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R J A — ML 3 - 140 2 IR FEB5 - 1470 28 75 T IR, v 84 Bt LI i L bR | e i
JRIAHE BRI RRIRIE L JM IR ST RN 95 O A 01,23 4B P RYEE BT EUR 5
[0039] ROy 4% <2 45 gk 37 Hh 3% [ &+ -OH. -OR** . -N(R°“) 2. -CN,-C(=0)R**,-C(=0)N
(R%)2.-C02R™ . -S02R*™ . ~C( =NR°*) OR**, -C( =NR“)N(R**) 2, -SO2N(R“) 2. ~S02R“ . ~S020R" , -
SOR*®,~C(=S)N(R**)2.-C(=0)SR*°.-C(=S)SR*.,-P(=0)2R**.-P(=0) (R**)2.-P(=0)2N
(R%)2+-P(=0) (NR*) 2 C1-10%E 3« C1- 10 5 A HEIE  Co- 1005 575  Co- 106 3 . Cr- 1044 HE 3 L Co- 1078
I L Coto I L Ca 1oBRFRIE  3- 1ATCZR PRI L Co 1a 5 FE N5 - 1470 44 95 48 , B RP I [ %
FAL— B A3~ 14T A PR B5 - 14T 05 S 00 , FLrp 35 e i I o i L R Be it | R0 22
JRd I PR L ZR BRI 5 LA 5 MO AR 0 11 2. 3. 4B M RYE [ BRAL

[0040]  RE°Hy %S AT HE % B & Cro106E 38 Ci 10 K AR EIE L Co 100 2 < Co- 105 3 . Ci-10
R bE i L Co 104 AL L Co 104 R L L Ca 108 IR I . 3- 14T 28 A 3 L Co 1475 FE A5 - 14T 78 75 4k , B
PEAREHE B VE A — B3 - 1470 8 TR IR B - 1470 2 55 S 3R, Hirh 8 e ok 4 3 L p it 24
BRI B L R BRI L ZR BRI L 55 RN A 5 S T A 0 L 1.2 3. 485 R [ BY
£

[0041]  RY &S 4 b 7 Hbdk 1 15 25 - CNW -NO2 -Na  ~S02H. - SOsH. -OH . -OR®®, ~ON(R™) 5, -N
(R™) 2 -N(R™)3™X L -N(OR®®)R* ", -SH.-SR®®, -SSR**, -C(=0)R**.-CO2H.-CO2R** . -0C(=0)
R®®,-0C02R*.-C(=0)N(R™)2.-0C(=0)N(R)2.-NR™C(=0)R**, -NR** CO2R* . -NR**C(=0)N
(R)2.-C(=NRT)OR®®, -0C(=NR')R°°,-0C( =NR™)OR®®, -C(=NR*)N(R" )2, -0C(=NR' )N
(R™)2. -NRFC(=NRFIN(R) 2, -NRFFS02R°® . -S02N(R ) 2, -S02R*® , ~S020R™ . ~0S02R°® . -S(=0)
R°®.-S1 (R*)3.-0S1i(R°®)3.-C(=SIN(R™)2.-C(=0)SR**.-C(=S)SR**,-SC(=S)SR*,-P(=
0)2R**.-P(=0) (R**)2.-0P(=0) (R°*)2.-0P(=0) (OR*®) 2 C1-6J5e 4L C1-6 4= 1 F LT I . Co-6 /s
F Co-slR I Cre 45T 3 L Co-6 2 M Ak  Co -6 A B AL  Ca-10BR IR 3 L 3- 1070 24 FA 3 L Co- 1075 3 . 5-10
TOAR TG A, Ho e e s PR R | R | AL R | SRR A SR A g
ST A0 1.2, 34805 REFEH BUAR , B AN i 67 R ERA QI AT DL — 2 JE il = 0Bk = S 5
[0042] ROy &% S5 Mt 37 M35 5 Coebi 3 L Croe 4 A IE L L Co- e i L Co-s)th 2 L Cro s 2 B 3
Co-6 QA L Co6 24 R FE L C3 108 IR AL L Co 1075 i . 3- LOTT ZR IR S A3 - 100 8 75 5t , Horp % e 5t
WA R | JRIGE I | R A R I PR L R R L g A R s R M0, 1.2 3,485
ANREEHE A HUAR 5

[0043]  RY[K) 4% St a7 ikt (5 4 Croefi 3k L Cros 4 1K AU BEHE  Co- o 3  Cos ) I L Cros J 5%
Fe Co 7ML Co6 QBRI L Co 10BR IR I \3- 10T 2 FA AL L Co 1075 F FII5- 10T 2 5 5L, B>
R I F A — T 3 - 14T Z PR IR B 5- 14 e 28 J5 JE 3, Hirh 8 be ik I 3 bR dik L e ik
F I A P RIS R BR L L O AN O BT A 04 1 2. 3 4B R A HUAR s F
[0044]  REEfH) £ 545 M1 37 1 g 1% 25 . -CN. -NO2. -N3 - SO2H . -SOsH . ~OH. -0C1 6483 . ~ON(C1 -6
FEdE )0 -N(Croefidi ) 2o -N(Croed )s"X - NH(Cr 64583 ) 2 X o -NHo(Cr 683 ) "X -NH3 "X . -N
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(0C1-6kE3E) (Cr-623 ) - -N(OH) (C1 skt ) . -NH(OH) - SH. -SC1 -6k 3 . - SS(Cr-sfi i) . -C(=
0) (Cr-6f5e3E) . -CO2H. -CO2(Cr-6f 3L ) . -0C(=0) (C1-6%EHE ) . -0C02(C1 6523 ) . -C(=0)NHa -C
(=0)N(C1-6%E3E ) 2. -0C(=0)NH(C1-shtk ) .-NHC(=0) (C1-6)523E) . -N(C1-6453£)C(=0) (C1-6
$22 ) - -NHCO2(Cr-6%t28 )  -NHC(=0)N(Ci-sbE5 ) 2 -NHC(=0)NH(C1-64525 ) - -NHC(=0)NHz -
C(=NH)O(C1-s8E3L) . -0C(=NH) (C1-6%E 3L ) . -0OC( =NH)0C1 -6t 4 . -C(=NH)N(C1-6J55 5% ) 2. -C
(=NH)NH(C1-6%t4E ) - ~C(=NH)NHz2+ -OC( =NH)N(C1-6/5t £ ) 2 ~-OC(NH)NH( C1-6%E 3 ) - ~OC(NH)
NHz-NHC(NH)N(C1-6%5E 3 ) 2 -NHC( =NH)NHz -NHSO02(C1-6458 38 ) « -S02N(C1-6458 38 ) 2+ - SO2NH
(Cr-6HE2E) « ~S02NHz - S02C1-6HE 3 « - S020C1-6 KT 3 + ~0S02C1-6HE 3 « - SOC1-64E 5 - S1 (Cr-6)E
H£)3.-0Si (Cr-6f5t3& ) 3-C(=S)IN(Ci-6%52 5% )2, C(=S)NH(C1-6%E3E ) \C(=S)NHz2,-C(=0)S(Ci-6
$5E3E) . -C(=S)SCi-6k5t 4L .- SC(=S)SC1-6kEdE . -P(=0)2(Cr-skEHE ) .-P(=0) (C1-6f 3L )2+ -0OP
(=0)(Ci-ektL)2.-0P(=0) (0C1-6t3E ) 2. C1-ebt i « C1-6 4 ] A HE I L Co-6fi 3 . Co-6k I . Cio6
T d \Co 6 Z M 3 L Co-6 Z LI L Co- 10 IR L Co-1075 25 . 3- 10TC 2438 3 . 5- 106 4 55 4L T
AMEAIREEARIE ] LL— B =08 =S ; Hrp X 23 &+

[0045] AR FIAGE “pi A7 B ‘i =7 2 fE (RAR. -F) V&L (&AL -C1) VR (R -Br) BL
ML (AL - 1) o

[0046] AR FIARE 238 R4 ] -OH. RiE “BUCH AL @iy @, 2 F5 A T # it
s Horp 5 RR AR 4 B3 A T 10 SR 4 5 A A B B B DA R 2R A - -
OR™.,-ON(R")2,-0C(=0)SR*™.,-0C(=0)R*™,-0C0sR*™ . -0C(=0)N(R*®)2.-0C(=NR**)R*.-0C
(=NR")OR™,-0C(=NR"™)N(R"™)2,-0S(=0)R*,-0S02R**,-0S1 (R**)3.,-0P(R°)2,-OP(R™)3.-
OP(=0)2R*,-0P(=0) (R*)2.-0P(=0) (OR“)2.-0P(=0)2N(R")2H1-0P(=0) (NR*") 2, Hr}
R ROPFIR 414 3 il 52 S

[0047]  ASCRT FIARIE “$7 38 8k TRt (thio)” & F5 3L - SHo RiE “HUR S5 3L 8L “HUAR K
(0E B DU E: (=1 Nl N i IS M 5% N & i o = I 2/ E B SR 412 = W AN £
FEFEAR, 45 E LR R« -SR*™ . -S=SR*.-SC(=S)SR*™.-SC(=0)SR*.-SC(=0)
OR™HI-SC(=0)R*, FHRR*™ IR @A SCHT 5E X o

[0048] AT FIARAE “GIE” & 5 -NHo o R1E “BURHI 3”7 M I g A2 45 S BRI &R
B THURH S R B B U, AR SCRIT R o AE - RR S T S, B “HAR ) s
e BRI E B BRI & & .

[0049]  ARSCHT FIATE “BL BRI 2L 2 18 DA N 202, , Hop ik 5804 5+ B E 1 2
JEF A — AN SR — AN R A A R B, FRA 8 [ LR 2R < -NHR) . -NHC(=0)
R*®, -NHCO2R* ,-NHC( =0)N(R") 2, -NHC(=NR**)N(R**) 2, -NHS02R** , -NHP( =0) (OR") 2 11 -NHP
(=0) (NR"™)z, o R* R IR M A LT 52 X HHH 3 -NH(R™) IR A 2 &

[0050] AR FIARE “ BRI 2L 2 iR 2R A, Kb 58 55+ B E B 4
SR AN PN B, H ARG A BU R -N(R™) 2. -NR"C(=0)R™, -NR""CO2R™. -
NRPPC(=0)N(R") 2, -NR**C(=NR"")N(R")5.-NR*PS02R**, -NR**P(=0) (OR°®) 2 HII-NR**P(=0)
(NR™) 2, HAR*™ RPFURHIAR SCHT A2 S, 26 A A2 5 B B4 4 1 B A4 10 U A R A
B,

[0051] AR FIARGE “= BRI 2 A" 2 5 DA N 2 LA A, Hod pirid 5 £1 4k 7+ B
R T4 = AN LB, HASSIE LR 2R  -NR)sF1-N(R™) 3" X, H R RIX fi A
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SCHTE o

[0052]  ASCHT FIARTE “A 25 2B =0, HARGE “Bifk it (thiooxo)” &g AL =S,
[0053] % J AT 9 BUARHY BOR BUR B (FEAL & O SR VR ), JF BB S48 AP BUNZ= AR
T o B PE  SRU  BUE B , HANIR T, & -OH, -OR™ . -N(R“) 2. -CN. -C(=0)R™.-C(=
0)N(R®) 2, -CO2R™ . -S02R**, ~C(=NR")R*,-C(=NR°*) OR*, -C( =NR“)N(R*) 2.~ SO0:N(R“) 2 -
S02R““, = S020R““ -SOR™,-C(=S)N(R“*)2,-C(=0)SR**,-C(=S)SR*,-P(=0)2R**,-P(=0)
(R*™)2.-P(=0)aN(R**)2.-P(=0)(NR°®) 2. C1-10%E 3 . C1- 104 X f U BE Ak « Co- 104 3 . Co- 101 3
Cr-102% K83\ Co-10 745 3 L Co-10 4 B 3 L Ca-10BR IR 2 L 3- 14T 2 B AL L Co-14 75 FE FNI5 - 140 28 75
B BUENEFIER I AR B AL — TR 3 - 14 T0 R A B BUG - 14T 4R 55 HE 30, Horp %
Bk B UL bR R | R A | JRb R VIR RE R BA R | O BRI SR 5 B ST A0 1
2.3 ABL5 M RYIEF B, H AR R REFIRY 0 b SO 5 S

[0054]  7E—EsCjii /7 S, AR AR T A5+ B U 2 BAR S 2 (FE AR SR PR A 2
PR BRI AR HARE T, -0H.-0R*™ -N(R°)2.-C(=0)R*.-C(=0)N(R) 2. -
CO2R*™™, -S02R*™, - C( =NR“*)R*™,-C(=NR°*)OR**, -C(=NR**)N(R°®) 2, ~S02N(R°) 2+ - S02R*", -
S020R** ~SOR™ ., -C(=S)N(R*)2-C(=0)SR** ~C(=S) SR™ C1-105E (@1, 75 He & . I 75 It
H) Co-10Mi 2 L Co-10JRFE L Cr-10 8 BEHE L Co- 104055 3 L Co- 10 R AL L Ca- 10 A I L 3- 14T 2 PR AL
Co-1475 2 FHE- 14 0 H4 77 2 , JL A B-Be it M 2k Bl | e | 0 M 2 L b L IR 22 L 3R
B I LR 8 S F ST 0L 1L 2.3 AB5 A RYELFH BUAL, HH R (R LR AIR Ay
R E o BART I AU 25 HAFEFE4IC %, T Protecting Groups in Organic
Synthesis,T.W.Greene and P.G.M.Wuts,3rd edition,John Wiley&Sons, 1999t ] H5LL
K HIFARHNENZE

[0055] 34, 5L (R 4 S 9 e B 26 A (4 4, - C(=0)R™) A& , (H AR T, R B  ZL B f
OB =R OB = S W R T W Ji 3 - 242 8 PRI Y WLk g 19 i 3 - bk g A P
¥ N- 2% R I 5k O R IS R A A ) 2R R I g R - R R O R g 88 - i A R R 2 B
AR-TH LR A I LB B R 2 B - (N - A SR BRI ) 2B 3- O - 3k 2K
H) TR B I 3 - (AR - A2 2R 2L ) TR e« 2- FR 2 - 2- (AR - ik o AUk ) TR B i  2- R k- 2- (46 -
IRHAR ORI ) ARG 4- 80T Bl 3- FE R - 3- Al 28 T B Ji 20— Al 2 PR A e i WN- 2 B
TR AT A8 - i 2 O R IR e R AR - (o P I 4 e R ) R R e

[0056] G AR 4 91 G 2 2 P R I 2 (A1 (43, -C(=0) OR™) 04t , (H AR T+, s IR
GBI F IR NG EIEF FRI -2 3 FF 5 (Fmoc ) &% FF RO (2- T 3L ) 2 L FR g L L R IR
9-(2,7T-R) AR iR R L 2, - - U] #E-[9-(10,10-—%(-10,10,10, 10- VY5 HE
I 3% ) 1H fi5 (DBD-Tmoc ) « 283 F 4 - B 48 2 2K B BE ¥ B (Phenoc) V2L R2,2,2-—F &
g (Troc) E L FIR2-=F R FrER A LS (Teoe) VEIEF IR2- KB4 HE (hZ) VEAFER -
(1-&WIkEdE) -1-F R LEE (Adpoe) VEEEF IR, - E-2-K AL JEF R, 1-—HF
H-2,2- R ZEE(DB-t-BOC) VEILF IR 1, 1- I JE-2,2 2-=& 2B (TCBOC) VAL R R 1 -
L -1-(4-BR 3 ) SR (Bpoe) VAFEF MR- (3,5- - U T FERE) - 1-F R LB (t-
Bumeoc) 2 IR2- (27 - A4 - AL WE 25 ) 2B (Pyoc) 2 2 F R 2- (N, N-FR O 42 A flac 2 )
LR R R ERCT R (BOC) V28 4 Y IR 1 - < M e iR (Adoc) 2 2 1 R & I iR (Voe ) L
IR IR (Alloc) V&R 1 - 5 R JE MR A R (Tpaoc ) 24k F IR AR (Coc ) 2k FR R
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A- TS R FERE (Noc ) 2 i FPY 2 8 - s b R I 220 22 FR N - R R R e B i e 2t — iR S
PR IR 2 2 FF IR IR (Cbz ) 2 Ak R I 0T — FR 280 - R (Moz ) 28 0 FR B 0T —H L R B 2 Ak R
PR —IR R HE B R R -GN R B R 2, 4- SV R L I P R4 - FR I Y AR R
(Msz) VE P ER9- AL IR UL IR R L R i L U R P IR 2 - R R AR AR U B S U R R 2-
FR T I 2 2L B 2 P R 2 - O 2RI 2L ) 2018 VU E R IR [ 2- (1, 3-SR 2 A 2 ) T
B (Dmoc ) « 2 H g4 - FF AL AR R (Mtpe ) VZUE F IR2 , 4— — H B AR IS (Bmpe ) « 2 HH
BR2- T8 3L 7,16 (Peoc) VUL AR R 2- = ZE L 445 3L 7 A IS (Ppoc) V&L AR, 1- — I k-
2-FFE LR R P R ) G - - R A IR L U R G - (RS ) R L & P RS-
I EeR e L S VE LR R - (=S H PR -6- R IE R (Teroc) V& 3 FY R [R) -l 3 0K
B 2R3, 5 LG AL IR AR R R R RS, 4- R A8 B -6 - i R
B5 s R R R O (AR i 2 OR 2L ) PR L & R B B G IR A R RS- R IR A P IR
XIS R P ERIR TR B R PR L LR A R R T L R R R EA T S
AR IRA -SRI NEE E AP IR2 , 2- A B A AT B R IR AR-(N N- A
Bl 3 ) G L, 1 - R -3- (N N- - FF L I B e ) TR R Ve, 1 -
PTG « 2 P R — (2- ke 2 ) FR G 2 A R R 2- MR M 2 R G U R 2 - T 2L B R A
PR S UK B S & 3 FF R T L I TR S R R B U R R - O - B AR SR AR AR
B EAEFIR - TE V2R R -F AR CONE AT -F - - AR 25
FER -2 -1-(3,5- AR ) B VR IR 1 - FR - 1 - R R R 5L 4R V&
SRR - -1 - ORI T VR IR - - - (- AL ) 20T U R R ORI U R R
X (ORI R VR R2,4, 6= - BUT IR NS 2L R4 - (= AL ) R R A0 2 L FF 1R
2,4,6-=HFHKES.

[0057] 5454 35k 49 B Tl S e 2 A (A 4, - S (= 0) oR*®) A 4% AHAS IR T, %of — FF il 9 i
(Ts) RTEME G . 2,3,6, = F Jk -4 - F A JEORT Bk i (Mtr) 2,4, 6= FF 4 Ok DR T 1 i
(Mth).2,6- F -4~ B S LA B 1% (Pme ) <2, 3,5, 6- VU FF -4 - R A R I il (Mte )
4 - H AR ORI B i (Mbs )~ 2,4, 6— = H ORI e (Mt s ) < 2, 6 F 4 2 - 4 - B R O 9t e
(iMds)+2,2,5,7,8- o B AL (43 - 6 - B i (Pme ) BRI e (Ms )  B—— P 2 R e foe it 2, T S
i (SES) \9- BB Wi 4- (47,87 — R AR S 25 B P L ) DT 9t i (DNMBS) R T ok e » — 3
PR T P9 frc AR P e PP R I

[0058] L& AR SEADFE , (HAFR T, Wy MERE L - (10) -BEAERT A N - X —FF 2R R A
BRIEATAEY) N - Z L FUIE R ACE L AT A M N- 25 FR R R R TR S B AT AR ) N- 2 B B
RIRRTAY) 4,5 IR I -3 -s Tk bk - 2- B N- 48 2K — FF LAY g LN- R A HE 38 Y A (N-
dithiasuccinimide,Dts) N-2,3— 2R JE B >Rl i N-2, 65—~ FJLE g (N-1,1,4,4- P4 H
S TR R AR IR I NG P (STABASE ) \5- BRI L, 3-—F 21,3, 5- =S R e -
2-P 5-BUARI 1, 3- =R -1, 3, 5- =R M O obe - 2- il L 1 - BRI 3, 5 il 2 - 4 - Lk g
N-FR il N- A TR B Ji N- [ 2- (=R SRR R Je ) 2 28028 D P 2 i (SEMD WN-3- 2, B AR 2 TR 2
Ji N-(1- 5 PR 2 -4 - T R - 2- S0 AR -3 - ML I bk - 3- 0 ) Jiie L e 31 IN- R AR e IN- = (4- AU R
5 ) L i N-5- 2R R IR Bt i N- =R JE R i (T ) WN- [ (4- A 2 o0 ) R R AL |
fige (MMTr) JN-9- 28 3 2 FE il (PhE) JN-2, 7— 50 -9- 2 3 P B9 R Jile ON- 0% 4k it R L 4 0
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(Fem) JN-2-RH g B LS JEN -0 WN- 1, 1— — R 3R AR AR B 3 il N- I 5 35 e N of—FR 4
SN AR il N- DR R R i N [ (2- Wb 26 ) 3 1 FR e il N (N7 N7 = R R R
B ) e NN - NI S TR e W N- X6 — B P R R Jie N - I 7K A 1 e N -5 - ST K 7 B i WN-
(5-5-2-FR FL ORI ) R FL W B L e N- P IR L e N- (5, 5- B3 -3- 8- 1- TR U &)
Fiée N-TGE AT A4 N-— 2R AR (borinic acid)fTAEM) N-[ R (F 3L AR -S04 ) I ]
file N-HEE A W) N- BB A1) N- T 3 g ON- IV R 6 i L FN—48A0 ) . — 2R LRt e (Dpp) « —
B LR AR R i (Mpt ) - 2R L BRACTA E i (Ppt) G JE T 8 — e L TS G AL T 0 — S S g
RIS R FEER IR DR L AR TH 3k PR W R R G (Nps ) <2, 4- RS R W s A« L&
TR FR e g 2- T 3 - 4 - B 4R 3k 2 U At e = i ek B S IO e A 3 - i R e I T i
(Npys) o

[0059]  YE-—eszjifi iy =, A0 T AR LR BRI A AR Y I (W RAE R R L) .
AR B A HARE T, -R* . -N(R") 2. -C(=0)SR*.-C(=0)R*™,-C02R*,-C(=0)N
(R®*) 5, -C(=NR"™)R*,-C(=NR")OR™, -C(=NR"™)N(R")2.-S(=0)R*,-S02R**,-Si (R**)3.-P
(R°)2-P(R°)3.-P(=0)2R*.-P(=0) (R**)2.-P(=0) (OR*) 2. -P(=0)2N(R*"®) 2 F1-P(=0)
(NR"") 2, HoopR** (RO RIRC A1 A SCop BT 58 S o S AR P73 & AR 40080 2 ) B A 5 A
Protecting Groups in Organic Synthesis,T.W.GreenefIP.G.M.Wuts,3" edition,John
Wiley&Sons, 19991 FE LG [ AL K 1% SCikl il S 2% 5I AR SO .

[0060] 7RI VE AR R B FE A (AN PR T, B A L FF 2 25 R (MOM) B 27 R 2 (MTMD) L
TR L ORBE R R RET AL ) FR A L R (SMOM) 40 22 FR 2 (BOMD) 4 —FR AR R4
S FP R (PMBM) « (4- A 48 25 2 40 ) PR 3L (p—AOMY) T8 A1) A 19y F 5 (GUMD) o i T 480 R 0 L 4- 1%,
A L T (POM) R R e B A L 2 - AR L 2 S R R R (MEM) L 2, 2, 2- = AR
B R (2- L) B AR 2- (= R RE e B ) & %0 R 2k (SEMOR) Y &bk e & (THP) L 3-
YR DY SR PLE I 3 | DU S g R | 1 - R AR IR O 3 L 4 - R DY SR R 3 (MTHP) | 4- FR AR 3 DO &
WM i L 4~ B AR L DU MBI LS, S— AR L 1- [ (2-F-4-FR 3k ) R 3k ] -4 - R AR LR e -4
(CTMP) . 1,4- w8 k5 -0—Jk  PUS IR 52 |, PY 4 BERR 3 (tetrahydrothiofuranyl).2,3,3a,4,
5,6,7,7a- )\&E~7,8,8-=HFH-4,7- T FFREIKHFEM-2-7£(2,3,3a,4,5,6,7,7a-
octahydro-7,8,8-trimethyl-4,7-methanobenzofuran-2-y1).1-Z 3L 1-(2-8A.4
FIE) - R - PRI - - - R I - - - R -2 L 2,
2,2- =L HE 2- = R RE R 2 2- (ORI ) 2.5 (2- (phenylselenyl)ethyl) il
T T -G - AR R (2, 4 R R IE (Bn) LA AR R L3,
4= TR R VAR R I N R R AR - AR A L2, 6- AR I - F SRR A
X IR BE AR L 2- M FR A 4T e R L 3- FR R - 2- Tk e RN T (oxido) L IR SE R 3
p,p’ — AHHE ORI 5 TR IR IR P TORE R - SR TR R - FR A R
TORIEHIE | O - AR IR L) SR R = (- SR ) RO 4 (4 - R R B O
AR TR R L 4,47 47 -=(4,5- AR B R R R L 4,47 4= (2B
B (levul inoy | )RR FIL 4,47 47 - = (ZEFF R LR L) FR L 3- (ke - 1- %)
(4", 4" - RN ) R (1 - (4- AR AU R L) - 1 - P B R L L 9-REJE L9- (9- 1)
MEIEIE (9~ (9- KL -10-AC) B L 1, 3- 2R FF IR &0k -2-3£ (1,3-benzodithiolan-2-
y1) IRIF MRS S-S A = SRR AL (TVS) L = 2 S R AR GE 2 (TES) L = e TR 2
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FARERE S (TIPS) . R A R N R AL (TPDMS) \ 2 3 R A AL R ke 2 (DETPS) . AL
O (2, thexy 1) FRRESTAE U] 28 - FF L B R e 22 (TBDMS) 0T 2 — 2R 2 FR i e 2
(TBDPS) = R FE ARk le it = - X~ F RS PR ke it = RS PR ke ot . 2R R S FR Rk e
HE(DPMS) BT 3 R 4 B R S PR Rk A 2 (TBMPS ) L Y R i % R Bk R IR B L 2. TR BiE S 2 T
[T W 7J = N Wl 4 I Wl g I Y N = N R YN ] [N = Y
R TG -SRI LR B L 3- R IE T IR I 4 - SRR G (L B A TR ER ) 4 ,4- (.2 2 —hR
) IR T (2. W6 A Bk 2 AR 2 46 ) B R IS L W Fe BRI (adaman toate ) L & PRI |
A- P T GRREE R RRER - R IR R B 2,4, 6- = F L 08 R S (R R R
(mesitoate)) kR eI F SN VIR ERI - 27 3 FR liE (Fmoc ) Ik B 5T 2k 2L B IR PR 5t 5k 2, 2, 2
—A LB (Troc) IRER2- (= F R F e L) 2 B8 (TMSEC) ik BR 2 - (R LT 9 2L ) 2. B
(Psec) MR 2- (= IR ILMRAE L) 2018 (Peoc) IR IR St 3k S 1 R VR IR e 3k 2 J7 B R I o i
A5 TR, Tk P98 Je S 0 — i 22 I L T L sk PR e 2 15 T Tl PR e S b — R A 2 R S R R e 222 3, 4 -
R R IR B R e A AR L S TR B R e N — B R R IR L AR PR e AL SR R Bk
BR4- 2 S - 1 - 250 HE . BRACHRIR B . 2- BOK P RIS (45 UL T BRBE . 4- B -4- PP O
IR TS AR —( R 28 ) 2K FR RS 2- FR R DR R I L 2- (PR AR ARAR R A ) 2 4- (R A
TR R 4602 ) T BRI  2- (FF SEARAR AR A0 F 2 ) SR R G L 2, 6- & -4 - FR B R 2 TR TR
2,6- & -4-(1,1,3,3- VU RT3 RELATRER 2, 4- (1, 1- R RERRE) KARLRK
e & ORI 2RISR T ERES R BRI R L (B) -2- FR -2~ T RIS L 4R - (FF AR L B3 ) %
FRRIG  a- 25 FF R TR A N, NN N - DD R R AR o R - 4 O T
Be BN R EE . — FF R AL | 2, 4 RS R R VOB R e S T B R I P T R T (R T R
B R REEREE AP SRS ER (Ts) .

[0061]  fF-—SLsjfi 7 rp , 746 TR L R BRI A IR AR B 3t (L RRMEIR AR 73 ) .
AR AP AR  HAPE T, -R* . -N(R*) 2. -C(=0)SR*,-C(=0)R*,-C02R**,-C(=0)N
(R™)2,-C(=NR"™)R*,-C(=NR")OR**,-C(=NR")N(R™)1,-S(=0)R*, -S02R*,-Si (R**)3,-P
(R°)2.-P(R°“)3.-P(=0)2R*,-P(=0) (R*)2.-P(=0) (OR°®) 2, -P(=0)sN(R"™)2H1-P(=0)
(NR"") g, HrR*® CRPPRIRCCHI A SC A BT 58 S o B AR 37 35 2 A A8k vb 2 S0 1) 9 B 45 £
Protecting Groups in Organic Synthesis,T.W.GreenefIP.G.M.Wuts,3™ edition,John
Wiley&Sons, 1999 FEANFEIR (1) AL , N5 Z ikl it 2% 5l N AR SCH

[0062] 3 b 0 H Al 7= 48] 1k P AR i TR 4HAE 380 T B TR S te 491 RS SR v o A % B
ASB AR B R AP ) B 51 3R AMTART 77 AT R 5

[0063]  ASCHT ARG “Bh” &AL 2 BT A £h.

[0064]  RiE “Z42% T H252 () 17 /& 48 B LL /e A5 B 1 2= 2% I 3 Bl 93 T 5 A RIS
IR S Rt A 1 2 B R S O NS, B A R R AR/ KU LE AR . 2
22 Al 1 2 g AR AT S Y o 51 T, Berge ZE AAE ] . Pharmaceutical Sciences(1977)
66: 1- 19 FEAIHEIR T 252 LT B2 10 & AR R WL S I 252 el B2 st AR A &
T B TCALFIA HLER FOB Y AR LL o 24 2% I n] 12252 10 0 35 B N Rl 36 1 S22 5 e pLER (49 2k
1 SRR BRI T PR A s B ) T B B B A LR (A 2 R B R 5 R R T A R AT A
B2 IR FIPR B A R ) B e I A FH A S Hh By FH B84 753 (9 G s 28 46 ) T R 2 L 1 26 o
Hoph 252 ErT B2 A4 O FR Eh IR B PUIR LR £ L R A R B ORI R £h L R
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Wik BRIR A ok BRIk RN R i AR MR = AT R IR ik PR B IR £ IR
(287 i Iﬂ:ﬁﬁimﬁ%ﬁ Ll ik PR £ HE WH 2R R i T PR IR £ - H Vel B P = T 1R
N PRUR S PRIR £ R A ML) 2k - 2R £ FURE IR IR +h LR £ L HEEIR
o ARESLRRIR £ SRR L S oRIR S 79 IR AR #h  2- T IR £k IR L A IR £
TR & B IR A AR R L WU R IR R ITR £ (pectinate) I IR IR EL  3- R IE TR AL
PRBREE WK IR L Rr R #h PO PR B IR IR o  BR B IR £ R IR #h I IR & L IR AUER £ X
FRORTAIRER « PR ER IR Eh 55 o Y5 A A B A 24 2% b ] 42 52 ) ER A0 HE T < s Tl <6
J& VAN (Cr-alie 2 ) aith o AR PERY BRECHR 1= <5 Jo #h AR AN ER LB 3L PR PG Eh VB b 55 o1
&I, HAR 2 52 Rl HR 52 1 #h A AE TE R R A B 1 (Bl n s Ak SR R
B IR R AR IR A AR (IR G e SR AR AN 57 STl B AR ) T2 B 2 B 8 1
[0065] AL FIATE “HAZ A AKT 2 4R S VIR Fr 8 b AR, Feh SR AN T iz
T H A BT O U AL B T AR AR — R AR AR, 6 AU AL o B AR AR AR Y 5K
191 B4 B — AR B 2 M e e A 2 I o — IV Jre kB 7 2 K-l A e W i (aminidine ) /2
2 A 5 78 2 T T I PR 2 NI i R A RO 5 i 2 U 2 AT
W B L E 2 K
[0066] R Hin]i# “ /A — A7 451, 2.3 4B 2 AL ] (H A HE — AN Va4
WH,1-4.1-3.1-2.2-4,2-38(3- 4 S ] , Ao s AE N o
(00671 ASCHT AR “B 5L 17 LA AT DAL A U808 7 5 L0 Y HA2 R e R %
e AR Jol 5 B [ o I A 8 25 2R A B S 4, (EANER T, i Ak (Bl an s Ae 1 14
VB RAL ) e AU FIR I S O R SR B A S L B R I A SR O R B A A L
He— P A (P, LB EL) 97 B P A2 O S L P AR N O- R PR R U
pixy L i FF AR ER  -NO2\ = He kb M5 JERER £ o £5 - SBSCt Ty S8 b, ik 18 25 S AT T PR
BG . 7E— L8 SLif Jy rp , TR R B 5530 -0S0aR ™, FL R 2k AT 3 BUAR K e 2t AT I AR
PRI i AT G BUA ) e e s L A2 A 57 3 AT A Q) e 7 4 A 228 A 577 22 e R A
TR HUARI) 28 05 B e ik o A2 — BE St 77 22 7P, R 2 B AR BROAR AR Co-Co e 2 o £ — 255K e
Ji R AR R 7 —LE ST R LR - CRa o AE— 28 Sl P, R BRI SR B
K55 2k o £E— BESCH Ty S R’%ﬂﬁﬂ’ﬂiﬂﬁlﬁﬂ’]ﬁﬁ FE— 2B T SRR A2

é?

w .
[0068] |
\\:x :
Br 5 '

[0069]  7E—ULtEil T, ﬁﬁ %zﬁﬁlmﬁzﬁﬁﬁﬂaﬁa(Eﬁzrxﬁ@%%,Ts) P T 723 5 T 5
B Ms) VORISR R iR OO0 IR R TR 5S , Bs ) B = 98 TR R PR B ( = R PR R e 2, TF ) o 7 — 284
BT S B 5 25 2 R AR IR TR PR I RN TR 2 ) o 7E— S4B L T, BTl B 25 LA 2 il 2
JRTiil A (nosy late ) (2- T FE AT AL ) o £ — LESLHt 7 22, PIrads B9 2 B A 5 Tt PR R 1)
T A LS T R, P B 2 B AR FE ORI E L o i B8 2 AR ] D AL B (A
Mi tsunobufs BLH T R ) BN #5825 2 ], (91 38 SE AL ) B A B B B

[0070]  RiE “RIALIR” & 18 & A 2 L5 B AR LR A 1 4+ - 2L IR 4 - 2 LR A B- 2
R, He S5 MIAE T SCHIR o A2 — BUSL i ) 28, 2 B R fe e 2 AL 1R
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Ri

W,
2
1

[0071] HoN $
o) R R ¢
o—R SR BR [
[0072] AR E LR AR AR T, RIRa- IR , ] anAE Bk R BT 20 b LI R AR

AR R a- IR (30, AR INLC DA QE G H T LK M F P ST WYLV, I R SR 1
PRAL) VAE R SRa-F FEER (W R 2R3 IR ) L K IRB-Z LR (W7, B- AR ) FlHE R IRB-
AL D - FIL- R4

[0073]

FERR R A WY IR R e i P 2 1 B AT AL A il 4%, B0 He A i 12 3R 15

an, a0, IR SR RS B fiff B0 85 o AEAS R W I — B2 SC it 7 S8 v, i aC- [Xaa ] - X 2T
HA N R/ BAR R IR IR -

R* R R
[0074] ™ L~
F§ B O
gt b3

[0075] AR RAIR X BT 5 il i1 2 2 B8 (U8 , B ST AR S 5 S, HRM R SCHIAR S
Al AriE ey BBt
TFA M R Ro-RER R R’
L-#A8E (A) ~CHy -H
L 88 (R) ~CH,CH,CH>-NHC(=NH)NH, -H
L-RAREME (N) ~CH,C(=0)NH, -H
L A48 (D) ~CH,COH -H
¥ AR (C) ~CH,SH -H
L A3 (E) ~CH,CH,COH H
L5588 (Q) —CH,CH,C(=0)NH, -H
HAR (6) ~-H H

[0076] L4188 (H) ~CHy-2-(1H-2frd) -H
LA RAR (1) Tk H
L% 48 (L) ~FTA H
L 88 (K) —CH,CH-CH,CH,NH, “H
L-FEAB (M) ~CHCH,SCH; -H
L-XARR () —CH,Ph “H
L-AEEEE (P) 2 (B IRD ~-H
L-# 88 (S) CH;OH H
L- 528 (T) ~CH,CH(OH)(CHy) -H
L-& 88 (W) ~CH,-3-{1H-"3]7%) -H
L-®BER () “CH, (B &%) -H
AL LEHRERNE

[0077] FHRGRR-RER R R’
L- B8 (V) ik ~H
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[0078]

[0079]

[0080]

At RA MM

TR ER R AER R R’
D-# 258 -H ~CH;
D4 &AL ~H ~CH>CH>CH, NHC(=NH)NT,
D R ABAE | ~H ~CH,C(=0)NH,
D- R &40 +H CH:CO:H
DA IEEER ~-H ~CH,SH
D 8B -H ~CH;CH,COH
D*fé\\ﬁ%;}’i‘ ~H —CHQ CH;vC(:Q)NHg
D-#0. 8 Bk -H ~CHy-2-{1H-w%0)
D-# B8 -H AFT
D- H ~FTA
D # A& M H CH,CH,CH.CH,NH,
D- PR AR “H ~CH,CH:SCH;
D AHE#R “H ~CH,Ph
DI AR H D(WoRIR)
D2 RBk -H ~CH,OH
D-#- R -H ~CH,CHEOHYCH)
D-& 5B -H —CHa-3-(1H-"3]%)
D-B 8% -H ~CHs-(GTRARL)
D885 -H ~ *
Z 7% 25 (Di-vinyl) -CH=CH, | -CH=CH»
22 (&)
FHRGERRo-ALR RFR' ¥ F:
a-FA-ARE (Aib) ~CH; ~CH;
PR AR R ~CH; ~CH;CHCH-NHCENH)NH,
o- kK ABhE ~CH3 ~CH,C{=0)NHj>
o-FA-RAAR -CH; ~CHCO:H
o-F B AL ~CH; ~CH>SH
o ‘:F g-@ﬁ(‘ﬁa ~CH3 “(:HQ(‘HQ(X)ZH
o-TF kB R B CH; CH,CH,C(=0)NH,
- A0 R ~CHj ~CHs2-(1H-247k)
o- P A-FBAR ~CH; AT A
o- TR BRM ~CHj T AR
o FA-BAR —CH; ~CHCH,CH,CH,NH,
o-F - g ~CH; ~CH:CH,SCH;
-5 KA R ~CH; ~CH,Ph
W] —(Hs 2 (kBT
o-F k- R CH; CH;OH
a-FH-F A8 —CH; ~CH,CH(OH)(CH)
o-FA-BHR ~CHy ~CHy-3-(1H-%[%)
o-TABAR ~CH; ~CH- (B A R
o PR LRk ~CH; —F A
Sty ~CH= ~CH=CH,
2 (%)
FHMHGERRe-BER RFR’' FTF:
CH;,
EBRM -H -CH,CH,CH,CH;
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&3. fEGEERME

HHMAER Re-BER RAR S FHR-CH;, Fo:

Adh A AR R M A T 2R ~(CHa)-S~CH2),CH=CHs,
(Bl A0 FRLRBE. SRR ~(CHy)~O~(CH,),CH=CH,,
B, B ERBR. BIEMALRMR. ACHz)y-NH-(CH, ), CH=CHa,
BASA Y R B B RE R, B0 *Eggzgg*é g=g>;g~g ggzggggfgb
OGBS R R RS AL Je( SO0 L) L H=L S,
e R B R RRTF). < CH]:):w (C=0) NH. ( Cng)g CHCL,,

(CﬁHS) P 0-(.CH2)gCH:CH2q
~CH(CH;3)-O-(CH3)CH=CH;.
CH,CH( O CH=CH,)CHa),
~28 & BR-N((CH»),CH=CHz),
~EE B -N((CH,),CH=CH,), #=
“(CHz)e1(CH=CHy).

o

g8 B S A S W 4 0-10,

I, THMAER Re-RAK

\ S ;éxNjﬁi"/ja
Ho5
Ry

[0082]

Ss
[0083]  fFAEVFZ ORI AR RN G IR, AT — b a0 S 7E A R B ik b o 2 DLl
S.Hunt,The Non-Protein Amino Acids:In Chemistry and Biochemistry of the Amino
Acids,G.C.Barrett#i,Chapman and Hall, 1985, 3F K SRG LG — Lo sL 5] S 4 - ¥4 JE il 2 e \
BIREZR .y 2T IR B-FUE N AR IR IR \4- (B) - Tk -4(R) - F B -N-H - L- TR &
MR N-F - L- R R L - B - IR A BRI L | - R - 2- R - IR e AR IR L 1 - B - T e iR
R 4~ Z - IR M TR IR 3~ - A O R IR L A -WRIE i 2 R 4 - L - |- FR L g - 2- R 1R
2,4- TR .2,3- ZHEHENIR . 2,4- R BT R 2- R B R 4 (R L) R
A= HEAR IR &R - [ - A A7 - B 48 T 2R (B 40, 4% -C(=0) CeHs s ~CF3 5 -CN; - ]
2% 1 ~NO2; CHsHUAR) « AU 2R P e AR R R (4, 2 -C(=0) CeHls s ~CF3 3 -CNs - x|
FR 3 ~NO2; CHs i — P B M ZR (statine) o i4h, & F T ARk B I 2 B R mT 4 AT AE 46 A
A0 B A IR AL TR A O A S I 2 B IR R A

[0084]  RAE “Z EEMRMIEE" /& 4RI H AL 2 FE TR I o - B B- B 2 ] o 6 i i) R IR N B 49,
FEABAIR T, a0 BT U LA S a2 1 =3 i S AT 36 T ) 2 B PR T B

[0085] 5t , ek FY) 8 2k M ) kL 7 PRk (B TR 2 PR Y - S i e M e PR R ) L 4- B %
2 PP R (T 2 PR 1) - 2 P A B e 4 - 20 DR R R ) AN R s (A~ D 2l R T - S PR AT
BE A TR RR ) A o R um ANV A IR MV A2 45 4857 A s AN URI R 2, 451 S A Q) R BAR
FROOUSE (A5G, A 2k ) B 22 (A, B ) i U i B , o2 5 5 2 IREE T 1 55— Rim AN
IS 70 ) A IR S R o A — LB St T G o, AR s ANV R S ek P A ™ o AR i A4 e S ik IR ()
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FE— LS Ty S8, R A VAN S B RN BE” & R iy b U L R (M) o AE — LB SET T 22
R i A P A 2 e PR A ™ KT i s oA 3 8 3 AN A 3 — A2 BUARC o AR i AN b A 2 PR ) B,
{HASR T, 2R 3 A i 8% .

[0086]  “JJK” BY “Z K™ A0, i ad ik K (I Jie ) B 4 £ — ) 2 TR IR R i SR B4« AR SO ol
5 EZARE 2 TR R/ VS MBI RE I B A BT 2 IRFIIR o 85, KB 2 Tk 2 22 20 34 e ik
PR JIREL Z IR AT LAFR I R R — A R E A S & AR I B A AR IE S A R A
QLR , RS B P AR AR O i HE R SR &R (BP, B AR A AAEAE  (H A A]
VLB 2 IREE R A G ) R/ B R RIS o [RIIN , IRER 22 IR i — AN B 2 N S R R AT
DL 48 4, s A 27 SEAR , 9 s K AL A P02 (] 2 26 S Tl B M R T v s L e 4 L Tl
iR AL A T8 A L B R B ARSI S B 1 o IR B 2 IR ]y B — 3 B A]
PLie 2 526, Bl 8 B IRECZ IKAT LU R RAAAE R S A BBk A B IRE 2
JERT R RIRAFAER R I BCA B BRHAT B A AR SO T A, “ IR B A~ e
U PR T

[0087]  “HRET A (stapling)” s fiRIHAEf FH OGN 73 (ROM) S B AL e el 38 4 (BT,
ET AT B 2 IREER) S BRMEE - “IRET &7 AR A — 2 REER I 24 T A7 LRt
ZHET AT OURRN “E517) 2 IR (Z I3EE LR7,192,713817,786,072, F1E FRPCT A FF
W02008/121767FIW02011,/008260 , 4 EATHFANAAE NS %),

[0088]  fyiAs SCHRIEES Fir FH » Fir ik RO B2 2 8 150 FHROMAEE AL 7RI 7E Bl ik 22 ik b T2 Bt i Bl b
FEATIAR o B T ROMAEAL A2 45 (W) BH (Mo ) BCET (Ru) AT o 72— LS SETit 77 2 1, T IARCM
TR Ak TR 2 T PR A TR o B 0 ) M 0 52 M A ) B SE A4 (HASBR T, Schrock AL 7
Grubbs{E L LARBOE R B - (= O ) 5T \GrubbsfE L 2B R R [ 1,3-=
(2,4,6- =FHHLORAL ) -2k e JE I i ] — - (=30 O 2 B ) 7 FlHovey da—GrubbsfE 4712
RBLL,3-2-(2,4, 6= H JL ORI ) -2k e Jop 7 v k) G (AR S PR Al R B I AR R D 4T |
A O BRI RCMAEAL 77438 F-GrubbsZE A, Acc. Chem. Res . 1995, 28, 446-452 ; £ [&
+ER)5,811,515;Schrock®E,Organometal lics(1982)1 1645;Gallivan®®, Tetrahedron
Letters(2005)46:2577-2580;;Furstner®,J.Am.Chem.Soc.(1999)121:9453; &
Chem.Eur.J.(2001)7:5299;W02008/121767 Ff1W02011,/008260 ; H.- A E N B IF AR AE NS
R

[0089] A SCHIE BT, s fbaE (click chemistry) B2 E R /N B oniE A —
A T PR3 ] S AR B R A 2 T3 o 2 WL, I, Ko 1b , FinnfliSharpless , Angewandte
Chemie International Edition(2001)40:2004-2021;Evans,Australian Journal of
Chemistry(2007)60:384-395 4 AT I AR SAENSE) - B HERIARE S (H 1
—EERI SN R ) S AR T, AR R B i T R B B R i (6
JRABIER ) 5 o5 % B 48 I B (411, A1) i AR D) S5 i B BRI RAB I FFER) s B B A - Jk
JEHU T sgon IR MK, 5 B B — R 08 5 STV e P2 . 5 AR 30 5 R0l (9 4 5 S GBS0 e e ) o AE— 2%
SEH 7 2, AR B R Al S O A B B A B Hud sgen PR I (RostovtsevaE N,
Angewandte Chemie International Edition,41(14):2596-2599) . /Y52 /7 &, 7F
% it SN AT A7 AE AR 5 A 0 S PECu (1) B k58], 41 4 CuBr . CuTBX.CuOT S , BA A2 Cu
(IT)#h, B a1Cu(CO2CHs ) 2 CuSOaMICuCl 2 , AT I A 5 13 5t 73] (48] o 348 1L PR BB 30 1L e
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BN S AT B A B T Cu (1) 77l

[0090]  “HaE" 245 2 U5 KA (RIS IE) B & AR SURE AR A 7
WG A RCE R TR AL 22 IR PTHR 4 22 MR 2R, 9 A A BB K A ) e 6 T 22 IR 24
BN 772 IR IT BIRE 25 24 77 SR SZ 3038 16 4 0 AP g R 1 A8 A o 461, 7EVR I TR hE A1
R AR B IR 22 IR AT sk 2 fitgg 47 Amr B4 L IR () AR B & E

[0091]  ARSCETHARGE “YaJ7 /b3 (treatment, treatBtreating)” &0 IR A A
IR I ER AR E” (A0, B9 BT  BOEAR , B — FhE 2 MR AE BORE IR ) | RE 3R 12093 HiE (1)
RAE BN ZPRE R 3 AE— S Ty 9, ] DAAE LA TE B L & W82 31— PhEk 2
PRAEBIE IR G 45 297697 AR H & SEE 7 2, A] AE B = 1% 93 BURRE AR AR BUE IR 19 1% 00
TEZIRIT M, AT DLAESE IR R AR BN 55 8652 3 45 2906 97 (1 0 48 THREIR s A/ B T
BB A B 2 AT DUEREIR DA Y HIR JG 2R 829697, B an DA LB IR B Tk R K o

[0092]  fnA e Bl A “PI (inhibition, inhibitingB{inhibit)” A1 57" 2 2 8 4H
T BENYD 5 2 IEAEA0 M A B AR IR 2% 5 AL BT 90 S STAT I BAR A Wit FE VS TR 1 e
iR

Bf ] 152 AR

[0093] K la/x[)2JAK/STATIZA KB /R AR 24 HD. Leroith,P.Nissley, The
Journal of clinical investigation 2005,115,233-236) . 1bE /R /& STAT3BI 5%
1R ~DNAKL A W) s 44 465 1) (AT 2R VS DNAKH ) Al dgk 45 #) (S . Becker ,B.Groner,C.W.Mul ler,
Nature 1998,394,145-151).

[0094] 2 7R AE , fF FGrubbs —AUE AL IR 7R 1 MR 2T A 3 B R B 4 A 15 R 45
PRI TR P B B A AR A R a— B

[0095]  PE3E IR , I LR H A & B BT ik STAT 3 FG SH2380 1 £2 58 AL T 2 25 (A s 00 /1l i ik
JAK/STATIR A ISTAT3 AL R FE K 24 9% D . Leroith,P.Nissley,The Journal of
clinical investigation 2005,115,233-236).

[0096] P& 4a IR (1) A% 45 A 2 DNATKT STAT (¥ i A &5 48 IR 2, AN SR — AN k), B 1)
W 1) 5% 589624 , HAE B Je 25 74 (T8 ) — M 2 I HH a8 e (S t2) (2504 H PDBSCAF1BG T,
S.Becker,B.Groner,C.W.Muller,Nature1998,394,145-151) . E4b B~ & B GBS K
T 8 T I DT 0 7% 3589624 (L1 10) (K K7 o B d e SR 4 FI T & ifa e AL i a , B-3E 7 11
DI 527 o 10 % Tl BT S PR 45 ) e Ak P SR R AR 2 7R ELAR S (M R B 2

[0097] KIS E R RS L, i+4M11, i+T4] & HISTATS SH2(SABS) (¥4 58 AL 1 a— 12 i -
RICEMIK A THEAFR S E T IR E TR AR 2 S IR (S B R3S
).

[0098] W6 N ZRA L, i+4M1, i+7TE] G RISTAT3 SH2E: T i a— g E 3 7 (1 A R 4T &
i1

[0099] K7 R AHEL T ¥ A RISTATS SH2K (BBAh) , A1, i+4 ()R, i+TCR)AT &
[FJSTAT3 SH2HE 7 [ a— R 3 73 1 A e 4T A IR B CDOG 1S , FoA 5 s i i it =X/ e =X e A
(%21, SABSEL FTSABSE2) o FITIACDIGIEAEMi 111 Q7K ,pH 5.5, 100uM,20 CHEAT IO . Tk 4] &
IR AHEL T8 4 USTATS SH2 L 7 a8 it e .
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[0100]  WEI8EIRIF) R AL T 1B PR HE % B A2 BUSTAT3 SH2 K FIDMSO, 737 °C F5uM%¢
Jt:SABS-ARISABS—F 285 57 3h ) Jurka t 4 a (1] ~F- 351 40 fa 2 't o

[0101]  EI9W R A2 FESTATS SH245 M3 (7 A2 F1 LBG L) (¥ it 5 0. B~ 77 v 40 sk A LA FH
() a—WEJE (SR ) FIB— A J& 45 1) (FRVE (21) R 1M o 2 T 7ESTAT3  SH245 M Ik [ i A4 &5 ) v R I,
(1) T 3k a— W& iE 5 T ik B— T & 465 A6) 18] 1) Bl P ATt A M A ELAE T S T ok a— R 5 (1) AR AL b 3
(templating)fE FHA] 3 BIFTIA B K J& 4514 v B B 4 8 9 PR b 2 B0 75 AL 2 1) R4S R )
H—bRE.

[0102] & 10a /R K] A& AE LS A ZDNAKSTATS 284 (1BG1) H [ STAT3  SH245 43 1 B 4=
R B Je 540 v B CREBBAIBC) B @i AR 4574 o Bl LOb B /R [ /& B L B— Kk 45 W 3% A1
(turns), A AR RNAE (] . Cooper,http://www.cryst.bbk.ac.uk/PPS2/course/
section9/sss/super2.html 1996) . T ik RELABUGIKI B I 450 Fr BB R, ik i 584
AP R2E (Lys615-G1lub16) JE T 1" BUHE AR G, BAT . () (1) B A A1 45 v B IA) P F8 1 s
[0 (E10a) o 7 BUFITT R 5L £ 1) 3 2 X R 100 2 IS 2 R (7E B 10b R (R 3 2 L A2) 2 [
O Ik B B O B R L A B A] (J . Cooper ,www. cryst.bbk.ac.uk/PPS2/course/section9/
sss/super2.html 1996) . At R H A 4 5\ FID-Pro-L-Pro(pP) AR ) 5% A 15
Sa-KIFELEH G FHTT BIB-44 M (Aravinda,U.S.Raghavender,R.Rai,V.V.Harini,
N.Shamala,P.Balaram,Organic&Biomolecular Chemistry 2013,11,4220-4231;].Spéth,
F.Stuart,L.Jiang,J.A.Robinson,Helvetica Chimica Acta 1998,81,1726-1738), &
FEAAR ) ——FR 3 B—HE 1 b BRI B EUEE 1) Ser6 1411 AHAR H 3k  { 7 HY Fe 3 JLART SR A
T A B A 2% G5 A ) AR R 1 B FEBE 5, AEARLT BTk Ser6 1 411 2 8 I M il L 561y 6 171
FRAEH A AR 78 4 A8 o R XN AT R I ) =B Rk e 5 e A, HomTd
i KED-Pro-L-Pro-D-Ala =K H JF 4l N i% /7 71 o i igk — P 4558 (R.Rai,S.Raghothama,
P.Balaram, Journal of the American Chemical Society 2006,128,2675-2681),

[0103] W& 11 R AESTAT3 SH2(SABS) (K1 & iE Ak ¥ a8 e FIB- Fe g M ik, e HA H-T
i, i+, HTET B AL E , DA T8 S8 A EID-Pro-L-Pro(pP) 37 458 T HIT7/EA
A 7 B T2 R E ) TC 3R I 2B 1 2R R (St (R B s NZETE ) o 4 D-Pro-L-ProJk
J AR 3% (I D-Pro—L-Pro-D-Alat& iR , A R ZAB M K A 2 B8 A TR 2R (Aza) BN,
FINZJFHNF o B, £ A AR SRR 1 W 38 f 34T C— R o B I 1 -2 25 -3—"T Sk (Aby) , AT
BATCu (1) AL L, 3R B AL e B e (i e B2 ) AT B H T Bk e 45 K
SEMHI AT L

[0104] W& 12E 7R8[ &STAT3 SH2(SABS) IR Ak ¥ a— i e AIB-R K e Mk, K EA AT
i, i+, +TET AL E, DA T35 5 8- 5% M FID-Pro-L-Pro(pP) 27 458 T HIT-7EA
7] iz B T2 R E ) 0 3R I A A I 2 2 R (St (R (B ) s MIZETE ) o 8 D-Pro-L-Pro &
JP AR 3E I D-Pro—L-Pro-D-Alat&iR , LA R ZAB M ) 2 e B-S B E TN E KR (Aza) BN,
FINZFFHNH o B £ I8 SRR W 3 fa dE 4T C— R om B Ie 1—2 2 —-3—"T Sk (Aby ) , AT
BATCu (D) AL, 3B & S AL M e B ple (s iy e B2 ) AT i H T Bk e 25 1 Fa
SEMHI AT K

[0105] & 13A 7 1) 2 HoAth 7 8 12 RO A o A e 21 o 6] 1 3B 73w ) e 7 461 2 ) IO P 248 Y 72 335
T o ELAAHE , AHEE T A B PEX BE K B A2 AUSTATS  SH2JEAIDMSO, 7637 °C F5uMaR Ye4T & 7
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B Jurkat 40 i 1% 3#3h

[0106] & 14T RIF) & 4 A ) a R MBI S 25 A 2k e 1) HoAth s 9 MR I AR E AP 1 o

[0107] K[ 15AMIE 5B/ & STAT3 SH2(BIE624-603) ] B— K & 2546 J2 17 (1) PR A AR 4
X T AR AR 35) FHLCMS A o BT FRAR SR 0 “ES” R 7~ Py il & B2 (pseudoproline ) —JIKES,
ENFmoc—Glu(0tBu)-Ser (psi(Me,Me)pro)—OH. IF i KLAA S IE R X “VT” 7~ Do il 2 82 — Ak
VT, BlFmoc—Val-Thr(psi(Me,Me)pro)-0H. Ki& “pP” F/RD-Pro-L-Pro —jik.

[0108]  [&]16 W7~ ) 2 B A a—E e A8~ J& &5 M 35t e B A e A 7 F IR i) 4% o BT IR A ) IR
L LCMSEA W o FITid & B FHCOMU (424 &) (FEFTIR I 31 vp (1) 5 R IR (425 &) N, N- e A 3
% (DIPEA) (824 &) AEN-HI Nt i e i (NMP) o 4T Lh o B IR COMUR £5 #4040 T

S

[0109] = :igé\
SR N

[0110] P17 EIRA & B A M 7= A I ROMJSe BB o 7 A 2% I I8 F) S 45 2 A8 B A T T e

A2 AR T e S A R a2 RN B I 25 M) B A I P ) 22 K

[0111] P 187N Y A2 5 Ik 22 i o (1) S8 IR AR T B 35 93 ) 7 41 PERCM U A A ] 1 8A S 7

(1) S A e BUAR) B WA -5 il A8 IR 1 bl Jas 38 4 1) s A 27 SR o ] 1 8B 7R IR 42 BT ik

A TAR TR AR TR 4 1 3

[0112] K19 BRI &R BIPE 20 (A AW o

[0113]  KE[20-21 o B2 7 B 1 19 5 (A AL B P & B 12 BRI JE et 51 O\ A 3 1 it

Hokdid T BA AR REERE (RIL K ) K28 (AAMALAE (T . 0rg. Chem. ,2003,68,

6153;Tet.Lett.,2001,42,5825;Angew.Chem. Int.Ed.1981,20,798-799;].0rg.Chem. ,

1979,44,1438; FfiTetrahedron, 1985,41,5803;0rg. Lett.2005,7,4297),

[0114] P22 B A2 il 4% X (AM AL BP0 — M B S BT 26

[0115] AR B — 2 HARSL i 77 RN FEk

[0116] AR EHHRAE T AE R B i1 2 Ik (BIInSTATZ IK) « AR ki fit 7 B A

— AL IR AL M PG 2 K AR — SE ST T b, AR R T 2K, KAt

[y aMZBE NI AM ) Fe g AL Al -l e 3L 1y (B, BT BBk B J 45 H8)) o fE —BE 5L 7 b, A

RO T 2 36, A S RE a2 e AR B i B-K e 50 (FaE b fa , B 7 ) .

(01171 AR BA AR B A 2 KA PR35, 49 o A8 0 i e e s R SRR R 20T i

1 7K AR TR — B R B B3 PR 4 S5, DA B 28803 N A L 38 2 40 oAy

[0118]  FE—ULsujfjy v, T $R (L £ RAE 06 45 4 3L 5 R /B IR KRR B = B 1 /B

FHEAE FH AR — 2o 77 22 b, P L0 2 IR REAS AR STAT 2 1 [A U — 3R 4ko

[0119]  FE—ULsijii /7 &, Bk 22 IR et AV BT AR W) o A0 — SRS 7 R, ik s 2

A& STATEE H BUHATAEY)  f£— B SK 7 B, Frid 2 K2 STAT3E A BT AE— 148

SEHE T R, TR AL AR e A 1) a BB AN FR AL Bk e S5 A STAT3 2 IR 28 i 41 i

(s B A & 5T, L5 A 7E AT IR STAT3 82 (1 1) Tl R T R o7 JF PRI STAT3 BR 1 1) — 5%
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Ak, WIS TATAE ‘5 4% 3 IF 205 S A M0 T o DRIk, Prf (11 22 ik B T V897 38 5E PR
I3 » W WU RE (4, PR e B e S BT 21 R B S ) L R VR L B B S T
R PR IR 4

[0120]  7E—SEsLjii /7 S, Frfe (L ) 22 IR A A I coB e 40, 2 22 /D PR AN S IR R IR o 71
—LeS Ty R, Frhe I 22 IR B AR 8 A ol e LA — AN SRR o AE— LS T R, B
AR 2 IR A ) alBiE A — AL B A IAE  AE— Re STy R, 7R 1% g e P 1)
FIT IR A AR A i 1ok DG R 5T 4 fife (RCM) s 2B A T4k 272 S SETE ) o 72— S8 SE il 7 v, Fridk
B E (1) A IR R IR AT DA o AE L S 7 S 5 TR B e (1) A8 AR B0, 5 24 i 7o

[0121]  FE—uesjii 7 &, Frde i 2 IR AR e LI B- R R S5 1 B 5 2 D A A i =
R o 7E—SE ST 7 e, FriR b 2 IR AL B K5 M B A — A8 A  7E — L5
T &, BT 2 IR R e AL B R G B A — DL R SZAAR AR — LS 7 R
TEAZB— R I 5 ) Hh 1 22 R A2 B ROV 2B s T Ak 2572 S SETE ) o 72— BB STl 77 R, Fridk
AETRARR 2 AT 10 AR s 2 o 7 — SE STt 7 B2, v il 58 IR A4 2 WP JR i o AE — BU SR i 7 52
TR AT B A A AT 3 BRAR ) S 2% 75 3 o E — BE S 75 o v, BT A8 A 2 AT I BRAR ) T
2R 75 B

[0122]  7E—uEsjii /7 &, Frde i nY 2 IR e e AL e 8 & 2 /b — AT & A/ s s /b
— ARG A B SR T P, 7R BT IR ALY 2 IR 0 AR e AR B R AT A R/ B8R AR B
RCMJ S2TE T o

[0123]  fAR b i B S AE BT 3R IR 22 ik rb 1) PR A8 T 2 B R 1) 7 B RO N AE TR %
R R i +3 PR+ PRI +6 i RT+7 iR +20 i T +21 801 i +22 . 7647 B 8 i+
A ) TR BUE R R R AR X AN A R IR R 2 (A AH B 2 /DA S R R o 7 — BE S i Ty
Zh FE PR AR E A a B e T I A IR Z I PR e AE T AL +3 T AT +4 L I T 4+6 DA +785 1 AT +8
BF o fE—BE S fiE 7 AR AT AR R AL, 13401, i+407 A/ B i, i+747 o £ — BB 5L Ty &
i, FE T IR AR E A alB e A8 TR R SR R AE L R +4 S B RN+ T4 o 7E — BB SE i 7 =, 7RI
TR AR TE AT b E P 1 A8 TG R R AE 1 R+ A o 7E— BB S g b, 7E T IR R B AL 1) a B g
W A B B AE i AL +T A, AE—BESL i Bh , BE A ] RAEAED, i+4+447 1, i+3+447 .1, 1
+3HTAL VB, 1+4+TAL o AE—BESETf 7 R, 7E P B- R Je 25 1 b 1 A8 R R BR AE 1114204 1
FHi+21 i Fi+22467 .

[0124]  FE—ubsizjifJy &b, BTt 2 IR & B A — DM AR 1 f2 o f iy b e f B A
— AR R AR B A B I ) AR —LL STl 7 B, BT iR s 2 IRE S B A — N HRCM
RS BRI ET A 28 AR I A e A a5 AL AT — AN B T 2 S SR B A8 AR 1 s e
IR B= R e S5 ) o £ — BSSETt 7 Ze v, T 3R L) 2 IR A2 STATHR , oA & By — N HHROM B2
TE R ET & A AR AU A i) a5 AT A — N HH T4 27 SRR B 28 AR ) e AL 1Y
B JE L5 AT —BE ST T e, B b 2 MR STAT3 IR, HoA & B — N H RO B i
AT A A AR R AR A 1Y adB e ALB AT — AN i b 27 OB TR B A8 BRAA T A A B
S5 16 (] 4W02010/033617) o £ —EE S 77 22, Br i L () 22 ik 9 STAT3 SH2JIK (45140,
ISKERERATLSTKPPGTFLLRFSESSKEGGVTETWY ) B A7 A4 , Ho A& B — AN HROMIR S JE B 4T
B AT AR B2 B A R B A0 B AT — AN ER s T 2% R RE T R AC BRAR TR AR L ) B e 45
o
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[0125]  YE—Sbsjiiy &b, TR OL0 2 IR STATIRER AT A4, K& EE 20— 4%
IDCAZR F A A I BB E o AE — B STt 7 S8R, BT IR A8 IR AA 2 FHRCM S BT BGR) 4T & o 75— L8 5K
Ji 77 G FTIR A8 BAAA A2 FH ROV BT R 48 6 o 7E — BE S 7 S+, FTIR STAT 2 KB ILATT
W STATI IR BT AN  AE— B85 7 S, iR STAT 2 JIREHATT A M) /2 STAT3 SH2JIK
(#1401, TSKERERATLSTKPPGTFLLRFSESSKEGGVTETWY ) BE HofiT 44

[0126] GRS Jd 5 it A, STATIIR A2 $5 8  RBU L SRR BT IR STAT (5 5 % 3 S
ST ) RIRRIAT B R STATZ % 8 B4 , (HAPR T, STAT1.STAT2, STAT3 . STAT4,
STAT5(STATSAFISTATEB) MISTATE o £F—LE S 77 Z2 1 , STATIR /& RABAASTAT o /£ — LE Lt 7
ZH, STATIE S Bl STAT SR 8 A AR 2R BUR BT IR STAT S5 & 11 () R X o A — 28
SEHETT S, STATIE S RAFARSTATRE AR bR BR RAZARSTATI [R5 T X 7E— L8 S 77
ZEH, STATJIR A& STAT3 IR B[R] Y5 2 B H: 5 A 44

[0127] AR SCHRadEE B T, H 2 IRAT A2 e B A 1 2 ik B el Fl— a2 AR AR
B R R SR S FE RS A B 73 AR — AN B2 A 2 B 2 1T 61 ) 22 K o 7E — B8 STt 7 22,
B2 IRATAEY) R STATZ KT  AE— LeST 7 2, ik 2 IRAT AW 2 STAT3 2 Ik fiT 4
M) AE—BBSEHE T Rrh, BT £ kAT A M0/ STATS SH2 & IRATAE M) o A8 — LS 77 22, Frik
STATZ KT AW 2 id F— B2 DN R A LR — DB A HE R IR FL TR I 5 43 HUAR
TR o 75— e 52 J7 2 rh , FTIASTAT3 2 IR AT A s iliad FH— B2 A R IR R A — A
Bt 2 A HER ARG IR 1 T8 4 BT 1) o 75— RSS2 77 R, FTIASTATS SH2 % BRATA W42
I H— A RIR TR A — DB AR IR Z LRI B 7 BRI L) o 78— LE S i
J7 R, iR STAT3 SH2 2 RAT A 2 1l 1L FD-Pro-L-ProHUAXK6 15 F1E6 16 JE B o £ — 1
SENE TR, FTIASTATS SH2Z SRATAEY /& 1l it FIL-Pro-D-Proiffi 4 LA S6 14 K6 15T 1
) o fF — szl R, FRSTATS SH2Z kit 4 W2 ¥ A
[ SKERERATLSTKPPGTFLLRFSESSpPGGVTFTWV (F H1pKIRD-Pro) . fE— L85t 77 K op , Frik
STAT3 SH2% kA4 4 & B (9 T SKERERATLSTKPPGTFLLRFSESPpEGGVTETWV (i “p” F7RD-
Pro),

[0128] A Micseft 17D A e b 2 KA -

R? O I|{a 3 :{I{a O 1?" {}
£ ‘. C ‘ N P 3. . 3 . ‘ Lo
RPXaaf TN A XasfN XM};NQ%XAA};N%—{XM]T R
2 K 1 R RY Ly M “R?
[0129] >, & XY
Ai ' \“{\\\‘ v
®y |
(R%)
L — ¥
(M

[0130]  Hifi,
(01311 KL Lo FIMIKI 6 55 G2 37 g 8 PRI A FR AR S B 3 B4R ok B
199 TF 455 s PR (10 B TR 160 S Sl 2 ARG R BRI T4 AR (SR 7R
AR S BEER A S B 0 3R BLARA O 52 - PRI Al PR ) S Bl 52 6 AR 3R
SREUIR I T8 055 2 < FRARAY A FRARRY | S BB AR S2 65  HUR B R BUARAY 7 204 2 TR 1
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BUARFRIR A SRR B AR ST HE S B B BUAR R P e ot 2 s BUA R BROR UG (9 I 757 26 5 AR
(R B BRI S 2 75 26 s BRI R B3R EUA R ) I e

[0132] RS9I Bh 7 4 o, & PR BT BAE PR L S B R SRE L BRI 3R BULAR )
HE 7 e 3 s TR B BAEFRIR 1  SC8E BAE 388 BRI B BRI 24 i 10 R 32 5 B 3R B
AR 75 25 5 A BIOR BRI 2 05 88 5 BRI BCAR BRAR 1) S BAR I BOR BRI e 5 R 2
A AR I 5

[01331  RYf % SEA AT 1Ay , 453 ) B8 R M B 5 &0 s PR BRAR FROIR A L S B B A Sk
EAR A B R BRI AR 7 I 228 s PR B AR PROIR 1 L SCREBRE SZRE U R I SR BUAR K 2418
TR s BRAREICR HUARR 5 22 s B B B 2% 5 22 s PR B SR BRI S BRAR I B B
AR 2 5 HUAR Y BIOR BRI 2 22 5 B BOAR BT 3 2 5 AR BIOR AR 20 s /U
A s X B U

[0134] RS2 G Bh7 A , S PR B BAE PR IR L S B AR SCHE S AR 3R BULAR )
HE W3 s PRIR B BAE PR 1 385 B AR ST 8E U SR BRI 24 8 iy e 228 5 B R B B
AR 75 2 s BRI BROR AR ) 28 75 25 s BRR B SR BRI S HUA QI BROR A 1 B 2 5 HRUAR
BCAR AR 8 2 5 B ) B ARG B 22+ BOUA R B A ) 2 e s 0 s e iU s T 35 B
JISEE

[0135] ROy &% sl bz Ay, -RE L -OR" -N(R") o8k - SRY, e RM 1 &2 i b S by, &V FFR
REVBAEPRIRI S BE AR SCHE S BRI BOR B 8 D7 18 22 5 BRAR B BAEPCIR I L S8R
AF SCEE BRI BOR HUARCHR 2 i 1 e = 5 BCACESUAR B 55 22 s BUACGH BROR AR 2 05 22
BAR A B AR BUAR A B2 s B Tl 5 A 3G 1 F AR 0 5 U SR P L B R S (R 4 22 s B PR3
] —#2 I AR B AR 5- 226 - LR B R T5 3 5

[0136]  RYF sl ity , & FRIR A B AR IR K S B AR SE L B 3R BUA Y
JIE T s PROIR B BARBRAR (1) S BE BCAE ST8E  HUAR I BOR AR 2418 iy T 22 s BB X
AR 75 32 s B R BROAR BRI 2 5 22 s BRI BROR B B 22 s MR 5 Bl i s S R B 0 5 AT
G R AR IE ) (Labe 1) , Horp B s 0k 1 B PRI BEAEPRIR K SCREBEE S
B HURECR B A BE 22 s FROR I BEEPRIR 6 S RES AR STBE L B BR B M Je 22
IR B FRR A SCREBARE SZ8E AU BOR R P B2 s BRAR B BCAE IR L SCBEEK
AESCBE AR BRI M Z e 285 s BRI BAE PRI S REBCAE SCBE BV BICR BRI I
FJi 22 s R BAR FROIR I SR B SOBE - B BUAR BUAR 1) 0 Ze e 22 5 BUAR O B R B
I 55 35 5 B P T 2R A QD 3 2% 75 366 5 B B4 ) B R B A P 18 32 5 BRRTARIR®— R T Bl R
ARIK B R BRI 5- 2 6- T A IR B IR 7538

[0137] A A'FIA™ ST M3 B - B 25 2 F (LG) « - SH. -OH. -NHz+ -NH-NHz -Na -0-NHz -C(=0)
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. .
éjkﬂ L a— H{; | s

pre ‘ 2 W"‘a RW2 . RWZ

RXl RW1
N l O

N
(@) v O J(N‘
: \_/
S o

[0138]  RYNAE LI B-0RY, Ho R A s (T BRI o 22 5 AT BA R e it s Tk
BRI B 328 EA PR JoR s 5 A B 0 e B s 5 A BRG] 2 B 5 5 AT e AR 5 6 5 £
T EUAR I J 5 2L s SR AR 2

[0139] B LFEH(LG) A-Br.-1.-C1.-0(C=0)R"EK-0(S0)sR ", H R AT 35 BUAC K e
S AT AR 75 R B AT BRI 2% 75 5

[0140]  W3~O.SEENRY;

[0141]1  RYCAEATIR BRI fe s T30 AR K I 32 5 AT BUA Q) o3t s AT e BAR P B PR 3
AR HAR ) Z4 R 3 s AT BRI 55 358 s (LI B ) 2 55 32 s SR AR 97 5 5 R

[0142]  RYAE AT BRI fe e s [T3% AR 0 32 5 AT 30 BUA R ) 3t s AT e BUAR P B PR 3
TR BRAR K ZR PRI 5 AT 30 BRI 75 38 5 AT BA Q) 2 75 22 , BRP AN RV 38 [ P e A — S AT
7 AR B AR ER 53 5

[0143]  Xaaff) & S2 B ST A , RIRBRAE RARE NS

[0144] x5S 7 1l Ay , 03 B4 5

[0145] vy ly2-8H 5% s

[0146]  Z1FNZ 2P0 7 He Ky, 2-300) B

[0147]  jAhorHu A, 1-1000 %5

[0148]  sAILHI S-S BT H A , 0- 100 B % ; Al

[0149] M ————— of LR AR XU R 2

[0150]  7E— L5l 7y v, BT A =0 (1) I AR AL 9 22 IR R A4 3R 4T ROMAT / B8 s Ak 27
RSECA TR AR R B I AR AR 22 Ik o

[0151]  FE—dbspjiiyy Ko, (DR E AR 2 ke T2 —:
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R® 0 R4 0 R? 0 R® 0
R[“{XAAtﬁL Xax y A%L“X,&A ZI}JJ><U—P( AA«];L >J_{X‘M}T_Re
b - sb b Ky b

R k\_|_/L1 R R! Ly,—A—M R
(ILKL)s
- —
R® O R® 0O R O R® O
Rt%’(Mt\l"Q—% XAAtJ\%J—" Xaa ﬂg‘f%l—f XAA‘]:}L XJL{X\A}T —R®
v N s P
[0152] R h\_l —/11 RP RY jf 1\2 R
(LLK%
- i
R? O R? 0 R O R? O
Rf—{XAAt-lli><l'L1>XAA‘ y 111><“—foA ZI}IJQ—MA A‘]—2111>%J—‘XA A}—t—Rc
R" R RV TLy—A—M R
Ko )

[0153]  Hoifi,
[0154] K. L1 LoAIMI) #5217 10y, 8 FRIREI BARFRR B SCREERAE S U REUAR B
A SE 2 s BRR B BCAE IR S 8E 3R SCRE BRI 3R B 0 225 5 BRI BRAE 2R
R SCEEBAR S 8E BB BOR BRI P B s BRI BRI SR S 8E L BB
AR EACH Y 28 fe 22 s PRI BCAERIR 1 L SCREBARE ST 8E AU BRI 07 22 s TR
BUAEFRIRIG  SCREBCE SCRE B B B MV 2 fe 2 5 AR B BRI I 7 22 s AR
(R ERCA BRI 2 55 22 « BICHUA R IR B EA ) IV B

[0155]  R[¥) % SL G A T Ay, & PRIR I BRAR AR L SCRE B AR ST 8E L BB 3R B
JIE 7 e s s IR B BRCAEPRAR I L S 8E BAE SCBE B B B Z 1 107 T 22 5 BUAR BRCR B
AR 75 2 s B BROR AR e 05 88 s BRI BRI S BARH BOR BAR I B 5 s BRR*
I AR 2

[0156]1  RP[ 45 S BRI A , £ 3E 1K) B R I B 5 &0 s PROIR I SR BROIR I S B sl Sk
B BOR AR A 7 1 22 s PRI B AEEROIR ) S SCREERAE SCRE U BUR U 2 18
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T e s BRAREICR BUAR 5 42 5 B BSOS B ) 2% 55 42 s PR B SR B R 1R S B BOAR Y
ARIRT B A2 5 B BOAR B 8 42 5 AR B0 AR B 7 42 5 BRA R B0 ARG 2 A 5 i
S s R B

[0157] R[S 1b oy, &0 TR SR PR S8k Bl R S 8E B 3R BUAR Y
JIE T s PROIR B BARBRAR (1) 3285 BCAR STHE BRI BOR BUARIY 2418 iy I 22 s BB X
AR 75 25 s BAR I BOAR U 28 55 22 s BOIR I BUARE PR S BUAR I BROR BRI B 5 B
BAR AR 8 5 BB B B 3 22 5 AR BOAR B ) 2 s U0 s e U s 1 3R 5 B
fid 2

[0158]  Rf) £ SZ {5 Sh 371 Ay , -RE L OR® L -N(R®) 2B - SR®, e vt [ 8- s R p 37 3y, S8V FROIR
RIECIE PRI  SCREBCE SCRE - B B B IR 7 e 22 s BRI B AEROIR I L S8 B
S BUARH B B 2 JiE D e 22 5 BRAREROR AR 55 22 5 BUAR) BOAR BRG] 2% 05 42 5 X
ARBIBLAR BRI BE3E s #4185 A 3G 10 32 AR 4 0 L S (R P 3L S S (R b 3t B0 R [
— R AR BOR BRI 5- 226~ TLARFRER 22 5 3R

[01591  RF sl Abar oy, & PROR G BEAEFOR K S8 B AR Sk L AU 1 SR B Y
JIE 3 5 22 5 BRR B B AR FIR 1) L STRE BAR S2BE S MUY B R BUA I 2= I8 g i 22 5 AR B B
AR 75 22 5 A B B 2 55 22 « BRI BROR B B 22 s R 5 Bl i 2 B R B 4 5 A
I I R R R0, Horb iR i e A e B PRIRI BEERIR B L S 8E BER SCRE L BUAR
B BRI St 5 s PR B BAEPRAIRIY L SCREB AR SCBE B BIOCA B M J 5 s TR 1
BCAEFROR Y SCREECAE SCRE U SR U B d: s BRAR R BAE PRI S B S 8k
B AR B 28 e 25 s BRR B BAEPRIR L SCREB AR SCBE  BARBUAR BRUAR I V. 20 0 5
IR BCARPR R STREBCE SCRE B B3R BUA AR S 2 e i 5 B ) B AR BRUA R . 5
S 5 B B3R A 1 1 23 557 356 5 TERA 10 B30 A BRA ) 10 I8 22 s IR AR — 2 R AR ) B
RERHI5- 26- TT IR BUIR T

[0160]  R*-AE; ORI BLAR TR K S B ol Al S0 % L BUA R B3R B g i e 22 5 TR
BUAEIRARIG  SCREBCE STHE U BUAR B 2% T 0 T 2 s AR BRI 5 2 5 B
B B 2% 55 2 s BUA R BUA AR I S 5 HUA Q) BOAR AR 8 8 s AR B BUAR I 3
B BRI BIOR B 20 B 58U U Ut s i R s T 4
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£h (HATU) v 2- (6-F0- TH- 2RI = k- 1-J8) -1, 1,3, 3-PU FF L JJR 7S U R £k (HCTU) L 2- (1H- 2%
FE=me-1-58)-1,1,3, 3- VU B MRS B IR £h (HBTU) L O—(7- 28U Z R IF =M -1-JE)-N,N, N,
N7 - U FR 2L g DY S AR £ (TATU) v 2- (TH-2R 9 =Mk -1-58)-1,1, 3, 3- VY B L iR DY SR AT e &
(TBTU) \N,N,N” ,N” - PY I £ -0-(3,4- & -4-5%40-1,2, 3-8 FF =8z - 3- ) fIR VY e A e &k
(TDBTU) , F1O—(N-BEFABE P i) -1, 1,3, 3- VY H LR VY SR £ (TSTU) ) o

[0368]  7E—ULsijifi 75 b, BT IR DD BRI B HE A 18 B B A & I B A8 (AN T, ik
PR A EEAE Y T RE SRR SR A A S R R R A A
1,1,3,3- VY AN 1,8- & Z& ~3[5.4.0] 1 —B-7-J (DBU) N- FF L upk . — SRR 2
i (DIPEA) WU B L 7, % (TMEDA) JHERE (Py)  1,4- %3« —3R[2.2. 2] % %2 (DABCO) N, N-
T BRI (DMAP) BY = 7, i (NEts)

[0369]  7E—2Lsifi Jy S, iR D B 72 & T B BT AT I o & 38 B A oA V5 7
BEFNE AW, H5H AW SR AR 5 2k H o 1 S RIHEFE - 538 1 I8 75 A]
filf— B2 Pl B 43, B, AT IR R, i A3 VA R AT AR 13— B 2 M s B 2H 3 [ VR
W 2 0L ,March’s Advanced Organic Chemistry:Reactions,Mechanisms,and
Structure,M.B.Smith#l1J.March, ZE5k%, John Wiley&Sons,2001, fiComprehensive
Organic Transformations,R.C.Larock, 552/, John Wiley&Sons, 1999, ¥ &4 N & 3
ANARIANENS T A E TV FERE A0 75 B PR R AR PR P Va RIBULR A . 18
HE ST S, Pk v A 2 EE g DY S (THF) . & B2 (DOM) « 526
(DCE)~ i (ACN) VUM B 2R R R R FR B Jide (DMIF) - FR 2, 19 e (DMA )  — B 26 T 7l
(DMSO) \N- F b i 5 el (NMP) Bl HVR 540

[0370]  7F &St 7y 2, P AR DD R 2 A A i (W I B2 T #EAT 1, 9 290 °C 22 43100
T,

[0371]  FE—HEsLyitiJ7 S, Pk ROMARE A 772 45 (W) BH (Mo ) BRET (Ru) FEAL 77 o 7E — EE SE it
J7 &, TR ROME AL 2 5T 4 ) o Bl G s 7 V5T I A 08 O RCMAE AL 7 B 68 T SC B
A DL IR EGrubbsZE A ,Acc.Chem.Res . 1995,28,446-452; 3 H £ H] 55,811,515
SchrockZ A\ ,Organometal 1ics(1982)11645;Gallivan®E A, Tetrahedron Letters(2005)
46:2577-2580 ;FurstnerZE A, J.Am. Chem. Soc. (1999)121:9453 ; fiChem.Eur. J. (2001)7:
5299 P (AL 1 B 2N B IR HNE NS

[0372]  AE— LSl /7 S, il ROMEEAL 77 & Schroc kAL 7 o £ — BE SR 7 S, fIrid
Schrockf# bl B LT AT —Fh
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ek
o
Yai »if‘)\\*‘gf \iﬂn

i §
[0373]  {CFgstHanee My ¢
{CFaaCH OO

FREEERERNERRERN

Fa (t-BuO);W t-Bu

SchrockfE 1k 7)

[0374]  7E—S6sjf 7 2, FTIRRCMAE AL 77 /& Grubb s AL ) o 7E — BB 5L it 7y = vh , ik
Grubbs{EAL )% H LA R AT B —Fb .

PCys
Y3 H

[0375]

X=CL;Br;1
Cy=moi

[0376] WP 3k - (=IO M) - & fb4T (X=C1)
[0377] P2 - (=3O B ) - —IRAk4T (X=Br)
[0378] P RJE - (=R M) - b ET (X=1) ;

[0379] x*

X=Cl;Br; 1
R =3rGACy): RAPY; F4&Bm

[0380]  1,3-(=(2,4,6-=HI KAL) -2-BRMp L FE P 3 ) G- ORFEE L) (3R 2L - i)
T (X=C1;R=¥C. %)

[0381]  1,3-((2,4,6-=H2RHL)-2-BRMELr FE P 3 ) R - ORFEE L) (Z 3R 2 2L - i)
E7 (X=Br;R=¥J&)

[0382]  1,3-(=(2,4,6-=H2RHE)-2-WRME L FE P 3 ) - COR 7 L ) (=3 2 2L - i)
T (X=1;R=¥C3%)

[0383]  1,3-(=(2,4,6-=HIOxH:)-2-WRMEGEFE Y I ) G- ORER AL ) (=R AR %) &7
(X=Cl;R=%3%)

[0384]  1,3-(=(2,4,6-=HIOxH:)-2-WRMEGEFE Y I ) G- OREE AR AL ) (=R 518 ) 47
(X=Cl;R="F#);
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N N
Mes™ Mes
Cl f
[0385] ’lllillRu 3 o
PCYs L Br My
R=%TACY): FEEN) " N
RU=Fa R& ' 55

d .“
Mee~N,  N~Mes

[0386] Sl ] ¥

CiMé;N

I-‘-'y—'»"Ru‘—_\ Py=rbot
T B Cl Ph P}!Z,X\}E;
Py

[0387)  fE—Hesg i Iy S , FEARCVIE LA FeGrubbs —Hoveyda i L7 7 — B SE i Jy 5
1, TG rubbs—Hoveyda MEH i 1 LA o (£ B —

PCY3
cl /I/, ,/,Ru
Cl /T Mes gfu{}w S ¥
[0388] o }'i
e} Ru~=C

\ ‘ v :
T

[0389]  7F—LesLfiEy =2, I ARROMEEAL F51)3% 1 LA R HR AT & —

% . >
Meo— Ny MN-Mes
8Y »

[0390] Blechart4E4L#];

Clq,o‘_ |
C[z Tu‘ ‘e 478 |
PCys “Ph Neolys-tTM M1; #F= Furstnerfg 47
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[0391]  7F—LLsLja )7 S , BT IR ROMA{E: A4 771 a2 45 48 A 77 (1) = GRUCT 480588 ) i IR 3G 2 4
(Tris(t-butoxy)tungsten neopentylidyne)).fE—LE52jiE 77 297, TR ROMIEAL 771) 2 4H 18
A (ol an = (=2 05 R e B A ) 8L B e 2 44)) (J . Am. Chem. Soc ., 2010, 132,
11045-11057;J.Am.Chem. Soc. ,2009,131,9468) .

[0392] I RLiZERfE , R 7 ROMAEAL TR, AT LA SR A H A B8 05 012 12 Tk — ik B TR 1 1100 3K 771 461
1, AR P A S L, A4 (AN TAEAB IDE S 0L« TV 4 i A 1) 28 SCAR IR S 2 A3 e
I CRIm 8 ) 85 S A e B (R Iy JR &) 5% 1% N Rl B2 FINHK (Nozak i -Hiyama-Kishi
(Furstner®: A, J.Am.Chem.Soc.1996,118,12349) )5S o K 3 , I3 38 19375 M 36 4
5 TN BT I S R BREAE R AR IR 1, FE AR R I o K BT R 4R T DA S I P
TR A “BERT R JE AR E

[0393]  ARKEASett T ZMA G, A& AR SCHrR 2 IRATIE L 25 % b m] 8252 1) #8044
ZiMe A B HE T 09T RIS A A PUL A A AP X P A nA Tt a5 —
B2 MM IVR T IS PR AR HE — SeSETl T 42, SR 4t 1 m A IR A EHE L A E A K
A2 eH S 20N B 71 AR —SESEiE )7 b I R R A SRR N .

[0394]  FE—AJ7 i, 48K AL T A MR B 32 TR T RS I 7 v, HA R ml
R G A A E R TR IR 2 K, UL A A 51 .

[0395] 78 55— T, AR K B AL 1 AR RE S R T STATAE ' 4% S IE BRI 712, Ho A 4
[ei] BT I8 AL VR it 45 2 B FH A R & 1 P R 1 22 IR B L 29 &0

[0396]  7F 5 —TJ5 i, AN K B H& AL 1 7E A M Ae it vh i S R A T 1 U5 Bk T i A )
FIv ik A WA ot 2 24 S B Bt FH AT 28 & 1 P B (L 1 22 ik, BRI &0

[0397]  JR MG PR B AGADFE  AHASBE T, S MR e RGN S T PR « N 7 i
995 ~ 0o MILEP 95 TV 90 ~ 28 M R 98 AN LA 3t L B30AS A BB 1) 4 B T R AR 75

[0398] 7N 3L F3E B P PR A ALHE , AHAN R T, SoRE i I ZR 40 vy 1 s« LR 38 A 5
I ) SR BEL P 95 45 P () R 5 P 9  FHE %) B 5L P 7 g AR O S8 1) R B MR 0 o

[0399]  JRGIVERIEAE AR  AHASBR T, %« PR B R e LI L US55 L 46 e
I A4k RVJR LR R S IR ol PRV i R S i T PRVJR B 2R T TR S P S PR S R
B IRVIRE VPR LA P B PR T R ) R R I R ER I LR R SONLIRL R B e L BT
JeE  EL A7 o R IR e L U0 B AT AR B k3 (cancer of the head and neck).
B P S T St A0 B R I M FL Sk  FLSR R e e BB AR L SV R
B 2 e A0 R LIRS S L R R RS R 4 B R VR i T L 4R OR IR L B SR 2 A
S /N R A /N IR B e b RN R I B B T A R B R 4 R |
Mk R0 = 7 LR\ 8 SR ARG I/ R 4 B JRg L Wr R0 00 2 5 o 28 B S8 i 8T B 208
P2 B 20 R AR PR 5200 R 1 L 975  bR B 8 AR 38 P PR

[0400]  JR 45 PRI A FR G0 R PRI AL FE (BN PR T, ¥0 23k i ZR G0 SR 5 140 1 388 A 1/
98 P 21 B P [ 1, 81, SRV T B MR S A A0 S R B AT AR A AR B S U R
Hh, BT IR B A5 ER AT 3 AR ) 2 PR 1 100 , 461 6, RS 40 L 1 I s R 2 P B A A 1 e 7 A
HoAth 7 B PR ) i B SR S 4G L (AR T, S0 A B0 i M A o (APML) < 2R SE M (A 1L
(AML ) R1E P 58 12 1 995 (CML) 5 AR 2 20 1 e B0 i, (R AN PR T 20 PR 9K 2 4 i 1 1f s (ALL)
HAVFEB—IE RALLAIT—3E RALL % P R L 40 3 1% (CLL) 5L 459k L2 4 e % 19 s (PLL)
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Z B s (HLL ) AL 2R & e A8 B B3Rk 1 I RE (WMD) o 20 P bR 28 93 1) A 2 XA i AHL
AR T A bk 2 8 S AR A4 A i T itk L2 98 L B AN T 3 s /b 2 98 (ATL) B2 Jik
T i Ik L2 988 (CTCL )  KRURLME L2 41 i (LGF) VB A7 <5 )% AlReed - Stemberg i o

[0401]  FRAG P () LR 38 AR i B8 AHAN PR T+, b R 4t a3 A A 1 s A/ 3 8 K
N b e T T s o A AN N e A S B S S e R T NES = IS
I s FLE IS B R IR A7 CIER M) 5 , HA K8 B A7 T e (B4 I 35 s ) A i 452/ i
g, MU TEME (BE ) B B4 (AR T A2 8 7k 53808 A8 PR /N BEASE S B T O 22
)98 BRI AR TR MR 7L SDR AR , VRS 2 P () 2 P JnRe o 7 53 P R o ) 2 o B (ELAN R
T, BFIANMR E FE.

[0402] 75461 P4 {1y 36 40 1 o 0468 (SRR T, SO0 e 0466 1) IR 255 5 i 41 =2
A I AR PN A3 AR N S A S TR 2 PR R A M R s IR AR, AL A%
00 P R =1 28 P o s A A = R e e g B IS 4 M e (T S 2 e g ) A
) 5z 92

[0403] 7451 P 1) &85 ) 38 0 PR e o A AELAS PR T, B Ioed PR B ) L 8 L SR PSR A
W B Wit A 5 W EL s AN ISR

[0404] 61 14 {9 B A 364 50 1k R oo 068, (RSB T, &5 1 MR 3 AR L e R IioRe , 46 IR
R e N R 1Ak R

[0405] A6 P (1) B B 1) 304 5 PR e s 08 , (RS PR T, B S8 Iifvyeq , 49 4, Ak s b R Ty
P B RY VR PR cendometeriod tumors % BH 40 M0 AR E L R AR AT 458 L A 8 9098 (brenner
tumor ) R 7 [ 57 I8 5 A HE A0 M g, 491 0 i (R ) R I Mg B U 8 s 8 A I e
e 6988 o PR R IR 2 3298 B R s PR &R -TR) Ji MRS (sex cord-stomal tumors),
I, For -G R 40 9% L thecomaf ibromas « IR ZH ffsed . 75 /R 49983 (hill cell tumor) il
FC T JER A0 PR 5 AR R P Jged L 461 vl DUARRE (Krukenberg tumors) s

[0406]  AHICIW) IKET & BUK4E & (R A0 4 1) #5348 7T WL-T-W02011/008260.W02010,/011313
W02008/121767.W02012/040459.W02012/174423FIPCT/US2013/062004,U.S.S.N 61/
478845.61/478862.61,/705950.61/789157H161/708371 , B EA 1M BI ANAAE NS F%
[0407]  AHRIEW S 5P R AT EY LR A FFR R RS AT ST A AR AR A, B AT
EHIENERANENSFE

L5l

[0408] 20 &5 (it 2k F Y a— R e 5 7o 1) B ORI AR SE AL o 1D & BRTT IR A 5 AL IR 2 1 Jo ) 5
— B RN T AEPTIR S P (R a- MR e B 3 A R TR A M B R E TR IR A R T 2 Ak
FTA HISTAT3 SH2BK (SABS) , HURFHE AL T P ik a8 HE A 0 B AR L BT 1, i+ i, 47
BT A (6, a M) o B85 1, 1+74T & A BRAES T inids Ak be (¥ X0 2 B K/ e ooz 44 S+
AR 3148 43 B LA F T DAl (491 4 iy 44 9 SABSe1 MISABSE2) o 4 1 B 58 B AT S 2L 5, AT T o
BT ANF R R G T R 2 M 2 P R

(04091 Hy G  Hr o A IR — t5 1k (CD) B AR TN 5 Bl R AT R o AEDH 7 . AR R IR £ 52 1
W(PBS) FRAC RO , oAb Se ke 1 LA 20 o SE 36 1 AR R 22 2 1 o i W R AE20°C , IR IEON100
UMAIN=Z B C-BRRE AL R IR € B 5 S 7is T A M ) IR AE KA 5 B 3 O T A P o BRATTR)
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s o HHEL T B A RUSTATISH2 K , B 17— B IR (SABSF1) » HoAth 4 58 2 T a— MR i 45 44 1) A
P (e IMEAE208F1222nm) (7).

[0410]  4HfE % iEME o 3% 52 W VAR (4T A a— W8 HE AR 1 W0 4h 40 i 2 1 D 52 A& i A Jurkat
11 L %) 98 R A, ZESUMIRI IR IR B, 37°C , 22 Shfy 355 55 1) 58 i ) » B8 o I 2 AH EL T B
AERUSTATS SH2, Frid i, i+44T A I IKRSABSAFI AT IA 1, 1 +74] A B9 IRSABS-F2 (i =X/ Je X 744
A SABSF2 ) I 35 117 240 Ffa B3 HL o

[0411] 324 = FTIRSTAT3 SH2HE 7 I¥ A2 i fh 1) a— W25 Ik (SABSa- SABS) [ S 46 £h H5 F
A7 AHEE T3 A2 B BRSTAT3  SH2 B8 /=y 1) A4 G A e P A4 g 27 i 1k (B 7RI8) o
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