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—(166) N— (4—F AR LR HL) —4- (4-FF IR —1- 258 Mk —7— fi
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[0001]  ARSCHEARIAL AT T ¥R BT Bt A28 A S BRI -

[0002] U L SRR B RN B L 2 A L R EBURIR R 2 — AL i iR
HRE RS X i 3N} - JiRE o3 B 188 B ANV IR T B

[0003]  Jifvyeg i 55 i 44 1 Jir DR AT TR 08 S5 i il RSIR P IR L A G o bl i, W DA R 1) 2
A P B B A& IR EE (ALV) L R A I 9 2 (MULY) tHFR WMo loney i & , Abelson
H MR R 7% » B FLR RS % 7% , Mason—Pfizer i 2 (BEMPMV) , 4 (1 % % 5% (FELV) , A H
M99 958 B B AMHTLV L (1 6y 44 9HTLV-1) FIHTLV2 (4 6y 44 NHTLV-11) , % 13 I 75 995 2 B STLV ,
A M BEBBLY , R A SEDAY i o3 25 , BAY JHRg i 55 , FL2 FLIR IR i 75 54, B3 Bk
TR 1) I e B (bE 57 I PR R B ERRSY) .

[0004] U ARIE “PRa s 25 75 ks 4d FH , B RS A L e RIB L o s ¥ 5, T &
1 L9595 B A1 55 0 R IR B s B A% i 25, A T/ BR AL R I i 255 v T SR B8, FH T
1 L5595 B A 1 L9505 B s O30 % S 5, F T2 3 i i 2 A0 N TSR IR 3 25 5 Al e 10T %
SRR, T RHR AR 8538 K2 IRJRT o 75

[0005] oy o3 B3 2 BN 25 72 1 A M 8 2R Bl 4 e Pl 2R AE MR e e 1, FF B e e S 4
eI G A s B, 6 TR R R B (BRSFV) B 4208 R SR B , NIRA SR 55 (81
HFV) , 44 Hofd i 5 (BUBSY) , M6 MadA s 85 (FSV) AIAH S g% ik = 95 B 4% L 1E =2 an it

[0006] A\, 152 7 % bb 4n N 2 # 2 R 6 9 25 (HIV, X S 9K T Bt s B3 0 PR W HTLV -1 118K
LAV, I HILREREAEHTIV-1AHIV-21 [X 7) 13 44 10 5 82 B AT 3 B 82 12 0 e 1) i B8 27 i o
FAR A Hh 2= G | B R A FEATDS o 7E M2 95 55 b, IE RE A% 51 FH 2 30r 40 / #9525 (5%
MVV/4E BT ah) » B AL Ge k2 I 85 (ETAV) , th 3 5815 K-l 28 75 55 (CAEV) , Mk fo 7 6 = ik 55
(STV) o FELEng AT A= M)A A 0 L Qo BB AT A= W) AN 2 - B BT A= M0 2 0 FH TR
1E LR R IA T RERE RS IR N2 T, T H SR AEDNAK il b o B AT 58 4 S Hb 3R FH T 9897 50w
EE Gnde , A R EATDS (B 0Lt H &L FIFR 2 627 493,FR 2 645 861,FR 2 436 786) .
[0007] 2 fd PN BY 422 045 T R BT A5 AERNA A 19 3 75 5 DA = A2 1T DL A 48 B B 3 ML A i R R 1
(5 {ERNA (SHARP, Cell,vol.77,p.805-815,1994)  fEA B BT RER B T , AHIF i /A AE %
& G D HAS [ T RE 19 28 1 1 (5 A RNARY KI5 (BLACK, Annu . Rev.Biochem.vol.72,p.291-
336,2003) o Kk, X5 A3 BYFEAL £ R B I 162 X AE (ML, 7= A2 2 FEVE R B AR Hin
HH LAY BAE A WA e ) 3 350 DR 3R R R T o A0 Tz B 1 R 3R B G PR A SRIT)
HHE FR R RAFAE — A EURDRNAT AR (RRM) A1 5 kS R AN 22 IR R AR P I PR N
RS[X 43k (1) [X 45 (MANLEY&TACKE ,Genes Dev.,vol.10,p.1569-1579,1996) .id it 45 & 2 /i
mRNAF AP 2 F 50N & F 7 81, HBRONESE (UM 7 B #2305 1) B ISE (N & F BY 2 1 0
), SREE [ B8 6 LU = A it 7 X A A 1) B 237 B 545 7T LA A3 41 2.7 (GRAVELEY,
RNA,vol.6,p.1197-1211,2000) o 7E & FEBIFE R, 75 KE AH LI PR Bt PE 0 Y6 L A, SREE
3R S S 2 Y WANG et al. ,Mol.Cell,vol.7,p.331-342,2001) .
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AR F R 15 312215 (EWING&GREEN, Nat .Genet. ,vol.25,p.232-234,2000; JOHNSON et al.,
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Nat.Rev.Genet.,vol.3,p.285-298,2002;TAZI et al.,TIBS,vol.40,p.469-478,2005) .
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351 ,2005) .

[0010] 5t (& 5T A AR I TR Bk 5 B 432 () 3 20 1 — o SREm A T I 12 28 T BT 42 )
HEHEK T FRIE (NISSIM-RAFINTIA et al.,Hum.Mol.Genet.,vol.9,p.1771-1778,2000;
HOFINANN et al.,Proc.Natl.Acad.Sci.U.S.A.,vol.97,p.9618-9623,2000) .

[0011] L& SREms AR A FH I AR EE A% R (SAZANT et al.,Nat.Biotechnol.,vol.20,
p.1228-1233,2002;SAZANI&KOLE ,,Prog.Mol.Subcell.Biol.,vol.31,p.217-239,2003) &%
fi FIPNA (CARTEGNT et al.,Nat.Struct.Biol.,vol.10,p.120-125,2003) , 34 HiI {15 AT
DA | 55 A B AT

[0012] 3 — SN A0 %5 7€ 5 A Ok B BTmRNAR) BT 2 RCR A5 W) (ANDREASST et al.,
Hum.Mol.Genet.,vol.10,p.2841-2849,2001) .

[0013] i & , FE T FH 75 7 [A) BT 4ok B e R AR R A1 2 7 1) S g A Hiliik (LIU et al.,
Nat.Biotechnol.,vol.20,p.47-52,2002) .
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[0015] 35| FHIR O JF A& & 1 3 — R i & L 75 B0 RIS B, Blan 1 T2 T 0 1
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[0016]  H1 3 N F&2Z 1 [l b H1 15 W005023255 (H1 1 FRO310460 F1FR040097 3132 4 2680
2 THAE TSI AT AE PRG0S 4 Hh i — 5 A RNA BT 15 2 1) 9 09 o

[0017] DRIt , dp 3 W2 7 i 6 WG| W 37 A ) 28 E S ol A 280 b VR 9T % B8 9 ANVE YT ATDS
(BAKKOUR et al.,PLoS Pathogens,vol.3,p.1530-1539,2007) .

[0018] AT, Firfiid Ak &40 FoA DU AN~ [ 46 44, HL iRm0 ik AN AEDNABZ [8] AT RE %
SRR

[0019] 3y 7 4t/ AR A i\ ZEDNARZ 16 SRR A TP T R 508 2t
1BIT I RBTRS R BOR ETAS ), (E2 DL N Rk 7 U R A B3 /N T I R 1]
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W AL G P fi , Fovb B 1005 s B IR G AN AR HIV o 48 X —J7 T, AR SCHEIR ) 7 V24
o m) A 77 ) 2R 4 TS YA SR EE RIRNATT 2, o prid b e M e ds =
b — R 0 B AL S AT IR 3 S B AN BAERHIV AR X —J7 T, A ST ) 7 B4
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4], ~NRiR2JE [4] , 1 bk 35k e e R A QS (4], N-HH B R IR 35, (C1—C) Rbi 2, (C1—Ca) Je A 3 F1-CN
HeA],

[0030]  R” @& JF 18k (Ci—Cy) brk,

[0031]  Zf&N&ELC,

[0032]  Yj&N&ELC,
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MULV, Abelson [ LI 5 2% , i 7R B33 956 25 , Mason—PF i zer M5 75 25 BRMPMV , 48 9 0L 75 95 25 5
FELV, N\ F I3 BHTLV-T, A 3 I 93 BEHTLV-1T, % F 195 793 B B STLV , 2 F 1195 7 25 5%
BLV, R KDY e i 55 , BAL e s 25 » 55 I R IR B2 RSV, M V6 IR s 75 B SFV Bl S P JE A
g, NI B, A S8 = i 58 , N W3R m3 B BRHEV , 4= B4R s 252 8BSV, 3 & F A4
BFSV, 5k = Wits , & H s W 5 , KERAR 0538 12 PR i 2, T- A Bk 2087 , SV PEATL,
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N SR ) 335 2 S i e SRR A/ B FH T TS 1 B Y o P 0 S B 5 RS R
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AT B A M AN/ BN e N SR ) 100 S B R G R/ B F T T L A B T B A sk
T EE 5l LR
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FIEBENR BRI XL, YAEC, XAEN, THEC, URACFIWEC, FVERF , 123875 - 1Bl s va 7
AT B A M AN/ BN A 7 N SR ) 100 S B R G R/ B F TR A B T B A sk
T EE 5l R AR

(00491 RS X —J5 1, WnEi SR e Xl (D &4, i Z:2&C, VaEC, Y22C, XN, T2C, U
FECTIWRC, FERH, %50 T 1B 506 I7 A 75 ZE00 240 B AN/ AN A ik N S il i ¢
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T EE 5l LR
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[0053] AR ¥E X —J51H, anai AT & R (D b &9, Hrp 22N, VEN AL FZRI XL, Y2
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[0054]  RAE X —J5 1, Wi SR Xl (D &4, HHZAEN, VAEC, V2N, XN, T2C, U
FECTIWRC, FERH, %50 T 1B 506 I7 A 75 ZE00 40 B AN/ s AN A ik N S 0l 7 ¢
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TIEREENR” FEER) SRAL, YN, XN, TRC, URCTIWC, FVEIRFA, 1% 57 T 1l siia 7
AT B A M AN/ BN A 0 N SR ) 100 S B R G R/ B F T P A B T B A sk
i EE 5l LR

[0056] R4 X — 51, an i SR e Xl (D &4, HhZ:2&C, VaEC, Y22C, X2C, TN, U
FECTIWRC, FERH, %50 T 1B 506 I7 A 75 2200 240 B AN/ AN A ik N S il i ¢
T B I A/ B F T 10807 A BRI EH 0 S B S LRI T

[0057] R4S X —J5 1, W g SR Xl (D &4, HHZ2EN, ViEC, Y22C, X2C, TN, U
FECTIWRC, FERH, %50 T 1B 506 I7 A 75 2200 240 B AN/ AN A ik N S il 7 ¢
T B I A/ B FH T 1007 A BYA T EH 0 S B S LRI R

[0058] R4 X — 51, Wi SR e Xl (D &4, i ZEN, VaEC, Y22C, X2C, T2C, U
FENTIWARC, FERH, %350 T 1B 506 97 A 75 2200 20 B AN/ AN A ik N Sl 7 ¢
Jos B I A/ B FH T 1007 A BRI EH A S B S LR T

[0059] R SCHR AL -S4 0T DA LA B iak 5 24 2% b n] 452 B R I N el 3k i A7 AE
[0060] X (T) A& 4 B i AR B 2 B AT 4252 O TR I s 3 B 8 SRR AR, W A TR 2h A i
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FREL, ZRESFNE DR .
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[0062]  GOASCRT AT, Rif:
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o SEFIE ABARR T, FAESE, L 83E, -, 2- TR A,
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[0073]  ASCHIER N —HIW K IR TC) Meay:

e R1 R5
X, R4
X = -
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[0550] R REJEFEkH FRRZEER : (Ci-Cs) ik, I &K JF ¥, F2 &, —~COOR 2[4 , -NO2 J
[4],~NRiRoFE 4], (C1—Cs) Joe 5 F FN-CNF: [4]

[0551]  R” &5 ¥ 8 (C1—Ca) bidik,

[0552]  RyFHR S iR S5 181 (Ci—Ca) Fid,

[0553]  ERHZj%: Enrdsz i s A — M

[0554]  AR¥E N —H ARSI T X, A AT EE X Th) th&Y)

[0555]  H.iv.

[0556]  RAMAZHWARR G, X1 3= i 18k 3 Nl pIFE ] (Ci—Ca) bk , —~CNFEHT , 23, -
COOR1FEH], (C1=Ca) FHEHE, (C1—Ca) FULTAEIE , ~NO2FE[A] , ~NRiR2FE[A] , 1 (C1—Ca) Sesd 3
[0557] nf&1E2,

[0558] n’ 1842,

[0559] R REAJEFEEkH FRRZER : (Ci-Cs) ik, i &K JE ¥, F2 &, ~COOR 2[4 , -NO2 J
[4],~NRiRoFE [4], (C1—Cs) Joe 5 F FN-CNF: [4]

[0560]  R” &5 ¥ 8 (C1—Ca) bidik,

[0561]  RyFIR ST Hi 2 S5 81 (C1—Ca) Fidk,

[0562] B HZj%: Enrdsz i Ehh A —

[0563]  AR#E N —H ARSI T X, A AT D HLEY)

[0564]  H.v.

[0565]  RAMAZHWARR G, X1 3= I 18k 3 Nl pI L] (Ci—Ca) brdik , —~CNFEHT, 23, -
COOR1FEH], (C1=Ca) FHEHE, (C1—Ca) FUITAEIE , ~NO2FE[H] , ~NRiR2FE[A] , 1 (C1—C) Sesa 3
[0566] nfE1EE2,

[0567] n’ &18%2,

[0568] R REJEFEEH FRRZER : (Ci-Cs) ik, = &K JE ¥, F2 2, —~COOR 2[4 , -NO2 J
[4],~NRiRoFE 4], (C1—Cs) %58 5 F FN-CNF: [4]

[0569]  R” S5 ¥ 8 (C1—Ca) bidik,
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[0570]  RyFHR S i 2 S5 181 (C1—Ca) Fid,

[0571]  Z5AFERAIR AAR 2 E T

[0572] B FLZj%: brrEesz P AT — R,

[0573]  AR¥E M — H ARSI T X, A A A X () (&)

[0574] H.

[0575]  RAMASZHWARR A G, X1 3= i 1Bk 3 b pIFE ] (Ci—Ca) brdik , —~CNFEHT, 23, -
COOR1ZE [, (C1—Ca) F kL, (C1—Ca) b3k, -NOoJE ], -NRiR2FEH] , FlI (C1—Ca) i SE L,
[0576] nfE1EE2,

[0577] 1’ s&1Ek2,

[0578] R R&JR T EUEHE FIRMEER : (C1-Cs) bk, X 2R T, 3L, -COOR ZE M, -NO2 K&
[, NRiRoFEH] , (C1-Ca) Je 5 AN-CNFE [ ,

[0579]  R” 2 JE 8L (Ci—Ca) hidd,

[0580]  RiFHR S Hi 2 &5 81 (C1—Ca) Fidk,

[0581]  Z&fF/&7Enfin’ 21 HREZE FRIBH TR ANEEIE T,

[0582]  ERHZj%: ERrdsz s b A — M

[0583]  AR¥E M —H ARSI T X, A A TN Ta) (b A 5,

[0584] H. .

[0585] R’ Anfnzl (Ta) AT E X,

[0586] n’ &1,

[0587]  RAMSZHWARREA G, X1 3= i 18k 3 Nl pIFE ] (Ci—Ca) brdik , —~CNFEHT , 23, -
COOR1 2], (C1—Cs) # KA, -NOFEH] , (C1—Ca) FbE AT (C1—Cs) brdi 2,

[0588] R S JA 7B 2B Tk [ FIRIIREH : (C1—Cs) Ktk , ~COOR KL , FI-CNIEL 4] ,
[0589]  FnH.rp.

[0590] 542

[0591]  FERAIR AEE 2 EJE T HIE T,

[0592]  FEns2 LHIEHL R , RA R & T ZI &R A O A7 ) HE 3 , 74N,

[0593] 7R 2 E FHIGEOL T , RAZIRE el & R T,

[0594]  FEREEJHE THITENL T R A2 H a4, 5, ~COOHZE ] , CO0C2Hs 2% H B I 7, AT
VR A T I BNR BB AR AL

[0595]  ERHZj%: Enrieszmthe —.

[0596] AR % H ARSI T X, AR AT R &+ T30 (Ta) &AL, Hr,

[0597]  RAMMSZIARR AR T, (Ci—Cs) FbeHE , b1 R 5 7, ~CNEEH B (C1-Cs) S,

[0598]  R” ik (Ta) H AT E X,

[0599] R R ¥, & % R BL-NOJE ]

[0600] n’ &1,

[0601] nfl,

[0602] M2

[0603]  fEns& LHIEHL T , RA R & T ZI &R A BN A7 ) HE 3 , Z4EN,

[0604] 7R A EFHIGOL T, RA IR F el & R T,
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[0605]
[0606]

[0607]

[0608]
[0609]
[0610]
[0611]
[0612]
[0613]

[0614]

[0615]
[0616]
[0617]
[0618]
[0619]
[0620]
[0621]
[0622]
[0623]
[0624]
[0625]
[0626]
[0627]
[0628]

[0629]

[0630]
[0631]

a2 BRI
DRI 2% B AR st s 20, A i g b +30 (") (e 5 A 5

€A
Rn
P SN
R" Cl (Ia%)
Hrp,
RMATHIARK A T, (C1—Ca) Fidk, (C1—Ca) FbTHE , X1 & AT BRI,
R” =X (Ta) /1 FirsE 3L,
n 182, ik,

a2 BTz MR
AN FFIEDS K i S sE K (Th) (L EYA 5

Rll (Ib)
Hordrs
R AR in=, (Ib) H AT 5E X,
nrzl,

R EJ5 75 (C1—Cs) Ut 2

B 2G5 AR R .

DR Pz HL AR St 30, AR 2T BRI SR A T3 (Th) (b 54
Hrp

R ZJ5 75 (C1-Cs) e 2

R T, 5 3R R 18 (C1=Co) Bedik

R =X (Th) F i sE 3

n e lE AL,

nAg LB FIRIE 21,

B 2G5 AR MR .

DR Pz AR St 30, AR R JT BRI SR T30 (Ib) (L &)

Hordrs
R,R” Finfn=t (Ib) W AT sE X,
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[0632] R ik (Ib) HH Al E X,

[0633]  Z5 R ASJRmaEmph 44 it F A,

[0634]  ERHZj%: Enriemthe —.

[0635] /ARt % H A St 77 3, A A TF H R A b 120 (Th”) (&4

€. 10
Rn

N

[0636] T N

o (Ib’%)
[0637] H.r.
[0638]  R,R” Fntnzk (Ib) HfirE X,
[0639] Sk Eng GO T, RA SR T, A0 T 388 BNR” () B R R (1) B 38, 47 T3
FENR” I BRI XL 2038 25 , A T 7B ZENR” 1) B PR o o7 1) 3 iR
[0640]  ERHZj%: ERlizmthe —.
[0641]  AR¥HE N — H ARSI 77 X, A AT To) thaAs 5,
[0642] H.r.
[0643]  RAMZHIARREE ¥, xR JE 8L B TR A (C1-Cs) fidk, -CNJE ], Fo ik, -
COOR1 [, (C1—Ca) F kI , ~NOoFE [ , —NR R[] FT (C1—Ca) i fA 3,
[0644]  RyFIR ST Hi 2 S5 81 (C1—Ca) Fid,
[0645] nZ1E82, HAERIHZL,
[0646] 1’ J&1Ek2,
[0647]  R” 4n=k (Te) T E X,
[0648] R ZEJH TEUEE FIRMIEE . (C1—Cs) kidk, -NOFE R, -NRRoFE [ AT (C1—Cs) B A
A,
[0649] M2
[0650] RAIR A[ENZ2EJE T,
[0651]  7ER AR FIEN T RAZIRIE T,
[0652] B HZj%: Enrieszmthe —.
[0653] AR 1% H AR ST X, AR A TR S 120 (To) e &A S, Hr,
[0654] RZ&JHE-TBE-NOJ: ],
[0655] nfEl,
[0656] R ,R”Fin’ Wik (Te) BT E L, Fl
[0657] R ik (Ci1—Cs) ekt A 5 T,
[0658]  ERHZj%: ERlimthe —.
[0659] AT KA SCHTE LI (Te) (b EVIA S,
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N\ = N
Rn < /J\) R'n'
[0660] N/ I‘T N X

R (Te)

[0661] Hrp.

[0662]1 R,R ,R”nfin” 4n= (1) FprsE X,

[0663] 45/

[0664]  fERZEZJEFHIEH R R AR T,

[0665]  ERHZj%: ERlimthe —.

[0666]  ARHE N — H ARSI 77 X, A AT To) thEaA 5,

[0667] H.r.

[0668] RPN HWARRE G ¥, X1 3 I 18k 3 Nl pIFE ] (Ci—Ca) brdik , —~CNFEHT, 23, -
COOR1ZE M , (C1=Cs) Bkt » (C1—Cs) FUGHARLE , ~NOLZE ] , NRuRoFE I A1 (C1—Co) SRR,
[0669]  RiFIR S i 2 S5 -8 (C1—Ca) Fid,

[0670]  njZ&1.28%3,

(06711 n’ Z18k2,

[0672] R ZEJE TEUEE FIRMIER : (C1-Cs) kidk, X &R 7, 3, -COOR FE ], -NOoJE
[, NRiRoFEH] , (C1-Ca) fe 5 AN-CNFEE[H] ,

[0673]  R” 2 JE T8 (Ci—Ca) Fidd,

[0674]  Zfthi2

[0675]  fEREZJE T Hn' Z1IFIEN TR ARKE,

[0676]  ERHZj%: Enlizmthe —.

[0677] IR % EAR ST X, AR A TR S+ T2 (To7) a4 &, Hrp

CH3
AN /N
R R'n'
[0678] n-1 —~ ~
N N N

R (o)
(06791 Hr,
[0680]  njf&1.28K3,
[0681] n’ &1EL2,
[0682]  RAMSZHWARREA G, X1 3= I 18k 5 Nl pIFE ] (C1—Ca) brdik , —~CNFEHT, 23, -
COOR1ZE M, (C1—C3) FbEHE , (C1—Ca) FUGE A IE , ~NOJE[H] , -NR 1 RoJE [ F1 (C1—-Ca) S8 2, HAR
1% A -NOJE A, SR 1l 2= R
[0683] R 2EJiFEEE FIRMIER: (C1-Ca) fidd, K &R JH T, 728k, ~COOR 1 FE ], -NO2 3
B, -NRiR2ZE [, (C1—Ca) K8 IEAN-CNIE [T, (C1-Ca) g ke 2 , HACE &S E 78k (Ci-C3) #ki
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5,

[0684]  RiAAR2E W1 (To) H BT 7E 3L,

[0685]  R”ZEJE B (Ci—Ca) bk,

[0686]  mR L2 bl EeZihe —.

[0687]  FEFTIRLEMA G &P (1), (2), (B)-(8), (10)-(16) , (18) , (21) - (44) ,
(46) - (75) , (77) - (84) , (86) - (119) , (121) , (124) - (130) , (132) , (135) - (141) , (143) -
(147) , (149) - (168) K HZj%: o] B2 ) Eh e A & X

[0688]  [KlUk, AATFREFELE (1), (2), (5)-(8), (10)-(16) , (18) , (21) - (44) , (46) -
(75) , (T7) - (84) , (86) - (119) , (121) , (124) - (130) , (132) , (135) —(141) , (143) - (147) ,
(149) - (168) 2= FajHz A 5 .

[0689] WALk, tb 54 (8) , (75) , (77)—(84) , (86) - (104) , (109) - (117) , (155) — (158) K&
A% bl sz SR A = X

[0690] ARNFHRLEMET BEMLEGY B), (75), (17) - (84) , (86) - (104) , (109) -
(117) , (155) = (158) k242 Lol 52 i ik, L SRR L, W A TR 2L i IR 2h, =R
o PR MR SR, ERER AL WA TR AR, —H P REER L, ToRER E, AR AL, R &, £ R ER AN
B HRE.

[0691]  IEHEARLE, KAFFY B EAEY (75) , (17), (78) , (79) , (80) , (81) , (82) , (86) ,
(87), (88) , (90) , (92) , (96) , (104) , (109) , (112) , K I 2424 FaT 852 1 3, L NG IR IR £
WA MRS, =M AMREL, R MR 2h, 3R AL WA R, —H HBEIR 3L, Tk 1R
i, SR L, IR &L, 2R AL AN E R Eh

[0692]  MTfii, 20 (Ta) , (Tc) , (To) » (Ib) , (Ib") , (Ib”) il (Te) 4 &N b SCH H I HAfk Ak
40 T TS5 BIA TT 40 M AN/ BN AL N SIS IR 300 3% 7 B R RN /B0 T M) P 3R
I PR I 3 SR 5 5 RS RIS 5 PSR 00 e S B 2 R o 2 1 0 5 AN/ BV A 7

[0693]  GnAR SCHEIA [, A TE e 975 55 BE 5 F0 FE Ui 4 S B (91 20 88 13 I 9 9 B AN 25 [X 1A
JEIPIEE) s B A i B (G0N SR FLIR IR 55) 5 v I S Eg (9 A B 3 L s 2 AN
IMIP5IF) 5 6300 % S hpg B (9 A2 0 0995 9 23 AN TS8R E 95 %) 5 Ale 20 5 S #85 (f91) G oK
ARAR 5 35 B RURE T BF) o

[0694]  BE — i , S ST 11 300 4% SR 0 5 1T LA 491 4 3 0/ e g B MV Y / 4 i 40, 5
FE R T2 M EE BRETAV , LU 2 5C4T 28 —fiXi 28 9 BE BCAEV , M S e ik = i BB S TV, & A I 95
BEEKALY, R 975955 5 AR Mo Toney 7 B BXMULV , Abe 1 son A I35 973 5 » 58 FLAR IR 5%
Mason—Pfizer i a5 BMPMV , % (5 L9955 2 BRFELY , N\ 5 L 5 REHTLV-1, A L5 /95 75
HTLV-TT, %% A i3 i B S TLY , 4= I3 i BEEBLY , R K DA e ivi 25 , BXY MORd s 25, 57
I TR 975 B BRSV , A1/ B VLR 95 55 B SFV B SR SR 8 M 5 5 » N VIR B , A S0 5 Bk =
B, NIBIATREE (BHRY) , 4-& AR5 55 (BRBSV) , 3t & Mo A5 5 (FSV) AR G i B = 9 55
[0695]  BEAEHIME , HTLV-T 5 350 T 20 H vk = 987 (ATL (e A T4 P 13 i s / bk B R0 5 L dE AN ]
TERIIATLEE & HEATL R B PEATL B EATL VAR AR BIATL) , B 2295000 , P 8 25 1tk 4%
HURE (TSP) (HBHR NHTLVAH G HET (HAM) BAS M 3EAT M HE00) , A& Fh 8 1A B o
P09 L G e 8 28 L R AR T VR XGRS TT R, I EZ LK (Harrison’ s Infections
diseases,Kasper and Fauci,2010,section V,part 4,chapter 89,Longo and Fauci,
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785-792) ;HTLV-T1 1] DL AE - S fah 28955 2 | LR 27 A0 2 s 2295 99 B R $%4F F (Harrison’ s

Infections diseases,Kasper and Fauci,2010,section V,part 4,chapter 89,Longo
and Fauci,785-792) sHIV (HIVIATHIV2) 3 BATDS ; 2 Hir 499955 75 3 20 o A6 oo A0 9 5 2
G B GR Z 5 B 3 BUOM I e R Z 5 57 T PRIRT S 25 A0/ BRI PR s 2 3 BUM R AR K AN
JiE o

[0696]  FERELET5 I , A SCHIA B 75 iR AL AR K B W e S i B e A 5 22 /b — AR S
IR (1) 40 S P fi, Fovb B 100 s B IR G AN LR HIV o 48 X —J7 T, AR SCHEIR ) 7 V24
T R 77 2 2R 4 T A S VAN 0 R S EE FORNATY 2, b prid L & M) e fs 2
b — A SR ()AL S P 9 HLBITR 18 S) s 35 AN BLAEHIV o 72 X —J7 T, A SCHRR I J7 76
Fi8 T 18 97 10020 S5 s e P 00 2 S 7 R S RS IR R I T 0 LA ) A R ) 52 iR
B AAMERNAMAEY), Kb 25V H SV 035 2 /D — MA ST I AL S 1) R0 30 5 5% 9
BRI G AN FEHT VAT H 10 8 S5 75 B 4% 5 AR B B AN B HEATDS .

[0697]  AATFHIM &P RE U8 I I A B AR N AT FH A L& B0 FUT VAR fil 4% . N ik
— AR AR AR T & AR A T S — 07, B s A2 PR 0 el sl H
[0698] 3@ (T) (b & PIREREARSE T3k J7 FE 1645

[0699] e
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s
X\ W*U Rn—}-V
| AN ol z/ .
X YT V) o
(M)
A B sy
e TV (A) (B) /[ e
~ ~ =
7 NHR' NH Y T
[0700] (V) (V1)
o /X\r/w‘u
Rn—} V H—R'n
= \Y/I%T)

(1)
[0701]  WIFTIR 5 EHHFw , o] PR 2 Sk ESOR B AR A 189 X (D a4
[0702] R iR A& Rl 2 T RIS L, 1 AR e B S e ke 4 H 30 (11D i ARROGA , HH X, Y, W,
T,U,n’ R FIR” FT SCHr @ X SR B R 1, B iR a6 B 20 (V) &N, KRz, V,n
ARUTHT SCH R miX 2SR T BRI 1.
[0703]  #R¥EEE (A) ,H20 ATID WA E T i1 b anfU T B ARG 7R BE IR FELL
FTFI2H TE ML L W1Cs2C03 88 K2COs 7 7E  , FEAE T (TTT) b5 4 8 &) &8 A 2mol %6 2
10mo1 % (1) — Btk iXantphos (4,5-— (2R EL L) -9, 9- — H JEAL M) BEX-Phos (2- ¥4
FPIE-2 46 - = RNERIE) AT, HEAMHN R TID (&Y B2 2 N2mol % &
10mo1 % AL FILL aiPd (OAc) 285 PdadbasfZ7E R, JIAN 530 (TT1D) 1bA& P H BE /R IR FELL 1
215093 AV G 85 FEIE AR BB WnE T, o] DOk SRS Y9 7E80 22 120 °C 5l 4
FE90°C [ I FE B TFF 43 FE 152 25 /N5 B 20 /NS PR B 18] o 52 87 VEe A mT LIRS TR 4
[0704]  #R¥EEAE B) KX (V) W EWE T AL iU T BEh SR e, FEBE JRIRFELEE
12209 TEHUAH L WICs2C03 B K2CO3AFAE T, FEARRS X (V) (L& B 2 & N2mol % % 10mol %
) —JB§LE tnXantphos (4,5- - (2R FEREIL) -9, 9 —HHFENENE) B X-Phos (2- I L L il -
24,6 —=RNERR) AT, HAEMX N (V) A& 221 & ¥2m01 % 22 10mol % ) f#
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AL 4nPd (0Ac) 28 PdadbasfF7E T, IMAAEXT 20 (V) AL &9 B R FELE M 121 .51 50 (VD)
a8 G, AR B T, 7T LUK S SR A Y0 7E80 42 120 °C 45 4n #£.90 C (1) I JiE
INFASFEIRFE 15232 25 /N 451 an 20 /0N (R 1] o s S VE 420 T DA IR A< 4

[0705] A4 (TTD)  (IV) (V) F1(VI) Ab A5 4 2 AT e g 1) B 7 e 8 AR i A a2 RN 1
CL A T iR

[0706]  AATFFIIF (D) fb &b L (b S b M A B 0 5 T R R TAIR T,
[0707] F1

[0708] (I)
e
Rn V L an|
[0709] - ITI v T
3 D
K(Ia)

X =
L LD
1 = ~
N N N
H Cl
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Ex | &4E

1 |MS (ESI) [M+H]'=256

to727] 'H NMR (300 MHz, D,0)58.31(d, J=5.1, 1H), 8.21(d, J=9.3, 1H), 7.60 (d, J=7.5,
3H), 7.34(dd, J=6.2, 15.6, 2H), 7.18 (s, 1H), 6.99 (d, J=9.1, 1H)

MS (ESI) [M+H]"= 266

5 MS (ESI) [M+H]"= 300
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6 "H NMR (300 MHz, DMS0)510.23 (s, 1H), 8.96 (s, 1H), 8.18 (d, J=8.8, 2H), 7.78 (dd,
J=17., 13.7, 2H), 7.46(d, J=8.9, 1H), 7.31(t, J=7.8, 1H), 6.86(d, J=4.3, 1H),
2.37 (s, 3H).
BC NMR (75 MHz, DMS0)5153.63, 153.61, 148.37, 147.32, 142.65, 137.52, 129.68,
129.47, 126.82, 125.06, 123.26, 118.36, 115.10, 113.31, 21.24,
MS (ESI) [M+H] =270

7 "H NMR (300 MHz, DMS0)310.71 (s, 1H), 8.71(d, J=1.4, 1H), 8.62(d, J=8.9, 1H),
8.24(d, J=8.9, 1H), 8.17(dd, J=1.9, 8.9, 1H), 7.89-7.74 (m, 2H), 7.66 (dd, J=
7.9, 14.2, 2H), 7.42(t, J=7.3, 1H).
C NMR (75 MHz, DMSO0)5156.09, 152.40, 152.11, 146.24, 141.07, 137.83, 129.87,
127.67, 126.78, 124.50, 124.21, 118.04, 114.49, 111.67, 100.12,
MS (ESI) [M+H] =247

8 '"H NMR (300 MHz, CDCl;)57.92 (d, J=8.9, 1H), 7.79 (d, J=8.4, 1H), 7.65(t, J=
7.7, 3H), 7.59(dd, J=7.1, 83, 1H), 7.31(t, J=7.0, 1H), 7.20 (d, J=8.5, 2H),
6.88 (d, J=8.9, 1H), 6.80 (s, 1H)
“C NMR (75 MHz, CDCl)5153.88, 147.62, 144.35, 139.26, 138.11, 130.13, 127.65,
127.12, 124.43, 123.70, 122.20, 120.95, 112.25,
MS (ESI) [M+H]"= 305

10 "HNMR (300 MHz, CDCl;)89.10 (d, J=2.5, 1H), 8.83(d, J=2.6, 1H), 8.02(d, J=
7.9, 1H), 7.94 (dd, J =1.3, 5.0, 1H), 7.85-7.79 (m, 1H), 7.52 (pd, J=1.5, 6.9,
2H), 7.33 (s, 1H), 7.04 (dd, J=1.2, 7.9, 1H), 6.81(dd, J=5.1, 7.9, 1H), 3.95 (s,
3H)

11 MS (ESI) [M+H] =290 |

12 "HNMR (300 MHz, CDCl;)89.18 (d, J=2.7, 1H), 8.86(d, J=2.5, 1H), 8.56(d, J=
2.3, 1H), 8.33(dd, J=2.7, 9.2, 1H), 8.08(d, J=8.5, 1H), 7.83(d, J=8.5, 1H),
7.71-7.63 (m, 2H), 7.57 (t, J=7.4, 2H), 6.82(d, J=9.1, 1H) .

13 "HNMR (300 MHz, CDCl;)58.83 (d, J=2.6, 1H), 8.37(d, J=2.3, 1H), 8.00(d, J=
82, 1H), 7.71 (d, J=7.7, 1H), 7.59 - 7.51 (m, 1H), 7.46 (dd, J=7.3, 15.1, 2H),
6.71(d, J=8.3, 1H), 6.67(d, J=7.4, 1H), 2.49 (s, 3H)
3C NMR (75 MHz, CDCl;)8157.13, 154.59, 145.81, 144.43, 138.78, 134.54, 129.22,
128.86, 127.41, 127.27, 121.48, 115.41, 106.50, 24.18,

| MS (ESI) [M+H]'= 236

14 |MS (ESI) [M+H]"= 266

15 |MS (ESI) [M+H]"= 290 ,

16 "HNMR (300 MHz, CDCl,)38.77 (dd, J=1.5, 4.2, 1H), 8.04 (dd, J=4.7, 8.7, 2H),
7.92(d, J=2.4, 1H), 7.59 (dd, J=2.5, 9.1, 1H), 747 (t, J=7.8, 1H), 7.35(dd, J
=4.2, 8.3, 1H), 6.87(s, 1H), 6.81(d, J=8.2, 1H), 6.70 (d, J=7.4, 1H), 2.50 (s,
3H)
MS (ESI) [M+H]"= 236

18  "HNMR (300 MHz, CDCl;)38.53(d, J=59.9, 2H), 7.76(d, J=8.6, 1H), 7.58(t, J=
8.3, 2H), 7.42(d, J=7.8, 1H), 7.09(t, J=7.7, 1H), 6.95(d, J=8.7, 1H), 6.71(d,
J=173, 1H), 2.38(s, 3H) .

21  'HNMR (300 MHz, CDCl,)58.78 (s, 1H), 8.13(d, J=5.1, 1H), 7.89(d, J=8.3, 1H),

7.79 (s, 1H), 7.63(d, J=8.0, 1H), 7.56(d, J=7.3, 1H), 7.38(s, 1H), 7.33(t, J=17.5,

[IH), 6.79 (d, J=4.9, 1H), 2.44 (s, 6H)
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22 '"HNMR (300 MHz, CDCL,)58.95(d, J=8.4, 1H), 8.28(d, J=5.7, 1H), 7.87(d, J=
8.3, 1H), 7.78 (s, 1H), 7.76-7.70 (m, 1H), 7.62(d, J=8.0, 1H), 7.60 -7.52 (m, 1H),
7.42 (s, 1H), 7.32(t, J=7.4, 1H), 6.95(dd, J=5.1, 6.5, 1H), 2.45(s, 3H)

23 '"HNMR (300 MHz, CDCL,)538.64 (d, J=8.4, 1H), 8.55(d, J=2.1, 1H), 8.03(s, 1H),
7.90 (d, J=8.5, 4H), 7.66 (t, J=7.6, 1H), 7.44(t, J=7.6, 1H), 7.06 (s, 1H), 2.67
(s, 4H) .

24  "HNMR (300 MHz, CDC1,)39.09 (d, J=8.9, 1H), 8.53(d, J=1.7, 1H), 7.94(dd, J=
2.2, 8.9, 1H), 7.92-7.84 (m, 2H), 7.67(d, J=8.6, 2H), 7.65-7.58 (m, 1H), 7.40(t,
J=174, 1H), 2.49 (s, 3H)

25 '"HNMR (300 MHz, CDCl,)38.16(d, J=5.2, 1H), 8.10(s, 1H), 7.90(d, J=8.8, 1H),
7.79(d, J=9.0, 1H), 7.66(d, J=2.2, 1H), 7.55(dd, J=2.3, 8.9, 1H), 7.39(d, J=
9.0, 1H), 6.79 (d, J=5.2, 1H), 2.42(s, 3H)

_ MS (ESI) [M+H]"= 270 ,

26 '"HNMR (300 MHz, CDCL;)58.06 (d, J=8.3, 1H), 7.70(d, J=9.0, 1H), 7.64(d, J =
8.9, 1H), 7.49 (t, J=7.9, 2H), 7.40 (dd, J=2.3, 8.9, 1H), 7.18 (d, J=8.9, 1H),
6.68 (d, J=7.4, 1H), 2.38(s, 3H)

_ 'MS (ESI) [M+H] =270 ,

27 '"HNMR (300 MHz, CDC1;)39.17 (d, J=2.5, 1H), 8.71(s, 1H), 8.49 (dd, J =2.6, 9.0,
1H), 7.99(s, 1H), 7.93(d, J=8.9, 2H), 7.74-7.64 (m, 1H), 7.48 (dd, J=4.2, 11.4,

_ 1H), 7.09 (s, 1H), 2.71 (s, 3H) .

28 '"HNMR (300 MHz, CDCl,)38.64 - 8.51 (m, 3H), 8.18(d, J=9.0, 1H), 7.93(d, J =84,
1H), 7.79(d, J=8.1, 1H), 7.73-7.64 (m, 1H), 7.51-7.41(m, 1H), 7.00 (dd, J =4.6,

_ 8.2, 1H), 6.75(dd, J =4.6, 8.3, 0H) |

29  '"HNMR (300 MHz, CDC1;)510.77 (s, 1H), 8.60 (s, 3H), 8.19 (d, J=8.2, 1H), 7.76 (dd,
J=6.6, 255, 2H), 7.38(d, J=7.2, 1H), 7.04 (d, J =44, 1H) .

30 '"HNMR (300 MHz, CDCl;)38.46 (dd, J=1.9, 5.0, 1H), 7.87 (dd, J=2.0, 7.6, 1H),
7.82 (d, J =73, 1H), 7.60 (t, J = 7.3, 2H), 7.43-7.33 (m, 1H), 6.90 (dd, J = 5.0,

_ 7.6, 1H), 2.64 (s, 3H) .

31  '"HNMR (300 MHz, CDCl;)38.44 (d, J=9.1, 1H), 8.17(d, J=4.8, 1H), 8.03(d, J=
9.1, 1H), 7.78(d, J=8.4, 1H), 7.68 (d, J=8.0, 1H), 7.62-7.54 (m, 1H), 7.39 (d,
J=173, 1H), 7.32(t, J=7.5, 1H), 6.82(dd, J=5.0, 7.3, 1H), 2.31 (s, 3H)

_ MS (ESI) [M+H]'= 236 ,

32 '"HNMR (300 MHz, CDCl,)38.23(d, J=8.5, 1H), 8.10(s, 1H), 7.91(d, J=8.9, 1H),
7.82(d, J=8.4, 1H), 7.62(d, J=83, 1H), 7.56(d, J=7.3, 1H), 7.50 (dd, J = 1.8,
8.5, 1H), 7.37-7.24 (m, 2H), 2.26(s, 3H)

_ MS (ESI) [M+H] "= 236 .

33 '"HNMR (300 MHz, CDCL,)38.87 (s, 1H), 8.32(d, J=5.0, 1H), 7.95(d, J=8.8, 1H),
7.84 (d, J=8.3, 1H), 7.60 (dd, J =7.4, 14.1, 2H), 7.32(t, J=7.5, 1H), 7.04 (dd,
J=5.0, 9.0, 2H)

_ MS (ESI) [M+H]'= 247 .

34 '"HNMR (300 MHz, CDCL,)38.52(s, 1H), 8.45(d, J=8.6, 1H), 8.01(d, J=8.8, 1H),
7.87 (dd, J=2.5, 8.5, 2H), 7.72-7.56 (m, 2H), 7.39 (d, J=9.0, 2H)
MS (ESI) [M+H]"= 290 ,

35 '"HNMR (300 MHz, CDCL)58.32(d, J=9.1, 1H), 8.07(d, J=4.8, 1H), 7.93(d, J=

9.1, 1H), 7.59(, J=7.9, 1H), 7.52(d, J=8.0, 1H), 7.36 (d, J=7.2, 1H), 7.14(t,
J=178, 1H), 6.77 (dd, J=5.0, 7.3, 1H), 2.29 (s, 3H)

MS (ESI) [M+H]|"=270
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36 '"HNMR (300 MHz, CDCl;)38.70 (d, J=7.2, 1H), 8.01(s, 1H), 7.82(d, J=8.9, 1H),
7.62(d, J=17.6, 1H), 7.53(dd, J=1.8, 8.6, 1H), 7.46(d, J=7.9, 1H), 7.12(t, J=
7.8, 1H), 7.05(d, J=8.8, 1H), 2.21 (s, 3H)
'MS (ESI) [M+H]'= 270 .

37 '"HNMR (300 MHz, CDCl;)39.08 (d, J=8.5, 1H), 8.55(s, 1H), 8.36(s, 1H), 8.02(d,
J=8.1, 2H), 7.77(d, J=7.2, 1H), 7.62(d, J=7.6, 1H), 7.35-7.24 (m, 1H), 7.12(d,
J=8.8, 1H)

_ 'MS (ESI) [M+H]'= 324 .

38 'HNMR (300 MHz, CDCl;)38.69 (d, J=9.1, 1H), 7.97(d, J=9.1, 1H), 7.80 - 7.74 (m,
1H), 7.70(d, J=8.4, 1H), 7.59(d, J=8.0, 1H), 7.54-7.45(m, 1H), 7.22(t, J=1.5,
1H), 6.87(d, J=7.9, 1H), 6.68 (dd, J=5.0, 7.9, 1H), 3.73 (s, 3H)
MS (ESI) [M+H]'= 252

39 'HNMR (300 MHz, CDCl;)38.57(d, J=29.4, 1H), 7.80(d, J=8.8, 1H), 7.66(t, J=
6.7, 2H), 7.46(d, J=7.9, 1H), 7.14(t, J=7.8, 1H), 7.06(d, J=8.8, 1H), 6.79 (d,

_ J=173, 1H), 2.73(dd, J=7.6, 15.2, 2H), 1.28(t, J=7.7, 3H) .

40  'HNMR (300 MHz, DMS0)39.75 (s, 1H), 9.12(d, J=2.3, 1H), 8.50(d, J=2.2, 1H),
8.48 (s, 1H), 8.13(s, 1H), 7.83 (s, 1H), 7.80 (s, 1H), 7.64 (t, J=7.7, 1H), 7.45(t,

_ J =178, 1H) .

41 'HNMR (300 MHz, CDCl;)58.52(dd, J=2.8, 8.6, 1H), 8.35(s, 1H), 8.15(d, J=2.3,
1H), 7.94(d, J=8.8, 1H), 7.84(d, J=8.2, 1H), 7.65(d, J=7.8, 1H), 7.59(d, J=
7.2, 1H), 7.50 - 7.40 (m, 1H), 7.33 (t, J=7.4, 1H), 7.11(d, J=8.9, 1H)
MS (ESI) [M+H]"= 240

42  '"HNMR (300 MHz, CDCl;)88.55(d, J=6.8, 1H), 8.01(d, J=8.9, 2H), 7.82(dd, J=
9.1, 17.3, 2H), 7.69 (d, J=8.0, 1H), 7.63 (t, J=7.6, 1H), 7.37 (t, J=7.5, 1H),
7.32-7.18 (m, 2H)
'MS (ESI) [M+H] "= 290 .

43 '"HNMR (300 MHz, DMS0)510.41 (s, 1H), 9.08 (dd, J=4.1, 9.3, 1H), 8.31(d, J=2.9,
1H), 8.20(d, J=8.9, 1H), 7.88-7.70 (m, 3H), 7.44(d, J=8.9, 1H), 7.32(t, J=17.8,
1H)
“C NMR (75 MHz, DMSO0)3156.30, 153.32, 153.04, 150.17, 142.55, 137.73, 135.06,
134.74, 129.58, 129.49, 126.86, 125.29, 125.14, 125.04, 123.36, 114.91, 113.36.
'MS (ESI) [M+H]"= 274 .

44  'H NMR (300 MHz, CDCl;)511.09 (s, 1H), 8.78 (d, J=9.0, 1H), 8.42 (dd, J=1.9,
4.7, 1H), 8.28 (dd, J=1.9, 7.8, 1H), 8.11(d, J=9.1, 1H), 7.73(d, J=7.5, 1H),
7.65(d, J=8.1, 1H), 7.27 (dd, J=6.4, 9.2, 1H), 6.88 (dd, J=4.8, 7.8, 1H)

_ 'MS (ESI) [M+H] "= 300 |

46 'HNMR (300 MHz, CDCl,)58.59 (d, J=8.3, 1H), 7.73(d, J=8.3, 1H), 7.57 (s, 1H),
751 (¢, J=179, 1H), 743 (t, J=9.2, 2H), 7.17 (t, J=7.4, 1H), 6.67 (d, J =74,

_ 1H), 2.36 (s, 3H), 2.28 (s, 3H) .

47 '"HNMR (300 MHz, MeOD)58.99 (s, 1H), 8.76 (d, J=9.2, 1H), 8.32(d, J=8.7, 1H),
8.22(d, J=8.6, 1H), 8.11(d, J=7.8, 1H), 8.01(t, J=7.1, 1H), 7.76 (t, J =74,
1H), 7.55-7.43 (m, 2H)

M (ESD [M+H]'= 247

48 'HNMR (300 MHz, MeOD)58.48 (d, J=9.1, 1H), 8.40(d, J=6.7, 1H), 7.94(d, J=

8.4, 1H), 7.90(d, J=7.8, 1H), 7.54(t, J=8.0, 1H), 7.38(d, J=8.6, 1H), 7.30 (s,
2H), 2.58 (s, 3H)

IMS (ESI) [M+H]'= 270

68



CN 105530938 B

i B P 56/68 i

[0731]

Ex Rfe

49  '"HNMR (300 MHz, CDCl;)59.34 (s, 1H), 8.95(s, 1H), 8.21(d, J=5.1, 1H), 7.87 (d,
J=89, 1H), 7.71(d, J=7.5, 1H), 7.52(d, J=79, 1H), 7.19(t, J=7.8, 1H), 7.05

_ (d, J=8.9, 1H), 6.84(d, J=5.1, 1H), 2.76 (q, J=7.6, 2H), 1.37(t, J=7.6, 3H)

50 'HNMR (300 MHz, CDCL)38.57(d, J=29.4, 1H), 7.80(d, J=8.8, 1H), 7.66 (t, J=
6.7, 2H), 7.46(d, J=7.9, 1H), 7.14(t, J=7.8, 1H), 7.06(d, J=8.8, 1H), 6.79 (d,
J=173, 1H), 2.73(dd, J=17.6, 15.2, 2H), 1.28(t, J=7.7, 3H)

51 '"HNMR (300 MHz, CDCl;)38.64 (s, 1H), 8.06 (s, 1H), 7.89(d, J=8.7, 1H), 7.71(d,
J=74, 1H), 7.54(d, J=7.8, 1H), 7.20(t, J=7.7, 1H), 7.02(d, J=8.8, 1H), 6.67
(s, 1H), 2.43 (s, 3H), 2.39(s, 3H)

*C NMR (75 MHz, CDCl;)5156.15, 153.17, 152.82, 150.16, 143.70, 137.92, 131.34,
129.89, 126.49, 125.47, 123.43, 118.62, 114.47, 111.02, 24.13, 21.70,

_ 'MS (ESI) [M+H] "= 284 .

52 '"HNMR (300 MHz, CDCl,)38.89 (d, J=8.8, 1H), 8.05(d, J=8.8, 1H), 8.01(s, 1H),
7.93(d, J=8.8, 1H), 7.79(d, J=17.5, 1H), 7.64 (d, J=8.0, 1H), 7.32(t, J=17.8,
1H), 7.13(d, J=8.8, 1H), 2.67 (s, 3H) .

53 '"HNMR (300 MHz, CDCl;)39.27 (s, 1H), 8.33(d, J=5.7, 1H), 8.13(d, J=5.2, 1H),
8.00 (d, J=8.8, 1H), 7.76 (d, J=7.4, 1H), 7.60 (d, J=8.0, 1H), 7.29(d, J=17.9,
1H), 7.07(d, J=8.9, 1H), 6.97(d, J=4.8, 1H)

54  MS (ESI) [M+H]"= 250 |

55 '"HNMR (300 MHz, CDCl;)38.19 (s, 1H), 7.90(d, J=9.0, 1H), 7.63(d, J=7.5, 1H),
7.52(d, J=179, 1H), 7.33(d, J=74, 1H), 7.14(t, J=7.8, 1H), 6.69 (d, J=17.5,

_ [1H), 2.70 (dd, J=7.3, 14.8, 2H), 2.47 (s, 3H), 1.26(t, J=7.7, 3H) .

56 '"HNMR (300 MHz, CDCl,)38.20 (s, 1H), 7.90(d, J=9.0, 1H), 7.63(d, J=7.5, 1H),
7.52(d, =79, 1H), 7.33(d, J=7.4, 1H), 7.14(t, J=7.8, 1H), 6.69 (d, J=7.5,
1H), 2.70 (dd, J=7.3, 14.8, 2H), 2.47 (s, 3H), 1.25(dd, J=7.5, 15.5, 3H)

57 MS (ESI) [M+H] =253

58  MS (ESI) [M+H] '=314-316 .

59 '"HNMR (300 MHz, CDCl,)38.91(d, J=1.7, 1H), 8.46(d, J=8.8, 1H), 8.28(dd, J=
2.0, 8.8, 1H), 8.23 (s, 1H), 8.03(d, J=8.8, 1H), 7.88(d, J=8.3, 1H), 7.70 (d, J
=8.0, 1H), 7.67-7.58 (m, 1H), 7.38(t, J=7.4, 1H), 7.32(d, J=8.8, 2H), 3.91(s,
3H) .

60 '"HNMR (300 MHz, CDCl;)58.94(d, J=8.9, 1H), 8.91(d, J=1.8, 1H), 8.37(dd, J=
2.2, 8.8, 1H), 8.04 (d, J=8.9, 2H), 7.77 (d, J =7.5, 1H), 7.62 (d, J =7.2, 1H),
7.30 (t, J=7.8, 2H), 7.19(d, J=8.8, 2H), 3.92 (s, 3H)

61 '"HNMR (300 MHz, CDCl;)38.96(d, J=8.8, 1H), 8.85(d, J=1.3, 1H), 8.28(d, J=
9.9, 1H), 7.84 (d, J=8.0, 1H), 7.77 (s, 1H), 7.65 (s, 1H), 7.59 (d, J =8.4, 2H),
7.53(d, J=8.4, 1H), 7.31(t, J=7.4, 1H), 3.88 (s, 4H), 2.42 (s, 4H)

_ 'MS (ESI) [M+H]"= 294 .

62 '"HNMR (300 MHz, CDCl;)311.02 (s, 1H), 8.75(d, J=9.2, 1H), 8.44 (d, J=3.7, 1H),
831(d, J=79, 1H), 8.10(d, J=9.0, 1H), 7.72(d, J=7.5, 1H), 7.64(d, J=8.2,
1H), 7.27(d, J=8.1, 1H), 6.88(dd, J=4.7, 7.8, 1H), 3.97 (s, 3H)

_ 'MS (ESI) [M+H] "= 314

63 MS (ESI) [M+H] "= 266 .

64 '"HNMR (300 MHz, DMS0)510.38 (s, 1H), 8.56(s, 1H), 8.28(d, J=9.1, 1H), 8.20-
8.03 (m, 3H), 7.50(d, J=8.7, 1H), 7.45(d, J=8.0, 1H), 6.88(d, J=4.4, 1H), 2.37
(s, 3H)

65 | MS (ESI) [M+H] '=314-316

66  MS (ESI) [M+H]'= 250
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67 |'"HNMR (300 MHz, DMS0)510.51 (s, 1H), 8.83(d, J=2.3, 1H), 8.62(d, J=9.3, 1H),
8.24 (dd, J=2.7, 9.1, 1H), 7.96(d, J=8.9, 1H), 7.81(d, J=7.8, 1H), 7.67(t, J=
7.6, 1H), 7.45(d, J=11.2, 2H), 3.86 (s, 3H), 2.62 (s, 3H)
MS (ESI) [M+H|"= 294

68 "HNMR (300 MHz, CDCl;)89.57 (s, 1H), 8.44(d, J=4.8, 1H), 8.05(d, J=8.8, 1H),
7.86 (s, 1H), 7.80 (d, J=7.5, 1H), 7.64(d, J=8.0, 1H), 7.31(t, J=7.8, 1H), 7.19
(d, J=4.3, 1H), 7.04(d, J=8.8, 1H)

69 '"HNMR (300 MHz, CDCl;)39.12 (s, 1H), 7.94(d, J=8.6, 1H), 7.71(d, J=7.5, 1H),

_ 7.57(d, J=7.8, 1H), 7.40(s, 1H), 7.25(d, J=10.2, 2H), 7.17(s, 1H), 7.05(s, 1H)

70  "H NMR (300 MHz, CDCl;)39.07 (d, J=8.5, 1H), 7.97(d, J=8.8, 1H), 7.90(t, J=
8.0, 1H), 7.84(s, 1H), 7.75(dd, J=1.1, 7.5, 1H), 7.62-7.55(m, 1H), 7.31(d, J=
7.6, 1H), 7.27(t, J=17.8, 1H), 7.08 (d, J=8.8, 1H)

_ MS (ESI) [M+H]'= 274

71 |MS (ESI) [M+H]'=274 ,

72 '"HNMR (300 MHz, CDCl;)38.67 (d, J=7.9, 1H), 7.83(d, J=8.3, 1H), 7.71(s, 1H),
7.69-7.61 (m, 1H), 7.57(d, J=7.9, 2H), 7.52(d, J=7.1, 1H), 7.28(t, J=7.4, 1H),
2.74 (q» J=17.6, 2H), 2.42(s, 3H), L31(t, J=7.6, 3H)

| 'MS (ESI) [M+H] = 264 |

73 '"HNMR (300 MHz, CDCl;)38.91 (dd, J=3.8, 9.0, 1H), 8.11(d, J=2.9, 1H), 7.81(d,
J=83, 1H), 7.71(s, 1H), 7.56 (dd, J=7.4, 14.1, 2H), 7.51-7.42(m, 1H), 7.29(d,
J=17.2, 1H), 2.38(s, 3H)
'MS (ESI) [M+H]'= 254 |

74 '"HNMR (300 MHz, CDCl;)38.96 (d, J=8.3, 1H), 8.49(s, 1H), 7.89 (dd, J=1.9, 9.0,
1H), 7.82(d, J=8.2, 1H), 7.72(s, 1H), 7.57(t, J=8.7, 3H), 7.33(t, J=7.4, 1H),
2.37 (s, 3H)
MS (ESI) [M+H] "= 304

75  '"HNMR (300 MHz, CDCl;)37.83 (d, J=9.0, 1H), 7.69 (dd, J=1.3, 7.6, 1H), 7.53 (dd,
J=1.2, 8.0, 1H), 7.42(d, J=8.9, 2H), 7.15(t, J=7.8, 1H), 6.89(d, J=8.9, 2H),
6.79 (d, J=8.9, 2H), 2.97 (s, 6H) .

77 '"HNMR (300 MHz, CDCl;)57.83(d, J=8.8, 1H), 7.70 (d, J=7.6, 1H), 7.59(d, J=
8.6, 2H), 7.52(d, J=7.3, 1H), 7.16(t, J=7.7, 1H), 6.94(d, J=8.4, 3H), 6.86(d,
J=8.8, 1H), 3.82 (s, 3H)
*C NMR (75 MHz, CDClL;)3156.40, 155.54, 144.29, 138.09, 132.96, 130.44, 129.99,
126.61, 125.22, 123.29, 122.66, 114.73, 112.16, 55.74,

_ 'MS (ESI) [M+H] "= 285 .

78 '"HNMR (300 MHz, CDCl;)37.80 (t, J=7.6, 2H), 7.64(d, J=8.9, 2H), 7.61-7.55(m,
1H), 7.33(t, J=7.6, 1H), 7.19(d, J=8.7, 2H), 2.59 (s, 3H) .

79  "HNMR (300 MHz, CDCl,)57.78 (d, J =8.4, 1H), 7.76 - 7.71 (m, 2H), 7.69 (s, 1H),
7.57 (dd, J=1.1, 8.0, 1H), 7.51 (ddd, J=1.5, 7.0, 8.4, 1H), 7.29-7.21 (m, 1H),
6.96 - 6.90 (m, 2H), 3.82 (s, 3H), 2.35(s, 3H)

80 'HNMR (300 MHz, CDCl;)57.92 (d, J=8.9 Hz, 2H), 7.84 (d, J=8.3 Hz, 1H), 7.78 (s,
1H), 7.62(d, J=8.0Hz, 1H), 7.57(t, J=7.7Hz, 1H), 7.32(t, J=7.4Hz, 1H), 7.24
(d, J=8.7Hz, 2H), 6.53 (s, 1H), 2.42(s, 3H)
“C NMR (75 MHz, CDCl;)5152.46, 146.25, 143.86, 139.33, 136.83, 128.93, 126.96,
126.71, 124.75, 123.56, 121.88, 120.44, 119.95, 17.77,

_ 'MS (ESI) [M+H] =319 |

81  '"HNMR (300 MHz, CDCl;)87.75(d, J=8.3, 1H), 7.66 (d, J=8.5, 3H), 7.55(d, J=

7.8, 1H), 7.48(t, J=7.6, 1H), 7.20(d, J=7.2, 1H), 6.80(d, J=8.8, 2H), 6.32(s,

[1H), 2.93 (s, 7TH), 2.35(s, 3H)
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82 |'"HNMR (300 MHz, CDCl;)57.92(d, J=8.9, 1H), 7.82-7.70 (m, 2H), 7.66 (d, J=7.8,
1H), 7.59 (t, J=7.6, 1H), 7.30 (dd, J=6.0, 13.5, 1H), 7.14 (s, 1H), 7.11 (s, 1H),
6.84 (d, J=8.9, 1H), 2.32(s, 3H)

MS (ESI) [M+H]'= 319

83 '"H NMR (300 MHz, CDCl;)57.93 - 7.86 (m, 1H), 7.85(s, 1H), 7.82(d, J=84, 1H),
7.59 (dd, J=8.2, 15.5, 2H), 7.44-7.38 (m, 1H), 7.29 (dd, J=8.3, 16.8, 2H), 6.91 (d,
J=9.0, 1H), 6.87(d, J=8.3, 1H)

MS (ESI) [M+H]"= 305

84 '"HNMR (300 MHz, CDCl5)38.67 (d, J=8.1, 1H), 7.92(d, J=8.9, 1H), 7.85(d, J=
8.4, 1H), 7.63(d, J=7.6, 1H), 7.58(d, J=7.3, 1H), 7.30 (dd, J=6.8, 14.8, 3H),
7.02(t, J=7.8, 1H), 6.89 (d, J=8.9, 1H)

MS (ESI) [M+H] "= 305

86 'HNMR (300 MHz, CDC15)37.93(d, J=8.9, 1H), 7.83(d, J=8.3, 1H), 7.70(d, J=
12.0, 1H), 7.61 (dd, J=7.9, 18.1, 2H), 7.32(d, J=7.9, 1H), 7.31-7.25(m, 1H),
7.21(t, J=6.5, 1H), 6.92(d, J=8.9, 1H), 6.79 - 6.68 (m, 1H)

MS (ESI) [M+H]'= 239

87 '"HNMR (300 MHz, CDCl;)88.27 (s, 1H), 7.76 (d, J=8.9, 1H), 7.67(d, J=7.5, 1H),
7.51(d, J=8.2, 1H), 7.45(d, J=7.9, 1H), 7.28 (d, J=8.2, 1H), 7.14(t, J=17.8,
1H), 6.86(d, J=10.1, 1H), 6.76 (d, J=8.9, 1H)

'MS (ESI) [M+H]'=339 |

88 '"HNMR (300 MHz, CDCl;)38.11 (dt, J=2.1, 12.1, 1H), 7.76 (d, J=8.9, 1H), 7.66 (dd,
J=12, 7.6, 1H), 7.45(dd, J=1.1, 8.0, 1H), 7.22(dd, J=1.4, 7.2, 2H), 7.18 (d,
J=17.6, 1H), 7.12(d, J=7.8, 1H), 6.75(d, J=8.9, 1H), 6.69 (d, J=7.9, 1H)

_ 'MS (ESI) [M+H]'=273 |

89  'HNMR (300 MHz, DMSO0)511.38 (s, 1H), 8.41(d, J=9.1, 1H), 7.93(d, J=7.8, 1H),
7.80 (dt, J=8.1, 20.9, 4H), 7.50 (d, J=7.8, 3H), 7.36(d, J=9.3, 1H)

90 '"HNMR (300 MHz, CDCl;)57.84 (d, J=9.1, 2H), 7.79(d, J=8.9, 1H), 7.67(dd, J=
1.2, 7.6, 1H), 7.48 (dd, J=1.1, 8.0, 1H), 7.18 (s, 3H), 6.89 (s, 1H), 6.75(d, J=8.9,
1H)

“C NMR (75 MHz, CDCl;)5153.88, 144.30, 143.91, 139.00, 138.25, 131.13, 130.13,
126.55, 125.42, 123.45, 122.50, 122.17, 120.49, 119.10, 113.24,

_ 'MS (ESI) [M+H] =339 |

91 '"HNMR (300 MHz, CDCl;)38.74 (s, 1H), 8.54 (s, 1H), 8.46 (d, J=8.8, 1H), 7.91 (dd,
J=5.5, 14.5, 2H), 7.79 (d, J=8.9, 1H), 7.67 (d, J =2.1, 1H), 7.56 (dd, J =2.3,

_ 8.9, 1H), 7.35(d, J=8.9, 1H) .

92 'HNMR (300 MHz, CDCL)58.67(d, J=7.9, 1H), 7.83(d, J=8.3, 1H), 7.71(s, 1H),
7.69 - 7.61 (m, 1H), 7.55(dd, J=7.5, 14.4, 2H), 7.29(d, J=7.8, 1H), 6.80(d, J=
7.4, 1H) .

93 '"HNMR (300 MHz, CDCL)39.21 (dd, J=1.5, 8.4, 1H), 7.85(d, J=8.4, 1H), 7.73 (s,
1H), 7.58(d, J=7.8, 1H), 7.53(dd, J=1.3, 8.3, 1H), 7.40-7.35(m, 1H), 7.32(dd,
J=11, 4.6, 1H), 7.31-7.24(m, 2H), 7.04(s, 1H), 7.02-6.94 (m, 1H), 2.38(s, 3H)

94 'HNMR (300 MHz, CDCl;)58.16 (d, J=8.7, 1H), 7.83(d, J=8.9, 1H), 7.63(d, J=
7.6, 1H), 7.48(d, J=8.0, 1H), 7.13(t, J=7.8, 1H), 7.08 (s, 1H), 7.04 (s, 2H), 6.81
(d, J=8.9, 2H), 2.27(s, 3H)

'MS (ESI) [M+H] "= 353 .

95 '"HNMR (300 MHz, MeOD)58.42 (s, 1H), 7.94(d, J=7.9, 1H), 7.83(d, J=8.1, 1H),

7.78(d, J=7.1, 1H), 7.72(d, J=8.7, 2H), 7.58 (d, J=8.2, 3H), 2.60 (s, 3H)

MS (ESI) [M+H]"'= 319
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96 'HNMR (300 MHz, CDC1)37.79 (d, J=8.9, 1H), 7.70 (d, J=8.9, 1H), 7.64(d, J=
8.9, 2H), 7.59(d, J=2.1, 1H), 7.50 (dd, J=2.3, 8.9, 1H), 7.19(d, J=8.6, 2H),
6.85(d, J=8.9, 1H)
'MS (ESI) [M+H] "= 281 |

97 '"HNMR (300 MHz, MeOD)38.11(d, J=8.4, 1H), 7.81(s, 2H), 7.62(d, J=8.7, 3H),
7.51(d, J=8.3, 2H), 7.12(s, 1H), 2.77 (s, 3H)
'MS (ESI) [M+H]"=319

98  MS (ESI) [M+H] "=383-385

99 |MS (ESI) [M+H]'=320

100 |MS (ESI) [M+H] =316 .

101 'H NMR (300 MHz, CDCl;)37.82 (d, J=8.9, 1H), 7.70-7.63 (m, 1H), 7.51 (dd, J=5.3,
7.6, 3H), 7.14(t, J=7.8, 1H), 6.91(d, J=8.8, 3H), 6.85(d, J=9.0, 2H), 3.96 (t,
J=6.5, 2H), 1.84-1.68 (m, 3H), 1.49 (dd, J=7.4, 15.0, 3H), 0.97 (t, J=7.4, 3H)
'MS (ESI) [M+H]"= 327 .

102 'HNMR (300 MHz, CDCl;)57.89 (d, J=8.9, 1H), 7.76 (d, J=8.5, 1H), 7.63(d, J=
8.1, 1H), 7.59 (s, 1H), 7.54(d, J=8.8, 2H), 7.38-7.24 (m, 3H), 7.09 (d, J =74,
1H), 7.02(dd, J=2.4, 8.8, 4H), 690 (d, J=8.9, 1H)

| 'MS (ESI) [M+H] =313

103 |MS (ESI) [M+H]'= 334 .

104 'HNMR (300 MHz, CDCl;)58.49 (d, J=2.5, 1H), 7.89(d, J=8.8, 1H), 7.72(d, J=
7.6, 1H), 7.63(dd, J=2.5, 8.9, 1H), 7.53(d, J=8.0, 1H), 7.23(dd, J=6.2, 14.0,
2H), 7.04 (s, 1H), 6.81(d, J=8.8, 1H)
MS (ESI) [M+H]'= 373

105 "HNMR (300 MHz, CDCl;)38.85(d, J=2.6, 1H), 8.45(d, J=2.3, 1H), 8.01(d, J=
8.1, 1H), 7.71(d, J=7.8, 1H), 7.58 (s, 1H), 7.53(d, J=7.6, 1H), 7.51-7.45 (m,
2H), 7.45-7.36 (m, 1H), 6.72-6.62 (m, 2H), 2.48 (s, 3H)
13C NMR (75 MHz, CDCl;)5157.18, 154.80, 145.42, 143.80, 138.17, 135.04, 128.88,
128.76, 127.17, 127.04, 120.69, 115.22, 106.73, 24.38 .

106 'HNMR (300 MHz, DMS0)510.24 (s, 1H), 9.06 (d, J=2.3, 1H), 8.65(d, J=1.8, 1H),
8.60 (d, J=8.3, 1H), 8.56 (d, J=4.5, 1H), 7.97(dd, J=8.2, 144, 2H), 7.69 (t, J
=6.9, 1H), 7.59 (t, J=7.4, 1H), 7.08 (dd, J=4.6, 8.3, 1H)
MS (ESI) [M+H] "= 267

107 "HNMR (300 MHz, CDC;)88.77 (dd, J=1.5, 4.3, 1H), 8.06(dd, J=10.8, 18.4, 3H),
7.93(d, J=2.4, 1H), 7.57(dd, J=2.4, 9.0, 1H), 7.39(ddd, J=3.1, 8.3, 12.5, 3H),
6.93(d, J=8.4, 1H), 6.89 (s, 1H), 2.29 (s, 3H)

108 'HNMR (300 MHz, CDCL,)38.72 (dd, J=1.6, 4.2, 1H), 8.61(d, J=2.4, 1H), 8.11(d,
J=83, 1H), 8.00 (d, J=9.0, 1H), 7.91 (dd, J=1.2, 5.0, 1H), 7.69 (dd, J = 2.4,
9.1, 1H), 7.35-7.26 (m, 2H), 7.01(dd, J=1.2, 7.9, 1H), 6.77(dd, J=5.1, 7.8, 1H),
3.93 (s> 3H) .

109 'HNMR (300 MHz, CDCl;)59.68 (s, 1H), 8.21(s, 2H), 7.94(d, J=8.9, 1H), 7.79 (d,
J=9.2, 1H), 7.67(d, J=2.3, 1H), 7.56(dd, J=2.3, 8.9, 1H), 7.34(d, J=8.9, 1H)
MS (ESI) [M+H]'= 257

110 | 1H NMR (300 MHz, CDCl;)510.32(s, 1H), 8.33-8.21(m, 2H), 8.05(d, J=8.9, 1H),
8.00 (dd, J=1.2, 7.6, 1H), 7.69(dd, J=1.1, 7.8, 1H), 7.61(s, 1H), 7.30-7.22 (m,
3H), 7.16 (d, J=8.8, 1H).

_ 'MS (ESI) [M+H] "=301-303 .

111 "HNMR (300 MHz, CDCl;)57.82 (d, J=8.9, 1H), 7.70-7.63 (m, 1H), 7.51 (dd, J =5.3,

7.6, 3H), 7.14(t, J=7.8, 1H), 6.91(d, J=8.8, 3H), 6.85(d, J=9.0, 2H), 3.96(t,

[J=6.5, 2H), 1.84 -1.68 (m, 3H), 1.49(dd, J=7.4, 15.0, 3H), 0.97(t, J=74, 3H)|

72



CN 105530938 B

i B P 60/68 T

[0735]

Ex | RAE

112 'HNMR (300 MHz, CDCl;)57.89(d, J=8.9, 1H), 7.76(d, J=8.5, 1H), 7.63(d, J=
8.1, 1H), 7.59 (s, 1H), 7.54(d, J=8.8, 2H), 7.38-7.24 (m, 3H), 7.09(d, J=174,
1H), 7.02 (dd, J=2.4, 8.8, 4H), 6.90 (d, J=8.9, 1H)

“C NMR (75 MHz, DMSO0)3152.94, 150.19, 142.48, 142.18, 138.20, 137.55, 135.74,
129.71, 126.99, 125.35, 123.84, 114.75,
'MS (ESI) [M+H]"= 255 |

113 'HNMR (300 MHz, CDCI;)39.74 (s, 1H), 8.20(s, 2H), 8.03(d, J=8.6, 1H), 7.87(d,
J=17.6, 1H), 7.80 (s, 1H), 7.70(d, J=8.0, 1H), 7.63 (t, J=7.7, 1H), 7.37(t, J=174,

_ 1H), 7.30(d, J=8.7, 1H) .

114 |"H NMR (300 MHz, CDCl;)39.67 (s, 1H), 8.34-8.12 (m, 2H), 7.84 (d, J=8.0, 2H),
7.70 - 7.54 (m, 1H), 7.38(t, J=7.6, 1H), 7.17 (s, 1H), 2.61 (s, 3H)

_ 'MS (ESI) [M+H]"= 237 .

115 '"HNMR (300 MHz, CDCL3)510.15 (s, 1H), 8.24-8.12(m, 2H), 7.79 (s, 1H), 7.71(s,
1H), 7.55(t, J=8.3, 2H), 7.30(t, J=7.9, 1H), 2.38 (s, 3H)

_ 'MS (ESI) [M+H]"= 237

116 |MS (ESI) [M+H]"= 240

117 |MS (ESI) [M+H]"= 253

118  |MS (ESI) [M+H]"= 222

119 |MS (ESI) [M+H]'= 256

121 MS (ESI) [M+H]'= 222 .

124 'HNMR (300 MHz, CDCl;)38.42 (s, 1H), 7.95(dd, J=1.3, 8.2, 1H), 7.87-7.78 (m,
3H), 7.70 - 7.61 (m, 1H), 7.55-7.47 (m, 1H), 7.26 (dd, J=2.4, 6.5, 3H), 6.90 (s,
1H)

MS (ESI) [M+H]'= 306

125 'H NMR (300 MHz, CDCl,)58.42 (s, 1H), 8.03(d, J=9.5, 1H), 7.92(d, J=8.2, 1H),
7.73(d, J=8.2, 1H), 7.61 (t, J=7.3, 1H), 7.46(t, J=7.2, 1H), 7.13 (s, 2H), 6.84

_ (s, 1H), 2.35(s, 3H) .

126 'HNMR (300 MHz, CDCl;)58.40 (s, 1H), 8.03(s, 1H), 7.94(d, J=8.2, 1H), 7.84 (d,
J=8.2, 1H), 7.65(t, J=7.4, 1H), 7.53(d, J=7.1, 1H), 7.48(d, J=7.2, 1H), 7.35

_ (t, J=8.2, 1H), 7.22(s, 1H), 6.94(d, J=8.1, 1H) .

127 "HNMR (300 MHz, CDCl;)38.85(dd, J=1.0, 8.3, 1H), 8.47 (s, 1H), 7.96(d, J=8.2,
1H), 7.85(d, J=8.3, 1H), 7.72-7.61 (m, 1H), 7.57 - 7.47 (m, 1H), 7.42-7.36 (m,
1H), 7.33(d, J=10.0, 1H), 7.14 (s, 1H), 7.13 - 7.04 (m, 1H)

128 '"HNMR (300 MHz, CDCL)39.17 (s, 1H), 8.68 (d, J=9.1, 1H), 8.64 (d, J=4.8, 2H),
8.15(d, J=9.1, 1H), 7.87(d, J=8.4, 1H), 7.76 (d, J=8.1, 1H), 7.64 (t, J=7.7,
1H), 7.39(t, J=7.5, 1H), 6.87 (t, J=4.8, 1H)

“C NMR (75 MHz, CDCI3)5158.34, 138.07, 129.85, 127.63, 127.31, 124.34, 114.20,
113.90. |

129 'HNMR (300 MHz, CDCl;)39.14 (s, 1H), 8.73(d, J=21.2, 3H), 8.17(s, 1H), 7.73 (d,
J=20.3, 2H), 7.28(d, J=9.6, 2H), 6.91 (s, 1H)

130 'H NMR (300 MHz, CDCl;)39.05 (s, 1H), 8.64 (d, J=4.8, 2H), 8.52 (s, 1H), 7.89 (dd,
J=8.5, 14.6, 2H), 7.63(t, J=7.5, 1H), 7.41(t, J=7.4, 1H), 6.86(t, J=4.8, 1H),
2.74 (s, 3H)

_ 'MS (ESI) [M+H]"= 237 .

132 'HNMR (300 MHz, CDCl;)38.86 (d, J=2.6, 1H), 8.70 (d, J=2.5, 1H), 8.32(d, J=

1.1, 1H), 8.25-8.21 (m, 1H), 8.10(d, J=2.7, 1H), 8.06(d, J=8.3, 1H), 7.82(dd,

[J=12, 7.9, 1H), 7.66-7.51 (m, 3H), 6.89 (s, 1H)
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135 '"HNMR (300 MHz, CDCl;)59.09 (s, 1H), 8.71 (s, 1H), 8.54(d, J=8.4, 1H), 8.37 (dd,
J=1.0, 49, 1H), 796 (d, J=8.2, 1H), 7.85(d, J=8.3, 1H), 7.82-7.74 (m, 1H),
7.66 (t, J=7.6, 1H), 7.52 (dd, J=7.0, 8.1, 1H), 7.02 (dd, J=5.0, 7.2, 1H)

_ MS (ESI) [M+H]'= 223 .

136 '"HNMR (300 MHz, CDCl;)39.02 (s, 1H), 8.70 (s, 1H), 8.30(s, 1H), 8.20(d, J=5.1,
1H), 7.94(d, J=8.1, 1H), 7.84(d, J=8.2, 1H), 7.64(t, J=7.6, 1H), 7.49(t, J=8.1,
1H), 6.83(d, J=5.0, 1H), 2.43 (s, 3H)
“C NMR (75 MHz, CDCl;)5153.28, 150.20, 148.55, 147.40, 140.93, 139.83, 138.35,
130.44, 129.16, 127.18, 126.28, 119.70, 113.75, 21.87.
MS (ESI) [M+H]"= 237

137 '"HNMR (300 MHz, DMSO0)311.10 (s, 1H), 9.03 (s, 1H), 8.82-8.75(m, 1H), 8.56 (d,
J=8.9, 1H), 8.24(dd, J=2.3, 8.9, 1H), 7.96 (dd, J=1.2, 8.2, 1H), 7.87(dd, J=
1.0, 8.3, 1H), 7.79-7.71 (m, 1H), 7.61 (ddd, J=1.4, 7.0, 8.3, 1H)

_ MS (ESI) [M+H] "= 248 |

138 '"HNMR (300 MHz, CDCI;)38.72 (s, 1H), 8.53(s, 1H), 8.20(d, J=8.3, 1H), 7.93(d,
J=8.2, 1H), 7.81(d, J=8.3, 1H), 7.62(td, J=3.4, 8.1, 2H), 7.53-7.43 (m, 1H),
6.83(d, J=7.4, 1H), 2.48 (s, 3H)
“C NMR (75 MHz, CDCl;)5156.86, 152.27, 148.40, 140.92, 139.70, 139.00, 138.35,
130.42, 129.13, 127.14, 126.27, 117.76, 110.01, 24.15.
MS (ESI) [M+H]"= 237

139 '"HNMR (300 MHz, CDCl;)58.53 (s, 1H), 8.20(d, J=4.8, 1H), 8.04(d, J=8.3, 1H),
7.92(d, J=8.4, 1H), 7.87 (s, 1H), 7.79(t, J=7.6, 1H), 7.60(t, J=7.6, 1H), 6.88

_ (d, J=4.7, 1H), 2.46 (s, 3H) .

140 '"HNMR (300 MHz, CDCl;)59.93 (s, 1H), 8.19(s, 1H), 8.05(d, J=8.1, 1H), 7.99(s,

_ 1H), 7.82(d, J=8.2, 1H), 7.69 (t, J=7.6, 1H), 7.59 (t, J=8.2, 1H), 2.53 (s, 4H)

141 '"HNMR (300 MHz, CDCl;)89.72 (s, 1H), 9.35(s, 1H), 8.30(d, J=5.0, 1H), 8.05(d,
J=7.7, 1H), 7.87(d, J=7.0, 1H), 7.66 (dd, J =7.4, 16.9, 3H), 6.92 (d, J=4.9,
1H), 2.58 (s, 3H) .

143 'HNMR (300 MHz, DMSO0)38.85 (s, 1H), 8.42(d, J=5.3, 1H), 7.96(d, J=9.1, 1H),
7.44 (s, 1H), 7.30 (s, 4H), 7.28 - 7.21 (m, 2H), 6.66 (d, J =5.3, 1H), 2.99 (s, 6H)
“C NMR (75 MHz, DMS0)3156.82, 150.25, 149.69, 143.79, 141.71, 125.95, 122.33,
118.88, 117.37, 115.95, 109.39, 104.92, 43.57

_ |MS (ESI) [M+H] "= 348

144 |MS (ESI) [M+H]|"= 390

145 |MS (ESI) [M+H]'= 252

146 'HNMR (300 MHz, DMS0)39.34 (s, 1H), 8.59(d, J=5.2, 1H), 8.53(s, 1H), 8.13(d,
J=5.1, 1H), 7.98(d, J=9.0, 1H), 7.66(d, J=9.1, 1H), 6.80(d, J=5.2, 1H), 6.76
(s, 1H), 6.69(d, J=4.9, 1H), 4.00 (s, 3H), 2.26 (s, 3H)
“C NMR (75 MHz, DMSO0)5161.31, 155.67, 151.63, 150.25, 147.77, 147.01, 142.97,
121.56, 119.16, 116.61, 114.75, 112.60, 111.41, 98.91, 55.78, 20.66.

_ 'MS (ESI) [M+H] "= 266

147 |MS (ESI) [M+H]"= 279

149 MS (ESI) [M+H] =318

150 MS (ESI) [M+H] "= 280 .

151 '"HNMR (300 MHz, CDCl;)38.35(s, 1H), 8.04(d, J=8.3, 1H), 7.82(d, J=8.9, 1H),

7.74(d, J=8.9, 1H), 7.60(t, J=7.8, 2H), 7.50 (dd, J=2.3, 8.9, 1H), 7.36(d, J=
89, 1H), 6.79(d, J=174, 1H), 2.75(q, J=7.6, 2H), 1.30(t, J=7.6, 3H).

'MS (ESI) [M+H] "= 284
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152 'HNMR (300 MHz, CDCl;)58.30 (d, J=8.5, 1H), 8.08(s, 1H), 7.90(d, J=9.0, 1H),
7.77(d, J=8.9, 1H), 7.65(d, J=2.2, 1H), 7.55(td, J=2.0, 8.8, 2H), 7.39(d, J=
9.0, 1H), 2.31 (s, 3H).

'MS (ESI) [M+H]'= 270 .

153 'HNMR (300 MHz, CDC1;)38.75 (s, 1H), 8.54 (s, 1H), 8.46(d, J=8.8, 1H), 7.91 (dd,
J =55, 145, 2H), 7.79 (d, J=8.9, 1H), 7.67 (d, J=2.1, 1H), 7.56 (dd, J =2.3,
8.9, 1H), 7.35(d, J=8.9, 1H),

| 'MS (ESI) [M+H]"= 324 |

154 "HNMR (300 MHz, DMS0)39.08 (s, 1H), 8.12(d, J=8.4, 1H), 7.73(d, J=8.2, 2H),
7.66 (d, J=10.0, 1H), 7.53 (s, 1H), 7.25(s, 1H), 6.82(s, 1H), 5.10(s, 2H), 2.16 (s,
4H).

MS (ESI) [M+H]'= 285

155 |"HNMR (300 MHz, CDCl;)57.68 (d, J=8.3, 1H), 7.61 (s, 1H), 7.56(d, J=11.5, 2H),
7.44 (d, J=8.3, 1H), 7.38(d, J=7.8, 1H), 7.13(t, J=74, 1H), 6.80(d, J=8.7,
2H), 3.85(t, J=6.5, 2H), 2.18 (s, 3H), 1.73-1.58 (m, 2H), 1.48-1.31(m, 2H), 0.88
(t, J=17.3, 3H)

MS (ESI) [M+H]"= 307

156 'HNMR (300 MHz, CDCl;)87.75(d, J=9.1, 1H), 7.62(d, J=8.9, 1H), 7.58(d, J=
2.2, 1H), 7.48 (dd, J=2.4, 8.9, 1H), 7.30(d, J=8.9, 2H), 6.86(d, J=9.0, 1H),
6.77(d, J=8.9, 2H), 6.71 (s, 1H), 2.97 (s, 6H)

_ 'MS (ESI) [M+H]"= 298 .

157 'HNMR (300 MHz, CDCl;)87.98 (d, J=2.6, 1H), 7.89(d, J=8.9, 1H), 7.72(d, J=
7.5, 1H), 7.62 (dd, J=2.6, 8.8, 1H), 7.55(d, J=7.8, 1H), 7.20 (t, J=7.8, 1H),
6.95(d, J=8.9, 1H), 6.84(d, J=8.9, 1H), 6.79 (s, 1H), 3.91 (s, 3H)

MS (ESI) [M+H]"= 319

158 |'HNMR (300 MHz, CDCl;)57.89 (d, J=9.0, 1H), 7.70 (dd, J=1.2, 7.5, 1H), 7.56 (dd,
J=1.1, 8.0, 1H), 7.30(d, J=8.6, 1H), 7.20(t, J=7.8, 1H), 6.71(t, J=5.9, 2H),
6.64 (d, J=9.5, 1H).

_ 'MS (ESI) [M+H] "= 354 |

159 'HNMR (300 MHz, CDCl;)58.80 (d, J=2.6, 1H), 8.37(d, J=2.6, 1H), 8.01(d, J=
8.1, 1H), 7.91(dd, J=1.6, 4.9, 1H), 7.78-7.70 (m, 1H), 7.58 - 7.43 (m, 2H), 7.09
(dd, J=1.6, 7.6, 1H), 6.84 (dd, J=4.9, 7.6, 1H), 6.69 (s, 1H), 3.82-3.07 (m, 2H).

160 "H NMR (300 MHz, CDCl;)59.68 - 8.90 (m, 1H), 8.77 (s, 1H), 8.35(s, 1H), 8.14(d,
J=5.0, 1H), 7.96 (s, 1H), 7.79(d, J=8.8, 1H), 7.61(d, J=8.5, 1H), 6.88(d, J=
4.8, 1H), 2.46 (s, 3H)

161 'HNMR (300 MHz, CDCl;)39.98 (s, 1H), 8.70 (s, 1H), 8.45(s, 1H), 8.27(d, J=5.2,
1H), 7.94(d, J=8.1, 1H), 7.84(d, J=8.2, 1H), 7.63(t, J=7.5, 1H), 7.48(t, J=7.5,
1H), 6.87(d, J=5.0, 1H), 2.74(q, J=7.6, 2H), 134 (t, J=7.6, 3H).

'MS (ESI) [M+H]'= 251 |

162 'H NMR (300 MHz, CDCl;)38.73 (s, 1H), 8.70 - 8.60 (m, 1H), 8.48 (s, 1H), 8.31(s,
1H), 7.98(d, J=8.1, 1H), 7.86(d, J=7.9, 1H), 7.68(t, J=8.2, 1H), 7.54(t, J=8.1,
1H), 2.49 (s, 3H)

'MS (ESI) [M+H]"= 315 ;

163 '"HNMR (300 MHz, CDCl;)88.75(s, 1H), 8.68 (s, 1H), 8.01(s, 1H), 7.95(d, J=8.2,

1H), 7.84(d, J=8.3, 1H), 7.64(t, J=8.2, 1H), 7.49(t, J=7.0, 1H), 6.69 (s, 1H),
2.45 (s, 3H), 2.38 (s, 3H)
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164 "HNMR (300 MHz, DMS0)310.46 (s, 1H), 9.00(s, 1H), 8.41 (s, 1H), 8.24(d, J=3.0,
1H), 7.90(d, J=8.2, 1H), 7.79(d, J=8.3, 1H), 7.69 (t, J=7.0, 1H), 7.52(t, J="7.4,
1H), 6.98(d, J=4.8, 1H), 545(q, J=5.6, 1H), 4.58(d, J=5.7, 2H).
'MS (ESI) [M+H]"= 253 .

165 |'H NMR (300 MHz, CDCl1:)39.07 (s, 1H), 8.79 (s, 1H), 8.51 (s, 1H), 8.18 (s, 1H),
8.09-8.01 (m, 1H), 7.94(d, J=8.4, 1H), 7.81-7.71 (m, 1H), 7.69 - 7.59 (m, 1H),

[0738] 2.80 (s, 3H)

_ 'MS (ESI) [M+H]'= 282 ,

166 "H NMR (300 MHz, CDCl;)38.49 (d, J=5.0, 1H), 7.77(d, J=9.0, 1H), 7.32(d, J=
2.0, 1H), 7.12(d, J=9.0, 2H), 6.99 (dd, J=2.0, J=9.0, 1H), 6.82(d, J=9.0, 2H),
6.57(d, J=5.0, 1H), 5.78 (s, 1H), 3.74(s, 3H), 3.17(s, 4H), 2.62 (s, 4H), 2.34 (s,
3H)

167 | MS (ESD) [M+H]'=335

168 |MS (ESI) [M+H] "= 321

[0739]  "FiRSLHBIE N TE iRt , AN LIATA U7 PR Hil A A FF Y [
[0740] " s S it 451) 1 40 156 BH o fe] i) £ AR 3 AR A TR B e L AW . BT AS S i I 25 A 2 i
NMRIE AN o

St

[0741]  #R#EEAT (A) KX AID AEWE T B F IR afUT B SR, 7E2. 8 BE /R L
(1) Cs2COsfELE T , ZEAHNT I (T1D) & 5 2mol % & () Xantphos (4,5- = (CREEREAL) -
9,9- I BERGI) f27E T, BAEAX R (1) (&9 858 2mol % & [1Pd (0Ac) ofF17E T, N
AR (TTD AL B R R IV S8 5 FEEL T B RONMTR &9 7E90°C
e, BAERE20/N o ok MR 4R S SR -S4, IS 5k R H O TR SRR RE SR 5 5 T WA K
VoV P IR, LERR RS b T8, 1 Ve A TR IR 4 - SR 5 SR R RE B A e ik AE ik i b alifk,
FEAEA LAY 6) 5 (43) , (TT), (80) , (90) , (112) F1(136) .

[0742]  iR#EEAE B) , KX (V) ALAEWE T B AL i T B R f5 , 752 . 8E IR L 1)
Cs2COsFEAE R , ZEAHNT R (V) &4 B 2mol % FE i Xantphos (4, 5—— (R R REEE) -9,9-
THRERGI) AR, BAEARRXT (V) (LAY R E N 2m01 % B IPd (0Ac) oAF7E TR, IIAARXT
A V) WEYNT BRI VD B ARG TER T SR A PITEI0 Cmdk , B#
FE20/IN o 9B R G I SR AW, TR TR RV R LR R RE < SR 5 WA WLAH FHZK B R
U AR IR B b8, ik SR AR R e 4 - SR 5, B R W Re il i A (iR AE e ik B alifh, p= Ak 4l
k&4 (106) o

[0743]  Sjtafsll : RIKAEY) (6)

[0744]  iR#EEAE (A) ,2,8- G MMk (1.5g) FI2-2 FE -4 H FEMLIE (904mg) , Pd (0Ac) 2
(34mg) , XantPhos (88mg) FCs2C0s3 (7.0g) 7£30mLAL-BuOH (KIVR-& itk &4 6) (1.39) .
[0745]  'H NMR (300MHz ,DMS0) 610.23 (s, 1H) ,8.96 (s, 1H) ,8.18 (d,J=8.8,2H) ,7.78 (dd,
J=7.7,13.7,2H) ,7.46 (d,J=8.9,1H) ,7.31 (t,J=7.8,1H) ,6.86 (d,J=4.3,1H) ,2.37 (s,
3H) .

[0746]  3C NMR (75MHz,DMS0) §153.63,153.61,148.37,147.32,142.65,137.52,129.68,
129.47,126.82,125.06,123.26,118.36,115.10,113.31,21.24.

[0747] NS (ESI) [M+H]*=270
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[0748]  SEJtaf5|2: LIL &4 (43)

[0749]  MRFGEE () ,2, 8- FEMR (394mg) F12-Z= FE-5%MLIE (246mg) ,Pd (0Ac) 2 (Img) ,
XantPhos (23mg) A1Cs2C03 (1. 8g) 7ES8mLA-BuOH VR S 4424 &4 (43) (320mg) »

[0750]  'H NMR (300MHz,DMS0) 610.41 (s, 1H) ,9.08 (dd,J=4.1,9.3,1H) ,8.31 (d,]J=2.9,
1H) ,8.20(d,J=8.9,1H) ,7.88-7.70 (m,3H) ,7.44 (d,]J=8.9,1H) ,7.32 (t,J=7.8,1H) .
[0751]  'C NMR (75MHz,DMSO0) 6156.30,153.32,153.04,150.17,142.55,137.73,135.06,
134.74,129.58,129.49,126.86,125.29,125.14,125.04,123.36,114.91,113.36.

[0752]  MS (ESI) [M+H]*=274

[0753]  sEjifafs3: R ILEH (T7)

[0754]  MRFEI&FE (A) , 2,8~ M (985mg) FIXT —Ti 7 % (677mg) ,Pd (0Ac) 2 (22mg) ,
XantPhos (58mg) ACs2C03 (4.6g) LE20mLAN-BuOHH (VRS Ve Ak &4 (77) (629mg) -
[0755]  'H NMR (300MHz,CDCl3) 67.83(d,J=8.8,1H) ,7.70(d,J=7.6,1H) ,7.59(d,J=
8.6,2H) ,7.52(d,J=7.3,1H) ,7.16(t,J=7.7,1H) ,6.94(d,J=8.4,3H) ,6.86 (d,J=8.8,
1H) ,3.82(s,3H) .

[0756]  'C NMR (75MHz,CDC13) 6156.40,155.54,144.29,138.09,132.96,130.44,129.99,
126.61,125.22,123.29,122.66,114.73,112.16,55.74.

[0757]  MS (ESI) [M+H]*=285

[0758]  sizftifsl4 : = 14L&4 (80)

[0759]  HR¥EEAE (A) , 2- 53 F JE& bk (885mg) Alld— (=% H 48 3k) Z8 M4 (743uL) ,Pd (OAc) -
(22mg) ,XantPhos (58mg) FlCs2C03 (4.6g) FE20mLAL-BuOHH R VR & M2 4k &%) (80)
(1.32) .

[0760]  'H NMR (300MHz,CDC13) 87.92(d,J=8.9Hz,2H) ,7.84 (d,J=8.3Hz,1H) ,7.78 (s,
1H) ,7.62(d,J=8.0Hz,1H) ,7.57 (t,J=7.7THz,1H) ,7.32(t,J=7.4Hz,1H) ,7.24(d,J=
8.7Hz,2H) ,6.53 (s, 1H) ,2.42 (s, 3H) .

[0761]  'C NMR (75MHz,CDC13) 6152.46,146.25,143.86,139.33,136.83,128.93,126.96,
126.71,124.75,123.56,121.88,120.44,119.95,17.77.

[0762]  MS (ESI) [M+H] =319

[0763]  sujtifsl5: R ILAH) (90)

[0764]  RPFIEAE (D) ,2, 8- MK (984mg) Fl4— (=5 H A %) K& (743uL) ,Pd (0Ac) 2
(22mg) ,XantPhos (58mg) FlCs2C03 (4.6g) FE20mLA-BuOHH VR & M2 4k &9 (90)
(1.1g) .

[0765] 'H NMR (300MHz,CDC13) 87.84(d,J=9.1,2H) ,7.79(d,J=8.9,1H) ,7.67 (dd,]J=
1.2,7.6,1H) ,7.48(dd,J=1.1,8.0,1H) ,7.18(s,3H) ,6.89 (s, 1H) ,6.75(d,J=8.9,1H) .
[0766]  '*C NMR (75MHz,CDC13) 6153.88,144.30,143.91,139.00,138.25,131.13,130.13,
126.55,125.42,123.45,122.50,122.17,120.49,119.10,113.24.

[0767]  MS (ESI) [M+H] =339

[0768]  sEjifif5l6 : & T4k &4 (106)

[0769]  HRHFEELE (B) , 3-ZFEMEMK (316mg) F12-F -3AHIEMENE (315mg) ,Pd (0Ac) 2 (22mg) ,
XantPhos (58mg) F1Cs2C03 (4. 6g) 7E20mLAN-BuOHH HI VR & i Ak &4 (106) (374.1mg) -
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[0770]  'H NMR (300MHz,DMS0) 610.24 (s, 1H) ,9.06 (d,J=2.3,1H) ,8.65(d,J=1.8,1H) ,
8.60(d,J=8.3,1H) ,8.56 (d,J=4.5,1H) ,7.97(dd,J=8.2,14.4,2H) ,7.69 (t,J=6.9,
1H) ,7.59(t,J=7.4,1H) ,7.08(dd,J=4.6,8.3,1H) .

[0771]  MS (ESI) [M+H]*=267

[0772]  szjtifs7 . K14 & (112)

[0773]  #R#E&EAE (A) ,2,8- & MMk (958mg) Fl& Lt s (522mg) ,Pd (0Ac) 2 (22mg) ,
XantPhos (58mg) F1Cs2C03 (4 .6g) £E20mLA-BuOHF VR &4 ib-&4 (112) (728mg) »
[0774]  'H NMR (300MHz,DMSO0) 610.58 (s, 1H) ,10.26 (s, 1H) ,8.36 (s, 1H) ,8.27 (s, 2H) ,
7.91-7.74 (m,2H) ,7.50(d,J=8.8,11) ,7.37 (t,]J=7.6,1H) .

[0775]  'C NMR (75MHz,DMSO0) 6152.94,150.19,142.48,142.18,138.20,137.55,135.74,
129.71,126.99,125.35,123.84,114.75,

[0776]  MS (ESI) [M+H]*=255

[0777]  SZjitifs7 . L1454 (136)

[0778]  #R#EEIE (A) , 2-FEIEMK (82.0mg) Al2—Z( FE -4 H FMEiE (59.4mg) ,Pd (0Ac) 2
(2.2mg) ,XantPhos (5.8mg) FCs2C03 (456mg) 7 2mLAN-BuOHH 1R A ¥ F Ak &4 (136)
(35.4mg) »

[0779]1  'H NMR (300MHz,CDC13) 69.02 (s, 1H) ,8.70 (s, 1H) ,8.30 (s, 1H) ,8.20(d,J=5.1,
1H) ,7.94(d,J=8.1,1H) ,7.84(d,J=8.2,1H) ,7.64 (t,J=7.6,1H) ,7.49(t,J=8.1,1H),
6.83(d,J=5.0,1H) ,2.43 (s,3H) .

[0780]  'C NMR (75MHz,CDC13) 6153.28,150.20,148.55,147.40,140.93,139.83,138.35,
130.44,129.16,127.18,126.28,119.70,113.75,21.87.

[0781]  MS (ESI) [M+H] =237

[0782]  SKJtafFl8 : & AR A FHAL & W) J7 ¥

[0783]  Pd—{ifk f& LI L U FE T

[0784] [ AL &4 (0. 5mmol, 124 5) HHUT B (2mL) ¥, IR 2 25843 (0. 55mmo] ,
1.134%%) ,Cs2003 (456mg,1.4mmol, 2.8 &) ,Xantphos (4,5-— (R FEpEHEL) -9,9- —H A
mEmgE) (5.8mg,0.01mmol,2mol %) ,Pd (0Ac) 2 (2.2mg,0.01mmol,2mol %) . ZE90 °C Jn# 5z IV Vi
G, EE T BEFE20/N0) BRI A I SLVR A W) o SR AR W)@ I A iR e e B aligh, e AR
aiLEw.

s 3 — L

X=Br & CI

XQ\X +H2N/E:jj T (j\ /E :j

X=Br & ClI

[0785]
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[0786] Atz As A4 v LA & il R iR &4«

[0787]  Spwdenph—5-Jk— (3—H A SNk e -2 2%) —fi%

[0788]  'H NMR (300MHz,CDC13) 89.24 (s, 1H) ,8.66 (dd,J=1.7,6.8,1H) ,8.55(d,J=6.0,
1H) ,7.85(d,J=5.0,1H) ,7.76(d,J=6.0,1H) ,7.69-7.58 (m,2H) ,7.53 (s, 1H) ,7.06 (d,J=
7.7,1H) ,6.78(dd,J=5.1,7.8,1H) ,3.99(s,3H) .

[0789]  'C NMR (75MHz,CDC13) 6153.23,146.60,142.97,142.79,138.53,134.82,129.53,
129.13,127.95,121.66,119.82,115.18,115.05,114.09,100.15,55.80.

[0790] (8-S —WEMpk—2—3&) — (4—H J&-nbmE -2 3&) i : R 11 (6)

[0791]  'H NMR (300MHz,CDC13) 88.82 (s, 1H) ,8.17(d,J=5.1,1H) ,8.09 (s, 1H) ,7.98(d,]J
=8.9,1H) ,7.76(dd,J=1.2,7.6,1H) ,7.61(dd,J=1.0,8.0,1H) ,7.26 (t,J=7.8,2H) ,
7.15(d,J=8.7,11) ,6.83(d,J=5.0,1H) ,2.46 (s,3H) »

[0792]  'C NMR (75MHz,CDC13) 6153.52,153.14,149.90,147.43,143.68,138.08,131.37,
129.98,126.56,125.58,123.58,119.17,114.52,114.02,21.84.

[0793]  (3—FE 4 - e —2—3k) —1smbk—3— 3% . 2 111 (10)

[0794]  'H NMR (300MHz,DMS0) 89.17 (d,J=2.5,1H) ,8.97(d,J=2.4,1H) ,8.79 (s, 1H) ,
7.94-7.79 (m,3H) ,7.58-7.46 (m,2H) ,7.31(d,J=7.9,1H) ,6.88(dd,]J=5.0,7.9,1H) ,3.94
(s,3H) »

[0795] 24P ~7% ¥

[0796] AR AFFHIMEDC FEAT 43 220K, H O RoR EAME N E Y e Ia 7 AL 2
F 17 BIG 97 A A 128 N 2R 1R 300 5% S5 0 B B G AN/ B T 97 49 5y o7 B bl i s
B g R AE S

[0797]  SEjitaf59: JF K IDCL6AT AN A

[0798] KB NEIRfLEHTIDC16 (BAKKOURSE N , 3051 H,2007) 5 SF2/ASFE &) ThRE
FEEAE F, AT BT 7EHTV AL il A 18] BH By 2 B BT B2, 5 301 45 Tat B2 (A B0 H .

(07991  AHJiHb, 4k &P IDC16 T J@ ) 22 A 05| Wk 5K ik © 401 J@ s DNA R A FRIRE M o« AT , BTk 4k
s RAA B RIE B .

[0800] AT, A BH NER 77 T K @ /n AE PN H TV B 4823 14 77 Th0 1) & P4 vl 5 IDC 16 b 4EL v H
FEAS R 7RDNAR AN FAREAE R 8 431

[0801]  FEHAIUGMR R, & B N FEAEAL & TDC1L6 9w 1 PR N Bl P 38 5 s A Ok,
T A TR RO AN B 2

[0802] BT iZzfBis, KA ANE BT :

[0803]  —TIDC16H M| Mkhpk FHDEA ) 20 AT LA 78 4 S B 52 1K 5

[0804]  —N—HI JEAL ) ANk BE BB A TT BEAE SR PR EF 5

[0805]  —~F~ [} PU A 44 Y AN o e FE 19 9 L AT DA A R i A 4k 325 48 BRI CEA A PR 1 DNA fix
N

[0806] Szt 10 : HTLV—1 (140146

[0807]  AT-SRithE2 B (HTLV) &2 O80T 20— 8 0miE 19 A RNA 7% 50 B8 - HLTV & A2 B 32
PAREAT & Al

[0808] iy 1 e Eik AW 5 e A MHTLVAN IR, FEHUT102 (KSR GLHTLY-1) 40 i

79



CN 105530938 B ﬁﬁ HH :F; 67/68 Tl

AT .

[08091 /£ 96 FLAR H 45 4l i A , %5 150 00041/ FL , I HLAE K A 1ouMik & 4 Ab B2 3
Ko

[0810] SR JESCER MM , 4555 70 il i F T4 M B 1 PEA, R FHCel1Ti ter (Promega)

[0811]  FEREPRZE i Eh7K (PBS) H Bhv ol A 4H il 3 22 fi# , L it BradfordAssay (Sigma) )2
H Ji € &

[0812]  #RJ5, H30ug B EE A FiE I WesternEN i3 A HTLY Tax—185H FHi#K L.

[0813]  Tax—13RikE T fE & H Rk 0 — A sk Joof B (FIDMSOAb2E) 40 Al o -4k £ 470l
WEE3X.

[0814]  H_EiR WG, 45401665 %] HEAHLE K Tax—1 RIAFF K80 % , X KA AP 166 B A
A UHTLV-140141 58

[0815]  FERLLLT I, FR G WRe s G fEAMA S D, X e 25 W4 & Wmr LA
DM (Tb) 8 (Te) EEALEY) (8) , (75) , (TT) - (84) , (86) - (104) , (109) -
(117) , (155) = (158) FAE—Fh K H 2527 BT 332 i #h , BE IR IR & WA R 8L AT IR 2L
SRR PUAMBR 2, BhER L, WA TR &, =5 RNER £, HoRER 2L, W AR &L , IR EL
LR ERANE HER EL AN ATk b, 2522 B rT 8252 10 3R o

[0816]  {F 2% b mT 52 1) SCREPII S5, 2H G W0 Re W 38 LU, LR, KA i 3L
Te7K NG B AR AL K LR B e R L

[0817] AR SCHER I A WRe it — DA FE— Pk 2 Fhids in sl bk ankaoBe 551, O 741, Ao e
BT 7] o BT 38 W8 0 7] 2 AR I RN D3 B B 0 ) LG R i #5387 "Ul lmann’ s
Encyclopedia of Industrial Chemistry,6"Ed.” (various editors,1989-1998 Marcel
Dekker) fl”Pharmaceutical Dosage Forms and Drug Delivery Systems” (ANSEL et
al.,1994,WILLTAMS&WILKINS) H1

(08181 iyt 1t Mt T2 7 AR 4 751 28 A B A B8 1) 4 24 B Rae 4%

[0819]  fE1% B30, BATREW LG T Wi B M6 25 AE B A8 AFAE 4
T IE I, 45 a0 2 18] B B 7 7], A A R, A5 e B AN L I B, A5, Bl TR
TE 2 bE an 2 W B B nl R S VA TR BB VR 2, R B R v DL H 45 2450. 1 2
1000mgy& A 5 -

[0820] Ak B X — H BIAFE @i wi ST E X 2 —Fh X (D, (Ta) , (Ib) , (Ie) , (Id),
(Te), (If), (Ig) , (Ih) , (T1), (1)), (Ik) , (I1) , (Im) , (To) , (Ip) , (Iq) , (Ir) B (Tee) HL &
Y, ANy SO E L ARE ) (1) 2 (168) , SR A A T B H 245 % a3z 1) #h 2 —1E il
FAESZIRHE FIRIT 20— P R R B 1 25 P &

(08211  [RIth, AR A I R an i S e XX (D), (Ta) , (Ib) , (Tc) , (Id) , (Te) , (1),
(Ig) , (Ih), (1), (1) , (Ik) , (I1) , (Im) , (To) , (Ip) , (TIq) , (Ir) Bk (Tee) A-E4, FAUTHT 3L
s A& (1) 2 (168) , BURIE A A I Ho 24 BTz e —, H Tl 7252
FH BT 20— MR R SRR R 251 .

[0822]  WAHIIE T I, RIE" 21 R 480l ALt anmi 5 sh ), 4, A, RACSKEEN K,
Pk prid 21 # 2 N2k

[0823] ik , A SCHEIA I AL & W) 2 A HI I BT — 5 SERNABY i RR (M 68 77, Pk [A) 23 75 72
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21 R ) B R R S M R T KON ESE (A0 8 F A BT R R 5R T) L TSE (N & 71 B S5 3 5
) ,ESS (UME T BTEEDTER 7)) FIISS (W& T HI BTN 1) BT

[0824]  FEAERIMIER) 7 2k , BYfEd Fi A2 2 R R ) FN / s B T ESE T F R 7

[0825] itk , AN AT S i SCHT & S & —FpX (1) , (1), (Ta) , (Th) , (Ic) , (Id) ,
(Ie) , (If), (Ig) » (Th) , (I1), (1)), (Ik) , (1), (Im) , (To) , (Ip) » (Iq) , (Ir) B (Tee) A&
Y, BURSEA K A HL 2527 Bl ez bz — , s EiR R (Ta) , (Tb) , (Tc) , (Te)
FT(To) T il £ 75 52 60 6 7 300 4 S 0 3 B % o AR ST IS 190 390 7 S) 9 2 51 AR D R 3 1)
29010 FHI& -

[0826]  [K|Bk, AN HFH R FTiRAL &2 — AR 3 R AL &4 (1) % (168) BEA 11
A2 3 2 — FH T VR AR ST IS 110 300 2 S 9 R Sk L B b 00 4 SR 0 3 5 R 0 o AR N I
[ X — B B8E KaaI7 77, H A TR T 23 B i R S B s, R S AR T A
R panar S e L (1), (Ta) , (Ib) , (Ie) , (Id) , (Te) , (If) , (Ig) , (Ih), (11), (1J),
(Ik) , (11 , (Im) , (To) , (Ip) » (Iq) » (Ir) BX (Tee) LA, FEHEHIH 4w SCHT & LA (Ta) ,
(Ib) » (Ic) , (Te) F1 (To) AW, FNE R T RERIR 2 /D —Fitb &9 (1) & (168) BLILn] 25211
thz—.

[0827]  "IRIT A R B AR S ANHIAE <A BT -mRNAs B 210 & o 2 T — B AN VR R T
Tt 0 7%, AR AR N B 1 8 BT iR 69T A =

[0828]  fh & WRENS BT AT B LA AR an UL B K P BT R IR R 5545 T

[0829]  FEARIE AN TFI—Fhsi il 77 2, BT 416 Wi (0 H5 4843 ] DL A R B 4k & P L
1l 9 3K LR T 77 AT Hi2 Ak DA 144 B A T S BT i 28640, oA Al oo i ik P e A2 o %
1o o

[0830] A BHAL A& W f ik i ik B Jhk P9 3842 LAVKR £ 80-100mg /m* 45 T o AT 45 AR N G AR
PERFIRYT 25 B B2 2 7 b FR IR A RN PR L e A ok i R S
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