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H X (CH2) =, Hi x 182 Y - (CHo) v—, Hery 18k 2; HZ M- (CHy) »—, Hiz 128,24
XY 227 4 ~NRO— ] B 0 0 Be 3 BE R , RO e R /R A BLC B CAke 3t , AR e SRR A
[0032]  fE-—AMLIE I St 77 3, Ak PR 4 s X L TR A SR Ak 2 bR e 0 (1)
i

[0033] 3 1
{{:%‘iz}z ~R h

[0034] Hi,

[0035]  Feovtn b3eS R 1w SR AR kA5 47

[0036]  Fc’ St b e A T X HUARR) 5045, BT SFcAH R BUANH] 5

[0037] xM1EK2;

[0038] yMy1Ek2;

[0039]  zN1%8;

[0040]  HRyiEEHeEA] .

[0041]  fRiEHL, xRy % H T 1.

[0042] ARkl , — Bk IEE 401, BN Fc IR ALidk 72 A [F] fr A7 B 485 i A [F] i) BUA
=
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[0043]  BRAR L F e BB A S, BEE AR SCAE B R A ER 0, A8 HTARE IR R R AR
DL AN B A > HAEA SO 58 KON R BE IR 2 IR X B IR BB B S
M2 2 B H IR BB K AL A0, I 221 3R D9 45 R 08 HE IR B ) U0 PR A IR L A
BRI B SR IR 2 1% H IR B KA E W) o IR AT R 22 IR . & BRI IR B 45 R 4%
HH IR JEE VD 5 SIS ABAAD o JEG A 4685 B A A T AR B S 2 o A 2 T 491 B e e B 2R A i
YIRIAG E BIAEOL T AR IR AT DA A A ), IR Dy, S8 Lk = BE W 4 o 1 ISR A 1
P FRBE , (L ARE P B AT A2 B AR T A0 SR B T T B o 2 AE AR SO 32 B R R HE B R A () 477
Y, X LT AV RT ERIE R IR BT AR MBS B AT AE A

[0044] R B (A AR AR AR 5 B A A & PG A 2 SE AR ) O 1k o AR FE AR R B B LA 22
e v @ AT Ay, A5 T e g P A S A 10 B SR A HH G G  H AR SR E T
B, AT I0 58 B H AR S AR E R IR MR S R A 78 o K 5 T A TR DN 0 52 A A iR
Y&, P bR ik B 225  Z B R 2 B RV EA L S H IR 2R H R ik
IKALAE W ACRE RGN A o 7E LR B St 05 2Crb 5 A w2 T B 72 e s A IR M
&, K iZ$or i ik 5B 2 H E R EIRE R AL 55— A RS2 =X
K F T A NS 2 AR R &, Pz b it R Yk B 2R R IR A EE A o
[0045]  Hi T2 lRRY B, nER I E RE AL B AR IC Y B Re b o BRI, AR B 3 —
AT A moiety) B E BRALATAEM  ZF 2 P4 H A KL &Y B 51 A
TR 5 RV E M B e

[0046] A B AL 4R HI T il i A% AT i A 226 U BRIC B8 20 B B e AL dn it AL & ¥
i A EI Y 5 B R S R -

Fe o {X)~ N~ (Y}~ Fe'

[0047] ;
@)-R

[0048]  Hrhi,

[0049]  Fe W EUAR) 8B 7, HEA 20—k 3 SR A S LA i & PR
Fedk A AN B AN R A B IRBE A 205 A R 2R 2 L AU R SR AR e — 1
HUARIEATAE, WAL TV PRI @ 20 1) PR HUA R

[0050]  Fc’ HUARH %8 o, HEA 20—k B St E S ukF i, &L H
ke BRA I ELZ RS a e  Z 05 e B o AU G an B4 e —
IR EATAE , WIFEEA, T U PR LG 4 2L 20 1) (PR EUAREE , HFC Al 5FcHHRIEANF 5
[0051]  XOylm]bE £

[0052] Y[ g 3

[0053] 7yl g3 L.

[0054]  RIHEHHEER ,

[0055] M MAFEE IR E sefbbricib &9

[0056] A-L-F III

[0057] HAARIR
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Fo o (0 N - (Y) - Fe’

[0058]

(2)- .

[0059]  Hrf
[0060]  Fc.Fe' X YAIZi b se @A T E s
[0061]  FRINE BT, UHE H T 58 B LU AR ICH 0 5 R E R B se b5
P EN
[0062]  LEIRIERESS o
[0063] 423 43 LIl & A2 Al AT AR I LRI IEE T 53 - 3, R B %5 OHZE ), L
RN ARG,
[0064] LA, AR BSR4 T i g A 1C R 7 v R E R I T TR A 5 R R
B, AT R it e
[0065] A-L-F III
[0066]  H A LFIFH SO Yo
[0067] A% B $R A H T fil& g bt i B se (eAmid ik &9, 1% B se s ic b 5 A
HmaII1:
[0068] A-L-F III
[0069]  Hdr A LAFAN b SR s
[0070] AR BEFRHE A TR Ak 22 A 8 AR DR, I s I ) A Il T Ta
[0071] A-L-F’-[S] Illa
[0072] H.PAFRIR

Fo o (X} N (Y}~ F
[0073]

() "

[0074]  Hr,
[0075]  Fe W EUAGH) R BEEH 7, HEA 20—k g Sk A S LA i & R
Pk BTN B AN R A B IRBE 2 | 20 A RG22 L AU R i SR AR e — 1
HUARIEAFAE, WAL TV PRI @ B 20 1) PR HUAC A
[0076]  Fc’ NHUARH %A o, HEA 20—k B St F S sk i, &L H
ke AL B I ELZ BRI F e A 05 e L B o e AU CHh an A e —
YU IEATAE , VIR, T U PR LG 4 2L 20 1) (PR EUAREE , HF Al SFctH[RIEAN [ 5
[0077]  XOMli] e 2
[0078] Y hyl] b 2 s
[0079]  Z Aylm] b 2k
[0080]  L-F Foniddedlisr: H
[0081]  [S]ZRIRNIEM) o
[0082]  ERLHR-L-F —l & Al ATAE A AR 95 LT TR -L-FH 20 138 7 BRI A AL AR

11



CN 104781269 B w Bg B 6/31 T

TR RIS B 73 o AL — SEHE 7 A BB - L1 e AT AR E T T T -L-F
Bk (B

[0083] AL SHE, A W R AL T i AL A 52 B B b 1R » iz b e R AT 1 X
[TIb:

[0084] A-L-R’-[S] [TIb

[0085]  HLrhR g fE A RO AL B -5 e B SR 2 KT RIK B33 (residue) o

[0086] A Wt — b SR A FEAR P A K B I SR A5

BEE N

[0087]  BRARAR B A AH S a7 AR SO 4R A “e k™ O ELRE B SCRE e 2k , Fe ikt
HA1ZR6 NI 1, ORI R A 1 2 4B 5, AR e % B O SRINGY 2% i 8] e, H./
BT B A — DB A B BN IR e 2k o 75 1] U B VR R e A0 465, il , AR L 20
TETRHE TR L IR T AR GRUT

[0088] AT e “FRBE AL Ay HAT A 8A VLA Bk 64 B JE - I PR e L A 1 A
FEABE A IR o 75 B B PR IR PR Je A0 455 , 49 A 2 35 AN 2 A ik [T PR v ok AT e
B

[0089] AT R “Hi it Oy ELBE BT HE M M 2, , H e B AT 1 6B S 1, SE ik
W HEAT1 R AN T AR B AT — DB A B o U I PER AR 48, B, 20
2 NISp IR NI PR

[0090] [ AH B AR » AR SCrP Al FIIN ARTE “pa AUE R R AR B AT — B MR B
AFAER) 0 S5 B BEE BTk — B i Ji 7348 F 3R SR BRORTIL

(00911 BRARAAH S AR, 5 Bk 7 1 45 2 g g AN 2 BR fl 3 B 45 - A5 -S (0) o~ 70 1 X
I (FEA L PRy “Tit 2 (sulfony1)”) VEL4E-S (0) —B 73 HI BRI, (FEASCHR ARy “IE T
BEAE (sulfiny1)”) BRELSG -SRI HUAREE (FEA SR AR “BRAE (sulfeny 1) ™) o iR HEAK
AR P A D B A7 AE T BRI PR R DU 11 35 1 5t A1 it ol 5 EL R B 5 B A e 11
o

[0092]  [RARA AR , “E Ik 1 A 4 2R Al O AN B2 R A4 - A0 352 T I A AL J
(ROERAR L, SR I A Ml 2 OP-) FIEUBESE OP (0) -) oARIEAS R WA K AT/ N BRI A7 A2 T
JRERAEIS IR DU IR &5 B B ok I 1 ELRR SR & BUPABR I AR L4

[0093] AT R “J% 07 27 AR N BB S AN B A R AR S A O
W F AR 7, ZR R ik ek B S IR R U AFE 2 T DR T, 2R I rl A A A
(7], 2% B AT AR ST 328 12 B AR 260 o s M8 0 P P D 24 57 0 A 52 R A e i PR e i L R AR |
MR R

[0094] AL g S 1) 97 L7 A i R g g B AR AT A SR IR B IA 55 IR A &, HA SRR AT
HeW k%,

[0095] A< 3¢ Fir A FH ) i “BRAC I 2R 2™ AR AT AT B A — DB A AL PR AT R A it
TAE 5 FRIE R N B W 2RI o A PR3 AP AE 2 T N BUREE I, 3 28 B ] AH )
BARIEAN ] o

(00961 FHEL T2 e Aar U, Ht Ak S Aar U ) N2 L AT 1R 22 D10 i o AR S A6 U B AT AR B AT
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RGVERIE R, FE R0 L 2 e 5 FE I 2R MEBh A JE o AN RR R ORI R A B =
15 TR D R 2 AR5 B R 50

[0097] WAk A P2 T~ DA T A 82 , BUAR 02 75 7 422 2 I A LA B R A i M Joi » fL A 23 12k
FRICH) I AN TR F A 2R e o o, 83 42 28 SR R IV FeAL 2 AR e A B R, BT 3R I
[ PR A B R T 2 B [ AR ME (Ldentity) , BB TR LR R IE & 75 5 A BIRER & A
H, DL ATART IR B R B B 1 RN K JE AR A G IR N, IE 2 B R FR iR L 1 Ar e i Ak
EETE AT DL O & AN BRI AR IR IR L N I E B 2 5 HAA TR IR B AR Ak

[0098]  H Ak 25 P A iC A T e B2 1) 43— 19 RS R P 52 ) F A 22 A e P 1 ] W R 1k
X A] B I I RS M AR TE A A FH T R A RS TR ZE B i T R 3 R B e i H T
[0099]  FRic iy H A 2323 Pt T 52 HL P e 122 1) 49— IR0 A7 170 51 A 4D 2 i) 802 P 2 1 431
w1,z () A7 R AT AR ik Ar e e AR DL S R BRI T

[0100]  WiiRbRICERBIRK, WK 450 (2 — P 5 e) m LA ARt (1)
YFEREYE B, W R AR IE B B A P 1) S AR R R , [ AR 1 4544 M 2 1) L PE A H A2
TG VERR LD, WA /bl b AR e v m W B 145 5 o IR T AL AT AR IR BB il — R 45 M o
2, IR TR /D B 4 Ik 45 M AR e D B 52 o DR 5 TR B0 Y Ak B S PR T 358 20 BT A i P i A 22
155 K440, 0 B8 N o ZE M Bk P AR 22k s2 36 vh , £E 85 72 A HE I S 1 FR 925 S L
e 82 AT DAL Y A SRR 38

[0101]  SSfuldh, U Rbric i 2 IR, R H R 2 & I ARSI T GZHFEZ E RN
HFE DA R Sl 2 A6 342 i B R B A% BR B T 51 2 s M L AL 22 AR

[0102] e fb 22y PERR DA DG 15 B mT DL I AR 23 B0 ok 22 5520k 3R1G o oo ik v
AR AR A3 o S TR B U, A I 0 R AT AT — AN B 2 AN AR AT i
% EH BB 0% 2 T — AN BT 2 AR PR 0 RST  fL Aar BB 7K PR T R MR M HERR I B G
X AT DA Bl A R A A R P RS FR AR B SR T R S L

[0103]  FEMR 4 A B Al AL & 7 (BFEFRICAL AP B Be b An 104k B R AR 10 i
Y b, AR E R T T DT TR AL S B T T Laff) i An iC ) DL bl 2 Taf AR e 56
a5, A KB MIFC % B g B B — A AN o S st E SRR
B BRI R ] o — AN B RIS A 0 — AN B AN R A SRR A — N B
ZABUREEEUAR , 1 B EUA L 1 M S A7 B, DA L DU 1) 7 =02 i — R o I 28k
W JFRF PR B T SO SR EUACES , Bk B0 4 B B 1 e B PRk m] i — D AT AT AN
S5 E BEARAR 1L FEL A 2 RS 3 70 0 R B B, B AT AT A2 AT AR 75 T 42 (= A
TEA T AR B B RR R R 55 A R B BRAR

[0104]  AE—fLiknysLity =0, FefFe #HIA, H& A AR SR D—Fhik B DU B
[0105] ik F 2k . U T e S s i 1) 5 R S ]

[0106] 3% [ g 3 AU 0 S Bk 3 1A

[0107] fil,

[0108] &,

[0109] A0 & PN ECHE 2 /R R gRobe i, 0 o2 = e

[0110]  ZRI5 0k, 0

[0111]  HAH R

13
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[0112] A5 5 — sty =0, Fe fFe MR, HAF AL T BAN ik Fe M e 354 25 5
FHEZN Ay B 37 S UE BT (SN E v

[0113]  FE— LIk SEhE 7 =0, FefiFe M, Hag B AR 2R b—N ik 3 St A5
Tl 2 A B PR AR L o 7 1 SCIR) R B 5 T 2 A R 25 Tl A 10— oo 40 50 I P % s il 4 v 5
FE 7 R BRI 500mV AL A o 515 A R BH 1) A0 48 5 i 2 A B0 e 2L A AL &4
JCH R B 5 R BIE I B 1 S A A s A RT3 K IX Se bRie i)
A] A SR Y A AT A B AL 220G P AR 1E ) - e L, X e A AR A T AR R
k.27 H A P Re A (B ARS e P AT A3 RO T BB 1k , B A8 F— R AN B A 7 X 4 [ H AL
W B FAR LR 2 A 3 AT .

[0114]  FERLESHLIE LA H , AL 2 /D — DR BV E N PR S A, ik g
RS (0) o~ FE ], Hrp R 3 19 Sl B B BLBE A e 55 i A e 2 AN B R A ) 75 2 o o
Vi A PR () e RS, G B 3 L 2 B T R TR, R T L i i A SRR R
£, BB — DB AT AU S 2L, JCH & = P 5 AEFE e 1 s it 77 X S
RPFRARIURHICL B CAKERE s BCT & CApd AL , B A C1 F CATRUe 3k, o HE =P 2k R
B0 A P ) 75 R A 2 3, FL AT A BAR A R AR P 8 328 A BUA R FE A8, 9 2
FORHRR B2 (PR NCL B CAke 2R U fe 2 (Bt AOBE ) Al L B e i
(B WICT 2 CARE AR At , Uizt oy B AR ) 05 T 22 (2] 490 e i 22 o JHL " 7= 490 i B AR 1790 5 22 ARG
FERVAFEA DN 1 BRI 28 SR 1 2 55 5 o AR5 A 55 FER T s 1y i X
(R'®) a=Ar—BK (R'®) aHeAr—[I L &40, Jh Ar R 7R 75 3 s He Ar /R 2 55 3L s R™O Nk 1 2 W bt
H AH A B i A 2 | o A 2 R 5 T 2 T 49 e e R 1) A2 s Ha NAE0 5 5 5 LBl 2R
75 3 TR o 5 K AT ERAR 6 B 7 B A A5 00 50 B YR P A B i, RV AT SR AEF L CL B TR
BUARIKIC1 A CAf5e i LA CA A e (4 = 0P k) WA 0 U3 L R U0 B S i i [ (491
W I ) B R 2

[0115]  ZEiE— RSy b, AR BT RYY) oP (0) - JE FAE A Bk & i B, Horp
FEANRY ST 3 1) S B B BB 0 BE S | i AE S U B R B 5 3 RERAR B AR B
eI I AT P, RV IRCL A CAfe I, AR e b R R B ClL & Cale 3k, il R 3 L 2,38 T
FEET A, U AT 5

[0116]  JR 45135 W P ) 55 FE AR IR A A5 8 3 A, 15 58 /0 — N 1 48 R R RURG) 2% L7 1
75 HE, H % 1 AN R BRI BREAR A o 3% 10 55 HER 5 R R™®) b-Ar—-2% R™®) b—HeAr-
(IR , e Ar SR 55 3 HeAr Ry 28 55 36 s RS0 1 06 R L et il VU3 i AUbE3E | e 2
FIEIRFEF] (Bl L) B9 BARIE ; Hb ATE0 R 5 757 FE B 24 55 5 38 Hh i KT BRI R AL &
FEEE I E B YO N 5 9, RYA] R P L CLBr T R BRI CL B CAk 3L . CL B CAm A8
feddk (B = B L) A2 UL B A R AU PR AR Ar SRR R R AR — 1
B2 NI 2 B ARE A R SR L U R e S 1 B IR (LT A R R [ B A [
() o BRI, BARTONAHFE G, RN B B0 —ANEURIE A 285, e R fEaf A —
ANEARSE (3  AE — MR RIS i 7 A, R IR STRECL B CAR 3, il It T %

(01171 £ 55— DA R SLiE 7 N, ORI AME R, B Rt ezl
— N R AR A ok B , o ot B 2 /b — ANk B X 3 L CLAE CASEA: i AL L 7
HEC1ECAR AT AE  C1 & CAN 28 2 L A5 B 22 (A1 (4] v g 28 1140 AR S o X Bh BUA R 1 7
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BRI TTFR S S IR TR - A S L O L = U R A o AR S e st Uy o, R 2RO
HA — AP T A0 B RSEE , ln4—ig 2 2 (Hovp — R AE L 5 R BT 1)

[0118]  fEgt— Bt Ty N, FERRAS R FARAE 2 D — AN RO B N BT A BUAR
B, HonT AR BUARK , B E D— AN R E R L CLECA eIt iV FUE  CLE CA Ak 2k L Al
C1 A= CA %t S B B TR HUAR o 40, P AFAEAE g 2 05 R ki O

[0119]  fERL PRzt )y 2, Al fE R Rkt B AR S D — AN SR 1 N BT
REARE  Hoe AT R AR S & /D — AN R Rk e R AR B L AL e | e S R R S
R RS , 9 an = e S FR R b S, U H R = R R O

[0120] [ TS AR BRI LW 2D —ABRIE 2 4b, A I3 9 I8 v T
e — P & D — AN BARIE R, Bl 20— AN R B IR VIR CLE CARE AL i AR
e 3 FIC B CAJR ZE R RAM I B AR MRl 3t — 2P 1y st 77 20, Fe AR ml % [ A8
MR EAAMIRE & D — AN LB

[0121] = BIEER I e A A B « XA A A S PR B SR (5 5 o

[0122]  Z3 53 AT AR BRI BUEARIR o 47 AE I, BRI ATy, 40, i B e i 2 L
B MR ECR BRI CL-CARR L L C1-CAM 3k B IS (1 — AN B 2 AN BB s Hoh e 4
FRE LT S AR A BUAR L AR PR H PE 0 RER AL i 2V Uk AR B R B 3 . I AL 7
BLIER A AT — AN BRI 2 T — DN H -0- . -S- I b 5 (B FE 3R pe 2E) . -CO— -
CONH-.-NHCO— ~NH-FI1-NR'= (FL i RUACL & CAfe ) 11 JE 1B B 4 18] b o 7T A Ay 18] b A0 RE AE Z
9> N I PR BT A R B B A S BTN IR R I R A 2R, 0 H R A 6N BRI (1 36
FEFLIR, BTN BR O F (R I L | gL

[0123] XNV L A A , A FIHLEE KON 1 R 6N 5+, 38 N1 AR IR+, JE I
N—ANBRANIRSE A, B ICHON— N JE - XY 53 7] & B RN T H g —0— —S-B-
NR®— (5] 1—-NH-) [5) £ 31 458 J B o A0 326 PO XORITY 35840 49,4 , 461 21 —CHa— . —CHa—CHa— . — (CHz) 30—
CHo—.—CHa—0—- (CHz) 3—.— (CH2) 3—0— (CHz) 2= Fl1— (CHz) 2—0— (CH2) 3—

[0124] 7 — sy 7y 20, MR A R B (1) A o4 ] e a4 24 & 1) 3 1 BAR 9 — 8 gk
R ST A 38 0V 7 PP 70 S SR PR 70 T TR AT S B2 1 ] 8 o T 3o e A5 36 1) A 2 S s A/
B A T TR B O, KB 2 BT 75 B PR IC I S5 48, G 230 I £5 44 o 1, 76— SR 91
YL VT, R AT A, Bl - Rk R L SR R R L 1 R
PR A B 2R T AR SE R BT 5 AE R R (Blne-2 At B -1 - HA R (R
I L) AEAE R (BN THE) 7838 SR 57 (8140 = 2. B A S ALY A7 N i
1T N o 2418 FH R R VR At , ml 3E— DA TS i X B H R R AT , LA AR
T I S o, HemT 5 U e ) S e AT OB, B JE A G2 ) WRE AT Ak
B, P2 (O ) Z( -1 (AR L) WR e —1-8) 2L — Bk B )
T AE Ty — AL 77 2N, A3 T H R R AE ARG, BT A3 00 8 g R = B A e ]
H—0 5 AR e R ST N, B 5 6 -E R O -1 B3 AT A R, DL AN N-2-
OW R I L) OB -6 A T B (4 AN- (6-F2 L O AR —2- (O Rk
) Q) - LB D) 1 BRI EY S T AR ST A TN FE , FT A R 45 4% & B 11
HE WA AIE R 712500 T ARG AN ki 2 B 21

[0125] )R At % B ] DAL AT AT A 3d 1 7 2 , 3 i ol 5 e M e 1 i - T =R T 1 b
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A ERIEFRAT DL IE T BB B 2 AR SCHTIA B e AL 2t A1 SE L5 IR I & B2 (1)
FEAMTRE A A FIMEAE D20, RS 8 AU (R e 2L A RIS N R L B2 (R 4P B R S B
AR BB R IR B A R, BLFR A, BT DLAR P53 b Ak S 0f B e 1) e ok e
BT H B A @R O AR 2P E T, T & B i IRECE R
B T DR B R IR v 8 B R A o 481, B 1 B P PR S A R B A T DA Jd i 5 B E I I fi
B s BT HEAT A7 A o 6 T 7E H e S R IR Ak AL I i A, AT DT FH G & L ) & jadZ: o 491
w1, AT LA FH - ok B SV i K 751 R A5~ Jok U BR SR JE ATT AE o T DA N2 S B BT I WP e i ok A
B PR 1) A v T 2 B R I S A T A

[0126]  F-FAZH BRI A & A7 AL vk 8 BN, a4 FH P T I 3 4 o

[0127] iR AR iE e ] DL SR AN R AL &9 -5 A& e (0 7 VL 7~ ), I8 mT DA
HeJiik.

[0128]  ARPE A B A 0 4 T DL E AR B A B AL &4 5 R P (19 fn e 1 =
ME Z R (BN SE R AR % HIREUE R R TR e IR A L R
Z AR KA B W) S AT B IR L 7T I AT AN [ OBk il & TIR HL/E B eI 3R 13 B &
tehric b &M )5 -

[0129]  fEfRGE STy =0, IRV S LT BR B L 17 IR o A% P B2 1T DAk B I 8F 7 S5 1
MUEF BRI, A L B TR T IR A H Wl /E2 (3 (B AE R R
(R AZHE B S A M 2 A () S A, 61 G0 8 1 SR BBV - T 42 AR ) « e LI 1, % T R AL
3B AL, WIANAES St A H A B E AR AT AT

[0130]  7ERZEERRIAEOL T , A R AR IC A I — AN 177 =02 B T e 3 AT B B
o T I e 2 A 5 S AR R I W 42 T V2 M SEAZ IR & il Hp S, DRI G, A R BE RS B
BRI 5 TR A% BRI F 1) J7 12 R0 26 A 2 R , ELA T ARSI AR N 52 3 7 20
WA, A R H 50 VR R AR S 5 il 28 1 o

[0131]  ARYEA A B T4 i 1) SE A% B A R b 9 A% 8 R 2 ~ 50 AR H IR , S A1k
AR N2~ 401 FE R U T R N 15~ 351, i LI A% 1 IR N 18~ 301 o Af T — 24 R H
R SR R T DA A T, B0 R N2~ AN SR IR, AL IR IR N2 ~10
A

[0132]  fltn 2 | - Bt = BR O R 1 5 8 (1 R e 2, 78— S8l p T ek 2 1 R
TR ARC Y — AR = R A S M S T R B R S R bR Rl R A
It R B 2 R AL A JER A 7 A 3 ) A7 A0, 5 Y e A B B = R ), 0 SR 75 2 0
AT LASE 7 51 R AR, DLES I BICSE 24~ IDE 2 PR B 2 PR P A2 » 1 i A I Bk B B A Sy ok
FARAER I H T 5 &EA FUEEMN n 1% 7775 n] DV FEFR L A A0 DL S i B
FoEMZALE A T @2 TR B R B 77 20, R AT DL AT AT AR B A A=
WAL, pland s T SR AEMEARE AR S 5 E LN RBEE MRS
HEmEImyiE Ly HE) 219 HE 5.

[0133] SR, X T AU AT AN 518 242 , mT DLUd I AT A0S i A 1B fe [ K A ALY
FRiCAE 2 A B BT IE ) — AN B AL S R YiE .

[0134]  7EdisXITIH B e fbhnictb 59 -

[0135] A-L-F III

=
|
=
|
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[0136]  A-LALide y M SR TII AL & W fiT A2 i >R 158 7, P2 B e fb A AR i@ x0T 1T
1B e bric b &A@ TIb AL 54 -

[0137] A-0-F IIIb

[0138]  HrA-072 MBI LA WAT A TR EES 4, 24l T e R RS R BB B 2
R B S ORI R I, Pk i FR R U BRI R A 1 2k AT AR, HF 2 B Re Ak
HEHA

[0139] W DA A B I A 10 49)— A A I3 2 B Re AL A, A G =R I T TAE =T T Th
W E B AL FE, AT DUELFE AR AR T, 3% HT I M0 Frde 15 2 SV ol I et - oI I fle A AR
Wz A B 5 SR L K =R B, AT DA AR EAR 1AL A -5 5 AR e R B I B AT
fAIE fe LA

[0140] A& A FRAMAG I AL 5 AZ R (51 IRNATDNA) [ 77 2% , B RES EAZ R 1) (T3 0 &%
(%4 1 PCREL 7 — LR Y 3G EAR) , 2 Ja RAE R VHRE 5918+ EUZIR) I 2458 1K)
ALY T GUZIR) 5 T AMZERARET Hefh () 20 B8 2 S5 2 e FE Mt B i R S8 I BOR 2%
AE RS I A2 B8 (4, e ik A FH B R BROUURE R 78 AR BRI  FLrh B R AR & B (1) L AL
S TEAA AT ARG, 3 B H A Z T E R A PR IC R AL S R A s TR AT W =
(K20 3%, o rh BT i Ha AL S 11 5 B E0OE PERBER TR ET B g R FE R

[0141]  ZRR Bat 3 A3 F A R BH B o Ak 2 i PR S P SRR I AR BT A2 47 (ol HEmT DA
5k EEHUR A A) 770, BRI E A YR AL S TR P IR T E T € B BUE
PEHL AT o

[0142] R B3R LA 52 538 o B #EAT 1S W Bl U 1 77 7%, IG5 H
TR I 52 A3 4 2B A 5 i 5 e A O 1) 1 I ERCER 3 I8 R Bl B Y A T AR
PEAR HBATHRC .

[0143] A Jk B FR AR 32 AR R HEAT 1S W B4R B (0 7 %, ARG AT FH AR R B I 77
KA 32 A A 2R BSR4 I 2 s A O A IR B B 1

[0144]  ZR% BAR 3R HEAE 52 503 H 6 e BEAT 1S W B DU 1 77 74, BRI AR R B I 5 v
T2 A 2B TR 5 I 2 e A S 1) A% R I 5 A R I 411 71 771)

[0145]  [6Ab, Ak BRHRAL AR R BH 7 v AE A I 52 3 i e TR I FH &

[0146] A% B SR AR As Ul A= 470 (i ) A2 s D AR BCHG B A S EE A LA 187 e W g A .
) B 73 SRS A R Pk B 75 V2 o R B AR Y (B0 9 S A 451 B A P s R A v )
SRR e A P A B R IR Y HG 1) B A AT AR AR R AT R o X AR AR 10 A R A AT
THE AR R I o

[0147] AR BICHR AL — ik E , A5 A K DI A AR D I AR b 5 H ek 2 4 4y
TR ot 2 2 2 A PR AL SRR DU P AR R 25 48 - FH TR 5 T B B0A 4 ot A XS B A 78— i
(120 58 o B g 58 AT LA FH 22 T — PR AS R R A R BH B RARAL R A o 0 SR =2 IR MHE LI 1
AN (R B b I A R A7 ] LA JE e A AN R AR 22 R P (2, AN ] ) S L AT (R AR
BH FEA e im e e AR T T EAT DXl Aar ), A TTAEAR 46 08 A& 22 B (B A R0 A e , o, 24
AN ) R ADAFAE T [l —HE S A 4 iy, AT RO 3 AT X 40 o AR I A dE s F Ak 2 .

[0148] DL R 1aZi) th AR AR BH B4k S P01 S 8 o 8] g B 1) 2 =X, G AT DA AR AR B
g g AR e, HILRT DL Tl & AR K I BB Sethric b S AR ic ik . K la
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IEAE SR A A AR AN R B I s 8 B PR A BB AL AR LA S o R 1 2 3451
AR BB GO A PEAL S 38 5 R IR R 5 3R b 2. 304 R (A 5 W AH L Y
HRAMA S, BB, Pros th AL & Y0l I AEATIE & 1B Be A8 7 i B REAL .
FER L Ib A2 AT , 5525 8 B Mo b 2 (AL R AL, A BRI AT Ry 2 T4
R BACAE , FL ] A R BN R ), EL AT AEAR AT AL B B o A BRI L 12 A2 AH R (14 £ R
AT IR (0 BRACEE , B A 78 Bk A R A

= & o 2
B o2 L E - EE
=R S) R K .
o Y= vl S -g
dn B o iy B -3
’ feo ’
=558 =
g

ok

S
Bk AR

HOAR s SR A I 1 2R
S s B W3 n A 05 6 FI(CH),-

BRI q Bk 1 &= 5,
O, S NRY, I R Skuat, i
e

TS En‘ﬂ
= = 1 o=
= [ s g "o
A2 et - al i 0
¥ OF ROUMD S T

[0149]

i S 7y G

7

75

LR PR B AR AT

RN NPT o T
|
R0y, YNY
X
' Fe. !
@(R‘-U) he

"
=

AT R

AT AR BT

TCE DI,

Z@Ia:
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9 & T e Wk R ]
S O WWRILE A W FH O E
1D Wl TR ool o (AN BE S
YO CCTHDMH 9 L O RL U EE M T Ul

g S FE T aE D AT I

CEEA D CHFRGREY = 1D

1 CHEdE CHES S OBeE

FULOE (D

1l T o b N EES O
SCHOGD 9 & 0 BL U MOH *T I
I 6L Tk b S EF T LM R
SESEA VD MR HTE = 1D

FUYOE 1D
Qg TR et el “cmxzwm S 0
CCHOIY 9 & 0 fL UMBE MH FT Il
[N e R ol Erie a CT YR

TCHEdE CEE S S HFR0E

nAﬁmu

[0150]

Tt I 1 ) 52 77 5K

JIN

MR — 2

R1b: ARIGAK W B AL

[0151]
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[0152]
&R ER FEnif
6 £ Rtk (& S 3H, & p3HE, 1,
S Cl. SR BREEIE . CFy. ZFIE,
BRI ZERE . BOEMRR: R R 1 &
? 4, Bl L R
L W IR 1 N 0 F 6 HI(CH)y Oy S 3
é/’\/\/\vw\/\ P NR™, Hoep R* Myfedt, il C1 % 4
é ' 7 ' " o et
7] € RVEREA S S&R, &P REE, 1.
> o N N N NS Cl. ShiZEMREGE. CF. BFE,
= R s, fE2NED: gFfx 1 &
. 4, W1 HWERRAa NOE6H
bm (CH)n O, S TE NR™, Hirt R i
B, il C1FE C4 ik
-
8 &, RUFRLES S HH. &P KA. 1L
@/”\N/\/WWO” Cl. ZHistHakleil. CF 2352,
L MARHR I, FUEGIE, o % | %
= S 1 W HET 1 0 % 6 [U(CI),
Fo O, S B NR™, Hrb R AL, Fla
= Cl % C4 Bidt: BV FRATk M O
JEF IR M(CHy) gy P m R 25 6

[0153] DL B4k & W6-8nl il (A A 3& 1 5 B setl, il 5 LR 1hoR e &
W -5FAU B I i A & B (phosphoramidation) B REfL.

[0154]  7E N2~ tH T FEIR AR & W 1 St 6 A e szt 77 = 2, P AR gk A
TR SE HUAC s N R3S IR T WA A A I ) R e A 3 iz it 77 =0 =X, P A R A
AL EUAR R 2 AR 3 (AL A 0] 25 B IE AR A& 10 77 VA B Re AL » 19 i I e Ak SN
AR HBFEER Lla 1b 2F13 9 58 LRIA I B e LA, DA & B HLAT AR RO A AR in iR
Yo

[0155] %2 WAL AE B 36 0 2 PR HUA R 7 491 158 I 2 s it 77 =G
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9, 10.

5D _ X o

a ©/ \T/\/"‘\/\\/O’ T

Fe
< ~ i
- . Rﬂs/SOZZ@\/‘N\./@SOz“Rl‘S
G Fe Fe

>

11, 12.

ey

Fe

5 tal - - x
RS ‘@/’\o/\//’\m/\/ A

(o3

) N S N N T
R"s/ 502@ ‘Fa

Fe )
=g
14.
OH
-~
& N D
Fe Fe
R'I:’S_..—SOZ-@. @"SOZ“R’E’
16.
G e T
o Fa
% .
o3
Fe =
9 ‘;M)}:\w
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[0157]
17.
OM
R’5’802©\,N;/@f802*R15
F Fe
= =
19.
OH
=N <Y
R15/802\<£é é/S(:b\RTﬁ
(01581 Forhi7E L) - f 20~ 20k 7
[0159]  RY™E nbedd, Bkl T e . g A k3, I HE bt , 9 I CFs L 28 3k L BB ) 2K
H
[0160] W Rn NOZE 6 (CH) o0 SEENR™, HihR¥ Jy e ik , 9 anC1 E Akt ; H.
[0161]  YAFAERS, VERINATIA A% 0 J5l - [A] B 1 (CH2) n, HerPmiE 25265 H.
[0162]  YZEAERt, RCHF IR HF.CLBr T BE4E NOo  FIE L CFs R L — e N 4
EilR
[0163] R3S B FEAE PR IR M FE PR B E 1 73~ 49 i, IH P 52 it =X
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21.
I
R P> g \ ,
\@/V\T/\//NWOH
R Fe
Q
' ~ ~ l|3|~ RY
5N\
R
Fe
22,
OH
J
0 g
17 P 0
N2 Nn SRR
[0164] R17 Fe Fe R
)
23,
.
-4
p—R"
R17
O
R"—lu : S
/‘\ED O/\/N\’/\W/\//\DH
R Fe
=
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[0165]

26.
OH
’)VV
L N D
7 I Fe Fe @ 47
R 2’ @/P\;E,,
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[0166]

27.

17. FG
T =
R

o
Fe }Igl R17

29.

OH
O @)
R P> R—R"
1; o\/N ®/ \R17
R Fe Fe
-
30.
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31,
OH

[0167] 0 N\@ 0

R17I|:'> Fe Fe B R17
y = = N7
R
32.
OH

[0168]  H7ED) B &a21 324775

[0169]  RYZRIRGEHE , BIAnAUT F  FRFL B EAR FR At

[0170]  WZRIRnNOZE 6 (CHz) v 0L SEENR®, H R Ay ket , 1] 1C1 B CAke S 5

[0171]  VRIRATIEHAEOJEFAIBEIT (CHo) n, HohmE/R2%26; H

[0172]  RYHFKIREEF.CL Br I ek N0z FE L CFa R A B 1) — A B 2 AN S s 2 T
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DAL I S 7 2, RYFE R B SE A v (¥ — A, LT 44

[0173]  FEK1a. b 2RI3 P (@ AL B RRAL I R o, = — A BCE 2 MR B U A7 A
T A R R R I (B B2 5 20 B A T o B 5 1O 30 B DL AR i3 1Y
U AP AL B AT £ PR PR AR, - 2 2 T — N PR RS A T AN T M 38
I}, 3K LA FE AT DUAR T AR AL B o 4 2 T — NI A T & A 8k
B A AT S M HE IR (DI R e R B 0 5 ) R A8 3 ISR FR) I, JX e Y
ARIER] DU TR AEAE B AL B B R ER PR S ZE S U Sz P _E 2R
PRI, , thn] DA A R A P AN R i BE A 5 o — D B 2 B

[0174]  GnEAR ST SEHRE B h BT UL B, AT AE RS Bk B SI A E 2 DU (B
A TR B BRI D) DAFRASF B SRR AL SRS PR AL S M e o5 Y Y
PEEILEFE, RO RIS, 7T 2 E RN B PR 2 A

[0175] 727 ZRAh B th AR H AR 5 B 10 B 48 T B AT L H A 22 R TR ) R o 491 4 B 1k A
G BRRAT I G ZIN, A RGBT s AL e AL S A b i, I i A 5
RAEA LIRS

[0176] R4 MUEAR I 7= Bl B PEARIE AL 54

[0177]

0
0,
S

Fe Fe
6-(RU((2-RU T SRR TRBRIE) I-FRIE | (AL ((2- A — I e )1 - FR R — R Ak 2

ISR IE) -1 AEHT-1-E
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[0178]

6-(((2- T B e iy 1B | G- ORI P 1 - LB R &

HOREE A O 18 )T -1-m
LS N D @

= NNoz Q\Q @\Q

6-(AL((1-(4-THFE L) B - 6-(RL((1° (1M 78 ) — P Ak ) 1 - F B
B s 9 SIREE. B B
OH OH

SN g L
S N
S, S | B B

6-(RU((1"- 30 = ek By - FR 3 — Pk ) A | 6-OM (-T2 - Ak k) 1- 1
Hy-1- PR R ) -1
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[0179]

OH

6- (L T - I 25— P B ) 1 -
R R B-1-

[0180] LG fit e St /7 T TEGH UL I

[0181]1  DANHYSLiEt it i 7 A& AL &8, HhFeMIFe & AH A -

[0182]  AHR}HIT I

[0183] {#i fHOrganometallics,2011,30,3504-3511 4R [ )32, lHMLAC Rk A pkl -
IR Rk I

[0184] g FiMi4FAngewandte Chemie,2006,45,1282-1284 1 A% 532, FH 1~ — )%
PR G RLL —mg B RRR E

[0185]  f# FMR#EOrganometallics, 1985,71297—13021 158 [ 75 % , 1 — FR Sk g2 Jik FR Ok
TR R - [ (SRR ] -2 (RUT AR AR ) - Rk

[0186] f#iHColl.Chechoslovak.Chemm.Commun.,1987,52,174-181 P A L%, HEAC
PR AR R .

[0187]  fdf M4 Organometal lics, 1985,7,1297—1302 i A% 1) 7%, F — FR g it AR Ok
TR A 2T A R R

[0188] M Sigma-AldrichFRfE2—F Ik 23k — F A FEAC W REBE L o

[0189]  f#i HI##E Journal of Organic Chemistry,1997,62,6733-67451M &% /7%, B
(+/-) =4~ (AL ) —2- -1, 3 HEke & pli6— OB (- FF B 2) 1 -FF L e h)
) O 18

[0190] f# FHHHRJE Journal of Organometallic Chemistry,2011,696,1536—1540 7 i %%
(77325, A8 U E Gl S Ad , B Bk & e AR — k.

[0191]  f# FH#E45 . Organomet.Chem. ,1996,512,219-22M& 00 (L 38, FI NS O 4EN
S, Rk A AR Rk

[0192]  MSigma—Aldrich3RF6-2FE O EE . &gk . FF AR S i — e gk A4 — il 2 2Rl
78

[0193]  f fiOrganomet.,1988,7,1297-13020 5 B4 1-[ (- HIREIL) F ] -2- BT
FEIRAL) - %k,

[0194]  #R#EChem. Commun . , 2004 ,598-599 1 534 [ 41 B8 il & 3— T L W R ik — "¢ gk
[

[0195]  HELAb2 i S I 52
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[0196] {3 FH L A2 FEL B U & S e 21 A 2 v 540, 12 A S e Tl A 5 100mMF) S
AN KB B E 9T S v A o, 58 FH B Rl A AR B R e R AR DA AR/ AL R Z E e
W, A ERAT AR TEF2 4§ (connector) o iZHIMKR A EEIE (ink based) , H 22 BN T3 &4 3 i
(Bl My Lar) =, B fa @47 P E AL o a7~ 4] BRI 77 20, A AT 40 i) 46« F Rk bRl
YIHiE Cng) W AEAEDMSO (ImL) 7 o AIZIE IR B LORL IS 55 40 i RE , 2 J 7E22 PR (5001L)
Wk — DB JE NG S A R (20nL) i N 21 22 9 B Rl H A, DL R AT L AR S AR
W02012/085591 H i ] 7~ H 7 18] 158 B T I B i R v

[0197]  SEjffl 16— GO (1 —Ri kL) 1-FF ik k) &) O -1 -1 & Ak

OH

[0198] o
SN
Fe Fe
@\| @\|

[0199] K1 —flAC — 8Bk S (259mg, 0. 76mmo 1) V& fiF T THF (Tem®) H, 35 FHZK F6—2
O —1-F% (44mg, 0. 38mmo 1) F1 = Z, B A FE AN E AL A (313mg, 1. 91mmo1) BFEAT AL EE o 1 VA TR A
LRI TP AR 2 )5 S 3 I ANaHCOs (LA (10em®) K [ 43 B3 A B2, Bl 5 Al
FEt0AC (3X 10cm”) R FEHUK 2 K A IR I WL A I LM S0a T4, 198 , 8 J5 B2 Wk 46, LA
PS5 B e A o B Rk B (it Ak 72, FHL 2 1 (BtOAc: T 65%) +1 % NHsOHE IR , A4S 3| 28
FE, HONRE IR, 123mg,42% o 'H NMR (300MHz 5 d6—2K) Su:4.28 (4H,t,J 1.8,FcH) ,
4.14(4H,t,J 1.5,FcH) ,4.11 (4H,t,J 1.5,FcH) ,4.06 (4H,t,J 1.8,FcH) ,3.60 (2H,t,]
6.6,CH20) ,3.41 (4H,s,FcCHaN) ,2.27 (2H,t,J 7.4,NCH2) ,1.55-1.23 (8H,m,CHs) ;°C NMR
(75MHz ; ds—2K) 6¢:85.2,75.1,73.3,70.9,69.4,62.98,52.02,51.8,40.5,32.7,27.1,27.0,
25.5;HRMS (EST) C2sHasNOFealott 5Hm/2765.9428, Ill#5m/2765. 9460,
[0200] X FL Ak S EAT NS, 45 244 2mV
[0201]  sEjEf2:6- (A (1" - (A-TEFk 28 3E) —Rekat) - —ikdh) 88 &-1-BE 10
A

OH

[0202]

[0203]  [4)Schlenk® i N 4-FE 3L ZE A S (39.6mg, 0. 23mmol) « = (V% 374 i) — 40
(Pd2 (dba) 3—1.9mg,2mol %) =AM (1.4mg,4.8mo1 %) KFeeifi a5t , 3 HE2s llH] 78 45
DU IR B S 51, 4 8K (2em®) Hr6— (R (17 —filt gk 3t) 1 -9 e akdt) /30 -
1-F% (83mg, 0. 1 1mmol) MIAKENEH , B fG I L. 27M KsPOs (aq) (14111,0.18mmol) o IR 5

30
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FE100°C R It i FEIG 2 5, 3 S v 2 5= 38, B 51 FHE t0AC (5em®) FTH20 (Bem®) #E4T
Tk o A HLZ , B 5 1 FIEt0AC (3 X 5em®) K AEHUK 2 AR 51 & - 1B WL F 2K (1
A (10em®) Yok, FNazSOa T4, 1L I8 , I B 2% R 4 LAAS 1) 48 €2 ] 4 i o 7k s £ 938 i1
Yy, FIE tOAC+1 % NHsOHPE Bt , LATF B AR 74, HOAFE S A [ 44 1 1mg , 13% o 'H NMR (300Mhz ;
de—2K) 64:8.05 (4H,app d,J 8.9,ArH) ,7.08 (4H,app t,J 8.9,ArH) ,4.39 (4H,t,J 1.8,
FoH) ,4.24 (4H,t,] 1.8,FH) ,3.96 4H,t,] 1.8,FcH) ,3.88(4H,t,J1.8,FH) ,3.52(2H,t,]
5.8,CH:0H) ,3.01 (4H,s,CHaFo) ,2.28 (2H, t,J6.9,NCHs) ,1.50-1.26 (8H,m,CHo) «

[0204]  XfHLALZAHL AT IS, 49 2143 7mV .

[0205] s fif3:6— (A (17 — (1-WRmg L) — Bl 1-H 2 D) &%) - 1- &

[0207] B 1” -k 3k — KRS (34mg, 0. 12mmol) & fEAE T-THF (1em®) W, I A4k Fl6—&
FC -1 (Tmg, 0. 06mmo 1) F1 = Z B A Z AN A AL (49mg , 0. 3mmo 1) BEAT AL FE o AT 1ZVA TR AE
RIE TR AR 2 ), I I ANaHCOs (LR (Bem®) VK I8 43 85 A ALE , Bt I 1 A
EtOAc (3 X5em’) KA RUKZ A4 I I HLZE I LM S04 T8 , il 98 , S8 e B2 ik 4, LATS
RS IR YD) o R R (iR A AL =4, FI L1 (EtOAc: © %) +1 % NHsOHPE i , LA 15 I HA BA =
Yy, HoN R IR Y 15mg , 39% o 'H NMR (300Mhz ; de—%) Su:7.26 (2H m,ArH) ,6.25 (2H,dd, J
6.5,1.8,ArH) ,6.20 (2H,dd,J 6.5,0.7,ArH) ,4.61 4H,t,J 1.9,F.H) ,4.21 (4H,t,] 1.9,
FeH) ,4.12(4H,t,J 1.9,FH) ,4.05(4H,t,] 1.9,FH) ,3.44 (2H,t,] 6.3,CH:0H) ,3.35 (4H,
s,CHoFo) ,2.40 (2H,t,J 7.2,CHaN) ,1.56-1.27 (8H,m,CHs) ,"*C NMR (75Mhz ; ds—7&) Sc:154.2,
141.6,111.9,104.4,86.1,77.8,72.2,69.6,66.5,63.03,52.4,33.5,27.9,27.63,26.3,
HRMS (EST) CasHasFeaNOsit 5im/z 668.15264, Ml#5m/z 668.1558,
[0208]  fHL AL HL S AT M=, 459 21339mV .
[0209] szt 4:6— OB (- U T S B A - — ) 1 -FF 0 ) /00 O - 1- 1
iRy
[0210] WA FERLRFTIR, A A6 O (- RUT FE—A A - — R gh) 1 - AL R ek3h)
) O 18
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O,
_P(tBu), ~P(iBu),

D NMe;, nBuLi @ N _NMe, . @ NMe,

OH

[0211]

{Bu O FBU
tBusy” - o R—iBu

o
~P(tBu), P [ O
NMez 1) Met, EO N.

h)
Fe P

—— " .
2V6-F - L7 @ @7

THF A
[0212] Ay 1-[ (SR RS F L] —2- (R0 ZE U AE) - — /8 %k (145mg, 0. 3mmo 1) /£ 2,
Tk (5em®) Hh G AR R IO FF L0 (11 1l 5 1. Tmmo 1) o SRS YA MAEN: R A8 S0 R Bk LN
IR JE LS WA BT TR I A VR B, LA B b (i A SR e R e i (AR VE T T 4 0
(3em®) 1, [ J5 FH6-% R T —1-F% (17.5mg, 0. 15mmo 1) AT AL IR . 4R J5 15 680 25 B 3 1l 7
IS/ o FE I 2 S A S B I A H R o 45 SR AECH2C L 2 (Fem®) 5 NaHCOs (7 i)
(5em®) Z [0 9B AN B, AR 5 18 FNao S04, i 3k L B8 J5 IS i 4 » AR 4545t
IR oA LR AR 0 , F2 % MeOH : CHaCl o385 i HEAT 44k, , SR BN A EE 774 , HoARS iR
) (8mg , UL T7%) .

[0213]  'H NMR (250MHz ; ds—7) 814 .63 (2H,app s,FcH) ,4.14 (12H,s,FcH) ,3.85 (6H,br s,
FcH+FoNCH2) ,3.55 (2H,app s,0CH2) ,2.45 (2H,app s,CHaN) ,1.47-0.95 (44H,m, tBu+CHy) ,*'P
NMR (121MHz ; d6—2K) 6p61 .3, HRMS (ESTUTOF) C44Hs9NOsFeoP2it Hm/z 834.3529, |15 m/
7834.3603.

[0214]  XJHLALZZHL 35 (DPY) 3E4T I, 15 21051 2mV

[0215]  sjifaf5: 6— O (17 50 R 1-FF Rk k) &) O -1-1%

[0216] G DA R ERLRFIT N, A ali6— OB (1 =5 B AE) 1 -HF 2 k) 200 o1 1%

? Fe ﬂa_,, Ee

Fe — KOBu .
@ THF, C5Clg @ @_ cl

OH

[0217]

NaBH(OAc)3

. THE il Fe Fe
<> <> <o
[0218] 417 -EAC W ELF RS (1.35¢,5.44mmo ) YEMEAET-THE (50em®) 1, 3 ALk FH6—&
FH o -1-F% (318mg, 2. 72mmo 1) F1 = Z B A FEMIE LA (1. 11g,6.80mmol) HAT AL [ 1Z VA
VAR I8 TP 78 36 2 )5, 38 3 I ANaHCO0s (L F) (30em®) VK B o 43 B H HLE , Bl

Sgo  sHEEE SN
Fe ) ‘ ;
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JE A% FHE t0AC (3 X 30em®) [ ZEEUK 2 o 46 & 3 1 A HLAE B Mg S04 T4, b o , SR 5 LA ik
4 , LA 2IHE e o e e e A5 2040 7, L 1 (EtOAc: Thb) +1 % NHsOHBE it , A4S
BIHAEE =), HON PR kR A1892mg , 56 % o

[0219]  'H NMR (300MHz ; ds—2K) Sud. 18 (4H,t,] 1.6,FcH) ,4.14 (4H,t,J1.8,FH) ,3.98 (4H,
t,J 1.6,FH) ,3.65(4H,t,] 1.8,FH) ,3.65 (4H,s,NCHz,Fc.CHaN) ,3.34 (2H,t,] 6.3,0CHy) ,
2.41 (2H,t,J 7.0,NCH2) ,1.55-1.23 (8H,m,CHz) ,"*C NMR (75MHz ;ds—2K) 6c93.4,86.6,72.9,
70.6,69.1,68.1,67.3,63.0,52.8,33.6,28.1,27.7,26.3,HRMS (ESTLTOF) CosH3sNOFe2Clait
Hm/z 582.0716,1%m/z 582.0722,

[0220]  xfra A2 HL #5 (DPV) HHAT M2, 15 21452mV .

[0221]  sjifafs]6: 6— (R ((2-F ) 1 -FF 2L e /) o -1

[0222]

[0223]  fg6- (R (- BidL) -2 L) &) O -1-8% (leq) WA T B2, FF L
B2 (beq) MR (Beq) HEAT AL ER o B Jo K BT 49 (1 VR B0 R I L8/IN o AE b2 Ji5 3
SRBLVS HV A E R EL S WA o SR 5 B B A TR AR W AE E A S5 NaHCOs (HLAT) 22 8] 43 AL« 53 BS A
BLZ , I 45 HAE FNa2S0aT-J8 , 1 98 JF B 2 W 45 LA A3 BIAH SIS (oxime) o SR E 5 E T
THEH, F F CRIF =Me-1 -5 ) = (R 2L S 7S U R £k (BOP—2eq) HEAT Ab P -4
FES A B SN, 8- 5 2R [5.4. 0] +—B-T-45 (2. 3eq) - Bl Jo B VAR £E90 2T
B J5 B SN FHEtOACHR B , I FHZK R SR 7K (M AN) Wisk o 48 A5 B Mg SO -1, 1 98, SR 5 &
[0224]  SZjE 76— (W (Q—FUT SRR W) | -H 2t %D /0 -1 -1

[0225]

[0226] R 20T BB Bk XK RE (leq) ¥ T T-THE Y, SR J5 HI6-E 2k O - 1 -1
(0.5eq) MI=ZBUAAET A (2.5eq) BATAL IR o AEE AL G TR AL )5, 18
RLINANaHCOs (VAT ¥ K IR o 73 B AT HLZ » B G FHEt0AC S AR BUK = o B & IR I AT HLAR
B ZEMg S04 T , 108 , SR JA AW A

[0227]  SZEI8: 6- OO (KU T Fa-HR AL R kL) 1-F 2 k) &) o-1-1%
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[0228]  dPA N ER LR AT 7R, A A6~ (R (Q—FUT FE-IR st — Bk At) 1 - 3 — ek dd) &)
o -1-f%

SiBu StBu
‘ 1)Ac0
! fBuli , ?
e, B R e e CHo
, Et,0, S:tBu, ! ' '
Fo —tlts e Fe m—— Fe
<> 3) BaMnO, PhH
OH
[0229]
5\ S/|<
_StBu . &
> 6-Z B L N (O
- aBH(OAc); Fo Fe

THF A - @ @

[0230]  #1-[ (CH AR L] -2- GRUT AL - — %8k (1. 21g,3.49mmo ) & T 2
FRBT (10cm®) /1o R i B A o I VR ET 378 1 /INAE , BB (R TLCH R 7 HE AR 36 TR AR 1 2 4 T G o [ v
A HE IR AR5 B RS Z R AR R 4190 % W B R BT A3 R R e SR 0 78 T-Et0Ac
(25cm”) H, H FINaHCOs (HL A1) (20em®) FER7K (HLAT) (20em®) Hhik o SR o K A E 7 T Mg S04
T, i P I S k4 AT B AR 2 B AR B, HOMRE 8/ RR il (1.12g,93%) , JF A7
B — Ptk

[0231]  'H NMR (250MHz ,CsDs) 65.37 (2H,d, J=1.43Hz) ,4.51 (1H,dd,]=2.6,1.4) ,4.44
(1H,dd,J=2.6,1.4) ,4.07 (1H,t,]=2.6) ,4.07 (5H,s) 1.82 (s, 3H) ,1.33 (9H, s) »

[0232]  ZF0°ClAIE A4 (369mg, 9. 7T1mmol) T-Et20 (15em®) v [ VB B vk Hh 38 3o v 5 28 % %
I BEAA LTS (1.12g,3.23mmo 1) o fELE RIS, M ARCRHE I R =31, R HE304 81 . £E
M2 5 RIRA H120°C, S8 fE i K K I NH20 (369u1) 4R 5 15%NaOH (ag) (36911) FTH20
(1. Lem®) MK ARG IR BRI E =, Hidk 1098, 1 80 A S Ik S s =4,
RS E AR (T90mg,80%) , ANFE Bt — B4t .

[0233]  'H NMR (250MHz ,CsDe) 64.64 (2H,s) ,4.41 (1H,dd,J=2.4,1.5Hz) ,4.32 (1H,dd, J=
2.4,1.5Hz) ,4.17 (5H,s) ,4.08 (1H, t,J=2.6Hz) ,1.28 (9H,s) »

[0234] g 1-RUT RS -2- R L AL ek (304mg , Immo 1) FER RN (1.02¢g,4mmo1) B T
—ASchlenk&H, B E B, S8 G HE S H R AU K, 2 B T @R SR Ja i B e 3%
(15em®) , HAH I RE K BB SR SR B R ik £ (celite) 1L 3E, JH{H FE 2088
B BRI NE W R VAT 2SI s LA B 2R 7=, HON A iR (239mg
79%) , AT EH— DAL

[0235] 'H NMR (250MHz, CsDe) 510.69 (1H,s) ,5.08 (1H,dd,J=2.5,1.3Hz) ,4.47 (1H,dd, ]
=2.5,1.3Hz) ,4.27 (1H,t,J=2.5Hz) ,4.13 GH,s) ,1.17 (9H,s)

[0236] B 2—fU T Febm dE- — Ak (237mg,0.78mmo ) 56— J-CL ¥ (46mg, 0. 39mmo])
BT BERR R, VAT T-THF Gem®) SR F B IR B = 2 B A WAL (322mg,
1.96mmo 1) HEAT A FE X PR AL B VAR , TR IR IS A R 2 5 (e iR H 2 = 3 i
JNANaHCOs (HBAT) (10em®) ¥ K L o 43 85 A AL 48 FIE t0AC (3 X 5em®) R AEEUK JZ &
HA WA AR K (AT (10em®) e 4%, ZMg S04 T , 1o 8 I 3 4% Wk 45 DA 3R 45 A 16 TR
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WMo R R i 44k, FH50 % Et0Ac : nHex+2 % TEAYLI , 15 B R EE =4, HOR#s iR
(18mg,7%) -

[0237]  'H NMR (250MHz , CsDs) 64.52 (2H,app s) ,4.19-4.15 (14H,m) ,3.91 (4H,s) ,3.54
(2H,t,J=7.3),2.64(2H,t,]=7.3) ,1.69-1.43 (26H,m) ;m/z (ESILTOF ,M+H) C36H52NOS2Fe>
T 8m/z 690.2143, I453m/2690. 2158 H1 4k 2% H1 % (DPY) 369mV .

[0238]  sZjifaf59:6- (R (2—FUT - WHEEESE ) |- 5 D) 28 o -1 -1
[0239]  WIPA R BRER P , A ili6— (R (R0 T B -t e 2k — k) 1-F L ) &
) o-1-8 .

. Ji 0 : |
sBuli, THF s ' sBuli, THF g -
»~ Fe

Fe o Fe
<> S,tBu, <= DMF
o ; 0.
YA g MCPBA LS
ﬁe o Fe 5
[0240] RCM ‘
OH
2 I
O, k 6'%?(4;%'6@% S ‘ S ;
N 5 oy >r N . \’<
i ([:,) aBH{OAc)3 - @v
<= THF F!e F‘!‘?

[0241] W3- T L P H Ik i — 2k FR % (26.5mg, 0. 083mmo 1) V& T FTHF (1em®) 1, JF
FH6-Z 2T -1-1% (4.8mg,0.041mmol) FEAT AL o JEAR (A IE AR HE 1070 B, B J5 A — A In
= BAE AL AN (34mg, 0. 2mmo 1) o SR S KGR LR B IRAE B R A S K
BB 2 IR 48 DA S B R [ A I i i i 4l 4k, F2. 5% MeOH: CHaCl2+2 % NHsOHE I , #53 2]
HEE = Y), HOR SR (dmg, 14%)

[0242]  'H NMR (250MHz, CsDe) 65. 12 (2H,app s) ,4.92 (2H,app s) ,4.39 (14H,m) ,4.22 (4H,
s),3.69 (2H,t,J=7.1Hz) ,2.45 (2H,t,J=7.1Hz) ,1.50~1.18 (26H,m) ,m/z (ESTUTOF ,M+H)
C36H52N0sSaFeait Hm/2722. 2087, M#9m/z 722.2089; B4k 22 EH # (DPV) Jy532mV,

[0243]  SZjafsl 10 H T3 WRE B AL B e B — & b 38

[0244]
A A

1. DIPEA, THF. Ny, 15miins
e \o e Yl

& % . H 2. H,0, THF, 20mins @ T \L
CN ‘GN
[0245]  {EAMLL I s B % 4 i B AR 46 S R i s ) SR SR AT AR ) A 7 9 U BH A 16 5 FR T A
B N BE IR s AT AT AE LA SE a1 ~ 9 i 24 AL &4
[0246]  FEZUA T , BN, N- RN 2% (0. 4mL, 8. 4mmo 1) s N2 — B AT AN (2. Immo1)
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FF-THF (25mL) f i FE A WP B I\ 2-FU 0k 2 — 78 3k &AW i B i (0. 2m1,
3.16mmol) , J3tHE T iE A 15 Bt o INAMi 111 Qi 7K (200mL) , I HH- i FHIE MR 303 4t .
TN BE- = F% (1:1,25mL) 5 JE RGUTIEY) « A ML FINaCHCO3 (25mL) FMi 111 Qi JE7K
(25mL) BB A - LM SOs T HBEAMLEL 73, FHAEH 2 T B BV A 5, did iR 538 Ch
Tk : 2B 2889 1 1) SRALHL =) o

[0247] s o)L ARICEE S 2 EA R

[0248] @ik K A BH Y A 1O A0 -5 61 B A v P o e e e P Vi 8 e 2, iz bR e e
Z KPR A, BRSO A P B Be AL LA RS PENHSES , I B se LR S
UR P00 V25 P S T 3R AT S 5 o SE 42

[0249]  sEjEfsl 12 bric s & ki

[0250] AR 45 A B hned) B anAe sL s 1 2 9H AT — 6 B & I AR i) o« ml
PATE B B % 1 R A A o B0 AR R S 30 2 260, ik — SRR W i e hm il 5 4
Y& FIN-FE LB IAEE W fiee (NHS) BEA SR SR BAT M &AL

(02511 85 il 1k 5 o AN 2 R R 35% X 3 (B PR #h 22 v - 5AE MR AR IR &, 2
JETEEIE TN (EFEE TR A B LN R0k 5% X 2 (IR S 22 pPiRD) 5% X 1 (PCRZE
) o HLE B AT A E MR (PCREE M) TEH PP IR G, W LiE R A 15
T H R 200, EEHREE S HIGHRA HE AT B AR IC L R .

[0252] At FHSURE A R P 4 R ANAE — R B0 22 o A A (1) B, 78— 58 TR PV RS e X 4
IR, DAIESE Bir il 25 21 (1) FELAG 2245 5 T PR T S RERTRL 45 & AR e o

[0253] £ T3R5, F1 HH SL 45 1 225 8FN9 v il & (R Ak & M ) e AR H 35, B S 5N N-X
PR -6 -2 OB (TR AR AR A1) BT EE B - £EW02012/085591 1 A~ FF
T T AN, N-230 gk B R -6 - AR B N T i

[0254]  3R5: BRI H 43 I 1 EUA RS T FL AR H A AL

[0255]

S i 48] Fe B HA, AR HA,
A ¥ 275mV

1 I it 442mV

2 U — (AR FE ) 437TmV

3 1 -1 3 339mV

4 2- T R 512mV

5 - 452mV

8 2R M- A 369mV

9 2—RUT - T I 532mV

[0256] R HIEARR W, SLiE 1 425 . ST A A M HR L T4 A0 A AL 2535 PEAR 124
A I B bR iC ok SR A P R VEEEL Y A F AR 2245 5 o B AT ) PR L AT S 5B R0
EhRC SIS AR C ), 1 an4E firid 2 g brid AL &AL P iR R e 2 b BT AR TR
J5t, B85 2 LA B S R AR FER) B A o AR ECS B SF A A QL RIAE
— IR SR e R AU BTG DR o DL BRI, He Rl AE 2 A o S — R AL E bR
WA, R 2 B E P AT L T — Fbsic ), DLAE SRR o SR O R B 2 il
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SE o AEIZ LG DL T R A A F AL SR PE R PRI ER 2 RIbRiC D, SV 15 A5 U A
IR R & TR AT 2K 0
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