DR, AR 78 2 SR v JE IR Hl IR 26 1F
X LA BRHAT

[0574] b3k TJPa~ T7d B L5 i e SE3E e i i A 350 mT 3d F -5 08 5 O A LA i
SN [R)EER T3 o B, AT ) FHEE 2 Rk o (03 V2 REOVRORH (00 T 0 3 SR B S

[0575] X Tl T/Fpedd L7 (43 B F IR M 5 , 1 nl il #k— P S A HlL A iz
JSZ 5 AT TR RSP SR B8 1) B A% R AT A 40 o AR R AT FH R FH 5 R AT 36 1) A% 60 1R B ) F 7 V%<8
H3E ) AL R , B 5 TEAB 7 V2B ok il i SEAZ TR

[0576]  fl4n, ] AE S HTIR T c AR S AF R 7 EAR I T b1 B n N R A 5%
HIRHIS A F2 I - IR ER A (1iia) 5 VEBH I LFah BRI n MRS SR (1ib)
A HH AR BB M40 & o 0 AR TP R T A 129 « A i 72 I 775 S ald e AT,
i (iiia) Mn53 G ib) BInm] DAHE AT BAAE, 28 (Giia) K255 Lib) BIZA] LAAH A A A]
PAASTA] o

[0577] [k K44]

50



CN 108350018 A iﬁ, EH :I:S 40/121 5T

Z“;‘O Base”
L ¢ 30
\ ¢ O
b ‘{)x Base’ it
- w!- Na 2
: &g ';\E G Y«f) 3&392
8 Basa® R i O
HO-FIC ' o Ot
& L3 : il ;{ s XE
[0578] Box? {iib) ! Base?
Yy Base™ AL i H-P40
810, Lo & o
Ol |- %ﬁﬁ%ﬁ «
N "w“xz Svaw
z ""'g
(ita)
A IR0

{vil)
[0579]  J34h, AIAE R TRec R R0 T, 7B I T b i 43 2 n N A 5%
HERHIS A2 FE - IR ER 1A (1ib) 5 VEAR I L Fah BRI n MRS EZ TR (ia)
AR BRI 4G S AR TP s T A R 210 A B 12 TP I 775 S Ak 52 SCH A,
X iib) FInERK (ia) Bna] DAHRW AT BAARE, 2 G iib) 253K (ia) BZ0] LAAHFE ]
PAASTA] o
[os80]  [fk2x45]

Base®
H-{,
&
3 s Baze®
e D XE Base® o
b £ L8
Base® o O
2
0 A“xz
X xz Z ne1
[0581] m Base® {ﬂa}
& 0. AW
‘‘‘‘‘ 7 AR
£
O=p-H
on
{itib) &
s =X
S BBBR10 B et

{vii}
[0582]  WI/EYS T /PdEFERI AN K RTR 4 A3 B A H IR (vii) BV RERR - Bese s
AT R e IR A R e SRR R b R R A LR AR
(1T R T S B S AN R B B OR3P R AR AR G R Bk o AR TP s T 5 IR AR 11 o A Bl
BRI 5k g SO, 3 (vii) RRg2na] BLAHFEE R LA, 28 (vii) 24N Za]
PLAHE A AT PAASH o 28 (vii i) HIEEE,
[0583]  [fk2%3(46]
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2l Based 5 Base®
Lo o
Frere Olaa (0
KR AR — &

[0584]

m
{vil} SRGE twili)

[0585] M ff A JeE It WA A HH O R — BRBE  4i A 1) TR AR B R BLR AW, 5 T velA
FEHL SR 43 B 7, Birak 43 B8 T b, A0 B e[S A OR 40 L B0 2 4 A 1) R A% B B X
iR (vii) Pide , 18I [V 2 2 Sl BUAR i ok B HE [ A OR 47 R B0 22 4 A 1) BN A% B A%
Mg (vii) o 534, Al A A R T e — BR s e A ) T mifS 2 BB G, 5 T ve
[ A 1t St 70 B8 T, T o3 B o, A LA oA [ A OR3P 2 ) PR R R A R A
BB IR (viii) YIUE , I [ 7 8 A BAS ik LA vh: o] A OR 7 22 () VT PR — P
O AL Z B Z IR (viii)

[0586]  FEWTIA & TP Ja, vl 5 TP £ R FE L, AR 4 Ak A OR 47 |l sp R 47 25 K% v [3 A
TRAPEERIFPSS o MM AT ARSI BT IR 7 5

[0587]  fERTIAZE T LAEER —EREEMI 46 A48 (vii) BUZ LR ERsr ik (viii) pr
BAR2NZH I 2D I N FEEARLR A B AR AR AR I A A m AR 37 240 i1
OUT, AR RTIA L TR BRSO 46 5K (vil) SBUZ L TRIR ERsEM ik (viil) /25
R R 12T A K (TaBkib) RoARBIA Y E L, SV EABO B ) T ra.

[0588] il idh I S i 7 R ] FH T 8- P A AR B B0 4 R = 24 5 (RNALDNA | SE% HF R R 2
SE) DhRRPE R R IR R B A AR AR AR T AR
SRR S

[0589] i IR 1) fill i 77 v o B A Ui 47 oa ] Je sk 3R AT IRAT B Ak 3B SR K L R AL
BB 48 & 55T O N R B BE B Ak (B2 WoComprehensive Organic
Transformations, 2 hi,R.C.Larock=%,Wiley—VCH (19994F) £&) ¢ Hilidk .

[05901 {54, %} F4E2° fi7 54" Hr£4-CONRY - RN AR FBC1-6%83E) M 20 | g
A% BT T A5 B AZ TR, T e 2 BL AT 22 -CONRY - RP R R A FBC1-6 4 3E) MFER)
SER B2 A A8 R AR B A 0] (] 55 AR 55) AR 75 BEHEAT IR 97 OB St R
RNERA o

[0591] SN T HES AH LR L () % 7 BT AZ B R n] s I 0 T Pl s B9 7 3 il , AT A il 1
IR T 7 R 3 T V2 — AN AR AR S2 it 7 =0 S 3N T AR AE R
AL AT SRR R T

[0592] SN TmNORIFIAR K (1) 27 B4 [ AH OR 37 5 1 A% B S A% 1 IR 49 ml e o oA
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2 X-1) PronRIREC R 20 (X-2) Fros BRI 5% 5 B IR (1 F0 2 B R T (14
S BLIAF2] o
[0593]  [fLE2347]

(ORq)s (0R1)s
(05941 HO\H/LL e 4/©' XTL1‘L{L3‘L4 ‘ .

o (X-1) 0 (X-2)

[0595] (b, XRom i & ol , HAh A 5 S Rinid s SCHHIA]

(05961 FEHER AH LR 7 H A TN P AL AR IR A AR D0 N » AT AETE I rh 3 ] =3 2k — 3
i 1-23-3- (3- "R R A A B WG IRER N NN N - R R-0- CGRIF = -1 -
) IREG7S FBIIR oh SOk KISR0 5 770, R HE [ AR RS 2 S N B E BT IR IR
i 2, A - R IR = M SR TN N5 o A5 AR B g B 00 5 7 28 AR 5 o A
= OGS R GG T3 T AR, AT ST L L, 2- TR LR R
R 2828 HOR I = RS B IR ARIE N IR L8R LR N ER SR R ARV
BE B PERE = J52 « 58 COBE S5 R I R A8 70 5 DU SR LT 2R [k R T T 2
PR Tk S Tk 2R 75 7710 s N, N= 2 P P B AN, N= T 2 e = P R b g e ) 5 5 e 2R )

N
2

[0597] %R PR BRIE i P ik BEAT I A B 28 Ak IR S KR SE ) N N RN B e A ki (1
1% W.Comprehensive Organic Transformations, s ik ,R.C.Larock® ,Wiley-VCH
(19994F) &%) e Hillid o

[0598] A 4h, A FIH ERGE A% B R LIRS L 517 2 I R4 L2 51 2 10
LS A B R AT B, B B MR SNV AR B3 L B 4, L A-C00-.~CON (R?) -
0CO-BE-N (R”) CO-I}, 1 Al Il F 3R 40 532 B B8 [ A T S5 J L™ T 15 1) i e s T e e
B Bk 3t 5 ONHE G AR 3 . L -C00- . ~CON (R?) —.0CO-BX-N (R?) CO-I} [ £ . b &b, R* 5
HIIA 8 CAHE]

[0599] o, A DAF X H B SE I H IR . 520 (X-4) R B ORI BRI 55 B, 15
BEABARIERN T AR X-5) XA EFAMZ TS Z TR, 05 %S H AR
X X-5) RARMEAMZHFRFZ TR 5 T AR X-6) fraaf B G A X-7) B
INHI A A 4 A, T il B A mo 0 HL*A-C00-B%-CON (R®) — I A& =X (1) 2 i v [
PR R R B R -

[0600] [k 48]

6]
L
[0601] 1] ”
el

[0602] v, L ik & SCAHTA) o
[0603]  [fkraXi49]

*_L, OH
[0604] \([3( ‘]o( -

[0605] A AT 5 S HTAE A .

53



CN 108350018 A iﬁ, EH :I:S 43/121 5T

[0606]  [4£52350]

. (OR"); ’JE;PWWE
[0607] HO™ L3- szN/LS\L" .

v H
(X-6) (X-7)

[0608] X FF 5 5 HTA e XAHA

[0609]  HiAR & A B ARERNN X-5) R ERFNZ TR EZ TR . 5HTd X-6) s
(B AL S M BCRT IR 20 (X-7) B (1) Ak & WD 46 638 5 ] 723 77 A8 A 3R O 2R il — T
f& 1-2.3-3- 3-ZHBRERZ AN Ik SRR EE NN, N N Y B -0- G = k-1
5) KSR 7S T IR £ B A DR SR 4 5 AT R PR TR B, nI LA R R I e A
NGV ) SRR X-1) Bt (X-2) B A Az B B S R 14 SR R R

[0610] 54k, i du, ] DL I A5 5 BT 466 S SRR 26 4F T8 T iR X (X-8) B (X-10) By
AR TR X-9) Bl X-11) FroRBIR B 5 4% 1 BUR A% 5 R 1 520 5 B IR i it
54, B AR TR 7 AT AR S, Uk, 3 31 T A X-12) RSB G ECT iR 2
(X-13) RARMERENA D, /£ GRTRSE & R LRI R 2640 TR 21 X-12) KRBy EEAL
AWER X-13) RRHEIAL AW 5 X-14) FRRFEMN AR X-15) FoR i) 753
R 452, AT )3 E A m0 L L N-0C0-B-N (R?) CO-f iR 3K (1) &7 1 e [& A A7 5
MR T BSEZTTIR .

[0611]  [fk2251]

HO "L1‘L’{L3‘0"P' XTLLL{L&\(},P‘:
(o} (X-8) O (x.9)
[0612]
HO by L3 P, X Ly, ks .Ps
DO S G
O (X-10) O x4
[0613] (A, PIRIRBRFL AR Y3, P RN B I R 3, X oRn i K L7, HAL R 5 500
AR SCAHIE o)
(0614 PUR M\ HE I I (R LS A (o S i P, PT VAR AP B AE I 2 AR
He P

[0615]  [f27352]
¥ L1., /L3\ * L1$ Lsﬂ,R
[0616] \ﬂ/ 5 T woN
o (X-12) O (x13)
[0617] A I9FT 5 S HTA E A .
[o618]  [f272353]

Ji’Png | lggmms
06191 Ho,c X AN

(X-14) © (X-15)

[0620] AT S SR E A, XFRomp 2 5
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[0621]  HiIA fi AR S B2 25 £ ] 222 PROTECTIVE GROUPS IN ORGANIC SYNTHESIS, %3
Rz, JOHN WILLY&SONSH: filx (19994F) 2¢,

[0622] 5\ T my LA 2R (D) T O AT A 6 B SR S R 1 S PSR (T
AR (X-3) BRI 55260 L0 5 PR S MR 2 B R 2 ) S BT 031

(06231 [f3254]

. (ORY,
[0624] XXQ\“/L1‘L2 L3‘L4/©‘

Lslg
ste G X-3)

[0625] S, XK IR 2 i+, HAWRT 5 5 Rk SCHITA]

[0626]  FERTAR I (X-3) B~ B e 22 o AL 4 5 4% 1 OS2 A% P IR 1 Jse B2, AT A FH R (it PR
B =L AENETRIE A, A PRI IA I 1 2 RV 5 B R RV B &RV 8 DR
FRVE TR TR 2R A R B e 2R A R S, o, mTSE B i SR

[0627]  HiiR = (X-3) BT B e i Ak Ay ml ol i S ik X (X- 1) Prs R I 5 0 FF T Bt 5
TEVE I RO (B BR A FF 552014-144285 5 LB 77725 Kiilid , i nl i A pnA = X-1)
FisB R 2 R P 1E (paraformaldehyde) & WEEAAEE A KA (Journal of
Medicinal Chemistry,20094F, ”*52% ETTIT-TT8 T J515) KfiliE .

[0628] A 4h, A FIH ERGE A5 B R LIS R L 517 2 I R L2 510 2 [0
S L HLZ (R R P AT leﬁlﬁi@w\/ﬁliﬂﬁ%%ﬁﬁ Jy4h,L?H=C00~-,~CON R?) -
0CO-BE-N (R?) CO-I, 1 A Il F 3R 40 532 B B8 [ i A T S5 J L™ T, 15 1) e s T e e
B B b 5 N [ A AR 47 2 L - C00— . —CON (R?) -, 0CO-B%-N (R®) CO-INf H [F] £ . It Atk , R? 55
HIIA 8 SCAHE]

[0629]  sLjtafsl]

[0630] 4271 ke, Z1 28 S it 7] ok LA s 3 I AR 2 W AELA SR B AN 52 e AT PR ] o 75 10 B 1)
AT, SR, NMRFR TR AZ W AL IR U , MSFR R i

[0631]  7EiC# T "H-NMREHE (945 00 T 5 7 L 300MHz (JNM-ECP300 5 H AHL F (JEOL) 2
il , BRINM-ECX300; H AL~ (JEOL) 2w il) AT 52 - LA VY HR et e g N AR 0 Jo 1 4 2810 1)
155 2R S (AT : ppm) (53 REBE R MED o “s” RO g, “d” FoRMEIE, “t7 RN
=E, Q" LRI EE, “‘quint” Kos FLEWE, “dd” FKox W EXE (doublet of doublet),
“m” RN I, “brs” RN T UG, “CDCL3” RN AR » “CoDaN” AL IE o

[0632]  7Ei0#% T2 'P-NMRELHE 5 L T, 267 FHINM-ECX300 (H A<HL + (JEOL) 2 ) hil) J45
(45 5 AL 22 F2 S (B4 < ppm) o

[0633] X TMSTI & , 7E 8 A Rl Uk G 60T, FERA R BS54 1T, FIHEST (L 25 155+
) EIE o “EST™” RIRESTIE B FHEX, “EST-" RIREST /1 1 F A2

[0634]  Z&f1F1:

[0635]  #:%E .AB SCIEX TripleTOF 5600

[0636]  #f:Kinetex PFP(2.6um,2.1 X 75mm)

[0637] A :40°C

[0638] /B VR 2H 1k -
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[0639]  HAUAH: VIEENE/ZE=1/1 (EFLL)

[0640] 7K AH: 1OmMER PR K VAW

[0641]  LL50/50(K)H HLAH-5 KA KR A L U6 I 5E , 76 I8 6 f5 10758 A B 2 Pt A7
FEN90/10. 2 Ja 593t KA HIAH-5 A VE A B 8] 72 2490/10.

[0642]  Jii%:0.50mL/min,

[0643]  F& WP K : 260nm

[0644] b A Ak AT i v AT I Al AL T 5 5 76 508 5 0l Ul BH IO A% 00 T 5 5 A oL 2 £
Hi-Flash#t.

[0645]1 %4 (FE5 Arif A4, 4 - — AU =P B B AR IR AR SE PRV
[0646]  [fL2EK55]

0
1* A8
e
DMTI’O DMTrO
[0647] O
S o 'y
H-B-O H-NEt NG~ g P - +Pr
o |
: i-Pr
OH :
p(H) PA

[0648]  fENHIT & M Z HBRIIAZ IR AL, e HE 15 -0- (4,47 - H AL = B gt
(thymidine) [OH]\5 -0- (4,4 -~ H L =R AL -3 -0- 2 E B (phosphiny1) Mgt
= o 1) 1. /15 -0- (4,4 - EFE =R L) -3 -0-FUR O (SRR T
TR [PA] o 43 AR EF AR T 100 CHEAT fitd , 83— e iy 1) f7 , JEATHPLC /3 #r o 1 HL 45
R TEL.
[0649]  HE1AT %N, HSH-BEERER A S B LR AL , i e
[0650]  ZZ 5 plflL (FE5 AR A A BT R R NN A B A SN
A
[0651] [k :56]

O

[0652] HO

OH

[0653]  ZER/S/SA T, T0°C, A T (24.20g,100mmol) FIRLIE (60mL) B 29K 31, F N
T T ESURERE (16.62g, 110mmol) , 3EAT 22/NIF 29493 ) 3t o £E R R 2808 2 BRIE 1,
NI SR R AR BEAT 43 W6 1A 45 B B K2 s I SR e, 04T 40U, A T A3 B L
JZ 5 5 %6 Bk R S BN 7K I VR BE I » FF FHZK B I8 o 7R DR T 78088 25 B s 7)1 o I RR R Afr HE 1)
[l A4 1t 9, DL B A TE A3 B A1 (29. 77, W #E84%) o
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[0654]  'H-NMR: (300MHz;CDC13) 80.11 (s+3H) ,0.12 (s+3H) 10.92 (s.9H) . 1.92(d\3H) .
2.02-2.16 (m\2H) +2.32-2.39 (m. 11) .3.81-3.92 m.2H) \4.01-4.04 (m. 1H) \4.45-4.49 (m,
1H) +6.36 (q~1H) +7.48 (d\1H) .8.27 (brs.1H) .

[0685] 275 & pldpl2 (FE5 frFadk BAT BT B — HI L A b et | R 2" 00 HA = g3
FREFEAE I H A 5 0 25 -0 (T 3 H AL R Ge ) —2" —0— — St AT 5k P el e R M

AT B
[0656]  [fL2R57]
T g\ TIPSC! T
ASNR TesCl NH  AgNO3 N
; ! - {
[0657] R K m"i\\aﬁf&* NNp

Ww
E OH . OH H OTIPS

[0658]  T1 5 —0- GRUT & —H L RESE L) JRMEE LI &k

[0659]  FEEAAA T, AEZEIR TS, F JREEREZ H (12.03g,49.3mmol) (K (6.74g,
99.0mmo1) HN, N- 1 J: FH B fi [DMF] (120g) ¥ H , A8 IR T 2 R R &k bt (7. 76g,
51.5mmol) , HHAT 5/ NI 1 BRI P 412 N VR A W0 I 227K (240g) H , b AT HE A4 3
)45 B R = P s I R O, AT 30 4 B e, AT I 9E, DL B A AR 13 215 -0- G
TR R L) JRMENE AT (10.49g, E59%) .

[0660]  'H-NMR: (300MHz;CDC13) 60.11 (s\6H) .0.92 (s.9H) .3.82-3.87 (m.1H) .4.00-4.05
(m.1H) \4.14-4.15 (m.1H) .4.21-4.26 (m.2H) .5.67 (d1H) .5.90 (d.1H) .8.06 (d.1H) .
[0661] T2 5 -0- GUT 2 - RAEF R -2 -0- = R R EF RS RS e Z T 04
Jik

[0662]  {EHSAM N, AEZEE T, 15 -0- GRUT 3 FL Bk e L) JRmsne %4 (5.40g,
15. 1mmol) AR 4R [AgNOs] (10.3g,60.6mmol) JMEEE (6. ImL, 75mmo 1) f¥ THF (50mL) & 77K
I = SR RS (11.65g,60. 4mmol) , 4T 237N 63 B (R 3t o PR A 8 = 56 1% e b
TREV AT I PE , 7RI T 2808 B BRIE T, WS N B8 B8 S K AT 4070, 1A 43 B (1) K 2
ISR SR  BEAT 73 WL A TR BRI A HLE , 6 %6 Tk I S PR VR IR % I FH KB 5%
FEJRE T 2808 EBRIE N B Inc b, AR L ¥ 20 20°C 5, AT 38, LB A EH AT 20
B35 -0- (BT PR -2 -0-= A LB RELE L PR IE T (5. 24, U
68%) o

[0663] B X 75 2 K JEIR » R T BEAT 2808 25, FTRERR (il (S - LR L BR) AT 26
1k, B A i AR T2 G 21157 -0- GRUT B FF B R RE ST E) 27 —0- = 57 TR 22 FR Ak e 6 R e e
ZAF (1.72g, 2 22%) o

[0664]  'H-NMR: (300MHz ; CDC13) 80.12 (s.6H) .0.94 (s 9H) .1.04-1.16 (m.21H) .2.80 (d.
1H) .3.81 (d1H) 3.96 (d+1H) \4.13-4.20 (m.2H) .4.36 (t\1H) \5.70 (d1H) .6.07 (d.1H) .
7.95(dd.1H) .8.17 (brs.1H) .

[0665]  sLjififsl (FES Arfs Hesk G A HER AR I BRI 1 5 10 - A3 A Rk

[0666]  [fk.27 58]
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b o]
Q o] Ho/ﬁ‘)c“fly \fk i
f‘m .ué'(:)&o \(:ﬁo ' OCypH,; i N’ko
'N*’ga
o]

OCygHgy TBSO.
[0667] 9 THSO, T o 1Y
T830. EisN HBTY o
Cx., CH,C; o 1-Pr,NE ; l/\)L 0OCgHs;
B \A/\)J\ o DMAP B °

Q o .
OH H"gE‘: CH,Cl B QCgHz7

i 2 3 OC Hq7
[0668] T/ @14 A W20 &k
[0669] AR ARAT . AEZR T, MG (8.02g,22.4mmol) HFIIMRET (3. 35¢,
33.5mmol) {5 Lt (80g) VI , NN = i (6. 21mL, 44. 8mmo1) , FEAT4/]NEF 3738 4
P11 R BV A DR BN IN2 . OMBE IR — = 2 K WL BEAT 0 B AR B A AILZ 438 A 2Mk
R — = AR, R 208 43 AT ek, IR R B2 108, SRS 7E 980K T 2818 £ BR Va7, DA
R A EARR GRS 2 (11.37g, I0FI1 %) .
[0670]  'H-NMR: (300MHz; CDC13) 80 .13 (s+6H) +0.93 (s 9H) +1.23 (t 9H) .1.92 (d.3H) .
2.04-2.13 (m 1H) .2.39-2.46 (m.1H) .2.55-2.66 (m.4H) .3.02 (q.6H) .3.86-3.95 (m.2H) .
4.13(d+1H) \5.25 (d1H) .6.35 (q+1H) .7.55 (d.1H) .
[0671]  TF24b &W30) & Ak
[0672]  FEHURT L EZR T G2 (2.79¢,5.0mmol) 3,4,5-= (+/\ke S H L)
RS (2 H Tetrahedron, 2011,67,6633-6643 1103 /1 VE 4 ) (3.13¢,3.4mmol) 1) —
ST (65g) VIR, WS N2- (TH-2RFF = -1-8) 1,1, 3, 3- VY R iR 845 75 Tl 1 £k [HBTU]
(2.55g,6.7mmol) \ ~ A (1.2mL, 7. Immol)  — FF S L AL IE [DMAP] (847mg,
6.9mmo1) , HEAT L/INKY 843 Bf KT 4 4 o (7] S N2 VRA W b s I R B, 3 AT HE A [ 4, DA £
I B3 (4.53g, R IS%) o
[0673]  'H-NMR: (300MHz ;CDC13) 80.130 (s3H) +0.133 (s.3H) .0.88 (t.9H) .0.94 (s.9H) .
1.14-1.83 (m.96H) .1.93 (d.3H) .2.05-2.15 (m.1H) .2.37-2.44 (n.1H) .2.68 (t.4H) .3.89-
3.97 m.8H) .4.07 (d.1H) \5.02 (s 2H) \5.27 (d1H) .6.34 (g 1H) .6.53 (s+2H) .7.54 (d. 1) .
8.11 (brs.1H) .
[0674]  sjitafs)2 (TBSEER JBARY™) « A WDART & Bk
[0675] [k x59]

O\I'/\)Lo OCgHay | .‘ N ‘ : AOC sty
o /?EO%HM G 0013H37
3 C1gHaz " QC4gH37
[0677]  FEHSAA N EZE T, WA (2.97g,2. 2mmo 1) 1 PU I [THE] (65g) ¥
TR N . OMPY T 2 s AL B [TBAF] / THRVAVR (2. 4mL, 2. 4mmo 1) , BEAT 27N 1043 BRI 4+
1] S5 S VR ) A s I R B, 1l i AR, DL A e T A U4 B A 4 (2. 66g, IE
98%)
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[0678]  'H-NMR: (300MHz ; CDC13) 50.88 (t\9H) v1.09-1.84 (m.96H) . 1.93 (d-3H) .2.30-2.45
(m.2H) .2.62-2.73 m.4H) .3.82-4.04 m.9H) .5.02 (s.2H) 5.25-5.29 (n.1H) .6.19 (g 1H) .
6.53 (s.2H) \7.49 (d.1H) \8.07 (brs.1H) .

(06791 sLifh]3 (M- ERER L) - b & YI5al) Bk

[0680]  [ft23K60]

0 HO-P-0OH

Y’\NH Ho
| '_'-“J%OV />y)1\c| OH
6811 "ON oo N “'E“° o
S o N :
o N

QOCygHsy Y OCqeHszy
4 0CH37 5a QCygHyy

[0682]  EZAAGR T, T40°C, A R (336mg, 4. Ommol) FALRE (10mL) V&K, B2,
2- L TERE (0.33mL, 2. 4mmol) , HEAT 39 B (K B RE o 5] 1% S M TR A W 3 ik A 44
(498mg,0.40mmo1) , T-40°CHEAT L/ 45t , N2, 2- —F BT H & (56uL, 0. 40mmol) , 31
AT /NN A5 B b IS NG S AT A AT, UK 205, AT 08, DL a4 2 2K
B3k B ¥5a (562mg) o
[0683]  'H-NMR: (300MHz;CDC13) 80.88 (t.9H) . 1.16-1.83 (m.96H) .1.92 (d.3H) .2.31-2.35
(m.2H) .2.68 (brs.4H) .3.90-3.98 m.6H) .4.17-4.24 (m.3H) .5.02 (s.2H) .5.39 (d. 1H) .
6.38(q1H) \6.53 (s<2H) .6.94 (d.1H) .7.68 (d.1H) .
[0684]  3'P-NMR: (300MHz ; CDCls) 86.54.
[0685]  sLjifafsl4 (H-BEERERIL) : LG H5b () 1A Rk
[0686]  [fr2x61]

o EtaN H
SNH

N° TG F‘hO-*Ii"OPh O
HO.

. I H H-P-0, ‘

[0687] o~ 5 —\—» o)

0. AOC;gH3y | ~0C,gHyy

“18¥137 2)“ o 18¥437
4 C18Ha7 3) BN 5b OCygHay

[0688]  FEZTAS T, T°35°C, A MR — 2K (0.72g,3. Immo 1) HIREWE (7Tg) ¥ H , i
Ik &494 (0.5g,0.40mmo 1) FIRERE (5g) ¥R, FHILIE (3g) BE¥k - T-35 CHEAT 17N 5573 B )
PFE , IR ESINIK (2.58) = (1.9g) , BEAT 26 53 B HE W8 IN N 5 3 8 AT HH () [ 44
LA £ [ 44 T 2015 26 545D (507mg) .
[0689]  'H-NMR: (300MHz;CDC13) 50.88 (t.9H) +1.20-1.81 (m.105H) +1.98 (s 3H) .2.32-

2.35m.2H) .2.67 (brs.4H) v3.00-3.09 (m.6H) .3.90-4.17 (m.9H) .5.02 (s.2H) .5.41 (t.
1H) +6.41 (t<1H) +6.53 (s+2H) +6.90 (d+1H) .7.84 (s+1H) .7.92 (brs.1H) \12.67 (brs.1H) .
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[0690]  3'P-NMR: (300MHz;CDC13) 65.11.
[0691]  sZja 55 (IR A AN AL Y610 &
[0692]  [fk273K62]

+ TBSO. . e

s OC -3y | =
S (2]] N/
Q€ gHzr
CigHay 1

83
[0693] Lo/
\(LNH jl\)km-l
"'N’&O N'k’ﬂ
TBSO0 %S TBSO. o
o \['LNH Iy -0 \(‘\NH

by A, , Ao
H-P-0, THE HO-P-0
o O H,0 6 o}
;7 O i \ /0
OWL . i OCuHsy p N\(\Q:ch_gﬂgy

Q .
OCaHay ‘ OC1gHs7
OCygtyy 5 OC 1gHsy

[0694]  FEZAAA T, T25°C, [ 4L & H5a (49mg) FfL 541 (20mg, 0.056mmol) L HE
(ImL) ¥EWH W iN2, 2- — B T BES (25uL,0. 18mmol) , HEAT 414 B4 bk SR 5 , W
0. IMABIE g / THE /7K & (0. 73mL,0.073mmo 1) , BEAT 29438 B it 4 , Vs I A R — FP I (4.3
ul,0.036mmol) o fEJR T R4 S SLTR G4, N I I » A [ A4 byt FHOKYA #3478,
DA PR 8 ] 44 T 2043 2 AL A 46 (34mg) o

[0695]  'H-NMR: (300MHz ;CDC13) 80.091-0.13 (m.6H) \0.85-0.95 (m.18H) .1.08-1.83 (m.
96H) +1.90 (s3H) .1.91 (s.3H) .2.36 (brs.2H) .2.57-2.67 (m.6H) +3.81-4.29 (m.12H) .4.91
(to1H) +5.01 (s 2H) .5.42 (s 1H) +6.28-6.37 (m.2H) .6.53 (s+2H) .7.51 (s+1H) .7.72 (s+
1H) .

[0696]  *'P-NMR: (300MHz ; CDC13) 80.70.

[0697]  MS(ESI") : [M-H] 1654.1197.

[0698]  sZjffil6 (284K (3mer) ) LAY A1k

[0699] [k :63]
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[0700]
9 o
o o RO-P-OH .
\HKNH H \E)’\NH
'\N"l'\\o b oH WS
B0 HEPy >HO o ’/>rJ\m» H“g“o\ o ‘ .
CH,CE, 0] S 0. /[L . GCiH.
OCyaHy o ”\Q 3 ~OCaHsy (j T[/\“ o 1gHsz
(\,:‘ 1/\/ ‘/Ioc N ¢ P0G
mwu:w”n . 3H,»,7‘SH31 - OGNy

\(“\

o
TBSO, L TBEO.,
E NH
NSe o
e H—P = ET HO-B-0
@ o g
S i : N
WV oGty | . M OC gy
OCsaHaz B 0313“'31
o}
o o \[k
R |
\fLKH 3 \(‘km‘l in"'go
o ko g LA, )
HO. H=p= Z
0. \(,\NH qi 5 s \":J\NH &
ey %—J -~ LA, e i—>|; ) L re
cHel Hafg—o o ~ Ho—g—.o 4 —
s OCwMsr T OCaHyy
o g
I 1 [
OCqgtlyy CraHyr
187 18Mgy
7 ]
o a
\E“\NH
o
TBSO, TBSUO. Lo}
%»u =
o N’go
H- P—O 1z Ho=p- 9
¢ \(L&H — 2 O [T
o Wo S NS0
HO-P-0, j HO-P-0) ‘
b (Nj 6 Lo

\&/\)‘\ OCgHay UE/\, Ry e
: o
; O My 0ty
Ok gHsy OC sty

[0701] T3 b 5161 & ik
[0702]  ZEBVTAATE, T40°C, A4 443 (1.00g,0. T4mmo 1) () 50 F 4% (GmL) IEWT , ¥

IngEAL AL e (86.51L,3.3mmol) , HEAT 4/NEF 4243 Bh B B d , s 7S B Sk Rk AR E [ TMS20]
(0.55mL,2.6mmol) o [7] A1 24F-0. 57mmo 1K A W3 K & 1 1% [ MR S0, U8 AL g (SmL) , 7F
P N IR 4E o BRI A NI E (SmL) , ZEJEE N ¥R 48 , s AL E (6mL) , Hil Ak & W04 1) L g VA
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[0703]  FEZAAR T, T40°C, A LR (0.50g,6. lmmol) HALEE (16mL) V¥R, B2,
2- AT RS (0.41mL, 3. 0mmo 1) , HEAT 3573 BRI 45 HE: o 191 2 I8 VR 7 IAL & )4 1K L IE 74
TR FHMERE (1mL) Bedk o T40 CHEAT6/N0 3543 B I bt , s 2, 2- —H LT B8RS (0. 12mL,
0.87mmol) , HET AT 3/t AN N 2 A A Afr th , UKV 205, 3047 198, DL 3 £ [
W5 21 & H5a (73Tmg)

[0704]  FEZAAA T, T25°C, LA H5a (7T02mg) FALAH1 (279mg, 0. 78mmo1) FMLLIE
(L4mL) VR, A2, 2- AR T BES (0.36mL, 2. 6mmo) , 34T 3393 8 Fi o 28 )5, AR
A0 IMR RIS L g | THF e K VAR (6. 3mL, 0. 63mmo 1) , BEAT 21 73 BRI it , % 0 7 7 152
= HE (12uL,0. 11mmol) « M) R RZVE -G R B NI » AR A3 S 7R N k4a , v in 2.
& UKV H G, AT 38, DLV PR £ ] 4 T 2045 210 5406 (T99mg) o

[0705]  'H-NMR: (300MHz ; CDC13) 80.096 (s+3H) .0.11 (s+3H) .0.85-0.95 (m.18H) .1.10-
1.83 m.96H) +1.90 (s.3H) . 1.91 (s.3H) .2.35 (brs.2H) .2.57-2.67 (m.6H) .3.86-4.28 (m.
12H) \4.92 (t\1H) .5.02 (s.2H) .5.35 (s 1H) .6.28-6.33 (m.2H) .6.53 (s.2H) .7.49 (s, 1H) .
7.59 (s, 1H) .

[0706]  3'P-NMR: (300MHz ; CDC13) 80.96.

[0707] T F24b &M & Ak

[0708]  fEZAAA T, T40°C, AAA 6 (750mg) 1 & H 4T (4mL) VAW , WS s Ak & -
MEWE (51.9uL,2.0mmol) , BEAT /NI 2343 B R FidFE: , o N 7S B 2k ek 28 e [ TMS20] (0. 33mL,
1.6mmol) o« ¥ MMLIE (8mL) , 7EJRE T RAA « FF- IR A8 MNIEE (8mL) , 7EIR I N4 , 7 Itk me
(6mL) , il AL AT (FIIL IE VA9 o

[0709]  AEZAAGR T, T40°C, [ WL (0.37g,4. 4mmol) HIALRE (12mL) V&K, B2,
2- TS (0.37mL, 2. Tmmo 1) , HEAT 39 BRI 45 HE: o A1 8V S AL & ) TIIEE e 7

T, FHIEBE (ImL) BE¥k . T40°C AT L/ 435 B 1, i n2, 2- — AL T & (61ul,

0.44mmol) , FE M AT 3/ 3143 SR I Bt o R N 2 I » A [ A AT 1 FHUKAA 80 )5, 34T 108
DA B ] A4 T AR 2L A48 (61 1mg)

[0710]  fEZAAUAT, T25°C, 4L & 48 (600mg) Ak 541 (194mg, 0. 54mmol) ML HE
(1OmL) V&K 1, AR n2, 2- —F LT R4 (0.25mL, 1.8mmo1) , HEAT 344> Bh i # e AR 5, Vs

£3,570 . IMPS TR L e L THE f2 K B VAR (4. 3mL, 0. 43mmo ) , HEAT 584 Bh (K #itHk , Vs Ty T 1%

—HE (16uL,0.14mmol) o [\ R RIVR -G R a8 NG , AT AR 5 72980 N Hk4d , i n .
& UKV A G, ATk 38, DAV PR 2 [ 44 T 2045 2110 549 (634mg) o

[0711]  'H-NMR: (300MHz;CDC13) 80.093 (s+3H) .0.10 (s+3H) .0.85-0.92 (m.18H) .1.09-
1.89 (m.105H) .2.01-2.52 (m.6H) .2.67 (brs.4H) .3.85-4.26 (m.15H) .4.92 (s.1H) .5.01 (s

2H) 5.02 (s+1H) .5.38 (s 1H) .6.13 (s 1H) .6.24-6.30 m.2H) .6.53 (s.2H) .7.42 (s 1H) .

7.48 (s\1H) \7.60 (s\1H) .

[0712]  *IP-NMR: (300MHz;CDC13) 6-1.52.-1.33.

[0713] s fe 7 (IR S ImAL) « A 100) & Ak

[0714] [k 64]
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[0715]
ol
oH \f‘\NH 0
§
H-P-0, NS0 />‘/LLct
o + TBSO P S——
OC4gH37 ] =
l H W
OCgHzy
5a OCgH37 1
Q

o
TBSO. g TBSO0.
oo \(‘km
— (X,
H-P-0 H0~P~o
yi)
o -0 «
_ li J 5 k >‘

o\r(\/u\o i °c1 8H37 \‘(\)'L ‘ OCWHH
o) .
; | “QCysHy

OC;5H5,
OC;sHsr 10 QCyH3y

[0716]  AER AT, T25°C, FLAY)5a (102mg) AALE 1 (38mg,0. 11mmol) AL IE
(2mL) VAR, AR N2, 2- = 3 T EESL (49uL,0.36mmol) , HEAT 234 BhI A EE SR J5 L Vs IR
it (28mg,0.87mmol) , BEAT L/NIF 843 B (R i Ht: , MR N 4 » A A& Y, UK 200, 14T
98, Ph A Al e S 2 A 10 (121mg) -

[0717]  *P-NMR: (300MHz ; CDC13) 660.46.61.07.

[0718]  MS (ESI") : [M-H] 1670.0959.

[0719] St 4518 (il i PR 47 A2 g — PR 4 = O Y BN 1Y) — 3RAK Cmer) B A0 &1L
g=107

[0720]  [{k%7:K65]
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[0721] 9 9
\E\)\NH \Eu\NH
W , Ao
THF HO-P-0
x Lo}

Q OC1gHs | e ONoocuH:q
. % >

OC;gHs Y~ TOCgHs;

OCgH37 OC;3Hsz

i
[0722] SRR T, T25°C, A& 4)5a (103mg) FI5" -0- (4,4 - —H &R = R JL) Iy
H R AR T 2 7)) (61mg,0. 11mmol) FIMERE (2mL) ¥, W52, 2- —H BT B
(501L,0.36mmol) , FEAT 229 Br B+t o SR 5, ¥R IS 570 . IMPKT B ML e THF K2 7K () ¥4 TR
(0.88mL,88umol) , BEATH7 B Rk , AN IV R = FR S (1. 7ul, 14umol) 5 INZ 5 , 7E I8
JE N IRAR SNV A BN I » 15 AT VKA E) 5, 34T 08, PAR 2L (A [ 44 2045
FAYILL (96me) o

[0723]  'H-NMR: (300MHz;CDC13) 60.88 (£ 9H) . 1.09-2.01 (m.102H) .2.37-2.69 (m.8H) .
3.67-4.22 (m.18H) \4.91-5.02 (m.3H) .5.38 (s 1H) .6.09 (s 1H) .6.25 (s.1H) .6.54 (s 2H) .
6.81-7.36 m.13H) \7.51 (s 1H) .7.56 (s.1H) .

[0724]  sLjfs9 (5" —3 Ty M) ARG ) A YIL6H] & Ak

[0725]  [fk273K66]
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o ao'\QZ"“"ﬂ 9
NN il
\(‘L . T: ’&o OCiRay e i
Q. . HETU 457"
<0, 3 ?3" i OJK/Y © {=PrNES
— HoCly H NEts [0} DMAR
BS OTRS CHLCL, CigHyy
1 iz
0 o
O
PhO—KLOPh xK \Cu\
[0726] *”WJ k;l o g k‘bj
LT g o
1Hzr Tattsy 0- b o oT8Ss
0 Q
o
/>f/u\c| Gyl J\,AY Iy cn“sr
. c"H:. \LN& THF cw“sn
@ OCgter H_,,wo OCuHsr (-m—ﬁ—o
> -
TBS 18 'I'BS

[0727] TR L EWL 200 G K

[0728] {EZAAM T IEZER T, M3 -0- (BT 2 = R L) W Berry (RU—)
2wl (3.07g,8.6mmol) HEHIFRET (1.29g,12.9mmol) ] S F Fit Ble) W H , IN =2
fi (2.64g,26. Immo1) , FEAT 2/ 3343 8P I B e o (7] I RLTR & 40 R A N2 . OMB B - = 2L ie K
TR, AT A3 BT 1R BB HLZ 3 MBS R~ = 2R /K VI, T 2% 403k AT ek » HH

T BB T8, SRS FE U R 28T 25 B A 571, DA B R T 44 (3. 73g) TEAAR BIL G412,
[0729]  "H-NMR: (300MHz ;CDC13) 80.10 (s<3H) +0.12 (s+3H) .0.90 (s.9H) .1.23 (t.9H) .1.90
(s+3H) .2.05-2.14 (n.1H) .2.36-2.43 (m.1H) .2.51-2.86 (m.4H) .3.00 (q-6H) .4.10 (brs.
1H) +4.21-4.26 (m1H) . 4.40-4.43 (m.1H) \4.59-4.63 (m.1H) .5.30 (s.1H) .6.08 (q. 1H) .
7.41 (d<1H) .9.95 (brs.1H) .

[0730] T /P24 54131 & Rk

[0731]  fEEASAA T AEZER T, AAW12(3.73g,8.2mmol) . 3,4,5-= (-} )\ km L4,
) KB (4.96g,5.4mmo ) 1 S F bt (224g) W, i m2- (LH-RFF =mk-1-J5) -1, 1,
3, 3-PU FF 3L R 85 7S s 1% £ [HBTUD (4.13g,10.9mmol) « SR (1.42g,11.0mmol) «
TR (1.37g,11.2mmol) , BEAT 16 /N 1843 B R o 1m) e TR A W S I R
T EATT R A, DA A s AR TR A B A 13 (7.189) «

[0732]  'H-NMR: (300MHz;CDC13) 60.080-0.085 (m.6H) .0.86-0.89 (m.18H) .1.18-1.84 (m.
96H) +1.94 (d.3H) .2.05-2.14 (m.1H) .2.27-2.34 (m.1H) .2.64-2.74 (m.4H) .3.91-3.98 (m,
6H) +4.04-4.07 (m.1H) . 4.20-4.39 (m.3H) .5.01 (s.2H) .6.25 (t.1H) .6.52 (s.2H) .7.27 (d.,
1H) .8.01 (brs.1H) .

[0733] L¢3 GEH NAEHE L Fa: RS (LS YI1410 &k

[0734]  FERAAAT L IEZEWR T, [AALE413 (6.06g,4. 5mmol) 1) PY MR [THE] (60g) ¥&
B ESINL . OMPY T B R A4 [TBAF] / THRYA MR (4.5mL 4. 9mmol) , HEAT L/INKF 23 73 B g 3+ o
[) S SEVR A D s I R B, 3ok AT R A4, DA B s AR TR A RIS 014 (5. 459) -

[0735]  'H-NMR: (300MHz;CDCl3) 80.88 (t.9H) . 1.08-1.84 (m.96H) .1.93 (d.3H) .2.07-2.16
(mv1H) +2.32-2.40 (sv1H) .2.62-2.79 (m4H) .3.91-4.00 (m.7H) 4.16 (dd.1H) .4.27
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(quint1H) \4.39 (dd.1H) .5.01 (q-2H) .6.25 (£t 1H) .6.53 (s.2H) .7.24 (d.1H) .

[0736]  T./74 G BiAER T 7b : H-BE R EE A0 AL 51511 &k

[0737]  AERAAA T IEZEE T, AR — 2Rl (1.36g,5.8mmol) [FMELRE (15mL) &K
WL It E414 (1.05g,0.85mmol) FIMLRE (10mL) AV, HIMLEBE (5mL) PEisk . T-40° CREAT L/
225 B B ARR IS INK (5. 13g) « =4 (3.79g) , AT 145 Bh I Bt - Il R BLVR &4
IS I » ok EATT H B[ A4, DL A e A T2 S 214 & 415 (1.09g) .

[0738]  'H-NMR: (300MHz;CDC1s) 80.88 (t\9H) .1.20-1.83 m.96H) .1.93 (d.3H) .2.14-2.23
(m.1H) .2.54-2.74 (m.5H) +3.90-3.98 (n.6H) .4.32-4.39 (m.3H) .4.80-4.86 (m.1H) .5.00
(s+2H) +6.30 (t 1H) .6.52(s.2H) .6.89 (d.1H) .7.28 (d.1H) .8.17 (brs.1H) .12.32 (brs.
1H) .

[0739]  *'P-NMR: (300MHz ;CDCl3) 63.86.

[0740] T J¢5 GEAH S NAEFR T3¢ Fod : AR K 8 AR) A B 161 & Rk

[0741]  AERAAAT, T25°C, MALA 15 (250mg) A3 —0— (LT Ak — A F ek e k) 1
1F (97mg, 0. 27mmo 1) [KIMLIE (5mL) I, R N2, 2- —FF R T HE& (0. 12mL,0.90mmol) , 34T
295 B B SRS, IS IS 20 L IMPR R I WE L THE B K R (2. 2mL, 0. 22mmo) , #4740
A BRI R, BRI R = F S (4. 3ul, 36umol) o £E i T AR I SRS i N2 1 18
] A4 i 5 FHOKYS 205, BEAT k0, BLsk R4 A T 1S 2L & 416 (270mg) .

[0742]  'H-NMR: (300MHz ;CDC13) §0.076 (s.6H) .0.83-0.96 (m.18H) .1.06-1.83 (m.96H) .
1.89 (s\3H) . 1.92(s\3H) .2.11-2.67 (m.8H) .3.90-4.47 (m.13H) .4.92 (s+1H) .4.99 (s.2H) .
6.19-6.28 m.2H) .6.52 (s 2H) .7.26 (s+1H) .7.55 (s, 1H) .

[0743]  3'P-NMR: (300MHz ; CDC1s3) §-0.48.

[0744]  MS (ESI") : [M-H] 1654.1123.

[0745]  SERff5]10 (ARG RO AL EY201 &

[0746]  [{k57:X67]
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O-P—OH
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\P O OCuHy
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[0748]  TJF 14 EW18 A HK

[0749]  FEB/S/SH T, T60°C, AL &7 (e i H AR4F 55201 1-126993 5 Fid #8107
LA (4.26g,4.8mmol) FAEHEEIR (43g) VM, W8 INBE HIPR 5 £, e Bk & (1. 36mL,
9.7mmol) , A INEALER (1.30g,9.8mmol) , T-60°CHEAT2/NIF 20 B I HdFE o ¥4 ) 8 = 05, ff ]
KA I 20K 73 WU AT He ik o 10 43 2 B0 A L2 s i 9 B S [ AR ATt AT 8 15 2R B 1
[ 445

[0750] [ i [ 44 () THE (15g) ¥, W8 I AL (3. 17g,48mmo 1) 7K IEW , 7E N Rl i
AT LNES 255 BREIBERE IR INOK (2g) , MK SR BN /K 2 B pHIE 15 227 ~ 8. Us i — & It
(38g) /K (12g) , BEAT 7ML, 7EURUE T 4615 B AHLE A3 BRI TR R VS T THE
IR 3k 8T HA AR 4, DA EE [ A T A4S B4 54018 (3.70g) «

[0751]  'H-NMR: (300MHz ; CsDsN) 80.88 (£ 9H) \1.11-1.88 (m 96H) .3.17 (t.2H) .3.62 (t.
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2H) .4.04 (t.4H) \4.11 (t.2H) .6.53 (s 2H) .

[0752]  MS (EST") : [M-H] 981.8884.

[0753] T /P24 541911 & i

[0754] AR AA T AEZER T, A& 18(3.56g,3.6mmol) AL (1.98g,
5.6mmol) 1 —S R HE 22¢) EWH , W5 IN2— AH-RFF =Me-1-F8) -1,1,3, 3-VU FF R $6 75
W R £ [HBTU] (2.75¢,7.3mmol) « “ R LFZ (1.23mL,7. 2mmo 1) - B S F it ng
(0.91g,7.4mmo1) , FEAT L/INIY 3143 B I 4 o 17 S NETR A W0 8 N7, BEAT 43V o 1 0 15 21
KK)Z, H SR HAT W, & J%EﬁilJElﬁﬁ*ﬂE,ﬁHL@iﬁnaﬂc%Vwk BT B FEIRUE
AR IS T BT 5 AT, BEAT AL UE S R AR ER 25 o RIS (B (Tbi- LR L BR) 2H
S 2R, DA BRI e U5 2465419 (2.85¢) -

[0755]  'H-NMR: (300MHz ;CDC13) 80.13 (s 6H) .0.88 (t.9H) .0.93 (s.9H) .1.14-1.87 (m.
96H) 1.92 (d+3H) +2.05-2.14 (m.1H) .2.39-2.45 (m.1H) .2.67 (t.2H) .3.09 (t.2H) .3.88-
3.94 m.8H) \4.11 (d\1H) \5.27 (d+1H) .6.05 (s.2H) .6.35 (q1H) .7.55 (d.1H) .8.01 (d.1H) .
[0756]  MS (ESI") : [M+H] 1322.0619.

[0757] T3k 54201 & B

[0758]  FER/AUAT LA Y19 (22. 5mg) () =& %52 (0. 3mL) VR, A8 I AL -t
WE (3uL) , BEAT 7/ 34 B e o N = R ZE U4 [TMSCT] (10RL) o &S INIEERE (0. 1mL) , ¥
TR (2.9mg) <2, 2- —H JE T IS Q0ouL) , B i A401 (12.9mg) o BEAT 2R 4, B2,
2- T ERS (L0uL) , BEMTEAT /NS 28 73 B 5 o 8 NS 270 . IMAR IR L g | THE A2 7K
VA (ImL) , BEAT LR BEHE , B IR SR BR BN L AN ) 2 IF H/K TR A 7 (ZE /K =9/1
(EELL)) , AT IE, BB EP20.

[0759]  MS (ESI") : [M-H] 1624.1104.

[0760]  SERf11 (CRAEEGHD AL EY231 &K

[0761]  [{k:X68]

no«i’-nﬂ

Q 0
\(L 0019H37 \[LN N ~OC1aHgy
&0 ocm“n ] “1&0 e - T
18Ha7 R "0"2‘0 CaMyr
\ R
@ T\i
N X

[0762] 9

[0763] T4 E220) & K
[0764]  FEZAAURT, T40°C, A TR (329mg, 4. Ommo1) HYRERE (11mL) V¥R, BN N2,
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2- “HHET B (0.33mL, 2. 4mmol) , BEAT 3253 B FiHE o RIS W A Itk & 421 (R iR
PR AFFEE2014-077292°5 FRiC 381 4 %) (492mg,0.39mmol) , FMEIE (0.40mL) ¥eik. T
40 °C AT /NI 4043 BRI S FE AN NN A ATt VKA E) e, #EAT 3 98 , DAk o [
1T 2 A 22 (495mg) .

[0765]  'H-NMR: (300MHz ;CDC13) 80.88 (t\9H) +1.17-1.83 m.96H) .1.97 (d.3H) .2.18 (s
3H) .2.33-2.44 (m.2H) .2.54-2.58 (m.2H) .2.73-2.79 (m.2H) .3.95-4.05 (m.6H) .4.20 (t.
1H) \4.27 (d+2H) .5.37 (d.1H) +6.38 (t\1H) .7.10 (s+2H) +6.94 (d.1H) .7.76 (d.1H) .

[0766]  3'P-NMR: (300MHz ;CDCls) 56.62.

[0767]  TJP24b 52310 & B

[0768]  FERAAAT, T25°C, [k 5422 (453mg) Fik &1 (177mg, 0.50mmo1) K]k BE
OmL) VW, AR m2, 2- AT S (0. 14mL, 1. 0mmo1) , 3H4T 283 B G Fi - A8 N2, 2-—
R T B (0. 14mL, 1. Ommo1) , 3 M #FAT 4443 BF R F e, 2805, AR 0 270 . IMII M EE IE
THE B /K B (4. 0mL, 0. 40mmo 1) , 3FAT LZINIF 36 43 8 (1) i+ , ¥ NI i R — 99 5 (7. 8ulL,
0.066mmol) o [A] K NV & W s N5 5 AR B, FE90E N4, U8 N > FHOKY 2
Ja , BEATIEDE, LR As [ AR TR A3 B4 5423 (478mg) »

[0769]  'H-NMR: (300MHz ;CDC13) 80.095-0.13 (m.6H) .0.85-0.97 (m.18H) .1.08-1.83 (m.
96H) .1.89-1.95 (m.6H) .2.06-2.39 (n.7H) .2.54-2.65 (m.2H) .2.75-2.82 (m.2H) .3.86-
4.30 (m.12H) +4.90-5.39 (m.2H) .6.12-6.40 (m.2H) .7.12 (d.2H) .7.45-7.82 (m.2H) .

[0770]  3'P-NMR: (300MHz ;CDCls) §-1.27.

[0771]  sEhEf12 (R G RO AL G261 51

[0772]  [{k#523K69]

Q
HO. O 54
P"H \/\s Aty \ﬁlm
{ .& OCahyr N"ko
NTTO Chatyr TBEQ, Oty
1880, P
R a " DCyHay
£.PryNEE P

HE(: CHZG ]
z ©® 2

G

e

25§ mam& oj .
M O gty
[0773] \g/\)‘\o N0 My

T‘
13 R \d;\

2) ﬁ:‘&" Ho* -0 QCygtay

% 'y ocﬂs’*:‘r
\(\)‘\ chﬂ:n

[0774] T 14L& Y241 & 1
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[0775]  TEHAAAT, T40°C, WAL B P2 (89mg,0. 16mmol) N- (2-FF 2 FL) -3,4,5-=
(- )\ e B 2 ) o8 B i (# 18 H AR RR R 552001- 122889 5 Hit 3 77 %A ) (100mg,
0.10mmol) i) S H %e (ImL) ¥, B 2— (LH-2RJF =Mk-1-J8) 1,1, 3, 3- P4 L iR 845 75
K IR £5 [HBTU] (77mg,0.20mmol)  — S A AL 2 i (3501, 0. 21mmo1)  — FF LS Ltk ng
(25mg,0.20mmo1) , HEAT L/INEF 2123 A I 4 o 151 B2 B2 VR & b s i B B, 3o i e L 1 il 4
DL [ A T2 AR 2110 5424 (135mg, R#£93%) .

[0776]  'H-NMR: (300MHz ; CDC13) 60.096 (s.3H) .0.11 (s 3H) .0.88 (t.9H) .0.91 (s.9H) .
1.12-1.84 m.96H) \1.92(d.3H) .2.04-2.14 (m.1H) .2.34-2.41 (m.1H) .2.68 (brs.4H) .3.70
(q+2H) +3.86 (s+2H) +3.96-4.02 (m.6H) .4.07 (s+1H) .4.32 (t.2H) .5.25 (d.1H) .6.29-6.34
(m.1H) .6.55 (t 1H) .6.98 (s+2H) .7.52 (d.1H) .8.07 (brs.1H) .

[0777]  MS (EST") : [M+H] 1409.0956.

[0778]  TJP24b 542510 & B

[0779]  FEHAAA T, T40°C, MALE4724 (99mg,0.070mmo 1) ) S FF%E (0. 5mL) &
W IS DDA E I IE (8. 31L,0.32mmo 1) , BEAT 3/ 3443 i i H 4 , ¥R In7S FF 2 ik A e
[TMS20] (53mL,0.25mmo1) o % MMERE (ImL) , 7EJ8 & T W48 o B AR IIMLBE (ImL) , FE98E T
WA, ANtk E (0.8mL) , il il EL 2 B AR AL A DI LE e VA9 o

[0780]  fEZAAGR T, T40°C, [ EERE (57mg,0.693mmol) [KIALIE (2mL) V¥R, B2,
2- “H T ELS (59uL,0.43mmol) , BEAT 31 B e 1A IR AW A 0 Bk ) 2 248 AR
P B VD EI L IE AR, FIIEBE (0. 5mL) ¥eisk . T-40 CHEAT /N 1243 BRI b , s n2, 2-—
BT B (1500, 0. 1lmmo) , #F My #E4T L/NKF 1743 B B4 FE o 3] S STR B h s TN 2 g > A8
] A4 et FHOKYS 205, #EAT 08, DL B i 4 0453 24k 5425 (78mg) -

[0781]  'H-NMR: (300MHz;CDC1s3) 80.88 (t\9H) .1.18-1.83 m.96H) .1.91 (s.3H) .2.19-2.36
(m.2H) .2.65 (brs.4H) .3.69 (brs.2H) .3.95-4.01 (m.6H) v 4.13 (s 1H) .4.17 (s.1H) .4.20
(s\1H) \4.32 (t\2H) .5.28 (d\1H) .6.29 (q-1H) .6.80 (brs.1H) .6.88 (d\1H) .7.00 (s.2H) .
7.53 (s 1H) .

[0782]  *'P-NMR: (300MHz ; CDC13) 56.86.

[0783]  MS (ESI") : [M-H] 1356.9650.

[0784]  T)¥3tb 542610 A B

[0785] fEZ AT, T25°C, MG 425 (69mg) A5 41 (28mg, 78mmo 1) ¥ AL g
(1.4mL) VAR, ¥ N2, 2- LT B4R (35uL,0. 25mmol) , HEATA84: B bk AR I , s
A3,500 . IMAC T F L g L THE B2 7K A VAR (0. 6mL,0.060mmo1) , HEAT 1/ 43k , R I Pk e =
B (1.20L,0.010mmo 1) o 7EJR K N IR 46 R SVR A4, IS N, VKA H 5, #E4T 398, A
G AT A3 2L 5426 (T6mg) o

[0786]  'H-NMR: (300MHz ;CDC13) 80.087-0.12 (m.6H) \0.85-0.95 (m.18H) .1.17-1.78 (m.
96H) .1.86-1.89 (m.6H) .2.02-2.65 (m.8H) .3.67-4.30 (n.16H) .4.92-5.36 (m.2H) .6.12-
6.32 (m.2H) .6.90 (brs.1H) .6.99-7.03 (m.2H) .7.45-7.60 (m.2H) .

[0787]  *'P-NMR: (300MHz ;CDC1s) 8-1.11.

[0788]  sififs 13 (RNAR) ARG ) « (AWI2TH) & Ak

[0789]  [4k22x70]
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[0791]  FEZAAAT, T40°C, ML A 425 (9.4mg) F15° —0- (RUT 2 —H BE R R e AL) -
2 -0~ = 5 T B RE T 2 R g i A (B35 A B 29 Bt #) (5. 3mg, 10mmo 1) 1)k g
(0.50mL) ¥EWH L, W2, 2- —FR AT BESE (9.40L,69umol) , HH4T37T BRI H b AR S L AR
3,270 . OBMIR IR IEE I AN K FR VA9 (0. 17mL, 8. 5umol) , BEAT A/t e, SR 5, T-80°C AT 15
NI 2353 BRI R o TE DR SIS I SR A, A2 B A2

[0792]  MS(ESI") : [M-H] 1755.1612.

[0793]  sEjitafs] 14 GREL ~ AR ELEAL) - A YI2811 Ak

[0794]  [fb23(71]

N o )
H-—i—-o., Cyahsr 13 % o] N"k’b
8 A . " ; cmﬂg-( % g&_{{. H0~§-0. Ocuﬂgy
2 oo

) SCqgttyy
PN, | ’ i i At

MN l CiaHay Nfl\ n
Q ° I ol OC gk
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I

saMgy

[0796]  FEZAAUAT, T25°C, 4L & 425 (100mg) A5 41 (38mg, 0. 11mmol) ML HE
(5.0mL) VAR, ¥ N2, 2- T RS (47ul,0.34mmol) , HEAT 144> Bh 3 RE AR, BN
9,270 . OBMRI TP bk i K (K ¥ (1. TmL, 0. 085mmol) , AT 555 B (K #Hk , 13k T s w25
0 . OBMHI AL IEE I K B VA (0. 41mL, 0. 021mmo 1) , HE4T 3843 B (K it 1k o AR i , Vs 0TI T 1R
S (0.63uL,0.0069mmol) , T100 c:&md\ﬁ%w%mﬁ# W RV A DA H) U8
B E (Alg) o, AF AR AT H, UK A5, 3EAT 1 08, DA PR £ ] 4 1 X 45 214k & 4 28

0.11¢g) »
[0797]  'H-NMR: (300MHz;CDC13) 80.88 (t\9H) \1.17-1.82 (m.96H) .1.86 (s.3H) .2.23-2.34
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(m.4H) .2.64 (brs.4H) .3.67-4.31 (m.16H) .5.04 (brs.1H) .5.41 (s\1H) .6.13 (t.1H) .6.29
(t\1H) +6.97-7.00 (m.1H) .7.02 (s+2H) .7.26-7.63 m.2H) .9.28 (brs.2H) .

[0798]  3'P-NMR: (300MHz ; CDC1s) §-0.069.

[0799]  SEJitaf 15 (f5F F R R AU SR A BEAE e A AR TR < b B 4291 &k

[0800]  [fhix72]

3
. ? r ¥ NTTO
\B/J\Nﬂ N Y H/F 50 L8
7PN S AN Ot y
of ‘fiﬁr’ko' m j’\ /T; T I( > f‘\ﬁ
[0801] H-‘é"(} v | DCgHay A A 4 ; F g N e
o .xo\; o 22 DC ety F H..i?—{)\ o 0348"37
A . B | - o L .08 sHy
R Y — .4 LT
[»3 Q \ﬂ/\v «Qz\, e "/J\bcﬁsﬂx
s aQ

23
[0802]  ZAEZA T, T25°C, AL G425 (10mg) 5FMJ6A%1(4 2mg,0.012mmol) [¥IREIE
(0.50mL) JE BT, B INBR IR AU TL TR LB (15 4mg , 0. 039mmo 1) , BEAT 2073 B A F5H o £ ks
N IRAE LR A AE N TR R 529 .
[0803]  MS(ESI) : [M-H] 1711.1424.
[0804] S {516 CHe s AP L T4 G5t LMD AL SIS0/ 5%
[0805]  [fk23X73]

T
o Tfl o m\g_g;)\f

H—$~ O tar 1) SRR
. i OCHy 2 Nﬁ HO= p Seubly
084
\g/\/ﬁsgwﬂ GCyHar g iaflyr
O e Cialyr
28
[0806] 5 e
o o
o @)S
H o H—-é
N k J M
B P @0 L Ay R \f‘k
HO-P-0 ACuHy H°~P~° OCsghlyy
& - ) 0C;sHyy st
x - O_AVN e CigHss 0\(\/“\9»\, G gHay
o
28 Y

[0807]  fEZUAAUAT, T25°C, [A4LA 425 (102mg) FLA M1 (39mg, 0. 11mmol) ML HE
(5.0mL) VAR, I INZE B EEA (24uL,0. 21mmol) , HEAT 15 AR A HE SR 5, AR N9 570 05M
[T FRT L I K VYR (2. ImL, 0. 1 1mmo 1) , BEAT 36 /3-8 I It Ht J , AR INIE T iR — FR /5 (3. 21
L,0.035mmol) « T-100 CHEAT 47N 314 B I S F , 7E I8 T MR 4 I SLVR &40 B itk e
(5.0mL) , 7EJ6E N 4 J , A ik i (5. 0mL) o 48 NV % 8 (56mg,0.68mmol) , 45 4% FY &1
(501L,0.43mmo1) 73 35 4y , T40°C , BEFG 1043 8P HEAT ER 0, 3HEAT 2/ 353 P I i +E , 3
KBS (8.3uL,0.07Immol) , HEMBHAT 54 BRI BEHE AR5, B S BLTR A PN IN A 25
(44g) W, 1L JEHT H O[B4, DA vk 4 L [ 4 T 2043 B4 54030 (0. 11g) »

72



CN 108350018 A iﬁ, EH :I:S 62/121 BT

[0808]  'H-NMR: (300MHz;CDC13) 80.87 (£t 9H) +1.08-1.99 (m.102H) .2.23-2.63 (m.8H) .
3.67 (brs.2H) .3.96 (t.6H) .4.15-4.27 (m.6H) .5.08 (brs.1H) .5.35 (s+1H) .6.16 (s 1) .
6.24 (s 1H) .6.83(d 1H) .7.04 (s.2H) .7.13 (brs.1H) .7.47 (s 1H) .7.53 (s 1H) .9.86 (brs.
2H) .

[0809]  3'P-NMR: (300MHz ;CDCls) -1.59.5.89.

[0810]  SEJiffg 17 (f5F HIDNA, AR 973 B4 1) 77 SUHAT LME D) AL B350 & 1k

[0811]  [{k&x74]

DgeBlor N ol

24

P ; ,ﬁ)\ Kby
N ; T * MO ./\,inf\ i {OC
By e 8 bl i
<3
i

o
\{&W
8 $
rag, e \{im
e . wRa
_______________ 3 __________.........,..mao‘ Lo BRP ua Bty
é‘ %Maﬂs? “““““““ w10 o ety
-’\vko-“\,y Ef%f GGty nvgx"\\r‘i"m ‘A\fﬁ Tﬁ QM
a2 =B
e
[0812] 5 ‘f‘gﬂ;
o3 e
L oy o)
on N L o \(H‘W
RBERE. wha Sy 2 % I'NJ*::
~~~~~~~~~~~~~~~~~~~~~ S S o : Ogblyr IR a0 Wiy
} v'"\'“’&\'(}"\"“ D s 3] LTy & : \(,J\ Cgatler
) s/'\\yh\ A\.« Ry
B2 \g ’
§ X
- "84
X, w LK
8O & Hpa }OL
S ) & LB W N
A o LR T L T : N
~~~~~~~~~~~~~ B >
wikio, o I 3o e . ———
§ e e é G
‘,,A,\"/“i NG e »gr‘vg-\omu\( v‘ Dty
©
p--3

[0813] TP UL EW3LI AR

[0814] 7R T AEEE T, FMIN- Q-2 L 5E) -N-FF5E-3,4,5-= (+ )\ AL 51 5)
AR B (b B8 H AR 552001-253896 5 HHIR # I vE A ) (5.0g,5. Immol) FIHEH1ER I
(1.0g, 10mmol) ff & H &t (50g) VW, U I =2 % (2. ImL, 15mmo1) , HEAT 17N 57 434 1)
PFE ARG R IR SR G ES IN 2 L) (B13g) Hh, AT AT, SR fE i i, DA A il 4T 2045
B aW31 5.3, UKZEI5%) .

[0815]  'H-NMR: (300MHz;CDC13) 80.86-0.90 (m.9H) .1.09-1.84 (m.96H) .2.65 (s.4H) .3.05
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(s.3H) .3.76 (brs.2H) .3.96 (t.6H) .4.38 (brs.2H) .6.58 (s.2H) .

[0816]  MS (ESI) : [M-H] 1082.9343.

[0817] T /P24 543211 & i

[0818] FEHAAMA T AZR T, ALEY31(1.0g,0.92mmol) AL A1 (0.51g,
1. 4mmo1) i) & H f5t (25mL) ¥R, WS INHBTU (0. 70g, 1. 8mmol) - R A% (0. 31mL,
1.8mmol) \DMAP (0.23g,1.9mmol) , BEAT L/INNF 943 B I HE o 28 05, 5 IRONLIR & 0¥ i 22 R
(102g) H, b gEAT HE B TV, DL A e il A T AR B G432 (1. 3g, 399 %) »

[0819]  'H-NMR: (300MHz;CDC13) 60.13 (s<6H) .0.86-0.94 (m.18H) .1.09-1.84 (m.96H) .
1.92 (s.3H) .2.14-2.43 (m.2H) .2.66 (brs.4H) .3.06 (s.3H) .3.68 (brs.2H) .3.90-3.98 (m.
8H) +4.10 (s 1H) \4.34 (brs.2H) .5.27 (d.1H) .6.34 (q-1H) .6.57 (s.2H) .7.54 (s 1H) .8.07
(brs.10H) .

[0820]  MS (ESI") : [M-H] 1421.1060.

[0821]  TJ¥34b E4331H A Rk

[0822] FEAAAM T AEEIR T, MALAEY32 (1.2g,0.86mmol) [ THF (10mL) ¥R+ , 1N
1.0M TBAF/THF¥E# (0.95mL,0.95mmo 1) , FEAT /N 104> B BERE SR G 08 IR BLVR A 0 i
A FEE (123g) W, L JEHT HE R IE 44 , DAk R[] 44 XIS 2L A 433 (1. 28, & TERYD) o
[0823]  '"H-NMR: (300MHz;CDC13) 80.88 (t\9H) 1.03-1.84 (m.96H) .1.92 (s3H) .2.36-2.41
(m.2H) .2.65 (brs.4H) .3.06 (s.3H) .3.75 (brs.2H) .3.86 (brs.2H) .3.93-3.98 (m.6H) .4.07
(dv1H) .4.36 (brs.2H) .5.30-5.34 (m.1H) .6.21 (t\1H) .6.59 (s.2H) .7.51 (s.1H) .8.21
(brs.1H) .

[0824]  MS(ESI") : [M-H] 1307.0241.

[0825] /P44 G341 &k

[0826]  fEZAA T, T40°C, A R (0.63g,7.6mmol) HALEE (20mL) V&K, B2,
2- AT B (0.68mL,5. 0mmol) , BEAT 3240 BRI o R IE R R I AL A 433 (1. 0g,
0.77mmol) , T-40 CREAT 37NN 343 B i Ht , i 2, 2- —H & T B s (52uL,0. 38mmol) , B 1M
AT LN 453 BB B RE SR G R MR SR N2 20 (210g) w3 g8 AT H R [l 44, DA A
A5 2 534 (1. 0g) »

[0827]  '"H-NMR: (300MHz;CDC13) 80.88 (t\9H) \1.10-1.81 (m.96H) .1.91 (s.3H) .2.33-2.37
(m.2H) .2.66 (brs.4H) .3.06 (s.3H) .3.68-3.80 (brs.2H) .3.94-4.36 (m.11H) .6.36 (q. 1H) .
6.59 (s2H) .6.90 (d.1H) .7.60 (s\1H) .

[0828]  *'P-NMR: (300MHz ;CDCl3) 86.56.

[0829]  MS(ESI?) : [M-H] 1370.9904.

[0830] T /¥54k E4351 A Rk

[0831] FEHAAM T, T25°C, LA 34 (106mg) FALE 41 (43mg,0.12mmo 1) FIHEL e
(2.0mL) VAR, W2, 2- —FF T RS (49uL,0. 36mmo 1) , HEAT 304 Bh B HE AR S,
5,270 . O5MII T PR HEE I AT AK K VAR (2.0mL, 0. 10mmol) , AT 384 B (1 $t bk, 33k T s 0, 25
0. OBMIFI TR FRTIbE g K (1 VA9 (0. 13mL, 0. 0063mmol) , BEAT LOABh R it dE o SR » Vs 0 s 1R
TR (3.3uL,0.036mmol) , T 100 °CHEAT 3N 3343 A K R o £E DR T R M4 I SR A
IS INRERE (5.0mL) , PR AEIR W4 ) ¥ INRERE (1. 5mL)
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[0832]  FEHEAAHT, T40°C, A ERERR (64mg,0.77mmol) [IREEE (2. 0mL) SEH, N2,
2- “HET B (640L,0.46mmol) , BEAT 28 B FE - IANZIER R I A A S T AR
BRI AV SORIR AW, T-40 CHEAT UNE 59 BRI St ke, B n2, 2- 3T EEA (20u
L,0.14mmol) , BEMBEAT L/NS 120 B R St AR5 W IR BIR G MR I 0 (Blg) H L AT By
A R T A gE BT, DAE T A T AR 2110 54035 (0. 129)

[0833]  'H-NMR: (300MHz ;CDC13) 50.88 (£t 9H) .1.15-1.89 (m.102H) .2.23-2.38 (m.4H) .
2.66 (brs.4H) .3.05 (s.3H) .3.72 (brs.2H) .3.93-4.35 (m.14H) .5.11 (brs.1H) .5.37 (s.
1H) +6.17 (brs.1H) .6.28 (t\1H) +6.58 (s~ 2H) .6.83 (d1H) 7.46 (s+1H) . 7.54 (s 1H) .9.61
(brs.20) .

[0834]  3'P-NMR: (300MHz ;CDCls) §-1.52.6.01.

[0835]  MS (ESI-) : [M-H]-1675.0476.

[0836]  sLfs]18~29 (Ui & I %% A YI291 5 ik

[0837]  £E 5Lt 15 [R5 A 4 46 4 75148 56 JYHBTU (16. Img, SEFEH18) 1,1 -k
HE KM [CDT] (5. 6mg, SEJE119) il & [MsC1] (2. 8uL, Lt f5120) /SR ORI =
M- 1 - AR L) =g b7 8% (tripyrrolidinophosphonium) [PyBOP] (20.8mg, SEHEfI21) -
NN - B ik % [DCCT (9. Img, SEHEH22) =9 £ BRET [TFAA] (4. 7ul, SEjEf23) |
ZREOIR TLRAEERE 6. LuL, SEHE124) 6 I REEL S 9. Img , SLE125) 57 T B (3.8
L, SZHi5126) « B (2. 6ul, SEHEf27) IBER (3. 1ul, Lt 51]28) B T B (3. 7Tul, SLjif
15129) e SLit [ B, 15 B A 4029  AE L5119, 20,21 .22, 25 26 FF AE N33 Tib&
29,

[0838]  SEitaf5130 (fsF FH Mt AU s g A% 1 (deoxyeytidine) ) ARG A AL A YI36H &
14

[0839]  [{k5:75]

[0840]

NHBz
[
(o]
’ ; N)*o
\f‘\r HO. 9
] N o \fLNH
H“‘P‘“O OC1sH37 : /&
o (OJ OCgHsyy —————————> 9 TR
o wMBTIsT — HO-?—D OC4gH3y
L I 0 L~ ~

|
o\‘(\)LO"\/‘N NOC M OCygHay
Q

O
2 |
o N . N
TN OCgHzy
o (5]
36

[0841]  fF 5 SZjta sl 17 T P5RBERI S KAk A 1 28 B AN -ZR B3 -5" —0- (R T
JE R IR RS -2 B A MR E % CR SR T A R (5. 3me) SREL i ) B, 1E
FrPAR R A 36

[0842]  MS (ESI-) : [M-H]-1700.0868.

[0843] St 31 (ff AN AR M % 1 (deoxyadenosine) B ARG D L EVI3THI &
Ji

[0844]  [{k2K76]
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[0845]
NHBz

8 <’1ka

GH ' N‘”k‘n \I\)LNH
H-P-0 OCqsHyy °
o L3N OC aHys i |
7 o | —_ Ho~g—o oc“g;g
K\)LD/\/ ‘ O 5Ha7 o | 1eHa7
° O\p)‘\o'/\/N . "OC gty
34 o

a1
[0846]  7£-5 Sl 1 7H) T 5 RIBERI S N AL A 0 1 238 TN 2R B 3E-5" 0~ GRUT
SRR AL -2 MRS IR A AZ A R AR LA A (5. 4mg) SR SEE S, 7N
TR I A 3T,

[0847] MS(EST") : [M+H]1726.1283.

[0848] it {51] 32 (fsf A 2l NP 1% 1 (deoxyguanosine) I ARG B AL EYI38HI &
Jik

[0849]  [{f23(77]

[0850]
" ¢ f\un o]
\(M\NH
OH "N’go k 7‘ \CJ\NH

H-P-O. 0C oMy
s | O ) HO~P- OCgHay
OY\/‘LQ/\/N N OCiHay o l( J & | OC M7
° i ONO/\,N_ T QCqgHsy
o

34 0

38
[0851] 755 SLa 171 T /75 RIFEI 44 F T L A 1B BN 5 T B -5 -0- GRUT
B TR R R AL -2 M A S AZ T R AR LA m ) (6. 5me) SRS B, 7E N
FUE B A Y38,
[0852] MS(ESI") : [M-H] 1706.1275.
[0853]  SLjiffs] 33 (FEAZBRTE A 5 N\ 1 AE [ AH ORI Ak Je — ARG ) B 1401
Ak
[0854]  [{£.2:3(78]
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[0855]

C15Ha7
G l Qc13“37
HO o~ <N

Nc/‘\/ iCrotly )k/\n’ G Hs

{0 Q
Qs

TBS0. .
7 > S TBSO.,
iﬁn - k_J
o}

OC{gHay
e}
\/\NJ\[/ DCetlsr HN)l\aAgow/\;‘; . yi QC1sHsy
L
ﬁn O Har
’| N’&o cw“xv

TS0, HO.

Q

% Qs

o

NH .
oy OC;3H , \EU\ o a
)k/\g” /\" i i nig § O A, OC e
7708, Hay \E NH W, ht¥ b _
n*’\\o A, ‘(L‘i\ i
NS
6 i 0'3 ”

Cratlsr N Ng © “OCygHgy

—ﬁuo * 1es0. . OCgHyr

) 2 HO-P-0

: Y\)L 5
o 1 ts\,n,,\\,k

@z ° 4

[0856]  TF 14 EH39 A Rk

[0857] 7RSSR TN, T40°C, 15 —0- (BUT 2 AL Rk e Ak) -2 - I 4w e A% 7
(## M8 Journal of Organic Chemistry,20114F, 55764, ””105ﬁ—1261\¢i8$iﬂﬁ7??£A

i) (2.5g,7.3mmol) FILA 431 (5.3g,4.9mmol) (¥ 51 FF 4% (155mL) JZDMF (25mL) [FIR &

R AN L E R = [HOBt] (JE7K) (0.74g,5.5mmol) , 2 T2k, IS N1-Z F-3- <3—g
FRL UL T L) e — 0 Jig R R £6 [WSC » HC1] (1.9g,9.9mmol) , BEAT L/INNF 4073 BRI 4+ o £

TR T R4 R SRS, SR G IR N A I EE (503g) H A3 [ AAHT H AR S AT g, DA £ [

IS B A 039 (6. 8g, I 2£98%) «

[0858]  'H-NMR: (300MHz;CDC13) 60.09-0.10 (m.6H) .0.84-0.90 (m.18H) .1.20-1.81 (m.

96H) .2.12-2.21 (m.1H) 2.28-2.36 (m.1H) .2.61-2.77 (m.5H) .3.05 (s.3H) .3.76 (brs.2H) .

3.81-3.97 (m.8H) +4.07 (g 1H) +4.37 (brs.2H) \4.40-4.45 (m.1H) .6.29 (t.1H) .6.57 (s

2H) .7.31 (d.1H) .8.31 (d.1H) .8.88 (brs.1H) .

[0859]  MS (ESI") : [M-H] 1406.1107.

[0860]  T./7 24k & 4400 & ik

[0861] fER AN AT, AAAY39 6.7g,4.8mmol) .DMAP (0.062g,0.50mmol) .
LB (0.86g,7. 4mmol) (¥ THF (69g) ¥V H , ¥s JIWSC « HC1 (1.4g,7.5mmol) , HAT5053-%f
(PR o SR 5 5 US IMDMAP (0. 26¢,2. Immol) , 7E =30 N BT 3R BEHE - X e B2 VR A 4 3h AT 1ot ok
J& » R T MR AR A 2 IS8 s SN THE (38g) T il VAT, 2R JE i N 22 B (505g) w5 i %
A R [ A, DA 2 [ A T A3 24k 54040 (6. 78, UER93%) ©

[0862]  'H-NMR: (300MHz ; CDC13) 80.09 (s\6H) .0.86-0.90 (m.18H) .1.26-1.81 (m.96H) .
2.01-2.13 m.2H) .2.20 (s.3H) .2.52-2.80 (m.8H) .3.06 (s.3H) .3.77 (brs.2H) .3.86-3.98
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(m.8H) \4.20 (s 1H) .4.38 (brs.2H) .5.26 (d.1H) .6.32-6.37 (m.1H) .6.57 (s.2H) .7.33 (d.
1H) .8.27 (A 1H) .9.17 (brs.1H) .

[0863]  MS (ESI") : [M-H] 1504.1412.

[0864] T3k B4 ARk

[0865] TR AT, T30°C, HALEY37 (6.5¢,4.3mmol) < & (2.9mL ,50mmo1) ¥ THF
(T1g) VW, AN L .OM TBAF/THFEVR (28mL, 28mmo1) , HEATA/NEF 53 0 BRI B4 o SR 5, 0
RSRA YA IR EE 531g) H, i yEAr A [E 44, DL Alb 4 X3 2t 5941 (6. 0g,
EEERD o

[0866]  'H-NMR: (300MHz;CDC1s) 80.88 (t.9H) .1.20-1.80 (m.96H) .2.20 (s.3H) .2.38-2.80
(m<10H) +3.05 (s.3H) .3.78 (brs.2H) .3.88-3.98 (m.8H) .4.18 (d.1H) .4.39 (brs.2H) .5.36
(quint.1H) .6.20 (dd1H) .6.59 (s+2H) .7.21-7.31 (m.1H) .8.19 (d.1H) .

[0867]  MS (ESI") : [M-H]1390.0541.

[0868] T )P44b B 1421 A B

[0869] FEBAAA T, T40°C, mIEHERR (1.20g,14.6mmol) FIMENE (40mL) V& , ¥S N2,
2- AT B (1.28mL,9. 3mmol) , BEAT 3040 BRI HE R IE R R I AL A 41 (2. 0g,
1.4mmo1) , T-40°C AT 1/ 23 3 Bl R et o S8 5 W IR BTR A R N2 G A il A )
[l 44, LA 3 LA T R 2k 51042 (2. 29) .

[0870]  'H-NMR: (300MHz;CDC1s) 80.88 (t\9H) .1.26-1.83 (m.96H) .2.19 (s.3H) .2.38-2.88
(m.10H) .3.06 (s\3H) .3.75 (brs.2H) .3.92-4.35 (m.11H) .5.37 (d.1H) .6.17 (t.1H) .6.58
(s2H) .6.88 (d1H) .7.26-7.28 (m.1H) .8.51 (d.1H) .

[0871]  3'P-NMR: (300MHz ;CDCls) 85.73.

[0872]  MS (ESI") : [M-H] 1454.0237.

[0873]  TJPoib 544310 &k

[0874]  FAEZEAAM D, T40°C, mfLE 42 (96mg) MLEH)1 (36mg,0. 10mmo1) ¥y HLIE
(2.0mL) EW L IR N2, 2- RS T RS (45uL,0.33mmol) , BEAT 23 BRI Bk AR, AR
A5, 250 . OSMART IR ILL g FHZK IRV (2. 6mL,0. 13mmol) , FEAT L/ 2943 BRI b o SR 5, ¥R
TERERR B (3.0uL,0.033mmol) , #sAN7K (0.26mL, 14.4mmol) fi7, T-70 ‘CHEAT 15/ 5543
BRI EFE AR T IRAE S SR S B N MR B A 143,

[0875]  MS (ESI") : [M-H] 1694.1110.

[0876]  sLjfafs]34 (- RAKG D AW B Ik

[0877]  [fk22x79]

o
a . i i
; 00 stsr L A9 g
HNJK/\g,O\/\T . N ‘)(Ji_ oM N&?‘ e o\/\.N OCiaHar
| N 70 gy \E NH H-B~0 )
on N’&b‘ CgHsy . \ wSe 4 B f\\l OC;Hiy
[0878] H-bo THSO, e : SNy aHsz
o I T No-p-p
0 — o 0. )
M OH \ o

i i o .

v 44

[0879]  FEZAAA T, T25°C, b & 442 (1.0g) FibA 41 (0.35g,0.98mmol) [EIMLENE
(20mL) VAR R, A2, 2- —FR R T BEST (0.45mL, 3. 3mmol) , AT 174 8P bk SR, AR
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A0 . IMRIAY L BE  THE A 7K RIE W (9. 8mL, 0. 98mmo1) , BEAT 3843 B 4 1 - 28 , 7E Ik &
NG SRR AW o E BEAT ST I 2K (27¢) JEAEW R N IR 4a 1 B4, SR 5, A i — &L
$5t (12g) , Wt JERE HAEY), FH S H bt (6g) ik PR o 76 % N FHZIE R a8 gL
S-MEE (76, 1uL,2.9mmol) , BE4T 18/ 5743 B 4 EE - s INTMSCL (0. 29mL, 2. 3mmol) , #E4T
VT4 SP I FE IR , FE U8R D IR A8 S SR A4, WS INMERE , 7E980E T iR 46

[0880] FERAAA T, T40°C, M E#ERR (0.70g,8.5mmol) FYHLIE (18mL) VAR, ¥ In2,
2- “HHET B (0.80mL, 5. 8mmol) , FEAT 3953 BRI FHE: o A1 IE VR H A8 AT IR W 464, T-40
CHEAT 2NN 3T B B FE ARG B IR DR BRI 2 0 (518g) H , 3 AT H [ 445 , DA
B AT A5 2 A44 (1. 0g)

[0881]  'H-NMR: (300MHz;CDC13) §0.88 (t\9H) . 1.15-1.83 m.96H) .1.90 (s.3H) .2.18 (s
3H) .2.46-2.95 (m.12H) .3.06 (s.3H) .3.68 (brs.2H) .3.92-4.34 (m.14H) .5.02 (s.1H) .5.35
(s<1H) +6.16 (t+1H) 6.25 (t\1H) .6.59 (s.2H) .6.82 (d.1H) .7.07 (d.1H) .7.46 (s.1H) .8.65
(d.1H) .

[0882]  *'P-NMR: (300MHz;CDCls) §-2.16.4.97.

[0883]  MS (ESI") : [M-H] 1758.0754.

[0884]  sEjiff5135 (VU 44 (4mer) &) : b B 461 & ik

[0885]  [f£%380]
[0886]

0
N
HN)L\/\"’O\/ o O ek o
A OCeHar

0t s, l H—P-O ““
0513”31
H-P- DMTSO s DGz
) \/_.OJ-_O () — HDILO
O ¢
! g,\/‘(\
44
o]

Wf‘ iy
bi OH
T)LP{H H—P~0
HEp-0g i
i %
\Eu\N" o g Ho—&— -
oo, | H,"k/u\/\g,ow'fi’i Ooc“"" L o o O 4H
N e xid
esssssre. <90 & 0 [L\,L NG Ry Ho~|”-o
N0 OCigHar ' - ] OC3Hyr

& o A\/(L ». i_ N Ng ssHs7
T S—‘N

48

oH OCigar

[0887]  TF 14k EW441 A R

[0888]  ZEA/AAM T, T25°C, [AALE42 (0.94g) M5 —0- (4,4 - — A HE = 2K R AE) iy
H R AR T A 7)) (0.49g,0.91mmo 1) HNERE (20mL) ¥R R , B InE A 4a A 702, 2-
TR B (0.42mL,3. 0mmol) , BEAT 20> BRI HEHE (IR o SR F5 , BN IS 270 . LM fit
(L e L THE A K VAR (9. 1mL, 0. 91mmo 1) , BEAT 2043 BRI 3 48 5 , 8 I 5L 7 1R = R i
(1.3mL, 12mmol) , T-25°CHEAT 347 B A BEFE , 7980 T W AR I BLIR A5 ) o S ST HEAT 3T N
F 2K (30g) HAEE ik 4a IR, AR5 ViR N — &0 e (LomL) , ik Sh gk R AW, =
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FF BT (5GmL) ZEHL 20K o /£ Z I T FNZE B ds kg (0. 13ml, 1. 8mmo 1) [ 2 (0.73g,
9.1mmol) , HHAT 2973 B P HE o 7L IR N A ke (2.8mL) L8R5, 2, 2- — R AT B
(0.83mL,6.0mmol) 73 B35 477 » BEFE 1073 BhBRAT Vs, BEAT L/NEF 16 73 Bh g e 4, s n2, 2-—
AT ERE (0.14mL, 1. 0mmo 1) , M HEAT 459 SR S FE . S8 5, B O RVR B il N2 2. 1
(396g) H , Tk EAT HE (R [ A4, DA AR 8 [l A4 T 205 2L 444 (1. 0g) »

[0889]  MS(ESI) : [M-H] 1758.0512.

[0890] T/ P24 5445110 & i

[0891]  FER/S M F, T25°C, A4 54144 (0.98¢) IS —0- (4,4’ - AR =P ) I
H R T A A ) (0.45g,0.83mmo 1) FHERE (20mL) VAV, ¥ N2, 2- T &L
(0.38mL,2.8mmol) , FEAT 27 - Bh B FE o 2R 5, VR 0L 570 . IMIPJRIE A9 L I L THE B2 7K 9 ¥
(8.3mL,0.83mmol) , BEAT 4473 BRI HEFE SR e, B IS R IR = F I (1. 2ml, 1 1mmo 1) , T°25°C
AT 425 B, R Fz&%ﬁ&ﬁ% Yo I AT 3R IS TN 2K (30g) FFAEIE T
G ERAE R0, BN &R b (LomL) , 383 il ks 22 AE W, & £ Gml) FE 2K T
20°C , [FZIE WA AR L% (0. 12mL, 1. Tmmo 1) JHHZ (0.69g,8. 3mmol) , BEAT 304 B+ -
T25°C, B INiE e (2.8mL) 885, K2, 2- F T BEE (0. 76mL, 5. 5mmo 1) 7335 47 » TR b
L0 R HEAT AN 0, HEAT 399 BRI S Bk, 8 N2, 2- —FF LT RS (0. 14mL, 1. Ommol) , ¥ 1 HE4T
495 B RE ARG IR BLIR AW IN A 2 (396g) » ik 8 AT H 1] 44k, DA 2K €6 ] 44 7
XFEMLEW45 (1. 29) o

[0892]  MS(EST") : [M+H] 2064.1191.

[0893] T/ @3fbAH4611) &kl

[0894]  fEHUAAAT, T25°C, LA Y45 (1.16g) 15 -0- (4,4 -~ HEFE =R F AL il
H R AR T2 =) (0.43g,0.81mmo 1) FHERE (20mL) VAV H , ¥ N2, 2- —F T &
(0.37mL,2.7mmo1) , FEAT 295 Bh B FE o SR 5, VR 0L 570 . LMY BB 49 L E  THI A2 7K 9 95
(8.1mL,0.81mmol) , BEAT 2573 PR FE - S8 fa , I IS R IR = F s (1. 2mL, 1 1mmo 1) , T°25°C
AT 21 BRI, 7RI T IRAA IR BLVR A o IO AT 3IRUR IR 2K (30g) FEAEIRE T ik
AAMHERAE AR, BN N =S R fe (LomL) , Jd i sl ls 22 AN A, F & b (Gml) Pek2k . T
27~30°C , [A1ZIE VR s NI g (0. 11mL, 1. 6mmol) S JB§RE (0.65g,8. lmmol) , #E4T 24434 1)
PiFE . T-22~28°C, BN INILRE (3. 0mL) , 85, 462, 2- R T BES (0. 74mL, 5. 4mmo1) 43 F3
Sy, FERR L0 A B AT I, AT AL BB FE B2, 2- R T B (0. 49mL,
3.6mmol) , T HEAT 1IN 2043 B B o S8 5 5 B ISR A S N2 B (397g) W L AT BT il
HH () 1 A S AT H 5 DA K BT A T X158 B4k 54046 (1.33g) «

[0895]  MS(ESI") : [M+H] '2368.1574.

[0896]  sLjiffs36 (ffi FHRNAM) BAR A AR b EWATIN &k

[0897]  [fk2(81]
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o &
Bn’k/”\r'ﬁ\/\ul' S POty o Euzt; ﬁ 9
]'E:L {3 | i [l\)k"" - By V\,ff A
ot Nib Oy u”j*o o ( ] -
[0898] H—é'l;—.d; _ BT o = 5 G o
= E ? HO-B=
Y\j\‘ H OTBS o : &
P x 2
o] \g/'\
£ &

[0899]  FEZA AT, T25°C, MALAH42 (9.5mg) F12° —0- (RUT 2 —H BE R ARk e At) -
5 -0- (4,4 - RS TORF L) JREEEAZE (AR A AN (7.8mg,0.012mmol)
MEEE (0. 20mL) EH, A N2, 2- BT B St (4.50L,0.033mmol) , FEAT 355 BRI i HE: o I8
J& B IO L IMER IR L IE | THE SK IRV (98uUL,0.098mmo ) , 34T 20 73 B X 4 o 7E Jak
JE NS SV AYD » IR HEAT SURES IR 2% (ImL) FH7E IS N IR 4a 10 B 1E, SR 5, B I &
F5E (0. 30mL) , JE It fhERR 2 A AW, FH & F H (0. 20mL X 29%) AL 7E =35 T RNZ A
HS AR (2L,0.029mmo 1) BERR (9. Img,0. 11mmol) , 4T 3043 B (K F o FEIB . T W 4
RNRE AN E TR B A AT

[0900]  MS(ESI") : [M-H] 1810.2131.

[0901] s fs] 37 (R A HO AL EW490 A

[0902]  [{f23(82]

[0903]
o
)(,)\,/\[ro OC3H ™ o o
N AT Vi 3 18537 o
1 | ; N o OCgH
B 9 Jﬁomghn \(‘LLNM o "T\J‘\’f\g’ N e
ol VY OCueHsr NN [\N OCygH
H-P-0 DMTrO, e N7V OCssHyr
> Oss, HO-P-0
o
om.-/\/“\ OH k 7| a
0 O‘](’\v
o
42 48

[0904]  FER AR AEZE T, AL A 42 (104mg) M5 -0~ (4,47 - F A=k 1AL
B R e s Tl 2w i) (58mg, 107mmo1) FIMERE (2. OmL) &R, ds N2, 2- —H 5T Bt
& (46uL,0.34mmol) , HEAT 32 BRI B FE: » HH R IEAT AR IR BE o SR T » AN INAE M B A 5710 ) B 5
fii (3.2mg, 0. 10mmol) , BEAT 1/INKF 3243 (¥ 4 h , R 4 [ SV A ) o R B2 34T 31K U
TR 2K (4. 0mL) FEAEWUE T WRAGHI e, 2005, Wi & e (1. 0mL) , AV 5 25 ik 8 AR B 25
ANTER) , & 5 (0. 50mL X 20%) BEisk o 75 28T [ Z W AN it i (140L, 0. 20mmol)
[ ER (80mg, 1.0mmol) , BEAT 36 BRI HEHE » B Ik, BEAT JB0 I e AR 70 2 S 2 o £ =238 1 s ikt
WE (0.30mL) , SR 5442, 2- L T RS (920L,0.67mmo 1) 4> 3254y , FERE L0 Bh AT VR I,
BEAT 2/NF 2443 BRI BERE , AN N2, 2- R T BEAC (16nL,0. 12mmo 1) , 3k i 4T 4043 % () 45k
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ARG W SR G INE CIE (49g) H A BT bl HE B ] A4k g i 1 5 DA B BTl 15

k5149 (98mg) -

[0905]  MS(EST") : [M-H] 1774.0443.

[0906]  si2jifi {4138 (BiAb il 5 22 AR A 10 « (L A A491 & ik

[0907] 7R 5 sEi 37 R B 26 AF T 5 I BR AL 7 A8 BE Sy 3-%( k-1, 2, 4 E M -5 - i

(11.8mg) RSt [ B, LA 2 €[] 44 T 2045 B AL A 449 (99me)

[0908]  sijifi 4139 (BiAb il 5 22 — AR B 10 - (L A 48HT & ik

[0909]  7E 5 sZiEFI37 R AR 2 AF R, B IR AL 7R B8 Sy 3 (R &2 -0 3) &) -

3H-1,2,4- " WEME-3-fR R [DDTT] (11.8mg) kSt ML, £ ™ Ak 5 1 i SLTR A

45 AE R ET YR B A48

[0910] s fs40 (BAb il 5 22 — AR A 10 « (L A 48H & Ik

[0911] W 7 15 STt 491 37 [RIAE 1) S A IS SIC e 1190 A 0 e 92 i 1) I BV ¥R 43 A S5 A4 » FEH B

S BE 301, 2- 2R I IR 2 IR A% -3 (3. Tmg) SRS , 75780 T K Bk Jo 1 S B2 R

GGG AN FE TR R A48

[0912]  sjifafi41 Ak E 22 AR R0 (LA 48H & ik

(09131 faff FH <2 it 41 40 43 1) AR I S 8L 5 (1) R LA A DY o 2 — , 7 5 S it 49 3 7[R R (1)
AR SRR AR TE g 3H-1, 2- R FF R AR FR M -3 -1, 1- AL (3. 3mg) SREL i %

r” S AEIRE N BRAL 5 () R NI A DA AR N = AR B A 448

[0914]  sLjiffe42 Ak E 52 AR 10 : (LA 48H & ik

(09151 fff FH St 4 40 43 1) AR I IS 8L () R REVA R A DY o 2 — , 70 5 S it 49 3 7[R 6 (1)
SAF R R ERAL AL S R ERAR Y 2R A0 (4. Amg) SRS i B, RS TR AGIRAL S 1) %

r“/é'é Yrkds e N E R 2G5 148,

[0916]  sEjitafs]43 (BRib A% 5 ARG ) A S48 &

[0917] 45 55 SZja 461 37 [ A (1) 26 A T 4 T A 551 A8 B SR 00 O 2 e %) R4 (bis

(phenylacetyl) disulfide) (4.5mg) RSLHh [ B, R K N RFIRAL J5 1) S BLVR A 90k 4 » 7k

NEF=R B A48,

[0918]  SEjifafsi44 (RAL S 52 ARG ) « A 4811 & 1k

[0919] {55 S 37 R AL 26 4F T 5 MR AL 77 A8 B AN- O B SRR JS) 3R W i (#%

B Synthesis, 19804F, 85721722 FUH LB 7 15A B0 (3. Tmg) RS2 SN, 7E I 4

S5 1 S RLTR B e 4 , /8 R 7= A3 B 54048

[0920]  siifafs45 C(ff FH i AU IR VM R I SR AR 5 1) - (LA 501 & ik

[0921]  [{£223(83]

[0922]
NHBz
O gHar f o
NHE2 O\/\N N ~OC1str
OCiaMy e"f* ~ N "
OCyaHyy e OCHyy
OH " o
H-R-0, Yoo, 1N =] N Ao DM
o Lo o 0 > H g
« O
O~ H &
=S4 k_Jo 2 3,
[
{0}
2 s
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[0928]  7E 5 SEHEGIBTIRRERI 56 1F N 4557 —0- (4,47 - FI 40 =R A 3) i 48 5 AN°-
KBRS -0- (4,47 - SR R ) -2 - IR SRR AZ T OR A R Tk 2w i)
(66 . 4mg) SRS S5 L, £EJ88 s ™ 7 Jid e P DR 25 Jse i F) e TR B vk 4 » 45 2L 550
[0924]  MS(EST) : [M-H]"1823.1213.

[0925]  SLifi {546 (fil i S SR A2 B AR S 10 AL B HI5 LR & Ak

[0926]  [{L273(84]

[0927]
s
DMITTO. N ﬁ)kr )
)’\,Yo\/x OCigHss W a o
8 0\/\ o _ﬂau*”str
e <f“~ﬂ g DS DA R o
H—g?o. ] " omreo } l o Otk
H-P-0,
3 . 91(\*
5

[0928]  F7E5SEHGEHI3THBEII ST 485" —0- (4,4 - — FF A 0k = K O g A8 0 N7~
FTBER-S -0- (4,47 -SSR R ) -2 RS SR AT OR AR Tk 2 7 i)
(6 . 6mg) AL i 5 VL » 7958 s T K A0 BB S I i F) S5 VRS 5 W0k 4 » A5 D 7 A3 2L 5 1)
51,

[0929]  MS (EST") : [M-H]2075.2896.

[0930]  SKHEt]47 (ZRAR G0 - A 520 15 Ak

[0931]  [f£#%3(85]

[0932] o N’go M DT V0= Hopo L0 3 I
BO=8-0 0 | Lo 5::;'"’
o Oo / 0 OH HO-H-0.
ll/\)k o
‘E/\/U\
84 $2

[0933]  fEHSAAN, T25°C, kA 44 (9.5mg) F15° -0- (4,4 - ~HEFL =K FHL) iy
H G T A A H]) (6.0mg,0.011mmol) FIMENE (0.20mL) VAR, A N2, 2- ~HF T
BES (3.8uL,0.028mmol) , BEAT 2643 B HE SR Ja , IS NS B (2. 1mg, 0. 065mmo1) , 4T 1
/NS 4043 B B EE o E IR T IS I BLTR A A N AR B A 52,

[0934]  MS(EST?) : [M-H] 2316.2547.

[0935]  SLjififs]48 (CAH-JB§ 2 5 (H-phosphonatediester) #4T ~FAE G B : LA Y531
Ak

[0936]  [{£.2-3(86]
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[0937]
e
HN.«"\/YU\/\ AOC st o \(u\
g : o Citd 0\/\N OCWH‘«,,
LA 0C5Har \(”‘NH H-a!»-a )K/\Lr
OH /L\\o 00‘1&"*27 . N'J%c; {\ OC 1ty

H-p-0 BMTrO. Rt o oc“ﬂ”
o 0 B H—I:’.—O\
I & L9

[0938] {EZAAM T, T25°C, AL E42 (12mg) FI5 -0- (4,47 - AL =R AL i
H R T A Al ) (7.0mg,0.013mmol) FTHE (0. 20mL) ¥ ¥ H &8 inik g (1.7ul,
0.034mmol) , SR JG¥R M2, 2- —F T BL& (4.6uL,0.034mmol) , BHAT4A54> Eh e AR G, 18
JOmEwE (1.7uL,0.034mmol) , BE4T 1843 B 4 1 - T-25°C , A1 1% I H & Ik g (1. 4uL,
0.020mmol) B2 (8.5mg,0.10mmol) , FEAT44 3B HiHE AN — & 4 (0. 20mL) , i 3
1T LN 20 B B B . T 25 °C, Witk sg (30ul) , R JE 2, 2- —H R T EE& (9. 2uL,
0.067mmo 1) 73 35547y » B 1040 B BHAT VRN, SEAT 35 73 BRI Bt S8 )5 5 B I VR B Jn
BN 2g) ik yEMT A [ 44, 43 B 5453

[0939]  MS(ESI") : [M-H] 1742.1016.

[0940] st 5149 (H-BEERERLL) : 1 & 705b (=L REED) 1 &k

[0941]  [{£223(87]

O-F‘ OH

9 EtsN—H
Ty "o o
N0 .
[0942] “0\[-. o l /}/U\ “g"\l |
- B >
O‘\g/\/mo \ OCygHsr @ OY\)L OC1gHgr
! :oc»lng]V 2) Et;N ; OCgHy;
4 OC1gH3; 5b OC;gHyy
[0943]  FERAAA T, T40°C, ML (345mg, 4. 2mmo 1) FIMEHE (10mL) &R, IS N2,
THRETBR (0.33mL, 2. 4mmo ) , AT 354 B B o 1 1% R SLIR A W A Ik A 4
(497mg,o.40mm01> , T A0 CHEAT L/ 2 B 4k, s N2, 2- LT B & (831l
0.61mmol) , B HEAT L/NEF 13 B R - I8 IN= 2. % (2. 8mL, 20mmo 1) , SR J5 I N 2. I
(211g) fF[FE AT H, FUKA E G, #4708, P A A A 15 2146 5405b (547mg) «
[0944] st 150 (H-BEEREEAL) : AL A5 (N-FF LK e ER) 11 5k
[0945]  [{k23(88]

o0 @
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¥ |
o 3 ‘O
HO g ¢l
[0946] ) -0 1

{2
[0947]  FEZAAGAT, T40°C, 1A AR (241mg, 2. 9mmo 1) FIMLRE (TmL) AR, ¥R N2, 2-
THRETHA (0.23mL, 1. Tmmo 1) , BEAT 3043 BRI BEFE 7] 1% ) SLVR A M A AL & 4
(350mg,0.28mmol) , T40 CHEAT /N 490 Bt +E , dm2, 2- —H & TEE& (39uL,
0.28mmol) , B FEAT 27NN 45 o K15 B VR 43 i 355 (P24 170 093mmo 1AL & 4)4) , s
JON-FR LK (0.32mL, 4. tmmol) , 28 )5, IR N L JE (40g) AT [ ATt , UK &) 5, #EAT i
38, LLEMATE AR 211k 5 4)5¢ (103mg) -

[0948]  'H-NMR: (300MHz;CDC1s3) 80.88 (t\9H) .1.26-1.83 (m.96H) .1.92 (s.3H) .2.32-2.36
(m.2H) +2.67 (s+4H) .3.89-3.98 {m.6H+3H (N-F ZEmKI4E) } \4.18-4.21 (m.3H) .5.02 (s 2H) «
5.41 (t+1H) 6.38 (t 1H) +6.53 (s.2H) +6.93 (d.1H) .7.04 (s IH N-FI JEBKME) (7.31 (s, 1H.
N-FR LR I4E) (7.73 (d1H) <8.84 (s LH N-FF FEBKIAE) |

[0949]  3'P-NMR: (300MHz ;CDCls) 85.74.

[0950]  sEjafl5] (H-BEERERAL) : A H5d (N-FF LG mkER) 1) &k

[0951]  [{k#:K89]

O
o HO-P-OH of—\z o
[ NH Ho /® \kaH
© : '
N/&O . ? N/go
¢ Hp-o
[0952] el B
N O 2
ON o OC18H37 l N/ \(\)J\ 0018”37
Q
; 0CgH37 ; OC gHs7
2
4 OC1gHar )o" N— OCygHs7
N/

[0953]  [a] /£ 5Lt 4150 7 2 3 B 354 FRVA R 1K L4y (FH 24170 093mmo 146 & 4414) w , s I
N-H L5 bk (0.45mL,4. Immol) , SRS IR N2 IE (43g) B[ ATt , FUKA H 5, ATk 98,
PA[E A2 A3 211k 5 4)5d (96mg) «

[0954]  'H-NMR: (300MHz ;CDC13) 80.88 (t.9H) .1.09-1.84 (m.96H) 1.96 (s.3H) .2.01 (s
SH.N-FF LG5 12.31-2.36 (m2H) .2.68 (s 4H) .2.76 (s 4H N-F k) L 3.90-3.98 {m.
6H+4H (N-FF ZE M 0pk) } . 4.10-4.17 (m.3H) .5.02 (s+2H) .5.41 (t.1H) .6.38 (t.1H) .6.53 (s
2H) \6.89 (d\1H) .7.71 (d.1H) .

[0955]  *'P-NMR: (300MHz ; CDC13) 85.88.
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[0956]  SEHEBI52 (ARG RO AW EYI5AR) 5K
[0957]  [4£E23K90]

i an
o . OCisHs OH ] o
| NHBz H-P=0; B i - OC
k(g;c by RPN eSS0 B & i
i st J ﬁ" OCygHyy
[0958] H=P-¢ : /t 1eHar

* owiro, N o €05,
-» Ph-—s— 0.
o L o

[0959]  ZEZ/SAUAT, T25°C, AL & 4042 (99mg) FINC-ZE -5 -0- (4,4’ - — 4 2k
TORFE) -2 - EE MRS AT R R A Tk J ) (66mg, 0. 10mmol) FIAEEE (2. 0mL) ¥4
R IR IE N4 AR 2, 2- B BT ERST (281, 0. 20mmol) , BHAT21 4 Bh I RE R G L
IIENBRALFIIN- OREEBR L) 4828 B I% (27mg, 0. 11mmol) , BEAT 4373 BRI 4t o 7 A
7K (3.61L,0.20mmol) , FEAT L/NI 37 23 B KT 4t , 7E I N I 4 I MV A o I B HEAT 3IR S
TOF 2R (4. 0mL) FFAEE N R4 B0 34, 28 fa, s N & bt (2. 0mL) , 78 2 30 T A8 Itk g
(141L,0. 20mmol) - BEER (8. 7mg, 0. 11mmo1) , FEAT L/NKF 2893 B I 45 FE: , FH bk AT Bt e I R 37
RN o AE 2 I N S AL RE (0.30mL) PR (T4mg,0.90mmo 1) , 2R )5, #2, 2- —HI BT B
(92uL,0.67mmol) 43 35 477 » BERE 1073 BhdEAT VS I, BEAT 59 70 Bh B, s 2, 2- —H T
B (31uL,0.22mmo1) , BEMIBEAT 4240 BB HE RIS B SR AN 2 20 (BGle) 1,
TR I A4, DL B U A R 0453 24k 5454 (100mg) »

[0960]  'H-NMR: (300MHz ;CDC13) 50.88 (t.9H) . 1.13-1.80 (m.96H) .2.17-2.85 (m.15H) .
3.03 (s+3H) .3.68-4.33 (m.16H) .5.20-5.35 (m.2H) .6.07-6.17 (m.2H) .6.43-6.53 (m.2H) .
6.56 (s2H) .7.24-8.78 (m.14H) .

[0961]  3'P-NMR: (300MHz ;CDC13) 56.10.25.20.25.30.

[0962]  MS (EST") : [M+H] 1965.1202.

[0963]  SEJif {51153 (A5 52 — SR E i) « L B 4550 & ik

[0964]  [{k5:91]

NMB2
%
oc“r{” ﬂq ] W0 o
Ha

\/’\N
NHB: DT, S i O OC1aHay
oc,,n,, <1 j %QJ’ !
OCnH % N OCgHsr
[0965] o " oma S— Ao et
6 Lo, u cj -n o
g %J' 78
. N Y\)k
o

[0966]  YE 5 SEiEHI52[R FERI 2514 T , B AR AL AR B N-[ Q-3 3k 2. 38) Bt ] AR 28 — F ik
W % (# B8 Tetrahedron, 19974F , #5345 , #514411-14416 5L Rt #7155 ) (4.3mg) Sk
SE N, TEJE TR IR A IS 16 S RLTR A M0k 4 /B R = 713 2L A 41055 .

[0967]  MS (EST") : [M+H] "2180.2862.

[0968]  SEjiff54 (AL 22 TR A ) « (b 45611 & ik

[0969]  [fk2%3(92]

2%
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[0970]

) o J O hir
HN \/‘ 18 NHBz

oH cw"s:r ¢k

H=P=0. -
a ] ,ﬁ:
\[r/\;’ll’\

o

42 26
[0971]  FE 5 SEEM5 2[R LR 254 T 5 B AR A 7728 B AN- [ Gy B R R ik ] @F o8 — H Bk
WP % (3 BENucleic Acid Research,19994F, #5274, #963-971 1 H 081 77 VE 4 AR
(27mg) HKSE e S L, 7RI T REIRAY IS 1 SOSL VR S e i » V6 N 3 P= W43 B A 4056
[0972]  MS(ESI") : [M+H]'2217.2981.
[0973] s f555 (WAL FI % 52— RAE A ) (b EW5TI A Ak
[0974]  [{k2%3X93]

[0975]
[s] (e} b
HN)K/\KQ\/\NJL\@%,H” o i
. | L
FoN T O \( NH
o (:’go 48tay 2 N’g"o
Hp=0.. DMTrO; R
e o
OVJL\ oH
a2

[0976] 755 SZja 95 2RI FER 26 A R N 2R R BRI -5" —0- (4,4 - R =R ) -
2 I SR NE M AL AR T NS -0- (4,4 - R =R ) i OR s ARk Tolk 2 =) i)
(5.2mg) , FEIRAL AR B AN- [ O G R L) i 2 ] SR8 —H BE P i (3% B Te trahedron, 1997
M, 5534, 51441114416 TR ICEEI J7E A ) (4. 3mg) ALt , 7E 98 T 48 Bl ISR 47
N W RONTR S A A AR B &5 .

[0977]  MS(EST") : [M+H] "1788.1262.

[0978]  sLififs]56 (Ak il %2 ARG R0 AL EI581 & ik

[0979]  [fk223K94]

[0980]
JReedy
Q
TR A g aas o
T AN
0. : 9 o
N # ~f\)\§a,

(09811 7E5SEHEHI52[ LI 561 TGN R I EE AL -5 -0- (4,47 - ~FI (L =R ) -
2" — it A BRI A AR T ORN - T B -5 -0- (4,47 - SR SESE SR L) 20 AR g
B R B RCTAE 22 7)) (7. 0mg) , R AL 7742 B8 J9N- (R L BE I 2 & 2% — FR I I e
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(3. 3mg) RS N, 7EJEUE R AL I R BETR A DR 4E , 13 BIL G458

[0982]  MS(ESI") : [M+H] 2191.3401.

[0983]  sjifafsl57 (RGO AL &5 A R

[0984]  ££ .5 Lt 55 3[R AL KT S A1 T K i 5 770 A2 B 9 ik R A T 2R B i (9. Img) SRSE it
RN, PEJRE IR AC G 1 S BLTR AP0k 48 , /B N £ =R 2L A155.

[0985] st {4158 Ak il 5 52 AR B 10 : (LA H591 & hk

[0986]  [{£23(95]

o o Ny

HN By O eHsz <N l Néo bl

. i 1 NHBz HO., BN OMN N OaaHs?

A : 1 ; o

f\i :c,,u,, </N f" O, - | S

) L OCysHyy ol " E& L, Tk
oH NS0 & o § o
[0987]  wi% on (N ¥ e
& : B O Me—~8~P-0.
K - =g
I T
42 ° 2

[0988]  f£ 5 SCHlE BIS2 [ R 26 AF R, KRR AL A2 T OAN- (FF LR ) 47 2% — FF B i (%
féTetrahedron, 19974, 55534 , 551441 1-14416 T LB Jr A A D) (9. 9me) SR SETf
ISE, E 80 HS T i P DR 37 22 B L 4 e ik 5 MR 4 » 18 D =043 2L B 4059

[0989]  MS (EST") : [M+H] '1839.1373.

[0990] S 5 plif]3 (BRALTI A3 B« N- (F —BeAERR L) SR — FF W ) 45 Al

[09911  [4k=#3096]

O CyaHysSH o
R Br,
O NH ——— N—8CyHs5
[0992] ' MeCN ‘
o N o
vl 5

[0993]  ZEBRASASA TN, AR B iE (4.0g,27mmo) [ Z.JiE (15mL) FOmLiE (12mL) [
TR AT IS I+ e iREE (6.8mL,29mmol) , ZE =R R , £404- R I (1. 7mL, 33mmo 1)
(1) 2 (20mL) ¥, 75 20 T BEAT 2/ 4343 B B0k IS IR B (32g) 7K (Bg) , 2 #1220
C, i P R A, DL AT 2045 21 E R4 6. 0g)

[0994]  'H-NMR: (300MHz;CDC13) 80.88 (t+3H) \1.08~1.64 (m.20H) .2.88 (t.2H) .7.75-7.80
(m.2H) \7.89-7.95 (m.2H) .

[0995]  MS(ESI") : [M+H] "348.2003.

[0996] S5 4 (BRAk TR A B < N-[ (-2 Jf [d] v ) e ik ] 4728 — HF BRI Jie ) A i
[0997]  [fk22397]
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= O

[0998]
N 0
| X
£

[0999]  FEZTAAT , AIABIR B i (4.0g,27mmo 1) 1 245 (15mL) ANt g (12mL) ()
IRAVER I IN2-%5 H 8 R B (4.8¢,29mmo) , fE 2 IR N4 384 #hisg iR (1. 7nl,
33mmo1) [ 2. (20mL) VAV, 76 = 3 T BT 4/ 30 - BRI B R - B I B2 (30g) /K (Bg) , 3%
IT1T- B it , b pEATT H 0 [ A4, DAk e [ A (1) T 15 2 B And) (6.8g) »

[1000]  'H-NMR: (300MHz;CDCl3) 87.27-7.38 (m.1H) .7.40-7.48 (m.1H) .7.69-7.77 (m. LH) .
7.82-7.94 (m.3H) .7.99-8.62 (m.2H) .

[1001]  MS(ESI") : [M+H]"313.0090.

[1002]  sEjfafs]59 Rk A)% 52— RAE G ) A E608) & ik

[1003]  [fk22X98]

b3 . g (/N oA

H-NJ\/\‘(O;\/\H OG,5Hs7 a2 9 ‘ o o
. i i NHBZ DMTrO HNJK/\W,DVAN A DGy
N 0C 5y -0 ’
i 18ttsy Ny < 1

H ."/go QC gty . <’ | .

N
[1004]  wilo, owmo, | — Lo OCiuHar
A "o '0\@ HysCypm8-P-0,
& .o:l o

"j{;\/j.'\ O
[1005]  fELSEHEHIS2[FR BRI S AF T REBR AL AZ B ON- (F e i ) <R — Bl fi%
(4. 0mg) SRS S L, AEIRH I R AL IR 1) B RLTR 5 Wik 4, 15 214k 5460
[1006]  MS (ESI") : [M+H]2295.4570.
[1007]  SZjitifil60 (AL 1% 5~ JRAR G0 (6 1I) 5 A%
[1008]  [f£23K99]

[1009]
NNBz
O ~OCsHzz N L (o o

HN */\g’ ¥ T NHB2: DTTO; ‘ :N)J\, L S

”\)\\l Ot Hsr ((Nfu 0, (ku /I ‘ |
VT 1aH B R ’ DT H:
oH Np wHy ) sk

* W J ) T ]"N"go' Ot

H-P-0 DMTIG,. N
2 h r\)\

[1010]  7£ 5 SLHE G52 £ A 564  RERRAL 7 AZ S N- [ (2- 28 [d] e L) B AL ] 4R K
TR (4. 8mg) RSt BN, AE IR T A BRAL 5 ) BNLIR A4 A R 5461
[1011]  MS(ESI") : [M+H] "2277.2747.

[1012]  sCHER61 (Fa G55 5 R G R AL EYI55H &K

[1013]  7E5SEHEEI53FE LR 261 T, R4 6 7132 B9 4R TUIR IR (7. Img) SKSE i
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IS, FER R AL I K SOREVR S R A » AR 9 P AR 2L 54055

[1014]  SCi K62 (G 575 58 R G R AL S 550 Gk

[1015)  fE L SEHEBIS3FRERI S AT T R 4 5 77 A2 O IR — 2K R (4. 2ul) SRSKHE N
FEVR T AR AL A 0 SORLIR S DR AR A 8 17 A3 2L 54055

[1016]  sKiE 63 (Fa 575 58 R G R LSS50 5k

(10171 fE 5 SCHE G52 B R 2601 1 4 A7) A2 SO U IR XN (2SR 2E) B (4. 6ul) >k
St S, RIS KR AL IS B SORLTR A A4, AR N P AR B A 55

[1018]  sKiti 64 (Fa 57t 5 58 R G R AL S 550 Gk

(10191 £ 5 S0 415 3 [F) 1 (1 2% 11 1 5 1 4 15 57 A2 SE N BRI W (2, 4- &R 2E) B
(10. Tmg) HRSL Nt S S, £E P REBRAL i 1) S LR & W04 , /- 7 A3 2L 54055
[1020]  sKiti )65 (F 57t 5 58 R G R AL S HI55H) Gk

(10211 £ 5 SEHEGI53 R LR 26 11T K5 4 5 770 A2 3E O SR IR XU (2, 6- — FF L IR ) i
(7. 1mg) SRS S L, AL I REBR AL 5 1) e SR S i 4 » AR - AR 2L & 955
[1022]  sgjitifhle6 CFI 3™ AP TBDPSHEA) — FAK G 1) - A P65 A A%

[1023]  [fL2£5K100]

OCqgHy

o )kvocmua ‘
HO N o B o o
N Y\,}\D/\, W(Q/\Dc Har o e .
& VT YT
pe 3 f N T TOCHy;

NHBz
.
NS0 - NS Leu
DMTO, . oM NAD s
- 0. DMYFO
iy 0
TBOPS TBOPS

OTBDPS

82

[*] o
S 0L ?)Kg‘g‘ iocuﬂv )k,/\(')‘/ﬂ-«v/\u /\/,LOCuHs o
TN T 0CHy ﬁ OCqgHsy \(‘LNH
f‘/g OCigHyy 15ty { zL\s

[1024] e N0 i OM " N0

RO [ H*l,'”o\ DMTO,
o o O
OTEDPS OTBOPS A
8 64
o
i\l /1" o o
N
okiTo %j; JJ\/YO\/\,[, : | QCttyr
0
@ E :f\ OC5Hy,
B N o aHy
500
ncj °
TROPS
88

[1025]  TJF1 3 -0- (BT 2 R RGeS -5 -0- (4,4 - A =R ) -2 i
S M 1 A% K B

[1026]  7ERAAR T AEEE T, N IEF BEFE-3 -0- (BT 2 IR P REREHE) -5 -0-
(4,4 - HEFE =R I -27 - A e i 1 (B MEBiochemistry, 20044F, 554345, &
6167-6181 T FiCER K VLA ) (6.5g,6.8mmo ) [ EE (301g) VAW, 7R 40 % P /K 1%
7 (5.8mL,69mmol) , BEAT 237NN 26 73 BRI P HE o FE IR T WK 4 R MR G, SR 5 BB
R (G- 24, LVIREMATE S B E Ard (5. 18, UXZ98%) .

[1027]  'H-NMR: (300MHz;CDCL3) 81.00 (s 9H) 1.95-1.97 (m.1H) +2.51-2.59 (m.1H) .3.02-
3.07 (m.1H) .3.25-3.30 (m\ 1H) .3.77 (s.6H) \4.44-4.49 (m.1H) .5.22 (d.1H) .6.35 (t.1H) .
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6.71-6.75 (m.4H) .7.08-7.41 (m.16H) .7.53-7.59 m-4H) .7.77 (d.1H) .

[1028]  MS(ESI") : [M+H] 768.3391.

[1029] T /P24 546201 & i

[1030] FEHAAA T, T40°C, M3 -0- (U 2 R -5 -0- (4,4 - A
TORE L) -2 A M B (2.5g, 3. 2mmo 1) FALAH31 (2. 2g,2.0mmo ) () A 4
(7T0mL) fettie (14mL) (VR AW , R INHOBt CE7K) (0. 35g,2.6mmol) , #2 T K, s INWSC
HC1 (0.92g,4.8mmo1) , BEAT 27N 26 43-Bh (1) Hi b o e i ik 98 B 25 IO RLTR B R AN TE D » 18
BT A Fa s 0 22 R (2500) H, { [EAA ST S8 fE ATk, LBt AT A3 2k &
62 (3.59) .

[1031]  'H-NMR: (300MHz ;CDC13) 80.88 (s.9H) \1.01 (s.9H) .1.26-1.81 (m.96H) .1.91-1.99
(m.1H) .2.68-2.71 (m.5H) .3.04-3.08 (m.4H) .3.25-3.29 (m. 1H) .3.77 (brs.8H) .3.95 (t.
6H) \4.13-4.46 (m.4H) .6.30 (t1H) .6.56 (s.2H) .6.72-6.75 (m.4H) .6.91 (d.1H) .7.08-
7.42 (m.15H) .7.53-7.59 (m.4H) .8.05 (d.1H) .8.92 (brs.1H) .

[1032]  MS(ESI") : [M+H] "1834.2754.

[1033]  TJ¥3b &6 ARk

[1034]  FEBAAM T EZER T MALAEY62 (3.5g,1.9mmol) ) S 4t (358) AW

AN INAERE (0.39mL,5. 7Tmmo1) , T10°C, I I =S 4R (1. 6mL, 19mmol) , AT 1/NF53 5B )
BidE ik E (0. 77mL,9.5mmol) , ¥ S BV A IS INE FFEE (351g) H , i & AT HE (9 [ 44,

DA ] A4 T AR 2L 5463 (2. 8g)

[1035]  'H-NMR: (300MHz ;CDC13) 80.88 (s 9H) \1.08 (s 9H) .1.26-1.82 (m.96H) .2.16-2.25
(m.1H) .2.51-2.59 (n.1H) .2.69-2.75 (m.4H) .3.04 (s.3H) .3.19-3.24 (m.1H) .3.61-3.65
(m.3H) .3.92-4.43 (m.10H) +6.21 (t+1H) .6.57 (s.2H) .7.21 (d.1H) .7.35-7.45 (m.6H) .
7.60-7.66 (m.4H) .8.03 (d.1H) .9.02 (brs.1H) .

[1036]  MS(ESI") : [M+H] "1532.1383.

[1037] T P4b-GM6415) & Rk

[1038]  FEZTAH T, T40°C, [ADEREER (0.39g,4. Tmmo1) FREIE (14mL) JEVR ¥ 02,

2- “HAETBES (0.41mL, 3. Ommol) HEAT 30 BRI BERE . T-30°C , [IHZ ISP s Itk 5463
(0.70g,0.46mmol) , T30 CREAT46 7 BHRIHEH: o S8 5, i N2, 2- —H AL T & (0. 38mL,
2.7mmol) , HEAT 584 S H bk o J%Eir“/% WS inz 0 (200g) w, i BEAT g [ 44, LA
i AT 15 2L 4464 (0.70g) -

[1039]  MS(ESI") : [M+H] 1596.1098.

[1040]  T)¥54b 54651 A B

[1041]  FER/SAA D ESE T, AL E64 (0.70g) 15" —0- (4,4’ - —H AL =FER L)
Wyt (0.37g,0.68mmol) [FMEIE (20mL) R , A8 DK IR XL TR A LB (0.57g, 1. 4mmol) , i3
AT245 BRI EFE AR T, U IN-[ (2-F 2 2. 28) ARt 2 4R OK B % (0. 17g,0. T1mmol) , 33
AT 167N 5443 Bl (K i HE o 5 5 0L TR B P N 28 FF I (200) 3ok bt 1 [l 4, 13- 214k &4
65 (0.88g) .

[1042]  'H-NMR: (300MHz;CDC13) 80.88 (s 9H) . 1.07 (s 9H) .1.25-2.01 (m.97H) .2.33-2.93
(m.10H) +3.04 (s.3H) .3.32-4.34 (m.24H) .5.08-5.18 (m. 1H) .6.25-6.36 (m2H) .6.58 (s
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2H) .6.82-6.85 (m.4H) .7.22-7.65 (m.21H) .7.79-7.85 (. 1H) .8.96 (brs.1H) .9.28 (brs.
1) .

[1043]  3'P-NMR: (300MHz ; CDC1s) §27.08.27.20.

[1044]  MS (ESI") : [M+H] 2207.3152.

[1045]  SEZjfif5167 (3° A7 TBDPSIER ARTY) < Ak & 1661 & H

[1046]  [{k27x101]

[1047]
O
kil i
)J\/YO\/\N N Oty N ?{NJ\/\W’O\/\NJ O gHer
DMTIO DMTIO I ) O
OC;gHs; 0 (‘*N ” T O0CHy;
¥ CiHey N0 OCyHyy
8 % 0. ,s—g—o
/r & Lo j 1:0:
NG  perd Ne o
85 86

[1048] {EBAAA N EZER T, MALEH65 (10mg) 1 S 4T (0. 20mL) SR H , AN
A -REE (1.30L,0.045mmol) , BEAT 3/ A5 B (K 34k o« ZE RS 4 S BB &1, 15 3
1 E466

[1049]  MS(EST") : [M+H] 1969.2010.

[1050]  sjifafs68 (VU SRR A B 4 & 691 A H

[1051]  [fk2230102]
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[1052]

[1083] TR ULEW6TII AR

[1054]  FERAAA T Mk E42 (1. 5g) BIMLRE (20mL) ¥R H , A N5 -0- (4,47 -—H %
= R T (R R T A Al D (0.34g,0.62mmol) VR B A FLRIR LS (0. 74,
1.9mmol) , BEAT 220 Bh (W4 HE o S8 5 U N[ (2-FUE 2 F8) T ] AR 2R — e I Jiz (0. 19g,
0.81mmol) , AT 157N 294 S i 4 , 15 25 A VD821 [ BLVA W - SR 5 » VR TP IR =
2,16 (90uL,0.52mmo1) 7K (0.28mL, 16mmol) , T-25 CHEAT L/INBF i FE , 7E I8 T W e e B2 VR
G R AT IR AN 2% (26) FHAEJE SR AA 34, S8 5, v i — & 4% (20mL) , T
10 CEAINMERE (0. 11mL, 1.6mmol) BEEZ (1.0g,13mmo1) , AT L/INE 1543 i i 44 o s ikt e
(3.0mL) Ji& , 7E I N 2, 2- HIE T A (0.96mL, 7. 0mmol) 73 A4Sy , RERE L0 R HEAT
SO0, AT 334 B R AR N2, 2- R R TT RS (0. 48ml, 3. 5mmol) , BE AT 354 B H 4
FE AR E B RNTR BRI A 2 (200g) H, ik 84T B B [T 44, DA 2 TV A3 24k &
67 (1.9g) .

[1055]  MS(ESI") : [M+H]"1829.0819.

[1056] 724k 54681 A i

[1057]  #E5 T 1RFEMI SRR, AL & M6 TACE b & 42 L ff FIN' - 28 B -5 -0
(4,4 - AR -2 - A M e 1 GR a0 Tk A\l i) (0.60g) [A#5 -0-
(4,4 - H AR = OR FRRR) B ke s it S B, DA A B A4 T 2078 B4 5468 (0.97g) -
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[1058]  MS(ESI’) : [M+H]'2291.1664.

[1059] T3tk 5691 & 1k

[1060]  7EZ/SAA T, T25°C, MAE68 (0.96g) AN T -5 -0- 4,4 -—H A
FEEIRF L) -2 A S EMZE (R LA\ D (0.51g,0.80mmol) FIELIE (20mL)
VWA U IR B A TR R JE G (0.65g, 1. Tmmol) , BHAT 1043 B F 4 o 7E980 . T W4 e B2
REW, BB AE69.

[1061]1  MS (EST") : [M+H] 2912.4312.

[1062]  sjifsl69 (VU RAE A O AL EHT0R A

[1063]  [f£2£5K103]
[1064]

o}

ot TZ

DMTHQ NHBz
!
H—P o o NAO
H-—llho 9
OBt 8 \]l\)\ "oa

g v a

580, , ‘ — 0 "o /U\/\r OGN
J & f\ O b g |§ 5 TN '? 1gHay

Ay Otz /r & o f\u oc,,u,,
J/.*.—li-tzx 5 NS0 OigHyy
§-8-0,
NG OM /r 0
o M

88 &

[1065] EE?&E@M%H‘JIWE#E@%@F,ﬁ%4&9#@684&%%@\#@42%@5@&&,?%
FMLAWT0,

[1066]  MS (EST") : [M+H]"2817.3753.

[1067] szt 70 (VU ARG ) (LA WIT LI &k

[1068]  [{k23(104]

[1069]
/DLI-IB:
ENC"'BZ &N Mo
oy e, | e
SN s
H-Pp-0 9
A

5"!’ -9, e ‘ N Oy A OC M3z
J/ OC;5Hyr AEROL HNS N O
OC“ a7 j o o (’N} OCs5H3;
NG

QCy3Hy7

[1070] 75 SZiEtl681K L7 LR RERI&HE R 13 F ik S 6 SR B AL & 142 1 FIN' -2 F
BE3E-5" -0- (4,4 - “H S ZRF L) -2 - I 5 e 2 (R 5 A0 A Dol 2 &) 1)
(5.4mg) LD —0- (4,4 - H S B =R B ) g e s [ B2, 13 B AL G471

[1071]  MS(ESI") : [M+H] "2906.4242.
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[1072]  sEjEfl71 (WURAR G ER AL Y7200 & K
[1073]  [fk2£3K105]
[1074]

OCagHy

L. ;
| 1 @
g '-“"%M"\/\N O gHs
§=P-0 ; J i g
J/ o - 4 (gu: - OCqHay
SN
ho

”
[1075] 7652681 17 LA AE M 2614 N, 1 Ak 06848 1L & 42 L fi N5 F
Bi-5" -0- (4,47 - RS =R L) - 27 - i SR NE RS 1 R 504 Tl 2 w) i)
(4.9mg) &5 -0- (4,4’ - RS =R L) 27 -yl st /e b2, 12 2 5472,

[1076]  MS (EST") : [M+H] 2930.4184.

[1077]  sZiB72 (FLRAK Gmer) £ H0) L EHTAHI H K

[1078]  [{k7(106]

[1079]
o

; { o

i £ " SN Ni

o s O . Q [ o o
B \/1 T o [”(w,’m P 0\/\,,JL 44O say OH "1"&?‘ k/WfON/\"k Oy
L e o e o el WV S ae'e o e
B V) 1t T S g sy

N noEs v LA e — A, Sty

41 95 87
NHBz NH8z.
.\" R
‘rp.’l*‘oo oH S o

HO. | H-#-0. )k

é_: \L‘[)L”f“ o 6 \[L N g o

/s~g~° o iJk/\TrO\/\P\‘JL S OB /J’S“P & T T o9 T)K@W sty

1o PEOVE ity e @ L Ty @ 70 1My
=) S ,

a B
Y\ ~ T\’
7 80
NHgz
5 ol
(,n\]/'\,‘,, g oMTrOL Yo
H \ & S No i @
B J\");B: f DR
[+} ! N ; g N)kr
o j‘ i @ -
| q’goo NG l/%i
BP0, S
”cj o &’S \]T)k/'f o © e e
—% 2 B LA AN Ot e Joe e \ﬁr o (<}
T & \g i ki T 3 Oy A A Oty
f e o OCgHs S0, “Q‘A\/\g NS
NC : N Sp OCspHar J ' 0 E\ N 7 0c @Hiy
-p- N hy N Sa QCqhsy
b3 i E_D‘lgo ;
\&/\/‘\ e )‘i
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[1080]  TJP14LEMI6THI A K

[1081]  FAERAAAT LG 42 (1. 2g) BINLEE (20mL) ¥ H N5 —0- (4,4 - —H %
JE = 2R HIE) T (R R T A ®) ] (0.44g,0.80mmol) B B XU TR AR L BE (0.67¢,
1.7mmo1) , FEAT 2340 B FE - S8 J , IS INN- [ (2-FUAE 4 B AL ] 4Bk —H B W iz (0. 19g,
0.83mmol) , BEAT L/NIF 3240 BREGHFE SR J , WS NP % 2 = 2. B (90uL,0.52mmol) 7K
(0.28mL, 16mmol) , T-25°CHEATH0 73 B+ , 7E 0K IR 48 S BLVRA W o I 2 34T 3IR R 0
FOR (25g) FRAEJE N IR 4G4, SR fa, U il — & e (20mL) , T-10°C, Atk g (0. 11mL,
1.6mmol) « “& M8 (0.43mL,5.3mmol) , FEAT 2/ N8 27 90 B 1 F 4 o s it g (3. OmL) , FHIE
2= R NIR A Y INE L E (200g) H L ik uEAT HE G 44, LR R A TR A3 B A
195 (0.72g) »

[1082]  'H-NMR: (300MHz;CDC13) 80.88 (t.9H) . 1.25-1.89 (m.99H) .2.20 (s.3H) .2.21-2.89
(m. 13H) . 3.06-3.20 (m.5H) .3.21-3.98 (m.11H) \4.19-4.4.44 (m.6H) .5.32-5.34 (m.2H) .
6.10-6.23 (m.2H) .6.58 (s.2H) \7.41 (t+1H) .7.51 (d.1H) .7.95-8.08 (m. 1H) .8.70-9.60 (m.
2H) .

[1083]  3'P-NMR: (300MHz ;CDCls) §27.55.27.94.

[1084]  MS (EST") : [M+H] 1765.1162.

[1085]  7ER AT AEEE T, MR RK A 95 (0. 72¢) B9 =S K (15mL) FIitkig
(2.3mL) IR G VA IR INBERL (0.56g,6.8mmol) , 442, 2- “HEE T BEE (0.56mL,
4.1mmo1) 43 B ASEA , BERE 1040 SR REAT I 00, BHAT 3 LA B B e b, A 2, 2- T B
(0.42mL, 3. Immo1) , BETMFAT 230 BhHIHEFE SR 5 W IR BTR B W N2 i (203g) 1, 3
JEMT B AR, DA A b A4 15 B A 67 (0.72¢9) -

[1086] )24k 54681 &

[1087]  ZEAV/T/UR R LA 67 (0. 72g) (KIMLIE (19mL) ¥R AR INN' -2 B B 3L -5 —0~
(4,4 - A =R ) -2 - A M mE g 2% R 50 Rk Tk 2 w1 i) (0.49g,
0.77mmol) B EE A T o R H g (0.60g,1.5mmol) , BEAT 2240 BhEI et - S8 Ja s A Ak
FIIN- [ (2-5U0E £ 58) B R ] AR 2R —H i W% (0.18g,0.76mmol) , HEAT /NI 103 B i HE: o
SR W R LR A 53 I 255 Ay FE R R R4 SR — A4 o IO AT 3IRES IR 2K (10g) FHAE
VR R IRGEI R, SR 5 A8 0 & e (LomL) , T 10 CHs Inrkg (51uL,0.74mmol) . &2
1% (0.20mL,2.4mmol) , HEAT 2/NIF 1040 B ek A itk e (1. 2mL) , FHE 2R =, 3 — D%
RNLIRAN 5y 2550, W Hoh — A IS INZR 2 (50g) A, A BT dfr Hh i ] 4 ok ATt 5 DAYR A
AT 1S 277 (0.18g) -

[1088]  fEZUAAR T EEE T, MBI EM77 (0. 18g) ) & H &E (3. 0mL) FHHLHE
(0.50mL) IR A VAW, NS (0. 12¢,1.5mmol) , 442, 2- ~FEE T E& (0. 13mL,
0.96mmo1) 73 B4 SEHy , BERG 1043 Bh AT AN I, EAT 570 Bh B FE , R N2, 2- —H L T B &
(33uL,0.24mmol) , AT 404> B FE ARG W R BLIR A IE INE L (Blg) W, it jE
A R [ A, DA B [ A4 T A3 2 AL 5468 (0. 159) «

[1089]  T)¥3tb 5730 A E

[1090] 765 T2l BERI 46 1E R, i AL A 68 B Ak 67  f FIN" -5 T Bt -5 -0-
(4,4 - HFAFE IR L) -2 - A IS I A (R B T A B ) (86mg) AREEN' -2
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FELEE-5 -0- (4,47 - AU B = OR 1 ) — 27—l U s g A 1 R S th S 2, LA 1 8 [ 4 T
AFRAEWT30.129) .

[1091]1  MS(ESI") : [M+H] 2759.2472.

[1092] TP ML EMITARI A

[1093] 765 T2l BRI 46 E R, AL S T3 B S 67 f FINC—K R BE3E -5 -0~
(4,4 - ZIRF ) -2 - ANRES T R 5 Tl A =14 (66mg) AABN' -2
AR5 -0- (4,47 - H A0 = OR F ) —27 — JId AU I s g e ke STl e I o 7E iR 45
A5 B S SV S 4 A N AR 2 5474,

[1094]1  MS (ESI") : [M+2H]*1742.2655.

[1095] st 73 (3 47 Z B A B L AR 3 A E750 A Rk

[1096]  [{k27x107]

NHB: Nigz

DMTFO. {'I DMTO. {\JAN
‘<_>J . IMH . wg_g : I
mjs—o NHB:H/ J/ : z ow NHBZ%/
| sio.. (:L% s~l— f\ °
[1097] né’f 8 E\JY&W m:’r ¢ \ftt; o .
S ?mﬂ J\E;[ac N Is_ﬂ_o . § HtJ:w\g,o\/\NJ\L;E:: ;:n
ch f;,gc N 3 ﬁ:&o QG i
vsvg - J’ sfﬂ"’ 0
NJ °\g«\)k e Q

[1098] R SEH 517 20 T4 43 B BR AL S I ION VRS P — #/‘2[@%0 C, @ mit—K
A4 (4.40L,0.091mmo 1) , BEAT 37N 404 B (1) i $F o HE A I — K &) (2. 20L,
0.045mmo1) , BEAT 1/INEF 743 B B5d 4 , 8 N B TR B (500L) o 2R T, 1 S NYR A s INE 2
i (25g) 1, 1L PEMT HE A [ 44, 15 B A 75

[1099]1  MS (EST") : [M+2H]*1693.2314.

[1100]  SEjfl74 (3 AL Z BRI BR I IR AR LA T61 Gk

[1101]  [{k5x(108]

[1102]
'O .0.
OC My, ‘%N OCgHay
DMTO, DMTFO.
Qc“HN OCgH37
o OCyHsy o OCsHsy
_s-P-q 5-B-0,
o O,
Nc) 9 Nc-”r f ‘
o~ OH
f 2
82

[1103] R T, A SKHE 681 T 1 h 43 2 A5 AL S 82 R AL 5 9 S LT A 1K

0.5H & % J, It —7K&9 (1. 3uL) , AT 4/NHERE A8 U T W 4s S BIREY 15 24k
EW76,
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[1104]  MS(ESI") : [M+H] '1969.2134.
(11051 SEHEAIT5 (3 G2 MR BE LAY AR « 1 A HITSH AR
(11061 [f£2228109]

NHBz NHBz
oy (Y
o

“o, o
HO_ HO. i
\gbl \T)LN Qo Tl\/t' o o
N ﬁn)l\/jr“\/\u OCyghsr N ?%NJ\/\O/O\/\N' A -OCgHar
[1107] a0, oy o] A, & 0 .
j g L0 i 915“’31 - J/ | N OCHy7
NG NS0 OC M7 N’go OC;gHs7

iy 1
§-P=0; l 5-P-G
‘ J/ & o /!' & .
ne W NG on
: 18
k&4

[1108]  AEZATAA T AL EMTT (99mg, 45umol) { S HF L2 (2. 0mL) FZ 0 (0.40mL) [
BEEMRAHEC, B nt—7K&% (5.2uL,0. Llmmol) , HEAT 107N 2843 B () 1 4 o 76 ik
JE RS R BLREY), B INZE R EE (30g) H, 1 94T HE 1 [ 4, 15 24k 5478 (T0mg) -

[1109]  MS(EST) : [M+H] "2129.1466.

[1110] syt 76 Akl 5 22 ARG 10 (LA 821 & hk

[111] AR5 681K T 2[RI R K545 R S Bk 5122 B AN-[ C-F L5 E”iﬁ]ﬂﬁ
AW i (F% B8 Journal of the Chemical Society,Perkin Transactions 1,20024F, %8
2619-2633 T L E A A ) (13, Tmg) KSLHE , £E 980 N W IR AL i 1 S B2 VR & W0k 4
BEMLA82,

(11121 sEj@fl77 (Al B SN[ AR R 372D - A S 790 & Ak

[1113]  [fk&2a110]

[1114]

0013."37
o] [ W/@("%Har
HON A N . o} o
Q 7O gH o .

» I X 1atiyy HN‘H\/YO\//\T QOCgH57
Nf" Nf‘\N o : OC,H
& 3 @ 18037

<N [ | <N l. P CCgHyy

DMTFO N DMTrO.
L9 lo}

OH OH

[1118]  7EZAAA T, T40°C, M5 -0- (4,4 #EF'sTék%_ZIKEF'E% ~2 IR AR IR A A Y
(R A B Dol 2 w1 i) (41mg,0.075mmo 1) AL 431 (53mg,0.049mmol) ) & H 45t
(1.5mL) FIREIE (0. 30mL) [KIVE A&, B INHOBt (£7K) (7.0mg,0.052mmol) , 2 K3k, N
WSC » HC1 (17.7mg,0.092mmo ) , BEAT5/ NI e o R IR W4 I BLVR 54, 13 2L 479
[1116]  MS(EST") : [M+H] 1620.1583.

(11171 s2jitafp) 78 (ja) B PEEnd S AR AHER 9758 « AL A 4801 £ ik

[1118]  [fk2at111]
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[1119]

OCqsHy
o | 2 ] OC;Myy
HONOAVN - 665k
o o o
ai N
N~ 4 NH O
% J 31
<" N;J\NH o <N N’/’J\\ N >~ ,o\/\ N 0613“37
DMTO. 2 DMTO H O
Sy e OCq3Hyy
pen on OCgHay

[1120]  ZEBVSSRE . T40°C, (85 -0- (4,4 - — AL = 28R L) -2 — I 450 S M 04 A
(R A B Tl 2~ w1 i) (43mg,0.075mmo 1) AL 54731 (50mg, 0.046mmol) Y] — & H Lt
(1.5mL) FAREE (0. 30mL) VR AW , I INHOBL CE7K) (7. 2mg,0.053mmol) , #2 R 2K , #v N
WSC » HC1 (18.4mg,0.096mmo 1) , BEAT 21 R HE L8R N4 [ BITR A4, 15 2L &480 6
[1121]  MS(ESI") : [M+H] 1636.1879.

[1122] %5 pis RS 3 AL BB AL <57 -0- (4,4" - AR =R ) -
3 —0-Z WA B -2 — I AU W A 1 A

[1123]  [fk2at112]

o

Ho\n/\/u\ -
NH, 2
N~ ‘ ° NN
¢} wsc.Hal < 1
[1124] o DMAP
DMTrO NTSNT T . DMTO,
T o C‘Hzc'z ()
. r.t. ’ o
OH OY\A
o}

[1125] RS AR T AEZER T A5 -0- 4,4 - AR ) -2 - AU RS %
1 (Chem-Impex 2 A ) (2.6g,4.6mmol) \DMAP (58mg,0.48mmol) Fl Z B F & (0.80g,
6.9mmo1) ] 5L H &% (50mL) AW, R JIWSC « HC1 (1.3g,6.8mmol) , 34T 37N 5543 f (K] i
FE AN (0.45mL) F =2 Ji& (0. 78mL) 17K (200) ¥, AT 570 B B4t , BEAT 70 WL o 7]
RBNANLZHEINK (20g) » BEAT 373 BRI , AT 70 AR T 2848 L BR 1R BRI A AL
JE VTR SR i R A B e v v (G- FR ) 2lifb , DAk o v R [ 44 2043 21157 -0- (4,
£ - HEIE TR -3 -0- LA B -2 - A IR AT (2.8g, INEI3 %) .

[1126]  '"H-NMR: (300MHz;CDC13) 82.21 (s<3H) +2.58-2.66 (m.3H) .2.76-2.81 (m.2H) .2.90-
3.00 (m 1H) +3.42 (d<2H) .3.78 (s+6H) .4.29 (s 1H) \5.51 (d 1H) \5.96 (s 2H) .6.43-6.48
(m.1H) \6.80 (d+4H) \7.18-7.44 (m\9H) \7.97 (s~ 1H) .8.28 (s.1H) .

[1127]  MS (ESI") : [M+H]'652.2741.

[1128] 2% 5 pifil6 (SVEM S AL LB B :5 -0- (4,4 - AR =R ) -
3 -0-L B BE -2 — i A S VR R Y Bk

[1129]  [fk22113]
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¢ i X
:_ NfNH WSC - HCI ¢ Ij‘:’
[1130] | p 3 ,J\NH DMAP N "

2 DMTrO
CH,Cly .ICO‘)I
r.t. \n/\)?\

[1131]  EEARA N L.EEZEER T, |5 -0- (4,4 - —HFAEFEZIRFR) 27 - i A MR %
H (Chem—Impex /A Al ) (1.5g,2.6mmol) \DMAP (39mg,0.32mmol) A1 Z Bt AL (0.63g,
5.4mmol) H & H e (60mL) YA T, IS INWSC « HC1 (1.0g,5.4mmol) , AT 27 /NF 4453 5 )
PHE AN R (0. 26mL) A=z (0.46mL) [¥]7K (20g) &, BEAT 2340 B B9 HE , BEAT 799
FAS B A HLZHEINK Qle) , AT BRI , AT 75 AE IR T 28R E R 1S 210 A
HUZBIER], LUk s A 15 215° -0- (4,4 - —HEE =R ) -3 -0- LB A B -
2 - SR AZ A (1.8g) o

[1132]  'H-NMR: (300MHz;CDC13) 62.20 (s+3H) +2.49-2.94 (m.6H) +3.39 (s, 2H) .3.77 (d.
6H) +4.24 (s 1H) .5.52(d+1H) +6.07 (s~ 2H) .6.19-6.24 (m. 1H) .6.80 (d~4H) .7.19-7.40 (m+
9H) .7.63 (s 1H) .11.97 (brs.1H) .

[1133]  MS(ESI") : [M+H] 668.2715.

[1134]  SERf {5179 (jm) S0 S AR AHOR 72 « L S48 1) & ik

[1135]  [fk&z114]

[1136]
OCgHy7
. QG
g [
HOE/\)J\O/\/NOC (aHar
Q

o ' | o
G 1, g NH ©
¢ . D0 4 \fl\ 5
<’n Ao <N, - O~y 5o DCrsHay
— 2 DMTEO. H [
oete e s, o QG 15Hyy
< o : \f)\ QCypH37

81
[1137]  EBAAM T EZER T, MALA Y31 (8.9mg, 8. 2umo 1) (Y S H %2 (1. 0mL) ¥
WS INE R ER 2018 (1.31L,0.014mmo ) , 42 R 2K, iR I = 2% (1.9uL,0.014mmo1) , BEAT 175
579 B (K F Rk o R, A NG R 20186 (1. 31L,0.014mmol) < =7, f#% (1.9uL,0.014mmol) ,
BT 36 BB HE R ARSI RIS —0- (4,4 - AL =R L) -3 -0-Z BN B
-2 - A SNERS %A (10.5mg,0.016mmol) , BEATHO BRI, SR FEE IR MR IN=2
f% (0.10mL,0.72mmol) , FHiE 2 40°C, BEAT 37N 34 Bh I Rl o FE VU T R4 I MR A4, 15
B A8 .
[1138]  MS(ESI") : [M+H] 1734.1983.
[1139] s f5]80 (ja) B PEEn4 S NHE[E AHLR 97 58) - (L A 811K £ ik
[1140]  [fk2E=(115]

100



CN 108350018 A iﬁ, EH :I:S 90/121 BT

[1141]

OCygHyy
A OCHy

ho b L]
! ) No/\/ CCagHay

NS _ N /ﬁ\nu o o _
et e S L
5 o
o\gfvﬁ\ S~ OuaHar

8
[1142]  ZEFSAHA N, T40°C, 1[5 -0- (4,4 -~ HEE=FFE) -3 -0-Z B A B -
2 A SNEMS AL (0.94g, 1. 4mmol) AL G431 (1.0g,0.93mmo1) [ — & H 42 (100mL) &
WA ARIR I = R 2 % (0. 78mL, 4. 6mmo1) \DMAP (0.57g,4. 7mmo1) \WSC * HC1 (0.89g,
4.6mmol) , HEAT 3/ 2143 BRI 4 F o AR T W 4 S SLTR A, s N R B (100g) , i AT H
([ 44, 75 240 S8 LA = 4 (1. 5g) o A RS it vk (05— 1) 2i AL =4, 15 24
181 (47mg) .
[1143]  'H-NMR: (300MHz;CDC1s) 80.88 (t\9H) .1.26-1.81 (m.96H) .2.19 (s.3H) .2.20-2.60
(m.7H) +2.75-2.80 (m.2H) 2.94-3.06 (m.4H) .3.37 (d.2H) .3.38-3.79 (m.8H) .3.95 (t.6H) .
3.90-4.50 (m.3H) .5.50 (d-1H) .6.12-6.20 (m.1H) .6.57 (s 2H) .6.76-6.80 (m.4H) .7.19-
7.43 @ 9H) .7.79 (s 1H) .9.34 (brs.1H) .11.89 (brs.1H) .
[1144]  MS (EST") : [M+H] 1734.1951.
[1145]  ZH G Rf9I7:5 —0- GRUT 8 — R R e ) —37 —0— 2 I 7R 9 22 7 ) 5l
[1146]  [{k5116]

o}
. ) \FfLNH
[ NH  WSC-HCl A

DMAP N" "0
[1147] o R
TBSO. THF o}
O r.t ’ O
OM
OH ;
1 ]

[1148]  EHSSRA N AERE T, HALAE1 (5.3g,15mmol) \DMAP (0.17g, 1.4mmol) F1Z,
BRI R (2.8g,24mmol) [ THF (38g) VAT H , ¥ INWSC « HC1 (4.6g,24mmo) , HE4T 157N 134
BRI AR N8 (1. 5g, 26mmol) M= 2, Ji% (2.6g,19mmo1) [ 7K (38g) ¥AVK , BEAT 54 K
PiFE IR IN R G (37g) » JHEAT 1440 B B HE » BEAT W o 7E U8R T 28 A3 2 A VL=
(AR, DAIR RS [ AR A 2057 -0 (FUT 2 - FF R R ke 3it) - 37 —0— 2 B 7 I i ik ¢
6.9g) -

[1149]  'H-NMR: (300MHz;CDC13) 60.13 (s+6H) .0.93 (s 9H) .1.92 (d.3H) .2.05-2.15 (m.
1H) .2.21 (s+3H) +2.39-2.45 (. 1H) +2.58-2.62 (m.2H) .2.76-2.81 (m.2H) .3.90-3.91 (m.
2H) \4.099-4.103 (. 1H) .5.26 (d-1H) .6.37 (q1H) .7.55 (d.1H) .9.34 (brs.1H) .

[1150] st {581 (FE i A e 37 B A A AE [ AHCR 3 2E R0 B 1K 5 0« L A 851 & ik
(11511 [fk2e117]
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: ¢~ 80,01
9 ; Nagco:, g
HO™ ™ AOCiHy  nBUNHSO, oo~ 0318"'37

. ) ————— 3 + TBSO,
QCygHyy e 0c1sH:s7 M

OC13H37 0618”37
TBAF
K,C04 031&“37 AcOH OC g7
—_— TBSO OC1 5H31 —» HO 0615“37
DMF
7% \ 30 °C o

OM OM
1] Q
84 85

[1152]

[1153] TP 14 EYI831 & ik

[1154]  AERAAR T AR, 13,4,5-= (1 )\ e B4 ) R IR (e R E R A FF 58
2014-0772925 HLE M T IE A ) (3.0g,3.2mmol) JEREREN (1. 1g, 10mmol) (HRIREAVYIET
HH (0.13g,0.38mmol) ) &t (T1g) MK (30g) HITR G VAR H , ¥ ISl T Bt &
(0.39mL, 3.9mmo1) , FEAT 27NN 4293 B K 4 4 o 2E s st R A S (60uL,0.60mmol) , FEAT
1843 BRI 4 FE , SR JE FHE 2240°C , BEAT 1073 BRI i o 45 LE i , 33E4T 9V, 1A1 45 B ) K 2
WIS G, AT 2B B IR R B A AL  7E0UE T 2808 EBRE AL W I g (70g) » 1t
JEMTH B A, PA A A4 (3. 16g) TE IS RIML 5483

[1155]  'H-NMR: (300MHz ; CDC13) 50.86-0.90 (m.9H) . 1.26-1.84 (m.96H) .3.99-4.05 (m.
6H) .5.93-6.01 m.2H) .7.27-7.36 (m.2H) .

[1156] T P24k 548410 & 1

[1157]  AEZATAA T, T70°C, [AE4)83 (1.0g,1. lmmol) |5 —0- GRUT & = A o ke
) -3 -0-Z BB W (0.71g,1.6mmol) (DMF (50mL) J&VR 1 , ¥ BRI 20 (0. 21¢g,
1.5mmol) , BEAT 27N 543 B 44 , 4 10 AR Ik BR A1 (0. 91g,6.mmo1) , 4T 27NN 4453 B K
T ARG B S BRSNS INE 20 (201g) v, 1 JEHT HE 1R [ , DA o e [ A4 1 3015 214k
EW84(1.01g) »

[1158]  'H-NMR: (300MHz ;CDC13) 60.14 (s.6H) .0.86-0.93 (m.18H) .1.26-1.81 (m.96H) .
2.13-2.43 (m.5H) .2.56-2.60 (m.2H) .2.74-2.79 (m.2H) .3.92-4.12 (m.9H) .5.26 (d. 1H) .
6.22(q.2H) .6.42 (q+1H) .7.22 (s\2H) .7.59 (s, 1H) .

[11591  MS (ESI") : [M+H] 1394.0827.

[1160] ¢34k 54851 A H

[1161]  ZEHSSA T, T30°C, MALA484 (0.94¢,0.67mmol)  Z#8 (0.41mL,7 . 2mmol) [
THF (10mL) ¥, A8 N1 . OM TBAF/ THRYA VR (3.5mL, 3. 5mmo1) , BEAT 47N 293 BR i i HE o 4%
J& > B R SLVR A N2 R EE (100g) H , 3k YT HH (9 [ 4, DL 2 E ] 44 7 A3 B4k A5 7085
(0.85g,Ut%99% (T.%3)) «

[1162]  'H-NMR: (300MHz;CDC13) 80.88 (t.9H) . 1.26-1.81 (m.96H) .2.20 (s.3H) .2.39-2.44
(m.2H) .2.58-2.60 (m2H) +2.76-2.78 (m.2H) .3.93 (t.3H) .3.96-4.01 (m.6H) .4.11 (d.1H) .
5.34-5.38 - 1H) +6.21 (q-2H) +6.32 (t+1H) .7.21 (s+2H) .7.61 (d.1H) .
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[1163]  MS(ESL') : [M+H] '1279.9950.
[1164] L fh]82 (H-PEMRER L) - tb & HI86H] £ Ak
[1165]  [fL2a118]

2
HO-B-0H
& o H 0 Q
: fﬁ\umﬁf“{\ Sy DG aaby C‘ﬁ\ ‘\Y&N'\o’“g 6 Tl
L » ey Lok L
NG 00 MHe 7 o N0 ifc‘oc,,ag,
[1166] w 06Ny Re-B-O o aehar
B S O By
g6} A0 \—i’? o
2. . «\\!Ji\\ O\T(/"‘\ %
& 5
£5 88

[1167] ARG T, T40°C, A LR (0.40g,4. 9mmol) HALRE (15mL) V&K, B8 N2,
2- “H T ELE (0.45mL, 3. 3mmo 1) , FEAT 3943 B4 o 1V VR AR N4 A 42185 (0. 65,
0.51mmol) , T-40°CHEAT /NN 27 3 B I et o SR 5 W IRONTR B INE 4 0iE (151g) 3
JERT B[ AR, DA Al A4 2015 2465486 (0. 66g) -

[1168]  'H-NMR: (300MHz ;CDCls) §0.88 (t\9H) .1.26-1.81 m.96H) .1.97 (d.3H) .2.19 (s
3H) .2.34-2.41 (m.2H) .2.55-2.59 (m.2H) .2.74-2.78 (m.2H) .3.96-4.01 (m.6H) .4.20-4.29
(m.3H) .5.39 (d.1H) .6.20 (q-2H) .6.45-6.50 (. 1H) .6.96 (d.1H) .7.21 (s.2H) .7.76-7.81
(m.1H) .

[1169]1  3'P-NMR: (300MHz ;CDCls) 86.28.

[1170]  MS (ESI") : [M-H] 1341.9722.

(11711 SER 183 (ZRAE G RO AL EMISTHI & 1k

(11721 [fk5119]

[1173]
5 23
s @ o S S
NN SUPETI SRU oN ~, XNH on \\:"?é’&"b
‘& WY Ser { K A s o, ? i R + &
N3 gy - R AN . ¥ ¢
P JK‘(} ¥ s 'i‘ % i v 2 '";} e & O ‘\gj‘n"v"t\: OCai
e, Wy TRBG : LR G
& LR X R A LR 3. A s o
b WY e R _ RO~ i Bl
t’\g/"\¢”\\ [ i*’“‘\;: o
\.(’\/‘g\
&
-3 & Y4

[1174]  AEBAAUATT , T25°C, 4L & 486 (51mg) Ak 541 (19mg, 0.053mmol) ML HE
(1.0mL) VAR, ¥ N2, 2- — LT B4 (24uL,0. 18mmol) , HEAT 194 Bh b AR , ¥
£9,570 . O5MIK) BRI IEE E N K (VAR (1. 1mL, 0. 055mmol) , 3H47 36 Bh i hidk . 2R 5 L Vs ik
(0.14mL) , FHE A 70°C , BEAT 157NN 4353 B B HE o SR 5, FE IR T K 4 I NIR G4, SE it 2
RIS IMIEIE FE7E 9 T R 48 B4 , 43 2L S TBS S 4 IR AR AL S I BV A ) o
[1175]  7EE/SSAT, T40°C, 1 W RE (43mg, 0. 52mmo 1) FIMEIE (1. 5mL) VAW, i N2,
2- RE TS (49uL,0.36mmol) , BEAT 383 B BEE o AHZ AR P A I IR B S T AR
1R S R RLIE AW, T-40 CHEAT 2/ LA BRIt RE R 5 1 S S TR S i I &S
i (26g) H, S PR AT H [ 4, DA £ ] 44 T 2045 240 5487 (52mg) o

[1176]  'H-NMR: (300MHz ; CDC13) 50.88 (t 9H) .1.08-1.83 (m.96H) .1.89 (s.3H) . 1.94 (s.
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3H) +2.19 (s.3H) .2.23-2.79 (m.8H) .3.96-4.00 (m.6H) .4.18-4.41 (m.6H) .5.18 (brs.1H) .
5.38(d\1H) \6.14-6.25 (m.3H) .6.43-6.48 (m.1H) .6.86 (d.1H) .7.21 (s.2H) .7.46 (s.1H) .
7.65 (s 1H) .

[1177]  3'P-NMR: (300MHz ;CDC1s) -1.10.6.08.

[1178]  MS(ESI") : [M-H] 1646.0226.

[1179]  sEjitf584 (ARG HO AL EV88HI A 1k

[1180]  [fLE25K120]
[1181]

, “fr 10
N HNJ\(‘\ & 8 ‘?
aH \( Q:ncwuy A I ) />HL::1 B "‘*i‘f‘”" el H~#«a o
Hﬁé‘ Olghyr g‘u’]“z:.\ \( /é(qc“ y
=g o) MR oW D[ 7
"\gr“\)\ HO- P~u

>} xled

38 l!

[1182] 7RSSR, T25°C, Mtk & 486 (52mg) FIN'-ZRHBE3E-5 -0~ (4,4 -~ F At

ZORFIE) -2 -l A M R g A% A R SRR Tl A A i) (36mg,0.057mmo 1) FREmE (1. 0mL)

VW, N2, 2- H R T EES (1560, 0. 11mmol) , BEAT 534> S I b . SR 5 L VS N2 R R

(13mg,0.41mmol) , BEAT2/NEF 10 BRI HEFE IR I, 7R T W48 I LR 59 I AT 31K

IS INFR 2% (2mL) FEAEIE R I 4E IR AE SR 5, B I =& e (0.50mL) , 8 il gERR 2 AV

W, &R BE AT Ve (0.25mL X 20K) o 7E =3 T RNZIE R A8 Nt i (7. 40L,0. 1 1mmol)

B (46mg,0.56mmol) , BEATH1 430 I i HE o 72 =I5 R ki (0. 15mL) , 88 5, %2, 2-

Eﬁﬁ@T@%%& (49uL,0. 36mmo 1) 43 Bl 35547y, K% 1043 BhBEAT N, EAT 35 4 b U BB, i n 2,
TR TERS (16uL,0. 12mmol) , HE T HEAT A5 BRI BEEE AR B RNIR ST INE 2

i (26g) W, PR HA I 44 , DAk o E ] 44 T X045 2 AL 5488 (47mg)

[1183]  'H-NMR: (300MHz ;CDC13) 80.88 (t\9H) \0.98-1.99 (m.99H) .2.13-2.34 (m.7H) .2.56

(brs2H) .2.75 (brs2H) .3.97-4.21 (m.12H) .5.17-5.35 (m. 2H) .6.14-6.21 (m.3H) .6.44

(t+1H) +6.93 (d1H) .7.20 (s.2H) 7.54-8.34 (m.8H) .

[1184]  *P-NMR: (300MHz;CDCls) 85.11.59.77.61.38.

[1185]  MS(ESI") : [M-H] 1751.0079.

[1186]  SLjitfs]85 (£E 1oy s e 3fir A5 A e [ AH ORI LR AZ I B 80 < b B 908 & i

[1187]  [fk22at121]
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_ _ ¢I7 8050l
0 . g N82603 o
HOJ\/\IrQ\/\T O QCysHzr. n-Bu;NHSG, CI/NO)J\/\H/ OC1gHs;
o 0C13Hsy cn,clzmzo OC 5ty
Oc1BH37 0313“37
[1188] 9
TNTTO KGO0,
+ DMTrO, e DMTIO
O DME
7 O 8%
o

[1189]1 TP 14L B89 A B

[1190] FEHAAA T AEZER T, ALEW31(1.0g,0.92mmol) HREHN (0.36g,
3.4mmol) BREZE VY IE T 2% (34mg, 0. 11mmo 1) (¥ 5 5t (30g) FHZK (10g) IR VAT
SN R RS (0.20mL, 2. 0mmo 1) , AT A1 - B B SR I , FHEL 2 40°C, AT 2/ 195
BRI HEFE 45 IR EFE , BEAT 2, R4 BRI K 2 HR S I SR 5, 7T AR A IR B A L
JZ ARV T 2T L BRI AL IS IN 2 (50g) , 3 JE BT HH R [ 44, DL B L 4 (0. 96g) TE X
R A 89,

[1191]1  '"H-NMR: (300MHz;CDC13) 80.88 (t.9H) . 1.26-1.84 (m.96H) .2.70-2.73 (m.4H) .3.05
(s+3H) .3.74 (brs-2H) .3.93-3.98 m.6H) .4.36 (brs.2H) .5.69 (s.2H) .6.58 (s.2H) .

[1192]  MS(EST") : [M+H] 1132.9248.

[1193]  TJF24b EH901 & Hk

[1194]  EESAUR T, T60°C, [AAA89 (11mg,9. Tumol) .5 —0- (4,4’ - —HA L =2¢
FJE) -3 -0- Z Wt A e 2 i 1 (% BRI B & F 38 2014-077292°5 W #8UH J7 55 A0 (10mg,
0.016mmo1) [FJDMF (0. 20mL) ¥ , I8 KR B (20mg , 0. 15mmo 1) , BEAT 197N 304384 11 4iit
P ARV T IR AE I BLVR A A3 B )90

[1195]  MS(ESI") : [M+H] "1739.1983.

[1196]  S2jitafs]86 (£ g e 367 S5 A HE R A ORI EE R AZ H I S 80 A Y91 ) & Rk
[1197]  [fkE2a122]

[1198]

SN N/\D«u\/\g, OCqgH;y
CI’A‘O 051:“37 'gb KyChy QCqgHsz
+ Teso, | - a7

0913"’3
QC;qeHs7

91
(11991 FE5SCHEBISSH) TP 2RAERI 261 455 -0- (4,47 - ZH AR =R ) -37 -0~
LI A T O5T -0 GRUT 2 R BE R R ) —37 -0- Z L PO BERE 0 (1 1mg) Sk
T S o AE R B AR S RLTR B AR B A9 L
[1200]  MS(EST’) : [M+H] 1551 .1540.
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[1201]  sgjafe]87 (fff A — SR Beddmlit) — ARG ) - A 430 & %

[1202] 7RSSR, T25°C, b A 442 (98mg) L4471 (36mg, 0. 10mmo1) FIMLAE (531
L,0.66mmol) [ & FF &t (2.0mL) W, N2, 2- —F T ER& (4500, 0. 33mmol) , BE4T50
SR EBCRE SR T L AN A0 . IMA RIS LI L THR AT ZK A P4 (0. 98mL, 0.098mmo) , 334738
AT PEEE ARG, IR SRR — B E (3.01L,0.033mmo 1) , ¥ & 4 (1. 0mL) , 75
THRAE AN E S 5.0mL) , BRI T W o Tl g EAEY, SR AT
Begk (1.0mL X 2¢K) - T40°C, [ANZIE R H I INm AL E - RE (84.51L,3. 3mmo1) , HEAT5/MI 33
EPIHEFE AR INTMSCL (0. 41mL, 3. 3mmo 1) , FEJEUE T ¥R 48 [ BIVR 540, 13 2L & 443
[1203]  SEjifaf5188 (f3f HI THFE FI —RAE G RO AL 5431 &k

[1204]  fERSAAT, T25°C, mALA 142 (85mg) & H1 (30mg,0.084mmo1) FIRLIE (45
ulL,0.55mmo 1) [ THE (1.5mL) VA o, ¥R N2, 2- — FF T ST (38uL,0. 28mmol) , #E4T 1443 Bt
(KRR o AR 5, B8 I/ 20 . IMIFI L I I L THR AN (K VA8 (L. 2L, 0. 1 2mmo) , HE4T 37N 49
A B IREE SR G VR I R R —F S (3.0uL,0.033mmol) , £EVRE N i 4s I N TR A - s I
FROR (3.0mL) e AT 3T T 94, i i — & R 58 (1. OmL) , ik sl pE bR 2 A6, H
TEFBEHEAT R (1.0mL X 2K) - T25°C, [AZIE W P I InE AL A - g (6. 5uL,
0.25mmol) , T40°CHEFE— R AR5 , 7RIk E W4 I MR 59, 13 B A43

[1205]  sCUafs]89 (A & HI% %% AL S92 & B

[1206]  [fk22123]

‘:. o 3 g - o DMTFO.
O S 0L Tl s
oFo "N)‘\/\{I \/\?‘)kgl \H\ 'iEJ )& o

N Cygtsy

[1207] "ofg‘o - Wl T puno w oc,.u,,
8 1i°: I 5 - 9 OCqgHisy
&

[1208] T%%E@WJ%H’JI?ZH*%?E’J%#F WA FIAR T 2,4, 6-= T TH LR ELE
(8. 4mg) K SK it [ ML » 7E Ik T R AR I s B I ) e VR A ik 4, /B R 7= AR B A 4
92,

[1209]  MS(ESI") : [M-H] 2284.3243.

[1210]  SEHE190 (i & 11550 A WI2H & Ak

(12111 FE5 S350 T 2[R FE B 261 T, 4 4 A A8 0 2, 4- R S =R
(2,4-mesitylenedisulfonyl dichloride) (8.8mg) WS M , FEIR T T HAE B s M )5 R
IRSLIR B AR AR R PR B A 92

[1212]  s2jEfi91 (& R LD A Y9201 A Rk

[1213] 78 5 L B 35 1 T 7 2[R BE B S84 1 5 0 46 5 700 A8 58 9 1< W e R I S (1 -
adamantanecarbonyl chloride) (5.5mg) &S B , 7598 T 1 AR IE S L (1) s B2 TR A
Yrikds A TR R A 92,

[1214]  sZjfafs]92 (FEAZ BRI 5N T [ A CR P L S A J — ARG ) - B 411
Ak
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[1215]  [fk52al124]
[1216]
QCgHgy

a | QCaHay

- HOL N ol (o] 3
. __““2 \g/\/u\n I QCygHyy HNJWOV\ i OCgHs;

(o] o]
HMMO\/\N O OC aHs7
A7 [ !

N OC Mgy

»J§‘°; OCqptar

[1217] TP 146 EM931 A 1

[1218] £ 5LEfl66 ) T 2[E AR 560F T, 5 -0- (4,4 - A E =8k E) -2 -
It A M % E A% HF (Chem—TImpex 2y ] fill) (4.0g) AN 3 -0 GRUT £ R Bl be &) -5 -0~
(4,4 - R =R L) -2 — i S M s g A1 R S e B, DA A A A T 03 2L S
93 (7.4¢) .

[1219]  'H-NMR: (300MHz ;CDC13) 60.88 (t 9H) +1.19-1.80 (m.96H) .2.17-2.28 (m.1H) .
2.69-2.80 (m.5H) .3.05 (s.3H) .3.41-3.79 (m.10H) .3.92-3.97 (m.6H) .4.09-4.46 (m.4H) .
6.24 (t\1H) .6.57 (s+2H) .6.84 (d.4H) .7.15-7.40 (m.10H) .8.20 (d.1H) .9.27 (brs.1H) .
[1220]  MS (EST") : [M+H] 1596.1595.

[1221]  TFe24b 59410 A 1

[1222] ZHERSAA T EZE T, mAEY93 (7.4g,4. 7mmol) JDMAP (0.065g,0.53mmol)
TR (0.87g,7.5mmol) [ S H & (70mL) Y& H , WS IMWSC « HC1 (1.4g,7.5mmol) , #HAT
5/INEF A BRI B AR S B R BLIR SIS INE 2 (504g) 1, 1 JEAT H IR [ A4, DA 2 A
[t 4 AT 2L A 1094 (7.92)

[1223]  '"H-NMR: (300MHz;CDC13) 80.88 (t\9H) \1.20-1.81 (m.96H) .2.19 (s.3H) .2.23-2.33
(m1H) .2.51-2.60 (m2H) .2.70-2.80 (m.7H) +3.06 (s 3H) .3.44 (d-2H) .3.79 (brs.8H) .
3.93-3.98 (m.6H) \4.03-4.36 (m.3H) 5.39 (d.2H) .6.27 (t.1H) .6.57 (s.2H) .6.81-6.85 (m.
4H) \7.11 (d\1H) \7.21-7.36 (m.9H) .8.07 (d.1H) .9.32 (brs.1H) .

[1224]  TE3ib W41 A R

[1225]  fERAAA T IEZER T, FLE94 (5.8g,3. 4mmo 1) 1 & FF 5t (50g) &+,
ANINIERE (0. 71mL, 10mmol) « ~&Z R (1. 4mL, 1 7mmo1) , BEAT 234 B (1) 35+ o 75 Ikt ng
(1.4mL, 17mmol) , 45 [ MRSV INZE B EE (502¢) 1, L Pt 1 [ 44, DA 1 £ [ 44 R 2045
Itk A4l (4.6g) o

[1226]  SEjif5193 (37 A7 £ BE A BRI IR ORI « AT 8I A ik
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[1227] 7R 5B T5RFERIZAF T 4 H ZBEE (7. 6mg) ARBE I — K AW, 7E =R T Lt
SN, TEPRE T 4 [ IR 510, 13 2L A 78

[1228]  sLjiaf§194 (37 AL L BEA BRI IR LA H78I Ak

[1229]  {EBRASET S 77 (10mg,4 . 5umol) [ 5 F 4 (0. 20mL) SteE (0. 20mL)
IR G TS WA EZ20°C, U B B (10. Tmg,0.082mmo 1) , T-40 CHEF:— & - EIBE T k45
RILR G 132 ET8.

[1230]  sEjiaf§195 (3" AL L BE A BRI BRI LA HD7 81 A Ak

(12311 ZES5Seiam75RFEMI S 1F T AF 2 8% (1. 5uL) ASE I — /K&, T40°C L
IS, 7R T W40 S SR A, 13 B A T8

[1232]  sEjiaf5196 (37 AL 2 BE A B IR LA H7 81 A Ak

[1233]  fE5SCHEBITHFEIFER SEAE T, 48 F S BR Ak (0. Tmg) AR I — 7K AWK St e B2, £
TR AR R SR AW AR R E AR B E T8

[1234]  SEj@f197 (37 AL L BE A BE I BRAR) « LA H7 81 A ik

[1235]  fE5SCHEBI 7RI FER SEAE T, 4 R ik (2. 5mg) AR I — 7K AWK St e 52, £
IR AR SR A, 13 BB T8

[1236]  SZjiaf5198 (3" AL 2 BE A B IR « LA H7 81 A ik

[1237] #2550 75 R R 2641 T L {58 A R DR BB IEHE (2. Omg) AR ik — KA ke s i
SRNE, TR T AR NV A ), 13 BB T8

[1238]  sZjiaf5199 (3" AL L BE A BE I IR AR LA H78I A ik

(12391  7E5 575 R R 264 T L 5 RS R IR FR IR (3. Lmg) AR ik — KA ke st i
SRSE, TR N HAE NV A ), 13 BB T8

[1240]  sEZjafs] 100 (37 47 2, B P B AL 1 AR = AL A 109611 A ik

[1241]1  [fk2230125]

O o] o] o
HN’U\/YO*\/\N QC1gHy, HN’H\/ﬁro\/\N A OCgHy,
| @ ) 0
ﬁ" 9 QCygHyy ﬁ" ki " T0CqgHyy
/&o ocngg k Nzgo @16 BHBT

N B
[1242] WO HO.
1 ki l o 1 ,):o:
b

4 85
[1243] 7RSSR B KA (0.50mg, 10, 3mmo 1) f) & H %5t (0. 20mL) 5 2.1 (40
uL) (VRS VAR HEOC, I &441 (10mg, 7. 3uL) (K & R &% (0. 10mL) VAR , FEAT5/)N
INf 404 o Rl FHLC-MS s SV A3 AT 0 1, #A T AL B 96 1 A
[1244]  SCjaf51101 (3 A7 £ B PR eI 1) IR AR = AL A 0961 & ik
[1245]  ZEZ/SAA T, BiChirazyme L-2(3.7mg) ¥INA 0. 1 5MBEES 4 MK (pH6 . 8)
(0.23g) 1 AR AL &041 (9. 0mg , 6 . 5umo 1) {1, 4- A 2 o (1.0g) AW, FHR &
40°C , FEAT 137N 2040 8 i 48 3 o F) FHLC-MS e SNV A WIBEAT 07, A T AL S 49096 11 4
%o
[1246]  Sjifafs] 102 (37 7 2, BE TR e A (1 AR ) - LA 9611 A ik
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[1247]  ZHERSSHAF, FChirazyme L-5 (10mg) ¥3 INZE0. [ 5MBERR S M (pH6.8) (0.21g)
ARG R INAL S 041 (10mg, 7. 2umol) [H1,4- A & ks (1. 0g) VAW, FHE 2 40°C, 3#
AT 13/NBF 2043 B K 360 o ) FHLC-MSXT S NV A 34T 40 BT, B T AL A 9611 A 1l o

[1248]  sEjEfp]103 (FE3 KimH A HEM B RAESHD AL ST Ak

[1249]1  [fr2%30126]

[1250] 2

%

e /rs 5 A \EKNH
NG X N bt o )
b6, ) HNJ\/\JO\/\,? 0T34t
I o COD >N Gy

N X - OCsHyr
Is-ﬁ»o.
NC pom
14

[1251] TPk &MT480 A 1

[1252]  7£5 S a7 208 TP ARV B 5644 T S0 S 8L, A4 BA Ja 1) s RETR A 40 s Jon 22 R
B b, SR AT H R A, DAk PR B ] A XA B A 74 (2. 38,90%) o

[1253] )P4 5971 A E

[1254]  ZERSSA TN BUE74(0.50g,0. 14mmol) [ THF (20mL) E A HE0°C , H N
2.1 (3.0mL) 3R G W It — /K54 (140L,0. 29mmo 1) , AT 6 /NS Hbl: o 1] 2 SV & 4 s
I BERER (L00RL) , A 28 =, /R0 FIR46 )5, s in 2 BB (102g) H, 1 J8 AT H Y [
1, 2B A 97 (0. 458) «

[1255]  MS(ESI") : [M+2H]*'1693.2456.

[1256]  sLjififs 104 (FE5 R H AT H-BERRERFEM TR A 1O < A S99/ A B

[1257]  [fk2127]
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[1258]

[1259] TP 146G 09811 & Hi

[1260]  fEZAAA T B AT4(0.51g,0. 15mmol) () 50 FEVEVR (10mL) A #1 %10
‘C, A INAERE (30uL,0.43mmol) , FEAT 147 BRI HEHE SR 5, W I — & 21 (82uL, 1. 0mmol) ,
BEAT A/ 340 Bh (B H o S IIEE (1. 5mL) , FHE 2 =R, 3 R BR A  INZE 2. (86g)
o, ST HE L A, 15 20465498 (0. 46g) «

[1261]  MS(ESI") : [M+2H]*"1591.1922.

[1262] T 724k 599910 A ik

[1263]  EESAUR T, T40°C, B4 A 498 (0.45g,0. 14mmol) (] & F 4% (5. 0mL) S5k i
(1.0mL) IR A VA A8 IR (0. 20g, 2. 4mmoll) , 452, 2- AL T R4 (0. 19mL, 1. 4mmol)
yERATEAY  BEBE 10 B AT AN N, AT LN 533 BRIK E4k , I n2, 2- —H R T BEA
(0.42mL,0.71mmol) , By AT L/INSF 843 BRI i+ o SR 5, o I RLIR G s N2 2 I (84g)
o, AT T A, DL R AT 2045 B4 S 4199 (0. 428)

[1264]  MS(ESI") : [M+2H]*'1623.1824.

[1265]  sLjiafs] 1056 (TLERAR G RO - A9 & ik

[1266]  ZEE/SSA T BAE T4 (10mg, 2. 9umol) HERE (601L, 8. 6ummo 1) ] — 40 H L
V(0. 20mL) YA HIE10°C, A INBERS (0.71mg, 8. 6umol) , HEAT 1/ 3520 B i 4t 4 o F) FHLC-MS
XTI LR AT 8T, BN T AL B98N L =W SR 5 , BNtk g (30uL) , FHE 2 =i, ¥
N2, 2- —F LT EREL (8. 0uL, 58ummol) , HEAT 30 BRI i FE o X I BV A AT LC-MS 3 Hr
A T AN
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[1267]  sZjEfl106 (184K (10mer) & H%) : LA 1000 4k
[1268]  [{k2E3K128]

100/121 1T

[1269]
'?"BI
PMTC: o ) ? . il{az
oo et .
e PLat he
8 ~ ‘NHBzZ:
He”

I
&
” e (L
g M | N0y
spea i sp-o .
/r o T j e} O ™ [ H .
- { i 9 o
OCHsy o W A L o
o T T
wj & ”cj 6 L0y ( wWwoo¢ OCisHyy
b3 g Qsatlar
$-9-0. | NHBx
i {"\,) [T S
— R b3 QN |
" o N

b — T \\i
U N7 RN | NG
Pt W e
ks o lk.:»to NG Iu"“o )L'?\

- R
{ S Ne NS QGigHy,
T Nohe T . 5 b )
5“‘;4) '[‘ H"L, s rOVNTch‘! £ s"& -0, 6
e A ) Y . 7
ch/ ° k i B N NopHy Nc’r ji

g b u"&o Qe 01/\)\

[1270]  AEZTAUN AR N, FALE97 (0.44¢,0. 13mmo 1) AL EH199 (0. 41¢) (AL

e (10mL) YAV, IS IR B O TSR 2K L B (0. 80g,2.0mmo ) , HHAT 114 BRI R SR I s in
VERNBRALFIIN-[ (-3 2. 3E) B ] 42K FFBE % (62mg,0.27mmol) , HEAT 17N 524
PIPEFE o S SR A a2 EE (102¢) W, 3388 HE B 8144, 13 214654100 (0.81g) »
[12711 WS (BST") : [M+3H]""2232.9346.

[1272]  SEHEI107 (763 KB A RN B2 ) AL A 1011 2 h

[1273]  [fk2:30129]
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[1274]

400 ie1
[1275]  {ERASET 6540100 (0.39g,58umo 1) [ THE (15mL) A H120°C, I Nz,
B (2.3mL) , 3R G, IR I — 7K &4 (5.5uL,0. 1lmmol) , HEAT 7/NSF 4k o 3E s e — K &
) (5.5uL,0. 11mmol) , BEAT L/NIF 1243 B (T4 o 1) S B2 VR S )b s 0 & e B (0. 50mL)
FHR B = AR TR W 2R A N2 EE (100g) H , 3ok e HE 1 [ 44, 15 21 4L
449101 (0. 35g) »
[1276]  fERAAA T Kb E9101 (0. 15g,23umo ) FTHE (3. 0mL) &4 ENE10°C, ¥ N
2,08 (0.90mL) , SR 5 , I — K &4 (7.5uL,0. 15mmo ) , HEAT 3053 BRI 3Rk o 1 S N TR &
Va2 REE (57g) b, L JEHT IR K, 3 2IA 101 (0. 14g) «
[1277]  MS(EST") : [M+3H]*"2200.2656.
[1278]  sKJaf5]108 (FE5 AR AT H-BE IR ERE M T 5K G O AL S 1031 5 Ak
[1279]  [$k22130]
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[1280]

[1281]  TJFULEW1021 5 L

[1282]  7EZAAHAT S HALE 1100 (0.39g,58umol) M| (21mg, 0. 18mmo1) ] — &L H 4
VEVR (8.0mL) VA EIE10°C, I 541 (33uL,0.40mmo1) , HEAT 2 /NI FE 4k o 3E i 78 i — &
0% (14uL,0. 17mmol) , HEAT 2/NiF 3243 B () e o BN ML e (0. 60mL) , FHl 28 % i, 4 & B
IRAYE A P EE (100g) H, i JEATT IR A 44, 15 2146 &5 4101 (0. 358) -

[1283]  MS(ESI") : [M+3H]*'2132.2235.

[1284]  TJP24L 5103095 Kk

[1285]  ZEB/SSGA N, T40°C, [M4b-& 4101 (0. 17g,27umol) [ — & F 4% (1. 0mL) Sk g
(0. 20mL) (K78 & VAR P s B (38mg, 0. 46mmol) , 442, 2- —H I T M 4K (361L,0. 27mmol)
3 BASEAY , BERE L0 BhAT AR 0, AT /NI 5 23 BRI iR, B3 2, 2- — AR R TR & (T3uL,
0.53mmol) , FEMHEAT 49 BB IR 5, B R NTR SR IN 2 2 01F (5lg) o, i B b tH (1)
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[l 44, PA A A TE A 2L 54102 (0. 17¢) -
[1286]  MS (EST") : [M+3H]*"2153.5570.
[1287]  sEjE®1109 (+— 4K (Limer) & H0) AL B WI10409 A K

[1288]  [fL22sK131]
[1289]

(Q\/\“J\W/;fx N »&n u/**o?
OCyyHy ( : B RH
e ¥ lu "gn o
B

RGygtay

&) Oty
o
c/(‘;" uu)\/ﬁf"v‘\n? Gty
¢ * X f‘\‘n e ! \f’*cc..u,,
BN \/\EO\/ W W/\IW”H s"lwa N’goj
oy N o PN T
o “wSo FCater * E/\/J\
R JP o, 1
& Wd\J 4
ol(\)\ 4

A2
[1290] AR AA D AEZR T, FLAE101 (5.5mg,0.83umol) MLEH)42 (2. 7Tmg) [
HEIE (0. 20mL) VAV, WS AR PR X T A 2k 2 iR (50mg, 0. 13mmo1) , BEAT 37N 873 B i 4
SRIG IS IE R FRIRIN- [ Q-2 2, 28) i ] 4R % — FR BRIV fi% (3. 4mg, 15mmo1) , HEAT 1/
If i o ) FHLC-MSXS [ M2V A AT 3 i A T A L1041 A2 il
[1291]1  MS (ESI") : [M+3H]?**2707.5985.
[1292]  sLjfs 110 (F— KA HO AL G105/ 5 Rk
[1293]  [fkA2x132]
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104/121 1T

[1294]

[1295]

a

Ry
N

o A

&ui‘o

e}
\Io\/\'f)LQEOCﬂ!Bw

Oty
O qgHg

FERTAR N AEZE T, ML EY102 (5.8mg,0.91umo 1) A15™ -0- (4,4’ - —H 4

ORI -3 —0-FR SR A B I 27 — M A B s e A% = 4 e #h (ChemGenes Corporation
i) (2.3mg,2.9ummol) FIAENE (0. 20mL) VAR , ¥ I B A T A E i (28mg, 72umo 1) , 1
AT LSBT 4073 BRI 3 o SR 5 s IR A BRALFRIIIN- [ (2-3UAE 2 08) B dk ] 48K — FF B K iz
(3.6mg, 16umol) , BEAT 1/NI 456 o I FHLC-MSKT S B8 A W3- T 43 W7 » A T AL & 401050

.

[1296]  MS (EST") : [M+3H]%"2386.9640.
[1297]  SZEBILLL (H— AR AR LS W1050) & 1%,
[1298]  [fk2£3K133]
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nHBe

[1299]

. (<]
i ,\g,GW?JL ; A O

Oz RROR
0GRy
Castlyr

a0t
[1300] fEREAAA N AEZEE TN, FAAY103 (4.5mg,0.70umol) FIN*-ZE B B3 -5" -0~
(4,4 - ZHAEFE =R -2 - AN e Az CR AR Tl A\ ) (2.9mg, 4. 6rmmol)
FINEEIE (0. 20mL) VAV, U8 I B W T R s 2 Ji (23mg, 57umol) , AT 28 Bh I i bk - SR8 )5
IS IE AR FIFIN-[ (-5 458 B2t ] 4R 7K —FF R iz (2. 8mg, 12umo1) , BEAT 1/ 4
FE o A HLC-MS X S BATR A W4T 50 B, BN 1 AL S 01051 A i

[1301] sl 112 (FES AR A H-BEIR KR JE ) T SRAR G 1O LA 10611 & Rk

[1302]  [fk2=134]
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[1303]
B NHBz
S A
OMTIO, o DT o
o ne Lo s ""w (’N‘f:"f' o
L 5 LB R e

e e
N o NE 3 ¢ B
N sebog N
& Lo 1 AR E Bl
o Sy A =
b6 NN T/ B W <
H $-9-0, .
f £ NHBz ch &7 :o: NHB2
u o i & EL\'L
N l N"Sa
5% L S5B0. i
ch L0 S [0 Le® ™ wm
e L Mo \ﬂ\»/% i
s—g—a 9 W,o\/\u)i\&/j,acmn, s—gv R
cj 4 ]:n\ DO 1 ot J/'& o & -]
4 by L“/&o lﬁ«“zr e NS0
1/6‘5—6 ” J/s—i—o i
N by NE? '
u~ﬁ—amm,n

[1304]  {EAAM T EZER T, MR 280 (2.0uL, 10umo 1) FIERE (0. 20mL) ¥ ¥
HL IR I A 101 (9. 3mg, 1. 4umol) , 7E 2 T 3T /NS 740 B R B o S8 5 5 38 0 . Tk 1
TR (2.0uL, 10umol) , 75 Z i T BEAT LL/INE 50 73 BRI H 4 o VR S INIK . = 2% , R FLC-
NS s SEVR S B AT 70 B, BN T AL S 10618 A B

[1305]  MS (ESI") : [M+3H]*"2221.5833.

[1306]  SERff5 113 (T ZRARK RARY AL EMI10TH] & Ak

[1307]  [fk%135]
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[1308]
ity
‘)
DRATIO. N o

@ &g -
Hs-p N i
¥ 3 O NR;
"c/r O ! Q .

HS—'E—O 6 i " }
| §—7 A5
6

&

o

< .\ELNH

Oy N :.N)%ONHQ
Cigllar o 3 ‘ . ,L\.o
Hs—g—o, e

el
197

[1309]  FEZEAART A YL01 (8. Tmg, 1. 3umol) () 21 (0. 15g) E‘??‘Mﬁﬂia £45°C,
ANIIN40 %6 FF IR (0. 50mL) 5 BEAT 20 73 BRIK B4 o A FILC-MSXS S BLTR 5 P 3EAT 70 B » 1

N TALEPIT0THI Ao
[1310]  MS(ESI’) : [M+2H]*'1566.1633

13111 SKiE B 114 (FES A BATH-BRIRBRZ: 0 TR AR 5 Al - AL S 1081 5k

[1312]  [fe2zsK136]
[1313]

108
[1314]  fEBAAUR T EZEIR T, MR 2R ES (3.9uL, 20umo 1) FIEEE (0. 20mL) ¥
WL I E97 (9. 0mg , 2. Tumo 1) , 7E I N AT /NI FE AR, B nzK (50uL) K B
TREWAINZE g, ot 3EAT H 0 [ 44, DA A ] 44 72 045 246549108 (0. 80mg) -
[1315]  MS (ESI") : [M+2H]*1725.2231.
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(13161 SEHEHI115 (+ L3R4 (15mer) G R0 AL EPI109H G Rk
[1317]  [feEasX137]
[1318]

%1 ) 3 oL
o | eyt fo SRy
o i ( b
NS Eﬁj E“,% O o L it
sto. cj"ﬁ‘” T
m:’r & 2 b o ﬁl]\/:j

0. o: 4B
8 ) | . AR TR S MM
NE oéi {1‘: l; )akf/ N : \fi{\?m eﬁ/\&»‘/ . o
f’ﬁ o 0 Bz j o o\ 20 (’-'« t Cygbys
PG spe
~8-P=0, e X W cj 7o
“‘;J & | ! R i/ )k(w O\ng}’»
“ R e Qi
uej ad\sﬂ {" b r\{ b o g8

[1319]  ERASRA N EZERT, ML E#102 (1. Tmg,0.27umo 1) A4k 547108 (0. 80mg)
[RIIEEIE (0. 20mL) VAVR 5 ¥ I B A . g 2 Bl (29mg, 73umol) , BEAT 3073 B I i FF: 6 I
NEVRAIHATLC-MS A B, BN T AL A VI L09RT A il o

[1320]1  MS (ESI") : [M+4H]*2457.0209.

[1321]  sgjfs116 (F A RAEA D AL EW10TH & Rk

[1322]  [fk22138]
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[1323]

[1324] AR AADAEZR T, AAEY101 (1img, 1. Tumol) L5799 (4. 8mg) L
WE (0. 20mL) VAV , 8 0B BR AL g 2R H: il (64mg, 0. 16mmo1) , BEAT /NI 543 B Ky i 4 o S8
Ja > B RBRAL I N- [ (-3 &8 Bk ] 4828 B % (5. 0mg, 22umol) , FEAT 17N
P o B FHLC-MSH s BLTR AW EAT 40 B, BN T AL B L 1O A il o

[1325]  MS (ESI") : [M+4H]*"2478.2707.

[1326] Sl 117 (ja) R PEEns Hh S N AE R AH IR 3728 < AL ST A Rk

[1327]  [fk22139]

[1328]

QR gHgy
| OC1gHr
HONONN OC14Hsr
J
1 N ot
OCygHyy
Lo}

5 | _OC:Hy, R e Oc
» ‘ M : 18H37
L QINQAVN 7 0C Hyr : H‘N‘k/\g ¥
SN 0 o N
CigHyy

N sHay
¢S ¢ i

N

DMTHO DMTIO, ;
O s
@ . I\/‘?\

111
A BAE 31 (1img, 10umo 1) B & 4t (0. 20mL) FIDMF (5. 0uL) F

o
el
A
A
=
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BAERAHZEL0C, IV AREBE & (4.0uL,55uL) , SR 5 FHE & =I5, #7589 B it 4
P T10°C G Z R BB SYIRINES —0- (4,4 - AL =EF L) -3 -0- 2, B R B 4 -
2 H}Eﬂﬂ? A 1% (12mg, 18umol) A1 — B 3L 7, i (14uL, 83umol) [ — & 45 (0. 20mL) 7%
TR, BEAT L/INBS 2043 S I 4 F o B FHLC-MSXS I BNTR & Wik AT o0 i, BA T AL &L LI A
o

[1330]  MS(EST") : [M+H]"1718.2007.

[1331]  SEJif {5118 (] SIS G NAELS AR L) « AP A ik

[1332]  [{k2z140]

[1333]

"e n/'\/)tg”\f& '

0318"37
QCysHsy

</ j\)'\NH \g/\)‘\ T i: OCsHa7 {/ \E“\NH o e
NHS N iz

DMT) - pmr0 .
mw 0CaHg;

o o

81
[1334] AR AA D AEZR T, AAEY31 (12mg, 11umol) () =& F 4 (0. 30mL) 5DMF
(5.0uL) KRS AW, AN BRBE =4 (4. 0L, 55uL) , BT 200 B Fi 4k . 76 5 08 N %
RRAWIEINES -0- (4,4 -~ FEEZ R -3 -0-Z BER B -2 -5 4 5 s 1%
1F (10mg, 15umol) F1 = SR 2. (28uL,0. 17mmol) [ — & FF 4% (0. 20mL) W, 3#4T30%
BRI HEEE T R SITR S AT LC-MS AT, B T AL S8 LI A it
[1335]  SEjitafsi 119 (Fa] RPERS o 5 N HE R AHOR 4P 20) AL B 011 200 5 Ak

[1336]  [fL2zaXi41]
[1337]

0

i 0\/\N 5 0615”37
T
OC1sHsy

OC;H57

[1338]  ZEZS/A N, T40°C, A5 —0- (4,4 - —HRAEFE=FFEF L) -3 -0-Z BE A BE L -
2 [ EMRER AZ AT (0.93g, 1. 4mmo 1) FHLA431 (1. 1g,0.97mmo 1) ) & FF %5t (100mL) ¥
T, AR R IIDMAP (0. 56,4 . 6mmol) JWSC * HC1 (0.90g,4. 7Tmmol) , BE4T 16/ INIF 35434 (1) 43k
P AR T WG S SLTE A N IR B (102g) , 3ok AT HH R [ 4%, 45 B4k A 901 L2184 7= 4)
(1.3g) o Al HRERR thiitvds (G- FF B il r=4, 19 214k 59112 (0.68g) -

[1339]  'H-NMR: (300MHz;CDC13) 80.85 (t\9H) 1.25-1.81 (m.96H) .2.21 (s.3H) .2.59-3.07
(mv11H) +3.26-3.78 (m+12H) +3.93-4.31 (m.9H) .5.53 (d+ 1H) .6.48-6.49 (m- 1H) »6.59 (s+
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2H) 6.77-6.80 (n4H) \7.20-7.38 m.9H) .8.10 (s.1H) \8.61 (s\1H) \8.83 (brs.1H) .

[1340]  MS(ESI') : [M+H]'1718.2015.

(13411 SLhEf120 (PN T HERTAI R 2RO ARG 2 H RS B0 B BERI Fe4b) AL B 11410
g

[1342]  [fL2a142]

[1343]
o3 © O O
HNJ\/\Iro\/\T ' JOC gHsy Ml )1\/\[(0 \/\'i‘ ; _ OC;gHsz
o . o 2
N~ ™SN OC gHy <N T N T "OCiHy
S OC 5Har W 0t gHy,

DMTTO. S HO N
0. 0.
=S °

[1344] TP UL EW13H A R

[1345]  AERAAA D B 5112(0.29g,0. 17Tmmol) () — 5 H S (1. 0mL) &AL & 10
‘C, U AL (350L,0.51mmol) , BEATH A BRIk S8 5 , IS I S & 1. (42uL,0.51mmol) ,
HEAT 1N 134 B R BB AN IREnE (0. 14mL) , FHE B =10, G R NIR AP INE 21 (50g)
o, s PR HE A, 15 B A 113 (0. 208)

[1346]  '"H-NMR: (300MHz;CDC13) 80.88 (t\9H) +1.16-1.83 (m.96H) .2.22 (s.3H) .2.45-2.51
(m.1H) .2.59-2.63 (m.2H) .2.79-2.83 (m.4H) .3.07-3.20 (m.4H) .3.27-4.29 (m.15H) .5.56
(d+1H) .6.31-6.36 (m.1H) .6.58 (s+2H) .8.06 (d.1H) .8.64 (s.1H) .8.93 (brs.1H) .

[1347]  MS(ESI") : [M+H] 1416.0785.

[1348]  TJF24b 5114105 Rk

[1349]  FER/AAAT B (17mg, 0. 21mmo 1) FRIIEEE (0. 30mL) VAR FHE E40°C, 2,
2- AT BES (6. 3uL,46umol) , BEAT 3043 R FHE AR 5 L WS I A 4113 (11mg , 7. 8u
mol) , BEAT 2/NEF 153 BRI F e, i N2, 2- —FF 3L T BE& (21uL,0. 15mmol) , B 4T 1 /N
1043 Bh B FE « B FHLC-MSK R BV A WDEAT 734, A T &1 14 8 £ 77

[1350]  MS(ESI") : [M+H] '1480.0474.

[1351]  sjafs 121 (N T [ A ORGP JE 1) RS A% 7 1) 37 AL IRARS™) « A MILL51 A Rk
[1352]  [fk22x143]
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[1353]
Q o] o
Py ' TR ,“fﬁ
4 , OC“HT,'B 7 ‘ <N‘ |N 4]
DMT:O. ) ) DMTw
1 - o o O
-

_ 11§
[1354] RS AR T, A Y112 (33mg, 19umol) ) 45U 4% (0. 13g) AR
IRINZ.R (0.20mL) L3R5 % HIZE0C L i 7K &40 (1.9uL,39umo 1) , HEAT A/ 30 43 b
IR o B FHLC-MSX S SIVR & st AT 204, Bl T a0 115 8 37740
[1355]  MS(ESI") : [M+H] "1620.1626.
[1356] Kbt ] 122 GBI A o o] AHOR A7 3 1) & Jl S BRMEPA AR TP 15 AL E Be A #440) - (b &)
12001 1
[1357]  [fh2EaK144]

o] | o A
NH;, HNJL‘/ M. bmoe HN-’U\/ “H
NS N X N X
e 0 &1y
DMTHO NN —— NN T BMTO N
R o Q
k)l o o k_}l o

116 137
OCghly; OCqsHsy
o OC,gHy7 o | < A2E 1883z
N N O
HNJLV 1aHay HN/U\/ I QG ey
N TN N BN U
[1358] BRT. NN N

[1359] TR ULEW116/ 5 Rk

[1360]  FEZAAA T 5 -0- (4,4 - RSB = RF L) -3 -0- 2B A B AL -2 -7
WA 4% (2.0g,3. lmmo1) FIDMAP (0.78g,6.4mmol) [ — & &% (10mL) R IR 5 40°C , 1K
YRR IIN=a— (9-27 3 FFV 48 B 3 ) —-N—a- FIJE H &2 (2.0g,6. 3mmo1) \WSC « HC1 (1. 2g,
6.3mmo1) , F40°CREAT 3/NEF 4 o 4 H B =3, FI5 % B IR AN/ A MG 6 20k, BT 13 B
HHLZ, FIKBEE LR T T AN AR R ik4e 5, FI AR (i vk (& - D) 4tk , 12
FMLAYIL16(1.3g) .
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[1361]  'H-NMR: (300MHz;CDC13) 62.21 (s3H) .2.42-2.81 (m.5H) .3.05-3. 14 (m.4H) .3.45
(brs<2H) .3.77 (s 6H) .4.00-4.69 (m.6H) .5.55 (brs.1H) .6.50 (brs.1H) .6.77-6.91 (n.
4H) \7.19-7.78 m.17H) .8.14 (d.1H) .8.52-8.90 (m.2H) .MS (ESI") : [M+H]'945.3776.

[1362] T2k BMILTHI G R

[1363] AR AA D AEZER T, AHEY116 (0.10g,0. 11mmol) K ZJF (2. 1) W,
ISR BE (32uL,0.32mmol) , BEAT 2/ 3993 B (1 H F o AR N BT , 3H4T 7909, 1 015 J2 L B
PEBEER 3K AEIRE T IRGE R BRI ANLZ  F 2 G117 61mg) .

[1364]1  MS (EST") : [M+H]'723.3209.

[1365] T3k 541181 & Ak

[1366]  FEZ AT, 1A13,4,5-= (1 )\ e At ) 2R R (FZREE PR A 552014-077292
SRR T ES ) (Blmg, 55umol) FLEM117 (61mg,85umol) [ & 4% (2.59) 5K
th L, S IHOBt GE7K) (12mg,90umol) , 22 R 3k, S IWSC « HC1 (18mg,92umol) , 4T 4/NEF 3943
BREPEFE W S MR A a2 R EE (Blg) AT AT Y, R e dk AT i 38, A A B A TR 2
2251118 (65mg) o

[1367]1  'H-NMR: (300MHz;CDC13) 80.88 (t\9H) . 1.26-1.77 (m.96H) .2.21 (s.3H) .2.58-2.81
(m.5H) .3.01-3.16 (m.4H) .3.78 (s.6H) .3.96 (s.6H) .4.81 (s.2H) .5.53 (d. 1H) .6.48 (q-
1H) +6.70 (s+2H) +6.77-7.39 (m.14H) .8.11 (s.1H) .8.58 (brs.1H) .

[1368]  MS (EST") : [M+H]"1632.1611.

[1369] TP & 11200 G

[1370]  fEZAAAD LA Y118 (11mg, 6. 9umol) FHNG|IE (2. Img, 18ummol) [ — 5 H Lt
(0. 20mL) WAL AR L0CH, B INBERE (14mg, 0. 17mmmo1) , BEAT 1/INIF 27 73 B (1) 4 1) FH
LC-MSH I BV A AT A, A T A S L1987

[1371]1  MS(ESI") : [M+H] 1330.0382.

[1372]1 AR5, AR INWEeE (0.050mL) , FHiE EEE , kN2, Z—ZEF‘%T@?E’%T(MHL,
0.10mmmol) , 4T L/INIF 4093 B () 44 o B FHLC-MS* e BEIR B W #EAT 0 B, BN T &)
1208 E74.

[1373]1  MS (ESI") : [M+H] 1394.0054.

[1374]  sgjiafsl 123 BRALFIHE LD AEW121H G Rk

[1375]  [fk22:145]

N
[1376] n..g?o OMTI'O - N — ] (N\/go OCygHyr
¢ k 0;?‘ - 5 8-B-0,
EN ‘*‘ th

42

[1377]  ZERV/TURE, T25°C, AL A 142 (0. 15g) MIN-FE I F -5 -0- (4,4’ - ~FR
IR L) -2 - A BRVE M A (R Btk Tk A =] i) (0.10g,0. 16mmo 1) (¥ ik me
(3. 0mL) R, B INAE 46 7RI B B W T A R 25 185 (0.13g,0..32mmo) , BEAT 2073 B (1) i
PE, B, HEAT AR I SR o 1] 2 M TR A4 (3.53g) H 0. ATgHh A InE NBRALFIKIN- (2 2R
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H) AR 2K T H I i (&HESynlett 20094F , #5141, ;—’ﬁnzﬁ—nm&hiﬂﬁﬁ@iﬂzﬁﬁm
(4.5mg,22umo 1) , 7E = I T AT L/ « R FHLC-MSX e BLVR A W0k AT 43 #r » BN TG
NPV SE S/

[1378]  MS (EST") : [M+H] 2155.2871.

[1379]  sgitafsl 124 BRALFIE S AEWL2200 5 %

[1380]  [fk2aX146]

o

Lo e

H o Cut ¢ LS

[1381] H_Euojﬁ\/} CCC O "
; ke

& .

[1382]  [a) S 5] 1 23 H 45 2 B AR IC S B S ) I VR A4 (0. 46¢) 1 /ﬁﬂm/lfjjﬁif%ﬁuml\l—

(IETA LR L) 487 H BRIV ig (% BEBioorganic&Medicinal Chemistry, 20064, 55144,

S, 53775 1 -3784 T H LI 15 A ) (5.7mg, 26umol) , 78 % I N AT /NN e bt

ﬂﬁﬁLC MSHT [ BV A P3EAT 40 i A T A Y1228 3774

[1383] MS(EST") : [M+H]2169.3107.

[1384] St 125 (BRALFIFH 59 AL EVI1230) & Ak

[1385]  [fki147]

NHBz

AN O\/\N OCWHN f)o o] o
NHBzZ DNTrO, 0\/\,, OC1gHz7
0510“37 (/NfN |
°C1sH:1 b P OCgHy7
oH W o
[ 1 386] H—f”—b'\.- DMTrO N Oty
: Q. Q.
v & o \r
ol/\)\ OH
@ 123

[1387] [y S5 1 23 FR 453 2 AR B s B2 i (1) I RLTR -S4 (0. 48g) H L U INAE B4 7RI FIN-
(TR JEAR L) AR 28 — F kP i (%4 B Bioorganic&Medicinal Chemistry,20064F, 5144,
11, 853775 I -3784 TR I /7 A B (5.6mg, 25umol) , 7 % I T BEAT 3/ MK 3073
(R4 o SR 5 5 3B IIN- e TR 2 ) AR2R R BE I i (32mg, 0. 15mmo ) , AT L/ i o )
FHLC-MS* [ BEVR B W4T 534 BN T AL S 123 8 37 )

[1388] MS(ESI’) : [M+H]'2169.2959.

[1389]  sjiffsl 126 (BRALFNHE LD LA WL 24005 Rk

[1390]  [fk22:(148]

oy

0\/\ AOBgHyr LA 0 o

NHBZ: DMTrO. . N 0\/\N)L QC;Hs7
"B eHy Noiry ks ) \E I

OH sabiar. <N i ! i N CrgHar

[ 1391 ] H-P DMTIO ] L T t N Sp QC1aMr
M o T e,
o OH ' 7 o
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(13921 ja) St 5 1 23 H 15 B IR AR BRSNS 1 SONETR A4 (0. 48g) H L B IAE R BRAL 7 (FIN-
(IE T 3L 48 B iZ (3% 8Bioorganic&Medicinal Chemistry,20064F, 55144,
SELLH, 53775 -3784 BRI VA A B (6.6mg, 28umol) , 75 2 iR N BEAT 17N ik o
FI FHLC-MSH R BB A W IEAT 07, BN TS 1248 74

[1393]  MS(EST") : [M+H] "2183.3273.

[1394]  SZiEf0127 BRALFIEED) A1 250 ARk

[1395]1  [fk223(149]

° o N

HMO\/\N)J\,:QI:WHW (" I 10

o I h @ NHBz DMTTO, H Cratlsr
(gﬂ GCagHar Nf\\\ﬂ +0s )‘@)

OH o Oty ¢ F “0CHs;

[1396]  wiw

DMTrO N a OC;sHay
¢ i CO? >rs-za

(13971 [ S 51 1 23 T 45 2 A A IR S B i 1 S BT 54 (0. 47 ) v, B IR BRAL 7RI FIN-
GRUT ) AR 28 - F B (7% BiSynlett, 20094, 55 L], S5 11200-116 BRI 5 ¥k
) (6.4mg,2Tumol) , £ = m N BEAT 3/ 300 BRIGHERE SR J5 , IBINN- GEUT SR ) 4B
THBERE (0.11g,0.47mmol) , FEAT 1N FEHE o A HILC-MSH s LT S HREAT 73 1 » B T
WAEWL25 N F )

[1398]  MS(ESI") : [M+H] 2183.3326.

(13991 sKiia i1 28 (FRALTRIZ 52 « (b 54012610 5 1k

[1400]  [fL225K150]

o o N
HNJ\/YQ\ /\NJ QCrgHaz ) Jo
1 | NHBZ BNTrO. 0\/\ OC5Hs;
@ OC aHsr {’Nf" :
. OCgH b 2]
o 1}] NG e . N P 0

CigHar
N

[1401] H—g—t’@ . owrro,, s s—é‘—o OC;Myy
[1402] ﬁ%H@W‘J123*{?@5’]@@%&th5’])§¢@ Y (0.48g) W, ts IIE N BRAL FIFIN-
(PR IEAR ) AR oK — F RV % (P2 HEBioorganic&Medicinal Chemistry, 2006$ 143,58
L1LHE, 563775003784 T LB LA O (5. 7mg, 21umol) , 7E %8 N AT LN e+ o A
FHLC-MS J RLVR A5 W3R4T 43 W BN T ALA 0126 93724

[1403]  MS(ESI") : [M+H]"2217.3232

[1404] S5 HI8 (LI GO A1 340 5 R
[1408]  [fk2paX151]

NHBz

f
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[1406]

[1407] TP 1L E1280) 4 Rk
[1408]  [af# 3’ —0-Z BE A B 3L (% EBioorganic&Medicinal Chemistry,20134F,
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F214, 8013 51-8018 I H it # M 75 G ) (0.75g,2.2mmol) (% M H AR KFK 2003
525305 LB A A U S A AW 13210 S Lt (269) ¥+ 8 vk (0. 78g,
6.6mmol) ,¥HFE10°C, AN L (0.90mL, 11mmol) , HEAT 1/INIF 17900 1 1 48 o 330 17 v
=841 (0.90mL, 11mmo1) , BEAT 404 B I HF o 4 I RETR & W0 s TN 28 5 % Tk BR AN 7K I
WP, AT W SETE L LR AR B K 2 s i SR e AT o R A AR , A 1A
BIANUZ , R T 26408 5 BV 0, 43 20« B RE RS (v (05— ) 4l AL ™
W, 152 A 128 (0.658) o

[14091  MS (ESI") : [M+H]'714.1865.

[1410] T2 5413009 & Rk

(14111 FEHEARARA R EZEE T, 59133 (0.65g,0.91mmol) FIN- 5 T BE -5 -0~
(4,4 - HEFAE KRR -3 -0- A B2 - IR A e 1% = 2. f%£h (ChemGenes
Corporationffl) (1.0g,1.3mmol) [IMENE (8mL) V& ¥ P , ¥ IIBY B W . R 24 05 (1. 3g,
3.2mmol) , HEAT 1670 BRI HdE o SR , B I E ABRAL FRIHIN- [ (- £ 58) Btk ] 48 o8 — H Ik
W% (0.43g,1.9mmo1) , BEAT L/INIF 5743 BT 43 1 o 78 I — S0 R J5e FH5 %6 Bk R S B 7KV L » 3k
AT 5000, AR B K Z ) &P i 2k « A AR B A HLZ , FEUE T 280 251557, 12
B A SR IR A (13g) o AT H A 12g, Bt — D AEIRE T WRAT , S 34T 31K
IR R 3 AE 9 T W4 4, SR 5, i I & e (162) 5|k (0.30g,2. 6mmol) , 7% Al
Z10°C, i —F L (0.69mL, 8. 4mmo1) , FEAT L/ 4073 B I bt o 1 I B2 TR B0 0 22
5 % Wik B E BN AT VR S EAT 70T o SR TR 2K 17 459 B 1) 7K J2 s in — U e I 0 AT 20 VR
AR, B IFR B A VLS, 22 0E T 2808 ZBRIE 7, 15 208 o BB IR 18 2 (5
fi-F ) 2K, 13 2IAE-A 4130 (0. 308) «

[1412]  MS (ESI") : [M+H] 1176.2650.

[1413]  Tre3tb 5132096

[1414]  fEHEAARA T EZEER T, M 51130 (0. 24g,0. 20mmo 1) FIN°-ZK F B HE-5" —0-
(4,4 - HEEZFKR ) -3 -0- R A B -2 - A RS % = 2 Fi£h (ChemGenes
Corporationil]) (0.23g,0.29mmol) FJMERE (6mL) ¥ H , ¥ NGk B WL T g 2R 2 i (0.43g,
L. lmmol) , HEAT 2753 B (I HE SR 5, IS INAE B AL FRIIIN- [ (-5 & 2) Bk ] 4R 2R — HF Ik
V% (0.10g,0.43mmo 1) , HEAT 1/INNF 3440 Bh (1) 4 o 8 I — SR Be AR5 6 ik BR SV BN K VAV, 32
AT 5 1453 B K 2 F = SR R Be ik 2R« B AR BRI A ALZ , EI0E T 2818 2B vE 71, 15
B E A EYL361) R SLIR G o BT 3V I 2R IR FE I T W Aa 48, 2R 5,
TS B (8.0g) ANV (7T7mg,0.66mmol) , ¥ E1E10°C, N5 4L (0. 17mL,2.0mmol) ,
HEAT 27N 843 P J 4 o 5 S N VR A DS N A2 5 %6 Bk FR B AN K VAR PR HEAT 29 WL SE it 27K 1]
3B 5 7K 2 s I SR e I HEAT IR B AR R, A RS BRI E HLE 7R JE T 20
FERVER A BRI ) AR 82 (G- F ) 244, 13 2k 54132 (0. 129) ©

[1415]  MS (ESI") : [M+H] 1644.3648.

[1416] T4 513409 5 Rk

[1417)  ZERVR N LAERE T, EAE132 (0. 12¢, T4umol) FIN-ZE Il k-5 -0~ (4,
L - HEE IR R -3 -0- R E B -2 - A IR RS AZ A = 2 & #h (ChemGenes
Corporationfl) (90mg,0.11mmol) FIMEIE (5mL) VA, ¥s Nk B X T 3 R 2 B (0. 28g,
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0.71mmol) , FEAT 1/NES 203 BRI $ Rt o SR 5 R I R BR AL RGN [ -F L 2 58) TR L] 407K
B Z (37Tmg, 0. 16mmo) , BEAT 27N 84 B (45 FE o B I & R 5T 2B 5 %6 BRER S
I AT 09, A3 B K Z F & F e M B TR A V8 RIGE 5 21K & I A B A AL
2 FEVE S T AL R IEF L BB S A Y331 SN IR AW 1811% MR A R i —
SRS (3.10) , B HIEOC, N1 (0.15mL) , 385, W infift—7K &4 (36uL,0. 74mmol) , i3
AT 1N 263 B A 6 Rt o 18] S RV A WP S INZ BT B (0. 30mL) , FHE ZE =I5, IS N5 % B iR
SUNK IR BT 9, SEB 20K 131 159 B 7K 2 s in — &0 BE IR AT 20 R I F AR A
A IR B A VLE  AEUE T 2808 L5 0E 7 13 208 7= B I RERR (il vk (B0 -F D) 21
L=, 13 B 590134 (B5mg) .

[1418]  MS(EST") : [M+H]2334.5224.

(14191 sEZjfefsl 129 (+ LR A O LA Y13618 5 Ak

[1420]  [fk2230152]

S
q .\l() 3 R
e e /?'ll:i’{
fe WO el g
& & = N:lk s “YLN‘KND
(-lu J*‘E*’» s u’;'éj'\(
T e : &
E R S TNy
(Ees Sy
3 e o 2N e,
I"’i - S e f‘*im
" % O
124 s ‘;J n
L £
el Jodea, y"l/k’f o
o 17 W
wﬁk&i’)’ " ;_n r&gﬁkiir"m\f/
%5 .(_J,,,l,,’[‘., & —
o] Gk,
* s 5 —_ BN e .
Ly = STy s
SN SNy T
[ RPN B A e
s 4 P R > S
- '“:“‘wmm, o * " ”:’? o
wl R gt § ;
¥4, ST s
° \'\/:J P g A e
w 13 j/“v-:-u)ﬁ,« FER e g
T wiee G
i EONK,
,J* =[v‘°~ . spoy "&“J\”)j’*’ j\f’[:“‘
o BN e P
P e BT
I \jﬂ e e Ry
Ao )'N * I\i
E 3§ 118
[1421] P

W
x %
& kros o
. }sz;:%
S P
,,s-g-a A NHBE
- e (CT::
S TINRE
S e 5
Wl 4y e
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[1422] TP 146 G350 6 Rk

[1423]  FEZAAMA T EZER T MALA Y103 (43mg) Fib 54134 (19mg, 8. 3umo 1) HHE
Mg (1. 4mL) WA, B I B X AL R R BL iR (59mg, 0. 15mmol) , FEAT 584 B 1 HiHE: o 28 ), U
IE AR A FRIRIN- [ Q-5 2L B ] AR08 — AR R i (10mg , 44umol) , AT 404 B 4
ARG FEIRE R IR A NTR W) o I E BT 3RS N 2K (2g) FRAEIRUE TR 4i 81, 28
Ja I EF BT (1. 2mL) , T 10°C, Es MWk (2. 5mg, 21umol) « &R (6. 20L,76mmol) ,
AT LN S L B B4 S8 5 B I =S 418 (6. 2uL, 76mmol) , BEAT 2/NBF 4143 B ) Fid e o
BB N & 208 (6. 2uL,76mmo 1) , FEAT 17N 3843 Bh g it H o A Nk e (0. 20mL) , FHE 2
FR R BRE A IR LJF (38g) v, AT () [ 44 1 A 5 DA DA € [ A4 T X015
b 59135 (51mg) o

[1424]  MS(EST") : [M+4H]*"2140.0080.

[1425] T )JP24b 5913601 & Rk

[1426] {EESSHE, T40°C, mALA135 (50mg, 5. 8umo1) f) & H 452 (2. 0mL) AR IE
(0.12mL) BB &I A IBERR (19mg, 0. 23mmol) , K52, 2- —H LT Bi& (25uL,0. 18mmol)
a3 BSSEY AT LN 1290 SRR B e o SR 5 5 1 IRONLIR A S N 20 (39g) HR , 3k g AT HH (1)
[ 425 , DL PR £ ] 4 T s A5 B A 1136 (44mg)

[1427]  MS(EST") : [M+4H]*"2155.9794.

[1428] s f5]130 (1544 20mer) &R0 AL AWI3THI A%

[1429]  [f£2230153]

. ‘f}
A o
s ") el
S SO o
KJEJ';-@;?D( \é"“ v’ %ij 01,
ey Bgin ke
w/] 8 W
w . S
o A el
T ol W ol
-3 ik 3 L [ JLT’
S, S
Sy = S
[1430] s A s
R Foa]
mfi‘:g) 7}:;?‘!_ g‘ﬁu, v vnI J\?niffii(
ﬁ @:{LQ}V nrr‘%“}g‘):&&
e TG RS T
S-patr, Lo R m . H"E:? >~~)&b o o
ST o ST o
m‘{&r o X w)"ibx (’i""f
J?dg%f ‘ ST Y
%‘}ﬁf* g‘k_ff"
N - - - v&; : \fi;mj\ - st
e AL SR BT
B 8% o
i " %@i)k
138

[1431]  FERAAA T EZEET, AL A 4134 (19mg, 8. lumo 1) FIfL 447136 (44mg) ML
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WE (1. 2mL) & B IR BEOW L OR ZE B (274mg,0.69mmo 1) » BEAT 1/ o 280, A5
TENBRALTIRIN-[ C-FE 2 H) fdk ) SB28 B I% (5. Img, 22umol) , BEAT T/NR i H: 45
S MR G A B (30g) HF, S pEHT AT 44, L B B AR JE AR 2L S5 10137 (46mg) o
[1432]  MS(ESL') : [M+5H]°'2205.1210.

(14331 SLiE131 (- RARKI BARY™) AL S HI138H H 1k

[1434]  [fL22a0154]

[1435]
)@j[‘ﬁ‘ ‘ «:IE;':
‘,ﬂ {:‘\I = Hﬂj?b‘ g‘»‘ °"i"
J 5‘0» ?7‘ i%%/ xx—ifojéjﬁ;%m’
e T T 5
By e RRhed
Is‘-gﬂ@ . iim u!—-g—b\ D}\
e S \E/\, 4 ?\J\’LKB
el w ?1’5: ' Mo“gfj Oy
S ey e
e e
R i gj%
e ¥ [ijﬁ"",v e \‘(‘E\L"
SV i)y
;»5»' ,"! ¥ i mﬁg‘a\' 15" 1
* 79 &Ifi . o k_jﬁ
P N = s
S @N Sy
ok e 5
"*o mﬁhw N s l"m
j’r‘? P TT?’: mtl\gbj E{:lio
Tl s
3 1
o ?“vbr £ Tl X
u"wi_; 3 g,
&r ey m
el RN
e ‘K \/»N. \r/‘”““‘ Vl\iy- C
e VTR e &
mj’ \E_J g\ wg-a. = )
pr12 138

[1436] RS T EZER T, MALA Y137 (2.6mg,0. 24umo 1) () & H 4t (0.38g) iA
VRN, 8- A R [5.4. 0] -7—1—H®)% [DBU] (3.50L,23umol) JTMSCL (0.70uL,5.5
umol) , AT 3043 B I FE o 7EJEUE T IR4A S BLVR A4 (1.6g) , ¥ N28% 2 /K (1.0mL) 2,
F&VY 2.1 (3. Img, L1umo1) , T-80 CHEAT 2/NIS 643 B I i H o o I MLV A 0 E AT LC-MS A3 #T
N T A 1381 A Al

[1437]  MS(ESI") : [M+3H]*"2123.8976.

[1438]  p=b by m] Al A

(14391 A B AT $R AL R R0 K 8B BRI S5 A% 1 BR 19 9 1l 3k 77 v Bk 7 A8 o S 2
Ty« HARAFFS 2 Ve R N A2 BUSEAZ T IR, P ik T 0 FH 5 FR AR R 7 S84 S R BRURR A S B2
SRR SR A AT AR T AR T S A RS ) T8 1 13 7 VAN [R Y B RE T LA
[ AR P I B AL IR AL PR LB S’ A7 0 R HEAT H- S MR 6 AL 1 T2 e 1 i3 5 vk o
DRI I 5 A & BH AT 3 FH T s RNA S s SCRZ IR 28 T 140 A0 77 38 S A% 1 BR 1 113 , 7 2 DR A 25 ) FF
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KNS« J6)7F SR AER A H
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