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PNt (DMPr) WN,N- 3L 2Bl (DEAC) FIN,N- — 2 LA (DEPT) o

[0055]  [A-17]4R¥E[A-1] ~ [A-16]H{E—TC a0 s ik, o, FaRyaFIAN, N- I
It (DMPr)

[0056]  [A-181ARJG[A-1] ~ [A-17THE—Tld A ik, b, FaRiE Ao B2 30v/v %
PLE50v/v% A L 70v/vo% DL | 8k90v/v % LA F s BN, N- — FREL PN (DMPr) WN,N- —
CEEC T (DEAC) FIN N- — L LA (DEPr) Hf) 2=/ D— R .

[0057]  [A-191ARJE[A-1] ~ [A- 18T HATE—Tlic Ay ik, Horh, RS Ao B2 30v/v %
PLE50v/v% LA FL70v/v % A F L mk90v/v % DA FIFIN, N- — HAEEPI e (DMPr) (K747 o
[0058]  [A-20] AR [A-1] ~ [A-19] FE—BHc Ay ik, Hidr, 28 SUBIBER R AE0 ~ 200
"C.0~150C.0~100°C.10~80°C .25 ~80C F#{T.

[0059]  [A-211ARJE[A-1] ~ [A-20] FATE—Tad &0 7 3, o, el b &l S5ie &
Wn2IBE SR EL A S /16 & 2=0.0005 ~ 500.,0. 005 ~ 200 5£0. 05 ~ 20.

[0060]  [A-221ARJE[A-1] ~ [A-21 T HRATE—Tid 20 5 v, Forb A T S ki &4
2, FIT il A AR R BE 2R LB 0. 01 ~ 100BE 2R % 0. 1 ~ 5OBEIR % 1 ~ 2525 7K % o

[0061]  [A-23]#R#E[A-1] ~ [A-22] P E—TC 5 vk, Horp, Rl A (5 Mk
2 (Catl) « (Cat2) « (Cat3) . (Cat4) I (Cath) HT—F AT R IMARLE SR L 51,

[0062]  [{p¥rt2)
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[0075]  R*N&UR 1.C,. fﬁ BRC, S,

[0076]  R™FIR™%& [t M A5 1-.C, Jidk mkC, Jerdt

[0077]  RTNZAJR Tk PTRABLC, Je R IZSE,

[0078]  R**Jhisr M AUR - AT PARLC, ek URIZRIE Bk -CH (CH,) -N(CH,) ,,

[0079]  R¥™JyRCT 2 AL kS Mk,

[0080]  RYJyZalfi T\ 5kC, bk, Hisk g hui) .
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[o085]  [fk~¥:X5])

N/_\N N 9 N
- ~m45 - -
o0se R NTTR R44™ NSRS

(L12) (L13)
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[0096]  R*.R*FIR™% AR M AR 1-C, Stk C, Jitd bk i — FIIL L,
[0097)  R* U T Bk -S0,-0-M MAHE sk,
[0098]  R™WAJFTC, bidk ske, Jrseldt,
[0099]  RAIR™ % AT HO A BURF.C, (i Be bk,
(01001 R* U - sk AT DABEC, BB IIE,
[0101]  R*JJE T I RABEC, Je bR ZREL 5 - CH (CH,) -N(CH,) ,,
[0102]  R¥Ha | HE PR sk ML,
[0103]  R™MEUF T BKC, (i, i et ] .
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[0104]  [A-26]AR¥E[A-1] ~ [A-23] T —Td 4 o 7k, Forp, Rl b Ao 80k H
Buchwald & LAV (G1) \Buchwald S8 24V T4 (G2) \Buchwald 58 3L T
1K (G3) “BuchwaldZE 448 T4 (G4) BuchwaldZE 5B AN HT{AK (G5) B Buchwald 6
RAE TR (G6) LR S .

[0105]  [A-2714RJE [A-25] Hhid 2M s, Horh, Bl b7 G 3 2 S5 i e 4571 A
K SN RIS LA TR I AR A7), B S8 25 A W R 13 8 O P 23
AL (IT)) PO (CoREERD) 58 (0) - = (R 2R ER) 58 (0) A naEt S (- AE
) TR (- HEUE N IE) U 3R k. (1, 5- 2037 ) W (S SRR L FH D) 48
(IT) (20 -523E- 1,17 -EK-2-30) FIBEERAE (IT) R EAE (1) s &5 1% H
R AR R (LD | (L3) 5k (L6) BT IEAR A R AE R e TR B A Fh (R AR 2 5
IR,

[0106]  [ft A7)

RZ?
RZ® A R® \_pR?
R23 - @ P(“-Ri:. [sl., "“\-RZS
[0107] R“—P(st R R R37
R31 O 30 RY ll\l
(L1) R 3
R L6
R32 (L3) ( }

[o108]  [r, R¥ sy MR | 5k RO VB A e,
(01091 R*NC, (hibk BRI IEN- Tk 2- WEIE Sk R

[0110] R R*RPHRP & F A AU 1-C, itk C, JFe ik B L,
(01113 R™R™ IR 107 ] VR C, 3 C oot S ok — AL,

(01121 R 15 -S0,-0-M, MW B A,

[0113]  R*TNAIRABLC, Je BRI

[0114]  [A-281ARHE[A-1] ~ [A-22] R —Tid AU Js 7, Forp, Ao B 5
[0115]  [A-297 M [A-1] ~ [A-22] FlI[A- 281 AT —Tac & ik, Horp, Bl
PRSI, AT R 2% S et A (1, 5- B M) B (1, 2- “HISEAE L
B B T (1, 2- THIEIE KD B SRR (TD) OB (o R ) 22 (1) W LWk
PIEER (TT) VAHFRER (1) AR (TT) R D Fref K Ewh s S50 1 =
FROIERE 1,1 - (CORE AL — e, 3- W (TR BL L) N B A 20 & i TE Rk
.

[0116]  [A-301ARHE[A-1] ~ [A-22] ([A-281FI[A-29] HT—Tc ) Jy ik, Horpr, |
AR S BRSSPI, IR B2 S

[0117]  —4GUN (=3 A48 2L (1) <

[o118]  G([1, 1 - (CORAEEREED) % Ek] 4 D A K

[0119]  —4([1,3- B (CRERED) kel 48 D) .

[0120]  [A-311ARFE[A-1] ~ [A-30] FRAE—Tiad &k s 7, Hodr, i & & &2 /0 LRk
TE TSI HHURR Y pKa 2304 _E A AU 7K Fh R BERR 1 pKa i 9 ~ 20 AT LR 1
Bk o
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(01217 [A-32]4R#E [A-1] ~ [A-31] R E—BLc sl s ik, Horb, st ks VI
5208 R R O BRIR 26 R B I BER £ S B INC,_ b A< S S e o

[0122]  [A-331AR¥E[A-1] ~ [A-32] R —Td sy 7, Horp, Bkl 5 2-50 ] %-1,
1,3,3-PUFASENR (BTMG) 7-F3E-1,5,7- = &(ZAIA[4.4.0]2%-5- 44 (MTBD) . 1- £FE-2,2,
4,4,4- T (T PEEEIE) -20°, 40 - 1 (BEE) (P2E) J1-BUT 3E-2,2,4,4,4- T (T HIE
3 -0, 4% (B (P2tBu) WA T RN AL - = (TSR B (PLtBu) 2B T JEI 4%
Fe-2- T ORI, 3- TR A1, 3, 2- RURE (BEMP) B T 2 AL - — (k) B
(BTPP) Mkt B FROBRIR 26 B8 I I BRI £ 8 JBINIC I b A< SR ) S e o

[0123]  [A-341MR 5 [A-1] ~ [A-33] R —Td gy i, Horp, Bkl 5 2-50 ] %-1,
1,3,3-PUFASEAR (BTMG) 7-F3E-1,5,7- =&AL IA[4.4.0]%2-5-J4 (MTBD)  1-4 ] 5k-2,
2,4,4,4-F. (T HIEESED) -20°, 40 -2 (BEJ5) (P2tBu) U T T e - = (T RS ik
(P1tBu) 2-4 | Bl s F-2- 3 fh-1,3- R4 - 1,3, 2- %05 (BEMP) iU |
S 38 - = (EMEHD) B (BTPP) AR i — B U A A B T Bl

[0124]  [A-351AR¥E [A-1] ~ [A-34] R —Td &5 3, Horb O AR R, 5 g
— it AR,

[0125]  [A-361AR¥E [A-35] Ad My ik, Horp, PR #h Ak H =5 O RR  — 5 R —
A FPA I e« DU SRR 7 S SRR « 7S et (V) BR PR PR IR IR 2k

[0126]  [A-371ARJE[A-35] il ik, Horb, PR A= Ok = i LR T
[0127]  [A-38J4R#HE [A-1] ~ [A-37] R E—Blc s ik, Horb, Bl FHmsAE e 5
Lk (&2 BEZREE 80,05 ~ 100,0. 2 ~ 50, 5% 1 ~ 30,

[0128]  [A-39]4R#E [A-1] ~ [A-38] FAE—Tiud &ty 72, Horh i S 2l e &l
MRS TN -

[0129]  [A-401ARHE [A-1] ~ [A-39) fE—Tud &5 ik , Ll A sl S e it
“¥.

[0130]  [A-41J4R#E [A-1] ~ [A-40] FAE—Tld &y 72, Hor, 2FhDA B &1 &
HERFEP (HSC V> J—) SIS B TS -

[0131]  [A-42]MR¥E [A-1] ~ [A-41] R —Dd & 7, o, 3FPL 1 4F DL 1 SR
NTRRIRL B ERLOFRPA F R SN2 PRt d 3 PR A AT & i ARG -

[0132]  [A-43]—Fy b S ER I S ilE s ik, e ism [A-1] ~ [A-42] FP4E:
— IRy ek s S R R

[0133]  [A-441MR ¥ [A-1] ~ [A-43] fE—Tid &y ik, Hor b S ek A2 057
PRIRRIR - b A B R PX O AR A 1 PR IE « 5 s - AR T T 5148
FEPRHURIRIC- OB il SN 5 C - N A S R 1 S A3 AT P [ A e AR TG

[0134]  [B-1]AR#E[A-1] ~ [A-44] fE—Dncdur s ik, Horp, Bl 2 SUMER SN R C- 08
JERN, E A2 AT BB TE R C - OBE I R AL

[0135]  [B-2] A4 [B- 1] g dra ik, Horh AL 52 h K CBRHO - RO R A1,

[0136]  R™NC, bk C, JAEEC, JIE.C, FMGEREC. | JFbedE C,  J55E Bk Aty b
25 ONAISHIFIANPA_ IR 1195 ~ 107028 5 5L, Ho 4% H AT DAty Hode 1 5 - 7
NN = NN =6 N (O =p 9% :/= NI (O =R 972 S = N5/ (O e= 9k =)
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BRI (C,_ i HD) Sl BN ~ 8TCIAIR G R A I 1AL R IR EUAR.
[0137]  [B-31AR#E [B-2] il g5 i, o b S W20 3 T [EAH G s I IS , 212745
R — B3 A B HO - RO R L S o
[0138]  [B-4J#R#k [B-2] 5k [B-3] il #ifo s ik, Hor (e 52 K
[0139]  [B-51ARHE [B-1] ~ [B-4] f{T—Tc a8 7k , o, I S R F 71l Ar® - OHg,
Ar?-ORP R B « B AL S5 A — 8343 FR A B Ar® - OH sk Ar™ - OR B s (AL & ik
B, ACTRIRUN bR T RE S
[0140]  [C-1JARYE[A-1] ~ [A-44] i E—Tl a5, Horhr, Bl 28 SIS N C - N
TER N, A G2 A BEE I C- NEEOH-N2E .
(01411 [C-21ARdfE [C- 1] g it , Horh AL A2 WHNRR R A1,
[0142]  ROFIR" 5 &A1 1A g I RUS 1 — B IKS ~ TOCIRIZRER , 2 4R ] DLty b 1%
FURISF L C,_ R C, (B (€ B AL (C, HESh) BLSUE. €, bed)
BRALSIE L (Cy 05 D) SLAE A g HE 11 0 WNATISHR I 1AL L BRZR BT 15 ~ 1073
Fe5 R I AL . (C_ Sidh) Sdh 4 ~ 8TT MR G VU AL L (C,_ Btk St .
(C, _bidh) S B IEAN4 ~ 8TTIARE I AL TP IDA_E BRI,
[0143] &
[0144]  RFIR'4 ST M A AUR T C, i C, JAEEC, JREEC, FREEIE. (C, Jrdh) B
SE (€, FFHD) B A Ay MO 11 O NFISFREITANIA FERZLI 195 ~ 1070285 St
O, JFREHEC, F5E A B MG 1 OWNAISHUII LA FBRZRIE F-1095 ~ 1070283535,
FL % AT DU Mg TR UL, B C, S (C, KD BREL . (C, b
) BRALSUEE . T (C, BEED) S 4 ~ STUPRIR AL AL L (C, HFED) L. —
$E0) SASLREEAN ~ 8TUIMR G L L DA IR LU .
[0145]  [C-3]ARHE[C- 1]k [C-2] vhcdalny g s, Horb A G2t - IR G s - IS, 2
AR — 3B T A ST INR R RIS A5 o
[0146]  [C-4JARIR[C-1] ~ [C-3]HE—TC At Iy i, Forh , (B SR 1R 7 JyAr®-NRR
FIERIE G« B AL F A — 353 A0 2 A - NROR RIS S i &5 , Ar® SROF
R FaRFTE X
(01471 [D-1]—FMeEwihlid 5k, ARk [A-1] ~ [A-44] . [B-1] ~ [B-5]. [C-1] ~ [C-
41FH-1] ~ [H-44] A E—T0 80 5 7
[0148]  [E-1]—Fhu & zRART R B A R A I 28 SCABIDE S R FR i i g , T
[0149]  [fk~5X8]

0

2
[0150] R1’u\ ~-R

N

R®
(01511 [Rrp, RERPFIR & [ ot e, e, Horh RYCRPRIRC ORI 12500 15+ 404
T H6PL N,
[0152]  [E-21AR ¥ (E- 11 Fhddlny g, Hodb, FaRysfI7E [A-1] ~ [A-44] ([B-1] ~ [B-4]
FILC-1] ~ [C-3]HE—Tc iy e H
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[0183]  [F-1]—FPe s HEALTIRI A7 AL N aad 22 SIS N Bl tL S 5 v, il
AR TAE  , A sCART R BEIE A8 A I RTA I HhodE A T2 SUIBIBR S R R B,
[0154]  [ft-#39]

O

2
[0155] R1JJ\ R

N

|

R®
[o156] [, RURPFIR® & [ st lgC, etk , Horb R REFIRIIRR I 150 & 1 94l
L H6LL N, SR B B B AR 1 2SS
[0157]  [F-2]AR [F- 1] Hc a7y 7k, ok, Byl N, N-  HHEL S el (DMPr) SN,
N- W (DEAC) FIN,N- 2 BN L (DEPr) o
[0158]  [F-3]ARE [F- 118k [F-2] P T—Tc 0 5 ik, Horpr, R ia N N- — L
JlZ (DMPr)
[0159]  [F-414R#E [F-1] ~ [F-3] i fE—Td gy ik, Ko, iRt 530v /v % LA
L 50v/v% DL 1 70v/voe A E VER90V /v % DL I ik EIN,N- — HIE Y R (DMPr) WN,N- 2,
SOl (DEAC) FIN,N- — 3P Belt (DEPr) R 2 /D —Fhi a1 o
[0160]  [F-5]4R#E [F-1] ~ [F-4]HfT—Incdun s ik, B, BRI A EE30v/v % DA
F50v/v% A ELTOV/v% DA 1 ER90v /v % DL EION,N- " FHEE el (DMPr) 7451 o
[0161]  [F-6]AR#E [F-1] ~ [F-5] HT—Tc & 5 ik, Horpr, 58 AR S AE0 ~ 200°C L0
~150°C.0~100°C .0 ~80°C.5%25~80C FiEfT.
[0162]  [F-7TIAR#E[F-1] ~ [F-6] T —Td a5 ik, Horp, b a5 [A-23]
1CHMOIE (Catl) | (Cat2) . (Cat3) « (Cat4) Fl (Cath) HATE—F AT RHIEEE S VIR .
[0163]  [F-8]AR#E[F-1] ~ [F-7TIHT—TBd a5 ik, Horp, i fu o [A-24]
1CEE (Cat6) A (Cat7) HAE—T A SR L 71
[0164]  [F-9IAR#E[F-1] ~ [F-8IHT-—Tld sk 7 ik, Horpr, a5 (5 28 54
HIFEAE A, PIT S48 S e b 1O (s PSR SR (T1)) WU (Z2RFED) 58 (0) = (T3t
PIFRD) 40 (0) FAB INE D FACEE (- AR Rk (-G I 55 Sl — R k. (1,
5-BRaE ) A (L IR L FHID) 410 (TT) (2 - 3E-1, 1 - ok -2-358) HIREER A0 (11)
TR (1) R E /D LR S % E [A-25] dic a2l 0 s fid i (L)« (L2) .
(L3) + (L4) « (L5) « (L6) Bk (L7) el Z AL REA (L8) « (L9) « (L10) « (L11) 8k (L12) s H AR
MBI ST BRI -
[0165]  [F-1014R4E[F-1] ~ [F-91HAE—Dd 275 ik, Hrp, Bl ek B
Buchwald & LAV IR (G1) \Buchwald S 24V T4 (G2) \Buchwald 58 3L T
A (G3) \Buchwal d 2B 4 4g Y75 44 (G4) Buchwald 28 5484875 44 (G5) 5k Buchwaldzf6
RAEE AT (G6) ARSI 7 .
[0166]  [F-111ARFE[F-1] ~ [F-81 T —DBIc sk, b, iR a5 s &
P, B E 48 G e R FORL O AR (TD)) Y (GRS 40 (0) V= (A
SEPE) 5 (0) EATINE Y0 EALEE (- PURERD) 284K, (1- FHELIE S 38) Sl — 2R 4k
(1,5-FRy 0 B (= PR FEE R D) 40 (11) & (27 -3 3-1, 1 - -2- 350 FIRRR 50
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(IT) AR RRAE (IT) AL A 5 e F [A-27) it o 2 B ik (LD) © (L3)
5, (L6) TR BCAR AR AE ] e A I SR AORC A b O fA 4 A T T B o

[0167]  [F-121ARHE[F-1] ~ [F- 11 HE—Dd & 5, o, R 225D URbise
{ECIE I HERR Y pKa 23 VA _E 1A HURAIAE K R ) L BERR [ pKa 9 ~ 20/ JCA LR )
Bk

[0168]  [F-13]ARHE[F-1] ~ [F-12] v T—Tic sy ik, Horb, oot 1 1k I gk
528 R O BRIR 26 R B I BEER £ R B INC,_ b A S S e o

[0169]  [F-14J#4fE [F-1] ~ [F- 13] i {TE—T0 i 2, Hoh, Bkt F2-B0 T 31,
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TGS VER RSB S8 (B, SRS AR FL 5 ) RIRC IR AEAST B A5, T 6
o B AT VERTE PR RD LS S R 28 PO G R MR fE AT 4 55 LRREA E 1Y
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[0406]  FEACK A —AN T 5 CH, 22 BIDESC R A SN AEAE BT A E AL 57,
g aT DA A SERA A5 i 2 s S sk AR 2 S o A0 A FHEE AR IS 0 T, 7E2RC-0
FIE RSN LT, AT LA K Bllis AR A 2 BB & TR C-NBETE A S R 1 2
J5, FT VAR 24 AP A o

[0407]  {ENEEAEALF], SUELE i BRABAE A2 SCABIDE SN FR A FHTR S AR A 7 5 A e B
SE AN AL, BT AT DAfE T £ BR 4 Pd (dba) ,«Pd, (dba) ,Pd, (dba) ,CHC1, HPIE AL
B IR AR AR (- AEERD) IR AR (1- MR PN D) S AR 28 Ak (1, 5-343 ) W
(R R FED) 40 (TT) « (20 -R(3E-1, 1 -BEok-2-55) HIRREG A (IT) 2R fk%:,

[0408] G R 75 S th AT UG AL AR A DB, (51 ana] 28 HH = ke LB (PCy,, (IR L) <P
(tBu) , (AT HEBE) < (-G WG HD) -1 T ALk (cataCXium A) U T 2R FELRE ((tBu)
,PMe) = MBS (P (Ad) ) U] FET R EEEE (Neopentyl (tBu) ,P)) =5 BRE (=K%
Bl = (RBHHZEED) JB (P (0-Tol) ) &

[04091  bAh, MEMICAAK, PTASHE e RS BB, 9 2XPhos (2- “PRCLIERERE -2 .47 ,6 -
= SPNEEK) (SPhos (2- “IRACVEEEIL -2 6 - A ILIEK) \RuPhos (2- IR LA -
2,6 - RNFEEER) BrettPhos (2- (CHCIEERD -3,6- —HI5EIL-2 ,4 .6 - =R
H-1,1 -JK2K) LtBuXPhos (2- N T 3 EEE-2' .4 ,6 - = NEEIE) (CPhos (2- “FACL
fd-27 6" - (N,N- — HHIL L) BeoK) JDavePhos (2- — A AEHEIE-2" - (N,N- — HHEEGH
F) BEIK) GPhos (3- (BUT 4L -27 ,6° - —RN3E-6- L1, U -IpoR] -2-38) IR 3E
J%) . tBuDavePhos (2- U T JEBEEL -2 - (N,N- — FIEEEL) BEK) \VPhos (4,6- 40 ] 4L -
2 - TERC IR - 2- ISR IEIEY) (EPhos (T ERC A (3- BN E-2 .4 ,6 -=FHEE-[1,
U -] -2-38) BB CyJohnPhos (2- XK AL ELH) \RockPhos (2- — GBUT 3% B3k-27
4,6 - = PEE-3- AL -6 - LI . T 2 (27,47 ,67 - — N3 -3- FHAE 2L -6 -
F-11,17 -OK] -2-30) 9 Me, tBuXPhos (2- R T AL -3,4,5,6-PUHIHL-2' 47 |6 - =
SE-1,1 - \Me, (OMe) tBuXPhos (Sigma-AldrichffJ H %45 :792470) .
tBuBrettPhos (2- (AU T 3EREIL) -2 .4, 6" - =N AE-3,6- HISE 1,17 -FE) .
AdBrettPhos (2- (- 1-4 W EREID) -2 ,4° ,6" - =N EE-3,6- -1, -5 o
AlPhos (T-1-4Wkidk (47 - T H-27,37,5”,6” - DU -2 , 4,6 - =Sphd-2- gt - =
EDR) ) 25 | B B B T LI O AL ((tBu) PhCPhos (2- [ GRUT 350) ZRELEEL] -2 |6 -3
(N,N- HHEE D) K ) L 5 AL 2L B (PhCPhos (2- —2RILREEL -2 |6 - (N,N- —Hf
FLEU0) BOR) (3, 5- A (5 L) KHL) (20 ,6" - (T HIELSAHL) -3, 6- — IS ALK -
2-55) BB (3,5- W (AR D) ZK3D) (20,6" - (RN -3,6- — IS REOR -2-350) i
JackiePhos (2- {(®[3,5- 0 (= FH3E) AL BEAL) -3,6- “HISEL-27 4,67 - =N 3E-1,
U -1 ) e 05 B (APhos ((4- (N, N- ZHIBE SR JRED) 0T 241  (tBu) ,PPh,
MorDalPhos (2- MMk ELREL = (1-GHIEEED) ) (TrixiePhos (2- (CLAUT R -1,17 -1k
2538) \meCgPPh (1,3,5,7-PUFHI3L-6-2K3L-2 4, 8- =5 2%-6- Wi 4 M%7 ) .QPhos (1,2,3,
4,5-FoRF-1 - (AT e — %80 wcataCXium PICy (2- (" EACALEIE) -1- (2,4,6-
— HHERL) - 1H-BRIE) \CyBippyPhos (5- (IR -1 ,3 5" - = RE-1" H-1,4" -k
NHEME) \BippyPhos (5- (U T 3EBEEL) -1 .3 ,5 - =KEE-1" H-1,4 -BXM) \AdBippyPhos
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(G- [Z Q-GN D) BEEE] -1 ,3" .5 - =5-1 H-1,4" -HRItME) (cataCXium PtB(2- (=
BT HL D) -1- K 5L - TH-TEME) ccataCXium POMetB (2- (U T BEBESL) -1- (- WIS AR
35 -1H-MHS) (cataCXium PIntB(2- (R T ZEBERL) -1 - 2K -5 W) &5,

(04101 bAbh, FEIN A, AT 28 HOBCR RBCAAR , B andppf (1,17 -8 GRIEBEEL) %0
dtbpf (1,17 -8 (AU T BB — %4k JBINAP (2,27 -0 (T OREEEEL) -1, 17 -IEZEED) |
Tol-BINAP (2,2" -8 (N FOREERED) 1,17 -BKE55D) \XantPhos (4, 5- 8 (CZREEERD) -9,
9- — FHJENET) (N-XantPhos (4, 6- 8 (T IRFEEEL) MIENE) | Josiphos ((R) -1-[(Sp) -2- (-
RO AL k] SR AT B

[0411]  Jbabh, FENECAAR, ATASHRN- ZRERARIE (NHC) Bl A, B anTPr (1,3-80(2,6- P2k
IRIL) R -2- 3 5E) (STPr (1,3-80(2,6- P IEIREL) BRI LT -2- 7 5E) L IMes (1,3-8L(2,
4,6- = FIBELIRED) bR -2-FEL) (TPent (1,3 (2,6- -3 JREEAIL) kg -2-[3E) ) 5.
[0412] 534N, A0 AT LU P e A B AR O R B2 S ¥ o A A R i 4k, AT
PUE FBuchwald 28 1B I RT 74 (G1) o E A, 7128 XPhos Pd G1.SPhos Pd Gl
RuPhos Pd G1.BrettPhos Pd G1.tBuXPhos Pd G1%,

[0413] RN BT, AT LA FHBuchwald S5 20 MR A AT 44 (G2) o 1 HATI -, R 2%
HXPhos Pd G2.SPhos Pd G2.RuPhos Pd G2.BrettPhos Pd G2.tBuXPhos Pd G2.CPhos
Pd G2.DavePhos Pd G2.CyJohnPhs Pd G2.APhos Pd G2\(tBu)2PPh Pd G2.MorDalPhos
Pd G2.PCy, Pd G2.P(tBu),Pd G2.cataCXium A Pd G2. (tBu),PMe Pd G2.Neopentyl
(tBu) ,P Pd G2.P(0-Tol) ,Pd G2.XantPhos Pd G2%.

(04141 {EI AR T4, AT LA FHBuchwald S5 3 AR A A 44 (G3) o /1 HLATI -, T2
HXPhos Pd G3.SPhos Pd G3.RuPhos Pd G3.BrettPhos Pd G3.tBuXPhos Pd G3.CPhos
Pd G3.DavePhos Pd G3.GPhos Pd G3.tBuDavePhos Pd G3.VPhos Pd G3.JackiePhos Pd
G3.CyJohnPhos Pd G3.RockPhos Pd G3\M64tBuXPhos Pd GB\MeB(OMe)tBuXPhos Pd G3
(Sigma-Aldrichff) H 54w+ :804193) < tBuBrettPhos Pd G3.AdBrettPhos Pd G3. (tBu)
PhCPhos Pd G3.PhCPhos Pd G3.APhos Pd G3. (tBu) ,PPh Pd G3.MorDalPhos Pd G3.PCy,
Pd G3.P(tBu) ,Pd G3.cataCXium A Pd G3. (tBu),PMe Pd G3.Neopentyl (tBu),P Pd G3.P
(0-Tol) ,Pd G3.QPhos Pd G3.TrixiePhos Pd G3.meCgPPh Pd G3.dppf Pd G3.dtbpf Pd
G3.BINAP Pd G3.Tol-BINAP Pd G3.XantPhos Pd G3.N-XantPhos Pd G3.Josiphos Pd G3
&, AT AR SR ITA .

(04151 {E AR BT, AT LA FBuchwald SEARHR AL AT 44 (G4) o A HATI -, T2
4 XPhos Pd G4.SPhos Pd G4.RuPhos Pd G4.BrettPhos Pd G4.tBuXPhos Pd G4.CPhos
Pd G4.DavePhos Pd G4.GPhos Pd G4.tBuDavePhos Pd G4.VPhos Pd G4.EPhos Pd G4.
CyJohnPhos Pd G4.tBuBrettPhos Pd G4. (tBu) PhCPhos Pd G4.FRERILA (2-M (3,5-
(o D) AL RE D) -3, 6- “HISAEE -2 6 - (CCHERSID) - 1,17 -IR) (27 - AR % 0 -
1,17 -IR-2-25) 48 (I1) \APhos Pd G4. (tBu) ,PPh Pd G4.MorDalPhos Pd G4.PCy, Pd G4,
P(tBu) ,Pd G4.cataCXium A Pd G4. (tBu) ,PMe Pd G4.Neopentyl (tBu),P Pd G4.meCgPPh
Pd G4.dppf Pd G4.BINAP Pd G4.Tol-BINAP Pd G4.XantPhos Pd G4.N-XantPhos Pd G4
£

[0416]  {EI AR T AA , AT LA FHBuchwald S5 SAMR (A 44 (GB) o /1 HATI -, T2

37



CN 118043308 A ﬁﬁ HH :I:; 31/105 1t

HXPhos Pd G5.BrettPhos Pd G5.SPhos Pd G5.RuPhos Pd G54,

(04171 RN BT, AT LA FHBuchwald 556 A AR (7T 44 (G6) o 1 HLATI -, T2
HtBuBrettPhos Pd G6 TES.tBuBrettPhos Pd G6 Br.AdBrettPhos Pd G6 Br.GPhos Pd
G6 TES.AlPhos Pd G6 Br.AlPhos Pd G6 OTf%:,

(04181 RSN AL AT, AT LAGE FH =G0 (TD) 48 590 o N H A, AT 28 HiPd (PPh,)
2C12\Pd(PCyB,)ZClz\Pd(dppf)ClZ\Pd(dtbpf)C12\(APhos)deClz\(AdBippyPhos)ZPdClz/é?0
(04191 (Rl s AL A 44, P DABE HIEE (0) 5570 o /E  HoBilF, AT HE DT (R 3 4
(0) B (IR R 4 (0) A (0T BE39) £ (0) 55

[0420] R SEAEAL AT A, AT A FH XA EE (D 255 W A0 H A5, TSR CORUT 2%
Jige) A (1) 2R At (U T30 58 (D) 2R 4R

(04211 fEJSEHEATTITT A, P LAGE FH Mm-S A SRR 7] o A1 ELPI 1, 28 HH XPhos Pd
(B3l G (B Q- IR H -2 4,6 - = RFHE-1,1 -0 #(11) .
SPhos Pd (2 5 3%) C1 (G (R 5L (2- A AL -27 .67 - “HIs -1, 17 - oK) 58
(IT)) \RuPhos Pd (E2Z3%) C1 G (2 38) (2- PR AL -2 .67 - P sedt-1,17 -1k
) 8 (I1))  [BrettPhos Pd (L) JOTE (L 52k (2- “IACAEREIL-27 47,67 - =Sy k-
3,6- “HISEAEE-1,1 -0 =5 FIER D (11)) « [tBuXPhos Pd UAPNZL) 10T U2t (2- —
BCTIPREIE-27 47,67 - =R AR -1, U IR s R (1)) | [tBuBrettPhos Pd ()
L) JOTE Ui AL (2- U T 2R fESE-3,6- A AE-2' 47,6 - =3 A1, 1 - IR =
PR A (I1)) “AmPhos Pd (E2 2 2%) C1 Gl (2 23 [ O ZHHIRRSURREE) (R0 T 245D ]
B (I1)) \P(Cy) 3Pd (2 2 35) C1 (Gl (R 2 3) (PR ERED) 58 (1)) [P (tBu) 3]1Pd (2 5 5L)
Cl (ZAUT £k (50 (DT ED) 48 (11)) « [BINAP Pd (P9 3E) 1C1 ((R) -BINAP Pd (I %0
CLymEEL (R) -2, 2" -8 (RERREAL) -1, 17 - IR ] Ukt (T1)) | [XantPhosPd (KA
) 101 M EE (4, 5- 8 (AT RESD) -9, 9- — FHELRERG] S AL (I1)) &

[0422]  {EINAEHEC IR A, 7T LAGE FHPEPPSTHEAY A o 17y HLAb-f-, F] 2§ HiPd-PEPPST TP,
Pd-PEPPST STPr ((1,3-(2,6- PN BEATE) DR EL) (3- Sk iE 55) — Uit (TD)
Pd-PEPPST TPent (1,3-A(2,6- -3~ JREEAIL) Dk -2- I IL) %5,

[0423] (R EEMEAL T A, 7T DA ] (NHC) Pd (s R 2E) CLIEAV T o /R FLBIF-, ATAS H
PIEELL, 3-8 (2,6- 5 AR IR - 2- P ] U (TT) VAP [1, 3- A (2, 6- 2k
IRFE) -2- R e AL ] AR (TT) L [1, 3-8 (2,6~ " S P FEREL) Bk - 2- T 3L ] S [3 - R34
L] AN (TT) 5.

[0424]  {EIN AL TR A4, AT LAGE INHC - PAZS FR AL A7 o 17 0 HoApl -, AT AGE AL, 3- 3
(2,6- S PR DR -2- A (1, 4- 257 41 (0) —SRARSE SR AR I T4 o
[0425]  YEA K BH— 75 H, AT DL ffi HIXPhos Pd G3.SPhos Pd G3.RuPhos Pd G3.
BrettPhos Pd G3.tBuXPhos Pd G3.CPhos Pd G3.DavePhos Pd G3.GPhos Pd G3.
tBuDavePhos Pd G3.VPhos Pd G3.JackiePhos Pd G3.CyJohnPhos Pd G3.RockPhos Pd
G3.Me,tBuXPhos Pd G3\Me3(0Me)tBuXPhos Pd G3.tBuBrettPhos Pd G3.AdBrettPhos Pd
G3. (tBu) PhCPhos Pd G3.PhCPhos Pd G3.APhos Pd G3. (tBu) ,PPh Pd G3.MorDalPhos Pd
G3.PCy, Pd G3.P(tBu),Pd G3.cataCXium A Pd G3. (tBu),PMe Pd G3.Neopentyl (tBu) P
Pd G3.P(0o-Tol) ,Pd G3.QPhos Pd G3.TrixiePhos Pd G3.meCgPPh Pd G3.dppf Pd G3.
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dtbpf Pd G3.XPhos Pd G4.SPhos Pd G4.RuPhos Pd G4.BrettPhos Pd G4.tBuXPhos Pd
G4.CPhos Pd G4.DavePhos Pd G4.GPhos Pd G4.tBuDavePhos Pd G4.VPhos Pd G4.EPhos
Pd G4.CyJohnPhos Pd G4.tBuBrettPhos Pd G4. (tBu) PhCPhos Pd G4.HEAFERAR 7 (2- B
(3,5~ (= FAE) ZRILRRIL) -3,6- —HISAE-27 6" W (CHIEESED) -1, 17 - (27 -H
FEEUE-1, 1 - IR -2-30) 4 (11) \APhos Pd G4. (tBu) ,PPh Pd G4.MorDalPhos Pd G4.PCy,
Pd G4.P(tBu) ,Pd G4.cataCXium A Pd G4. (tBu) ,PMe Pd G4.Neopentyl (tBu),P Pd G4.
meCgPPh Pd G4.dppf Pd G4.tBuBrettPhos Pd G6 TES.tBuBrettPhos Pd G6 Br.
AdBrettPhos Pd G6 Br.GPhos Pd G6 TES.AlPhos Pd G6 Br.AlPhos Pd G6 OTf.Pd
(PCy,) ,C1,+Pd (dppf) C1,+Pd (dtbpf) C1, (APhos) ,PAC1, B (—FRCLIEME) 41 (0) B (T
ELJ¥E) 4 (0) Pd-PEPPST IPr.Pd-PEPPSI SIPr.Pd-PEPPSI-TPentfE ha (b 71 44k , s
B R DA g f# FHRuPhos Pd G4.tBuXPhos Pd G4.RockPhos Pd G3.BrettPhos Pd G4.
tBuBrettPhos Pd G4.AdBrettPhos Pd G3.AdBrettPhos Pd G6 Br. (tBu) PhCPhos Pd G4
VRN AR AT AR o

[0426]  {E AR K BAR—/ )7 H, A] DA FHIXPhos . SPhos . RuPhos.BrettPhos. tBuXPhos.
CPhos.DavePhos.GPhos.tBuDavePhos.VPhos.JackiePhos.CyJohnPhos.RockPhos.
Me,tBuXPhos \Me, (OMe) tBuXPhos \ tBuBret tPhos AdBrettPhos. (tBu) PhCPhos \PhCPhos .
(3,5- B (= D) AL (27,6 - B (CHEEESD) -3,6- HISELNER -2- 50) B B (3,5-
R F L) REL) (27,67 - W (N -3,6- —HISEIEIOR -2- 38) [ . APhos . (tBu)
,PPh.MorDalPhos.PCy3.P (tBu) ,.cataCXium A. (tBu) ,PMe.Neopentyl (tBu) ,P.QPhos.
TrixiePhos.meCgPPh.dppf.dtbpf.cataCXium PICy.CyBippyPhos.BippyPhos-.
AdBippyPhos.cataCXium PtB.cataCXium POMetB.cataCXium PIntBfE AEE e YTl K,
W B2 T DA %6 {8 FHHRuPhos . tBuXPhos RockPhos.BrettPhos.tBuBrettPhos.
AdBrettPhos. (tBu) PhCPhos.BippyPhos.AdBippyPhos.cataCXiumPIntB.meCgPPh{E A4 a:
IR o

(04271 {EACR I — )7 5, AT DAl FH R \Pd (dba) ,+Pd, (dba) ,+Pd,, (dba) ,CHCI,+
ML AR R S (- PIAERD) 2R IR (- FI3E R N 30 U s — 2R k. (1, 5-34
) B (= I R R D) AR (TD) (20 4438 -1, 1 - -2-30) FIRRIRAE (1) — %
PRAE LR, Rl rT A de i HIPd,, (dba) ,CHCL /AL 1

[0428]  Jfifi FHI P B ke A 7RI 24 1 Z50RT DA F AR IUEEOR N B3 Y %€ o AE AR B —ANJ7
2 I AR Ty A2 SCARIBE S ) — P Joa 1) B AT 10 23 i -4 2 AR e & (e
ABIAA A1k X - A BB &) AU 711 24 H 28T LIS 0. 001 ~ 102
#.0.001 ~7.55.0.001 ~54F.0.01 ~ 5417 . 5k0.01 ~ 357 . Fr i B AR 24 = %%
AT DA ARG G 218 E , a0, AT B s AP &9, rTEA# 0,001 ~
10244:.0.001 ~7.541.0.001 ~ 544 .0.01 ~ 524 5. 5k0.01 ~ 345 . pir i FHAO L5
AR 2 1 28T DA AR USRNG5 , Ban, AR T2 s AR &4, AT A
0,001 ~102442.0.001 ~ 7.52412.0.001 ~52412.0.01 ~ 541 . 5k0.01 ~ 3241,
(04291 7R R WA —J5 =rh, 9050, AR 10 28 SUBIBE SR 55 ok A g A3 BT
AV F3— P 5T AR BET A e 2t &9) Al i 2 &t
T PLE 0,001 ~ 1024H5:.0.001 ~ 7.5442.0.001 ~54H.0.01 ~ 544 .10.01 ~ 324
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o T A BCAAR Y B 20T A R ARSI RN DR %€ , 49040, A Tz te &9, AT LA
% 50.001 ~ 1024H.0.001 ~7.54.0.001 ~ 544 .0.01 ~ 545 . 5k0.01 ~ 34 . fir i
PR T Y B 20T DA ARSI AR Dl Y e , Blan, A Tzt &4, T A
#M0.001 ~ 1024 5.0.001 ~ 7.5 .0.001 ~ 54 .0.01 ~ 54 . 50.01 ~ 324+,

[0430]  FEACK A —AN T 5 CH, 22 BIDES R AR B A IR N AT A E B A7,
e DA A SERA A5 i 2 B 25 5 o A8 B B IS 00 N 7E R C- OB Al S M
ST, T LA FHOK Bl A A 2 AP R S TE N C- N Rl S R R L 5T, AT DA
Rl A

(04311 YRR, BT BRABAE A2 SCABIDE SN FR A FH TR B e A 7t 5 A e B
TE AE AL, AT DA (1, 5-FR3F ) B 3 (1, 2- ISR KD 8 R
(1,2- “HEIE LKD) B SE (TD) VB (TD) =5 AR B (11) A (=5 eIl
Ji) B (1) S BePS e (1) AHERER (1D) &5, Wl LARE SR R /K AEA R B — 5 U,
RIDLUKE e A (1, 5-BA —0) BN SR (D A/ D IR S 3% B =R 388 1, 1 -3
(CIREIRD) RN, 3- A (CIREE D) NG =/ D U AL ST B B e 57
R SABII A o

[0432]  Fypfsli PP ERAEAE R 1 24 T 5T DA AR TB B R D 23800 o« AE AR L I —A T
OH B, AN TR A8 SCABI SR ) — R o ) FLAT b 3= -2 i RPN & (e
AL g A X - A RIS ) B 24 RO PR 0..001 ~ 1024
F1.0.001 ~7.5244.0.001 ~ 545 .0.01 ~ 545 5k0. 01 ~ 341t Fp (i FH R mO A4 10 24 H 4%
AJ DA ARSI R AR DO 218, 9, AR A B AR A e &, nT A 0. 001 ~
1024H.0.001 ~ 7.5 5.0.001 ~541.0.0 ~54H .850.01 ~ 34 & . B L 71m0
HTRI Y & 2500 AR ARG R R D M e, lan , Ao+ B s ARk &9, nl LA
#M0.001 ~ 10245 .0.001 ~ 7.5 .0.001 ~ 524 .0.01 ~ 524 . 50.01 ~ 324+,

(04331 FE A AR — T3 5 CH B2, ARG 70 22 SUB IR SN Fh 5 R A B9 2 R 1
AV 5 — PR i (FEASUE A A5 o g bR (e S 02 &) |, el 2 &
BOTPL% 50,001 ~1024H.0.001 ~ 7.5 .0.001 ~54H.0.01 ~54H .850.01 ~ 34
o TR BCAAR Y S 20T A FR AU RN DR %€ , 4900, A Tz te &9, AT LA
% 50.001 ~ 1024H.0.001 ~7.545.0.001 ~ 544 .0.01 ~ 545 . 5k0.01 ~ 34 . fir i
PR T Y B 20T DA ARSI R AR Dl Y 3EE , Blan, A Tz &4, T A
40,001 ~1024HE.0.001 ~7.5244.0.001 ~54+1.0.01 ~ 54+ .5k0.01 ~ 324 5.

[0434] LA HH—ANJ5 1], 22 SABIBESON /T AU AR S A PR 11 B A 2 5
X AU g — R BT A B, 07 B B A B S A R IR IO 2 S5 A s s BIFR
BIATRTASHHC, 5 A IGERIIA 5l B by Mo F O WNANSH 1A LB IR 195 ~ 107005
BRI B R R L S U A5 LA LL B Bl ST DL T ~ 1041 ~ 54,
k1~ 3N LI AL AW T S A B AR OIS LT, B 253X AT DIARIR o mT
PARIA . 4N, — AN BT DL S 1AL HA s LR R 1, (L W ] DA
AL EEH AL s BRI 5 E R AE— A X A A A LA B A IERX
[0435]  {EACKRHIRO—AN 2o, B 2R PAX D sd 2R 15 -0-S0, R AE L ety =,
R IR IR TS SR, £E A 2o, B LR X ORI 1
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[0436]  E2N T 516 &3 SUBI I &4, T LABE TR A BRI T A C - OB IR R A
S} BRI R C - N H-NIE A 5 W2 A AR IR — N5 1 A S P2 B AT 16 FL R IE K C-0
B EEANRRAE I A C - NS H - NEE R LA DL E I SRR BE AT o £ SR P BE TR A4 ()15
O, BT PIARIR AT DAAS R A —AN 7 30 A S a8 A SN I RE A

(04371 AR BN —ANJ7 1, G 2.2 B RS IZ B C - OBE ML AL 5, T Bl K
I o AN, AT RHO-RPF R A1 o FEIHE  R7 NG, bedt C, i3 C, JB3E C, Fhke
F.C, B C YR B A e Mg O WNFISHR I 1A PA_EBRZE BT 115 ~ 100447
36, % AT AR e B U T R C (B C ) FEsESE (C, K I0) FRIE. (C, (b
SAAE) PREERUEE | (C (Fidh) BRAR I | (Cy 0520 SRR AL Ak Mgk 11 0 NS H L
AP A2 195 ~ 10704 5 B R B AU VAU L L (C, Jbidh) S AE . — (C, k)
SRR ~ STCIMR AL AL E LU

[0438]  {EACK BII—ANJ7 2, AT AR FIHO - R Al HO AL B hy 5 SUBIBE O L 5T o A A
KBS —J5 =, AT RUE A3 - S H0 - RO R L S i L 22 S5 A O S W e o =2
SUBBEIIBE T - A — A R, 20 T S HO - RO R S i S L S A
SR T HO-R S 7 P JE A DA SN ST L A

(04391 AR I —A T3 2Urb, nT DA FR AT N OTEIRH S R PR TR AR 2 22 SR 5L 5T
Ffe R A5 B PR IR 22 PR L TR 28 1A DA EHO-ROF RO A sl AN A 43 7
AEHO-R AR SIS W AR, SR B8 Z L 4 rhadE B R A
B BRI, 70 Rl g U, AT RARE TR A 12 S 2 e B B AT e 5 (P AN ) [ AR /5 i
BB R 28 SABE ) RE 5T

[0440] AL WA —NJ7 1, L S W22 B A BRI IE A C - NEERIH-NIL AL &9 , w9l
SR A A AR IS, PTIRINRR Bl R (AL & o AR ROFIRT S5 e A R A5 0 %0
JF RS ~ TIUHIANZR IR, 122 BR AT AR g 1 1~ TR L€ Wi C) i
B (C, Bt dh) IR (C BT ED) ARSI L (C) Jidh) PRSI (Cy )5 30) AR AL
AT M O NFNSFRIANPA_EERZRIF115 ~ 1002 5 At 2 5 . — (C_(Hidh) &
B4~ 8TUIMIR G V2R R AL | (C) K dh) 2l BREE . — (C) S Bh) 2l EL BN ~ 85cErtk
SESREE PN EL IR,

[0441] k&

[0442]  ROFIR™4% [ MW EURU T C, bidk C, JBHE.C, JEEC, FABEEE. (€, Bt Bt
B, (Cy 5 20) B3t AT M 1 O WNAISHI LA EIRZRIET 195 ~ 1002 05 Rt |
C,  JBEREC, | TS HE B A S gt 2k O WNANS LA DA R ERZRIBT 11195 ~ 107044053k
& BT Ay e U R L C BEEE ) e (C (FEs D) Bk (C) (Hie
B0 AL L (C,_ S BD) BRI aIE L (Cy, )7 5D BRI SUEE L 8oy Mk 1 O NS H 14
PA_EFRZRIE T105 ~ 10 028 F5 FE AR GEE . (C, JHid) 53K 4 ~ SIUIREEE  B3E it |
(C, Jeh) GBI . — (C, Hidh) TEFRIEN ~ STUIRIREASEF R P LA PA IR
R

(04431 FEA L WIRI—ANJ7 2rh, AT DA FHNRR o (A S0 e SABEE ) BE 5T - F 2R
KA A — 2, WA A T A S HINR R s L A i 2 G e A e 2
SUBIEIIRE  AE— A 2, 2 T S HINRR s S e A e S A

41



CN 118043308 A ﬁ'ﬁ HH :I:; 35/105 11

SR FETHNRRT (1 R SE AT AN B P o
(04441 LA —J5 20, AT LA A AR RETAR & e PR i 1 D 22 SUARER O RE o
FTR AR 5 R AR 2 A e S TR A 1AM EENR'R R A A s AN A A5y o
WEHNRR BRI AP AT & AR, BB SRR A 4 ik B T
DR, AE R A, PTLAGE R A2 A e e fe RE R 5 O A 0 [ A0 75 1 P
PERRTE 22 SR SL5T
(04451 FEARGEA R, “ROFIRT S5 & A TR A 1O U 1 — T RU5 ~ ToCHRNZL IR
75 ~ T E B MIMIZE PR A R U RIE , 1A AT LA RS A7E S IRIE  WIR e AR A A RHED AR
RPN — R =R B o 2R I AR A IR
[0446]  LEACL IR —AJTI, 22 SUBIERORLAE (8 SCART S OBl AR PR PR Fh gk T
[0447] [t 24]

O

2
[0448] R1JJ\ -R

N
I

R ()
(04491 [ RN RPFIR & kT 3ol C, e, Horh R GRPFIR OB IR T 5010 2 1 4bL
T H6PA R BRI S, AN- O -N-EL Ol N N- — 2 FE AWl N- FHE-N- Py 3L 2 1k
Jii N- O EE-N-TAEE Ol N- FHIE-N- T 3L A% N N- — FRIL B N- 386 -N- FHEEPI I:
Ji N N- — LB N- 3L -N- PR SR el N - £ 36 -N- FEEE T e N N- — FEE T ki
NON- R T el JNON- RS T e JN- O3 -N- PO S T e N N- — O R % T e
Ji% o
[0450]  FEAC LA OCLER T s CH, Bl RPN, N- LIl N N- — 3L 2T
BN, N- LR o 45— 5 i AL 24 DA sRA R R IR e I 2R 7 TR 5 v )
PERAE AR R IA 7 o A5 J7 20 A T2k F AR R e 2 i 7 ) LA 75/ E
A& AR SN IV A o AE— 5 2, B 530 % v/ vEA .\ 40% v/ vEL 1 50 % v/vLA
F60%v/vPL . 70%v/vPL F80%v/vPA I.85%v/vPL F.90%v/vPA I 8k95% v/vPA -
AR R RIS IR T E R 22 AR SR R A5 o
[0451] sz Wit B P LA PR AT RN D e , Il LA M0 ~ 200°C .0 ~ 150°C L0
~100°C.10~80°C.5k25~80°C.
[0452]  FE A AR — T3 10T, AT DAAE 38 SIS A R o sk T DA FH 2 5 FH 138 X
BV 52 57 R AR, T DL FH 2 R IR A o 25— 5 b, BRide 1 7F i L 3R 1)
pKa 2304 A URAIE K Fh R LR RR R pKa 9 ~ 201 JCHT LR 1 i, PI B ItiE |
2,6- —HILIRE .2, 4,6- = HIELNEEE .DTBP.DTBMP . = /% .DIPEA . 4 - I EL I ik . DBU .DBN .
MTBD.BTMG.TMG 1, 8- % (— AL E{JE) 25 N, N- AL \P1- tBu P2tBus . /E— A =
FR e 12 T 3E-1, 1,3, 3- DU LN (BTMG) \7-FHH3E-1,5,7- %24 IR [4.4.0] 2%-5-
1% (MTBD) \1-Z.3E-2,2,4,4,4- F (T HIEEED) -20°, 40° - — (i) (P2Et) J1-0 T 3L-2,
2,4,4,4- T (CEELED -20°, 40 -1 — (W) (P2tBu) JBU T D 2 - = (T PEL D) ik
(P1tBu) 2- T FEM2A 5L -2- — AR -1,3- IR -1,3,2- (4% (BEMP) iU T
B S L - = (g 50) 5 (BTPP) A<t I MO BRIR Sk Bl JEB O BTG 26 8 S VI C B R ATk
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SRS - BT PRI 2 B 25T DA R ARSI EOR N i Y 30E , Bl A T-a
AIRER , T DL T ~ 1004 .1 ~ 755 . 1 ~ 504 .1 ~ 3045 .5kl ~ 1024 & .

[0453] <& SO N S NS TR AT DA R A SIUE R RN DR 24 156 0E , PR AE 153 B ~ 96718
N5 8 ~ T2/ V105381 ~ 48/ NIV 15731 ~ 48/ NI\ 53073 B ~ 24/ NI RTEHE N 5 E
[0454]  FE AR PEDD Y A IR, BIAAT A5 5 ~ LOTTIM IR AR Y A 2R, o35 1]
G 5 AR B A A 2k O WNAISFR LA L _EIAZR (15 ~ 10T 4405 & B, 7
LB, PSR ER ZE A IR DR JBEIS EA SRR DA L IH e B JBEMR TR | g EA IR IR
MEMRTR SRR PR DR R — R PR (ESE IR PREFEA ILEEER AR IR EERRER | S PEmREA L 4H -
IR TR RIR P Z5E BAS R IBR DA | AT TR | MRS BREA R A P DR A P R IAREA R FIBE sy
7NN RS- S 1S RGN/ SRR BZ N SRS T 411157 N/ B SIS NG 1S/ SR 1L 57 N N
FE TR R AMG|DRPA DRI T I e PR

[0455]  FEAUEI Ao PENC, | 05 58, PTG R B NZS L . 5340 M Eoh A B e 1 OWN
FISH LA _EIRZ 115 ~ 1070405 5, RIFI bl i 5 ey 26 g 6 L Mg 56 | g i
S g RE e B T B S s L IDR A L | D B I L | MR PR L L AR L | IR
B REMRIL | AH - PEEIR R (PR 3 2R L M AR | s L | IR | e S | L g
IRIARIEE RSy JiE IR TR 36 DR T S S R S 56 05| 6 DR FRmR 3 R
G R LRI I B

[0456]  FEAHAATH, €, Frdk Jhi it %51 ~ 619 ELRETRAN S HEIR I L T AN I e
SRS, AT L A3 EN S R INEE OE TSR TR T B RCT B 1 - FEE
PIEE IE R R R 2 - ISR T3 1, 1 - T HIEpIRE 1 - BN AL O A A - B R 3R R - &
ST R,

[0457]  fE AR, C, BE R BRI 1501 ~ A0 ELRER AN SCBEIR IR LU R A I 17 Je 25
HKIM S, AT L 3L EN S R INEE OE T SR TR T B RCT B 1 - FEE
P

[0458]  fr A5, C, M B A 1A DA OBGRERBR i - 202 ~ 6 BRI S IR 11 1
ML PR FE CIE3E (vinyl) V1-PAMEE  2- PRIASE (30 (MG -2- 2ER13- T Id3E
(F kPN AL (homoallyl)) 5,

[04591  FEAUEI A, C, JRILEHEFAA 1A LA L 3BERURRIA 552 ~ 611 EL ksl SRR 1
MBI, BIAN UG ORI 1 -PIRRIE (2-PIRRIE L1 - T P 2- T LIS - T HIESE .,

[0460]  FEAEH] 5, C, FABEERFECHR T T2 3 ~ SIENR I B I 2 5 o LA
ENEEGEZNAE- 7 WSS NSE S IEZNGE = N

[0461]  FEAREH] s, €, SR FRC, Stk -0-2k  fE 1t C,  Sedan b e S o HAR
(ki SN =E - SN R = B SR - T Gl = = = B S (= 7 15 e B
[0462]  FEAUEHIASH, (C, (Fid IR B HEC, JifdE-C(=0) -3, frt, €, it
FATE X

[0463]  FEASHIHH A, (C, Kidh) MIELEHEC, Fidk-C (=0) -3, 70k, C,_ Kidkn FRrE
Mo

[0464]  FEAULHPr, (C, (S B0 BRIEEIN “ (C,_ bt dh) ks an i X o

[0465]  FEAULHPrh, (C, (Hidh) Sl “C, Jr i dn e X
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[0466]  FEAUIIHASH, — (C, bt dh) SU8EM “C, K™ an T Airae X, AT LR AT DAASTA] .

[0467]  FEACUEHHAS R, 4 ~ STTIAIR G FP B AR RUPINE 2 VR IA |58 IS S B IR 2

WML M IR EE SR AT, il AU A A A .

[0468]  FEAULHPH, (Cy 0550 BRILEIEN “Cy_  J7 5 40 T E X

[0469] AL, fu Sy ik O NFISHI LN LA EIRZ 195 ~ 10024 5 5Lk

LR “R AT 1k A O WNAISH AN DA R IAZR 1115 ~ 10TT28 05 2™ a0 BT e

[0470]  FEACUEBH A, 2l L S2 5 - CONHL,

(04711  (C, Ked) 2 LI “C Ji i W b e X

[0472]  FrAEH] s, = (C, Jidh) S IL N “C, K™ an b i X, rTLAAHIA] AT A

NGB

[0473]  FE UG, 4 ~ 8TCIMR IR IE 14 ~ 8TCIMR A Z AN ke X, i am

RS

(04741 FEAULIAIH, (Cy  J7 58 FRIEIT) “Cy_  J7 25 W1 P aE 3o

[0475] AL, 0 Sy e O WNFIS I LN LA EIRZ 195 ~ 10024 5 5Lk

S R S 5k F O WNHISH I LA PA_E PRZ I 1115 ~ 10702405 58 4n R X

[0476]  FEAEHI s, = (C,_Jidd) FRELTILI “C, K™ dn A X, rTLAAHIAT AT A

A AE KA, A2 = AL b L = SR R e BT 3 — I e AL 4

(04771 FE AU, “B R R R R U - U B A U AR AR I

LR R o5 B 2ROy B R G AL B PE D CSE i pa 21, AT H 31

ST RN A AA LI, 5 22 RO e Bl — 35 B 2 e R A AT (e A 2

A Behi RS HRE IO T A E AR s R, AT H U - AN B 1 2R

FVERBURIE R SE P LR, A28 =3 FH R L AU 3 s — 0 A2 T S =

AR AN TR ORI S o A X O A 21 U1 TR R

[04781  YEJyRIAHE I LA I3 HURIC,_ Jotdik , B m] 28 H = i 3

[04791  FE AU Ao, C, | J5 BE B FE S VIR HON T ~ 1409805 U e AL o F

FEAF -, AR - IR G E 2- R O R V1 - 2R L 2 - 2R AL LA

[0480] AR AULHAAS R, Bl R B TR AR BN BB HE RN A TE R RE 2k A A SR 2R 1Y

i JE , BT 28 PR A

[0481] EKE%E’J*AEE,S\?XT%@%&W?L 51 iR 8 B Eh I SO Ak R gk

1T AZER A FEIBE , Blan vl Bl AR 4 mEh , ol e g sl IR W RIR 4 Jm 2k i X

PRI < JE 26 B Ss A R P e <6 E’ %,M&%M@ B e EE ??U??r

(AR 5 JE 6 B0 75 U - TR 6 B3k A M B S i TN BRI & SR 3 5 E N &

Bl AT 2& R AR  AEA I A T A, ks “Tﬁlﬁﬂj}ﬁQZTZ@x ﬂﬁhﬁﬂﬁﬁﬁﬁz =

SR FFA I 2 DU UG 7S om B IR S ol b (V) PR PR ORI B I 3k

[0482]  FEAC LI —NJ5 10, 32 SABIBESON AT DU EAT (0 G 1 a2 Fh 1T — 2 1R [ AH

G B IRV E N BRI T « 53N, AL AR —AJ5 1, T LUK T AR & s I IR 1E D

FEBURAIEAT A G BT I 28 e B R TR 8 2R DA B 3FHEA b VA FREA 1 5FPL |

THIPA b s 10FHUA_E e &L a2 vp 4T — 35 o A [EIAR At TR [l A & s FH AR JTE A2
ST T A A Bl TR IR 1A 5 B FR AE o 1 34511, 5 T Carboxy LicAJIE . CTCHY
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N8 Trt#t 5. SASRINKY IS Rink e g \PAL AMABJIG . Seiberfi et fig Merrifieldb s
WangMifig.2- (4- B HREIRARL) CERRKOIGUAIN B AT DA AR ROR O E A REE A
S VERBE R R AL R R ST R BRI AR A A B AN, 38 T DA 1T O TR X 25 2
RS eGP 2 AN SE R R R B T, BB zaE B i M S5z S 2 |H]
AT Rt A R B AE , B T SRR CIGPASN iR AT UAZSHIPEG GR & %) 55

[0483]  RGIUE AN DI DA A HISCk S v a8y ik il 4 soE i &1 k2
FHA T [EAR G B IR 7 T AN SN S5 2 o TG Bl AR g R DT R A S 1) S S 25 ]
DA AR B AR G151 Rir i A (B4R & sl AR TR A 8540 18 2 e A E D DI Y
A, BN, B T ERER W =R R (TFA) Z-HR1R 2,2, 2- =9 L% (TFE) .1,1,1,3,3,3- /NI
PIBE (HFIP) S5 HEELAS , 18 AT DA FHAE /K Hr ¥t pKa 2 10DA N 1A BH HIT 5 758  alA TR i %
IR o 45— 7 X, IR & B IR FR DT R & v] DATIVE 250 ER = 11 s 28 A
“¥.

[0484]  FE A A — A J5THIHE, 28 SCABIBE SR AT DA b B E A S P L A8 Ik ) 0 7y
PRRRIE 1 b A B R A AR 5 1 RIS B 208U e S 2 A s L A e
PEATRT S 2 B BRI C - OB B SN 5k C - NBEETE A S R 1) S 7 A 5k AT ) [l A 75
J AR G FR AT — ol 2 2 [ AE 5 5 AR B VR S ZE PR 54T o B4, AEA L I —A
JTI, AT DAKEBES AT MDA b S3FREA b VARRLA E SFREA B TR B s 0RPA AR e A
WIS B B B ket A T o AR A TR A FH PR [ATAR s PN JIE L S 1 i
PR EAR S B A I sk s A el R E o YRS LB, BR T Carboxylich g CTCHJIS Tr A%
5 SASRINF S Rink el IS JPAL  AMB IS\ Seiber il G Merrifiel di g Wang 5 «
2- (4- BRI CHRBROMEUIN, iR i DA TR O B AR R i VR
B RR R A PR ST EE AR AR R - JEAN , 18 R DA ol PR X s ik S5
Y1 ek2ai s A ShE B A B E B W, ARz B M 5z W 2 R4 T D)
H AR IR AR E B T RRMEUAIN, i W LAASHHPEG R & ) %5

[0485]  AR&TUSEIARN GUAT AL TS RISk Fhad 2 0 72, 18 e Tl & B A RUE
G 28 F e L P T B 5 [ M PO [ AR 5 s PR IR 1) 5 TSR 251 o A JETAR & s T
PG FR R A S I SR 25 P DA B AR I RO BT i il H 0 (1A 55 18 TR TR 18
ARG Y RE AT VI ARG, 040, Bk T 3R L IR RR (TFA) SR8 . 2,2,2- =
S (TFE) . 1,1,1,3,3, 3- AN (HFTP) 25 R DLAN , v 1T DU FZE K b i pKa
LOPA AR BRI &5 8RR sl AR R B SO TR o 75— T 5 Grp , EIAE & s I IR DT 1k
G AWE 25 R 2 1R I 590 -

[0486] DL I, fi IS 355N S 8 58 S 4 i H A AR B AE AR B ANBR g T ax e 51
il

[0487]  =JjtEtd]

[0488] RS 45 Jot « 1R AR 79 M s M 7 o KA k(o8 T A RN i S k- BRAE S
WERH, 75 MR 7R A 1t o Jo el B s R A 5 , A s M B i e 45 20 P B
TSR R RAFRIEAN H e 5 S5 Eon T RA T

[0489] [3:1]
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AL RIERFEMERHSH
Pdxdba;CHCl; Wako BR4RS :209-19844
tBuXPhos Pd G4 Strem Chemicals BR4&S :46-0330
RockPhos Pd G3 Strom Chemicals B34S :46-0335
BrettPhos Pd G4 Sigma-Aldrich BHR4%S :804355
tBuBrettPhos Pd G4 LEAP Chem CAS 452 :1980785-05-4
AdBrettPhos Pd G3 Sigma-Aldrich BHRES :776106
[0490] AdBrettPhos Pd G6 Br Sigma-Aldrich BR#$S 915378
RuPhos Pd G4 Sigma-Aldrich ER4ES 1804290
(tBu)PhCPhos Pd G4 Sigma-Aldrich BHR4ES 1900533
MorDalPhos Pd G4 Sigma-Aldrich BFES 1900276
tBu3P Pd G4 Sigma-Aldrich BR4ES ;900701
meCgPPh Pd G4 Sigma-Aldrich BHF4S 1900697
PEPPSI-1Pent Sigma-Aldrich HR%&S 732117

(04911 (5 (1 e i 24 i FHBiotage GEM I FR) SNAP MLtra.Biotage GEMFIFR)
Sfaer D(Duo) (60um) EkBiotage G/ RIFR) Sfaer HC D(Duo) (20um) 55,

[0492] A (o S S RE G IE 2 i HIBiotage GEM FF5) SNAP Isolute NH2 (50pum) B¢
Biotage GE/RGHR) SNAP Cartridge KP-NHZ:,

[0493] #4319 SRR G 3E 24 i FIBiotage G R FR) SNAP MLtra C18(25um) ok
Biotage GFMFIFR) Sfaer C18(30um) &5 .

[0494]  'H-NMR. "°C-NMR3¥% 1 FHMe, S i Vg PRI , B A f ] , 18 24 6 FHECP- 400 (JEOL
NEJED JAgilent400-MR (Agilent TechnologiesZylfH]) JAVANCE3 Cryo-TCI.AVANCE3
400,AVANCE3 HD 400.AVANCE NEO 400.AVANCE3 HD 300.AVANCE3 300.AVANCE2 3005
AVANCE NEO 300 (BrukerZyalf) Z - TIIE (s=Hl , brs= 9l , d= "%, t==10
I, q=PUEEIE, dd= N "5, ddd=F O —Hl§,dt =N =k, td==H _HEHl¥ n=%
IEg)

[0495]  f5z 57 B s R A ) e BT s A &5, 4k 112020 (Shimadzuffl)) |, 1853 LRI
PP RIS A SR BE s TR P00 AT 20 Redb A7

[0496]  SjEfIH il FHEA R4S .

(04971  [3:2]

46



CN 118043308 A

" BB B

40/105 7

[0498]

[0499]

]
TPA =WmE
o] —SH5R
DEAc N N-ZZ B Z B Rk
DEPr N, N- = Z B AR RE
DifAc N, N- ZFRE 2B
DUF N, N- — B %
DML 1, 3- Z RS -2- BRimt A
DMOc N, N- Z BR B RE R
DMPr N, N- ZFRE R R
DMEU N N - Z R AR AR
NSO ZHETH
MeCN 2
MeOl FAEs
Nup N- B n i
tAmyl0H 2-FE-2-TE
THF PO S kS
PdadbayCHCL, | = (ZIE-FEAHER ) 0 (0) S
(CAS : 52522-40-4)
Pd 63 Buchwa | d 58 3RELTREIE
(&8 https://www, sigmaaldrich, com/content/dam/sigma~
aldrich/decs/SAJ/Brochure/1/sa 1975, pdf F0
https://www. strem, con/uploads/resources/documents/
buchwaldl igprecat, pdf )
Pd G4 Buchwa | d % 44 FIFIE
(8% https://www. sigmaaldrich, com/content/dam/sigma~
aldrich/docs/BAJ/Brochure/1/saj1975. pdf F0
https://www. strem, con/uploads/resources/documents/
buchwaldligprecat, pdf)
BippyPhos S-(ZHUTEBE -1, 3", 5 - ZKE 111, 4" - FEAEng
(C#S : 894085~00~1)
AdBippyPhos | 5- [ = (1-ZRIGEE) BEE] -1°,3°.5' - =HE -1 H-1, 4" - BRAme
(CAS : 1239478-87-5)

(53]
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[0500]

[0501]

[0502]

[0503]
[0504]
[0505]

cataCfium | 2- ( T BMEEE ) —1- 2 -Gk (CAS : 740815~37-6)
PIntB
RuPhos -HOEME -2, 6' - —RAFREEZE (CAS : 787618-22-8)
tBuXPhos -HTEBE -2 4 6'- ZRAEEE (CAS : 564483-16-8)
RockPhos - (AT EBE ) --FRE R -2 4 6 -ZRAERF
(CAS : 1262046-34-3)
BrettPhos | 2- (“EFE B ) -3, 6- —HEHR -2’ 4", 6 -ZRFERE
{CAS : 1070663-78-3)
tBuBrettPho | 2- (T HAEE ) -3, 6- —FREHK -2' 4" 6 -=BFARE
s (CAS : 1160861-53-9)
AdBrettPhos | 2- [ (1-&RIkEE ) BE] -3, 6 —HEE -2 . 4 ¢ -ZRAEEHE
(CAS : 1160861-59-5)
AdBrettPhos | £ 88 Sigma-Aldrich ) HP( B R4S ; 015378)
Pd G6 Br
(tBu)PhCPho | 2- [ (T &) ZEERE] -2, 6' - (N N-—FEEE) B3
s (CAS : 1660163-91~2)
WorDalPhos | — (1- £RIEAE ) —2- AONHAL A SE0% (CAS ; 1237588-12-3)
tBu3P =T ERE
meCgPPh 1,3,5 7- MU E -6-FH -2 4, 8- ZF 4 -6- BBt &R
(CAS : 97730-46-3)
PEPPSI- [1,3-F (2, 6= -3- (R EFE ) npnd -2- T ] (3- EHoEE )
IPent ZSAEER (11) (CAS : 1168652~41-5)
Cs2003 BREGR
K3Po4 TR =
KoH SEKHE
Na0tBu BT B
LitaDs A R
BTHG 2-HTH -1, 1,3, 3- FOEREEAN
MTBD 7-ERE -1, 5, 7- ZEANEF [4.4. 0] B -5-1F
P1tBu MTELTESE -= (ZRESE) B (cAS : 81675-81-2)
BEWP -HMTETER 2-—Z288% -1, 3-ZHESE 1,3, -5 55
{CAS : 98016-45-3)
BIPP MTERTEE -= (ME0EHT) B (CAS : 161118-67-8)
[#:4]
i 1-Z8-2,244 40 (ZHESE)-2A5 405-F= ()
(CAS : 165535-45-5)
P2tBy -l THE-22444-F1 (ZRESFE)-215 405-FZ (BifF)
(CAS : 111324-03-9)
NaTFA WAL
KTFA = RIE
DIC N, N'- = SR SR T A
HOAt -BE-T-EEF W
PYCIU 1= (50 ~1- AR GE R TP FR AL ) At ms sl 7 MG 2L
(CAS : 135640-11-3)
PipCIU SR IRIE B ST AR AL (CAS - 161308-40-3)
NI 1- B o mgnd

LOMSI A W 2 R0 3 TARLCO T

[55]
[F5LC01]
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S H waniaA | aniEs B P
:s]::cniis Express \/B=05/5—+
FADS-1 i 1nal. D. 5080, 0. 1%FA 160 0. 1%FA MeCN 0/100 (1 5 min) — 1
b, Tun o /100 (0. 5 min)
s éigentw Express i /B=05 /5
o 0. 12FA B0 9. 1%FA MeCR 0/100 (1. 5 min} — |
[0506] - i D. x50, 0/100(1. 5 nin)
?s:mis Express \/B=95/5—
fFAI)E-Inng 0. 1%FA B0 0. I%FA MeCH 0/100 (4. 5 nin)— 1
3 ,:z:]']"“s“m' 0/100 (0. 5 i)
scenlis Express RP- QE fEy
RPAi deTFAOS-umide D.OSSTEA  p.OssTEA DRSS
long '-{(zzl. D. x50mm, 10 MeCN 0/100 (0.5 min)

[0507] Szt PO LOMS 40 A 45 SR ATk (fm /2 EMHH] ORI (M "SR 1 8 - B8 A s
TCA, A e 8 DL EAE A I B A8 o« S9N, LOMSHR UV AR 9% S B A s e 28, )&
7<PDA (190-400nm5%210-400nm) ALfIME - FE 102 T HRFE K (9140, 299nm) (1AL T, 18 2k0A
FIie 8 Ko a2 +/ - dnm oy 1 FRGIRRAR FIUVITTAR % « T UL A2 , R 2SR oK
LERSIFRDA B o

[0508] IR P Uk4R” XA I AR Ferma i Jie e 7 Acme AU I 23 ZE sl U ST 2L
IR N AR BREA

[0509]  “PEiiuE M XA #eaR Fmald e 7 4 v WU 2SR s UG
TCIHITL A IRAT I 2 Ak LAl

[0510] ™ | “HEp” iIXAFI AR KA R i, 2 $58 ~ 14/ NI A4 (B IF AR
JET I

(05111 [N A] DAAEAT AT i 4 1) 25 Hh S , B an e T &8 Te £ Ton GEMTRTAR) TERHT
e FE PR B RS /N B B AL R RS S Y A T AR ST B R R TR A
JEMBRYZS [A] H B O e A LA A T AL BRI o 2 A IR Rl AR, i M e R
STUAEA SR B2 AR A S R AR IR o

[0512] ST [EARBON H T & i S A E iRz e (B0, 2 s s A 7l
EYELA . MMS-320.MMS-220H.5kAS ONE.MyBL-100CS.EXTAITEC.M * BR-104) .5k L3 (|
HERT A F], o B B R B as i 2w ], B R A #RUZULL S AQUATECHS 23 7]
MR ODBEHEARC-mix LA , FHAEB0-200rpm N5 , DA PRI i i A T8 I s 7
MR DI & e R R e R .

(05131 Jy 1 M BUISTAH_ A SON IREA T , RN 25w FH R B I o U, {5 T2 56 I
i VI T 18 Y AR SR R R, A IR 5 Ui 29 10ul , b
RGMNG, AL B S I AR W s (140, Thermo Scientific, iy ARTIJE AR K
ART20P, 2149P-05) [y iEws I o SR, STk S dr LR, &I R R AR D B A0 2%
TR fE kS WA s EIwT . FIDMF (0. ImL) 15 337K, FIMeOH (0. 1mL) 353K, FIDCM
(0. ImL) 73R 5 , AR B 270 02M A FHEE DR IR 10 % [ TFA/DCWIA R (0. 05mL) H2 153243 Bt e 1
JEJ 4 (A HIDME (0. 05mL) 756, A0 BREICHH I AMeCN (0. 25mL) |, il 2 LCRE S, HEATLCMS I
SE , FIEI e S S

[0514]  AJEIAHM “DIH” IXAER &R Zom B8 T stk & M MBI E5 , 2R il an
BIE70. 02M A HHELIRT1I 10 % [P TFA/ DOMIA TR A IR dEA T AP, AR i P I S B 2 b 5«
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[0515]  SZhE I IO S 4R 5 AT B BRI ANRF S5 4L 5 3% b T T
A ARSI S W, fEAR I T “R”, B2~ o8 “A02-1R” o S AR, EAR DI 1L
YRR AR E T 1R “A027

[0516] St Ak b A ek rh A TG

[05171  [fk7¥:(25]

(0s18] Q) MIbRILFARIALIMNG, oI A PR TR LIRS

[0519]  Stafflris A oA T AR £ - LR RO R T i RO B
k.

[0520]  “-1R”{kRiC A

[0521]  [fk==X26]

(o

(\)LO,\ c:
[0522] " g N AR ’ J/;\/-;)\G’“‘“
J/Q/ A orc/\

A02-1R AD2

[0523] 7 [EAH A T O PR EARTE A S D T 4R 2 (imol/g) , HA R RE#,
DI G H0100 % FEE T EAR IGO0 B S H R .

[0524] B AE[EARIE 2L S AR R IS A0 B, A N E g m AR A A H ST
WEWSRS , AN ARR IS4 S -

(05251 SCjEAAL « A B A5 v I b S A Bk

[0526]  SCJiEfA1-1-1:4-[4-[[4- (4- ZAAFEBRFAIL) RG] L] RS AL WRIE - 1- IR
B TR (L 59a04) [ G Bk

[0527]  [fk=27]

OJOLN OH ODN Cl
oo e — oo

o]

T R

- >LOJLN o]
SWeA

[0529] /RS0 N, [A100mL i) = FUBSHRFR N4 - [4- GEEEFHEL) ZRAASEIWRE - 1- PR
TFg (a01,1.00g,3.25mmol) « = % (0.499mL,3.58mmo1) AIDCM (16. 3mL) , B2 N A sS4
0T IS (0.266mL,3.42mmol) , £F0°C N Heh:3/INf o A S B TR S H R N
MO IR A 7K (4. 9mLl) AHUE ] ST (24mL) A<HU3IK , IRREREN T J5 , 700
P N ieds AR T A2 100mL = B HREFT T 2 1 FRIE (a02) 4- (4- 3000 IR HITR
Z.TiE (a03,0.866g,3.58mmol) AR (2.12¢,6.50mmol) FINMP (12.0mL) JE A, 7E &= N
PE24/ NI o [l BT A 2 TR S IR A S KA (6mL) AIZFER AR (12mL) KA HLE
M R (1oml) 22 B3 , AT 2l AU S, A C ST (20mL) KA ALE 7K
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(15mL) 3R , AN B KIS (15mL) 5P LR, A ks 3 P 202k FaE
JEAT el (NH-EE , 0-25 % LER OB/ CUbD) SlU e , KR4 20 AR 1 FHAE kT 4 5% (NH-
FEIRE,0-100% 5 HGE/ L be) Sl o (15 21 R M0 il - CBR i (100mL) AT kT
(200mL) H, FH7K (200mL) 13 2¢ , FRBANGEUL BRI (100mL) T e LR, AR R IR4E ,
AR T A ER PR S a04 (1.44¢,2. TImmol , 83 %)

[0530]  [ft=5X.28]

o}

7
[0531] j\o fLN . O
SWes

[0532] (¥ & ra04

[0533]  'H-NMR (400MHz,CDC1,) 88.08 (d,J=8.4Hz,2H) ,7.61 (d,J=8.4Hz,2H) ,7.57(d, ]
=8.8Hz,2H) ,7.37(d,J=8.4Hz,2H) ,7.06(d,J=8.8Hz,2H) ,6.94(d,J=8.4Hz,2H) ,5.04
(s,1H) ,4.50-4.45 (m, 1H) ,4.40(q,J=7.2Hz,2H) ,3.73-3.67 (m,2H) ,3.38-3.31 (m,2H) ,
1.96-1.88(m,2H) ,1.80-1.71(m,2H) ,1.47(s,9H) ,1.41(t,J=7.2Hz,3H) .

[0534]  LRMS:m/z 554[M+Na]’

[0535]  {FBAINFTA]: 1.684%> Bl (57 54 -FA05- 1, 290nm) «

[0536]  SjiEfiI1-1-2:4- [4- [ (4-WRiE -4 - T ERTD) AL R FL 1 R IR Ol (L &

a0b) &R
oy
i o '
ssoles

[0537]  [fk~=X29]
[0538] 0

. SAe
oA

als
[0539]  FE%UU50 N, A1 SmL IR o5/ MIFR IIN4 - [4- [[4- (4- CE AR R L) R A ]
PR T SR R TR IE - 1- R B T B (a04,50. Omg, 94. Opmol) N, N- N EE K2 (29. 5uL,
0.169mmo1) FITHF (1.88mL) , Bf [ N A #$¥3 H1Z20°C o JIN = 96 FR A iR = FP 5k PRk e L i
(20.4puL,0.113mmol) , 7E0°C FHEFE3/INE o DN, N- — S PN3E L f#% (2.95uL, 16 9umo1) A=
SR = R RL FARE B L ER (2. 0ul, T1umol) , E0°C F#tHEL. 57N o E0°C R 1A Fr S BRI
YR IIN= Rz (26 2uL) ,fE % il FAEHE3000 Bh o IIAIK (847uL) DMSO (1mL) A1 H iR
(12.1pL,0.282mmol) , FH S ARKE (a3l (C18,0-60% [190. 1% FHER RS0/ 0 . 1% FTR /K %
) FEATAR AT AF B iAo (100mL) , VRIS S 87K (50mL) i
Y3k, AN SN /KIATR (50mL) FE PE LA, AR N ikds , kDL B BRI E A4S 20 T
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PR, A ¥7a05 (19 . 8mg,45.9mmol ,49%) »
[0540]  [{r=2:{:30]
Q

0/\

[0541]

0o

1644 a05
[0542]  'H-NMR (400MHz,CDC1,) 38.08 (d,J=8.4Hz,2H) ,7.61 (d,J=8.8Hz,2H) ,7.57(d,J
=8.8Hz,2H) ,7.36(d,J=8.8Hz,2H) ,7.06 (d,J=8.8Hz,2H) ,6.94(d,J=8.8Hz,2H) ,5.03
(s,1H) ,4.42-4.36 (m,3H) ,3.15(ddd,J=13.6,4.8,4.8Hz,2H) ,2.74 (ddd,]=13.6,9.2,
3.2Hz,2H) ,2.06-1.99 (m,2H) ,173-1.64 (m,2H) ,1.41(t,]J=7.2Hz,3H) .
[0543]  LRMS:m/z 432[M+H]"
[0544]  {REEMFA]:0.90443 8 (43 A7 5514-FA05-1,290nm) .
[0545]  Sfhll-2- 1 (LS HA02- IRF G A%,
[0546]  [ft2X31]

AN g -

[0547]

ADI-1R Segrms o )
a05 AD2-1R

[0548]  {E%(S5SUR, A120mLIg B S /N H Il A Carboxylic Resin(A01-1R) (Chem- Impex,
THEE2 . 19mmol /g, 1.00g,2.19mmol) FINMP (15mL) , 7E 2508 N % L/ NI o N4 - [4- [ (4-Tk
M -4 - B AR AR AL H S AL ] R L ] R IR T (a05) (0.106g,0. 246mmol) FIWKAE (0.033mL,
0.329mmo1) JHOAt (0.298g,2.19mmol) DIC(0.341mL,2.19mmol) , 7F Z 00 FHETH4/ NI« I
WRAE (1.30mL,13. Immol) FAHOAt (1.79g,13. Immol) ,DIC(2.05mL,13.1mmol) ,7F =5 Fk%
SURLP

[0549]  [HAH4lfL

(05501 K S5z W RCRH ] AH TR B 7 v 4 s e 12 Bk g =s -, HINMP (20mL) 7563 7K , JTIMeOH
(20mL) {57:37K, HIDCM (20mL) 5134k, WiFT S 2 EAR(E MU N g —5, 58 Tih &Y
A02-1R (JHzHH0.200mmol /g, 1.25g,0.250mmol) »

[0551] [z NiBEE

[0552] K¢ 5 S ORI AR B 7 (10pL) #6728 fiws 1, HINMP (0. 1mL) 757637, JIMeOH
(0. 1mL) {534, FHDCM (0. 1mL) {57634 i , AE A1 0 . IMAL HH R DR 1910 % ¥ TFA/ DCMYA T
(0.05mL) Hi 24y Bl o 1k B8 , FE[EI A TTINMP (0. 05mL) 1535 , I BEI I AMeCN (0. 25mL) ,
S LOAE A , FEA TLOMSTAE , P b S Rt B o L5 SRR, W21 H AR4A02 745100 %
[0553]  [fk-32]
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O

S
[0554] Q
HO

k&4 A02
[0555]  LRMS:m/z 243[M+H]"
[0556]  {REAI[A]: 1.08545 % (454 45#-FA05-1,299nm) .
[0557]  SijiEfl-2-2: L A HIA03 - IR A K
[0558]  [f{y7-:X.33]

[0560]  FE%(S0 N, IR0 1OmLIY B 3 /ML AL 579402 - IR (FH 2150 . 200mmo1 /g,
1.25g,0.250mmol) FITHF (7.2mL) \MeOH (0. 8mL) & SF /L AH7K iAW (5M, 0. 8mL, 4 . Ommol) , 7F
60°C Mixiz6/NN
[0561]  [A[AHA{L
[0562] R S5 7 5 A1 1] A ) 2 7 IR 4 P A% Bk =% b, HINMP (20mL) 75 P37k, K
(20mL) 75 P37, FHHOAt/NMPIA 7 (0. 2M, 20mL) /5 #E32¢ , JHINMP (20mL) 15 %37, [IMeOH
(20mL) J5 37K, FIDCM (20mL) {5 132K, (EAT A3 2 [EIAEAE A T —& 1528 T &)
A03-1R (JH#+0.201mmol/g,1.16g,0.232mmol) »
[0563] [ WiBE:
[0564] K SR RO EIAH ) B 77 (10uL) FER2 2 lEas I, JTINMP (0. 1mL) 75 ¥E3 4K, JIMeOH
(0. 1mL) {5 P34, FHDCM (0. 1mL) {53205 , AE 150 . IMAL I L DR 1910 % R TFA/ DCMYA T
(0.05mL) Fi 24y Bho 13t B85 , F4EIAH FIINMP (0. 05mL) 1575 , M1 BEVR A I AMeCN (0. 25mL) ,
HIESLORENS , BEATLOMSINAE , FR I INE S Rk i« FC 4 SR, W) 5 bRmA03 5100 %
[0565]  [fk~¥X34]

0

™
[0566] ‘
HO

kv A03
[0567] KA K- :293nm
[0568]  {R-EAM[A]: 0. 775558 (4547 444-FA05-1,299nm) .
[05691 551 -2-3 : A A PIA02-2RIK 5 ik
[0570]  [fk~~(.35]
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los711 . 7
ADI-2R °
a05 A02-2R

(05721  LERIAS0 N, [A1200mL il S e es g =S A i ACarboxylic Resin (AO1-2R)
(Chem-Impex, tH&§ 51 . 70mmol/g,10.5g,17.9mmol) 4~ [4- [ (4-WRKE -4 - BRI HH4H
LV REL KRR A5 (a05) (1.08g,2.51mmol) JHOAt (2.43g, 17 .9mmol) FINMP (158mL) , £F %
I TR LN o JEAWKEE (0. 884mL,8.93mmol) AIDIC (2. 78mL,17.9mmol) , 7F % F#%7%20
JINESF o I NHOAt (4 .86g,35. 7mmol) \DIC(5.56mL,35. 7mmol) AIWREE (3.53mL,35. 7mmol) , £
it MR .
[0573]  [&|AH4lifk
[0574] & [EAH FINMP (150mL) 15 P37, FiMeOH (150mL) 1EHE37K , FIDCM (150mL) Ji5 33K,
Bt (150mL) {5 HE3 2K, (TS B AR/ o N T8, 13 8] T 19A02- 2R (FH AR
0.200mmol/g,12.8g,2.56mmol) .
[0575]  EA02-2R FHDCM (0. ImL) 35 HE37K , 540270 . O5M AL REZE 1 10 % AU TFA/DCMIA T
(0. 1mL) HY275t523 Bl I S S , FIBEIRH IIANMP (0. 1mL) o A, JE4T4E0 . ImL A I AMeCN
(0. 25mL) [ AREE TR LCMS TN AE , FHIE LI 21100 % 1) FIARIA02 o
[0576]  [fk~X.36]

O

S
[0577] O
HO

A4 A2
[0578]  LRMS:m/z 243[M+H]"
[05791  {REAIFA]: 1. 081438 (O HT 25 FFA05-1,299nm)
[0580]  SijiEf1-2-4: L A A3 - 2RIV £ i
(05811  [fk7X37]

AD2-2R A03-2R

[0583] 7RSS N, [ 200mL AT i JE AR ZSAE I S 9402 - 2R (FH 370 200mmo /
g,12.8g,2.56mmol) FIINMP (134mL) 2- FH &L -2- T (38.4mL) , 7E %50 FR7% /NI o IO\ IE
DU T RS A KA (IM, 6. 40mL , 6. 40mmo) |, 7F 2575, NHEi% 147N .

[0584]  [H[AHAf{L

[0585] S [ AH FIINMP (190mL) J5 e 17K, JTTHOAt/NMPYA I (0. 1M, 190mL) /5 #E37¢ , JIINMP
(190mL) 75 37K , FiMeOH (190mL) 75 737K , FIDCM (190mL) 15737k, FHPeks (190mL) 1i51E37K
TS B A E AR T T —1& 138 T EA03-2R (JHZ#0.201mmol /g, 12. 5g,
2.50mmol) »

[0586] [ WiBE:
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(05871 K¢ s S ORI TR B 7 (12uL) $6F5 80 BiEws 1, HINMP (0. 1mL) {57637, JIMeOH
(0. 1mL) EHE34K, HIDCM (0. 1mL) {537k e, AE B0 . 02M A FHEL K110 % [ TFA/DOMIZA T
(0.05mL) HFi 7553 Bl o 1k B8 , F4 5 A TIDME (0. 05mL) 1535 , A1 BE I AMeCN (0. 25mL) ,
IS LCRESY , FEATLOMSIUAE , A M S Iy b o L4 DR W2 H FR71A03 4100 % .
[0588]  [fk::38]

O

S0
[0589] O
HO

&1 A03
[0590] PRI : 294nm
(05911 LREAMS ] 0. 7679080 (43 #T2541-FA05-1,299nm) .
[0592]  Sfhl1-2-5: (b S PA02-3RINE ik
[0593]  [fk=X39]

[0594] o ~T 7wy oo oo

als AGZ-3R

[0595] R0 50 I, MI800mL Y i A= 125 AHEH Il N\ Carboxylic Resin(A01-3R) (Rapp
Polymer,fHa§E1.70mmol/g,40.0g,68.0mmol) FINMP (600mL) , 7F Z= i N1z LN« TN
HOAt (9.26g,68.0mmol) FIDIC(10.6mL,68.0mmol) 4~ [4- [ (4-WRNE -4- SLAE LRI FAE L]
HRILT KR B (a05) (4.13g,9.58mmol) , fE 200 MiRi% 3. 57NN« IIAHOAL (18. 5g,
136mmol) FIDIC (21 .2mL, 136mmol) JWENE (16.8mL,170mmol) , 7E 250 MR% 1% -

[0596]  [HAH4lfL

(05971 K 5 I IR AT AR ) s T T 4 S e A2 B 2L g P 0 2 U p , FHINMP (800mL) 777763
7R, FfIMeOH (800mL) 5 #E3 4K, HIDCM (800mL) {5 3K , Bkt (800mL) 537K , i 44 21 1y [l
MERE N T —% 152 T & A02-3R (FH3%0. 200mmol /g,47.9g,9.58mmol) »

[0598] [ WiBE:

[05991 K¢ s S ORI AR B 7 (10pL) #6728 fi=s 1, HINMP (0. 1mL) 757637, JIMeOH
(0. 1mL) JFPE32K, FIDCM (0. ImL) Il PE37R 5 , 7E 49270 . 05MAL FHEL K10 % O TFA/DCMIATIR
(0. ImL) H2755 Bl o 1L I , 14 AT FHIDMF (0. 05mL) 35755 , I 1 I AMeCN (0 . 25mL) |, ]
LR, FEATLOMSINE , I IE SR 2R - 5 HUE W 1) H ARA0224100 %

[0600]  [fk=¥:3X40]

S
[0601] O
HO

L4 A2
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[0602]  LRMS:m/z 243[M+H]"

[0603]  {REAMTR]: 1.08145 % (AT 25 H-FA05-1,299nm) »
[0604]  SZJEI1-2-6: S PIA03-3RIF B Ak

[0605]  [ft2:X41]

[0606] Ve Tl ey ‘ - T Py S N g -

o S g g

A02-3R AD3-3R
[0607]  FE%U5 N, 2L R 43 B s FR I S5 #)A02 - 3R (FH AL 0. 200mmo 1 /g,
47.9g,9.58mmol) AINMP (503mL) 2~ FHEE-"TR% (144mL) , fE =51 PP LN RF & e A
FE5°C T, W MNEINEPY T B A A KR (IM, 14 . 4mL, 144mmo1) , 7F25°C FHeHEs . 571
Iy o B DI DN E DU T A S B KA (IM, 2..39mL, 2. 39mmo 1) AF 2510 N bk 1/ NI [
TEEE IR
[o608]  [A[AHAlb
[0609] 4 J5 )87 JRURN B AR ) B 777 TTHOA t /NMPYA I (0 . 1M, 800mL) #5337 , FINMP (800mL)
T PE37K, FIMeOH (800mL) 15 1E3 7K, FIDCM (800mL) 15 137k , FH Pkt (800mL) 151437k , (i lF S
FIFEAIFERE N T6 %, 7358 T4 5 99A03-3R (FHZ 0. 201mmo1 /g, 49.8g,10. 0mmol) -
[0610]  #$A03-3RFTIDCM (0. 05mL) 75 ¥E37K , 7E43270 . 02M T FH LR K110 % [t TFA/DOMIZ i
(0.05mL) FI 5% o 1 I, FEA T IINDME (0. 05mL) \MeCN (0. 25mL) [ # B o i i  H
LCMSZE , Fi X0 2 100 % [ H FRPIA03
[0611]  [fk~X42])

J
[0612] O
HO

L4 A03
[0613] PR IIF A : 294nm
[0614]  {REAMFTR] 0. 76145 %0 (O M85 H-FA05-1,299nm) »
[0615]  SZjEHBI1-2-7 . (L G WA02- 4RI 5 K
[o616]  [fk~#5X43]

Ifw)“‘u H P T

j\

el ]

A oo A
(i“lxlr —— //-Y o

o, o
T

H'u’\‘l oy
po 0'.\{/:

06171 (O

A

o
OO
als Jf“"';’/' o, T Vo

AD14R
ADZ-4R

[0618] ARV N, M800mL iy i SRR ZSAEH I\ Carboxylic Resin(A01-4R) (i
2Tl FH 4581 . 7T0mmo1 /g, 24. 7g,42. Ommo1) AINMP (371mL) , 7F =0 M R7% 457 B I\
HOAt (5.72g,42.0mmol) FIDIC (6.55mL,42. Ommol) 4- [4- [ (4-WRNE -4 - FLAAIE IR IL) FHA L]
HKIL) KR O iR (a05) (2.56g,5.93mmol) , 7E == MR7%4 . 5/N o JIAHOAt (11.5g,
84.0mmol) FIDIC(13. ImL,84.0mmol) JWRIE (10.4mL,105mmol) , 7 &= FHki% 21/ N

(06191  [HAHLl L
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[0620] ¢S5 7 i MAEHE HH B[R FINMP (500mL) 775 #E3 7K, HIMeOH (500mL) 1577637, JT
DCM (500mL) {5 737K , Pk (500mL) {5 37k, (AT S B E AL U N T8—% 58] T
EHIA02-4R FHZ 0. 200mmo1 /g, 30.5g,6. lmmol) »

[0621]  A02-4RTIDCM (0. 10mL) JEHE3R , AEAS250 . 2M T LR 1910 % [ TFA/DCMIA I
(0.05mL) FHI2 754 e 1 8, YEATINDME (0. 05mL) MeCN (0. 20mL) [ # B o I A T 1)
LOMSTUE , FIFE W2 100 % FJ H FR¥IA03 6

[0622]  [fk~y5X44]

[0623]

HO
L9 A02
[0624]  LRMS:m/z 243[M+H]"
[0625]  {REAHFTR]: 1.07145 %0 (O M85 H-FA05-1,299nm) »
[0626]  SZjEff1-2-8: LA MIA03-4RIK &K
[0627]  [fk~¥:5X45]

o =}
ﬂ:‘j,J‘--c/».\ /"/" OH
”4-\.?,&;‘, ——, P

o o f
06281 I S S 4

g '\.__/\c.«x_h_/" a/“\.f’
AQ2-4R AO3-4R

[0629]  FES050 N, [M800mL I i JE R S A A S #)A02- 4R (FH 0. 200mmol/
2,29.6g,5.92mmol) FINMP (311mL) 2- FH3E-2- T 7 (89mL) , 7F 251 N itkE /NN B B TF il
BENZESC I, IS N DY T S A A A /K IAR (1M, 11, 8m, 118mmol) , 7E25°C R it #£7.0
NI

[0630]  [HAHAN{Y,

[0631] 4S5 7 I AR I B V778 FHHOA t /NMPI I (0. 1M, 500mL) 75 Y37k, FINMP (500mL)
T BE3 U, HIMeOH (500mL) 75 #E37¢ , FIDCM (500mL) 5 ¥e3vk , FH B (500mL) 75 BE3 K, (i s
B FAIE R BT 14 R, 158 TAPA03-4R FHE 0. 201mmol /g, 30. 6g, 6. 2mmol) «
[0632]  A03-4RTIDCM (0. 10mL) JEHE37R , FEAS 250 2M L FH LR 1910 % [ TFA/DCMIA I
(0.05mL) 327555 Bl o i T, E4T I NDMF (0. 05mL) MeCN (0. 2mL) i A B o I TA L1
LOMSTUZE , FIEE LI 2199 . 9% [ H A RIA03

[0633]  [fk~y:5X46]

! |
L\_A o= -~

0

S
[0634] O
HO

k459 A03

[0635] AR : 294nm
[0636]  {REAIA]: 0. 7755580 UM 24-FA05-1,299nm) .
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[0637]  SZjafh1-3- 1 AL WBOL- IR[M 5K,
[0638]  [fk~y-:X47]

[0639] Hu ‘3’, A 4 - WV -+

R SN 53 LI B T
A03-1R BO1-1R

[0640] 7RSSR, 1 5mLI IR RS/ N IV, & 1A03- 1R FHZL 540, 201mmol /g, 250mg ,
0.0502mmo1) FINMP (3. 75mL) 3~ K f% (b01) (20uL,0.19mmol) HOAt (26mg,0.19mmol) DIC
(29uL,0.19mmol) , 7£60°C FHR7% 15/ o I3 -BL2E % (b01) (41pL,0.38mmol) \HOAt
(51mg,0.38mmol) ,DIC (58uL,0.38mmol) , 7F60°C FHR%4/ NN

[0641]  [HEAH4EL

[0642] R s Iy RN AR R R A R B 8 2 b, FINMP (5mL) 7 V37K, FINMP/MeOH
=1:1(v/v,bmL) {EHELA, FFIMeOH (5mL) {5 HE37C, FHIDOM (5mL) {5753 K , i 2 1 [l AR AE ik
=N Te— 158 T EPB01-1R GHZE0. 195mmol /g, 248mg , 0. 0484mmol) »

[0643] [ WiBE:

[0644] e 5 S OISR B TF- K (20pL) LR85 2) i=s I, HINMP (0. 1mL) 757:37K , JIMeOH
(0. ImL) {5732, FIDCM (0. 1mL) {5 e 3K e, AEEL 50 . IMA HH L 2R 1910 % [ TFA/DCMYA i
(0.05mL) Hi 24y Bl o 1k B8 , F4HIAH FTINMP (0. 05mL) 1535 , M1 BER I AMeCN (0. 25mL) ,
TS LOFEAY , FEA TLOMSIUE , FHIEINE S b B o A5 SO 2 HFRPIB01 4100 % .

[0645]  [{k+48]
2L
Negan
[0646]
ne

.45 4% BO1
[0647]  LRMS:m/z 368.370[M+H]"
[0648]  {REAIFTA]: 1. 1668 (4 HT 25 FFA05-1,299nm)
[0649]  SjEf1-3-2: (L A HIB02- IRIF K
[0650]  [{t~7=49)

CE I S DU « e ¢ S IS o

P N i e .
AD3-1R BO2-1R

[0652] A PLafisd S & HBOL - IRARIAI Y 5 72, i T A P9A03 - 1R (HZ5 5 0. 201mmo1 /g)
F3-J5-4- BRI (b02) Sk A5 At 5 4B02- 1R (FHAE0 . 194mmol /g)

[0653]  BO2- IR{EAI50. IMAL FIETR 10 % [ TFA/DCMIATIR (0. 05mL) i 2234, - T
JIANMP (0. 05mL) MeCN (0. 25mL) FH-1J I8 5 R EAR I LCMSIUE , FH LW 21100 % 1) AR
B02.

[0654]  [fk7X50]
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L

[0655]
o]

k44 BO2
[0656]  LRMS:m/z 382.384[M+H]"

[0657]  {RBAMFA]: 1. 2214550 (5T 44-FA05-1,299nm) .
[0658]  SLjitfhl1-3-3: 4L & WIB03- IRIE K,

[0659]  [fk=X51]

[0660] G o o ol e : |

[0661] 7RSS T, A1 20mLfP) s o JE RR I 2SR INNAE 4403 - 1R (FHZL 0. 20 1mmol/
g,1.00g,0.201mmol) FINMP (15mL) , fE 2538 FHRTH LN o IIN3 - 5 3L - 5- I i (b03)
(70mg,0.402mmol) 1 - HELBkM: (64pL,0.804mmol) \PyC1U (134mg,0.402mmol) , 7E 251 R
B L/INE o N3 - 24 255 -5 - BRI IE (b03) (35mg,0.201mmol) 1 - FHEEDKME (32uL,0.402mmol) -
PyC1U (67mg,0.201mmol) , 7 %70 NRi%2045%0.

[0662]  [HAHAfY

[06631  P4[AH FINMP (15mL) 157727, FIMeOH (15mL) 153637k , FIDCM (15mL) i ¥E3 7k, {4 i
PRI ARG E T8 —1%&, 13 8] T 5 %B03- 1R (1H3 & 0.195mmol /g, 1.04g,
0.203mmol)

[0664] 7 WiEEE

[06651 Ry 5 W PROMII AR &7 (10pL) A28 i82% 1, FHINMP (0. 1mL) 757637, FiMeOH
(0. 1mL) FEPE3K, HIDCM (0. 1mL) {5 PE3K 5, AE 150 IMA H LR 1910 % [ TFA/ DCMIA T
(0.05mL) HEH 245 %l . 1 8, BB AH FINMP (0. 1mL) 353 « 1 389 (50uL) Fi i AMeCN
(0.25mL) , A2 LOFE S, , EATLOMSIURE , FH I & SN gk i o HL A5 S U 21 H FR¥B03
100% o

[0666]  [fk=52]

SRR
[0667] ‘
HO

{449 BO3

[0668]  LRMS:m/z 369.371[M+H]"

[0669]1  fRBAMFA]: 1.014%3 50 (AT &454-FA05-1,299nm) .
[0670]  SZjEAI1-3-4 : (L5 WIBO1 - 2RI

[0671]  [fk=X53]
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6721 . LD

o o S Vbt
ADI-2R BO1-2R

[0673]  AJPAafisd S5 & HB03 - IRAHIAI 1 5 1, o T A 9A03 - 2R (H A5 50 . 201mmo1/g)
FI3-TRIKIZ (b01) KA At A 49B01-2R (FHZ & 0. 195mmol /¢g) -

[0674]  ¥4BO1-2RFHDCM (0. ImL) I ¥E37K , 76 A0 2570 . 05M £ FH LK1 10 % [ TFA/DCMIZ I
(0.05mL) HE 555 oo 1t i8I , 34 THINDMF (0. 05mL) MeCN (0. 25mL) [fi FRe o AR 1Y
LOMSTUE , FH LWL A 99 . 6 9% [ H A R$IBO1 .«

[0675]  [{t#54])
R L
O N Br
H
[0676] O
HO

fl. £+ BOI
[0677]  LRMS:m/z 368.370[M+H]"

[0678]  {REAMITA]: 1. 161438 (U3 #r45-FA05-1,299nm) .
[0679]  SZjfI1-3-5: S PIB02- 2RI & Ak

[0680]  [ft*5X55]

8 "2 Sl ’:‘f:‘ . -
[0681] ,’“"'J"’:'"“" g . . R

™ 1
N

[0682] W] PLa T S0 A PB03 - 1IRAH[FI 77 725 , (L S5 4A03 - 2R (FH 2120 201mmo1/g)
F3-J8-4- IR Z (b02) 2K A5 At 5 4B02- 2R (FH A0 .. 194mmol/g)

[0683]  }$B02-2R FHDCM (0. ImL) I ¥E37K , 7 A0 2570 . 05M F1 FH 3K [1) 10 % [ TFA/DCMIZ i
(0.05mL) FHI 754 B o 1 8, AT IINDME (0. 05mL) \MeCN (0. 25mL) [ # B o i iA e H
LCMSIZE , Fi X 2 100 % 1 H AR¥IB02 .6

[0684]  [fk7y-:X56]
1
s ae
[0685] O
HO

{41 BO2
[0686]  LRMS:m/z 382.384[M+H]"

[0687]  {REAI[A]: 1.22045 % (45 #r454-FAO5-1,299nm) .
[0688]  SijiEff1-3-6: 1 A HIB04- 3RIKF K

[0689]1  [{k#=57)

AF AT woo e
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PN sl — . oy

st o gy EP N N e
& g bo4 o e gy

AD3I-IR BO4-3R

[0691] A PLad st S & HB03 - 1IRARIAI 1 5 1 , i T A 9A03 - 3R (FHZR E 0. 201mmo1/g)
5 -5 -2- AL - DK% (b04) K& Al A B04 - 3R (FH 0. 194mmol/g) -

[0692]  B04-3RIDCM (0. 1mL) JEHE37R , AEF1 250 05MTL H L IR 1910 % [ TFA/DCMIA i
(0.05mL) FHIZ 5% B 1 8, FEA T IINDME (0. 05mL) \MeCN (0. 25mL) [ #s B o i iA i 1)
LCMSIZE , F LI 99 . 5 % 1 HARYIB04 .

[0693]  [{t-X58]
L 0L
N Br
[0694] O H
e

k41 B4
[0695]  LRMS:m/z398.400 [M+H]"
[0696]  {REAMSTAI: 1. 22853 Bl (37 25 4FFA05-1,299nm) .
[0697] Sl -3-7: 4k 5 B05 - 2RI,
[0698]  [fk-¢:X59]

M. -
? e
M A g,

9
e e
=T i H

PN I

i ol i oy, ] D
[0699] D UGS & oy o™

g ~F gt b0 e e Sy

[0700] A PAafiad S5 S HB03 - IRAHIA I 5 3, o I A 9A03 - 2R (FH 2550 201mmo1/g)
F15-75 -6 - LML IE - 3- i (b05) K& Al A A 4B05 - 2R (FH 3 &0 . 194mmol /g) .

[0701]  ¥$B05-2R FHDCM (0. ImL) I ¥E37K , 7E 002570 . 05M F1 FH LT[ 10 % [ TFA/DCMIZ I
(0.05mL) Hi2 5%y Bl 1 B85 , FEAT I NDME (0. 05mL) MeCN (0. 25mL) 1A A T 1)
LCMSIIZE , F X299 . 2 % ) ELARYIBOS 6

[0702]  [{y=:X60]

2
N B
[0703] O N f
HO O

[0704] k454 BOS

[0705]  LRMS:m/z 383.385[M+H]"

[0706]  {RBAMTAI: 1.02953Bh (57 2541-FA05-1,299nm) .
[0707]  SCjtafh1-3-8: 4k & HIB06- 2RI A,

[0708]  [fk¥:X61]
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on ' )i L
50N e Bl PP NP NP

o L WA e

b0 o gy
AD3-2R BO6-2R

[0710]  ATPLuf I S0 A IB03 - IRAHIFI /S 7 , (A S5 #A03 - 2R (FH 250 20 1mmo1/g)
F15-75 - 2- A SR % (b06) K5 At 75 4B06 - 2R (FHA20 . 192mmol /g)

[0711]  }4B06-2RFIDCM (0. 1mL) 75 ¥E37K , 7EAL 270 . 05M T HH 3L 21110 % [ TFA/DCMIA I
(0.05mL) Fi2 k55 Bl o 1k B8 , FE4T I NDME (0. 05mL) \MeCN (0. 25mL) TR [ A 1)
LCMSTIZE , F 199 . 6 % 1) L AR1B06 -

[0712]  [{r~-X62])

o)

N Br
[0713] O N
HO ‘

k.49 BOG
[0714]  LRMS:m/z 436.438[M+H]"

[0715]  {-BAMTA]: 1. 33553 8 (S HT &4 EFA05-1,299nm) .
[0716]1 Sl -3-9: (b 5 HIBO7- IRIV A K

[0717]1  [fkX63]

B P

[0718] T T WK Y
g~ A g bO7 P W |

A03-1R BO7-1R

(07191 A PLafisd S & #B03 - 1RARIAI 1Y 52, (L A A03- 1R (FHZ5 5 0. 201mmo1 /g)
FI3-P-4- GRUT 38 281 (b07) Kt BA A #B07 - IR (FHA20. 193mmol /g)

[0720] [ WViBEE

(07211 Ry S S ORI AR B 7 (10pL) $EF2 2 Bi8=s I, HINMP (0. 1mL) 757:37K , HIMeOH
(0. ImL) {EPE3 4, FIDCM (0. 1mL) {5 e 3K e, AR AL 50 . IMAL HH L DR 1910 % [ TFA/DCMYZ i
(0.05mL) 24 o i I, B EIAE FHNMP (0. 1mL) 3753  E4 T 10 31894 (0. 05mL) HA
MeCN (0. 25mL) 1A B a TR TR T LCMSIUE , FH I W 296 % (1 H FR¥B07 o

[0722]  [{t5-X64]
0 ﬁ
Br

N
[0723] O H
ne

£ B07
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[0724]  LRMS:m/z 424.426[M+H]"

[0725]  {REEWSTAI: 139670 Bl (3T 254F-FA05-1,299nm) .
[0726]  SZjEfI1-3-10 AL &5 WIBOS- BRI A,

[0727]1  [{t2¢:565]

[0728] S DU 4

o SNt o8 o nF gl
AD3-3R BEOB-3R

[0729] A PLaisd S & HB0O3- 1RARIAI 1 52 , (T A A03 - 3R (FH #5520 . 201mmo1 /g)
FN3- KN (b08) KA A & #B08-3R (PHA 520 197mmol /g) -

[0730]  4B08-3RIDCM (0. 1mL) JEHE37R , FEF1 250 05MTL H EE IR 110 % [ TFA/DCMIA i
(0.05mL) FI¥2 154 B 1 8, PEATIINDME (0. 05mL) \MeCN (0. 25mL) [ # B i iA T 1)
LOMSTE , LRI 100 % [ H 4808 o

[0731]  [fk¥566]

L
H
[0732] ‘
HO

k454 BO8
[0733]  LRMS:m/z 324[M+H]"
[0734]  {RBANFA]: 1. 141450 (AT &4-FA05-1,299nm) .
[0735]  Sjifhi1-3- 11/ &5 HIB09- 3RS K
[0736]  [fk-X67]

i ]
z=-""/l“r>|< e i ]
I . [ H

& N L —_— = N
[0737] S F ey fe RPN ,-"mu-n"‘- Bl
P L baa g (990 Y-
AD3-3R BO9-3R

[0738] A PLafisd S & HBO3- IRARIAI Y 5 1, (T A 9A03 - 3R (HZR E 0. 201mmol /g)
13- (b09) KA Bt &#7B09-3R (FHA & 0. 193mmo1 /g) -

[0739]  HB09-3RFIDCM (0. 1mL) I PE3YR , 7E40 250 . 05M L FH L1110 % [FI TFA/DCMYA i
(0.05mL) FHI2 5545 o 1 I8 , ZEA T INDME (0. 05mL) \MeCN (0. 25mL) [fii #5 B S O IA 1)
LCMSIZE , S X 21 100 % (1) H 4809

[0740]  [fk~-X68]
BN
SRS
H
[0741] O
HO
& #5% B09

[0742]  LRMS:m/z 416[M+H]"
[0743]  {RBAINFIAL: 1. 19245 Bh (5> H 554-FA05-1,299nm) .
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[0744]  SZEMHI1-3- 124V 5 HB10- 3RS Y
[0745]  [{t5X69])

Py

= o Iv o
e T b0 g g

AD3-3R B10-3R

[0747] W] PLasd S0 A PB03 - 1RAHEI 7 725, (8 L 5 4A03 - 3R (FH 2120 201mmo1/g)
A5-75-2- 3 A% (b10) K5 B 5 17B10- 3R (FHE 510 . 194mmol/g) .

[0748]  J4B10-3RIDCM (0. 1mL) 75 ¥E37 , 7EAL 270 . 05M L HH ALK (110 % [ TFA/DCMYA I
(0.05mL) FHi2 754 B o 1 I , AT IINDME (0. 05mL) \MeCN (0. 25mL) [ # B o i A 1)
LCMSTAE , F LN 97 . 2 % ) HAR$IB10 6

(07491 [{k#=70]
2L
SR e
[0750] ‘
HO

{41 B10
[0751]  LRMS:m/z 386.388[M+H]"

[0752]  {FBAINFTAL: 1. 1645 Bh (50T 44-FA05- 1, 299nm) «
[0753]  Sjitffll-3-13 (L& WB11 - 3RINE K

[0754]  [ft2771]

o P

.'}"‘\qf"‘r.H L /,:‘-‘_,;- h/"'\_ﬁ'i‘-Er
2 S i — S~ '
[0755] i e B d ] A~
Pl g M T i - i 2 il S T
e R b11 P
AD3-IR B11-3R

[0756] A PAafiad S5 & HB03 - IRAHIA 1 5 3, o I A 9A03 - 3R (FH 250 . 201mmo1/g)
A5 -5 -4- AN (b11) SR G A A B11 - 3R (PHAL 0. 194mmol/g)

[0757]  ¥4B11-3RHIDCM (0. ImL) I ¥E37K , 760570 . 05M F1 FH LT[ 10 % [ TFA/DCMIZ I
(0.05mL) Hi2 5% Bl 1 B85 , FEAT I NDME (0. 05mL) MeCN (0. 25mL) 1A A TR 1)
LCMSIAE , F 2099 . 1% [ L ARYIB11

[0758] [{r#72]
Sed
O N Br
[0759] O :
HO
£ B11
[0760]  LRMS:m/z 386.388[M+H]"
[0761]  {REAIF ] . 1. 16570 %0 (A 25 £FFA05-1,299nm) .
[0762]  SZjafh1-3- 14 AL S YIB12- 3RS K
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[0763]  [{r775\73]

Ao Ay

[0764] SRS < Al & Gl i j S

R T O R /{-_.T/I‘I- T
P N ni2 o LA g,
AQ3-3R B12-3R

[0765] A PLad s S & WBO3- 1IRARIAI A 5 14 , i T L A A03 - 3R (FHZK 5 0. 201mmo1 /g)
M5 -5 -4- AR (012) KA b 5 9B12-3R (FHZE0. 194mmol /g) »

[0766]  #B12-3RIDCM (0. 1mL) JEHE37R, FE AL 250 05M L H RE IR 1910 % [ TFA/DCMIA I
(0.05mL) FHIZ 754 B 1 8, FEATIINDME (0. 05mL) \MeCN (0. 25mL) [ #s B o I iA T 1)
LCMSIZE , F X 21 100 % 1) H FR¥B12.

[0767]  [ft2774]

N Z Br
[0768] O H
NG |

fe 49 B12
[0769]  LRMS:m/z 398.400[M+H]"

[0770]  {REAITA]: 1.09345 %1 (50 HT & FFA05-1, 299nm)
[0771]  SZjfll-3-15: (& WB13 - SRIET BY

[0772]  [fk~=\75]

0 S fu\?’ p— 8 s
[0773] ,./\,/L-.,‘/'\_: P HaNTR s '.,(\.‘ At
Sloo M S e¥en
AD3-3R 813-3R

[0774]  A] DLl S5 EHB03 - IRARIA 1 5 3, i L A 9A03 - 3R (FH 250 . 20 1mmo1/g)
A6 - IRIEIE - 3- 1% (b13) SR & A A HB13- 3R (FHZL 120 195mmol/g) -

[0775]  ¥4B13-3RFDCM (0. ImL) I ¥E37K , 7E A0 2570 . 05M f1 FH L ZK 110 % [ TFA/DCMIZ I
(0.05mL) FI 5% o 1 I, FEA T IINDME (0. 05mL) MeCN (0. 25mL) [ # B o i ik H
LCMSIZE , F X299 . 6 % 1) FARYIB13 6

[0776]  [ft2¢76]

N =
H
[0777] O O
HO

t59 B13
[0778]  LRMS:m/z 369.371[M+H]"
(07791  {REEMFTA]:1.01 143 U3 Ar&54-FA05-1,299nm) .
[0780]  SJfs1-3-16: 1L 5 ¥B14-3RIFE K
[0781] [t X77]
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Q

] e )-1\7}/‘ h“us\’_ e
[0782] oY e 3 o>
Ii/.:.r\..‘f-a_ . T /Q_r‘ N, B
P R b4 “,L_‘:,, s
AD3-3R B14-3R

[0783] W] PLu S A B03 - 1IRAHFI 7 72 , (L S5 4A03 - 3R (P20 . 201mmo1/g)
1 (2-J5mEm -5-38) FHkz (b14) kA5 At 47B14-3R (GH# R0 194mmol /g) -

[0784]  }4B14-3RHIDCM (0. ImL) J5UE37K, AE AL 2500 . 06M AL H 31110 % [ TFA/DCMIZ I
(0.05mL) FHIZ 754> e 1 3 , YEATIINDME (0. 05mL) MeCN (0. 25mL) [ #s B o i A i 1)
LCMSIZE , F M2 97 . 8 % 1) FAR$IB14 6

[0785]  [{t2¢:78]

0
O E/KSD—— -
[0786] .
Nead

% B14
[0787]  LRMS:m/z 389.391[M+H]"
[0788]  {REAIN[A]:0.925%5 % (454 4#-FAO5-1,299nm) .
[0789]  SijiEf1-3-17 AV S WIB15- IRI Sk
(07901 [fb579)

2 o
@y oH S e Y
o A~ TR — . g s
[0791 ] e ot > A oS
B N b1s e Ldgdad
AD3-1R B15-1R

[0792]  AJPLafiad S5 & HB03 - IRAHIAI 1 5 7, i T A 9A03 - 3R (H 2550 . 20 1mmo1/g)
1 (4-BENS - 2-35) HJ% (b16) R it S B15- 1R (FH A0 . 194mmol /g)

[0793] 34 [ Sy RIE AP A IR (10uL) FAE R 8 2% L, FINMP (0. 1mL) 15 PE37K , HiMeOH
(0. 1mL) {5 P38, FHDCM (0. 1mL) {532 , AE AL 50 . IMAL HH DR 1910 % [ TFA/ DCMYA T
(0.05mL) Hig 15245 Bl o L BET , B AR FINMP (0. 1mL) 1536 » ZE1T 1403 7 (0. 05mL) Hh i\
MeCN (0. 25mL) i FR e FOTATR FILCMS I , FIHE X 2100 % 4 L AR41B15

[0794]  [{k~~:X80]

0]

N =

H Br

[0795] O ‘ /\97
HC

b4 B15
[0796]  LRMS:m/z 388.390 [M+H]"
[0797]  fREAMFA]: 1. 061458 (4547 4#4-FA05-1,299nm) .
[0798]  Sjafhll-3-18: {¥. & WH04 - 3R &K
[0799]  [fk=A81]
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[0800]  ~F e s D

o LA g hi4 [ l____.AJ-A»_,-
AD3-3R HD4-3R

[0801] 7RIS I, ] 100mL I 3¢ 385/ ML H AL 5 7A03 - 3R (JH AL 0. 20 1mmo1 /g,
5.00g,1.01mmol) AINMP (60mL) , 7F ==t R iRy 1NN o M3 - (GEHH D) -N- FHEL A Z (ho4)
(0.411g,3.02mmol) \HOAt (0.410g,3.02mmo1) \DIC(0.467mL,3.02mmol) , 7F %5k F %96
NN

[0802] 2K Sz I R R A P B V- TR 4 B3 e 7% B il g s, FHINMP (100mL) 7573 2K , FiMeOH
(100mL) 75 3£37% , FIDCM (100mL) {5132k, FIPEkE (100mL) 153K, 738 T b &5 9H04-3R (JH
2§ 50.196mmol/g,5.45g) »

[0803]  :B{HO4-3RHIDCM (0. ImL) 75 ¥E37K , £E 40270 . 02MF1 HT 3L (110 % [ TFA/DCMIZ I
(0.05mL) Hi2 755 Bl o 1k B8 , 4T I NDME (0. 05mL) \MeCN (0. 25mL) [ MBS [ A 1)
LCMSZE , F e SN 97 . 2 % 1) L ARIH04 .

[0804]  [fk~y-:X82]

shaes
H
[0805] ‘
HO

ft 449 HO4
[0806]  LRMS:m/z 333[M+H]"

[0807]  {REEM[A]:0.675%3 % (U3 #T45-FA05-1,299nm) .
[0808]  SijiEffil-3-19: (k{5 WIHOL -4R[I 5 A%,

[0809]  [fk~~:X83]

ey W o oy e

o e St gy, — o R S L
[081 O] | I " - " .
s e . - SRS Gt
- '-x.wo/«a) - W NN
A034R I o148

[0811]  FESUSU T, AI50mLIR s i JE R S R IDNAE S 4A03 - 4R (FH 0. 20 1mmo 1/
g,2.5g,0.50mmol) FIDCM (37.5mL) , 7F = N ki% LN o BIA4- (Fmoc - 243%) WREE $hER £h
(h01,CAS%#*5:221352-86-9) (0.361g,1.00mmol) .DIPEA(0.175mL,1.00mmol) NMI
(0.160mL,2.01mmol) FIPipClU(0.361g,1.00mmol) , {21 FHRi%6/ NN

[0812] & [A1AH FINMP (50mL) 35 137, FANMP/H,0=1/1 (50mL) I 637K, FIINMP (50mL) 53
R o IR HFIIN20 % DR E /DMFIA I (50mL) , 7F 250 N fkiz 2/ N, 7R icHEH 5 TINMP (50mL)
T P37k, FiMeOH (50mL) 1513k, FADCM (50mL) 15 %3k, FAPEE (50mL) T 37k, 18] 716 A
YyHO1-4R (FHZ5 0. 198mmol /g, 3.0g) »

[0813]  BYHO1-4RFIDCM (0. 1mL) J5 37K, £F A5 0. 2M A FH 3L ZK 110 % [ TFA/DCMIZ I
(0.05mL) Fi2 k55 Bl o 1k BB , FE4T INDME (0. 05mL) \MeCN (0. 20mL) T MBS [ A 1)
LCMSIUZE , HH It WM 298 . 0% 1) H Fr4H01

[0814]  [fk~~X84]
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0
N
[0815] O\NHZ
HO

k791 HO1
[0816]  LRMS:m/z 297 [M+H]"
[0817]  {REAI[A]: 0. 551454 (454 4<4-FA05-1,299nm) .
[0818]  SijiEffi1-3-20 . f¥ A IHO2- 4RI 5%
(08191  [fk~#585])

13

g H

) e
: - f "
a P ety . — o e
[0820] ,."-r:qﬂ»,k.--ml s T M P e i T o o
T ¥

L LA W RS WY

[0821] /R4S N, [ 100mL AT i JE R S A R I S #)A03- 4R (FH 30 20 lmmo 1/
g,6.5g,1.31mmol) FIDCM(98.0mL) , 7E =10 NH7% 17NN o DN 4- %43 - 1-N-Fmoc - WRIE Eh R
#h (h02,CAS%+ :811841-89-1) (0.938g,2.61mmol) “DIEA (0.455mL,2.61mmol) \NMI
(0.417mL,5.23mmol) FIPipClU(0.943g,2.61mmol) , 7E %=1 FIRI%2 . 5/N

[0822]  E[H|AH FTINMP (100mL) Fi5HE3 ¢, FINMP/H,0=1/1 (100mL) Ji534:34K , JTINMP (100mL) 7
VE3 UK o FRE AN 20 % WRIE /DMEYA R (100mL) , 78 2535 FHRT5 LN, ZE 1R HE HH i FNMP
(100mL) 75 37K, JiMeOH (100mL) 75 637K , FIDCM (100mL) 153637, FHBekt (100mL) 151637,
52 T & 4H02-4R (FH3%10. 198mmol /g, 7. 3g) »

[0823]  $HO2-4RFDCM (0. 1mL) {5 P37k, £E B 250 . 2M A FH LR 1910 % [ TFA/DCMIE I
(0.05mL) FHIZ 754 B 1 8, FEATIINDME (0. 05mL) MeCN (0. 20mL) [ A B o I iA T 1)
LCMSIZE , F IR 97 . 4 % 1) F ARIHO1

[0824]  [{v=:{:86]
0 OH
N

[0825] O ‘ "
HO

1644 HO2
[0826]  LRMS:m/z 297 [M+H]"

[0827]  {REAMH]:0.56145 %0 (O Hr2&H-FA05-1,299nm) »
[0828]  SjEfhl1-3-21 : fL & HHO3 - ARIM &5k

[0829]  [{t=:X87]

il
il

a

A A e g M
oM Al
Y gt M et

" PNy *Y — a s .
[0830] . R 2 - WP o
P s ho2 e A

ADZ-4R Ho3-4R

[0831]  FERUAGU T, 1A150mL Iy i BE RS O 25 FP IINAY S PA03 - 4R (P13 540 . 20 1mmo 1/
g,2.5g,0.50mmol) AIDCM (37.5mL) , fE =i NI L/NIF o« IIN3 - (G EE L) 2K % (h03)
(0.307g,2.51mmol) ~DIC(0.389mL,2.51mmol) FIHOAt (0.342¢,2.51mmol) , 7E %= FHRi%18
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JINISF o TN 3 - (RS FH D) 2R (ho3) (0.123g,1.00mmol) \DIC (0.156mL,1.00mmol) FIHOAt
(0.137g,1.00mmol) , £ 253 FARTH4/ N
[0832]  CRE[EIAHFINMP (50mL) i 3 2K , HINMP/H,0=/1 (50mL) i %32 , FINVP (50mL) J5 163
R, JT1IMeOH (50mL) 75 #E3 7K, FIDCM (50mL) 75 #E3 2K, I BEkt (50mL) i ¥e3k 1328 T &9
HO3-4R (JH#;=0.197mmo1/g,2.9g) »
[0833]  :£HO3-4RJHDCM (0. 1mL) J5¥E37K , £E4950 . 2M A FHEL DR 1910 % [ TFA/DCMYA I
(0.05mL) FHIZ 754 o i 8, YEATIINDME (0. 05mL) MeCN (0. 20mL) [ # B o i A T 1)
LCMSIZE , F X £ 98 . 6 % 114 F AR47H03
[0834]  [fk~y-5X88]

0O

; NH,
SRS
[0835] . ‘

ft 451 HO3
[0836]  LRMS:m/z 319[M+H]"

[0837]  {REAITA]: 0. 641450 OO HT 54-FA05-1,299nm) .

[0838]  SjjtEfhl2

[0839]  STjitff2- 1« H AR T [EAH L 107 BB R S R H ) & RS A 7S

[0840]  Sjfh2-1- 1. {EAL S WIBOL - IR[FFAILAL e Wi, /4 JiJAdBret tPhos Pd G6 Br{E
DA 8 FHBTMGAE BRI 15 0 T, SR TR e 56

[0841]  [fk~:X89]

[0843]  SLUGHRAE

[0844]  ZEESSUN . 110, 6mLI B FE /N I, A #7B01- 1R (0.195mmol /g, 20mg
0.0039mmol) 7A 7 (0.4mL) F17K (0.010mL) , /%515 FHR7% 17N . I ANAdBret tPhos Pd G6
Br (0.8mg,0.00078mmol) FIBTMG (11.7uL,0.059mmol) , {F80°C FR7%0.5/NKf ~ 247N o
[0845] K¢ S W iR [T AR 1 AL 1 7R 7% 2 B & b, FIDMF (0. 1mL) 75 P 37K, HiMeOH
(0. 1mL) E¥E34K, HIDCM (0. 1mL) {537k I, AE B0 02M A FHEL KR 10 % [ TFA/DOMIZA T
(0.05mL) 24y Bl o 1k B8 , F4 5 AH TIDME (0. 05mL) 1535 , A1 BER I AMeCN (0. 25mL) ,
IS LCRE S, , FEA TLOMSIUE , FH e INE S it B o A5 IR (UVIFIRR %) Wie2-1- 1P

[0846] [356]

[0847]  [£2-1-1]
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wn |REFE] E | BN | Wk | AR | Ao | AR
(hEF) | Do BO1 co1 P01 Qo1 BE T
DMPr 05 | 944 37 22
05 | 929 | 51 | 21
akm 2 | 956 25 19
DEPr 05 | 695 | 273 | 3.2
2 | 926 | 31 | 4a
DMAc/ B
o | 05 | e8s 103 13
DMAc/ B
o | 05 | 9 9.6 15
[0848] DMAo 05 | 878 9.5 26
DMF 05 | 873 4.9 32 46
DMI 05 | 669 109 221
DMPU 05 | 353 59.2 56
NP 05 | 930 32 | 38 0.0
DMOG 2 | 376 58.1 24
05 | 365 | 574 | 2.7 33
THF 2 | 6aa | 202 | 31 32
22 | 884 41 75
05 | 581 | 279 | 40 100
P 2 | 827 | 22 | 57 93
24 | 760 70 17.0

[0849]  FRIEVA 0L AN 2], 5l i 0 v AHEL , 78 68 FHDMPr . DEAc \ DEPr 1) {75 i
R AR A, TS R PR S - B B () A2 BT AR s DA
WD A3 2R o A i TRl R 7 7 IO DMAC 55 el A T [l A b 5 Jog v e P e
SRR AT FIDMI DMPURIIE &8 1, HiA (CO1) B2 , B ARIIIMACRAI o 76 (5 FHAE i AR
it ZVAFIINMPIA I O N, AR ERRYIOWCER =, (EOUI 2m/ 2 L HIAR 22 8311 2 JFTPO1 o 71 il H]
NMPIII AL T, B HA R BT s 00 b, A plim/ 2B AR 2283110 2% 5T , i A= BT IR B BT If ok
AR, R B AR R (5 R S5 fi2- -2 S50B2-1-3) o /B TIDMFR TS OL 1,
NI Bm/ 2 A 22 57 24501, 5 HARIDOL )45 BS AR A3 EIME , I H H AR ROBER AR . 5
Ah, T T AR RIEA PR B i Pty SR 38R 1 EL Y, TRIDMAC HR R IITHRR, 25 SRR 48
B S5DMACAHEL 1S BIMGE IO A B — 5 1, AETHE VRIS L N, SN, 2B A ik A 42,
PRI AT - B AN, A TR E R el 28 071 H.C - BB SR 37t B S T R 37710 R s
FIAHRIEBIIDMOe (Angew. Chem. Int .Ed. 2016, 55,2531 -2535.) $E{T 1 #F5T, (HH{AK (CO1) 119
A, AR
[0850]  [fk~:X90]
.9
O H/Q\QH
[0851] O
HO .
{44 DOI
[0852]  LRMS:m/z 306[M+H]"
[0853]  {HBAINTA]:0.864%5 Bl (5 HT5441-FA05-1,299nm)
[0854]  {fBAMTA]: 1.660%3 8 (55 HT54FA05- Long, 299nm) .
[0855]  [{t~~X91]
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: O
N
i

[0856] O
HO

f 44 ol
[0857]  LRMS:m/z 290[M+H]"

[0858]  (REARS I 1.01753 %] (47 25 £FFA05-1,299nm)

[0859] RPN [A]:2.08143 % (M 55-FAO5-1ong, 299nm) -

[0860] {5 WIPO1 (S5 AHfE)

[0861]  LRMS:m/z 373[M+H]"

[0862]  (REAMSTAI:0.92353 8] (4 HT 25 FFA05-1,299nm)

[0863] (L &5 HQ01 (S5H) AAE)

[0864]  LRMS:m/z 347[M+H]"

[0865]  {REEMITA]: 1. 74455 % U3 HrE-FA05-1ong, 299nm) .

[0866]  SjiEhI2-1-2: AEAL S PIB0O3 - IR[FRFEL L e N i, 7E{# ] AdBrettPhos Pd G6 Br{F
DA A THBTMGYE BRI 1B 0 T, AR TR B 5556

[0867]  [fk~X92]

[0868]

[0869]  SLUGHRAE

[0870]  YEA(SHGL N, 0. 6mLI B ks /N R i AL & #B03- 1R (0. 195mmol /g, 20mg ,
0.0039mmol) 77 (0.4mL) F17K (0.010mL) , 7E %515 N3R5 1/ NI o JIANAdBrettPhos Pd G6
Br (0.8mg,0.00078mmol) FIBTMG (11.7uL,0.059mmol) , {£80°C N7 24/ NK &

(08711 K¢ S W ORI ] AR 1) AL 1 IR 7% 2 i BE & b, FHIDMF (0. 1mL) 75 ¥ 37K, JiIMeOH
(0. 1mL) {5 ¥E34K, HIDCM (0. 1mL) {537k I , 7E 6270 . 02M A AL AR 10 % [ TFA/DOMIZ T
(0.05mL) 24y Bho 1k B85 , F4[HAH FIDME (0. 05mL) 1535 , 1 BER I AMeCN (0. 25mL) ,
IS LCFES, , BEATLOMSIUE , FH e INE S it B o A5 IR (UVIIRR %) Wie2-1-2R .

(08721 [3:7]

[0873] [£2-1-2]

- REHE| B | BR | W | AR | RBAR
Che) | po3 | BO3 | co3 | Po3 | mait
DMPr 28 | 887 a9 64
[0874] DEAc 24 | 938 57 35
DMAg 26 | 78.0 14.9 7.0
NNIP 24 | 714 70 | 108 | 48

(08751 RIS RIIAE], AEDMPr DEACHT , BAL AR LI &, YO UL AR HoAth
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Ze B AE AT VAT D 73 2] SR . 3 —J5 1, AEDMAC R HiZR (CO3) (2B %25 , 7t {5 FINMPIY)
0N WEL RNV 2o/ 2L EHIA 2 8311942 BP03 , EIFRMIIIU R AR
[0876]  [fk2X93]

N7 NZoH
H
[0877] O
HO

175 % D03
[0878]  LRMS:m/z 307 [M+H]"
[0879]  (REAINA]: 1.29645 %l (437 25 FRPAmide TFAO5 - long, 299nm)
[o8s0]  [fy2:{94]

SR
[0881] O
HO

ft& % Co3
[0882]  LRMS:m/z 291 [M+H]"
[0883]  {REEMITA]:1. 211438 U3 Hr45F-RPAmide TFAO5-1ong, 299nm) «
[0884] (k& WIPO3 (S5H)ATHE)
[0885]  LRMS:m/z 374[M+H]"
[0886]  {REAMS[AI: 1. 4255 Bl (43 M7 2% #4F-RPAmide TFAO5- 1ong, 299nm) -
[0887]  Sjitfhl2-1-3: AEAL & WB04- SR FEIEM SN H, 7E{# [TJAdBret tPhos Pd G6 BrfE
A 5 HP L BufED RIS O0 b, LB BRI 5556
[oss8]  [{t2:X95])

[0889] e

[0890]  SuGRAE

[0891] 7RIS N, A0 6mLIY B FE / IMELH TN 5 #7B04 - 3R (0. 194mmol /g, 20mg ,
0.0039mmol) & 71 (0.32mL) A17K (0.080mL) , 7E % MRz /NN« JINAdBrettPhos Pd G6
Br (0.8mg,0.00078mmol) FIP1tBu (14.8uL,0.058mmol) , {E80°C FHRI%0.5/ NI &

[0892] 34 S5z W gk A [l A ) 2 v v 6 A% B ok R 2% 1, HIDMF (0. 1mL) 5 637K, HiMeOH
(0. 1mL) Ji5PE37K , FIDCM (0. ImL) {5 VE3 UK, 7E 3270 . 02M A1 FH LR 10 % [ TFA/DCMYATR
(0.05mL) iy eho 1ot B85 , B4 FHDME (0. 05mL) 1535 , M1V A I AMeCN (0. 25mL) ,
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e LORE i, HEA TLCMSTNAE , FH Mg S5 B R i o L 25 S (UVIFT AR %) an582-1- 3.
[0893] [3£8])
[0894] [32-1-3]

] IR | BiRd ¥ HiE Eadia ﬁf&?ﬁ‘fﬁ
CGhED | po4 0 co4 | PO4 A&
DMPr 0.5 93.5 2.3 4.3
[0895] DEAc 0.5 | 946 26 2.8
DMAc 0.5 76.6 171 1.6 4.7
DMF 0.5 325 53.0 104 4.2
NMP 0.5 89.0 35 5.1 2.4

[0896] AR FAERAIAE], AEDMPr DEACHT, B AR LIS =, YO NS AR oAtk
PRI A A AR D 15 B R 53— T, AE GEFHDMAC T DL I, SR BEA TR . 5 9h, 1
S FDME I 0N, ROV EA T8, 7 HLHAR (C04) [ AE 2 , F PRI o 7 i HINMPIE) 175
OUR, REEI R (CO4) Flim/ 2L HIA 28312 5TP04, FIARMITIICRAR.

(08971  [ft775X.96]

N
[0898] H
pe

{44 Do4
[0899]  LRMS:m/z 336[M+H]"

[0900]  {REZHS[A]:0.90543 % (43 #745H-FA05-2,299nm) .
[0901]  [fk=X97]

[0902] ‘ H
L

fe &4 Co4
[0903]  LRMS:m/z 320[M+H]"

[0904]  {RBAMA]: 1. 07743 8h (5 HT &4EFA05-2, 299nm) .

[0905] {5 HP04 (S5 AAfE)

[0906]  LRMS:m/z 403[M+H]"

[0907] - BAMA]: 0. 93553 8 (5 HT &5 EFA05-2, 299nm) .

[0908]  S7jitEf2 -2 $ &k T-[IAH_E 15 FEIR AR A SON ) 25 R L0 AR O AT 5T

[0909]  S7JEf2-2- 1 fEAL 5 9B02 - 2RI SN i, £ FHP2 t BufFE Ak fif FHDMPrAE
REFIITESL T, W7 M R 555

(09101  [fk#598]
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[091 1 ] Buz-m

[0912]  SCEGHRAE

[0913]  ZERAUSU T, 70, 6mL g B R /N i AL 5 #9B02- 2R (0.194mmol /g, 20mg ,
0.0039mmo1) \DMPr (0.4mL) 17K (0.010mL) , 7 2535 F AR5 LN IO N F52-2- Lrbic 2 e
(L FIFIP2tBu/ THFI K (2M,29. 1ul.,0.058mmol) , 7E80°C NHi%0.5/ N .

[0914] K S 7 yRORT [ AR 1) B 1 iR 7% 2 o BE & b, FIDMF (0. 1mL) 75 P53 7K, JiiMeOH
(0. 1mL) {5732, JIDCM (0. 1mL) {5337k I, ZE 9250 . 02M L AL 1110 % [F) TEA/DCMIA T
(0.05mL) HiE 23 8o L 38, F4[EAH DM (0. 05mL) J5 ¥k, 141318 1 i AMeCN (0. 25mL) |
TS LOFE, , BEATLOMSIUE , FH I INE S i B o HLAS IR (UVIIAR %) Wie2-2- 1.

[0915]  [3:9]

[0916] [3£2-2-1]

R EEE)} BARA | R Hi%

AL ChED) | D02 | BO2 | €02
tBuXPhos Pd G4 (0.8 mg, 0.00078 mmol} a5 92.7 3.3
ReckPhos Pd G3 (0.7 mg, 0.00078 mmei) 05 | 960 11
[0917] BrettPhos Pd G4 (0.7 mg, 0.00078 mmol) 0.5 a1.8 3.8
tBuBrettPhos Pd G4 {0.7 mg, 0.00073 mmol 0.5 95.7 1.7
AdBrettPhos Pd G6 Br (0.8 mg, 0.00078 mmol) 0.5 89,7 0.9
AdBippyPhos (1.0 mg, 0.0016 mmo
?dzdb?:incz, ttcu? m:, 0.00039 mm(?l) . = e

[0916)  RIEDL |-ty A £ WP Py A BB R B 16 R
1550 o 455 Al 52 , 7Ef# FHRockPhos Pd G3.tBuBrettPhos Pd G4.8{AdBippyPhos5
Pd,dba,CHCT R0 ARG AL T, o e,

(09191  [fk5:(99]
i L
O N OH
H
[0920] O
HO
1t 44 D02
[0921]  LRMS:.m/z 320[M+H]"
[0922]  LREAM ] 0. 93143 (43 4<44-FA05-1,299nm) .
[0923] [{¥=¢7100]
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R o
T
H
[0924] O
HO

44 co2
[0925]  LRMS:m/z 304 [M+H]"
[0926]  REEMS ] 1.07553 B (M &54FFA05-1,299nm) .
[0927]  SCjEdf2- 3 FARR A [EIAH_E Iy BRI IR A SR R 25 P it 7
[0928] B fi|2-3- 1 : AL 5 B02- 2RI B2 3AY s N HT, £ i FHAdBrettPhos Pd G3fE Ny
AR {7 58 FHDMP e E I AR IS 0 T, i 7 5556
[0929]  SCEGHRAE
[0930]  ZFUSSR L 110, 6mL I B R/ N A I AY S ¥B02- 2R (0. 194mmol /g, 20mg,
0.0039mmo1) \DMPr (0.4mL) F17K (0.010mL) , /=% MRz /N o JINAdBrettPhos Pd G3
(0.8mg,0.00078mmol) FF2-3-1HH1C 20 (0. 058mmol) , 7E80°C MRz #2-3- 1H1 i #I1
INFTH] o
(09311 K S W iR ] AR 11 AL 1 7R 7% 2 o B & b, FIDMF (0. 1mL) 75 ¥ 3 7K, HiMeOH
(0. 1mL) EHE3K, HIDCM (0. 1mL) {537k I , AE B 250 . 02M A FHEL K1) 10 % [ TFA/DOMIA T
(0.05mL) 24y Bl o 1k B8 , F4 5 A TIDME (0. 05mL) 1535 , A1 BE I AMeCN (0. 25mL) ,
IS LCRE S, , ZEA TLOMSIUE , FH eI S it B o A5 IR (UVIFTRR %) Wie2-3- 1P
[0932] [3£10])
[0933] [§£2-3-1]

- gﬁmﬂ Bidn | BN | HiE

CGhEt) L poz BO2 coz

©5,€0; (18,8 mg, 0.058 mmol} 24 829 7.8 6.2
KaPO4 (12,4 mg, 0.058 mmal) 24 89.7 8.7
BTMG (11.6 ul, 0.058 mmol) 2 B7.2 7.3 2.8
[0934] MTBD (8.4 ul. 0.058 mmol) 24 732 14.6 6.7
PiiBu (14,8 pi, 0.058 mmol) a.5 85.3 1.8
BEMP (16,9 i, 0.058 mmol} 24 73.7 117 7.6
BYPP (17.8 L., 0.058 mmol) 2 916 33 2.5
P21Bu (2 M in THF, 29.1 L, 0.058 mmol) 0.5 | 019 2.0 18
KOH (8 MR, 7.3 L., 0.058 mmol) 24 81.6 5.1

(09351 ARl LA L A& SR, 768 FIDMPr FE Dy Il A S AL SR Hr , BT LK) FIBTMG
MTBD.P1tBu.BEMP\BTPPP2tBu JE[¥I] {2 A HLER. VA & Cs,CO, \K,PO, JKOHZ 2RI 1
JEHURE VE D CEIR, D SN PR BT A2 pe /D P tBu P2t BuSE B i ik -

[0936]  Sjtth2-4 . Kotk

[0937]  SZjtefi2-4- 1 5k A HB06 - 2RI FRIEAY SN BEA T1ID06 - 2RI £

[0938]  [{k#=101]
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P T R NP

&=

(09391 * 7 L

W28 COb- 2R

[0940]  ZE&ISSUN . 110, 6mL I B EE /N IIAY, A H7B06-2R (0.193mmol /g, 20mg
0.0038mmol) \DMPr (0.4mL) 17K (0.010mL) , = N iz 17N . JiNAdBrettPhos Pd G6
Br (0.7mg,0.00077mmo1) FIBTMG (11.5uL,0.058mmol) , {F80°C NRi%2/ N .

[0941T K¢ S W ORI [ AR 1 A 1 7R #% 2 o B & b, FIDMF (0. 1mL) 75 P37k, HiMeOH
(0. 1mL) {5 ¥E34K, HIDCM (0. 1mL) {537k I , AE B0 02M A ALK 110 % [ TFA/DOMIZA T
(0.05mL) 24y Bho 1k B85 , F4[HAH TIDME (0. 05mL) 1535 , A1 BE A I AMeCN (0. 25mL) ,
IS LOFEN, , FEATLOMSIUAE o HL&h A2 i (CO6) 52, 7% , HARIID06°M97 . 3% [ i3

[0942]  [{k~~5X102]

0O

[0943] O N OH

k447 D06
[0944]  LRMS:m/z 374[M+H]"

[0945]  {-BAMA]: 1. 040538 (5 HT &4 EFA05-1,299nm) .
[0946]  [fk#5103]

0]

[0947] O N
HO g

k&4 Co6
[0948]  LRMS:m/z 358[M+H]"

[0949]  {RBAINFTA]: 1. 1834 8h (5O HT 441-FA05- 1, 299nm) «

[0950]  Sitafh2-5 : FH AR T [EAH_E 175 FE I C - O1EEE SN HR ) 2 A A 7

(09511 S0jefdl2-5-1: fEb S HB02- 2R 53 - K 3L - 1 - PIfiE (g01) AYC- OFRIDE S v v, £ {5 ]
AdBippyPhos{ER T8 AV A BCAA A FHBTMGYE DRI TG & I RHA A T PR R ) S5
[0952] [fb#3104])
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nnnnn

b )
)
0

[0954] ;‘TQA%if’E

[0955]  FEZUA%0 I, 170 . 6mL i B ES /N IIA AL S #B02-2R (0. 194mmo 1 /g, 15mg,,
0.0029mmol) MAEFK2-5- 1A & 57] (0.3mL) s il — 5 HH iR 7 (5. 5mg,
0.029mmo]) il B AUTATR - DIN3 - 2K FE-1-PIEE (39.6uL,0.291mmol) , 7F &1 R R% 1/ NS o il
\Pd,dba,CHC1, (0.025M,0.00029mmo1) 5AdBippyPhos (0. 1M, 0.0016mmo1) 7R 74k G
Lfﬁﬁmzﬁﬂﬁlﬂbﬂ)\zﬁ%/\% FF Mg IR 43 B A A4 KAl &) (11.6ul) « DILABTMG
(8.7uL,0.044mmo1) ,7E80°C F4lki% 247N

[0956]1 & S Sy RN AR B i (12ul) FAB 2 i#% b, JTIDMF (0. 1mL) f5BE37K , FIMeOH
(0. 1mL) JE P37k, HIDCM (0. ImL) {5 PE3 K i , £E B 250 . 02M A1 FH LK K110 % [ TFA/DCMYA TR
(0.05mL) FHE5t1 43 Bfe 1 B8 ), 4[] AH FTIDMF (0. 05mL) 75 , A3 1 IIAMeCN (0. 25mL) |
HIE Lo , FEATLOMSINAE , R I S R dE i o« FE A SR (UVTIETRR %) an2-5- 1HT7

(09571 [5%11]

[0958]  [3£2-5-1]

RAEEE | Bi |k T T
Cheb) | Go201 | BO2 | Ce2 | DOZ
DMAc | 0.5 31 | 464 | 123 | 6.1
09591 DMPr | 05 | 804 0 121 | 48
NMP 0.5 227 33.7 259 12.8
DMAc | 24 57.8 | 278 | 123 | 7.7
DMPr | 24 80.1 0 11.2 4
NMP | 24 35.2 0 466 | 121

[0960]  ARHELA_F &5 RN 2], S5 (T Ta AARLL , AEDMPr FR R A1 2 5 HIAR B A
KRR F (OH(R) (AR AT AT D 13- B =W o D3 —J7 10, A2 TIDMAC RIS 4t
[N HEA T , 24/ NI e EERREDIWSCR ARG A FINMPIR IS &0 1, B (C02) LOH{A (D02) [14E
%%, BRI AR
[0961]  [fk~5X105])

[0962] O
ne

4% G020l
[0963]  LRMS:m/z 438[M+H]"
[0964]  {REAMF[A]: 1. 38145 % (4 £#-FA05-1,299nm)
[0965]  S7jEfh2-5-2: fEL &5 B02- 2R 52 - FHELK) (g02) FYC- OfBIBE S b H , 1 i
AdBi ppyPhosEAA M E A I EC A A TIBTMGYE AT O B, WA I3E T EE e 556

oﬁ/@\/o/v\@
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[0966]  [fk~5X.106])

I X
oo U< g
[0967] Y e o -
[ T’LO, “(’ _r*:'.":\/r" "
!'I.-/\ -~ ‘.QA’ ._/\..j-u»«‘ P~ ,.::/(j)k A_’L J::(ﬁ;
,C‘Ak/h\.-&f e LA e :lg

[0968]  SLIGIRAE

[0969]  FERIASU I, 1710 . 6mLIW B /N TN 5 %9B02-2R (0. 194mm1 /g, 15mg,
0.0029mmo 1) MIAEF2-5- 210 & iUIA 7 (0. 3mL) HiA A =5 H EEER A1 (5. 5mg,
0.029mmo1) [fij B VAT« MIN2- LSRR (30.0pL,0.291mmol) , 7 Z= 1R N % 17NN o I
Pd,dba,CHC1, (0.025M,0.00029mmo1) 5AdBippyPhos (0. 1M,0.0016mmol) ({7 A AT Gifi it
FEX N A IR S8, TS DA L Bl 2= 4 2k il 8%) (11.6uL) o JINBTMG (8.7
uL,0.044mmol) ,7F80°C N4y 24/ N .

[0970] Ry s By MR =779 (12uL) $EA2 8] i8#% 1, HIDMF (0. 1mL) 7i57:37K , HMeOH
(0. 1mL) J5¥e37 , FHDCM (0. 1mL) 1593 i , 7E 40270 . 02M F1 FHEE R 11 10 % [ TFA/DOMIZ i
(0.05mL) HiEt 1238t 1 85 , J4EAH FIDME (0. 05mL) J5 %k, 10387 1 I AMeCN (0. 25mL) |
IS LCRE S, , FEATLOMSIUE , FH eI Sy it B o A5 2R (UVIFIFR %) Wie2-5-2R .

(09711  [£12]

[0972] [£2-5-2]

R EzEdE | B Y H & OH &

(/B ) 0202 B02 Co2 D02

[0973] DMAc 24 17.8 73.7 6.5 0.7
DMPr 24 71.7 5.6 12.6 =4

NMP 24 24.6 44 25.1 1.4

[0974]  ARYEPA_L (45 FHIAE], S 3 b IOV FIATILL , 7EDMPr Fhof (b 3805 Wi ANy
SR BN = (OH(AR) AR BT DAY, 13 B EWCR « S5 —J7 10, 7518 FHDMAC IS &L T,
R REIEA TR, EFRIC2A . 7E A FINMPIOIE B0 , HE (C02) 4k % , B FRITIORAR
(09751  [fk#5107]

i
N o/@
[0976] @ ;
Be

&1 G0202
[0977]  LRMS:m/z 410[M+H]"

[0978]  {REEMS AL 1.3275 Bl (37 254FFA05-1,299nm) .

[0979] St fhi3

[0980]  Sit53- 1o FH A - [EAH b 15 FEELIC - NABIDE SN HH ) 28 A A7

[0981]  Sfh3-1-1: fEAL & HB02- 1R 54 - A ILNRIE (e01) FC-NAREE s 3 b, 78 i ]
(tBu) PhCPhos Pd GATE AL A P2 t But E BRI G &0 I, AR TEE B 5556
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[0982]  [fk~5X.108])
09851 A LA o
[0984]  SUEGHRAE
[0985]  FEZUA50 I, 170, 6mL B ES /N I AL &5 #B02-1R (0. 194mmo1 /g, 20mg ,

0.0039mmol) M (0.4mL) , fEE i M RIZ L/ o DIN4 - K IEDRIE (e01) (12.5mg,
0.078mmo1) HI (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) -P2tBu/THFIA K (2M,58. 2uL,
0.116mmol) , 7E %55 FHRI%2/ NI

(09861 K S5 I s R[] AH ) B v v 6 7% 25 i€ v L, HIDME (0. 1mL) {5 73K, FiMeOH
(0. 1mL) JE P37k, HIDCM (0. ImL) {5 V3K i , AR B 250 . 02M A1 FH LK K110 % [ TFA/DOMYA TR
(0.05mL) HiR51253 B L 8 , ¥4 [EAH FIDMF (0. 05mL) {5 P, 170 3RE 1 I A MeCN (0. 25mL)
TS LOFEA, , BEATLOMSIUE , FH I E S i BE o HLA5 IR (UVIIAR %) W13 -1- 1P

[0987] [513]

[0988] [£3-1-1]
i gantE | B | RN | o | RE | SRR

Oht) | Eoz01 | BO2 | coz | Poz | Mt

DMPr 2 | 983 08 0.8
DMAc 2 | 538 | 450 | 08 04
DMF 2 | 321 | 648 | 09 22

[0989] oM 2 | 57 | 847 | 12 8.4
DMPU 2 | 25 | 959 | 12 0.4
NMP 2 | 7192 172 | 09 27
THF 2 | 228 | 755 | 07 1.0
- 2 | oo | 813 | 06 32

[0990]  ARHEVA 10 &s Fepmil 2], S5l w i FHVAFIAHED , ZEDMPr FR AL 1L 5w  HAR L ot 4

JS A AR LA D 13 B S e . 58 —J5 T, A 2 75 HIDMAC  DMF \ DMT 5kDMPUF I 08 T,
S N AEA TS, AE A0 AR 1 HACAE B A SR I THE  FRER (25 30k : Organometallics
2013,32,5428-5434.) [TEOL N, SO B 1 o A4 FINMPIFIS &0 1, AR EORHI I O PR
{FHAA (C02) AR S , A, N Em/ 2 Eb AR 22 83 22 5TP02 , H PRI A -

[0991]  [fk~5X109])
o) /@\/
[0992] m)
HO
4% E0201
[0993]  LRMS:m/z 463[M+H]"
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[0994]  {REAIFIA]: 1. 340455 %0 (55 A &5 FFA05-1,299nm) .

[0995]  {LEWIPO2 (G5AAAAE)

[0996]  LRMS.m/z 387 [M+H]"

[09971  {REAM[H]:0.905%7 81 (AT 54-FA05-1,299nm) .

[0998]  SJiEf513-1-2: fE b A HB02- 1R GN- FHAE - 3- TR AL A iz (e02) [ C-NABIE S N H L £
{11 (tBu) PhCPhos Pd GAYEJy#EARAL I i P2 t Buf E MBI O B, WA TEe e 5K
iy

[0999]  [fk~~5X110]

[1000]

[1001]  SCEGHRAE

[1002]  ZEASSUT, 1710 . 6mLI B B /N T DAL 4 #9B02- 1R (0. 194mmo1 /g, 20mg,
0.0039mmo1) AAF (0. 4mL) , 7E ==t iRy 1/INRF o IIAN-HH AL - 3-8 EL P i (e02) (11.6mg,
0.078mmo1) 1 (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) P2tBu/THFA K (2M,58. 2uL,
0.116mmol) , 7E %= MRIZ 247\

(10031 K 52 I g R [ AH ) 2 1 v 6 72 215 i€ v 1, HIDME (0. 1mL) i 73K, FiMeOH
(0. 1mL) JEPE37K, HIDCM (0. ImL) {5 3K i , A B 250 . 02M A1 FH LK) 10 % [ TFA/DOMYA TR
(0.05mL) HiR51253 B o i 8 , ¥4 [EAH FIDMF (0. 05mL) {5 P, 170 3RE 1 I A MeCN (0. 25mL)
HIESLCFE S, , BEATLOMSIUE , FH LI S i B o HLEE SR AN - 1- 2.

[1004]1 [5514])

[1005] [3£3-1-2]

5 REFE | B | B | HGE | BR | RERR
Cheb) | E0202 | BO2 | €02 | POz | Mait
DMPr 24 | 870 | 75 | 34 2.1
DMAc 24 | 17.4 | 774 | 27 2.4
DMF 24 | 279 | 611 | 59 5.1
DMI 24 | 45 |753 | 35 16.6
[1006] DMPU 24 | 21 | 906 | 52 2.2
NMP 24 | 471 462 | 38 23
THF 24 | 64 |B8O | L7 39
GES 24 | 37 |o16 | 12 36
DMOc 24 | 265 | 609 | 27 9.8
DMSO 2¢ | 149 | 747 | 25 79
tAmylOH 24 | 52 |90.0 | 11 36

[1007]  ARPELL oS SRAMIAE], Sim s 8 FHROvAFIAHEL  ZEDMPr AL A 28 5 HpA L HAth 2
TR A AT LU D 45 B e . 5 —J5 18, A A ZI/E 6 HIDMAc . DMF . DMT DMPU  THF ATHHZR
B LT 5 5N NS o 7 (5 FNMPRAIG N HA (C02) AR Az 22, A4 , i WL 2m/ z b H
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k28312 BTP02 , AR o M0 5 el AR T R A A = AR P PRI ~ C- NABIBE SR TR
F1, f5 FA FR 25 11 DMSO tAmy 10H (Organic Letters 2015,17,3370-3373.) #H4T 1 #f7%,
{REREATAE K, SN LA T o BEAN A el 22 1A I AE.C - NI SN A B0 SN HR )
IAFIE N, 4 A R A DMOe (Angew. Chem. Int .Ed.2016,55,2531-2535.) $E47 T #ff
T AR TIZ , RIS

[1008]  [fL5-X111]

o]

[1009] /O/())L k/‘\@

4 E0202
[1010]  LRMS.m/z 451 [M+H]"
[1011]  {REAIFA] 1. 027458 (454 4 #4-FA05-1, 299nm)
[1012]  {REAIF[A]: 2. 12045 (454 45#-FAO5- 1ong, 299nm) .

[1013] [fb=112)
L
Sh
H
[1014] O
HO

fe &4 C02
[1015]  LRMS:m/z 304 [M+H]"

[1016]  {REAMF[A]: 2. 257458 (45 45#4-FAO5-1ong, 299nm)

[1017] (L5 HP02 (G5 HAKME)

[1018] LRMS.m/z 387 [M+H]"

[10191  {REAMFA]: 1.80745 8 (454 45#4-FAO5-1ong, 299nm) .

[1020]  SCjsafs13-1-3: AEAH 5 HB02- 1R 51 - KL -3 - FEELPI I (e06) [ C- NI SN H , 7F
{11 (tBu) PhCPhos Pd G41F A AR5 (i FHP2 t But E BRI TG O B , WA A TER R 5
¥

(10211 [frk113])

[ R

[023]  Selviidfe
[1024] 7RS0T, 0. 6mLII B/ I K £ #1B02- 1R (0. 194mmol /g, 20mg,
0.0039mmo1) FI7AF (0.4mL) , 7F %3 MRz 1IN N1 - FHEE-3- 2R LI % (e06) (12.5pL,
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0.078mmo1) 1 (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) \P2tBu/THFA K (2M,58. 2uL,
0.116mmol) , 2= MRz 2/ o

[1025] K S o iR 8] AR 1 A 1 7R 7% 2 o B & b, FIDMF (0. 1mL) 75 P37k, HiMeOH
(0. 1mL) JEHE37K, FHIDCM (0. ImL) {5 HE3 K i, A2 B 270 . 02M A1 FH LK 10 % [ TFA/DOMA TR
(0.05mL) HiZi5i225 Bl L I8, FEEAH FIDME (0. 05mL) 7 %6, 150387 1 I AMeCN (0. 25mL) |
IS LCRE Y, FEA TLOMSIUE , FH M INE S it B o A5 IR (UVIFIRR %) W13 -1- 3P

[1026] [5£15])

(10271  [3£3-1-3]

- RRENE | BfF | ER Hik AE Hith R
ChEE) | Eg206 | BO2 co2 PO2 gt
DMP 2 ! ' y
[1028] ¢ 978 0.6 1.7
DMAC 2 61.7 36.0 0.7 1.6
NMP 2 59.1 20.0 11.5 0.9 85

(10291 VA R 1045 Rl 3], 551 5 60 A FIAHED , fEDMPrHH LA 2 5y B FLA 2
U AR AT AR D A5 20 e o 5 —J7 1, BA 28 FHIDMAC TR &t 1, SR FE I o A
FIFENMPHRTIfA (C02) A2, H R G, D IR«

[1030]  [fkyX114]

O N7 NFSNH
H
< adiilane
HO '

£ 4549 E0206
[1032]  LRMS:m/z 451 [M+H]"
[1033]  {RBAINFTA]: 1. 2765 Bh (50T 44-FA05- 1, 299nm) «
[1034]  SZEMBI3-1-4: FEAL B0 -1R5 N Ji% (e03) [1C- NI s v Ft , 7EA# ] (tBuw)
PhCPhos Pd GAfEA AR i FHP2 t BufE R BRI G &t I, AHA I T EL e 556
[1035]  [fk#:115]

[1036]

o g o i o

[1037]  SZEGHRAE

[1038]  YE&(S50U N, 0. emLE B /N b in AL & #9B01-1R (0.195mmo1 /g, 20mg,
0.0039mmo1) FiA ] (0. 4mL) , 7E == M i% LN o« I % (€03) (10.7uL,0.078mmol)
1 (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) \P2tBu/THFA K (2M,58.5ul,0.117mmol) , 7F
i Mz 24/ N .

[10391 % Js . 75 A [Fa] AL ) s 7 7 e 4% B o i 8 1, JHIDMF (0. 1mL) 75 P37k, HiMeOH
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(0. 1mL) JEHE3K, HIDCM (0. 1mL) {537k, AE B0 02M A FHEL K110 % [ TFA/DOMIA T
(0.05mL) 24y 8o 1k B8 , F4[EAH TTIDME (0. 05mL) 1535 , A1 BER I AMeCN (0. 25mL) ,
IS LORE S, , ZEATLOMSIUE , FH eI S it B o A5 IR (UVIFIRR %) W13 -1-4P7.

[1040] [3516])
(10411  [583-1-4]

e REME EEM | ORR | W | R | AR | RBAR
! ! (het) ! Ep103 | BOL col | POl RO1 BIE
DMP 24 87.5 0.6 37 82
[1042] .
OMAe 24 a4.6 | 460 33 2.7 41
NMP 24 113 734 | 124 2.9

[1043]  ARAEDA LS5 SRBIA ), 3 SV TATILL , ZEDMPrepaf A3 B il
B AN D 3B R 53— T 06 FHDMACH S L T T B, S350, R
B/ 2 K 2 5THO 2 FRROL . 76 FINVPEAS 30T Bk (COL) BOAE b2 . 34k S B/ 2
HA 831144 PO, IR .

[1044]  [fk775X116]

I
H
[1045] O H
HO

&% E0103
[1046]  LRMS:m/z 389[M+H]"
[1047]  {REAI[A]: 1.98945 % (44 45#-FAO5-1ong, 299nm) .
[1048] [V &MIPOL (G5 AAE)
[1049]  LRMS:m/z 373[M+H]"
[1050]  {REAI[A]: 1.82345 % (44 4#-FAO5-1ong, 299nm) .
[1051]  {LEHPIROL (GEMAANT)
[1052]  LRMS:m/z 347 [M+H]"
[1053]  {REAI[A]: 1.72045 %0 (454 4#-FAO5- 1ong, 299nm) .
[1054]  SZJERBI3-1-5: fELEHB01 - 1R52- FHILWRIE (e04) HIC - NARIGE S S o, 26 (i A
(tBu) PhCPhos Pd GAYEM (51 (o FP2 t Buf E MR o B , WIS AT DR i 56
[1055] [fk53117])

[1056] o

[1057]  SZOG PR
[1058] &S50 1, A0, 6mLI B ES /N I & #B01-1R (0.195mmo1 /g, 20mg ,
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0.0039mmo1) M5 (0.4mL) , /£ =0 MRz 1/ JIN2 - FHELIRIE (e04) (9.21pL,
0.078mmo1) 1 (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) \P2tBu/THFA K (2M,58. 5uL,
0.117mmol) , E IR, N Ri% 24/ NIt

(10591 K 52 I g5 R [ AH ) 2 v v 6 72 B0 B v b, HIDMF (0. 1mL) 77637k, FiMeOH
(0. 1mL) EHE34K, HIDCM (0. 1mL) {53k, AEE20. 02M A FHEL K110 % [ TFA/DOMIZA T
(0.05mL) 24y Bl o 1k B8 , F4 5 A TIDME (0. 05mL) 1535 , A1 BE I AMeCN (0. 25mL) ,
A LORE Y, BEA TLOMSIUE , FH e INE S it B o A5 IR (UVIFIRR %) W13 -1 -5

[1060] [3517])

[1061]  [#3-1-5]

| I Rzl B | R HE g5 E i

(/hEF) | EQLO4 B01 Co1 PaL ROL B &It
[ 1 062] DM Py 24 90,8 25 69
DMAE 24 46,5 423 240 14 18
NMP 24 138 70.7 123 az2

[1063]  ARHEVA_F 25 Rl 2], S5l il s FIAEEL  7EDMPr FRFE AL 28 0y Hk  Fo At 2
JoT A AS AR D A5 B e s 53— 5 T, AR FHIDMAC IS 0L 1, SO 3 EEN , 534N, i
Fllm/ zEL PR 22 5THIALTIROL « - NPT & T, HiZ (CO1) FOAERAR 2 , SR 40, W 2m/ z bt
HPRZ 83112 BPO1 , R
[1064] [t 118)
L CL
N N

[1065] O O & d)

HO

£ 5% E0104
[1066]  LRMS:m/z 387 [M+H]"
[1067]  {RBEIFA]: 0. 705538 (5 HT &5 4EFA05-01,299nm) .
[1068] LA HIRO1 (SEFY AT E)
[1069]  LRMS:m/z 347 [M+H]"
[1070]  fBAIA]: 0. 87958 (5 HT &5 EFA05-01,299nm) .
[1071] 53 -1-6.: ZEAL S HB02- 1R52,6- — HIZEIKE (e13) FC-NAHIBE SN H , 71 H

(tBu) PhCPhos Pd GAfF Jy st At (s HP2 t BufFE g RRIITE & I, R FI3E THE 4 S
(10721  [fb#2119]

[1073]

g g

[1074]  FE%(SS0 N, 110 6mLI B/ N TIN5 %7B02- 1R (0. 194mmol /g, 20mg,
0.0039mmo1) FIIA A (0.4mL) , 7E == id PRz L/INS o IIAN2, 6- —HHELIKRZ (e13) (9. 6uL,
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0.078mmol) A1 (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) . JII\P2tBu/THFA K (2M,58. 2
L,0.116mmol) , /E %= MRiZ 247N .

(10751 K¢ s S ORI AR B 7 (12uL) $6F5 800 i8=s I, HIDMF (0. 1mL) {57637, JMeOH
(0. 1mL) JEHE32K, FHIDCM (0. ImL) {5 HE3 K i, A2 B 20 . 02M A1 FH LK 10 % [ TFA/DOMYA TR
(0.05mL) HiZi223 Bl o LIS, FEEAH FIDME (0. 05mL) 75 %6, 150387 1 I AMeCN (0. 25mL) |
IS LORE Y, ZEA TLOMSIUE , FH e INE S it B o A5 IR (UVIFIRR %) W13 -1-6HT71.

[1076] [5518]

(10771  [3£3-1-6]

. RERTE] BfR4D [} Hik R .
A OUCnt) | eara | s | cea | pop | SHERENAN

[1078] DMAc 24 12.8 84.7 1.0 0.0 1.4
DMPr 24 BTS 54 35 HEH 38
NMP 24 187 8.0 72.2 58 | 2.2

[1079]  ARF=VA_FAOLREAINE], Sl i 8 FROTA AL  ZEDMPr FRA A 3 R HoAth 2%
JRA A RAT AR D 45 2R o 53— T3 T A FHDMAC TR O 1, BB S 3ok 2 i o A1 f
FINVPRITS 5L T, Bk (C02) FIAERAR 2, J3sh, e M Blm/ 2 EE A 22 83F0 2% J51P02,, Jg (R

[1080] [fk#:120]
RJCL
‘ N: NH
H
[1081] O
HO

b4 %1 E0213
[1082]  LRMS:m/z 423[M+H]"
[1083]  {R-EAM[AE]: 1. 27555 %0 (45 A &5 FFA05-1,299nm) .
[1084]  SjEHI3-1-7: fE L EBOL - IRSGN- LR (e16) [YC-NABIPES N H , 71 il
(tBu) PhCPhos Pd GAYEREAE M1 FHP2 tBuf EJ BRI 0 B, WIS A TEE B 56
[1085] [fk#t121])

[1086] BOLIR

A o NP N 2% LA A
. g o

[1087]  FERSU N, 0. 6mL A BEFE/ N IIA L S #B01-1R (0. 195mmol /g, 20mg,
0.0039mmo1) A5 (0. 4mL) , ££ =05 MR LN o IIAN- CHF i (e16) (9. 9ul,
0.078mmo1) 1 (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) « JIAP2tBu/THRIA I (2M, 58 . 5
L,0.117mmol) , 7E =15 N1z 2/ N«

[1088]1 & S Wy AHEIAH i (12ul) FAZ R g5 L, FHDMF (0. 1mL) 15 3E37K , HiMeOH
(0. 1mL) EPE34K, FIDCM (0. ImL) {5 PE3¢R T, AR50 . 02MA FHEE R 10 % O TFA/DOMPA TR
(0.05mL) iy Bho 13 B8 , F4 [ AH FIIDME (0. 05mL) 1535 , M1 BEMR I AMeCN (0. 25mL) ,
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T LCAEN, , HEATLOMSIE , R b2 S B R o LA 2R (UVIT AR %) 4ne3-1- TR,
(10891 [5519])
[1090] [353-1-7]

" W B |8 T 5i 2
AN | TNy | Tore | Bot | cm | m | MeRmem
[1091] DMAc 24 13.6 83.7 09 0.0 1.5
DMPY 24 92.3 0.0 237 0.0 5.0
NMP 24 | 208 04 69.0 7.4 2.4

[1092]  AR¥EVA LIS RN S, 55 I AL , ZEDMPr H A% A< iy B HAth 2
FMAE AT ARD A3 20 S e o Sy —J5 T, A B TIDMAC S &0 1 SO 3 18 o AR
FINUPHITE OL N HiA (CO1) A RN 2 , S A, i W 2im/ 2 b AR 22 8311 24 JFTPOL , i
[1093] [fkF3122])

R L
= N N7
| H
[1094] /@/d @
HO

{454 E0116

[1095]  LRMS:m/z 409 [M+H]"

[1096]  CREEMA]: 1. 31353 8h (O HT45FFA05-1,299nm) .

[1097]  SEht{513 -2 « $HAR T AT E 11 0% FEIR I C - NP R P ) &5 R A RO FF 7

[1098]  SjEf513-2-1: FEAK &5 HB01 - 2R SURIE (e08) HC-NIEIEC S HY, 7Ef P2 tBufE
Bk (58 FHDMP A iR AT O T, RO AR 5056

[1099]  [fk~X123])

L+

[1101]  ERS5SUN, 0. emL B /N b In AL & #9B01-2R (0. 195mmo1 /g, 20mg,
0.0039mmo1) FIDMPr (0. 4mL) JWEAE (e08) (3.85uL,0.039mmol) , 7F %6 NHi% 17NN IO F&
3-2- 1FCE R AL 75 FNP2 t Bu/ THEAR (2M,29. 3ul,0.059mmol) , £F80°C Nz #3-2-1
1CE I TR] o

[1102] R S N7 iR [ AH ) B 17 R 6 72 B i a1, JIDME (0. 1mL) i 34K, HiMeOH
(0. 1mL) J5¥E37 , FHDCM (0. 1mL) 1533 i , 7F 40570 . 02M F1 FHEE K 11 10 % [ TFA/DOMIZ R
(0.05mL) HiE 243 8o 1 85 , J4EAH FIDME (0. 05mL) J5 %k, 1703187 1 I AMeCN (0. 25mL)
HIESLORENh , BEATLOMSINAE , FH I INE S R gk i o HC A IR (U %) @13 -2- 17

[1103]  [£20]

(11041 [3£3-2-1]
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ol:pilE) : 3

fiete) N | ses | oo | e

RuPhos Pd G4 (0.7 mg, 0.00078 mmal) 05 | %46 35

BuXPhos Pd G4 (0.6 mg, 0.00078 mmol) 05 | 964 10

{tBujPhCPhos Pd G4 (0.5 mg, 0.00078 mmoD 05 | 965 L7

MorDalPhos Pd G4 (0.7 mg, 0.00078 mmal) 24 65.7 194 115

[1105] tBugP Pd G4 (0.5 mg, 0.00078 mmol) 05 | B35 116

BippyPhos (?,8 mig, D.0018 mmol) 08 836 15
PdydbasCHCY (0.4 mg, 0.00038 mmal)
cataClium PintB (0.5 mg, 0.0016 mmol)

Pddba;CHCY, (0.4 mg, 0.00039 mmah il M i

PEPPSI-IPent (0.6 mg, 0.00078 mmol) 2 61.0 | 325 33

[1106]  HRFEA FIOEE R TR 1, AR HIDMPr A s 7 C- NI SR b, R AR 565
(RO o

(11071 KRR 24E i HHRuPhos Pd G4.tBuXPhos Pd G4. (tBu) PhCPhos Pd G4.BippyPhos
5Pd,dba,CHCL, [l 41 #5 B cataCXium PIntB5Pd,dba,CHCL, LA ML I 00 T A i

[1108]  [fk~5X124])
L
SARA®
H
[1109] O
HO

b 754 E0108
[1110]  LRMS:m/z 373[M+H]"
(11111 CREAIN AL 0. 757438l (BT 45 4FFA05-01,299nm) .
(11121 Stef53 - 3 - 4H AT [EIAH_E IR 05 BRI C - NARIDE SN FE ) £ Pkt 52
[1113]  SCHEHI3-3- 1 FEAL S B0O1 - 2R SR IE (e08) [19C - NAHIEE [z v H , 78 4 ] (tBu)
PhCPhos Pd G4{E AR5 i HDMPrAE N yA IR O |, W FEmkir) 556
[1114] RS SUE, 0. 6mL B E /N I & 8B01-2R (0. 195mmol /g, 20mg,
0.0039mmo1) FIDMPr (0. 4mL) JWEKIE (e08) (3.85uL,0.039mmol) , 7F 251w N HRi% /NI SN
(tBu) PhCPhos Pd G4 (0.6mg,0.00078mmo1) F173-3- 1711 26 (0. 0059mmol) , £E80°C |
P75 43 -3 LHC I ] o
(11151 R SN iR [ AH ) B 17 R 6 72 2 B a1, JIIDME (0. 1mL) #5 P34, HiMeOH
(0. 1mL) J P37k, FIDCM (0. ImL) {5 VE3 UK i , 7R B0 . 02M A1 FH LR 10 % [ TFA/DOMYA TR
(0.05mL) Hi 2 eh o 1ot B8 , B4 A FIDME (0. 05mL) 1595 , MBI I AMeCN (0. 25mL) ,
IS LORE S, FEATLOMSIUE , FH eI S it B o A5 IR (UVIFIRR %) W13 -3-1H7R.
[1116]  [321]
[1117]  [%3-3-1]

W ErndiE| BiFY | ER HiF

CNEF) | OEDIO8 B01 €01

[ 111 8] K3PO, (124 mg, 0.0059 mmaol) 24 g4.0 82
P2tBu (2 M In THF, 29.3 pi, 0.0059 mmal) 0.5 865 L7

NaOtBu (2 M in THF, 20.2 L, 0.0059 mmol} D3 835 124

(11191 ARIREDA EROZE SRR, A1 4 FHDMPr R I C-NABIBR SR R LB T VR A AR
P2tBubAdh, i FT LR 1 TCAILERK PO, NaOt Bu. 1E g L e ik, oy S Mok B bk HEAA
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ARG/ D P2 t Bl B s i o

[1120]  S0jE453-3-2: fE (L & B02- 1R 54 - RELUREE (e01) [1JC-NABIPE S N H , £ fif /T
(tBu) PhCPhos Pd 41E st {4551 {5 FHBTMGAE Jyfink » fi JTIDMPr/E S iA I IS &0 1, R ik
(e s

(11211 [fk~5X125)

[1123]  ERS5UN, 0. emL B /N b in AL & #9B02-1R (0. 194mmo1 /g, 20mg ,
0.0039mmo1) AIDMPr (0.4mL) , £ = Mciz L/NN o TIA4- R ELIKIE (e01) (12.5mg,
0.078mmo1) Fll (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) - JIANF3-3-2H 10 511
(0.116mmol) FIBTMG (23.2uL,0.116mmol) , £F80°C FHxi%2/ N o

(11241 R SN JRORD [T AH R B 17 R 6 72 2B B8 a1, JIDME (0. 1mL) i P34, HiMeOH
(0. 1mL) J5¥e37 , FHDCM (0. 1mL) 15937 i , 7F A0.270 . 02M F1 FHEE R 11 10 % [ TFA/DCMIZ
(0.05mL) HiE 243 8o 1 85 , J4EAH FIDME (0. 05mL) J5 %k, 170389 1 I AMeCN (0. 25mL) |
IS LCRES, , BEA TLOMSIUE , FH eI Sy it B o L A5 2R (UVIFIRR %) W13 -3- 2R
[1125] [5522])

[1126]  [3£3-3-2]

s EEitiE | EARY [ HiE
(VB ) E0201 BO2 coz
. 745 4
[1 1 27] ¥* 2 39 4.5 23
NaTFA (15.8 mg, 0.116 mmof} 2 606 20.8 5.4
KTFA (17.7 mg, 0.126 mmol} 2 533 237 55

[1128]  AR¥EVL RS RN, £ B8 HIDMPr /Dy PR 7R C - NARIBC S L S 3 PR IINaTFA
KTFASEER , A7 IN SOSIEA TR R, A i o IZER AN DISSCRANPR T AR S A AR 2 JoT
(11291 SZjiafhl3-4 . Fepi—ett

(11301 SCftath]3-4-1 @ 5 HB02- IRSGFAC L (e05) [¥IC- NI B FE T HUE0205- 1R
{FEvs%

[1131]  [fkX126])

[1132] . Fm, o Q=

[1133]  ZEESSR, 0. 6mL I B/ N A In Y S #B02- 1R (0. 194mmol /g, 20mg,
0.0039mmo1) FIDMPr (0. 4mL) , /£ %00 N RI% 17N o JIANERCU I (e05) (8.9uL,0.078mmol) Fil
(tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) . JIIAP2tBu/THFIA# (2M, 58.2ul.,0.116mmol) ,
R MRZ0. 5/ .

(11341 K¢ S ORI [T AR 1) A 1 7R #% 2 o B & b, FIDMF (0. 1mL) 75 37K, HiMeOH
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(0. 1mL) {GPE37K, FHDCM (0. ImL) 7 3K i , AE 3570 . 02M 1 FREL 2K 11910 % Y TFA/ DCMIATR
(0.05mL) F3E 24 50 1L BE I, B [EIAH FHDME (0. 05mL) 359, 171 I8 H I AMeCN (0. 25mL) |
T LCAEN, , A TLOMSIAE o o485 S 2, W 21 U FRPIE0205 45100 % o

[1135]  [b=127])
0 /@
N NH
H

[1136] liln ‘!lﬂ
HO

1t % E0205
[1137]  LRMS:m/z 401[M+H]"
[1138]  fBAMI ] 1. 0967440 (43 HT &4EFA05-1, 299nm) .

[1139]  SCjfi3-4-2. Wbk &5 ¥B02- 1R 53 - 538k bt (e07) [ - NAR I [ B 31T 1
E0207 - IRIIE K

[1140]  [fk128]

[1141]

At B I NP B |
o e @~ -

coeaR

[1142] RSN, ﬁo 6mLE€1I&¥WJ\ﬁEEPbﬂ)\ﬂc/\%Boz IR (0.194mmol/g, 20mg,
0.0039mmo1) ADMPr (0.4mL) , 7E = FIR7Z L/NE o I3 - 24 3L 7% bE (e07) (9.0uL,
0.078mmo1) 1l (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) . JIANP2tBu/THFIE K (2M,58. 21
L,0.116mmol) ,7F =1 N k1% 247N &

(11431 K S JRORA [ AR 1) B 7 IR 7% 2 i BE & b, FIDMF (0. 1mL) 75 %3 7K, JiiMeOH
(0. 1mL) JEPE37K, HIDCM (0. ImL) {5 V3K i , £ B 250 . 02M A1 FH LK )10 % [ TFA/DCMYA TR
(0.05mL) HiR 51253 B o L 8 , ¥4 [EAH FIDMF (0. 05mL) {5 P, 170 3RE 1 A MeCN (0. 25mL)
S LCRES, , FEA TLOMSIUAE o HLA5 52 W E] HFRIE0207 498 .6 % ,HZ (C02) Sh1.4% .

[1144]  [{b129])
e
Sale:
[1145] O \)\/
HO

&% E0207
[1146]  LRMS.m/z 389 [M+H]"
[1147]  {RBANFE] 1. 22995 50 (M7 55 -FA05-1, 299nm) .

[1148]  Sjefh3-4-3 W AL S5 HIB02- IRS A HIZK K (e09) FYC-NABIER S W 34 T11JE0209 -
IR K,
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[1149]  [fk~5X130]

[1150] o o N

g S e

(11511 FE%CS0 N, 0. 6mL I B I/ N IIA M & #B02- 1R (0. 194mmol/g, 20mg,
0.0039mmol) FIDMPr (0.4mL) , 7E 21 FHR% L/ INKF o DINABFI I (09) (8.3uL,0.078mmol)
A1 (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) o IAP2tBu/THF/AR (2M,58.2uL,
0.116mmol) , /£ % M2/

(11521 K S 7 ORI [T AR 1) B 1 iR 7% 2 i BE & b, FIDMF (0. 1mL) 75 P53 7K , JiiMeOH
(0. 1mL) {5 ¥E34K, HIDCM (0. ImL) {537k o , 7E 6270 . 02M A AL AR 10 % [ TFA/DOMIZ ¥
(0.05mL) HR5i253 B o ;L 85 , W4 EAH FIDME (0. 05mL) Ji5 Pk, A7 387 I AMeCN (0. 25mL)
HIE Lo, FEATLOMSTAE o« FLA5 502 , W 2] H FRIE0209°498 . 2% ,HiA (C02) SH1.1% .
[1153]  [fk131)

[1154] /‘/.)k @(
HO

&Y E0209
[1155]  LRMS:m/z 409 [M+H]"
[1156]  {REAIFIA]: 1. 2574550 (A 55 EFA05-1,299nm) .
[1157]  SZjEf3-4-4:. Wi v 5 ¥B02- 1R52- LT (e10) FIC - NI s B AT
E0210- 1R H%
[1158]  [fk525X132])

[1159] o et

g g A ey

(11601  FERZSU N, 0. 6mLI B RS /INF AR DAY &5 99B02- 1R (0. 194mmo1 /g, 20mg,
0.0039mmo1) FAIDMPr (0.4mL) , 7E =i MR 1/ IIN2 - CFL 2K 1% (e10) (9. 6pl,
0.078mmol) A (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) o JIIAP2tBu/THFIAK (2M, 58 . 2u
L,0.116mmol) , fE ==t MRi% 247N

(11611 K SN JRORI [ AR 1) A 17 iR 7% 2 o & &% b, FIDMF (0. 1mL) 75 %53 7K , HiiMeOH
(0. 1mL) 7E7E37¢, FIDCM (0. 1mL) 5 E3 7K e, 4E 0270 . 02M 1 FH LR 119 10 % H TFA/DCMIA I
(0.05mL) Hii243 8o 1L 85 , J4EAH FIDME (0. 05mL) 35 %k, 173187 i AMeCN (0. 25mL)
IS LCRES, , FEA TLOMSIUAE o HLA5 52 W E HFRIE0210°498.7 % , HiZ (C02) Sh1.3% .
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[1162]  [fk~5X133]

N
[1163] O H
9 p

HO
[1164]  {L5HPE0210

[1165]  LRMS:m/z 423[M+H]"

[1166]  {f-BEMIA]: 1. 309438 (5 HT &5 EFA05-1,299nm) .

(11671 S2jfhI3-4-5. 1 (L & HIB02- 1R52- T A SR (e11) (C-NIBIE S M HETHY
E0211- IRIET AR

[1168]  [{t~~X134]

[1169]

(11701 FE%S0 N, A0 6mL I B3/ N TIN5 #9B02, IR (0. 194mmol/g, 20mg,
0.0039mmo1) FIDMPr (0.4mL) , fE= i iz /NN o IIN2- N AR % (e11) (10.8pL,
0.078mmo1) 1l (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) . JIAP2tBu/THFIE# (2M,58. 2
L,0.116mmol) , fE ==t MiRi% 247N

(7] R SO ORI [ AH ) B 17 iR 6 72 2B B8 & 1, JIDME (0. 1mL) 15 334K, HiMeOH
(0. 1mL) {EPE3ZK, FIDCM (0. 1mL) {5 VE3¢R I , AR50 02M A FHEE IR 10 % O TFA/DOMYA TR
(0.05mL) Hi= 245 8o 1L 85 , J4EAH FIDME (0. 05mL) 35 %k, A7 31874 i AMeCN (0. 25mL)
HIES Lo, FEATLOMSTAE o FLA5 502, Wl 2] HFRPIE0211°897 .9 % ,HiA (C02) 2h2.1% .

[1172]  [fk2¥X135])
LG
O H NH
fk 44 E0211
[1174]  LRMS:m/z 437[M+H]"

(11751 {RBEM ] 1. 35143 8h (5 HT &4 EFA05-1,299nm) .

[1176]  SCJiE(FI3-4-6 .l (L & 4B02- 1R52- GRUT 25 K% (e12) [JC-NBIBE S W AT 1)
E0212- IRFAE K

[1177]  [fk2X136)

[1173] O
HO
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[1179]  ZEESSUR . 0. 6mL I B/ N A i AY S %B02- 1R (0. 194mmol /g, 20mg,
0.0039mmo1) FIDMPr (0.4mL) , /£ &1 N R L/ o N2 - GRUT 35 ZE0% (e12) (12.1pL,
0.078mmol) A1 (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) . JII\P2tBu/THFA M (2M,58. 2
L,0.116mmol) , fE %= MRiZ 24/ NI .

(11801 K S W iR [T AR 1 A 1 7R 7% 2 B & b, FIDMF (0. 1mL) 75 P53 7%, HiMeOH
(0. 1mL) {5 ¥E34K, HIDCM (0. 1mL) {537k I, AE 6250 . 02M A ALK 110 % [ TFA/DCMIA T
(0.05mL) H12512%5 B o 13 8 , B4 FHDME (0. 05mL) 153 , 1M I AMeCN (0. 25mL) ,
il LOAE A , A TLOMSTI A - 45 50, W 2] FARPIE0212292.9% ,HiZk (C02) 2.3 % -

[1181]  [fk5X137]
R
N NH
H
L& E0212

[1183]  LRMS:m/z 451 [M+H]"

[1184]  {REAIFA]: 1.40745 %0 (557 454-FAO5-1,299nm) .

[1185]  Sjitff3-4-8. Wb 5 HB01 - 1R 52, 6- —HIELIRK (e13) FYC-NAEIEC ST R4 71
E0113- 1RIE K

[1186] [{b#138]

[1182] O
HO

[1187] o

[1188]  fE%50 N, A0 6mLI B I/ N IIA G #B01-1R (0. 195mmol/g, 20mg,
0.0039mmo1) FIDMPr (0.4mL) , /£ 2z F ki LN IIN2, 6- —HIFRETRIZ (e13) (9. 7ul,
0.078mmo1) #1 (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) o I A\P2tBu/THFIA& (2M, 58 5p
L,0.117mmol) , fE %=1 MRiZ24/ NI .

(11891 K S Iy R [ AH ) B v v 6 72 B0 B v 1, HIDMF (0. 1mL) i 763K, FiMeOH
(0. 1mL) EHE34K, HIDCM (0. 1mL) {5 3K , AE 6270 . 02M A ALK 10 % [ TFA/DOMIZ T
(O%MNHﬂJ e IS, B [EAD FHDME (0. 05mL) 15 3k , 1€ -1 I AMeCN (0. 25mL)
il e LORE i, A TLOMSTAE o FL A5 52, W 2 HFRPIE0113°495. 1% , Hi (CO1) H1.5% .
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[1190]  [fk~5X139])

qh
=

[1191] Q
HO

&% E0113
[1192]  LRMS:m/z 409 [M+H]"
[1193]1  {REAIA]: 1. 2485540 (A 55 £FFA05-1,299nm) «
[1194]  SZjEf13-4-9 L & PB01-1R52,6- — L HLIKZ (e14) [HC-NIHIRE s b 04T 1)
E0114- IRIET K
[1195] [{b#140]

[1196] s PN

[1197]  FERASUE, mo 6mLE@I&IWJ\ﬁEEPJJDM{/\%JBM 1R (0.195mmol/g,20mg,
0.0039mmol) FIDMPr (0.4mL) , /£ %76 NRi% L/N o IIN2,6- L8 1 (e14) (12.1pL,
0.078mmo1) Al (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) . JIAP2tBu/THFIA K (2M,58. 5
L,0.117mmol) , /E %=1 MRiZ24/ NI .

(11981 R S iR [ AH ) B 17 R 6 72 2 B a1, JIDME (0. 1mL) i P34, HiMeOH
(0. 1mL) I PE37K , FIDCM (0. ImL) {5 VE3 K i , 7R B0 . 02M A1 FH LR 10 % [ TFA/DCMYA TR
(0.05mL) H92 75247 Bho 13 B85 , F4 [ AH FHDME (0. 05mL) 1575 , 1387 4 I AMeCN (0. 25mL) ,
S LORE , FEATLOMSIE « H 25 S, W 2 EFRIE0114 7590 2% , 3£ FTB01°4 3. 8% , HiAk
(COL) H1.6% .

[1199]  [fk~X141)

0 Q\
O N NH
H

HO

5% E0114
[1201]  LRMS:m/z 437[M+H]"
[1202]  [REFMS[E]:1.345%3 %41 (M1 &41-FA05-1,299nm) .
[1203]  SZjff3-4- 10 kb & ¥B01- 1R 5N- R I (e15) 19 C-NABIEE S 3 34 711
EO115- IRIIE AR
[1204]  [fk2F=142)

93



CN 118043308 A ﬁ'ﬁ HH :I:; 87/105 1L

[1205] .

g o g e

[1206]  FE%SS0 N, 0. 6mLI B/ N TIN5 %7B01-1R (0. 195mmo1 /g, 20mg,
0.0039mmol) FUDMPr (0.4mL) , 7E == iz /NN IIAN- FHEE i (e 15) (8. 4puL,
0.078mmo1) Al (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) . JIAP2tBu/THFIA K (2M,58. 5
L,0.117mmol) , fE == Mz 247N

(12071 R S 7 yR0R0 [ AH ) B 17 R e 72 B B8 a1, HIDME (0. 1mL) i P34k, HiMeOH
(0. 1mL) 732K, FHDCM (0. 1mL) {5734 i , AEA9 250 . 02M A HHEL IR 10 % [ TFA/DOMIZ
(0.05mL) Fiimi24y Bho 13 B85 , W41 AH FIIDME (0. 05mL) 1575 , M1 3EIR 4 I AMeCN (0. 25mL) ,
HlELORES , BEATLOMSTAE « Ho45 505 , Wl 2] H FRIE01 155095 4% HiA (CO1) Sh1.1% .
[1208] [fk53\143])

[1209]
HO

¥ EO115
[1210]1  LRMS:m/z 395[M+H]"
(12111 {REAIFA]: 1. 25945 % (454 4544-FA05-1, 299nm) .
[1212]  SZEBI3-4- 12 0 A S HB03 - 1R A% (e03) FYC-NHIRE s M gE 1 THIE0303 - 1R
5 Ak
[1213]  [fb#3144])

[1214]

P N gy oF Nl

(12151 FE%50 N, A0 6mL I B3/ N IDAA & #9B01- 1R (0. 195mmol/g, 20mg,
0.0039mmo1) FIDMPr (0.4mL) , 7E == FR7% LN o JEN A% (e03) (10.7ul,0.078mmol)
A1 (tBu) PhCPhos Pd G4 (0.6mg,0.00078mmol) . JIAP2tBu/THF¥ & (2M,58.5uL,
0.117mmol) , 7E %15 N ki% 24/ Nt o

(12161 K S N JRORA [ AR 1) & 1 iR 7% 2 i BE & b, FIDMF (0. 1mL) 75 %3 7K, JiiMeOH
(0. 1mL) 75 PE37, FDCM (0. 1mL) 35 PE3R T , 249200 . 02M 11 FH LR 910 % Y TEA/DOMIA I
(0.05mL) H12 751243 B o 1 I8 iy , B4 (1A FHDMF (0. 05mL) {576, Ml I AMeCN (0. 25mL)
S LCRES, , FEA TLOMSIUAE o HL45 52 W E] HFRIE0303 489 .6 % , HiZ (C03) 23.9% .
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[1217]  [fk525X145])

H
[1218] O ‘ H
HO

1t 45 %7 E0303
[1219]  LRMS:m/z 390 [M+H]"
[1220]  {REAI[A]: 0.825%5 % (454 45#-FAO5-1,299nm) .
[1221]  SCiEdfI3-4- 13 - il id b 5 B05 - 2R SN - FHJE - 3- FRFE P Ji (e02) [19C - NI S v it
1THIE0502 - 2RFA 5 Ak
[1222] v~ 146)

[1223]

s

[1224]  ERESUTN, 0. 6mL g B RS/ NE A TN A & #9B05-2R (0. 194mmo1 /g, 20mg,
0.0039mmol) FIIDMPr (0.4mL) , /E %15 FHR1% /NN DIAN- FH 3L - 3- TR L e (e02) (11.6mg,
0.078mmo1) #1 (tBu) PhCPhos Pd G4(0.6mg,0.00078mmol) o I \P2tBu/THFIA & (2M, 58. 2u
L,0.116mmol) ,7E = MRI% 247N

[1225] %4 S B yRORN ] AR P A v 7RO 7% 2 B8 & b, FHDMF (0. 1mL) 75 P37k, HiMeOH
(0. 1mL) 732K, FHDCM (0. 1mL) {57 3R i , AE A9 250 . 02M A LRI 10 % [ TFA/DOMI
(0.05mL) H1i2512%5 Bl o 13 8 , W4 AT FHDME (0. 05mL) 153 , 1M I AMeCN (0. 25mL) ,
e LORE i, A TLOMSIAE o FLE5 52, W2 HFRPIE0502 487 . 2% ,HiA (C05) 4 .4% .

[1226]  [fk220147])
N7 NF SN
H
[1227] 0 O b\@
HO '

45 % E0502
[1228]  LRMS:m/z 452[M+H]"
[12291  {REAMS[H] 0,897 81 (AT 54-FA05-1,299nm) .
[1230]  [fk~¥5X148])
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Y
H

[1231] O
HO

454 Co5
[1232]  LRMS:m/z 305[M+H]"
[1233]1  {REAINTA]: 0. 60558 (O HT 25 FFA05-1,299nm)
[1234]  SZjffHI3-4- 14 10 aL (LS5 PB08 - 3R 54 - ZEILIRIE (e01) HC- NABI K BE1T 1
E0101- 3RS K
[1235]  [{k3\149])

o P o

[1236] R

[1237] eSS0 R, 110 . 6mL /N A I AY, & #9B08-3R (0. 197mmol /g, 15mg,
0.0029mmo1) 4 - ZKIENRIE (e01) (4.8mg,0.030mmol) FJDMPri& & (0.3mL) , £F =i Nz 1
/NI JINRuPhos Pd G4 (0.5mg,0.00059mmol) o I AP2tBu/THF A (2M, 22.5uL,
0.045mmol) , ££80°C FRi%24/ N .

(12381 K S 7 yRCRI ] AR P A 1 7R 7% 2 B & b, FHDMF (0. 1mL) 75 P37k, HiMeOH
(0. ImL) 75 3e37K, JIDCM (0. 1mL) {5 BE32G , 7510 % 1) TFA/DCMIA I (0. 05mL) HHZ 0147 B
B8, KEEAHTIDME (0. 05mL) J5 376 , FFIERH I AMeCN (0. 25mL) |, fill &5 LOAE & , ZEA TLOMS
JE o HA R U2 HARYIE0101 51 . 2%  HiA (CO1) J7.5% ,J50F} (BOS) 239.8% .

[1239]  [fk~5X150]
3 L
(W
H
[1240] O
HO

L& E0101
[1241]  LRMS:m/z 449 [M+H]"
[1242]  {REAIFIA]:0.999% Bl (53 #r 45 F-FA05- 1, 299nm)
(12431 {REAMFIA): 2. 39753 Bl (S HT 2% AFFA05 - Long, 299nm)
[1244]  S2jE{I3-4- 15 305 {4 A UB09 - 3R 54 - HELWRIE (01) [¥IC - NIEIK 5 B #E47 1
E0101-3RIKJ AT K
[1245]  [fk2#3(151]
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= o o,
P P
I W ) |

[1247]  ZERESUE, 0. 6mLI BN IIAAY & B09-3R (0. 193mmo1 /g, 15mg,
0.0029mmo1) F14- K ENRIE (e01) (4.8mg,0.030mmol) [JDMPriA g (0.3mL) , 7F =i FR% 1
/NI o IR A A7 Pd dba,CHC1, (0.025M,0.0012mmo1) A1 (tBu) PhCPhos (0. 1M, 0.0003mmo1)
E’JDMPr/ﬁMQ(WDMPYFPMJ\%EWZ/\% RS DAL o PR AA KBl 45) (12.0ul) < A
P2tBu/THFA T (2M,22.5ul.,0.045mmol) , 7E80°C NHiki% 24/ N o

[1248] K S N ORI [ AR 1) A 77 iR 7% 21 B8 &% ., HIDMF (0. 1mL) 75 ¥E37K , HiMeOH
(0. 1mL) 75 P37, HIDCM (0. 1mL) 5 W32k, /ETFA/HFTIP/DCM=2/9/9 (0. 05mL)’:l3/x/n1/\
B o 1 B85, K4 [ AH HIDMF (0. 05mL) 75V , A1 BEAH MIAMeCN (0. 25mL) |, fill & LCFE A, 1F
LCMSHUZE - Ho2 %m,wﬂhiuaﬁfkmo101jj71 3% ,H{A (C01) H12.6% .

[1249]  SZjE 3 -4-16 . b & ¥B10-3R 54 - SKELNRIE (e01) 19C- NABIBE Sz 7 FE4 T 1
E1001-3RIM &K

[1250] [fk3152])

[1251] S O . - —
o . B10-3R . ! o E1001-3R

[1252]  ZE%(S50 N, 0. emL I BEES /N I S #9B10-3R (0. 194mmo1 /g, 15mg ,
0.0029mmo1) Fil14- ZKELNRIE (e01) (4.8mg,0.030mmol) [EDMPrIA (0. 3mL) , 7F =0 FHE%1
/NI o IR A 47 Pd,,dba,CHC1, (0. 025M,0.0012mmo1) F1 (tBu) PhCPhos (0. 1M,0.0003mmo1)

E’JDMPr/ﬁM&z(ﬁDMPrPPﬂD]\%EWi/\% TS AR Loy P A A7 ok Bl 28) (12.0ul) < A
P2tBu/THFA T (2M,22.5ul.,0.045mmol) , 7F80°C NHiki% 24/ N o

(12531 K S 7 yR0RT ] AR P A v v 7% 2 B & ., FIDMF (0. 1mL) 75 P 37K, HiMeOH
(0. 1mL) J5¥E37%, FIDCM (0. 1mL) JE 37K = , 7ETFA/HFIP/DCM=2/9/9 (0. 05mL) HHi2 5147
B o 8T, KB FHDME (0. 05m) J5 76, A0 BEH T I AMeCN (0. 25mL) |, fill & LCAE M, HE1 TLCMS
g« g5 588 W] HFRPIEL001°490.8% .

[1254] [fk#3\153])
Be!
SRe
[1255] O
HO

&% E1001
[1256]  LRMS:m/z 467 [M+H]"
[1257]  LREAS ] 1.06043 %LIJ (I 41HFA05-1,299nm)
[1258]  Sjitafh3-4-17 . il ad (0 5 HyB04 - 3R 54 - RIEWRIE (e01) HYC- NI S N FEATHY
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E0401-3R[KE 1k
[1259]  [fk525X154])

[1260]

o1 v
BO4-3R E0401-3R

[1261]  FERS50T, 170, 6mL I B ES/NE T I AL & #B04-3R (0. 194mmo1 /g, 15mg,
0.0029mmo1) Fi4- K ELNRIE (e01) (4.8mg,0.030mmol) [RDMPriz# (0.3mL) , 7F =00 FiRi%1
/NI o IINTE A5 A Pd ,dba, CHCL, (0. 025M,0.0012mmo1) £l (tBu) PhCPhos (0. 1M,0.0003mmo1)
[FIDMPr A Y ([ DMPrH N 2R &9, T as IR L 20 Bl A=A R il e%) (12.0uL) o A
P2tBu/THFIAK (2M, 22 5uL,0.045mmol) , 7F80°C FHRi% 24/ N .

[1262] K4 S 7 RORI [T AR 0 A 1 7RO #% 2 B & b, FHDMF (0. 1mL) 75 P37k, HiMeOH
(0. 1mL) }5%e37%, FADCM (0. 1mL) 35 33K 5 , ZETFA/HFIP/DCM=2/9/9 (0.05mL) HiZ 514y
B o 1 BEJ5 , K4 [ AH HTIDMF (0. 05mL) {5 ¥ , M1 BEH IIAMeCN (0. 25mL) |, il & LCFE &, 14T
LCMSIIZE o HLA5 50 W 2] HFRIE0401°994.7 % o

[1263]  [fk~5X155])
1L
N N
[1264] O H
HO O

4% E0401
[1265]  LRMS:m/z 479 [M+H]"
[1266]  CREEMS ] 0. 87553 Bh (4 HT£54FFA05-1,299nm) .
[1267] S f3-4- 18l (b 5 4B11-3R54 - R ELNRKIE (e01) HYC- NI S W AT 1Y
E1101-3RIAE%
[1268]  [fk~5X156])

(12691 i Dy —

[1270]  ZEESSGUT, A0 . 6mL B RS /N NV, & #9B11-3R (0.194mmo1 /g, 15mg ,
0.0029mmo1) Fl14 - ZEILNRIE (e01) (4.8mg,0.030mmol) [IIDMPriA & (0.3mL) , 7F =i Nz 1
NI o IR A5 A Pd dba,CHC1,, (0. 025M, 0. 0012mmo1) Al (tBu) PhCPhos (0. 1M, 0.0003mmo1)
[FIDMP A (JFIDMPrH I 2R &4, VB TR IR Loy Bh A= 47 kedlil £8) (12.0ul) o I
P2tBu/THFIATR (2M,22.5uL,0.045mmol) , 7F80°C N4y 24/ N} .

(12717 K S ORI [ AR 1) A 1 iR 7% 2 B &, FIDMF (0. 1mL) 75 ¥ 37K, JIMeOH
(0. 1mL) JEPE37¢, FIDCM (0. 1mL) 75 437K i, 7ETFA/HFIP/DCM=2/9/9 (0. 05mL) HI2 75145
Bk B8, K [ AH HIDME (0. 05mL) 75 58 , M8 H I AMeCN (0. 25mL) |, il 2 LCFE AL, E4T
LCMSIZE o HLA5 50 W 2] B FRPIEL101592.2% o

(12721  [fb157])
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U
[1273] O ‘\/\@
HO

5% E1101
[1274]  LRMS:m/z 467 [M+H]"
[1275]  {R-EAR A 1. 219/\*[@ (3T E44-FA05-1,299nm) .
[1276]  SZjE3-4-19 . b & ¥B12-3R 54 - SKELIRIE (e01) 19C- NABIBE Sz i FE1 T
E1201-3RFAJEK
(12771  [fk#3\158]

¥ el
812-3R E1201-3R

K2 S S A S O
[1279]  FERASU N, A0, 6mL B EES /M I & #B12-3R (0. 194mmol /g, 15mg,
0.0029mmo1) F14- K FLWRIE (e01) (4.8mg,0.030mmol) [ADMPriA % (0.3mL) , 7F %=1k FHRiH1
/NI o IR A5 A Pd dba,CHCL, (0. 025M, 0. 0012mmo1) Al (tBu) PhCPhos (0. 1M,0.0003mmol)
EﬁDMPr/ﬁMﬁz(ﬁDMPrﬁIJJJDJ\ZWJc/\% s I 43 PP A= 2 kil £5) (12.0pL) o JIAN
P2tBu/THF YA (2M,22.5uL,0.045mmol) , 7E80°C N Hii% 24/ N} .

(12801 K S W ORI [ AR 1) B 17 iR 7% 2 o & &% b, FIDMF (0. 1mL) 75 %53 7K , JiiMeOH
(0. 1mL) 75 PE37¢, FIDCM (0. 1mL) 75 437k i , fETFA/HFIP/DCM=2/9/9 (0. 05mL) HHiZ 5145
Bho 1t B85, K [ AH FIDME (0. 05mL) 75 ¥k , 1 BEAH IIAMeCN (0. 25mL) |, il & LCFE N , 24T
LCMSIZE o HL5 52 W E] B FRZIE1201 97 .7 % o

[12811  [fk2¥t159])

N
[1282] H
HO ill

b &% E1201
[1283]  LRMS:m/z 479[M+H]
[1284]  {REAI[A]:0.8674 % (45 #r £#-FA05-1,299nm) .
[1285]  Sjiiffi3-4-20: @k b & PB13 - 3R 54 - ZEILIRIE (e01) HC- NI S 1T
E1301- 3RS K
[1286]  [fk¥X.160])

[1287] . < L AN & SR

—— E1301-3R
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[1288]  ZE&(S5U N, A0, emLI B EE /N I AL & #9B13-3R (0. 195mmo1 /g, 15mg ,
0.0029mmol) 14 - ZEIENRIE (e01) (4.8mg,0.030mmol) [FIDMPri% & (0.3mL) , 7 =i MRz 1
/NI o IR 5 Pd,,dba,CHC1, (0. 025M,0. 001 2mmo1) A1 (tBu) PhCPhos (0. 1M,0.0003mmo1)
E@JDMPr?ferMﬁz<ﬁDMPrEIJ)UD)\%EI%/\CF%,FH%E B A AL o PR Rl %) (12.0ul) < A
P2tBu/THFA T (2M,22.5ul.,0.045mmol) , 7F80°C NHiki% 24/ N o

(12891 K S o iR [T AR 1 A 1 7R 7% 2 B & b, FIDMF (0. 1mL) 75 P 37K, HiMeOH
(0. 1mL) JH 37K, FHDCM (0. 1mL) {5 P3R5 , #ETFA/HFIP/DCM=2/9/9 (0. 05mL) ﬁl:iiﬁ:l/\
Bl o 1t B85, K4 [ AH HTIDMF (0. 05mL) 5 ¥k , A1 A H IIAMeCN (0. 25mL) , il & LCFE A, 2F
LOMSTE o FL 45 52, W 2] H FRPIE1301488.6 % o

[1290]  [fk~5X161]

[1291]
SA
NS

k&4 E1301
[1292]  LRMS:m/z 450 [M+H]"
[1293]  {REAN[A]: 0. 84045 % (45 Ar 55 FFA05-1,299nm) .
[1294]  SZJEH3-4-21 af i tb 5 B14 - 3R 54 - R FLWREE (e01) BYC- NARIPES Y FE1 T
E1401- 3RS A%
[1295] [fb162)

Y A Ar,}" . ),:::/ AT }_’ \_{%_7'
I‘“f“‘- LA N —— g Y

y ey o Ny I L. e
[1296] ‘A/J L L FegeUs,

A

81438 E1401-28

[1297]  ZEAS5 N, A0, emLIg B B /N T I AL & #B14-3R (0. 194mm1 /g, 15mg ,
0.0029mmo1) Fi4- K ELNRIE (e01) (4.8mg,0.030mmol) [IDMPriz (0.3mL) , £F =30 FiRi%1
/NI o NTR 7576 Pd dba, CHCL, (0.025M, 0.0012mmo1) A1 (tBu) PhCPhos (0. 1M,0.0003mmo1)
E@DMPr?fermz(ﬁDMPrEP}JD)\Zﬂ%/\CF@,FHJF e IR L3 B A4 R 28D (12.0ul) o I
P2tBu/THFA K (2M,22.5ul,0.045mmol) , 7F80°C NHiki% 24/ NN o

(12981 K¢ S W ORI [T AR 1) A 1 iR 7% 2 B & b, FIDMF (0. 1mL) 75 PE3 7K, JiIMeOH
(0. 1mL) JE 32K, FIDCM (0. 1mL) I BE3IK & , #ETFA/HFIP/DCM=2/9/9 (0. 05mL)ﬁP%§‘dﬁ1/\
Bho b B85, K5 [ AH DM (0. 05mL) {5 ¥ , A1 B H IIAMeCN (0. 25mL) , il & LCFE A, 12F
LCMSISE o HLA5 50 W 2] HFRPIEL1401°79.0% o

[1299]1  [fk5:5X163]
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/x Y-N
[1300]
HO

A E1401
[1301]1  LRMS:m/z 470[M+H]"
[1302]  {REAM[A]: 0. 84845 % (45 Ar 55 FEFA05-1,299nm) .
[1303]  S0jEff3-4-22: 1 (b A HB15- 1R 54 - ZRIELIRIE (e01) [19C- NI SN AT 11
E1501- 1R Y
[1304]  [fb525X164]

& p’}__ ~ ;sn./‘\ n,m \_‘\_3
P st \‘_/'._ . . “'\-./‘\/ o

sy,

[1305] oo™ ‘O oo
815-1R E15011R

[1306]  FER(ZU N, 0. 6mLI B RS /INF AR DAY &7 99B15-1R (0. 194mmo1 /g, 15mg,

0.0029mmo1) F14- ZFNRIE (e01) (4.8mg,0.030mmol) [JDMPriZ&# (0.3mL) ,7F =i MRz 1
JINFF o IINTE £ 47Pd dba, CHC, (0. 025M,0.0012mmo1) £ (tBu) PhCPhos (0. 1M,0.0003mmo1)

EﬁDMPr/ﬁMﬁz(ﬁDMPrﬁIJJJH)\ZWJc/\fF@ s I 43 PP A= 4 kil £5) (12.0pL) o I

P2tBu/THFK (2M, 22 5uL.,0.045mmol) , 7F80°C FHR% 24/ Nt .

(13071 K S I yRORA [ AR 1) A 77 iR 7% 2 i & & b, FIDMF (0. 1mL) 75 %53 7K , JiiMeOH

(0. 1mL) Ji59e37%, ADCM (0. 1mL) 15 Pe3WK & , 7ZETFA/HFIP/DCM=2/9/9 (0.05mL) H1i2i5 145

Bho 1t B85, K [AH HIDME (0. 05mL) 75 ¥k, 1 B IIAMeCN (0. 25mL) , il & LCFE M, 24T

LCMSIZE o HL45 52 W] B FRZIE1501 4962 .4 % o

[1308] [fk3\165])

/N
-
7\
o

%

[1309]

HO

&4 E1501
[1310]  LRMS:m/z 469 [M+H]"
(13111 {-EAIA] 0. 976/\*4: (AT EA-FA05-1,299nm) .
[1312]  SCiEh3-4-23 il itk 5 9H04 - 3R 54 - I 2K IR FHTE (g01) FC- NI S M 34T 1Y
G0401-3R[F &%
[1313]  [fk~5X166])

.@“"\/A\ "‘r‘%«"‘l- |‘-v’_‘°I ,IEL.\::,-\\{::N.('I\ ~, .
[1 31 4] «.J\ o J&,A’ - e, e Ju. A~ J,[:\,'T/ - L’\f
AT LT b {\’J :l LJ

HO4-3 W

[1315]  FERH D, TEJO . 6mLI B /M I & 104 -3R (0. 196mmo1 /g, 15mg,
0.0029mmo1) F14 - 52K FHiR FHE (01) (6. 3mg,0.029mmo1) FUDMPr (0. 3mL) , £F =k FHEi%1
/NI o IIA\RuPhos Pd G4 (2.5mg,0.0029mmo1) FIBTPP (13.5uL,0.044mmol) , £80°C k7%
24/7N\IF) 4

C040+-37
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(13161 34 S5 Ny A [ AR 1) = V3 R 6 42 21k i % b, FHIDME (0. ImL) J 37K, FiMeOH
(0. 1mL) 732K, FHDCM (0. 1mL) {57 3% i , AE A9 750 . 02M A AL TR I 10 % [ TFA/DOMI
(0.05mL) Hi ot 1438t 1 85 , J4EAH FHIDME (0. 05mL) J5 %k, 10387 41 i AMeCN (0. 25mL)
Il LORESh , BEATLOMSTAE o« L4555 , W2 H FR11G0401°892.9%

[1317]1  [fk5X167]

[1318] O
HO o

{44 G0401
[1319]  LRMS:m/z 467 [M+H]"

[1320]  {REAMFIA]: 1. 13345 %0 (A S5 FFA05-1,299nm) .

(13211 Sjh3-4-24 il fb 5 PH04 - 3R 54 - S8 IR H iR (g04) A CNARI S B4 71
G0401-3RIET K

[1322]  [fk~5X168]

AY.*" v ’VCA”\.AW /\

_,Tﬁzf ST 8o
o

/-;A T J::ﬂ A
e e g0k fJ S

[1323]

0401-35

[1324] fﬁ%m? mo 6mLE1€JEﬁ£m/J\ﬁEEPbu)\@c/\%Hoél 3R (0.196mmol/g,15mg,
0.0029mmo1) Fi14- 52 FG F S (204) (5.0mg,0.029mmol) FIDMPr (0.3mL) , 7F %=1 M Ri% 1
/N o IARuPhos Pd G4 (2.5mg,0.0029mmol) FAIBTPP (13.5uL,0.044mmol) , 7F80°C Mk%
247NN o

(13251 K S5 I g R TR ) 2 v v 6 72 B0 B8 v L, HIDMF (0. 1mL) 7 763K, FiMeOH
(0. 1mL) 732K, FHDCM (0. 1mL) {57 3% i , AE A9 750 . 02M A1 LRI 10 % [ TFA/DOMIZ
(0.05mL) FH2 751143 8o sl B8 i , B4 1 AH FHDME (0. 05mL) I P , Al € I AMeCN (0. 25mL)
%U%Lcﬁét%,ﬁﬁLCMS&JEo/ LEh 008 W E] HARG0401°590.3 %

[1326] 561513 -4-25 i {4 5 HHO4 - 3R 554 - WK FHIR i (g05) FC - NI S 34 T 1Y
60401 - 3RIFI LK

[1327]1  [fk525X169])

Sy

[1328] fcfﬂmﬁﬂ.c’g “'v» — ﬁp«fy ©

A
HO4-3R Go401-3R

(13291 LRSS, 0. 6mL g B B /MR A DAY & #9H04- 3R (0. 196mmo1 /g, 15mg,
0.0029mmo1) F14 - il 7% FHfZ FHTE (205) (7.7mg,0.029mmol) FIDMPr (0. 3mL) , 7E &5 Rz 1
/N o IARuPhos Pd G4 (2.5mg,0.0029mmol) FAIBTPP (13.5uL,0.044mmol) , £F80°C Mki%
247NN o

[13301 34 Jso W g7 AT [ AR 1) e V3 R 6 2 21 ik i b, FHIDME (0. ImL) J5 37K, FiMeOH
(0. 1mL) EHE34K, HIDCM (0. 1mL) {53k I, AE 6250 02M A FHEL K110 % [ TFA/DOMIZA
(0.05mL) Hi ot 143 8t 1 85 , J4EAH FHIDME (0. 05mL) 35 %k, 10387 1 i AMeCN (0. 25mL) |
HlE Lo, , BEATLOMSTAE o« L4552 , W2 H FR1)G0401°489.8%
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[1331]  SCJEf3-4- 26 : 1 (b S HHO2 - 4R 54 - Ptk i HIER £ S (g02) [1IC-NBIDE S N 34T
[G0202- ARE5 Y

[1332]  [fk~~5X170])

):j/.L,__
[1 333] : L'.:'l"‘) o 1 . r,-\;,A._.A/
)"«_)‘L-I..\ -~ -‘Q/C)( ,J:;} iy E==r rz\/lfw. IH/‘C]/\’
NN R 02 e .

[1334]  ZESUS5GU T, A0, 6mL I B8/ N i AL A #H02- 4R (0.198mmo 1 /g, 15mg,
0.0030mmo1) F15-JRAMNE AR £ g (202) (6.8mg,0.030mmol) AIDMPr (0.3mL) , 7E =15 ki
L/NEF o IIEARuPhos Pd G4 (2.5mg,0.0030mmol) FHIBTPP (13.6uL,0.045mmol) , 7F80°C k7%
247N\

(13351 K S I g R LA ) 2 v v 6 72 B B s b, HIDMF (0. ImL) 75 763K, HiMeOH
(0. 1mL) J5PE37K, HIDCM (0. 1mL) {5 ¥E3 K i, 5 B 250 . 02M A1 FH LK 10 % [ TFA/DOMYA TR
(0.05mL) Fi i 143 Bho 1k B8 , F4[EAH JTIDME (0. 05mL) 1535 , I BE A I AMeCN (0. 25mL) ,
Il LORES , BEATLOMSTAE o« L4555 , W2 H FRr11G0202489.5%

[1336]  [fb5171]

Q N
[1337] /Q
N
HO .

[1338]  {bL&HG0202

[1339]  LRMS:m/z 446 [M+H]"

[1340]  {RBEMSTAI:0.8805 Bl (437 454F-FA05-1,299nm) .

(13411 SCJEf3-4-27 : s (b S HO4 - 3R 55 - Fd itk e HHER LS (g02) [1IC - NAHIDE S N 34T
[9G0402- 3RIFI & ¥

[1342] [fk172)

[1343] o T o — e

o, J
T & P i e O
A5 LAY - A LA e 8

H4-3R poz GO402-3R

[1344]  ZFRSSUR, A0, 6mL IR/ NE A I S ¥H04-3R (0. 196mmol /g, 15mg,
0.0029mmo1) F15 - JEL A g FHER £ g (g02) (6.8mg,0.029mmol) AIDMPr (0.3mL) , £E =1 Mkl
/N o IARuPhos Pd G4 (2.5mg,0.0029mmol) AIBTPP (13.5uL,0.044mmol) , {F80°C MR%
247N

(13451 34 Jso W g7 AT [ AR 1) o v R 6 2 1)k i b, FHIDME (0. ImL) J5 32K, FiMeOH
(0. 1mL) EHE34K, HIDCM (0. 1mL) {537 o , AE 6270 02M A ALK 110 % [ TFA/DOMIZ T
(0.05mL) HFi i1 8ho 1k B8 , F4 5 AH FTIDME (0. 05mL) 1535 , 1 BER I AMeCN (0. 25mL) ,
Lo , FEA TLOMSTAE o« FLA5 502 , WL 2 H FRPIG0402487.0%

[1346]  [fb55X173]
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[1347] /U \[.j\'(

HO
M G0402
[1348]  LRMS:m/z 482[M+H]"
[13491  {REAMS ] 0. 98345 4% (A 55 £FFA05-1,299nm) .
[1350]  Sjitffi3-4-28; kb A WH01 -4R 52 - JRIBEME - 4- R £, i (203) [1C-N{HIRE [ b
HE1TG0103- 4Rk
(13511  [fb5174)

‘/j ,:[,_, A.., z(\/L F\l ,:':; ______ p— J., Q’Aﬁ‘c:rw Ay

[1353] Eﬁﬁ;ﬁ? , 1710 . 6mL I BY B /N DAY & 49H01 -4R (0. 198mmo1 /g, 15mg,
0.0030mmo1) F12-7RAEM: -4- iR 2, FE (g03) (7.0mg,0.030mmol) FIDMPr (0.3mL) , 7E%=1H
3% 17 N\F o N tBuXPhos Pd G4 (2.5mg,0.0030mmol) FIBTPP (13.6pL,0.045mmol) , £F80°C
RG24/ N

(13541 K S W ORI [ AR 1) A 17 IR 7% 2 o & & b, FHIDMF (0. 1mL) 75 %53 7K , JiiMeOH
(0. 1mL) 7EVE37, FIDCM (0. 1mL) 5 E3 7K i, 40270 . 02M T FH L K119 10 % H TFA/DCMIA I
(0.05mL) Hi i1 43 8o 1L 85 , J4EAH FIDME (0. 05mL) 35 %k, 173187 i AMeCN (0. 25mL)
HIESLOFE, , FEA TLOMSIUE o HLA5 K2, Wi =) HAR4)G01037989.5%

[1355]  [fk3175])

[1356] '/.)LO\ /L 3
HO

&9 G0103
[1357]  LRMS:m/z 452[M+H]"
[1358]  {REAMS[H]:0.9195 4T (A 55 £FFA05-1,299nm) .
[1359]  5Zjitafh3-4-29 . il b A H03 - 4R 52 - JRIGEM: -4 - IR T (203) FYC-NABIDE [ b
JETHYG0303-4RE /¥,
[1360]  [{kF176)

O
m3e1] oV T e — o

[1352]

Ko H P

T Y o
PV S \ | ) o ~ \
g L_\/.\,:‘/ n ,A._&‘ '\,Lﬁ,

HO34R 03 GO3034R

[1362]  ZEZASU N, 0. emL A B ES /N iDL & #9H03-4R (0. 197mmo1 /g, 15mg,
0.0030mmo1) F12 - JRmEm: -4 - FHR 21 (g03) (7.0mg,0.030mmol) FIDMPr (0.3mL) , 7F %51k K
PRi% 17N o N tBuXPhos Pd G4 (2.4mg,0.0030mmol) AIBTPP (13.6uL,0.045mmol) , 7F80°C

MR 24/N
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(13631 34 Jso W g7 A [ AR 1) = V3 R 6 2 21 ik i % b, FHIDME (0. ImL) J 32K, FiMeOH
(0. 1mL) 732K, FHDCM (0. 1mL) {57 3% i , AE A9 750 . 02M A AL TR I 10 % [ TFA/DOMI
(0.05mL) Hi ot 1438t 1 85 , J4EAH FHIDME (0. 05mL) J5 %k, 10387 41 i AMeCN (0. 25mL)
HIESLORE, , FEA TLOMSIE o HLA5 3, W 2] HARHIG0303 87 .6 %

[1364]  [fL5X177]

[1365] /\©/ Y

HO

b4 G0303
[1366]  LRMS:m/z 474 [M+H]"
[1367]  {RBAMIFA]: 1.00143 0 (43 Hr 55 1-FA05-1, 299nm) .
[1368]  Sjtefhl5 : SN TR S PARIDE LA ]
[1369]  Shl5- 1. FE R GG Bk
[1370]  sjEfhl5-1-1 798 542-2-B00- 0[5 Ak
[1371]  [fk~5X178]

s —— o , o

[1372]

AN, e DS g 2.2-800-0 n=0,1

DOBS-3R

[1373]  D084-3RANDO8S- 3R AT LAfH 34Tl 2512 (3-7R-5- ((4- (URIE -4 - FLAHD) 50
SR KAL) N R AT -1 -5- ((4- (TRIE -4 - AL 530) F8D) D) -1,2,3,4- U5 Z5-1- 1
FR TR , 755 S911 - 2- 1AL s SR R RO A5 T S

[1374]  [[1200mLg+7 5 e R O AE AL & #9D084 - 3R (3.2, 0. 200mmo 1 /g) FIY &
D085-3R(3.2g,0.200mmol/g) \NMP (90mL) , tAmy10H (25.6mL) - 25 | 251D 5 S i A~
IR N5 55 91 IINTBAOH/K A (1M, 256mL, 2. 56mmol) « 35 | 36 DAl S S AT
T, R0 N 4R LN o 60 5 N R ) AR T 2 B i AR I e g e L 38, JTINMP /7K =1/1
(128mL) {5132k, FINMP (128mL) {5730k, TR G A VU T ZERIR S 512, 6 - 40T JEMEme
NMPIATR (#9240 . 05M, 128mLL) Ji5 37K, FINMP (128mL) 75937, FMeOH (128mL) i%‘]ﬁ%?)‘/j( H
DCM (128mL) 75 #e37K, BT (128mL) {5 HE3 K, (TS 2 BIAEAE s~ 11, 158 TG
P12-2-B00-0(6.81g,0.201mmol/g) »

[1375]  {REW2-2-B00- 0 Fr & AL SN [365- 1- 1 B o /5 [3%5-1- 1171, R IDFRTR
YT E &M G, B R TR S S R A A N B I nBoR FoR g5 B S
P)2-2-B00-0-00011InZ 0, 5 b A HD084- 3R, (k-4 H12-2-B00-0-00021n ¥ M 1, o
L 549D085-3R.

[1376]  [3£23]

[1377]1  [5%5-1-11JEEW2-2-B0O0-0Fh T & b 54
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2-2-B00-0-0001 0
2-2-B00-0-0002 1

[1379]1  Sjfhl5-1-2. &5 M2-2-a1B01-0 ~ 2-2-a1B05- O[5 ik
[1380]  [fb#5179]

Br Br
o) o | o ik I -

[1381] NT- ,.----D.T:.'I,.u_‘__mo'_‘ i ,,,—

T S s o _,_.I g S0 "'»\./.’

2.2-B00-0 n=01 2-2-a1B01-D - 2-2-31805-0 n=0.1

[1382]  [A]5/20mLmr i e e At rp IR & #12-2-B00-0 (1.28g,0.201mmol/g) FIDCM
(15.4mL) B4 35-1-2-0F12 810 (1.80mmol) 45 BN B S A, 25 126 1 DU RN 7RAS
MR, 7R = MR LN NN TR A AT P1pCLUMNMI [Me CNA I (F4°51M,0.013mL,
0.770mmol) o b 55~ LA SN IR , fE =0 Ry 2/ N

(13831 K¢ s Wy AT A B - i A i 8w i 35, FHINMP/7K=1/1 (25mL) {5 7:37K, ]
NMP (25mL) 75 73K, FMeOH (25mL) 7 P37k , FIDCM (25mL) 15137k, I Bekt (25mL) 111K,
KT RIS N T8, 1580 T 385-1-2- 02 Ui &

[1384] [3£24])

[1385]  [3£5-1-2-0]

1{«:%2&% AR aNE e & ﬁgggg%
oi7 eI 0164 m | 2-2-21801-0
[1386] gl8 4- REEN 0.193 g | 2-2-aiBi2-0
el R 0. 170 ak | 2-2-81803-0
€20 1.3 S - 0270 8 | 2-2-a1B04-D
e21 - (CRRE) AR 5236 aL | 3-0-a1B05-0

[1387]  JRAM2-2-a1B01-0~ 2-2-a1B05-OF T &b S [£5-1-2-1] ~ [#5-1-2-
BIFT/RFE [#5-1-2-1] ~ [F5-1-2-5]h, H IDR NI AW AT & 1 &AME &9, T 53
IR A ISR T R B I nZSCRIBIR 43, FHIE AR R G54 o B AR 3 Ui, 75 WA B 5
SBH AR5 S 45 IR N 4P R

[1388]  [fk#5180]

é ® 98 f?

B02 BO03 B0O4

[13901 4N, fb & Wn2-2-a1B01-0-0001{KnZC A0, BEBS ABO1, FosbL N4 #4
(13911  [fk5:1.81]

? Q/u 9
[1392] NA\ ,/

2-2-a1B01-0-0001
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[1393]
[1394]

[1395]

[1396]
[1397]
[1398]

[1399]
[1400]
[1401]

[1402]
[1403]
[1404]

[1405]
[1406]
[1407]

[1408]
[1409]
[1410]

[1411]
[1412]

G, BN, AL G 2-2-a1B02-0-00021Fn £ 1, BERS B2, Ko LA N 454 o

[k ~7182]
Q =3
AN -
o ~F
2-2-a1802-0-0002
[#:25]
[$55-1-2-11TREW2-2-a1B01-0Fh T & b &4
D ki B
2-2-a1B01-0-0001 0 BO1
2-2-a1B01-0-0002 BO1
[#:26]
[#5-1-2-2] 1R &W2-2-a1B02-OFR A& ik &5 1)
D nki B
2-2-a1B02-0-0001 0 BO2
2-2-a1B02-0-0002 BO2
[:27]
[#£5-1-2-3] 7R & W2-2-a1B03-0FR &k &5
D nk B
2-2-a1B03-0-0001 0 BO3
2-2-a1B03-0-0002 BO3
[F:28]
[#5-1-2-41TEEW2-2-a1B04-0Fh T & AL &
D nk B
2-2-a1B04-0-0001 0 B04
2-2-a1B04-0-0002 B04
[#:29]
[#5-1-2-5] R W2-2-a1B05-0Fh T S AL 54
D ki B
2-2-a1B05-0-0001 0 BO5
2-2-a1B05-0-0002 1 BO5

SEB5-1-3 IR EH2-2-C00- 0F il &

[ft7:183]
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2-2-a1B01-0
8
2-2-a1B02:0 r
[1413] 2:2-a1B030  ——m AN o w/“o‘“‘ \/*\_"
2.2-21B04-0 o~ NS : o
2.2-a1B05-0 2-2-C00-0 n=0,1

[1414]  [A]120mL [R5 oot RS A HROIN (3465 - 1-3- 0] Hid 25 AR & ¥ FDCM (70mL) . 1
G ol BT S AR B AR A B8 ws ot 38, FHPEE (70mL) 157 1R, K s 2 i [

AHERE N1, 58] TIRA2-2-000-0(3.67g,0.196mmol /g) -

[1415]  [3530])

[1416]  [3£5-1-3-0]

A o it
2-2-al1B01-0 0.700¢g
2-2-al1B02-0 0.700¢g
2-2-al1B03-0 0.700¢g
[2-2-alB04-0 0.700¢g
[2-2-alB05-0 0.700¢g

[1418]  JEAY2-2-C00- 0 TS AL AP [55-1-3- LI iR AR [#65-1-3- 1], 1D
TP ITE IS MME S, SRR S PR 454 2 b B B nZSORIBES 4, F itk
FOREEHY BEY Y FRINTT S 5 A5 A A B QS e 1515 - 1 - 27 o

(14191  [5t31]

[1420]  [35-1-3-117RAW2-2-C00-0P A& b &4

[1421]1 7 ke B
2-2-al1B01-0-0001 0 BO1
2-2-alB01-0-0002 1 BO1
2-2-al1B02-0-0001 0 B02
2-2-al1B02-0-0002 1 B02
2-2-al1B03-0-0001 0 B0O3
2-2-al1B03-0-0002 1 B0O3
2-2-al1B04-0-0001 0 B04
2-2-al1B04-0-0002 1 B04
2-2-al1B05-0-0001 0 B05
2-2-al1B06-0-0002 1 B06

[1422] sgfjwﬂks-zz%mm%E*JPME%H;% RN H
[1423]  SZjwEf5-2-1 i cHEA2-2-C00- 0 A2 3L gk THOIR 5492 - 2-b3C00- 01 & 3K
[1424]  [k2r3t184])

[1426] Cr O Q77 7T oy oy i

2:2-C00-0 =3 2-2-53C00-0
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[1426]  |r]15mL R B ES /NP TR &5 92-2-C00-0 (550mg, 0. 196mmo1/g) FIDEAc
(11.0mL) v7K (0.275mL,15.3mmol) , 7 =it F3% 1 /M - JINAdBrettPhos Pd G6 Br
(21.0mg,0.022mmo1) FIBTMG (0.275mL,1.38mmol) , 7E60°C FHRi% 15/ N«

(14271 R S N ORI [ AR V) B P v e A2 B0 o JE e A Fh b A Tk 38, JIINMP (11mL) 75373
I, JAN- k- L- DR EARRIINMP /7K =5/ 1741 (0. 2M, 11mL) 5 He3 2, AR A AT PU T 2k
FRZAEEAN2 ,6- 0 T EEIERE [FINMPYATR (450 . 05M, 11mL) Ji53e3 7%, 4 - S Mk [y NMPYZS
7% (0.05M, 11mL) 5 ¥E3, FINMP/7K =1/1 (11mL) 353537k, FINMP (11mL) {5 %537 , FiiMeOH
(11mL) J53E37K, FHDCM (11mL) 753738, Pkt (11mL) T e LR, (AT 45 21 A AR IR T
A3 TIRAY2-2-b3C00-0,

[1428]  2-2-b3C00-OHH AI LS HIL BN [585-2-1- 1] FRfE [85-2-1- 1], (R IDFR
REYIR TS S MG, M 5 2oRE SN R U R B I n ZORIBESSY , It
FOREGN B RIS 55 G5 AL T N S 55 - 1 - 2P

[1429] [332])

[1430]  [3£5-2-1-117EEW2-2-b3C00-0FH Al & &

2-2-b3C00-0-0001 0 BO1
2-2-b3C00-0-0002 0 B02
2-2-b3C00-0-0003 0 B03
2-2-b3C00-0-0004 1 BO1
2-2-b3C00-0-0005 1 B02
2-2-b3C00-0-0006 1 B03
2-2-b3C00-0-0007 0 B04
2-2-b3C00-0-0008 0 B05
2-2-b3C00-0-0009 1 B04
2-2-b3C00-0-0010 1 B05
[1432]  [{k#5185]
OH OH
0 N 0] 2 y 0
[1 433] ‘ ’*N‘ 0 R ._‘.-'“'-\i B B — - MO o'..';.‘_,‘-.._'_."- J B
R P .y i
. B n=0,1 ' ne=(,
2-2-b3C00-0 2-2-p3C00-1

[1434]  {£60°C NIy I 15/INK RN 2], K SN IR AR & 7 IR HP R 1 2L 78 B ot i
I, FHDMF (0. 1mL) 759532k, FMeOH (0. 1mL) 75 5E37C, FHDCM (0. 1mL) 75337k Ja , £ 1 LA
10 % HITFA/DCMIAAR (0. 02M, 0. 05mL) FH 753 143 B o 1 8 , K¢ [T A FHDME (0. 05mL) {5 Pk
[FISETRCP I AMeCN (0. 25mL) , 32 T {4742 - 2- b3CO0- IR o st B TIZIA R LCMS T
JE W BT K B [325-2-1-2] Frid #iiR & 12-2-b3C00- 1 i B & b &1 m/ z (M
tH]+) ofE[555-2-1-2] /1, HIDFRIE A T SR MEEY, TS FRoniE S
TN N N ZSORIBER 75, FHIL A R854 o ARMEZ 45 R R RRE HEH &k [K5-2-1-1]
Hd ETR 102 -2-b3C00- 0,

[1435]  [3:33]
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[1436]  [5k5-2-1-21RE2-2-b3C00- THIH] WAL A

(14371 [1p TR /2 g B
2-2-b3C00-1-0001 257.105 258[M+H]+ 0 BO1
2-2-b3C00-1-0002 271.121 272[M+H]+ 0 B02
2-2-b3C00-1-0003 275.096 276[M+H]+ 0 B0O3
2-2-b3C00-1-0004 283.121 284[M+H]+ 1 BO1
2-2-b3C00-1-0005 297.136 298[M+H]+ 1 B02
2-2-b3C00-1-0006 301.111 302[M+H]+ 1 B0O3
2-2-b3C00-1-0007 314.073 215[M+H]+ 0 B04
2-2-b3C00-1-0008 325.093 326[M+H]+ 0 B0O5
2-2-b3C00-1-0009 340.088 341[M+H]+ 1 B04
2-2-b3C00-1-0010 351.108 352[M+H]+ 1 B0O5

[1438]  RPELL LSRRI, B AR B DA 2 B — e S i 2 M S S T
B, B R T FHDEACTE MIA A BV SN o

[1439]  Sjf5-2- 2. W sHE A2 -2-C00- 0 C-NAEIE S N gh A THOTE &5 992-2-b1C19- 01
=1

[1440]  [fk=¥5186]

[1441] X W

RN e O S ]

2.2.000-0 n=01 2:201G19:0 hish,

[1442]  [F)4mLiBE 58/ NIF I N2-2-C00-0 (128mg, 0. 196mmol/g) FIDMPr (2.56mL) , 7F %
i M2 LN o N4 - (DRIGE - 1-38) R IR i (e22) (58.9mg,0.251mmol) o LA (tBu)
PhCPhos Pd G4 (19.mg,0.025mmol) F1P2tBuffJ THFA i (2M,0.189mL,0.377mmol) , 7E25°C N
iz L/ NI

(14431 K S N RN [ AH 1) B 77 0 72 B 6mL M o JE & gt 4Tk 58, FHINMP /7K =1/1
(2.6mL) 75 Y34, HINMP (2. 6mL) 75 PE37K, HIN- S B3t - L- - PR BR [INMP /7K =5/ 114 i
(0.2M,2.6mL) {GPe3 Kk, TR G VY T ZEmilR 2 B2, 6 - 50 | ZEME e ONMPIA IR (3528
0.05M,2.6mL) Ji5PE3 7k, F4 - LI IRk FEINMPIA 7% (0. 05M, 2. 6mL) T E37K , FINMP/7K=1/1
(2.6mL) T PE3Z, FINMP (2. 6mL) J5 E37K , FIMeOH (2. 8mL) Ji5 PE3 7K, FIDCM (2. 8mL) J5 UE3IK ,
FHBESE (2. 8mL) T e3¢k, A3 2 M EARAE i 1, 45281 TR &H2-2-b1C19-0,

[1444]  2-2-b1C19-OF Al &R SN [3%5-2-2- 1] R #E [£%5-2-2- 1] HIDFR
REYT SR MMEEY, M5 FoRE S a5 R R B I n BCRIBES 4y, Hi ikt
i%ﬂ?énjdjo

[1445]  [3:34])

[1446]  [5&5-2-2-111RGW2-2-b1C19-0F ] 5L S5
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2-2-b1C19-0-0001 0 BO1
2-2-b1C19-0-0002 0 B02
2-2-b1C19-0-0003 0 BO3
2-2-b1C19-0-0004 1 BO1
2-2-b1C19-0-0005 1 B02
2-2-b1C19-0-0006 1 BO3
2-2-b1C19-0-0007 0 B04
2-2-b1C19-0-0008 0 B05
2-2-b1C19-0-0009 1 B04
2-2-b1C19-0-0010 1 B05
[1448]  [ft¥5187]
040 0,0
s S T X
N ] ’/ B g ™ HO N~ g
J "0°
n=0.1 L dn pop
2:2-b1C19-0 2:2-01C19-1

[1450]  {1:25°C NRT% T L/INKF OIS 21, K BB I A [ AR R i v 0 FR O 1 2u L A B0 e e
|, JFIDMF (0. 1mL) 75 %37, FIMeOH (0. 1mL) {577:37¢, FIDCM (0. 1mL) 75 Pe37k i , 75 T AL
1910 % [ TFA/DCMIA K (0. 02M, 0. 05mL) FHI 753 153 Bl o ok 8 , K¢ [ AH FHDME (0. 05mL) J5 ¥
[ 3 7 H I AMeCN (0. 25mL) , A3 8] TR A ¥2-2-b1C19- 1 IATR B ot A T AR
LCMSTNE , MR Fir 52k 1 [355-2-2- 2] Frid iR 42 -2-b1C19- 1 ] S b S 901
m/z ((M+HD") o fE [F65-2-2-2] R IDF RIR SR vl U I SAME &, TS FoRES
Wi ZE A 2 A B I nZSORTBA 43, PRI R R £5 4  Bafs o0t R 137515 454 R e RN 2 55
B15-1-2fr R Pl s o AR 12 45 R R A REMS HE A S R (385 -2-2- 1] il SR &2 -2-
b1C19-0.

[1451]  [3£35]

[1452]  [3K5-2-2-11TE&M2-2-b1C19- 1 ] A5 R L &4

(14531 1p KB n/z g B
2-2-b1C19-1-0001 473.231 474[M+H]+ 0 BO1
2-2-b1C19-1-0002 487 .247 488[M+H]+ 0 B0O2
2-2-b1C19-1-0003 491.222 492[M+H]+ 0 B0O3
2-2-b1C19-1-0004 499.247 500[M+H]+ 1 BO1
2-2-b1C19-1-0005 513.263 514[M+H]+ 1 B02
2-2-b1C19-1-0006 517.238 518[M+H]+ 1 B0O3
2-2-b1C19-1-0007 530.199 531[M+H]+ 0 B04
2-2-b1C19-1-0008 541.219 542[M+H]+ 0 B0O5
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2-2-b1C19-1-0009 556.214 557 [M+H]" 1 B04
2-2-b1C19-1-0010 567.234 568 [M+H]" 1 BO5

[1454]  ARYELL EROSCREY], BMEATL FASE B — S e 2 MU SRR SR
O, WREAE N FHAE FHDMPr 1 g Al C-NABIE SN « W e LA Z2 RS A9 AL B P il
g H , 3B B ARSI N BT RO SR P, 3R T 2 AP S0 ROAE IR T , BB 250t

S
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	CLA
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	DES
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	DES00029
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	DES00032
	DES00033
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	DES00035
	DES00036
	DES00037
	DES00038
	DES00039
	DES00040
	DES00041
	DES00042
	DES00043
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