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iR TE B P A e = T F B 3, w9 Ak v 6 IR A P AR R AL 4 S BT
B B4 R A KL R Z R TR B A sked BR (Ib) %] &1 X, (Id) 49 1L
o,

K7k

HEEFEN

I3 2B AR B A F S R R AR R

f % & Euroscreen(ES-013-C)#9#4 % A M A X A2B 4k #) HEK293 20 /e
¥ H & A2B . £ EARAR 200 pl £ & A+2 Ul/ml AR PLAcBE P £ 48 2 ul
1% DMSO & 7% . MK AL 3K 100 pM A F 4E 45 3 M4 45 4-49 S'NECA(SIGMA
E-2387). 100 ug A2B-f& (£ Tris-HC1 50 mM pH 44 6.5. MgC12 10 mM. EDTA
1 mM. & FEE 0.1 mM(Z 4 #& A)¥F %] %)% 35 nM ["H]-DPCPX(TRK 1064, 128
Ci/mmol, Amersham)#) % & b 96 3L (n° 267245, NUNC) ¥+ £ £ & T35~ 60
DATE LT HATE SR E . B RE, BiERiEH 28 250 pl Tris-HCI 50
mM pH A& 6.5(4 7 & B)TR 4 22 15 min 49 GF/C iT J& 4% (Milipore MAFCNOBS50)
¥, 3E A 250 ul E ¥k BiTJEAE S 4 K. 1€ 8 30 pl Hisafe II(Perkin Elmer)
F£— Trilux #2405 F sFAF s 4K.

A RTEA LA IR 2B AR A F S U M B s A 45 S
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Pl 49 — 48 R AR e La-th by 45 675

&1
e Ki
6 0.8
7 1.7
11 8
12 1.8
16 24
23 7
32 24
37 2.2
38 2.8
39 3.8
46 9.5
65 2.8
66 23
67 26

CARIE £ LA e R MR X (DL S L CiER LA Ay BH
TR GG IR A . RR A B AR AT A D B A T 50 nM. K EH
¢%MMM&iﬁﬁ¢ﬁﬁnM%Am%ﬁﬁmKMH%LiEX%MiL
AL R R AT A T A T 677 AT Samsf 28 Ay RF
R AR 5 77 7 3] A b Tk R RS . SRR AR RIR T ). B
FLER AR IR . A AT 2Edb. ALY . M RR. JUE. BIBEARG. S
bk, BhARFAFAREN, FmE. ARER. BRA. XEF HERER/
XA RIS, T ARL R GG E 405 T TG 69 B K S IE Ik R 6 5 )
A FTIK AR K R (Addison's disease). A 4k fJk @t B, 5 T B K% (Crohn's
disease). & 1& th BT & 4% 4 JE (Goodpasture's syndrome). # & K J& (Graves
disease). A F R £ (Hashimoto's thyroiditis). /& & P /s B b 508
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M B ERMMABERR . FRMBR, EENAES. FERAL. THR
HRBAREBRLRER, FAB, RRNERATR, BAAK, TRESE
(Sjogren's syndrome). # & M 7~ ZJE (spontaneous infertility) R 4 & M 41 sa bt
I .

Bk, REAGERLRZLITAY R LS ZFHNEOYAR/LENESAE
LHTRATEFALRDIMI RO REN T EF, LA E2ZETNZ
MHFEEH L BHRL Ptk T A R L EHF L THES M,

L ARZ IR AT A M) T 6T i ek n . R LR WA R A A
SAL I AN 89T BIR R, A AR R S S4B FE T RARE
HeFBAsmiias, H(OM3 EERTHRERA, Q)B2-122H],
(3)PDE4 7 %], (4))21:/%4&@@?, (5)8) = M5 D4 A, (6)egfr- L B3 #] F
(7)p38 B4 w] 7, (8)NKI1 ZARIEKF], (9)CRTh2 #F4A), (10)syk #Badr

%15, (11)CCR3 #3# Z(12)VLA-4 £ 3H].

Fh, AL TFRBEEHESY, H 5 RKAPGRAAEATE WAL
AW TR ARG B F —F LAY (DM3 EERZTARIERA, 2)B2-
A, (3)PDE4 ##l7), (4RRLEEE, (5)E =M D4 £#RA, (6)egfr-
B B ) A (7)p38 B BEF B, (8)NKI1 ZARMER ], (9)CRTh2 447,
(10)syk #Badr#] 7], (11)CCR3 4247 A (12)VLA-4 H A,

ARPRRBEHEESY, L2 T N—F(DEgokrbabog AT E WIES
5@&&4&}5%%&%@&3@% VG E 2 b AT B2 e RIS N . AR B 69 MR
BERAMATKEATHE S HHERL, FHARMDT ELE646 0001 %
EF99FE%. BMAEH 001 TE%E 90T E%. RiEH, HBOWH RIES
Ok, B, BER. A, 8. TEHEHERNBEANGTH K.

HEMNEDRIZMAHOEREATLRARX NG ES Y EHF E
TREZLGBRE R ARG bt BLF TR 6§ RIRRB AR A TR A
4 T %

AR EE TEAN, TEFXPIRKE., AT oREHag4
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AWM RAERN .. HBEH . FTRAN. KREXRRFF(FoREAR, B

BERREFR)HX. ATFRAAGEASDTRABRNTERN . BNER
B FBANGTRH X, L5020 RKELAG0EY; ZF R FITH AR
R ko) 77 B H &

TR T RS A TR LR FRARRBREER, T 5 EB A
WAB & ERFHEMNEE )RR, BHNIRETEARESHENT 2 5 500
mg Z A &5 E R R L FF L.

IE A JRAL ) 69 RARLEA I T A R AR XL R A E AL S
M TTIRE R L THTEY S (Bl 4o) B LS RIBE BRI BAE R . BFRT
OARLHAATRERERNMEODRELESF LTELHE S AKUREFE A
ik R R
T TEME LR SESEZHERNASD, RTRTAEATHTE
T RABITAKMAN TR R ESEGIEZRBESAARTP .

LA eMRA TENE, LT AR TFHEEEANE AL EMN G RFAE
W XA T HEABNE A S EM 6 FHashi X,

B TR G A4 5T (6] 4 )35 & 435 AL AR 3 7] 49 1& B R BL A A
AR LR T ARG KIERRBFRRTEA.

A TEGBENBHRAAEEZMG T HASDT (B FETATAANE
HANBHRF 4 QE R %4, Pl IR ERIEE X 4o F K K48
BR BT, ARHOLETETELANEXEANEHE. ESREH
BeRILT, TAEAN LT ERTEENREYS., BETHENES
MEM: F—FZ, OZREHNFRCSHNETXE.

T A e — R 2R A T BNARL R 69104 68 R R A4 A i 4o 3L
BRA N SERREBYEFN MR, BEZALE, SREREH &K
TAEBNTF 2 ug 5 400 pg Z 1A 69 &5 57 B MRS, RFE, E(F)EHAMN
TERKY A HALT AL,

HARAFEELEER 2-2000 mg FHARMGTEE T, AR ETUHER—

o
4
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REBRET. BIEA 1 E4REFTHRA.

BEHRUATH XNBE KL AL OEHEEF(F AN E13)8TF
5l ZH)(1 £ 36) RIS BRAL PG RIES L PR T IEY.

A 200 MHz F 4#&4F 49 Varian Mercury & %% F it Lt & 1HAZ A 4R 4
#. 4% A Biichi B-540 X &t &4 & . 1% A & Symmetry C18(2.1x100 mm,
3.5 mm)E A 89 Waters 2795 % %k EAT4- & .7 A& A ES & T 1L A Waters
996 — % % H 4 1N 25 49 Micromass ZMD /R 3840, EFhAE A F #8(0.46 ml).
£,0.115 mI) & 7K (1000 ml)(A)& F 8.(0.4 ml). £ (0.1 ml). FBE(500 mD)A T
(500 ml)(B): #2474 20 min W & 0% B £ 95% B, E##% 4 min % 95% B.
B R GEHZ 8 69 BT RT 1A H 5 min, AE A 0.4 mU/min. EHARAERA 5 pl.
M SR EAT /R 210 nm T #AT,

%) & 2% #)

¥ a4 1:

3" F-3,2"3" 4" S BRIk -5 60 — e

W IR a:

B NO,
XN TNH,
L

N

5-74 A -2 3Bk E -6- i

F 48 TR 69 T B3+ 2 Schlenk & & £ 6-7-3-F8 Ahabwe-2-(5 g, 28.81
mmol). 3-%k72  BR(5.31 g, 43.2 mmol). = E (250 mL)& 2 M 3% #5 48 KR
(43 mL, 86.4 mmol). £ Schlenk & 2 /5 = A H = -EH A IE IR LFAm 1,1
B>ZFR AL R k-— A=A F a4 (2.3 g, 2.81 mmol). £ =
A HE T BRGNS, £ L Schlenk & ¥ £ FE-F 100CaF. 3 h
B, WERAMLEI, BREAEKE LR OEZ A KR, B LB LEFERKAAHR
K, AEBERKEEAIE, BEFIEMgS0)LERL., HFERAHFEHERER
EAT(95:5 Z R F 4/ F B )b AL L 7 A £ B QAR RS- (4.8 g, TT%).
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5 'H-NMR (CDCL): 1.64 (s, 2H), 7.20-7.25 (d, 1H), 7.44-7.46 (m, 1H),
8.32-8.36 (d, 1H), 8.52-8.56 (d, 1H), 8.70-8.74 (m, 1H), 9.22-9.26 (m, 1H).

ESI/MS m/e: 217 ((M+H]", C,0HsN3O»).

IR b:

Br | o NO,
X N TNH,
P

N

3-8 5-AH -2 3Bk -6- B

%) 5-FH A -2 3-BR eI =E -6-H2 (4.8 g, 22.2 mmol)F DMF(50 mL)¥ #3 0°C %
FEPIE R T R R NG KRB M2 (4.75 g, 26.7 mmol). £ Ei&
B 16 h B, ERETHBRIER. AR TEREFHEKAD LI H A 104
BEAT KRR R, B RKRARIE, HEFRMeS0)BA% . Bdat
IR B BREHT(95:5 R F I/ F BR )bk KA WA 75 A 2 B ARG A7 210 54 (6.6
g, 100%).

& 'TH-NMR (CDCl;): 1.60 (s, 2H), 7.40-7.46 (dd, 1H), 8.03-8.09 (m, 1H),
8.67-8.77 (m, 2H), 8.93-9.02 (m, 1H).

ESI/MS m/e: 295, 297 (IM]", [M+2]",C1oH,BIN,4O,).

F I c:

3" -5 A 23,23 4N = BR bR -6 i

P B AR -F BT B35 0 Schlenk &K E 3-i8-5-AH K -2,3-BK b 2 -6- 1%
(4.51 g, 15.3 mmol). 3-#-4-(= T 4kt &£ )boz (11.8 g, 30.6 mmol) & = F 3%
¥ B (150 mL). 1% Schlenk & % i = A HE 2 - S HBIR, AR (=
FAER)-Z L4 (1)(1.1 g, 1.53 mmol) & #24L4R(1)(291 mg, 1.53 mmol). £ =
N HEE - B A RAEIRE, £ F Schlenk F B £ EF 160C#HA+F. 3 h
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JE, REABFMBA 2 N HE8(130 mLyKERLEMEALY 45 24r. A LB
LB RAKERLEAERA 6N AR RERE L P A, F LB LB FRE
B, EELTFRMgSO)HAARL., BhiakEEEN(95:5 —AF i/ F B2k
KA A £ E BRGNS H(2.39 g, 51%).

8 '"H-NMR (CDCl;): 7.32-7.39 (m, 1H), 7.47-7.53 (dd, 1H), 7.66-7.72 (m,
1H), 8.43-8.45 (m, 2H), 8.48-8.50 (dd, 1H), 8.52-8.57 (m, 2H).

ESI/MS m/e: 312 ([M+H]", C;sH;,FN;O,).

F R d:

3"-#-3,213" 4" Z BRI 50,6

ERAATHAE 3"-A-5-AH K323 4" Z K02 6B (2.25 g, 7.23
mmol) & 10%3% 4255 (0.4 g)-F THF/Z % 40:60 %44 (100 mL)¥ #) &% &, 3
h /&, % Celite®iLi8RA M LR LB ARG, RE B A4 IR R AL R
VAE A E BARGATAR AL &4 (2.01 g, 99%).

8 '"H-NMR (CDCls): 5.10 (s, 2H), 5.95 (s, 2H), 6.75 (s, 1H), 7.18-7.30 (m,
2H), 7.49-7.55 (m, 1H), 8.29-8.31 (m, 1H), 8.32-8.34 (m, 1H), 8.35-8.38 (m,
1H), 8.40 (m, 1H).

ESI/MS m/e: 281 ([M+H]", C;sH,FNs).

F E) 4 2:

3,23 4" = BRI -5,6'-

YR a:
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5'-FH 3,23 4" BRI -6 B

B EY 1, $R a FTHEHGRRAERS A 3-8-5-AK-2,3"-BH -6-
Be(F 4 1-5 % b, 1.0 g, 3.4 mmol)& 4-(4,4,5,5-m9 F #£-1,3 2- — 5.4 X,-2-£)
H.7Z (764 mg, 3.73 mmol)3K % (220 mg, 22%).

& '"H NMR (DMSO-de): 7.17 (d, 1H), 7.35 (dd, 1H), 7.68-7.40 (m, 3H),

7.82 (d, 1H), 8.22 (5% s, 1H), 8.50-8.40 (m, 2H), 8.53 (3% d, 1H), 8.69 (%
s, 1H).

ESI/MS m/e: 294 ([M+H]", C°H''N;50,).
T I b:

3,2"3' 4" Z BRwk R -5 6'- B

RBF R 1, HIdFAENABEIR TR A 5-AAK-3,2134"-Z 5%
O -6"-H5 (220 mg, 0.75 mmol) 3£ 15 (148 mg, 75%).

ESI/MS m/e: 264 (IM+H]", CsH;5Ns).

W 8] 4 3:

3"--3,2":3' 4" Z Bkt ie -5, 6" - —

F IR a:
NZ | Cl

N NO,

X
L
CI” N NH,

2,3'-ZRA-5-FH AR -3,4'- BRI -6

B EFEY 1, TR aPHRGES, (24 4-4,4,55- 9 F #£-1,3,2-
TR R -2-20)-3-F I 6-R-5-A 3R etk ne 2R (P 18] 49 5-F 3R a)dE b
H 2 G & ERG AT (205 mg, 22%).
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8 'H NMR (CDCl,): 7.28 (d, 1H), 8.39 (s, 1H), 8.61 (d, 1H), 8.75 (s, 1H).
ESI/MS m/e: 286 ([M+H]+, C10H6C12N402)o
IR b:

3-SR A -3,23 4" = B 6B

RBEF A4 1, FR a FHR GRS 2,3- =8 -5-F8 K3 4" - B2 -6-
F = & 2 RAR & AR ARAAL S (127 mg, 54%).

ESI/MS m/e: 328 ([M+H]", C15H,,CIN;O,).

T c:

3"A-3,213" 4" Z KR 50,6 R

¥ 3"-F-5-AE R -3.2034"- = BELnE -6'- B2 (127 mg, 0.39 mmol)is g T
EtOH(4.0 mL)Z K HCI(245 pL) ¥ . #4542 (109 mg, 1.09 mmol)ifiim £ &iF
BF A RAMRMKE TOCHE 1h, B£2 Celite® TRABFRILEAET T
FHHIAEF . ¥ NaHCO3(20 mL 4% wiw KZEBR)RMmEREA W F LA
AcOEt(3x20 mL)F IR AKA8, AAEEZ TR, $iE K 2 FIRA T A ARAAL
S4(52 mg, 45%), EAF#H—F4imizA.

ESI/MS m/e: 298 ([IM+H]", C;5H;,CIN;s).

A4 4:

4,2":3' 4"- = BEo R -5',6'- = Bk

$ 3% a:
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5-BH A -2, 4"-BA Lo -6

WREFEY 1, $HRaPHANGER B 6-F-3-FHEME-2-H(02 g, 1.15
mmol) & 4-(4,4,5,5-29 F 2-[1,3,2]= &4 /X,.-2- 2 )-"tL72 (0.308 g, 1.50 mmol)3k
#7(0.240g, 7 & 96%).

& '"H-NMR (CDCl;): 7.23-7.27 (d, 1H), 7.87-7.90 (m, 2H), 8.54-8.58 (d,
1H), 8.76-8.79 (m, 2H).

ESI/MS m/e: 217 ([M+H]", C1,HsN,O,).

F I b:

Br - NO,
L~
YN N,

N~

3-8 5-AK H -2 A BRI R -6-R

BRI 1, TR FAAENARS B 5-FHK-2,4'-3k0k72 -6-1(0.240 g,
1.11 mmol)3k£3(0.246 g, =& 76%).

ESI/MS m/e: 295, 297 (IM]", [M+2]", C10H7BrN402).

H I c:

5'-FE K -4,2"3" 4" Z BAO IR -6 M

BT A 1, FR ¢ YHARGEFH 3-38-5-F55K -2 4'- BRIk 2 -6-%
(0.240 g, 0.813 mmol)& 4-(4,4,5,5-03 ¥ 3-[1,3,2] = &AM /%.-2- 55 )-1k52 (0.250
g, 1.220 mmol)#% #3(0.144 g, =& 60%).

ESI/MS m/e: 294 ([M+H]", C;sH;1N50,).

IR d:
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4,2":3' 4" Z B R .5 6'- =

€) 5 £ 4,213 4"- Z B R -6'- 1 (0.144 g, 0.490 mmol)F ZBE(5 mL)F
49 % F i Ae 0.300 mL 3 B & 0.140 g(2.45 mmol)4k. 72 90°C F An# iR&H
2h BARER . £ LR T H KX ERALRS 4 . A HLE TR (MgSO4)
BARE R KK VA A AR (0.120 g, F & 93%).

ESI/MS m/e: 264 ([M+H]", C;sH5Ns).

WA 4 S

3-F-4,2':3' A" Z BRekeR 56" 2

H IR a:

AVZEN

P

CI” N7 TNH,

NO,

6-5-5-Fh-3-FH B whew -2

] 6-3.-3-A AR e -2-2(6.3 g, 36.3 mmol)T T & (110 mL)¥ &9 FF &
T A 9.2 g(36.3 mmol)At & 11.32 g(36.3 mmol)FREL 4R, ﬁiiﬁﬂﬁwﬁi}#%ﬂ%
LS Ta R AR B R IRIE. FEEREN(1:1 TR/ TR TER)LILE S B
0 B AR A AR ((9.74 g & & 88%).

& '"H-NMR (CDCls): 1.56 (s, 2H), 8.76 (s, 1H).

ESI/MS m/e: 300 ([M+H]", CsH;ClIN;0,).

F I b:
X ~-NO,
»
c” N NH,

2-R-5-FH B -3 4 -BE L oE -6-
R Y 1, R aFAHAREGEF A 6-2-5-#-3-Ff R bwe-2-k(1 g,
3.34 mmol) & 4-(4,4,5,5-v9 F 3 -[1,3,2] = &4 K -2-2)-772 (0.754 g, 3.67
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mmol)K #5(0.666 g, &~ & 80%).

ESI/MS m/e: 251 ([M+H]", C1,H,CIN,O,).
+ I ¢

3-F-5-FH 4,23 4" Z BAO TR -6'- Bk

WREBEEY 1, $H a FPHAGEF G 2-8-5-A 1 -3,4-BRobox -6-B
(0.250 g, 1 mmol)& 3-#-4-(4,4,5,5-v9 F 3 -[1,3,2] = &AM /X,-2- 2 )-7b 2 (0.445
g, 2 mmol)3k7F(0.214 g, /= % 69%).

& '"H-NMR (CDCly): 1.24 (s, 2H), 7.04-7.07 (m, 2H), 7.39-7.45 (m, 2H),
8.37 (s, 1H), 8.51-8.57 (m, 3H).

ESI/MS m/e: 312 ([M+H]", Cy5sH;,FN;0,).
¥ d:

3-#-4,2"3" 4" Z BRI -5,6'- — &
B 1, FH dPAHRENESFH 3-A-5-AK-42"3 4" = Btz
-6'-#2(0.215 g, 0.69 mmol)FK #5(0.183 g, =& 94%).

5 'H-NMR (CDCly): 1.26 (s, 4H), 7.00-7.05 (m, 3H), 7.37-7.43 (m, 1H),
8.27 (s, 1H), 8.40-8.48 (m, 3H).

ESI/MS m/e: 282 ([M+H]+, C15H12FN5)<.
& @4 6:
3-3.-4,2"3" 4"- Z FR o} -5, 6'- — A%

T a:
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NO,

'\
N A

N
N~ "NH,

3-F-5-FH 3K -2, 4" - BRI E -6-

WEEFEH 1, PR a VAR S, 2148 4-(4,4,5,5-19 F K-1,3,2-
ZRMR-2-38)-3-A N, W 6-R-3-AH AR 2B AE b ) 2 6 & BR A9 AR AL
A4 (2.14 g, 99%).

& '"H NMR (CDCly): 7.15 (d, 1H), 7.52 (d, 1H), 8.55 (d, 1H), 8.62 (d, 1H),
8.73 (s, 1H).

ESI/MS m/e: 251 ([M+H]", C1oH,CIN,O>).

3K b

Bre_ - NO,

~

X N "NH

| 2
N~

Cl
3-8 -3 -5-FH AR -2 4'-BR e -6-
RBESEY 1, $I b FHRGERS, 3-R-5-FK-2,4 -5 5 -6-
A 2R & B R A ARARAL A4 (2.04 g, 93%).
& '"H NMR (CDCl;): 7.25 (d, 1H), 8.64 (d, 1H), 8.73 (s, 1H), 8.74 (d, 1H).
ESI/MS m/e: 328, 330 (IM]", [M+2]", C1oH¢BrCIN,O5).
F K c

3-5-5'-FH E-4,23" 4" Z BR O OR 6" fi

B ERE Y1, $HaFHE S, 12188 4-(4,4,5,5-9 F %-1,3,2-
BN R-2- )R A 308 3-S5 A AR 2 A BRI 6 AR L A B R B )
PR ATARAL A4 (0.84 g, 85%).

& '"H NMR (CDCls): 7.03 (%% d, 2H), 7.25 (d, 1H), 8.51 (& d, 2H), 8.55 (d,
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1H), 8.57 (s, 1H), 8.59 (s, 1H).
ESI/MS m/e; 328 ([M+H]+, Ci5H¢CIN;O3).
¥ d:

3-8-4,2"3" 4"- Z BR ek -5,6'- — ik

RESFEM 1, FHAdPAEARGRS, 3-8-5-F%- 423 4" =Bt
-6 R A R A & B AR AR AL A 41(0.78 g, >99%).

& '"H NMR (DMSO): 5.14 (% s, 2H), 5.94 (&% s, 2H), 6.83 (s, 1H), 6.95 (&%
d, 2H), 7.32 (d, 1H), 8.33 (% d, 2H), 8.42 (d, 1H), 8.46 (s, 1H).

ESI/MS m/e: 298 ([M+H]+, C;sH;,CINs).

¥ E 4 7

34,23 4" = B 5,6

T B a:

O N ONH,

2,3"- R -5-FH A -3, 4"-BK LR -6

B3, T aFATERGER B 6-R-5-A-3-F Kb -2-1(0.3 g,
1 mmol)& 3-#.-4-(4,4,5,5-19 ¥ 3 [1,3,2]= &0 /R-2-2)-#k72(0.311 g, 1.3
mmol)#KAF(0.118 g, =& 41%).

ESI/MS m/e: 285 ([M+H]+, C1oHsCI,N40,).

#H I b:
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3-SR A 4,213 4" Z B -6'- B

B 1, TR a PAEGESF G 2,3-ZR-5-F1K-3,4'-BK ek 72 -6-
F(0.120 g, 0.42 mmol)4-(4,4,5,5-m9 F % [1,3,2] =AM X-2-2)- "2(0.130 g,
0.63 mmol)#:4%(0.130 g, = % 99%),

5 'H-NMR (CDCL): 1.24 (s, 2H), 7.12-7.23 (m, 3H), 7.40-7.64 (m, 1H),
8.48-8.57 (m, 2H), 8.61 (s, 1H).

ESI/MS m/e: 328 ([M+H]+, C15H10C1N502)0
F I c:

34,23 4"- Z Bk e -5 6'- =

RBF R 4, TR AT LGS B 3"-R-5-A K -4,2"3" 4" Z KoL oE
-6'-%(0.145 g, 0.443 mmol) 3£ 13(0.082 g, = % 62%).

ESI/MS m/e: 298 ([M+H]*, C;sH;,CIN5s).

W a4 8:

3-F.-3"- 84,223 A" Z BRI -5 6'- = A

WIS 1, T, cPHBRGRESH 3-2-3-2-5-AK-24-FKbw
-6-A2(F E Y 6-F B bR 3-R-4-(= T A ) R 1F & & B4R (24%).

ESI/MS m/e: 316 ([M+H]", C;sH;,CIFN;).

W 8] 45 9:

3,3"-Z8.-4,2"3"4"- Z Bhekve -5 6'- 2

IR a:
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33" R-5-AH £ -4,2":3" 4" = BE O R -6 B

B EY 1, TR aFAHARGER A 6-2-5-A-3-F K ribvg -2-12(0.3 g,
1 mmol)& 3-%.-4-(4,4,5,5-W F 3 -[1,3,2] = &AM /R -2-2)-7672(0.311 g, 1.3
mmol)3£4F(0.034 g, =& 10%).

ESI/MS m/e: 362 ([M+H]+, C;1sHyCLN;O,).

F IR b:

33" R.-4,2":3" 4" Z Bhakvr -5 6'- g

BT R Y4, FHRAFHEGRES A 3,3"-ZR-5-A-42"34"-Z B
e -6'-H2(0.045 g, 0.123 mmol)#£4%F(0.029 g, &~ & 72%).

ESI/MS m/e: 332 ([M+H]", C;sH;;CL,Ns).

¥+ @4 10:

2-(1,3-F vk 2-3)-3 4"-BL ok we -5,6- — e

F IR a:

6-2.-2-F R -3-R K iboE

FOCTFALALATH=FHEA00 mL)F 4 FEG3.3 g 103 mmol)iRiE
Fhe EEAA (T HrdF 60%, 2.72 g, 113 mmol)F = F XK (300 mL) ¥ ¢ £
WHEFRT., 205045, BIFE R =FRKGB00 mL)F &Y 2,6-= F.-3-#4 Lk
"(20.0 g, 103 mmol)#&: & ¥ R E R £ B BE & B AR, #4558 mK Q200
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mL) B 45 & MA., AKRERKBEEFANE, ELFRMgSO)ELAKL. #d
SREM(10:]1 TR/ TE TEHENEA YA TAZ G ERRGRALESY
(153 g, > % 78%).

§ '"H-NMR (CDCl;): 4.10 (s, 3H), 7.05 (d, 1H), 8.28 (d, 1H).

P b

2-F A A& 3R -6-(1,3- T vk 22 ke

I8 T 8249 5T B 3F 2 Schlenk %% £ 6-8.-2-F #A-3-A8 2 72 (0.50
g, 2.6 mmol). 2-= T A4 AL 4(1.20 g, 3.4 mmol) A 1,4- =% 4% (10 mL) E
BEREZAETHT-SDELGBIR, 5 R =K EM)40.18 g, 0.16
mmol) L& ZA-# 49 #F 2 -E 3 809 A 5, % 3F Schlenk & EAt 3 R4 4 B
AP L MM E 110C., HPFRRE, DI KA TR TE LR KEEA
WE, ELFHRMSONEKRL, #FEHEBEMN(2:1 T/ TR TE)HAK
RVl AR EE RN FANSY0.38 g, FE 67%).

8 '"H-NMR (CDCls): 4.24 (s, 3H), 7.38 (s, 1H), 7.84 (d, 1H), 7.87 (s, 1H),
8.40 (d, 1H).

ESI/MS m/e: 222 ([M+H]", CoH;N;0,).

F IR c:

3-FHE-6-(1,3-F vk 2- 3 )mbow -2-

Je B 3E AR RIS 2-F B 3-A A -6-(1,3-B v 2-2)km2 (0.187 g,
0.85 mmol) T & 7K(32%, 5 mL)¥ 49 ZF & m#K E 100C. 2.5 1o &, HiRs
Wi LB AR KRARY ISR L EAA TP FRUFAZEZECE
PR AR AL A4 (0.134 g, 77%).
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5 'H-NMR (DMSO-d): 7.41 (d, 1H), 7.53 (s, 1H), 8.14 (s, 2H), 8.38 (s,
1H), 8.53 (d, 1H).

ESI/MS m/e: 207 (IM+H]", CsH¢N405).

HR d:

5-78 -3-F 2 -6-(1,3-F v 2. kw2

A 0CTF & 3-AH 2 -6-(1,3-F 7 -2- A )bz -2-2(0.127 g, 0.62 mmol)F =
TR FELRG mL)¥ ¢ 2FER TR N2 KEHBLTKO0.115 g, 0.65
mmol) L RS MB E TR, 3 KRB, Rl B Iheh N-2KILHABELE B (0.058 g,
0.33 mmol) B4k g HedF 3 B, Figig ) EoK P BT jRitie, LA RkE
BF R R EHE B RIFALS4(0.18 g, 70%).

& '"H NMR (DMSO-dg): 7.56 (s, 1H), 8.19 (s, 2H), 8.41 (s, 1H), 8.68 (s,
1H).

ESI/MS m/e: 285/287 (IM+H]", CsHsBrN,O;).

F I e:

5-FH A -2-(1,3-%F vk 2-30)-3 4'-BRothvr -6-

It 48 F 449 Schlenk & &K E 5-i2-3-#H K -6-(1,3-& »-2- 35 )b o -2-
(0.141 g, 0.49 mmol). 4-(4,4,5,5-v9 F #-1,3,2- = &AM /X-2-#)H22(0.203 g,
0.99 mmol). =& 4T (5 mL)A 2 M AKX B2 48 K& 4 (0.74 mL, 1.48 mmol). 1&
Schlenk % 2/ = A#HT-EIA RAMBIR LR 1,1-R(RABEL) = X -
R4 (ID) = & F K454 [PAC12dppf. DCM](0.024 g, 0.03 mmol). =/4~#f
MR- RAE IR S, 4T Schlenk ¥ AR A BB AT K Lo 2
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95C. 20 "B /&, R AMAIEE 2M ABKERS LR TEZE IR,
24 Celite®it JE /K40 LA B4R & A4 ¥ pH AT £ 5-6. #REFBRAR
P b Bt JRIIE, WA A KERE LT BRAZREEEBKRGFAIES T
(0.090 g, 65%).

& '"H-NMR (DMSO-de): 7.24 (d, 2H), 7.33 (s, 1H), 8.24 (s, 1H), 8.29 (s,
2H), 8.43 (s, 1H), 8.52 (d, 2H).

ESI/MS m/e: 284 ([M+H]", C3HoN;03).

WIR f:

2-(1,3-F v 0-3)-3 4" -Bhekeg -5,6- —

¥ S-AH R -2-(1,3-B e 2- 2 )-3 4B itz -6-A52(0.089 g, 0.31 mmol) & 4K 42
#(10%, 20 mg)F LEBE(15 mL) P& FRETFAAATRLAT R THIE. 3
NG, 22 Celite® iR RAW LR LIRR., B CRIEE A 2 XREE B KL
AR AL A7 (0.077 g, 97%).

& 'H-NMR (CDCls): 6.87 (s, 1H), 7.13 (m, 3H), 7.49 (s, 1H), 8.56 (d, 2H).

ESI/MS m/e: 254 ([M+H]", C13H;;N;50).

¥ A 11:

3--2-(1,3- % e -2-20)-3 4" Bh et o -5,6- = %

F I a:

6-F-N,N-2 (4- F EA R F 4 )-3-5 B otboe -2- B
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% 20 24P NN-R(4-FRAKX T H)(7.79 g, 30.3 mmo) R = T Az
(2.89 g, 28.6 mmol)F &A% (20 mL) ¥ ¢98R RN An £ 2,6- = & -3-FH H 72 (5.0 g,
26.0 mmol) T #A4F5 (25 mL)F #9464k %), BHHFERT. ¥ REMHBEE
BAHBR. ZLABEAN AL REGMELRLE S KX 5E. AEKEE
FHE, 12EFRMeSO)EEL T AL, HRAHFIKRT =R FI20
mL) ¥ Bl o4 7 S A 7 KR EA S (1.6 mmol/g, 8.0 g) LAXR TH %
Bt 2 R, LR RA Y BAR IR R AL VAT A TR E E R AR (107
g, 100%).

8 '"H-NMR (CDCl,): 3.78 (s, 6H), 4.51 (s, 4H), 6.68 (d, 2H), 6.80 (d, 4H),
8.23 (d, 4H), 8.02 (d, 1H).

ESI/MS m/e: 414 ([M+H]", C21H»0CIN;Oy).

H 3K b:

2-N,N-3% (4- F E AR T H)-3-5 2 -6-(1,3-F k-2 ko

WREH & 10, FHR b FAAAGEF A 6-F-NN-R4-FAEKRTF £)-3-
PR -2-PR R 2-Z T R R B L K AF(79%).

8 '"H-NMR (CDCls): 3.79 (s, 6H), 4.60 (s, 4H), 6.80 (d, 4H), 7.10 (d, 4H),
7.34 (d, 1H), 7.55 (d, 1H), 7.82 (s, 1H), 8.20 (d, 1H).

ESI/MS m/e: 447 ([M+H]", C24H,,N,05).

IR ¢

Br o N\O/
|
N\Y\(NIN
. d i
|
o]
[
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4-38 -2-N,N-3X (4-F AR F 2K)-3-A 5K -6-(1,3-T vk -2- )ik oe

REBHE 10, TR d P AARGES G 2-NN-R@E-F RAERT £)-3-A %
-6-(1,3-F w2 yibvw B N-i2 X% 24 B T e K 15 (52%).

8 1H-NMR (DMSO-d6): 3.69 (s, 6H), 4.59 (s, 4H), 6.83 (d, 4H), 7.12 (d,
4H), 7.58 (s, 1H), 8.42 (s, 1H), 8.51 (s, 1H).

ESI/MS m/e: 525/527 ((M+H]+, C24H21BrN405).

Y IR d:

N | N Nfo-

Nar NN

O,
[

?

2-N,N-2 (4-F £ AR F 2 )-4-(3- Ak "2 -4- 5 )-3-F5 2 -6-(1,3- T w -2-5K)
LA

546 44 Schlenk % F L 4-32-2-NN-W(4-F AE KT X)-3-m %
-6-(1,3-F g 2 F)keE (5.47 g, 10.4 mmol). 3-#-4-(= T £ 4k )z (5.22
g, 13.5 mmol) A — ¥ 2 ¥ BLA: (82 mL). 1% Schlenk & 2 i = N4 & -8 34 /.49
PR, B (=R 8- 242 (11)(0.365 g, 0.52 mmol) A A4k 4R
(1)(0.198 g, 1.04 mmol). =AN#&GH T -FHHA R E, F 4 Schlenk & HIK
RO A ERSFH LK E 160C, 20 DB, (2RA 4L 40 BLAL KA
RE FBRAEDAERTVER LRI REM T, 2 Celite® iz JE AKX,
Fd EREHMN(6:1 T/ LB E TR/ LB LS )44 = A& 2 BlR 69 47210
A4 (4.07 g, 72%).

ESI/MS m/e: 542 ([M+H]", C5oH,4FN;O).

IR e:
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3 F-5-FH A -2-(1,3- T v 2 )3, 4'- B ol R - 6- A

2 BB E T A 2-NN-R(4-F &R T H)-4-3-Fkwz-4-24)-3- A K
-6-(1,3-%F 7 -2-3 )2 (0.15 g, 0.37 mmol) TR F (2 mL) A = £ TH# (2
mL) ¥ 8RR R, BIEF AL LEEHER 4%KBRAAKERT RN,
B LR LB ERA R EARELANK, KR EAAIE, 2L FIHEMgS0,)E
KA FHE 25 EERGITAAALESY(0.11 g, 67%).

8 '"H-NMR (CDCl;): 7.21 (s, 1H), 7.30 (m, 1H), 7.71 (s, 1H), 8.51 (m, 3H).

ESI/MS m/e: 302 ([M+H]", C13HsFN;0,).

PR 1

«

3 3-2-(1,3-% v -2-35)-3 4'-BR el 7 -5,6- — I

REBH & 10, FR f FPARGERFEHEILEEME 3-A-5-FK
2-(1,3-% = 2-35)-3,4'- BRI -6- 3R 15 (93 %).

& 'H-NMR (DMSO-dy): 5.42 (s, 2H), 6.07 (s, 2H), 6.65 (s, 1H), 7.05 (s, 2H),
7.30 (m, 1H), 7.96 (s, 1H), 8.39 (m, 2H).

ESI/MS m/e: 272 ([M+H]", C;3H0FN;5O).

¥ a4 12:

2-(1,3-F v -5-3)-3,4'- B vk o -5,6- — A%

W a:

\H{

2-Z R AAAERA T
F-78C T AR TL 3004 ETE4Z(TIRF 1.6 M, 76 mL, 190 mmol)
FiH R EE4(12.0 g, 174 mmol)F ZEX (400 mL)F ¢4 LI F R . HE
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RAE-T8C FHIF 60 4T HIEH 2 30 4T R BRI Z A TR =7 AL
WA B5(46.3 mL, 172 mmol)., ¥ A B REAMERRETEAREERR, R
LMEARTTREDLEEZRAWEBRT IR T AELAEA 8:1 TiK/TRTE
BBHATEZARPIIER, RETAZLEHKRGIFHILEMH(36.0 g, 93%).

& '"H-NMR (CDCl): 1.12 (d, 18H), 1.37 (m, 3H), 7.20 (m, 1H), 7.81 (d,
1H).

H IR b:

S-ETAGKRA 2 =FALERL-T

N ﬁ&/
BuaanI °>;K‘<

F-78CTFAERTA(H)30 04r%E = TEAEGERKT 1.7 M, 84 mL,
14.3 mmol)ifsAn £ 2-= F A AR A L= (3 g, 13 mmol)F @ Ak (75 mL)
Ay ZWMBHBERT . ARBERAE-T8C T 20 4 HIEESZ 20 54PRm=
TARMNA(S.2mL, 19.5 mmol). F R E RS iRETRALFRIF 16 )5,
B CBR LB R R, AL R Rk ik B AR AUE 2T B MgSO4) LR /E T
WG . WML AR T BRI T, 2 Celite®id j8 BAEEH AL MR AZLE >
EEE 2 REEHREBEAMAATHENEY, ETATH—FUUAFT—F
L

8 '"H-NMR (CDCls): 1.12 (d, 18H), 1.38 (m, 3H), 1.42 (d, 9H), 1.52-1.95
(m, 18H) 7.22 (s, 1H).

F I ¢
Q.
AN N‘of
N/ N
Py
—T

3-FHER-6-(2- = AR AR -1,3-8 vk -5- R yibg -2
REBHE 10, T b P AENAES A 6-38-3- ARk 2B 5-Z T X
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ta i -2- = F R A e R T e 3K 1F(80%).

& 'H-NMR (CDCLy): 1.17 (d, 18H), 1.43 (m, 3H), 7.11 (d, 1H), 7.85 (s, 1H),
8.48 (d, 1H).

ESI/MS m/e: 363 ([M+H]+, C17H26N4O3Si)o
TR c: (BRF*)

/

0
%
3-F 3k -6-(2-Z 5 A AR AR AT 3 -1,3- B v -5 )b -2 iR
RBHE 10, THO PAHRAMERF B 6-R-3-AA 2R 5-ZT A
Byt -2-= 7 R R AR B KT (67%).
IR d:

N\\o
4
5-8-3-AHR-6-Q-Z /A A A-13-TB ok 5 A )R 2
REH G 10, TR AdFAAEGEFH 3-ME-6-Q-ZFRAERE-1,3-
Tovd S 3 )R -2-Fie & N-72 X% 34 Bt T2 i 3% 15 (88%).

§ 1H-NMR (CDCI3): 1.17 (d, 18H), 1.45 (m, 3H), 8.15 (s, 1H), 8.68 (s,
1H).

ESI/MS m/e: 441/443 ([IM+H]+, C,7H,6BrN,O;Si).

F I e:
Q
Nl -
N

N
-0

S-AHH-2-(1,3-% vk -5 35 )-3 4B R -6
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WRBHE 10, $He TAHRNEF A 5-£-3-FK-6-Q-ZFREHEA
-1,3-Ze 5 kw2 B R 4-(4,4,5,5-79 W 3 -1,3,2- = B R -2- 4 ke R AR
(74%).

& '"H-NMR (CDCl,): 7.15 (s, 1H), 7.38 (d, 2H), 8.20 (s, 1H), 8.32 (s, 1H),
8.45 (s, 1H), 8.62 (d, 2H).

ESI/MS m/e: 284 ([M+H]+, C3HyNsOs).

H IR f

-0
2-(1,3-F = -5-38)-3,4"-Fkob "2 -5,6- — &
RBH S 10, TR EFAHAENEFEGLELEAALR 5-AE-2-(1,3-
Borg 5.7 )3 4B -6- M2 FRAF (82%).
& "H-NMR (DMSO-d,): 5.26 (s, 2H), 5.94 (s, 2H), 6.67 (s, 1H), 6.79 (s, 1H),
7.16 (d, 2H), 8.12 (s, 1H), 8.52 (m, 2H).
ESI/MS m/e: 254 ([M+H]+, Ci3H;1NsO).

+ 8 4 13

3 -2-(1,3-F vk -5 3K )-3 4B oE -5,6- —
H IR a:

N" -

Ao

g

3 B-5-FH R -2-(1,3-F v -5- 35 )-3 4 - BR LR -6

RIS 11, T AFPHTRMAERFE 5-R3-EA6-Q-ZFmESRE
-1,3-Z vk 5 )b a2 IR B 3-A-4-( 2T AR )b nE IR AF (18%).

8 '"H-NMR (CDCls): 7.30 (m, 1H), 7.38 (s, 1H), 7.81 (s, 1H), 8.40 (s, 1H),
8.52 (m, 2H).
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ESI/MS m/e: 302 ([M+H]+, C;3HsFNsOs).
J IR b:

-0
3-#-2-(1,3- % vk 53K )-3,4'"- Bhork o -5,6- — e
WREBHE 10, T8 { PHANERSFHHIEHEALEH 3-A-5-AH K
22-(1,3-F v 5. 3K)-3, 4"- B otk o7 -6- B2 R AF(89%).
ESI/MS m/e: 272 ([M+H]+, C13H;oFN;sO).
F 184 14
F IR a:

315" = -5 FH A-3,2"3" 4" Z IR R -6k

F 150°C T 4 Biotage 3| & 7 4% 4 4 & A (Initiator Microwave Synthesizer)
W Ao A 3-72 -5-FHIR-2,3- BRI -6-BE (P 14 1, FHR b, 1 g, 3.39 mmol). 3,5-
R4 T EAR AR (1.5 g, 3.71 mmol). S (E R E MR )R A42(D)(0.24
g, 0.34 mmol)&fﬂl%m(l)(o 13 g, 0.68 mmol) T =&z (15 mL) ¥ #7R4EH.

% Celite®iT B RA4 LA Bk ik B, RARFH AFE AR ER
EHT(95:5 —RFIR/FEAMAA R TN FAZEERRGIFALES Y
(1.07 g, 95%).

ESI/MS m/e: 330 ([M+H]+, C;sHoF,;N50,).
H R b:
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3" 5" #-3,2"3" 4" S BRI -5 6" — Bk

£ 276 BHARATHAE 35" 8-5-A 3,213 4"- Z K2 -6"- ik
(0.2 g, 0.608 mmol)& 10%34 4e.8%(0.04 g)-T THF/Z B 40:60 %44 (8 mL)¥
M E&FR, 12 h/E, 4 Celite®T IR RA W LA LB A THF ik, AL
At 0 TE IR A SRR VA A 2 BRI AT ARG A-4(0.180 g, 99%).

ESI/MS m/e: 300 ((M+H]", C;sH,,F,Ns).

5 45

6-(3- A= -4- K )-5-0kh v -3- & -1 3- = £ -2H-ok 7k 5 [4,5-b] kg -2- B

%) 3"-#0-3,2":3",4"- Z B 5,6 - = B (P a4 1, 158 mg, 0.56 mmol)F
THF(5 mL) ¥ 49 & ¥ A8 4% & n Bt3N(156 pL, 1.12 mmol) & 3 & —=ked (182
mg, 1.12 mmol). ¥ B HBEMmAZE A 4 h BiEHEBETHRE
F . BT AF AL IR 4 2 B Bk EAT(CH2CI2/EtOH/4 7K NH3 60:8:1 £ 40:8:1)4& %
i# A8 AT (H20 ¥ 0% CH3CN Z H20 ¥ 25% CH3CN)= £ £ & & Bk 9474
A4 (29 mg, 17%).

& "H-NMR (DMSO-de): 7.27 (dd, 1H), 7.33 (s, 1H), 7.44 (dd, 1H), 7.59 (dt,
1H), 8.37 (d, 1H), 8.42 (m, 3H), 11.18 (s, 1H), 11.70 (s, 1H).

ESI/MS m/e: 308 ([M+H]", C1¢H;oFN;sO).

545 2

N-(6'-A 2 -3"- #0-3,2":3",4"- Z BR oo -5'- 2OV 3R i b, F B fie
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©) 3"-£0-3,2":3"4"- = B -5 ,6 - (P 18 4 1, 0.2 g, 0.71 mmol)T ek
(2 mL)¥F 498& ¥ # e 0.071 mL(0.78 mmol)3F ABLA K L H. £ 80CT
JeHRA M 4h BARLERN . ECLBRUEBERZAERMELY, EHNE
FIR(MgSO4) AL . #H AR LT EN(90:10 — R F /T B )i x4
P E A AR A (0.202 g, & F 82%).

ESI/MS m/e: 350 ([M+H]", C,H;cFN5O).

F K b

2-3R & A -6-(3- A v -4- 20 )-5-mthng -3 2 - 3H -k H[4,5-b]l e

F 130C T AZEHE T haik N-(6-FH-3"-£.-3,2:3"4"- Z Btz -5'- )
AW FEA(0.2 g, 0.58 mmol)F LB (2.5 mL)F #9%& 16 h. 428 %] &R % B
AAeK(1 mL)ELA 4% B S AN K ISR T fo sk AR CRRCEER L ZR, A
BARBAFNE, L FHEMS0)ERE. BhaREBREHN(100:8:1 =
AT B/ F BE/NH3)SuAL R R4 oA = AR a-4(0.024 g, =& 12%).

ESI/MS m/e: 332 ([M+H]", C,H,4FNs).

) 3 B EA 4

F
N/| N/IF
A N
|\\ \ \N\
P ‘/>_
|\ NH X N N
/ & N
N N

2-3F T3 -6-(3- Atk ow -4- 3K )-5-vk v -3- K -3H-K e HF[4,5-b]H I B 6-(3-
B -4-21)-2-F F-5-m v -3- K -3H-sR e F[4,5-b ]

B EEZH 2 FHRGERES, EEARKRTTERA. FdEEREN
(CH,CL/'PrOH 98:2 £ 65:35)R G4 BE AT A T XA F EEIKRMY 2- IR
-6-(3- # L I -4- FL)-5-0k 92 -3- A 3H-R w4 F[4,5-b] 9 5E (52 4 3)(134 mg,
51%): & '"H-NMR (CDCls): 1.28-1.66 (m, 4H), 1.71-1.98 (m, 4H), 2.15 (% d,
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2H), 7.36 (ddd, 1H), 7.52 (dd, 1H), 7.82 (dt, 1H), 8.01 (s, 1H), 8.36 (d, 1H), 8.42
(dd, 1H), 8.46 (dd, 1H), 8.51 (% d, 1H), ES/MS m/e: 374 ([M+H]",
CyHyoFNs), R 2 & & B4R 6-(3-Rrhrg-4-2)-2-F & -5-9k=g -3- 2 -3H-sk
F[4,5-b]Pb = (55 4] 4)(90 mg, 42%)5 1H-NMR (CDCls): 2.69 (s, 3H), 7.36 (ddd,
1H), 7.52 (dd, 1H), 7.82 (dt, 1H), 8.02 (s, 1H), 8.36 (d, 1H), 8.41 (dd, 1H), 8.46
(dd, 1H), 8.50 (& d, 1H). ESI/MS m/e: 306 ((M+H]", C;7H;,FNs).

E A5 5

2-(4- B A I )-6-(3- AATE -4-)-5-7 72 -3- 35 - 3H-2K v FF[4,5-b]oboE

3 g-3,2":3 4" Z BReR -5 6 - = (P a4 1, 158 mg, 0.56 mmol).
4- B F BEE(73.0 uL, 0.62 mmol) &AWt Z (#9 4 mL)E T HF 4% + . A2 M4 140
CFhinik 48h MG £ 160C T HAinik 48 h. B A R E RAHLHE
Tk, ELEFPHRWE BEd LKL AZEMN(CHCL/EtOH, 95:5)4 40485k
Kipvh = £ G & B4R AFA A4 (141 mg, 65%).

& '"H-NMR (DMSO-d¢): 6.89 (t, 1H), 7.06 (t, 2H), 7.26 (dd, 1H), 7.56 (dt,
1H), 7.77 (dd, 1H), 7.82 (s, 1H), 7.96 (dd, 2H), 8.14 (dd, 1H), 8.18 (% d, 1H),
8.25 (£ s, 1H).

ESI/MS m/e: 386 ([M+H]", C5,H;3FoNs).

48 6

N-(6'-A & -3"-#.-3,2"3",4"- Z Brothmd -5"- 2L )-4- F B K W Bl
) 3"-A.-3,2"3' 4" Z Bhkrr -5 6-— e (P A4 1, 0.1 g, 0.36 mmol)T it
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" (2 mL) ¥ 4R ¥ A 4-F R T BLH.(0.066 g, 0.39 mmol). A ZFE
RERLSVWBR AN KL, PR FH(1.6 mL)AZ-Q-BA TE)kE
AR K TH%(0.180 g, 0.72 mmol) £ £ 8 T R4 1 h, ILRAIE LA =
A TR L REFTR, SRR LALBENAF LA O0.172g), X
AE#—FHUAHATF—FRT.

ESI/MS m/e: 416 ([M+H]+, C23H]8FN502)0
¥ IR b:

6-(3- AR -4-30)-2-(4-F BH KA )-5-0bow -3- K - 3H-2K R 5 [4,5-b] oo

RIBER 2, TR b FAARGES A N-(6'-I2K-3"-%-3,2"3',4"- Z BKlk
-5 )-4-F B A K T BLAR 3K 13(0.039 g, 7~ & 28%).

8 '"H-NMR (CDCI3): 3.93 (s, 3H), 7.09-7.14 (d, 2H), 7.08-7.36 (m, 4H),

7.48-7.52 (s, 1H), 8.09 (s, 1H), 8.21-8.25 (d, 2H), 8.42-8.48 (m, 1H), 8.54-8.62
(m, 1H), 9.42-9.46 (m, 1H).

ESI/MS m/e: 398 ([M+H]", C,3H;cFN:O).
)T

N-{4-[6-(3- F b o -4- F)-5-vtk 52 -3- 2K -3H-wk =4 3 [4,5-b] 52 -2- AL 1K
AY-NN-—F 4

RIB R 6 FRREMES H 3"-A-3,2"3 4" Z Bk -5 6 - =R (F A 4
1, 0.1 g, 0.356 mmol)& 4-(=F KK )R FBLA(0.072 g, 0.391 mmol)K4F
(0.020 g, & 14%).

§ '"H-NMR (CDCl,): 3.10 (s, 6H), 6.81-6.85 (d, 2H), 7.21-7.30 (m, 4H),
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7.62-7.66 (m, 1H), 7.99 (s, 1H), 8.04-8.09 (d, 2H), 8.37-8.42 (m, 1H), 8.53-8.55
(m, 1H), 8.65-8.70 (m, 1H).

ESI/MS m/e: 411 ([M+H]", C24H,oFNp).

= 15) 8

6-(3- AL -4-K)-2-(4-F = T AR R K)-5-vb 7= -3- 2K -3H-2k 7 £ [4,5-b] vk

BB 6 P HEHAR A B 3"-2-3,213 4" Z BEako -5, 6'- B2 (P Ml 4
1,0.1 g, 0.356 mmol)& 4-% = T AR FBR(0.072 g, 0.391 mmol)3K#5(0.050
g, =& 33%).

& 'H-NMR (CDCl;): 1.41 (s, 9H), 7.16-7.37 (m, 2H), 7.46-7.50 (m, 2H),
7.61-7.65 (d, 2H), 8.15 (s, 1H), 8.24-8.28 (d, 2H), 8.43-8.49 (m, 2H), 8.66-8.68
(m, 1H), 9.54 (bs, 1H).

ESI/MS m/e: 424 ([M+H]", Co6H,,FN;).

4] 9

6-(3- BALTR -4 25 )-5-7th 7% 13- 2 -2-[4-( = AT 44 ) K A ]-3H-k wk - [4,5-b]
P

RBEEH 2F AR GRS, A 4-CERATFLRTREAKFTESE
B AR &4 AR A4 A4 (172 mg, 57%).

& "H-NMR (CDCls): 7.21 (dd, 1H), 7.39 (t, 1H), 7.46 (&% d, 1H), 7.89 (d,
2H), 8.19 (s, 1H), 8.47 (d, 2H), 8.52 (% s, 2H), 8.67 (5. d, 1H), 8.68 (s, 1H),
9,80 (5 s, 1H).
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ESI/MS m/e: 436 ([M+H]", Co3H,3F4Ns).

4 10

4-[6-(3- B rh 72 -4- 25 )-5-0tk 7 -3- & -3H-2k v 51 [4,5-b]ob g -2- A K T &8 F

IR RSB 6 FATEMAZAE B 3"-£-3,2"3",4"- ZBRokwT -5'6'- = Je (F 4] 4
1, 0.1 g, 0.356 mmol)& 4-(AH )X F &8 F & (0.078 g, 0.391 mmol)3RFF
(0.047 g, % 31%).

8 1H-NMR (DMS0-d6): 3.90 (s, 3H), 7.30-7.37 (m, 2H), 7.55-7.60 (m, 2H),
7.68-7.74 (m, 2H), 8.14-8.24 (m, 3H), 8.40-8.51 (m, 4H).

ESI/MS m/e: 426 ([M+H]", C2sHsFN;O,).

F ) 11

4-[6-(3- A HemE -4- 2 )-5-oH 72 -3- R -3H-2K v FF[4,5-b]o g -2- L R T #R

®) 4-[6-(3- A -4-5K)-5-rtb 72 -3- K -3 H-K mk SF [4,5-b et vE - 2- B 1R T BR
¥ B (54 10, 0.041 g, 0.097 mmol)-F THF/Z & 1:1 &4 (1.2 mL)¥ 498 %
F A 2 N R AALAKER 0.1 mL). £ 60C FAniRe4 3h HEEH 2N
HBARERELF Ao, AR KL LB EIREREHN(78:10:102 =& Fix
| LB LBR LB/ TBR) 4o AL HL IR A M VA 5 A AR BAL A 41(0.013 g, &% 31%),

8 '"H-NMR (DMSO-dg): 7.31-7.37 (m, 2H), 7.55-7.60 (m, 2H), 7.68-7.74 (m,
2H), 8.09-8.13 (m, 1H), 8.21 (s, 1H), 8.30-8.35 (d, 2H), 8.47-8.51 (m, 3H).

ESI/MS m/e: 412 ([M+H]", C,3H,FN;50,).

E 4] 12
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6-(3- AT -4- 25 )-5-olmg -3 -2tk mE -4- B -3H-2E = FF[4,5-b] ek

RBEE 6 FARGREF G 3"-£-3,213 4" Z B R -5"6'- — B (F R 4
1, 0.1 g, 0.356 mmol) & 7 JH#&BER.(0.070 g, 0.391 mmol)&K #F(0.070 g, &~ *
53%).

8 '"H-NMR (CDCls): 7.24-7.34 (m, 3H), 7.65-7.69 (m, 1H), 8.12-8.20 (m,
3H), 8.38-8.44 (m, 2H), 8.53-8.55 (m, 1H), 8.68-8.70 (m, 1H), 8.79-8.82 (m,
2H).

ESI/MS m/e: 369 ([M+H]", C,;H;3FNg).

S5 13

@ 9

2-(2,3 Z&-1,4-FKF AL THr-6-2)-6-(3- B hoE -4-30)-5-rkeg -3- 3%
3H-2k o - [4,5-b]HR

KRB EZH 6 FATANAAEE 3"-5-3,2"13,4"- Z B2 -5,6'- = (F a4
1, 0.1 g, 0.356 mmol)& 2,3 —&-14-FKHF ZREKTH-6-H AR (0.078 g,
0.391 mmol)#4F(0.027 g, /= % 18%).

& '"H-NMR (CDCls): 4.37 (s, 4H), 7.05-7.34 (m, 4H), 7.36-7.43 (d, 1H),
7.82-7.87 (m, 2H), 8.10 (s, 1H), 8.42-8.49 (m, 2H), 8.66-8.69 (m, 1H), 9.64 (s,
1H).

ESI/MS m/e: 426 ([M+H]", C24H¢FN50»).
=14 14
IR a:
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N-(6'-F £ -3"-£.-3,23" 4"- Z BEwib oz -5'- 20 )-3- A -4-F 2 K 7 Bh A

%) 3"-£.-3,2":3"4"- Z Bhethng -5',6"- e (P A 44 1, 0.2 g, 0.71 mmol) F ok
(2 mL)¥ #9255 F /A 0.071 mL(0.78 mmol)3-A-4-F LK FEH. & 40T
ThatRbM 4h BRKER ., ELBRTES KX FBARALY, EA M
BT EMgSO0,) B AR L VA = A ATHALE4(0.295 g, &% 88%), LA Fit—
e AT FT—FRF,

ESI/MS m/e: 418 ([M+H]", C,3H;,F,N50).

IR b:

6-(3- AL -4- 2 )-2-[3- A -4-( = A F )R K J-5-vkmw -3- 2 -3H-sk vk H
[4,5-b]7k7E

RIBES 2, FHb FAEGERSH N-(6-MA-3"#-3,2"34"- = Bk
-5 )-3-A-4-F A K F B3R 1F(0.043 g, £ E 15%).

& '"H-NMR (CDCls): 7.19-7.24 (m, 2H), 7.38-7.46 (m, 2H), 7.83-7.91 (t,
1H), 8.21 (s, 1H), 8.22-8.29 (m, 2H), 8.45 (s, 1H), 8.52-8.55 (d, 1H), 8.69-8.71
(d, 1H), 9.89 (s, 1H).

ESI/MS m/e: 454 ([M+H]", C;H;,FsNs).

£ 4] 15
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2-(2,4- = #-5- B A A )-6-(3- AT -4- L )-5-vh o -3- 3 -3H-2K =k 57 [4,5-b]
HLEE

IR EHB| 6 F TR 9AZ A B 3"-#-3,213" 4" - Z Bakmz - 5'6'- B (F A4
1, 0.1 g, 0.356 mmol)& 2,4-—H.-5-# K FBLA(0.070 g, 0.391 mmol)3k7F
(0.075 g, =& 47%).

ESI/MS m/e: 454 ((M+H]", C,,H,,CL,F,Ns).

E 4 16

2-(4- R F 3)-6-(3- Artbrd -4-2)-5-0tkme -3- L -3H-k v 3 [4,5-b ]k

REBZB) 6 FATRNAZSF | 3"-£-3,2"3"4"- Z B&nbu2 -5',6"- e (F B 4%
1, 0.1 g, 0.356 mmol)Z& (4- £ 3 ) L BL£.(0.054 mL, 0.391 mmol)38#%(0.035
g, & 25%).

8 '"H-NMR (CDCl,): 4.33 (s, 2H), 7.01-7.09 (m, 2H), 7.25-7.38 (m, 4H),
7.55-7.59 (d, 1H), 8.02 (s, 1H), 8.36-8.42 (m, 3H), 8.46-8.49 (d, 1H), 8.70 (s,
1H).

ESI/MS m/e: 400 ([M+H]", C2;H;sF,N;).

£ 17

2-[1-(4-AF 5 )-1-F A& T A ]-6-(3- Mok wE -4- 28 )-5-v 72 -3- Ak -3H-ok vk FF
[4,5-b]wt o2

R FEH 6 TR AF B 3"-£.-3,243" 4" = Bhabre -5',6"- = Rz (P ] 4
1, 0.1 g, 0.356 mmol)& 2-(4-FF A4 )-2-F A ABLA(0.14 g, 0.651 mmol)R7F
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(0.040 g, =& 49%).
& '"H-NMR (CDCl): 1.61 (s, 6H), 7.00-7.06 (m, 2H), 7.26-7.38 (m, 4H),
8.08-8.14 (m, 3H), 8.42-8.44 (m, 1H), 8.46-8.48 (d, 2H), 9.30 (s, LH).

ESI/MS m/e: 444 ([IM+H]", CsH,,CIFNG;).
%4 18

(3,5-= AR H)[6-(3- AR -4- £ )-5-7k 7k -3- & -3H-2k o F+[4,5-b] k"% -2-
A F R

®) 3"- 3,213, 4" Z Bk 5,6 — B (P 1A 4 1, 0.1 g, 0.79 mmol)F ooz
(2 mL) ¥ 95 F F A= 0.071 mL(0.78 mmol)3,5- = AR FELA. AFRETH
HiRAY 16 h BALEAN. #FhEREN(95:5 —H FIR/T B4R 4
YA FE A ARRALAH1(0.015g, & F 10%).

8 'H-NMR (CDCly): 6.96-7.08 (m, 1H), 7.22-7.35 (m, 3H), 7.75 (s, 1H),
7.82-7.87 (m, 1H), 8.18-8.24 (m, 2H), 8.45-8.47 (m, 2H), 8.56-8.58 (m, 2H).

ESI/MS m/e: 432 ([M+H]", CpsH,,F3N;0).

4] 19

N-(4- 8K 2 )-6-(3- bz -4- 2 )-5-0b 72 -3- & -3H-k w4 5 [4,5-b] w7z -2-
#) 3"-£-3,234"- Z Bhekve -50,6'- — B (P 44 1, 0.050 g, 0.179 mmol) &
1-2.-4-F AR K (0.045 g, 0.267 mmol) T B (1 mL)F 495 & P e 1,3-=

F A A AR AL — B T B2 (0.042 mL, 0.267 mmol). f& 50C Fh#iRs4 2h, £

60



200680037194. 6 o 1 E54/821

ERTAHNG, BT ERAF TS (0.035g, & 47%).

8 '"H-NMR (MeOD): 7.34-7.38 (m, 3H), 7.44-7.49 (dd, 1H), 7.67-7.70 (m,
2H), 7.73 (s, 1H), 7.77-7.84 (m, 1H), 8.34-8.48 (m, 5H).

ESI/MS m/e: 417 ([M+H]", C,,H;4CIFNg).

£ 45 20

2-(4- K )-5-vtk vz -3- K -6-wb v -4- L -3H-K = S [4,5-b e

¥oA 3,203 4" -2 FKk2 -5,6"- & (F 1Al 4% 2, 148 mg, 0.56 mmol). 4-
A FE(57.0 uL, 0.53 mmol) A =& }%.(3 mL)4) B H# % H A T A B H Im #k
Z100CHE 6 R, #E, BHREF BLF I CH;CN(2 mL)#: & H 7 Yb(OTH),,
HEAZRTHERLLZRGM 4R, ME, EAZYRLBRNBFEGEREHE
B #T(CH,Cl,/EtOH/A 7K NH3 100:8:1)8A = A £ & & B 4R 69 47 B 154 (27
mg, 13%).

8 '"H-NMR (CDCl;): 7.14-7.34 (m, 6H), 7.40-7.48 (m, 1H), 8.12 (s, 1H),
8.32 (dd, 2H), 8.60 (d, 2H), 8.62 (s, 1H), 9.58 (3. s, 1H).

ESI/MS m/e: 368 ([M+H]*, C,H;sFNs).

) 21

6-(3-F T -4- 35 )-5-0th7% -3- - 1,3 = &-2H-k =k 51 [4,5-b]wbne -2- R

KRB EZH) 1 PAR G FBRFTE, 2 3"-2-3,2"3"4"- Z FKH/"-5',6'-
ZI(FE 4 3), RIFEG EBRAGIFAILS QI mg, 17%).

8 '"H-NMR (CDCl;): 7.10-7.16 (m, 4H), 7.50 (dt, 1H), 7.80 (3% s, 1H), 8.44
(d, 1H), 8.49 (dd, 1H), 8.61 (s, 1H), 8.80 (d, 1H).
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ESI/MS m/e: 324 ([M+H]", C,6H;,CIN;O).
=45 22

5,6-ZwtmE -4-4k -1,3 = S-2H-2k =k 5F[4,5-b]k "2 -2- R

RIBES 1 FHAGAZRFH 423 4" ZBEwR-5.6-2K(F E4 4,
0.048 g, 0.18 mmol) K 4F(0.012 g, =& 23%).

ESI/MS m/e: 290 ([M+H]", C,¢H;;N;0).

%45 23

5-(3- A nE -4- 3 )-6-7hm -4- £ -1,3 = &,-2H-2k 7 51 [4,5-b]ekE -2-FR

RIBEH 1 PHIAMIRE B 3-£.-4,243 4" Z BRebo2-5"6'- — B (F 1A 4
5,0.173 g, 1.06 mmol)32£%(0.024 g, =& 15%).

ESI/MS m/e: 308 ([M+H]", C;¢H,(FN;sO).

3= 18] 24

5-(3-5 b ne -4- 2 )-6-7hmg -4- 2 -1, 3- = S -2H-2K % 7 [4,5-b] ek o -2 - BR)

RBEER | PHEGEEFE, @4EA 3-8-4,2"3" 4" Z BKaboz-5,6'-
(P B4 6), HAFEE EBRGITAIS (T4 mg, 65%).

8 '"H-NMR (DMSO-de): 7.11 (3% d, 2H), 7.35 (s, 1H), 7.41 (d, 1H), 8.41 (5%
d, 2H), 8.47 (d, 1H), 8.54 (s, 1H), 11.24 (% s, 1H), 11.69 (£ s, 1H).

ESI/MS m/e: 324 ([M+H]", C;¢H;oCIN5O).
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45 25
N/
\l N
\>—< >—F
o |N/ N
N/CI

5-(3-R A oE -4- £ )-2-(4- B A IL)-6-7b 7% -4- £ -3H-2K o 51 [4,5-b] 8

B ZH) 5 VAR EHFE, 12128 3-2-4,2"3"4"- ZFKr "2 -5',6'-
ZIE(F A4 6), FIFEG E BKRGITFAAILS Y (68 mg, 34%).

& 'H-NMR (CDCL): 7.15 (d, 2H), 7.23-7.32 (m, 3H), 8.14-8.25 (m, 2H),
8.21 (dd, 1H), 8.49 (m, 1H), 8.51 (d, 2H), 8.58 (s, 1H).

ESI/MS m/e: 402 ([M+H]", C,,H;5CIFN;).,

E ] 26

6-(3- R -4- £ )-5-9km2 -4-F - 1,3- = £ -2H-2k ¢ H-[4,5-b]oI. 7T -2- B

RBEZH 1 FATEGARS B 3"-32-4,2"3",4"- Z BRAb-5,6'- & (F 8 4
7,0.082 g, 0.275 mmol)FK4F(0.021 g, &= & 23%).

§ '"H-NMR (DMSO-dg): 7.13-7.16 (m, 2H), 7.26 (s, 1H), 7.41-7.43 (m, 1H),
8.41-8.43 (m, 2H), 8.48-8.51 (m, 1H), 8.62 (s, 1H).

ESI/MS m/e: 324 ([M+H]", C¢H;oCIN;5O).

F A5 27

N-(6'-B 2-3"-5-4,2':3" 4" Z Bhoibox -5'- 1 )-4- K F BL A
RIEEZH 2, Ha ¥ ATAMARE G 3754213 4" Z FEAb7 -5 6'- — B
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(P a4 7, 0.250 g, 0.84 mmol)A 4-F K F BLHA(0.120 mL, 1.01 mmol)3k 4%
(0.335g, &% 95%). A EF#—F 4B REMA T FT—FHF.

ESI/MS m/e: 420 ([M+H]", C»,H;5sCIFN;0).

H IR b:

6-(3-F T -4- 5 )-2-(4- BUR K )-5-91b 7% -4- & -3H-2k vk 55 [4,5-b]rkR

RIBEF 2, $H b FATZGHES A N-(6'-FHK-3"-3-4,2"3",4"- = Fnik,
-5 4 )-4- FOK F B (0.005 g, 0.8 mmol)#4F(0.099 g, & % 31%).

§ 'H-NMR (DMSO-dg): 7.25-7.28 (m, 2H), 7.41-7-54 (m, 3H), 8.08 (s, 1H),
8.30-8.37 (m, 2H), 8.46-8.49 (m, 2H), 8.54-8.56 (d, 1H), 8.64 (s, 1H).

ESI/MS m/e: 402 ([M+H]", C2H;5CIFNs).

% 4] 28

5-(3- AR -4- 2 )-2-(4- BRI )-6-(3- FrHh v -4- 2 )-3H-2K 7 3-[4,5-b] ok

RBE Y 2 PAARMGKEFE, 248 SRR FTEAL 3-R-3"-A
-4,2"3' A" Z B -506- R (F 1A 4 8)IK AR E A & BRI RS (13
mg, 12%).

ESI/MS m/e: 420 ([M+H]", C2,H,,CIF,N5s).

E 48] 29
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5,6-3 (3- A7 -4-7)-1,3- = & -2H-"k =& F-[4,5-b ]2 -2- BF

REBEH | PHRANIERSE 3,3"-=H-4,2"34"- Z BEabug-5,6'- =B (P
B4 9, 0.029 g, 0.09 mmol)3E4F(0.026 g, =& 84%).

ESI/MS m/e: 358 ([M+H]", C;¢HoC1,N;50).

%41 30

N/|
X N

o LT =0
"

5-(1,3-F o 2 H )-6-tb % -4- 2 -1,3- = &-2H-k & 5[4, 5-b]"bm2 -2-BR

EEHE P 2-(1,3-F-2-28)-3 4Bk -5,6- — B (P 19 4% 10, 0.077 g,
0.3 mmol). N,N-# 2k —=£=£(0.146 g, 0.9 mmol)& = Z#(91 mg, 0.9 mmol)
F NN-—F 2 FELAR(1 mL)F 498 A4 £ 100C, 405, #RAMS
HEAAEALZTFRE., BAKRMERSY T HRAKRES B EKRLEL TR
A RE A & B AR AR A A 40(0.038 g, 45%).

& 'H-NMR (DMSO-de): 7.21 (d, 2H), 7.29 (s, 1H), 8.08 (s, 1H), 8.51 (d,
2H), 11.39 (s, 1H), 11.78 (s, 1H).

ESI/MS m/e: 280 ([M+H]", C;4HoN;0,).

£ 4] 31

5-(1,3-L 7 2- 3 )-6-vtb 72 -4- L -3H-2K 2k 57 [4,5-b]7 o2

FEFHE T 2-(1,3-FB b -2-20)-3,4'- B k"2 -5,6- =B (F [ 44 10, 0.100 g,
0.39 mmol)& & ¥ B2 = Z.#5(0.117 g, 0.79 mmol)F 7k ZE(2 mL)¥F #5444
MM E 140C. HBH 2 DEE, ZRAMAI LA 6 N R AALMKERIE L
RXE pHME 7. B LR LERAMERSY T A0S, TR, EHN
R, BARALBMEKALEAZ T TRUFEZNG EEBKRGFANLASY
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(0.047 g, 49%).

8 '"H-NMR (DMSO-dq): 7.20 (m, 3H), 8.06 (m, 2H), 8.50 (d, 2H), 8.60 (s,
1H).

ESI/MS m/e: 264 ([M+H]", C1sHoN;0).
5] 32

6-(3- AL TE -4- 35 )-5-(1,3- % bk -2- 35 )-1,3- = £ -2H-k 4 5+ [4,5-b] b %€ -2-
)

1R B H| & FE B 30 L9425 B 3-A-2-(1,3-%-2-30)-3 4'-BL b wg -5, 6-
ZJE(F B4 1) & N,N-# A ke 3K 1F(37%).

8 'H-NMR (DMSO-de): 7.18 (s, 1H), 7.31 (s, 1H), 7.47 (dd, 1H), 8.12 (s,
1H), 8.49 (m, 2H), 11.36 (s, 1H), 11.85 (s, 1H).

ESI/MS m/e: 298 ([M+H], C,sHsFN;0,).

4] 33

6-(3- Ao -4- 35 )-5-(1,3-F = -2- 3 )-3H-2K 4 51 [4, 5-b]H "=
KRB H| B FEH) 31 TR 6425 B 3-A-2-(1,3-% = -2-30)-3 4" BE kw2 -5,6-
R (F A4 1) BJR F R = LB RAF(26%).

& 'TH-NMR (DMSO-dg): 7.21 (s, 1H), 7.53 (dd, 1H), 8.18 (m, 2H), 8.50 (m,
2H), 8.71 (s, 1H).

ESI/MS m/e: 282 ([M+H]+, C4HgFN;0).
54 34
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N/l
X N
S
| | =0
N N N
-0

5-(1,3-%F w53 )-6-ob 7% -4- £ -1,3- = & -2H-2k = 5 [4,5-b]etk o2 -2- AR

RBH &4 30 RS A 2-(1,3-B7-5-3)-3 4-Bhwb "2 -5,6- — B
(F B4 12)% NN'-# 2 — k=4 3K 1F(58%).

& 'H-NMR (DMSO-d¢): 6.92 (s, 1H), 7.20 (s, 1H), 7.30 (d, 2H), 8.24 (s,
1H), 8.58 (d, 2H), 11.21 (s, 1H), 11.69 (s, 1H).

ESI/MS m/e: 278 ([M-H]+, C;,HoN;0,).

%41 35

-0

5-(1,3-% vtk -5- 3 )-6-7L "2 -4- AL -3H-2k vk 5F[4,5-b]Rb 2

RBHEZFEH 31 FFENARS A 2-(1,3-%%-5-2)-3,4-Fkrth o2 -5,6- — %
(P a4 12) AR F 8 = T B 3R 1F(66%).

& 1H-NMR (DMSO0-d6): 7.00 (m, 1H), 7.36 (m, 2H), 8.00 (m, 1H), 8.31 (s,
1H), 8.62 (m ,3H), 13.0 (s, 1H).

ESI/MS m/e: 264 ([M+H]+, C;4,HoN;0).

£ 4] 36

-0
6-(3- A -4- 2 )-5-(1,3-F w4 -5- 3 )-3H-2K & 51 [4,5-b ]t e
RBH &5 31 TGRS 3-F-2-(1,3-F vk -5-24)-3 4-Fhok oz -5,6-
—JE(F A 13)BR R T B = LB R IF(25%).

8 'H-NMR (DMSO-dy): 7.17 (s, 1H), 7.58 (dd, 1H), 8.15 (s, 1H), 8.32 (s,
1H), 8.55 (dd, 1H), 8.65 (m, 2H).
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ESI/MS m/e: 282 ([M+H]+, C1,H;FN;O).

=45 37
TR a:

N-(6'-Bic £ -3"- £.-3,2":3" 4"- Z BRobog -5'- 2L )-3- B-4- F A K F b

®] 3"-#-3,283" 4 Z B 50,6 - — B (P A4 1, 0.1 g, 0.356 mmol) T ek
"2 (2 mL) ¥ % F Aihm 0.15 g(0.89 mmol)3-A-4-FEARXFTBA. £ZRTF
MRS MR AR EH AL, FhAIREREN(95:5 —2. Fie/F 85 )41k
FLRAH(0.33 g)vh F AR ESM(0.12 g, &£ 81%).

ESI/MS m/e: 418 ([M+H]", Co3H;7F,N50).

¥R b:

2-(3-#-4-F KR HK)-6-(3- AT -4- 25 )-5-v1k 72 -3- A -3H-2k 4 5 [4,5-b] vk

F 11I8C FAZBHE F Im#h N-(6-F & -3"-£.-3,2":3'4"- = Bt "2 -5'-
H)-3-F-4-F AR T B (0.12 g, 0.288 mmol)-F LB (2 mL) ¥ 49%5%& 16 h, %
KRBT LR A% B AR ER LA LR UEER, AIELTIRAKL.
F AR EMEN(95:5 ZRA T IR/ F 8F)LE LR A vA = A 781544 (0.03
g S F 26%).

& 'H-NMR (CDCl;): 2.41 (s, 3H), 7.17-7.50 (m, 4H), 7.96 (m, 1H), 8.01 (s,
1H), 8.14 (s, 1H), 8.43 (d, 1H), 8.49 (dd, 1H), 8.65 (dd, 1H), 9.57 (m, 1H).

ESI/MS m/e: 400 ([M+H]", Co3H;sFoNs).
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5 15] 38
F I a:

N-(6'-B & -3"-#.-3,2":3",4"- Z BEwbow -5'- 5 )-3- K F Bt Az

RIBEH 6, TR aFARAENIES G 3"-2-3,2"3 4"-ZBkabw-56'-— &
(F1a4s 1, 0.1 g, 0.356 mmol) A& 3-# K F BL#.(0.048 mL, 0.392 mmol)FK#F
(0.180 g).

ESI/MS m/e: 404 ([M+H]", Cy,H;5F.N;50).

H I b:

2-(3- B R HK)-6-(3- A -4- 2K )-5-71 72 -3- A -3H-2R vk FH[4,5-b ]I

IRIB AR 37, HH b P ARG S B N-(6'-HE-3"-£-3,21:3" 4" = Bk
-5 )-3- A K T BLAE K13 (0.035 g, 5 F 26%).

& 'H-NMR (CDCls): 7.20 (m, 1H), 7.39 (m, 3H), 7.60 (td, 1H), 8.09 (m,
2H), 8.16 (s, 1H), 8.44 (s, 1H), 8.50 (d, 1H), 8.68 (dd, 1H), 9.73 (s, 1H).

ESI/MS m/e: 386 ([M+H]", CoH;3FoNs).

545 39

6-(3- A AR -4-2K)-2,5- =tk -3- 2K -3H-9K " F [4,5-b] e
REB 4] 38 BT R 49425 B 3"-£-3,2":3" 4 - Z BRI R-5.6- B (P 19 4%
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1,0.1 g, 0.356 mmol) A& S 8 4Bt & 2 8 3£ (0.070 g, 0.392 mmol) < #(0.025 g,
& 24%).

8 'H-NMR (CDCls): 7.21 (m, 1H), 7.41 (m, 2H), 7.59 (m, 1H), 8.20 (s, 1H),
8.45 (s, 1H), 8.52 (m, 1H), 8.69 (s, 1H), 8.72 (s, 1H), 8.82 (m, 1H), 9.61 (m, 1H),
9.82 (m, 1H).

ESI/MS m/e: 369 ([M+H]", C3;H;3FNg).
41 40
IR a:

N-(6'-B 25-3"-8.-3,2":3',4"- Z Bk oo -5 2 )ik -2- F B

J£ 40°C F An#hotbei-2-F #£(0.114 g, 0.924 mmol). N-[3-(=F &M H) &
EIN-T A s — B T e 3k 82 25 (0.178 g, 0.924 mmol)& 1H-1,2,3-K 3 =k
-1-B2(0.096 g, 0.712 mmol)F DMF(6 mL) ¥ #9345 7%& 1594 . & /& , 4= DMF(1
mL)¥F # 3"-£.-3,2":3",4"- Z BE kv -5 6 - B (F A4 1, 0.1 g, 0.356 mmol) EL
EEZRTREARFREGY. ELRLUBSRKRZEBMMRESY. A 4%HKEK
SANER BT ETIE, HETFHBRMSO)RELM., #FodikiRE
A(90:10 — R F 1/ F B )sh AL SR A M A & A A A4(0.057 g, =& 41%).

ESI/MS m/e: 388 ([M+H]", C;0H,4FN;0).

6-(3- Ao -4- 2 )-2-sb & -2-F 5wk -3 K -3H-Tk ok - [4,5-b]wk R
R EAH 37, $H b PAAENAES B N-(6'-FHK-3"-5.-3,2"3"4"- Z Bk
v -5 )R -2- F BEAR 3R 1F(0.016 g, = & 28%).
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& 'H-NMR (CDCls): 7.20-7.35 (m, 3H), 7.57 (m, 1H), 8.22 (s, 1H), 8.43 (m,
1H), 8.48 (d, 1H), 8.72-8.77 (m, 3H), 9.24 (m, 1H), 9.75 (d, 1H).

ESI/MS m/e: 370 ([M+H]", CoH12FN5).

%) 41

3-[6-(3- AL -4- 25 )-5-9k 7T -3- 2 - 3H-2R 4 FF[4,5-b]HR -2- 2 R F

R EH 38 TR GAR A B 3"-#-3,2":3",4"- Z BAabuR -5'6'- — e (F 18] 4
1,0.15 g, 0.534 mmol) & 3-§ & K F BLR.(0.133 g, 0.803 mmol) K #F(0.11 g,
=& 53%),

8 "H-NMR (CDCls): 7.22 (m, 1H), 7.37-7.45 (m, 2H), 7.72-7.88 (m, 2H),
8.19 (s, 1H), 8.46 (d, 1H), 8.54 (d, 1H), 8.64 (d, 1H), 8.71 (m, 1H), 8.73 (m, 1H),
9.92 (m, 1H).

ESI/MS m/e: 393 ([M+H]", C»3H;3FNy).

48] 42

COQH

3-[6-(3- AR -4- 3k )-5-sko -3- - 3H-wR 2 57 [4,5-b]otb e -2- L K F 8

%) 3-[6-(3- FhmE -4- 2 )-5-rbvx -3- & 3H-2k o 5 [4,5-b]hom - 2- A R F BE
(541 41, 0.1 g, 0.255 mmol)-F THF/7K 1:2.5 &4-#(0.83 mL) ¥ #15& F R An

37%% BA K& (1.07 mL), £ T0OCFhmRbMmA R, EEBTAHE, &

b IR 6 BAR VA A AR S (0.070 g, T E 67%).

ESI/MS m/e: 412 ([M+H]", C23H4FN;50,).

5 45 43

W IR a:
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N-(6'-Fic 2 -3"-£-3,2":3' 4"- = Bé vtk -5'- 2 )& o -5- ¥ Bt A

J£ 40°C TF Aok vg -5- % B2(0.088 g, 0.709 mmol). N-[3-(=F LiEk)A
E]N-T A BT e 2 8 25(0.136 g, 0.709 mmol)& 1H-1,2,3-F 3 ==
-1-8£(0.072 g, 0.534 mmol)-F DMF(4 mL) ¥ ¢9:8%& 15 5-4t. &S , & sm DMF(4
mL)F 45 3" F-3,2"03" 4" Z B -5 6 - = (P M4 1, 0.15 g, 0.534 mmol) B
EERTHHROWREAR., ECRLBERZINERMRELSY. A 4%HKHK
SANKIERBAKTBIANE, BETFBRMSO)EAL., LE#—Fsils
BREHO2)HTFF—FRF.

ESI/MS m/e: 388 ([M+H]", C2oH1sFN;0).

F I b:

6-(3- AT -4- 8 )-5-rth e -3 A -2 vE -5- 4K -3H-2K 4 FF [4,5-b] e

R ER 37, FTB b FATEARSF G N-(6'-FEE-3"#-3,213" 4" = Bkwit
TSR )RR -5- BRI FEAF(0.024 g, 12%).

ESI/MS m/e: 370 ((M+H]", C20H;,FN»).

k5] 44

6-(3- AL -4- 2 )-2-vtb 7 - 2- 2 5wk vE -3- A - 3H-wK v FF[4,5-b]
IRIE A 37 P PR 4925 B 3"- 3,213, 4" S BA I -5,6'- e (P Ml 4
1,0.1 g, 0.356 mmol) & s>z -2-% & £.(0.131 g, 0.926 mmol)% #F(0.006 g, =
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£ 18%).
ESIUMS m/e: 369 ((M+H]", C,H 3FNg).
& # 45
IR a:
S

N-(6'-F 3 -3"-#.-3,2":3",4"- Z BRwbog -5'- 3K)-3- R 7 MR BBt i

A 3-RAF B (0.075 g, 0.48 mmol). X HAAEER N- (= FAK
A)(BH-[1,2,3] =" 5 [4,5-b]tbeg -3- 2 A ) I F A ]-N-F K F4£(0.178 g, 0.47
mmol)& N-Z & -N-F & &£ & -2-4(0.15 mL, 0.86 mmol)-F DMF(1 mL) ¥ 49:&
% 15 24, &5, #hm DMF(2.9 mL)¥F 49 3"-#.-3,2"3' 4"- Z Bt -5',6'- =
Fe(F R4 1,0.11 g, 0.39 mmol) L& T8 FHFRAM 3.5 I of. AT T B
Sk E RRALRASY., FKREREEHEIE, ELTFIEMgSO) LKL,
AE#H— T B EAEWO195 A FFT—FRY.

ESI/MS m/e: 421 ([IM+H]", C2;H,4CIFNGO).

B I b:

2-(3-F b m -4- 1 )-6-(3- R 4- 25 )-5-othng -3- L - 3H-sk 4 FF[4,5-b ]t

B EY 37, FHb FHRNAES H N-(6'-k-3"-#-3,2"3,4"- = Bk
e -5-)-3- 2 R AR BE AR K AF(0.030 g, ~ & 16%).

& 'H-NMR (CDCls: 7.19 (dd, 1H), 7.31 (t, 1H), 7.57 (d, 1H), 8.25 (m, 2H),
8.42 (s, 1H), 8.47 (d, 1H), 8.57 (dt, 1H), 8.73 (d, 111), 8.82 (s, 1H), 9.11 (s, 1H).

ESI/MS m/e: 403 ((M+H]", C,,H,,CIFNy).

15 46
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N-(6'-F . -3"-£.-3,2':3' 4"- Z Beotmg -5"- 20)-1- F F - 1H-ok v -5- F Bb A

REB R 41, TH a PAAEGERAE B 3"-#-3,234"-Z Kok -5'6"-—=
BE(F A4 1, 0.15 g, 0.534 mmol)& 1-F K -1H-2k=-5-% 8 (0.088 g, 0.694
mmol)#E #F(0.040 g, = F 19%).

ESI/MS m/e: 390 ([M+H]", C2H6FN,0).

H 3 b:

6-(3- AL -4- K )-2-(1- F A -1H-2K v -5- 2K )-5- b 92 -3- AL -3H-2K vk JF
[4,5-b]keE

F 118C FAZFBHF F i N-(6- &4 -3"-£.-3,213" 4" = BEwt 7z -5'-
£)-1-F A -1H-2k o -5-F 8L (0.040 g, 0.103 mmol)F Z 8 (1 mL) 7 #443% 16
h, RLER Ll 4% 5 BAMKERLA CRUBER, ANETRE
HAE VA AR A (0.022 g, & 58%).

ESI/MS m/e: 372 ([M+H]", C0H.FN»).

15 47

6-(3- AR -4- 2 )-5-vk 72 -3-3L - 13- = £ -2H-2k 4 5T [4,5-b] "% - 2-F B
F 80C FAEHE Fhnik 3"-£.-3,23 4" Z BAobmw -5,6'- =B (F A4 1,
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2 g, 7.11 mmol). 1,1"AAAEI —okm(2.54 g, 14.22 mmo) A = L& (2 mL,
14.22 mmol)F THF(30 mL) ¥ 495 %&. 6 &, R4k 2 Hid ik B4R,
¥ A NHCl KRB KA BAEFLTIRAF 4 24 EBRGIFANLED
(2.03 g, 88%).

8 'H-NMR (DMSO-d): 7.31 (dd, 1H), 7.49 (dd, 1H), 7.58 (s, 1H), 7.64 (dt,
1H), 8.39-8.48 (m, 4H).

ESI/MS m/e: 324 ([M+H]", C1¢H;0FNsS).

F B b

6-(3- TR -4 B )-2-(F AR AR )-5-atho -3 A -3 H-K ik 1[4, 5-b] o

F 0°C F AR AT ¥ £4L4h(0.098 g, 2.45 mmol)F DMF(5 mL)¥ 49 60%
BT R b RIF R 6-(3- Bk R -4- K )-5-0h v -3- K -1,3- = A -2H-2K 4k F[4,5-b]
b -2-#ER (0.6 g, 1.86 mmol)-F DMF(15 mL) ¥ ¢4 &% & . 125 & 0C T
30 44 B4 % % 75 m DMF(1 mL)F 4982 F 5£(0.116 mL, 1.86 mmol). ¥
B BRAMABETRAIEHE 2.5 M. EREYRYE LR HEREREN
(150:40:5 =5, % 42/ ¥ 82/NH3) 440 vA 5 2 44 (0.34 g, =& 54%).

8 'H-NMR (DMSO-d¢): 2.74 (s, 3H), 7.309 (dd, 1H), 7.51 (t, 1H), 7.66 (dt,
2H), 7.98 (s, 1H), 8.43-8.47 (m, 4H).

ESI/MS m/e: 338 ([M+H]+, C17H12FN5S)0
K45 48
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1-[6-(3- B2 -4- 2 )-5-op 7% -3-FL -3H-ok 4 FF[4,5-b] Ko -2- B |- 1 H-wth
-4-F B B

F 120C F A Z 2% P Io i 6-(3- A2 -4-3)-2-(F LA )-5-mbow-3-2%
-3H-=K ¢ 57 [4,5-b]# 2 (£ #] 47,0.1 g, 0.3 mmol). 1H-#t=-4-F 8 T #5(0.125
g, 0.88 mmol) & 5 B2 £7(0.164 mg, 1.18 mmol)-F DMF(2 mL)¥ ¢95% & .2 R &,
BTN RE LB SRR EREN(100:8:1 =& F I/ T B/RK) st R4
oA JE A ARRRAL A (0.034 g, £ 27%).

ESI/MS m/e: 430 ([M+H]", C2,H FN50,).

¥ 3K b:

A
gl

COOH

1-[6-(3- A -4- 2 )-5-vth g -3- AL -3H-2K » 3+ [4,5-b]ot e -2- 2 - 1H-vth et
4-F BR

€ 1-[6-(3- A ~4- 2K )-5- %% -3- 2k -3 H-2K 4 F[4,5-b] ot -2- 38 )- 1 H -7k
vk 4-F BR T B8(0.022 g, 0.05Smmol)F THF/Z. & 1:1 A4 (1 mL)¥ 695& F
Fedn 2N B EAAKE R (0.05 mL). £ 60CF Anthitédy 2 ot BHE4H A 2
N B BAREE L P fo. AR ALK LG BAFEBR(SCX)LAH RS W,
BEANKGEDLR T E/RKO:)ES A FAEFHALESHO0007 g, F&F
29%).

ESI/MS m/e: 402 ([M+H]', C20H,FN;0,).

% 1 49

6-(3- Lt 7 -4- £ )-2-(1- F E -1H-vtb o -5- 5 )-5- 0k o2 -3- & -3H-sk ok FF
[4,5-b]#k7E.
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R T 41 P AT GA2 R B 3"-#0-3,2":3",4"- Z BAR o -56'- e (R ) 4
1, 0.2 g, 0.71 mmol). NN-=3F T A &4k —BL £ (0.19 g, 0.92 mmol).
1H-1,2,3-3K 5+ = »-1-8%(0.099 g, 0.73 mmol)& 1-F F-1H-=k=-5-F #(0.116
g, 0.92 mmol)’&#7(0.012 g, & & 24%).

ESIUMS m/e: 372 (IM+H]", Co0H14sFN5).

% #1 50

6-(3- AT -4- 2 )-2-[1-F & 3-(Z A F A )-1H-wtb ot -5- 5 ]-5-0b 72 -3- &
-3H-2k " 51[4,5-b]l e

1R BB L5 41 P AT G9AZ A B 3"-£L-3,2"3",4 - Z BRI eE 5,6 - (R ) 4
1, 0.085 g, 0.30 mmol). N,N'- =3 & &I BT 8 (0.074 g, 0.36 mmol).
1H-1,2,3- F = »4-1-8£(0.042 g, 0.31 mmol)& 1-F 2-3-(= & F 2)-1H-vtb =
-5-¥ 8£(0.071 g, 0.36 mmol)3K4F(0.017 g, =& 24%).

8 1H-NMR (DMSO-d6): 4.45 (s, 3H), 7.33 (dd, 1H), 7.55-7.59 (m, 2H),
7.71 (dt, 1H), 8.31 (s, 1H), 8.48-8.50 (m, 4H).

ESI/MS m/e: 440 ([M+H]", C2H,3F4N>).

=45 51

6-(3- BT -4- 28 )-2- B E - 5-h g -3 F -3 H-2K o 51 [4,5-b] ik
F 100C FAZFHE T 6-C-RA"E-4-3)-2-(F L AA)-5-b7 -3- 4
-3H-=k vk F-[4,5-b]eree (£ 4 47, 0.05 g, 0.15 mmol) T B (0.5 ml) ¥ &9 5 & Au
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30 NEF. RAEANBAAGH—F B AALWO.05 )R FFT—F %K+,
ESI/MS m/e: 322 ([M+H]+, C16H12FN7)0

N
T
A\
el
N N
H

2-(3,5-= F H - 1H-wb v - 1- 25 )-6-(3- AT -4- 2 )-5-vh e -3- - 3H-=K =k 5
[4,5-b]kez

F 80°C FAFHP P 6-(3- A2 -4-2)-2-B 2 -5-nb7 -3- L -3H-wk v
F[4,5-b]22.(0.05 g, 0.15 mmol). /R K¥%-2,4-=F74(0.016 mL, 0.16 mmol) & &
BR K% T 85 (1 mL)F #938R hndk 16 N0, P A8 pH 14 4 4 35 by 3%
FAEHT (R TR e ALHL IR A VA = A AR #1(0.015 g, & & 25%).

ESI/MS m/e: 386 ([M+H]", C;;H;6FN,).

545 52
H IR a:

N-(6'-B £ -3"-£.-3,2":3' 4"- Z BEwikng -5"- 2 )-1H-1,2,4- = » -3- 9 BhJe

ERATHIE 1H-1,2,4-=78-3-F 8(0.072 g, 0.64 mmol). - ABEE
N-[(= ¥ £ A £)(3H-[1,2,3] =% 5 [4,5-b]# 2 -3- A R AT F A -N-F 24 ¥4
(0.243 g, 0.64 mmol)& N-Z 3 -N-# A& &-2-8(0.205 mL, 1.17 mmol)-F
DMF(1.5 mL)¥ #97& 15 o247, & /&, &/ DMF(3 mL) ¥ ¢4 3"-#.-3,2":3',4"-
Z AR -5 6 - B (P A4 1, 0.15 g, 0.53 mmol)ELE IR FHFRESY 20
NBE . RA R BLFE AR BB EAT(90:10 — & F 5/ T B2 ) sk AL iR A 4 v
AR RALA 0 (0.070 g, FE 35%).

ESI/MS m/e: 377 ([M+H]+, CsH;3FNO).
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6-(3- AL -4- 2 )-5-vtb 77 -3 4k -2-(4H-1,2,4- = » -3-2)-3H-sk = 5 [4,5-b]
A

F 120C FAFHE b o N-(6-F 2 -3"-R-3,2:3"4"- = FLoth 7= -5'-
#)-1H-1,2,4- = »-3-F BEA(0.070 g, 0.19 mmol)F LB (2.5 mL)F 495 18
h, AL SR LIEHAY BT E U LB R 4%K B 840 KERT . [LIEATH
AR B AR e A S P TR A ARRAL S 4(0.039g, & 59%).

8 'H-NMR (DMSO-d¢): 7.33 (m, 1H), 7.56 (m, 1H), 7.69 (m, 1H), 8.13 (m,
1H), 8.47 (m, 4H), 8.69 (m, 1H).

ESI/MS m/e: 359 ([M+H]", C;sH;,FNp).

545 53
T a:

6-(3- BLPLE -4- 25 )-2-(F A AR BE 3L )-5-ntk o2 - 3- 2L -3H-2K 72 51 [4,5-b] oo

F 0CF @& 6-(3- AR -4-5)-2-(F AR A )-5-7 92 -3- FL -3H-2k v 5
[4,5-b]"eZ (E4) 47, 0.096 g, 0.285 mmol)-F DCM(6 mL)¥ #9:&& F ik in 3-
AKX AT E(0.128 g, 4L/E 77%, 0.570 mmol). B RA4id E £ iR Bt
¥ 16 h, 1£RA WK% B 3% G E A AT (K T = £ AT
(0.040 g, *# 38%).

ESI/MS m/e: 370 ((IM+H]+, C;7H;,FN;50,8).

W b:
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6-(3- AT -4- 2 )-2-"G ok -4- K -5 -mb v -3- Ak -3H-sK e 51 [4,5-b]etkee

T 120C FAZEHE T3 6-G-Arig-4-4)-2-(F Eaxdiih)-5-2-3-4
-3H-=K " 5[4,5-b]7t"=.(0.025 g, 0.068 mmol). “Z#k(0.024 mL, 0.268 mmol)F
ZEB(0.5 mL)F ¢ iR R TR . ALK AR BLAE G AR ETEN(95:5 =R
W/ F B )4 B A A A F A AT A4 (0.011 g, & F 44%),

ESI/MS m/e: 377 (IM+H]", C20H7FN4O).

5 4] 54

O

6-(3- AR -4- 3 )-2-9k R - 1- 2 -5-mb o' -3- A -3H-K 4 51 [4,5-b R

F 120C F A FHE F Ik 6-(3- Ao -4-25)-2-(F 2R ALAL)-5-9k7e-3- 44
3H-2 "¢ H[4,5-b] 2 (5 #) 47, 0.05 g, 0.15 mmol). 9&%Z(0.052, 0.45 mmol)
BRUBT_FX(1 mL)P &Rk, 2 RE, REMNALLFEHAREREN
(95:5 — R F 5/ F B85 ) 4b AL HLIRA M vl & A AR A4 (0.03 g, FF 54%).

ESI/MS m/e: 430 ([M+H]+, C,1H oFN).

245 55

6-(3- g rhnE -4- 2 )-2-(4-F ok B -1-20)-5-7tk 7 -3- 2K -3H-k vk 7 [4,5-b]wk

1R BB 2] 57 F AL 9325 B 6-(3- Bt -4-20)-2-(F AL AR K )-5-nt w2 -3-
A -3H-sKed 5[4, 5-b]oe (5 41 47, 0.1 g, 0.3 mmol)& 1-F k"2 (0.117 mL,
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1.05 mmol)3£#%(0.045 g, =& 55%).
ESI/MS m/e: 390 ([M+H]", C2;HFN,).
4] 56
H 3K a:

[6-(3- FLrt o -4- 25 )-5-vtk o -3- 2L -3H-oK i 5 [4,5-b e - 2- A e R T BR T

RBEH] 19 F i 64425 (RJZAT 18] : 20 h) & 3"-#.-3,2":3",4"- Z BK "=
S56-—Re(F E 4 1, 0.15 g, 0.53 mmol)& 5+ AL &k (isothiocyanatido) 3 BR T
B5(0.094 mL, 0.8 mmol)3£/3(0.175 g, = % 87%).

§ 'H-NMR (CDCls): 1.37 (t, 3H), 4.37 (q, 2H), 7.23 (m, 2H), 7.70 (d, 1H),
7.81 (s, 1H), 8.39 (m, 2H), 8.51 (d, 1H), 8.57 (m, 1H).

ESI/MS m/e: 379 ([M+H]", C1sH;sFN¢O»).
F IR b:

N
D—NH,
N

6-(3- AL -4- A )50 -3- A 3 H-ok e 1 [4,5-b] b e -2- %

F 110°C F An & [6-(3- AL -4- 2 )-5-stb o2 -3- 2 -3H-k =k 5 [4,5-b] b %
2-FE )R FER LE5(0.175 g, 0.46 mmol). EAAL4F(0.17 g, 3.01 mmol)F &
2-BE(2 mL) P 69 %k 24 h, AL R BFE & E AR BEAT (K SR LALHLIRA W
(0.38 g)¥h = A AR H(0.08 g, F&E 57%). |

8 '"H-NMR (DMSO-dy): 6.98 (s, 1H), 7.26 (dd, 1H), 7.42 (m, 2Hj, 7.62 (dt,
1H), 8.36-8.41 (m, 3H).
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ESI/MS m/e: 307 ((M+H]", C1¢H,,FNg).
=45 57

6-(3- AR -4- 2 )-5-7tR -3 2-[3-(= A F &) K F A ]-3H-2k % F[4,5-b]
A7

1R BB 2 45) 37 F AT iR 9 A2 5 B 3"-20-3,213",4"- Z Bheth e -50,6"- — e (F [E] 4%
1, 0.1 g, 0.356 mmol)& [3-(= & F &)X A ] LB (0.075 g, 0.337 mmol)3KiF
(0.026 g, & 42%).

& '"H-NMR (CDCl,): 4.47 (s, 2H), 7.04-7.11 (m, 1H), 7.25-7.60 (m, 6H),
7.66 (s, 1H), 8.04 (s, 1H), 8.26 (d, 1H), 8.40 (m, 1H), 8.46 (d, 1H), 9.31 (s, 1H).

ESI/MS m/e: 450 ([M+H]", Co4H;sF4N;).

£ 45 58

6-(3- A -4- 3 )-2-(2-F A T AL)-5-7tk 92 -3- A 3 H-2K " FF[4,5-b]H 7%

I8 ) 37 % BT E 692 A B 3" F-3,213 4% S BE TR -5 6 RE (F 1) 44
1,0.1 g, 0.356 mmol)& 3-# & #& Bt $.(0.080 mL, 0.534 mmol)#% #F(0.060 g, &
£ 49%).

8 'H-NMR (CDCls): 3.24 (m, 4H), 7.11 (dd, 1H), 7.20-7.33 (m, 6H), 7.46
(d, 1H), 8.04 (s, 1H), 8.40 (d, 1H), 8.45 (d, 1H), 8.49 (dd, 1H), 9.23 (s, 1H),
12.76 (s, 1H).

ESI/MS m/e: 396 ([M+H]", CoH,sFNs).

% %) 59
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6-(3- AT -4- 2 )-5-b 77 - 3- 2 - 2-(2-vtb - 3- 2k T K )-3H-sk =k 5 [4,5-b]otk

R A 41 P ik 6942 5 B 3"-#0-3,2":3 4" Z Bhek e 56 - R (F B 4
1,0.1 g, 0.356 mmol)%& 3-wt"2-3-3 A #(0.070 g, 0.463 mmol)# 1F(0.02 g, *
£ 59%).

§ '"H-NMR (CDCls): 3.29 (s, 4H), 7.23 (m, 3H), 7.61 (d, 2H), 8.00 (s, 1H),
8.37 (d, 1H), 8.40 (d, 1H), 8.45 (m, 1H), 8.52 (d, 1H), 8.54 (d, 1H), 8.65 (d,
1H).

ESI/MS m/e: 397 ([M+H]", C23H,7FNg).
5 451 60

2-[1-(4- R F )T 1-6-(3- Arth g -4- 5 )-5-w "2 -3- 2L -3H-=K » F[4,5-b]
L

IR EE ) 41 P B R 6942 5 B 3"-£-3,2"3" 4 - Z BRI -50,6"- Bk (T 18 4
1,0.15 g, 0.534 mmol) & 2-(4-8 KK )R 4 (0.128 g, 0.694 mmol)FK4F(0.035 g,
JFE 52%).

§ 'TH-NMR (CDCl): 1.91 (d, 3H), 4.51 (q, 1H), 7.08 (m, 1H), 7.30 (m, 5H),
7.39 (m, 1H), 8.07 (s, 1H), 8.28 (dd, 1H), 8.41 (d, 1H), 8.47 (d, 1H), 9.24 (d, 1H),
12.58 (s, 1H).

ESI/MS m/e: 430 ([M+H]", C,4H;,CIFN;).

547 61

P a:
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4-[2-(6'-F A -3"-R-[3,253 AN R -5 R FBAA)- TR R T RE
=T B

o STT/82)

RBEY 41, T a FPAAMNESH 383,213 4"- ZFR17E-5,6'-=
Be(F 184 1,0.15 g, 0.534 mmol)& 3-[4-(% = T RLAKI)F AR (0.174 g,
0.694 mmol)#4%(0.135 g, = % 49%).

ESI/MS m/e: 514 ([M+H]", C2oH,sFN;05).

I b:

4-{2-[6-(3- F\ -2 -4- A )-5-o o2 -3- R 3H-2k 4 HF [4,5-b] e -2- K ]- T
HY-EKF 8

F 118C FAEZHE Pk 4-[2-(6-F £ -3"-#-[3,2;3 4" Z Bz -5

AP o A)-CR]-AFBHRE =T A8(0.135 g, 0.263 mmol)F T (2 mL)¥F
497%8% 16 h. AL BN LRI LR TEE, LFH AR BRELF LA 4%
B A AN RIS R R B TFIRA AT EH(0.08g, &F 69%).
ESI/MS m/e: 440 ([M+H]", C,5HsFN50,).
£ #] 62

NG H
S—N
" <\/ \>
—
6-(3- AL -4- 2 )-N,5- = wtb e -3- 2L -3H-K =k 3 [4,5-b]H e -2- %
®) 3"-.-3,213" 4" = Bk mR -5 6 - B (F 4 1, 0.1 g, 0.356 mmol) & 3-
F AL A (0.06 mL, 0.534 mmol)F LB (2 mL)F &9 F ke 1,3- =5
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A R B I B2(0.083 mL, 0.534 mmol). £ 50C Fh#Re42h, £EF
BTRIHE, BEMNAL., FHEREEEN(95:5 ZRAF b/F 81 )tk
A vh 5 A FF AL A (0.045 g, FF 33%).

ESI/MS m/e: 384 ([M+H]", C;;H4,FN,).

% 4] 63

N-(4- B K £ )-6-(3- AR -4- £ )-5-b 7% -3- & -3H-2% 4 H[4,5-b] k7%

R B AR 62 P Pk e9AR 5 § 3"-£-3,2":3",4"- Z BRI -5',6'- = e (F 19 4%
1, 0.15 g, 0.534 mmol)& 1-#.-4-FFE L 5(0.082 g, 0.534 mmol)3K1F(0.048
g, & 49%).

§ '"H-NMR (DMSO-d¢): 7.19 (t, 2H), 7.30 (dd, 1), 7.47 (dd, 1H),
7.63-7.69 (m, 2H), 7.80-7.87 (m, 2H), 8.43 (m, 4H).

ESI/MS m/e: 401 ([M+H]", C,,H1,F,Ng).

£ 1) 64

H IR a:

COOEt
4-[6-(3- B -PHh o -4- 35 )-5-7 o -3- 2L -3H-wk m FE[4,5-b]otuE - 2- A Bk AR ]- 3K
¥ 82 LB
IR BB A5 62 F Frik 4942/ B 3"-#.-3,2":3" 4" ZBEeeR -5 6'- e (9] 4
1, 0.10 g, 0.356 mmol)& 4-F AL H AR F L LES(0.111 g, 0.534 mmol)k 17
(0.120 g, = & 74%).
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ESI/MS m/e: 455 ([M+H]", CosH;sFN¢O,).

F IR b:
N\>_n
N
COOH
4-{[6-(3- Ao -4- 2 )-5-7bng -3- 2 -3H-K vk FF[4,5-b] ke -2- A e A VK
W AR

®] 4-[6-(3- AP -4- 3K )-5-7 %% -3- AL -3H-oK v H[4,5-b ]k e -2- A IR AR ]-
F P B Z85(0.120 g, 0.264 mmol)F Z85(3.5 mL) F 495 F fidm 2 N S AL
KR 0.53 mL). AF B THERAWIGRELEE A 2N 4B KRS L
P A, A SR ELAL R A 4(0.18 g)3F d 1 A8 A AT (K TR SRR A 4 VA
FAARFEALA(0.02 g, FE 18%).

ESI/MS m/e: 427 ([M+H]", C23H;sFNO,).

% 4] 65 |

6-(3,5-= AU ~4- 25 )-2-(4- B AR AR )-5-vtk o -3- L -3 H-oK b 5 [4,5-b] ot oE

IR 37 FRrR A A 3,5 f-3,213 4" S BAILIR 45,6
(F @45 14, 0.10 g, 0.33 mmol)& 4- AR F Bt K £.(0.059 mL, 0.5 mmol)&K4F
(0.037 g, % 20%).

ESI/MS m/e: 404 ([M+H]", C2,H;,F3Ns).

5= 45) 66

F I a:
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4-[6-(3,5- = AR -4- B )-5-7tb o -3- L -3 H-2K vk 57 [4,5-b]b e -2- B ) R F
B ¥ B8

RG] 41 FHAGIESH 35" #.-3,213 4" ZBRob R -5',6'- — %
(F a4 14, 0.10 g, 0.33 mmol)& 4-(F £ # £)K F#(0.078 g, 0.43 mmol)
FKAF(0.050 g, =& 70%).

ESI/MS m/e: 404 ([M+H]", C»,H;,F;N5s).

4-[6-(3,5-= b -4- & )-5-7b 72 -3- 38 -3H-oK v 1 [4,5-b]me -2- K IR F
B

®) 4-[6-(3,5-= AT -4- 2)-5-mbvw -3- K -3H-mR 4 SR [4,5-b]b iR - 2- R K
% 8 F #5(0.05 g, 0.11 mmol)F Z8F(1.1 mL)¥F &9 & F Rhn 2 N 2 ALK
2 (0.11 mL). £ 60°C FAniRa4p 5.5 0F B34 A 2 N 3 B/KIERE
¥ e, REFRL AL RAE N EF KT, RH R B4R BT IR
VA A ARRRL A (0.04 g, & & 76%).

& '"H-NMR (MeOD): 7.41 (m, 1H), 7.86 (m, 1H), 8.22-8.33 (m, 5H), 8.42 (s,
2H), 8.50 (s, 1H), 8.57 (s, 1H).

ESI/MS m/e: 430 ([M+H]+, C23H13F2N502)0
4 67
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6-(3,5-— FAET -4- 2 )-5-9b 5 -3- 2 - 1,3- = £ -2H-2K & 5 [4,5-b]rib iR -2- B

F 80C FAFHE F ik 3",5" = £-3,23',4"- Z BRotbo -5',6'- — & (F 14
4 14, 0.045 g, 0.15 mmol). N,N'-3 & —=k=4(0.1 g, 0.6 mmol) & = Z f&(0.084
mL, 0.6 mmol)F THF(1.5 mL)¥ 69i&&. 72 1 85, RS AEH AL B B
R, FE A THF 3o B-F R4 &= A FRHAL44(0.029 g, & & 59%).

5 '"H-NMR (DMSO-d¢): 7.30 (dd, 1H), 7.44 (s, 1H), 7.61 (d, 1H), 8.38 (d,
1H), 8.46 (dd, 1H), 8.50 (s, 2H).

ESUMS m/e: 326 ([M+H]+, CicHoF,N;O).

aodh FE B 1

HAB VL T B 4] & 50,000 NRE, H & G4HF 100 mg 5-(3- AR -4-
H)-6-b 52 -4--1,3- = S -2H-2K vk 3 [4,5-b] b2 - 2-BR (7 M A )

& MR A 5Kg
B Er ey’ 10 Kg
BRAIR — A AL A 0.1 Kg
EREH 1 Kg
YL T 02 Kg
25
2 60 B f&iao L Ay, AR L EASZRSEFHIALE 50,000
AR IR &

285 = 45) 2
B oA FELF 414 50,000 MR E, 4 8 4H 50 mg 5-(3- A HT -4-4)-6-
whuE -4-3 -1,3-= £.-2H-k 4 #[4,5-b]brE -2-88 (F AR A):

E MR A 2.5Kg
oah A 1.95 Kg
AT IR 9.95 Kg
BY i 0.4Kg
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RIS BT M = B4

0.1Kg

Rk — B ALAE

0.1 Kg

2/

A BAFEIER 06 mmILBRHHEN, BEFLELSERLSETR
420 H-4F B 9 mm FA R4 A F kLR R 300 mg 42 . 4R R AR AR

B 18] 4 #9 3 44F,
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