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Je;

2-[7-3,4-= F SUA-F )R 5 1,2-c] R -5- B KA ]-5-F R4
AT BeAE;

2-{7-3.4-= F FA-F AL )-Hee H{1,2-c]HR-5- R AL KA 8

5 i
[7-(3,4-= F fh- K H){1,2,4] = SF[1,5-0] F7%-5- 24 ]-(1H- 73] o -
6-20)-BtAk; |
4-RH-2-[7-(3,4- = F Fh-F ) A eI [1,2-c] R -5- A RA- K
T BLB
10 (7-(3-F RAE-A-[Q-F RA-TH) T E-RE]F )Rk [1,2-c]

HR-5-2)-(4-F - )
[7-(3- F fAh-4-wGok-4- - )-ok ok FF[1,2-c] o -5-A -2 T K
A1
Q- F - KR )-(7-3-F RA4-[2-FRE-TA)-FA-AA]-
15 FA)- oo I [1,2-c1oR -5- 1) Bk
2-[7-(3-F f A 4-whuk-d- - F -k 5[ 1,2 -5- % R A -
posfdi R
2-[7-(3- F K -4-"Bopk-4- J - B )-wkoo JF[1,2-c] B "% -5- £ |-
T BLMe;
20 (2-F BBtk -E B )[7-3- F RA4-Bak4- K- )2k 5 (1,2-c]
oSk )
4-[7-(3-F Bk -4-rBoph-d- - A )-oKe - [1,2-c] B -5- B AR -
B,
[7-(3- 7 fudk-4-rdhoik-d- - 2 )-okodt 3 [1,2-0] 02 -5- 2 )-(4-F A,
25 A-F )R,
2-[7-(3,4- =9 - AL )R H{1,2-c]Fr-5- R R BB,
BHEEERMAERLAFAER, RAERF ETHRINE,
A& g X (DAL S-4h R 3 3 T v 3Bl T &9 5 ik [A]-[F1# & (2
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IR T i 855 i),
[A] A Fited(la)sk it 2

N~ SN
R’J[;;;L\‘gJ\\[:::}—Ra

5 AP REERZL; 1450, 12, RV C-Colnsk; ROH A
FHEH 1 28/ 32 LA THRERAL, &F8. OMe, FA. X%
Fa/ B GBAX,, B He T AEB T &6 5 k4%

(Ta)

NH,
NC 3 NG 2 Nj\N
R™ + MeCN —> R® | -
Z
HN -
1 2 3
. R" 1"y
’R ’

Hz RrR® R”

6
4

s £ b
a
5

ot 1 BPERBRARG KT, THAFL" SR THBFR
10 7 ik LB A KR 4
TRES M. FRABRRGELAN. FRRAGREAR. =
PERE AR AR A M X R LR ABEA SR AR | A5 X
(Uay bt /e C-7 415K ) 641684
o4 2 5 /) CH,CN 69 1A & T 54064 1 R E 4|4, &+ CH,CN
15 1A & T Flablde LDA K32 LB KAF. L R EBER 640
L& X THF ¥ F-78CEF R THERL AL,
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10

15

[ IBRS 2B AT, 1R 2 AR AR B F] P Ao
B R4 &4 3.

Tl it A4 3 #1& RUA C-Co e ad 4. T4
T#HATIRAAM: EAEERT, EBAAET, FlleAismise NaHCO; £
Na,CO,;, RA MBI = The, EAIERER F A A R F%e CHl.
CH,I. C,HBr #= CH,Br & 32444 3, & FEHE% 2 ) 2T A,

TUAM 2-5 B F QK CB(H4eif LB R LEB(H 40k T
HEOR T E R AL BI04 4, A5 &ALA4 5. 44T £ THF-
K Andh 3 B EER AT L R

KA, AP 4 TH g REXLFRHLE, REERRL
B X(Ibe-h & 2 BRARAEH .

oty 6 A FIF = BALL e 5 HI4F.

[B] *TvA R & A4 X A18 138 My =545 Lk X(la)4g R, Mm4l
T R(Ib) o4

Rn'
|
S(O)

3y

l N
E AN
N/‘\/k©_\au
(Ib)

H£bp ROHAEFEMN 1. 2 /R 3 24 ELERARL, OFEERE
F SO,R¥(£ ¥ R 5k & X —%).
[C]¥F 4R E—F R E AL
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VA _EAbe-4(Ta)F(Ib) =T 7K AR G- A A T 8 F R4 S-4 7:
X
i N~ SN
[././
N RSB (EX Rso’)

£ RYFRYE LR 7 L —5.

SRR 4 Fits7: ETBRRCETRAE 2-5 BRAEH(F%
5 NaOH 2 KOH)#4 7k i% 4k 2 4644 (1a) X (Ib) ] B Am # 5-6 N B

A4 (1a):

A,

l N
[ AN
N Rao (_\T’X‘ RSO,)

(EF L ABEARA, ETAHFRERT, Fli. £,
Co-Cp FHAABBEINL, HlHoRXpBtil. KB Adst ¥ Rasa
10 A C-C i AsBal, HleFARBELF), ETUAKEY T
FabeiE 44 B4R (4] 3= POCL,. PCl. SOCL, %) 48 & 44 55 B8 2K, £ 10l
A AT 447,

(7)

(ITa)
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[D] A F 414 X(Diea-4 ¢y X(Ub) F H 4RIt 2k o938 A ) &7 %

mN//‘\%\G
Rao
(IIb)

5 AP RYWL & AR 2.
Kb 7T AR A T 89 B8R
|

i cl i

Li
SRR O Y

)\) 2 F HZN\N F
cl R cl H R”

9 1.0 R” 11
N
RU

X NL

—— NI—"N N e Nl
N R
. 12 | 13

bt 10 T A 2,4- — RSB (A 9)5 55 AR42 XA B 414,
FRATAETAELEFAGH) e Cl. Br. DEREAE R, L&
10 BRL e fe B VA F| (] 4o LB X, THF)F £-78°C £ S0CR A 5-24 /T,
(FAEHTRARE L= & RBBENS EAEBNF A K. )
i 11 3T Fl4ba-4h 10 5oRE-B 3 T B3 69 57| (F) 2o
CHCL,. THF %)% K g %14, E R TRt 10 5 530 484
AKA B 2R KK B £ CHCL, 3, THF & /£ 0°C-100C RRL 5-24 I .
15 bty 12 TTAAALAY 10 5L8BMRBREERZEE&. LER
FL T AR B 3R BRBEAE Ay A 42 50°C-200°C R Az 3-20 B,
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bty 13(HF L=$ASmARBEL)TAREY 12 548
L 64 AR B R A ARG AT T R #4
feodp 13(EF L= £)T A Ao 12 56 LR (F]3e
POCl,. PCl;. SOCL ¥)E#tHFETRE &, LARE LR E
5 LM ({2 R FRTF )2 A RALFE AR & 3-5 e,
[E] 4bb-4h(le)sk 2 2 -

R"

)y @
A
R (Ie)

#d RIL RP#A Y ¢4 L E#, R'A$-0R!. -NHR!", -SR"", -

SO,R", -SOR'#-NRPZPRE(f£# R!. R?F RE G XLR; BT R

10 feh C-Cokek, RS RY 48R)), BM&4l&HT: #leig@ X (1)
e X 2

Y*W;LN
/)\/k
RJKN & R*

F£F Y. R’ R L 92X R ],
5138 X (UDfa-#r 3 A 2 R R A7
15 HR" (111)
iR BN RME R AL EAK], QiEFReBEE, FlleTFERT
B, BA, ¥l ihx. CEBAFAWEKH(THE);, F5BL, #leX,
WRF TR L, SlleTH; BEE, i T4 FHEDME)
Fa WA LB, BARE, Hlm_FEIR, ARLTER.
20 A iR F AR X DA A 318 w42 A XUDA-4

(IT)
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R 1/5-5 BR, Rk 1/2-2 BR.

BB EARER AR YLERT, RLRERTHZX
)% 10°C-200°C, 4kik#y 20-100C, KR &F#AT 30 4475 48
JNEF, ik 1-24 R,

fe— 3 B P AR AT BB R TR, X BB AR K6 ELIEAR
4B S AW o EAAA R EALAT; Bl BBEAL M 4o T BR4A X LB 4N,
Wl B B R o BB R RRAAT; BRBR o B B 4 R AR BLAT
VA BB BE BB o BB R AN A BR A 4T, A Z TR,

[F] sk, AT e X(IDkd%:

CR11R14R15

Sy
R/ENMR’ (I£)

#£¢ R2 R R!. R"#F= RP 9L F L, BThA A4
¥ 5 Grignard X7 R AL $| & ZARYE E 4o b FART EH1E.

% XA 34 A BT F RS/ R AR F AR (] 2o JUAT 7
Mk Faty B FHMAR) T, BiRe) FMARFEN G RSHEOSERL
BR 6950 B A

B XA RE- LM T A ARG, MRS
WA RS A RS OFEE AL GTTE A,

KMo (83686 R & 694 &2 A XL ANEY 5 AR
HAEL . RAEH IR RABRKE S )&, sk 35 AR A 8o & 2 A
A BB

F T A AR B A A 6 BR LIS R AER, Fldo ({2 PR T)ARER . BEBA.
HhEk. SUEBR. SEIBRE, AABA (R R ¥ R egER. T
Bh. EE:. s REAEL. BB, B, ATRER. RATR. BERF.

Ae itk 35 AABRIFE 6 3, Bl ie(E2 RIETF)RAAMAL. B
2 EEAEY. BIEBEEAY. EBE. BERAEF, UAG
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HHBIER G, Flie(2RRF)LERE. =0k, Z(FFHRAL
T F. AR LG QIR BAMA. SR, KB, HKR
. HKELE4H. HEAAT. SRS, BESTF.
IR BOR L, KL RS BRI T A4 1 s AR Rt 2K s
5 ROL e L TE; Fo/ KR E FA Y (salvates), LEEE.
TKAH A BIEF M) Q46 E AR L BT H.
AL RIS T A B IRFI R L2, Hlde({f2RRTF)FAA F
FAAROREF . KRERN. K. BA. FAA . &K, A, &
BA) . RER . BEA. EARRRARLERAZIRT . EAET A
10 BB SRR LY, Flie({2 R T, BIERA. LT, LALHH
B, TMNABFHREBRAARBZZGANE . KZANSHT A
vAE AR A8 A E 6 B A KA A By B B R A A A BB ARA R
B # bl 2 Bk AL 4 R A E UKL B
AL RS 69 425 R i R AT R A ARYE R & B
15 FipdE, OFERRTFE. KE. BAREBETHGEERIL.
FrEis s mENARE., 8N BZHGRBKT AR 5.
Az A e 7B . PR 6§ BARL G- A &
AL ANS YRGB ELBNE —FHRENGF ETHEZORAY
FEeslfe—H, BEF AERDR, Flie(2RET)ERK HEH.
20 PRF . BeRA L BEAL BEN. BEA. AR A F HAEA
Fo L EAAL.
AEPB—FERFEAHHFA, € LERLALSYAR—
ARSI FETHEZORAEAN, KN SE L€ R, EREH;
Bt B2 E2AE, AELRWHMESR bR ZETEHRLAANLEY
25 RSB FETHEZHABREMNRESHE. #EALAEY
s Apnt, EMAST HEHFEMNRS, RIFETEAKRA, HART U
ARE. PHE. KRXELECRERE. BERTAEHREA, €TAEA
YRR A A 69 B . F BEARR R, RECAHAATHX: AAL
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\’A:.

AL AL A, BAL. RER . A, mERA. BREA. AE
R RE, @eHldet L 10%EZHFHMAESY, KEEAKRKE
. A AR EHERURLE CEOHF.

STFRRLH, EHASTE RAFNHF ETHEZGHEAK
BA, Flie(ERIRTF)IAE. B, B, FEE. HKBsh. HEE.
AL BERAAS . BEBRAS. RABRAS. TAU 4L EE, URMERHR
H, FHe(ERRT)ER, B, FTALASLE. miet. FRK.
BB, ABRAFLAASF, Flie(2RRRTF)HA. Fifaik. RAHE.
B-FL#E. ERKHAAN . RAMIKAESRMIE. ik, HFERK.
RBM. RATRSEE. RTCZB. &5, ARMERBERA, #li=({2
RIF)REBEBR4E . ARBSBL4h. ARESRR. ThBR4A. K TBRLA. BEERAA.
A4, BEHF.

AR, BRTAHMEER, € HMETRAS RS, &
MR T VAGIE B ] b LA A AR G BAR R A FA E B K A=
REEFREFRA. BRFRRNRLESFH Y 1%-4 9%EETH L
HEMRRS, CERARALPHFRELSY . GEQEREARARTE
SHE4. RIS EEABRT I,

AEBRARBF GEREA . LA BREERN ., FHASTE
FREFTFHFLETHEZEKR, Al K REANEHNXAD
KE & A WIEF) 6 RS .

HEHRS T ETLEGHIER, Fliod 8 RKER., L€
UM B ETHERRT ETENT KT ERKERRE T LA 4
FHIERREEG BT,

FIRTAESARLECHADWL BN ELHE, ©HOLE
LR EHHEIE TR, FLEMNBTH—EKRENXAAN. S
REFXAR . “BafE REEFEFTEMEENLTERY
R AL P EHASY, ©HE—FRERHBEE A L5

IR AR BARIE T, FALA WAL BT ARE XA,

~°
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M2y 0.1 %)% 1000 £ 5K E 5.

LRATHEEEERNN, RLAHHEE D RAELS 0.01-100
mg/kg/ R, ik 0.1-30 mgkg/ R, mALkL 0.5-10 mgkg/ k., doEM
Boreth, ZiEEBETAANLHEEHY 0.001-100 mgke/ X, ik
0.01-1 mgkg/RK. RELPGIAMTIA—RE T BHE, REAHE
TAGHEL S, HH 2K 3 AKRES A, RETLTHIALH
Bf, MARRELELH,

BT 5 & Ao 2 BRI A L A 4R A

[Syk B& £ Bt B 741 M) 7]

(1) #1%& Syk &4

£ 8 RT-PCR 7 i MA Burkett K€% B 40 % Raji (£E#
R FRMARR T )69 & RNA S %A Syk i:4E49 cDNA K KK,
H# cDNA K E 45 pAcG2T(Pharmingen, San Diego, CA), ##ZAFK 7
FHBEAAR., RE A AT LB L ML K % F (BaculoGoldTM,
Pharmingen)—#¢ 4t 4 Sf21 4 fe(Invitrogen, San Diego, CA),

£ SR21 tmieF AEHF A RF O EEATRAE, Akt g
W& BERER S S21 W F A 5 5B AK-S-45 55 B (GST) Bk 484
Syk # Bty K4 .

JA| B3 B4 (Amersham Pharmacia Biotech AB, Uppsala, Seden)
BB R AR AL 3K 1564 GST-Syk. E 3 A7 & & #4 SDS-PAGE
S5 H 90%A £ .

(2) G-rk

HTR, EARSBMRERES 2 ANBERRABELNY 30 ARAY
Bk % ¥ KISDFGLSKALRADENYYKAQTHGKWPVKW, # & 4 4h+
TR B N-K 3%, RFEYEFEIK(AL).
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(3) #m) Syk B F B M BETE

FrAT A A Syk ikBeAS R4 ¥ & (50 mM Tris-HCl (pH 8.0), 10
mM MgCL,, 0.1 mM Na,VO,, 0.1% BSA, | mM DTT)##. &%, ¥4
3.2 pg GST-Syk #= 0.5 pg AL #9244 (35 phAe 96 AR ey &-FL .
KEBMEILFIN 5 ul 2F 2.5%=F ERDMSO)4 % K&,
#13% A4 ¥ Ja N 300 pM ATP (10 pl) & 2 B RERM B R AL . AR
R iRA4(50 pul)é,3 0.65 nM GST-Syk. 3 uM AL. 30 upM ATP. %
HALAH . 0.25% DMSO #= Syk st B4b-m| 4 4 &

TR TRBEAERAY 1 e, Aax 120 pl 0E% 4% (50 mM
Tris-HCI (pH8.0 ), 10 mM EDTA, 500 mM NaCl, 0.1% BSA) # i &
K. BaoHBERAMEES QRAKT, TREF 30 4412
A ME-AL 5 A, A4 0.05%ekiE 20 ¢4 Tris 424 $/K(TBS) (50
mM Tris-HCI (pH 8.0), 138 mM CaCl, 2.7 mM KCl)#t #4448 3 k&, Aa
A 100 pl Frdk ik (348 82 : 50 mM Tris-HCI (pH 8.0), 138 mM NaCl,
2.7 mM KCl, 1% BSA, 60 ng/ml #uA%8: B R B % L& AR 4G10
(Upstate Biotechnology), £ ¥ 7% 4G10 % % K HhF L Al Amersham
Pharmacia #iX3) &471i0 L44, E£RIEF 60 24F. %k/E, Ao 100 pl
¥ 7% 7% & (Amersham pharmacia Biotech), K& A % #R&42+ AL
ARVO( Wallac Oy, Finland), 340 nm $%, 615 nm X%, 400 msec
3R Fn 400 msec & 9, AW A E 4H KA.

[Src ik B3 4] M) Z ]

(1) %4 Src AL &4

A Src # Ba M & Upstate Biotechnology (Lake Placid, NY).

M Jurkat cDNA X A K 1F% 5 T e hCiet) cDNA F &, %
JECEEE KIATH ¥ AL A 5 REABAFL e EE G (His-C), &R
His-tag #h4k3X %) £ (Novagen, Madison, WI)L8A 5 AT i 18 i 48 )7 A\
(nickel resign)#iAL.,
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A TBS ## His-C#1 & 10 ug/ml 58 & #9355 . 4143 693%(100 pl)
Aaniits g &3P, FACKBEF TR, #3LAd sk His-C.

A4 0.05%¢xi8 20 # TBS 264K 3 K5, £ His-Caue4in
A3l han 35 ul &4 0.1 ng Src YR RAY. REEFELMAS U
4-2.5% DMSO ¢4 % 5404 . ©) 1% %A F da 10 pl &4 100 pM ATP
BB BER FL, RARASMEERA: 0.1 ngSre, XS, 025%
DMSO, 10 uM ATP ¢4 Src g B&464% /¥ % (50 mM Hepes (pH 7.4), 10
mM MgCl,, 0.125% BSA). i&fik% FTEREF RS 45 547, &
AR UL B, 3 T #m) His-Ceg 8884k, Aen 100 ul 444732
4 4G10 FAKE R, Ho b PR AR R B 18] #5388,

[#-m) RBL-2H3 m o5 69 £ A8 588

AN 15% FCS. F 54 G44(100 #43/ml)Ffesiii st E£(100 %
{3/ml) g4 AL E I F A F 44 RBL-2H3 4. & 96 FLieg &L+
A 32 532 x 109w, £A44£ 0.3 pg/ml =K R& (DNP)#
% 1)~ & IgE (SPE-7: Sigma-Aldrich Corp., St. Louis, MO)F 3& 5« 24 )»
BrvA b, A PIPES % s 3% (25 mM PIPES, 125 mM NaCl, 2.7 mM KCI,
5.6 mM # #4%, 1 mM CaCl,, 0.1% BSA, pH 7.4):& st 5 &35, A
A4 0.3% DMSO &% k4445 pl)F 37CRE@fR 15 5047, X
JEJ 5 ul DNP 4469 4 o7 & & & (DNP-BSA, Sigma-Aldrich)vA 0.1
pg/ml 3REFF 37CHRIK 45 947, =K EF&RQO p), AF4HhARE 1
mM st F R -B-D- R A FAEF B 0.1 M AFHE4A(pH 4.5)F 37C
BE 1B, MEARBR AL TEFEE. /A 200 pleg 0.1 M
Na,C0,/0.1 M NaHCO, (pH 10)¢:E £ S4B FEER 5, #7) OD, R
KE, AHEZRTAEFEERE.

[ K B8 3) Bk I 40H (PCA) R LR ]
6 Fld&Hts Wistar X EREMET, A 50 pl 9 0.1 pg/ml />
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5,35 DNP IgE 3% %, 34K (SPE-7) 48 St 3 & £.09 4 30 & A (1.d.) B K. 24
B, A4 0.6 mg DNP-BSA (30) (LSL CO., LTD)#= 0.005 g4# f.
A e 1 ml 2 AKEEARAREK R, BRAZHESY, 05 ) EE
IR . BHEE. MNP EYGRKIAETACGTR), &,
H) B Ao BARKL I 6 K SRR IR #rIVE R 93 dd. #gE 30 o
A, RAKXE, RTHHLK, AP8AET 63CEARRYTRAMS
PR M R, KSR 620 nm 9B RE, HIAFRE AL
.

%o F i F A a4 ¢ PCA 474 8 o %

8B o E={(FHERME - HRE)/(FHEARE - FHxTE
{8)} x 100%

[K R &0 & E ]

F1 10 pg > K30 DNP IgE (SPE-7)#5k i) 2LAK 6 B #4414 Wistar
X&, 1 RE, ELF38(10000 mg/ke, i.p.)F=423280(50 mg/kg, i.v.)Hk
ﬁ? J 0.3 ml 4 1.5 mg DNP-BSA (30)#4 2 /K& pk i #l 8 K R, it

TREEE VAR HAITA TR (2 ml/sk, 70 k/min), @it 5 & AHitk
%é&%@%%imi%%%&mm,HPx%ﬁ%%mﬂ%mv
M. AT IFNEY, BB S 2 HHRALTEEY,

WA RI 8 R I T AL A, FTAMIBRE T B4 AR
Fegitdn, B S T4 40-90%4:EKF. = FERER, i
MRS K 4T 4 4
IC5p=A<05uM<B<2uM<C<10pM<D,

AZIANAHH LRI RAT 645 b Fa 3% ZUA AR AR 75 4.

£ 44

TEAZEF G T X EFEENBREE, ERETRELR
BEA B AL G Fe B
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ETHEAGF, REFHLA, FUAEZEHKEAHEEE
% i@ it MAT9S (Finnigan MAT)R| 2R £.

(%34 1)
NH,

NC OMe : NC. .~ OMe
T+ wen — ")
OMe OMe
£-78°C, £ 15 94PR 4 n-BuLi (1.6M & TiEiEk, 272ml,
435mmol)Ae N = F & B(52.7g, 521mmol)éy THF (IL)&E#&. ¥ T
(18.8g, 460mmol)4y THF (200M)ZL&E 15 -4 M e LDA(Z R &
A EREAAR)ER T ARG EIRIR. BHRRSMAE-TECHH 30 4
10 4, REA 34-—% EE K FH(50g, 306mmol)4y THF(200ml)ik %
A 38, FTAFRAMAE-TSCHH 20 24F, REERBRIWAETERFE
FHREER., ARAETREHTE, HAKEOM)IN R b,
BRORE ISR, REEAS CHCL Z M4 B, Aiviamhkik
%, JF NaSO, k. MERERFH =4, A MeOH T4 AR,
15 WIEFA., (B2 50.0g, 80%ILE)

. s
N e N‘JLNH '
A O-Me S ' P . O—Me
\*C[ * HNJLN o HZNJ\/KCE
o-me - "N NHe 0-Me

7K (28.0g, 367mmol)Fro K A2 (50g, 245mmol)Ae N\ T BF 44

4 LEE SR [ A 44(11.3g, 490mmol)F= ZBE(240ml) 4| &]F . FFiF R4

e R Ae AL R, A RA A 72 E IR A KGOOmDAFE, KRB A

20 INHCI # 4=, i$iEFF1FI0IE RE4RA MK, THF %ik. (64g, £ ¥)

43



01811720. 1 o P 2E28/149m

CH,
s J
Ay o
O0—M - —_
tw*%AT:I ® 4 %w-—e-fmk%AI:IOMe
0—Me . '

O0—Me

AR TH5(75.6g, 485mmol)e 4-F A -6-(3,4-= F A A K HL)-2-
3 A -7 (63.8g, 242mmol)ég DMSO(560ml)iz & ¥ se A4hF= NaHCO,
KA (270ml), BRL iS4 2 F % T AR, 45%-8-4 A K(400ml)
5 WA, RRIRRRFAEES Y. (513g, 73%)

HS
: g
X i

N
Me N7 SN
RN O—Me I .
HzN/‘\)\(:[ + Me\oi/ﬁf HN/ _ 0—Me
O—Me .

O—Me

I 4-F 3 -6-(3,4-— F B AR H)-2-(T #5572 (25.7g, 880mmol)
Foif LEEZ W A 4 82(29.8g, 1760mmol)éy K (500ml)F= THF(35ml)iA
BB E R, HFREYAE B TR, ERILAKF MeOH %

10 A, o BREAH HBr 7%, WAEBATT—HAE T . (25.0g,

78%, 4-F&: 315.3968)

RAREXCTHRMEFTIHE L&A 34-ZF RERTH 5K
¥, FRELRGRMFTE, TAFER | FAAIMLEH. LRET
Xt ICs, FRAEE T I,
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Ex. No. =y 7F¥F | FEEE ] W NWR
8 374 EDMSO d8)1.52 (34,1, J=7.1

1-1 373.4338
] Hz), 3.53 (2H, q, J =7.1 H2), 3.82
3H, 5, 3.86 (3H, s), 3.88 (3H, 5),
40 (1H,d, J=8.7 Hz), 7.78-7.83
(2H, m}, 8.00(1H,s), 8.27 (1H, )

286.3579 c 287 |(DMSOd-6) 1.49(3H,1,J=7.2
Hz), 3.52 (2H, q,J =7.2 Hz), 3.93
(3H, 5),6.95 (1H, d, J = 8.7 Hz),
71 {1H,d,J= 1.1 Hz), 7.83 (1H,
_ : ), 8.01 (1H, s), 8.47 (1H, ddj), 9.03
[ (1H, d, J = 2.3 Hz)

4

1-3 299.3538 B (CDC13) ¢ 1.57 (3H, t, J=7.3 Hz),
351 (2H,q, J=73 Hz),6.04 (2H,

) A . 15),6.91 (1H, d, J=8.1 Hz), 7.47
/4 (1H,d, J =08 Hz), 7.56-7.8 (4H,

1\ .
1-4 301.3697 ND
(/‘Tfiﬁ ?’5

2863703] B 286

N
V/

45



01811720. 1

oo P 5E30/1491

1-6

335.4308

387.4609

|(DMSO-d8) 1.34 (3H, t, J=7.1 H2),
1.52 (3H, {, J=7.2 Hz), 3.53 (2H,
q.J=72Hz), 383 (3H, s), 3.88
(3H, s), 4.34 (2H,q, J=7.1 H),
7.09 (1H, d,  =8.4 Hz), 7.76-7.82
{(2H, m), 7.9 (1H, 5), 823 (1H, 5)

1-8

329.4239

36 (3H, 5), 3.50 (2H, q,J=7.2
Hz), 3.82 (3H, ), 3.87 (3H, 5), 7.07

1H,d, J=9.0Hz), 7.52 (1H, s),
7.52 (1H, 5), .76-7.79 (2H, m),
7.84 (1H, 5)

Fusods) 150(3H, 1, J=72 Ha),
(

315.3968

316

J6), 3.84 (3H, 5), 6.6-6.73 (2H, m),

(DMSO-d6) 1.47 (3H, t, J = 7.2 Hz),
3.47 (2H, g, J =7.3 Hz), 3.85 (3H,

57 (1H,d, J =14 Hz), 7.77 (1H,
), 7.92 (1H, ), 8.13 (1H, dd)

1-10

339.3416

(DMSO-d6) 1.50 (3H, §, J = 7.3 Ha),
3,53 (2H, q, J =7.3 Hz), 7.50 (1H,
d,J=8.1Hz),7.75 (1H, 5), 7.86
(1H, 3), 8.08 (1H, 5), 8.31-8.36 (2H,
m)

1-11

269.3709

(DMSO-€) 1.50 (aH, t, J = 7.3 Hz),
237 (3H, 5), 352 (2H, q, J= 7.3
Hz), 7.32 (2, d, § = 8.1 Hz), 7.70
(1H, 5), 7.81 (1H, 5), 7.95 (1H.3),
8.10 (2H, d, J =82 Hz)
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1-12 301.4349 B 302  {(DMSO-d6) 1.50 (3H, ¢, J=73 Hz),
254 (3H,8),3.52 (2H,q,d=7.2
Hz), 7.38 (2H,d, J =8.6 Hz), 7.71
(1H, d), 7.81 (1H, s), 7.98 (1H, ),
8.13-8.17 (2h, m)

313.3795 B 814 |(CDCI3) d 1.56 (8H, t, J=7.3 Hz),

1-13 . .
H, 351 (2H, q, J = 7.3 Hz), 4.32 (3H,
N s),6.96 (1H,d,J=85Hz), 746 |

/ (1H, d,J = 0.6 Hz), 7.56 (1H, dd, J

% =22, 8.6 Hz), 7.62 (3H, m),

114 HG 269.3709

] 255.3438
5 a
J '
116 i
s
1 ™
O N
7
o
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(FAb) 2)
A 3-FRA KT IR F S 1 R T B8 & S-TRA-T-(3-
F RS- oK FF[1,2-c]H%.

> jd

E;%o\ + H%E—c' T E:‘\/‘\@( \::,

m

O

5 KEL S ml RAABF N 5-THE-T-G-F BAEFKIL)-okek 5
[1,2-c]*%"2(200mg, 0.70mmol), ¥R AETEHEH TR, R R
S4B B IAA KK A CHCL, E B, A AEM 3Kk %, A MgSO,
FIE. REREAVELRS 4-(5-Tan -k od 5[1,2-c]%mg-7 £)-2-F
F A -KABBER(01mg, 75%).

ol

J J

2 Oy,

NS
l

o=l =O ;)

10
4-5- T AL - R H [12c]F w7 K )-2-F R A - KB A
(200mg, 0.52mmol)#F=7%%2(89mg, 1.04mmol)#y CH,Cl,:MeOH(2:1, 5ml)
BERATBRBHITR, BRAHPIAK, A CHCL R, AFE
ME R Bk, B NaSO, T, REAIERFHZWH 5-LEL-
15 7-[3-F EHh-4-(k -1 -5h B AL )- K A ok ek FF[1,2-c]F =, Ht 44
NEE & kR (45mg, 20%),
o1& 4325667,
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& M4 C-D
'H-NMR (DMSO d-6) 1.21-1.40 (6H, m), 1.39 (3H, t, J=7.2 Hz),
2.80-2.83 (4H, m), 3.37 (2H, q, J=72Hz), 3.88 (3H, s), 7.13 (1H,
d, T=26Hz), 721 (1H, dd), 7.50 (1H,s), 7.75 (1H,d, J=1.1Hz),
5 7.88-7.91 (2H, m)
B L EMFRAER 2 FrRleesd. LaEXE IC,
FHEAFIE.
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461.609

[DMSO-06) 151 (3H, t, J =72 Ha),
288 (2H, t, = 6.1 Hz), 2.63 (3H.3),
3.08-3.11 (4H, m), 3.41-8.58 (4H, m),
7.59 (1H, d, J = 8.1 Hz), 7.75 (1H, 5),
7.87 (1H, 5}, B.12(1H, 5), 837 (1H,
dd), 8.61 (1H, §)

2-2

408.5013

(DMSO-d6) 151 (SH, t, J =72 Hz),
2.80-2.91 (24, m), 3.38 (2H, q, 4 =6.3

|Ha, 852 (2H, g, =72 H2), 338 (3H,

5), 4,64 (1H, 1, J=5.6 H2), 7.17 (tH,
br), 7,38 (1H, d, )= 8.8 He), 772 (1H,
d, § = 1.4 Hz), 7,84 (1H, 8), 7.99 (1H,
s), 842 (1H, dd)

23

477.6084

(DMSO-d6) 1.51 (8H,t, =72
Hz), 2.38 (2H,t, J =62 Hz),
2.43-2.51 (4H, m), 3.11-3.16
(4H, m), 3.42-3.54 (4H, m),
3,97 (3H, s); 435 (1H, t, J=54
Hz), 7.39 (1H,d, J = 8.9 Hz),
7.72 (1H,d, J = 1.4 Hz), 7.84
(1H, s), 8.01 (1H, ), 8.42-8.47
(1H, dd), 8.61 (1H,d, J =24
Hz\ '

24

493.6731

(DMSO-d6) 1.49 (3H,t, J =72 Hz),
240 (2H, Y, J = 6.0 Hz), 2.48-2.54 [4H,
m), 3.25-3.30 (4H, m), 3.42-3.54 (4H,
m), 4.34 (1H, 1, J=5.4 Hz), 7.76 (1H,
d, J = 1.8 Hz), 7.88-791 (2H, m), 8.16
(1H, s), .48-852 (1H, dd), 8.69 (1H,
d,J=18Hz) .

2-5

392.502

(DMSO-d6) 1.51 (8H, 1, J=72
|Hz), 2.63 (3H, 5), 2.92 (2H, q, J
=6.9 Hz), 3.40 (2H, q, J =5.8
Hz), 3.54 (2H, q,J =7.2 Hz),
4.69 (1H, £, J =5.6 Hz), 7.53
(1H, d, J = 8.0 Hz), 7.74-7.79
(2H, m), 7.87 (1H, 5), 8.07 (1H,
rs), 8.29-8.33 (1H, m), 8.67 (1H,
s)
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26 o, 4345388] C-D 435  |(DMSO d-6) 1.39 (3H, t, J = 7.2 Hz),
2.79-2.82 (4H,m), 3.26-3.41 (6H, m),
3.89 (3H.8), 7,16 (1H, d, J = 2.6 Hz),
723 (1H, dd), 7.82 (1H, 5), 7.75 (1H,
d,J = 1.1 He), 7.88-7.92 (2H, m)

2-7 364.4484 c-D 365 H(DMSO d-6) 1.88 (3H, t, = 7.1 Hz),
3.39 (2H, q, J=7.2Hz), 3.87 (3H,8),
7,11 (1H, d, J =26 H2), 7.13-7.19
(3H, m), 7.59(1H,8), 7.75 (1H,d, =
1.1 Hz}, 7.87 (1H, 5), 8.00 {1H,d, 4 =

8.7 Hz)

28 4355705] CD 435 |(DMSO d6) 1.30 (3H, t, J= 7.4 Ftz),
2.05 (6H), 2.26 (2H, 1, J = 6.8 Hz),
2.80 (2H, 1, J = 6.8 Hz), 8,68 (3H,8),
, 7.13-18 (3H, m), 7.56 (1H, s), 7.76
% (1H, 8),7.94 (1H,d, J=8.7 Hz)

29 4475815 CcD 448 {(DMSO d-6) 1.40(3H, Y, J = 7.2 H2),
2.78-281 (4H, m), 3.89 (3H, 5), 7.16
(1H,d, J = 2.6 Hz), 7.22 (1H,dd), 7.52
(1H,8),7.76 (1H,d, d = 1.1 Hz), 7.88-
7.94 (2H, m)

4765756| CD 477 |[DMSO¢6) 1.39 (3, t, J = 7.2 Ha),
3.85 (SH, 8), 7.14 (1H, d, J = 2.6 H2),
7.21 (1H, dd), 7.49 (1H, 8), 7.78 (1H,
s),7.88-7.94 (2H, m), 12.32 (1H, br)

2-10

464.5646 GD 465 J(DMSOd-6) 1.13(3H,t, =72
Hz), 1.38 (8H, t, J = 7.2 H2),
2.36 (2H, t, = 6.8 Hz), 2.75-
295 (2H, m), 3.38 (2H,49,J =
7.2 Hz), 3.89 (3H, §), 4.00 (2H,
qJ=71H2),711(1H,d J=
2.6 Hz), 7.19 (1H, dd), 7.33
(1H, b), 7.52 (1H, 8), 7.75 (1H,
d, J = 1.5 Hz), 7.86-7.94 (2H,
m)

2-11
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10

15

20

(52741 3)

B 4-BA3-FELEXTH (20.0g, 134mmol)#) & &(200ml)is &
& e N K,CO4(55.6g, 402mmol)#=3F £ &,(23.2ml, 201mmol). A7 #F
R RAMEATR, AHIERE, BRERLKRERE, REH
TR S FARA3-FARLA-KXFH285g, 88%). AEHKRBEK
) 1 ABANGY I B | B 4T T-(4-F BA-3-F RA-KA)-5- Tk

FL2-l R,

s cH, s cH,
Ay Ay
N ~
—

Moty T e

R T-(4-F BA-3-F BA-KIEL)-5- CHR-Koe H[12-c]F=
(5.0g, 12.77mmol) ¥ Az N TFA(Sml)F= 304 Fie(Cml). ATIFR AR
M EF BRI IR, KK, TR R A R ITLIE . A4 4-(5-
TR -k I [1,2-cl g -7-4)-2-F RA KRB B¥F CHCL ¥, &
T—FREFT HEEALERE, (34g, 88%)

-~ s e,

¥ CH,
/NN — /NN
(N:"\/J\@ck% (N: & o‘cH=

OH | O(CH,),0CH,CH,

B 4-(5- TR - KR FF[1,2-c] o % -7- A )-2- F A A K& (45mg,
0.15mmol)#y DMF(1ml)iz ik F An 8K T A& 284 (34ml, 0.30mmol)#=
K,COy(62mg, 0.45mmol). & i iRA-# S0CH HITE, £AHE)
TG, WREWHWMAKY, A EtOAC X, & 6HMFEBRA
MgSO, F#&, AZER%, A+ EREEECEERARFNEEN*
#. (24.6mg, 43.5%)

52



01811720. 1 oW P FE37/149T

45-F%:373.4774
R 374
FEHFEL A
'H-NMR: (CDC13)d 1.25 (3H, t, J=7.0HZ),1.59 (34, t, J =
5 7.3Hz), 3.51 2H, q, J=7.3Hz), 3.62(2H, q, J=7.0Hz), 3.86 (24,
t, J=52Hz), 3.96(3H, s), 425(H, t, J=52Hz), 7.02 (1H, d,
J=84HZ),747(1H, t, J=0.6 Hz), 7.65(4H, m).
WA LKA 3 RMTBEER 3 FFlesddh. La
SLE) ICs, F R AR F 5] i
10
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%3
Ex. No. »TRR ATFE | SEFE | NS NMR
31 32942 A
/ N\
L
32 . 3414351 A
N
A\AH
53 4215221 B 4z [(COCK) d 159 (3,1, J=7.3¢),
3.50 (2H, g, J = 7.3Hz), 3.81 (3H,
{s), 388 (3H, 8), 5.15 (2H, §), 6.87-
£.93 (2H, m), 699 (H, d, J =85
He), 7.28 (1H, d, J = 8.6 Hz), 7.3
(1H, d, J = 8.6 Hz), 7.47 (s, 1H)
7.57-2.69 (m, 4H),
o 301.3697] A 302 |(COC)d 159 (3H, = 7.3r2),
o3 A4 351 (2H, g, 4 =7.3Hz), 3.99 (3H,
Q [s), 581 (1H, 8), 7.02(1H, d, J=
/ D | 8.9 Hz), 7.47 (1H, §), 7.62 (4H, m).
34 3995167] A 400 |(CDCIS) d 1.37-1.70 (4H, m), 1.58
_ |(a =73k, 173182 (1H, -
m), 1.87-1.97 (1H, m), 3.48-2.57
P (SH, m), .81 (1H, m), 3.95 (3H, 5),
. 396415 (3H, m), 7.00 (1H, d, J =
8.4H2), 7.47 (1K, t, J = 0.6 Ha),
764 (44, m).
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35

343.451

(CDCB) d 1.43 (6H, d, J = 6.0 Hz),
159 (3H, t, J=7.3Hz), 351 (2H, ¢,
J=7.3Hz), 3.81 (1H, m), 3.95 (3H,
s), 7.01 (1H,d,J = 8.2 H2), 7.47
(1H,t, J = 0.6 Hz), 7.62 (4H, m).

383.5163

(CDC13) d 1.35 (4H, m), 1.62 (7H,
m), 1.85 (2H, m), 2.07 (2H, m),
350 (2H, g, J = 7.8Hz), 3.95 (3H,
s), 5.15 (2H, ), 4.29 (1H, m), 7.00
(1H,d,J =84 Hz), 747 (1H, 5),
7.64 (4H, m).

37

343.4073

(CDGIa) d 158 (3H, t, J=7.3 Hz),
2.35(3H, s), 351 (2H, g, J=7.3
Hz), .94 (3H, ), 7.14 (1H, d, J =
8.4 Hz), 7.50 (1H, t, 4 = 0.7 H2),
7.69 (4H, m).

3-8

371.4615

372

(CDCR3) d 1.35 (6H, d, J= 7.0 Hz),
1.50 (3H, t, J=7.3 Hz), 2.89 (1H,
quint, J = 7.0 Hz), 8.50 (2H, q, J =
7.3Hz), 3.92 (3H, 5), 7.12 (1H, d, J
=8.3 Hz), 7.50 (1H, 1, J = 0.7 H),
762-7.74 (4H,m).

39

872.4491

(CDCI3) d 1.24 (3H, t,J = 7.1 Hz),
1.58 (3H, t, J = 7.3 Hz), 3.35 (2H,
quint, J = 6.6 Hz), 3.50 (2H, . J =
7.3 Hz), 3.95 (3H, ), 5.06 (1H,
broadt), 7.14 (1H, d,J = 8.4 Hz),
750 (1H, d, J=0.7 Hz), 7.69 (4H,
m).
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3-10 ~y 379.4596] B 380 |(CDCB)d 159 (3H,t, 4= 7.3 1),

324 (3, 5), 351 (2H, G J=7.8
Hz), 4.00 (3H, 8), 7.41 (1H, ¢, J =
8.4Mz), 7.2 (1H, d, J =06 Hz),
751-7.71 (4H, m).

359.4067 A 360 |(CDCI3)d 1.59 (3H,t,J = 7.3 Hz),
351 (2H, q, J=7.3 Hz), .83 (3H,
s), 396 (3H,s), 724 (1H,d,J =
8.4 Hz), 751 (1H, d, J = 0.7 Ha),
7.63 (1H, d, J = 1.9 Hz), 7.66 (2H,
m), 7.75 (1H, d, J = 1.9 Hz).

3-11

372.4481 C 373 |(CDC1B)d 1.57 (3H,t, J=7.3 Hz),

3-12
3.02 (3H, s), 3.14 (3H, 6), 3.52 (2H,

IO q,J=7.3 Hz), 398 (3H, 5), 6.9
A (1H,d, d= 84 H2), 747 (H 1, J=

0.6 Hz), 7.60-7.70 {4H, m).

.e_

(E#b) 4)

F &R R 3- R4 FEAEKTH,

Yk, 3-BAAFRAXTEDQSg, 1643mmol). #HEEK

s (137g, 197.2mmol)f=B B 4h 2 (27g, 328.6mmol)4d B4 &% (200ml)% &

HRER., AHE, BEARLBREZBR., KRG F K, TEK
KR AL W E 4 kAT 3-2 5 -4-F BT . (23.54g,96%)

KRG R ER AL e iR R4S 3 EMFT RS SR 4 Fraltye
4.
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Ex. No.

*>T¥

R

NMR

4-1

391.4956

(COCI3) d 182 (3, £, J = 7.3 Ha),
340 (2H, q, J=7.3Hz), 296 (3H,
8), 5.27 (2H,8), 700 (H,d, J=
82 Hz), 7.31 (tH, d, J = 7.6 H2),
7.38 (2H,t, d =74 Hz), 747 {3H,
r). 7.56 (1H,8), 7.63 (1H, dd, J =

0, 12.6 Hz), 767 (1H, 4,4 = 2.0
Hz).

301.3897

(CDCI3) d 1.67 (3H, £, J=7.3 Ha),
352 (2H, q, J=7.3 Hz), 3.96 (3H,
8), 5.81 (1H, 8), 6.96 (1H, d, J =
8.5Hz), 747 (H,4,d=0.6 Hz),
7.68-7.64 (3H, m), 7.69 (1H,d,J =
2.1 Ha). ‘

43

343.451

(CDCHa) d 1.43(6H, d, J=6.0 Hz),
159 (3H, 1, J=7.3Hz), 351 (2H,
Hq, J=7.3 Hz), 3.02(3H, 5), 463
(1H, quint, J = 6.0 Hz), 6.98 (1H, d
= 8.4 Ha), 747 (1H, s), 7.63-7.71
(4H, m).

4

L

383.5163

- |351(2H, q, J=7.3Hz),3.92 (3H,

(COCi3) d 1.34 {4H, m), 1.57 (5H,
m), 1.87 (2H, m), 211 (2H, m),

s), 4.30 (1H, m), 698 (1H.d,d=
8.4 Hz), 7.47 (1H, 8), 7.63 (3H, m),
772(1H, 6, J =2.1 Ha).

45

N

399,5157

400

(CDC8) d 1.40-1.71 (5H, m), 1.78
(1H, ), 1.93 (1H, m), 352 (3H,
m), 3,83 (1H, m), 3.92 (3H, 5),
3.904,18 (3, m), 6.96 (1H, ¢, J =
8.4 H2), 747 (1H,1, = 0.8 Hz),
7.63 (2H, m), 7.68 {1H, dd, J=2.1,
84Hz), 772 (1H, d, J=2.1 Ha).
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373.4774 A 374 |(CDCI3)d 1.25 (3H, t, J=
7.0Hz), 1.58 (3H, 1, J =
7.3Hz), 351 (2H, q, J =
7.3Hz), 363 (2H, g, J = 7.0
Hz), 3.87 (2H,t, J = 5.2 Hz),
3.93 (3H, 5), 4.29 (2H, 1, J =
5.2 Hz), 6.98 (d, 1H, J = 8.4
Hz), 7.47 (1H, 5), 7.63 (2H,
3),7.67 (1H, dd, J = 2.0, 8.4
Hz),7.73 (1H, d, J = 2.0 Hz).

343.4073 A 344 |(COCI3)d 1.56 (3H, 1, J=7.3 Hz),
Lw (3H,s), 351 (2H, q, J=7.3
Hz), 3.90 (3H, 8), 704 (1H, d, =
8.6 Hz), 748 (1H, 4 J = 0.6 Ha),
7.2 (2H, m), 7.77 (1, d, =22
sz), 793 (1H, dd, § = 2.2, 86 Hz).

47

4-8 372.4491 A 373 J(CDCI3)d1.25 (3H,t, J=7.1
_ Hz), 1.56 (3H,t, J = 7.3 H2),

3.35 (2H, quint, J = 6.6 H2),
Y 3.51 (2H, q,4=7.3 Hz), 3.92
(3H, s), 5.07 (1H, broad 1),
7.05 (1H, d, J=8.6 Hz), 7.47
(1H, s), 7.63 (2H, m), 7.82
(1H,d, J=22Hz2),7.92 (1H,
dd, J=22,86Hz).

49 ’\c}g 379.4596 B 380 |(CDCi3)d 1.57 (3H,t, J =7.3 Ha),
3.22 (3H, 5), 352 (2H, 4,0=7.3

N m&n Hz), 3.97 (3H, 8), 7.09 (1H,d, J =

1 {Niv 8.6 Hz), 751 (1H, s), 7.80 (1H, s),

w 7.98 (1H, d, J =8.2 Hz), 8.14 (1H,
s), 829 (1H, s).
e ), 829 (1H, ).
T

N
Y/

372.4461(B 373 |(CDCR)d1.57 (3h,1, J=7.3 Hz),
3.04 (3, 5), 3.17 (3, 3), 352 (24,
0, J="7.3Hz), 3.91 (3H, 5), 7.05 -

4-10

N
4 P (1H,d,d=B8.6 Hz), 7.47 (1H, s),
7.64 (2H, broad d), 7.79 (1H, d, J =
G, 22Hz), 793 (th, dd, J =2.2, 8.6
Ha).
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(%44 5)

FaS N\

) Eh L=

(/\N SN — {\N SN

NJ\/\(:[O‘OH, . N)\/k@o‘%
- 0/\/01

1 5274 3 TLIRFH 4-(5- TR H[1,2-c] = -T- 5 )-2-
® A LA (750mg, 2.49mmol)s 1-:£-2-F 24 (0.62ml, 7.47mmol)yA
5 & CS,C0O4(2.43g, 7.47mmol)/E & BEA(25ml) F #4844 =% 3 BT,
KB ERE, BREMEANKTF, A EtOAc FI, HMNEFGERA
MgSO, Fi&, AXRYE, RAYALEEELERAERF T-[4-Q-8-THR
A)-3-F B A-KAK])-5- ARk FF[1,2-c] %= (805mg, 88%),

fwsk;‘as - sy,
\n - |
MKAC(Q% —_ > %OU-Q o
o\ OW
RKJa A 7-[4-2-R- T EA)-3-F RA-FA)-5- Ta -k ek 5H[1,2]
%oz (800mg, 2.2mmol)é) Gok(10ml)i& /£ 100°CH Fhid &, #3053
EREHROMMANAEIMF TR, A CHCL EIR, &5 69H M
EBGRA MgSO, Fi%, AxRE. WA ESERERET 5-C
15 FRAET-[3-F A -4-2-" Dok -4- - T E A )- KA ok S [1,2-c] % &
(650mg, 71%),
5F8:414.5274
Rk 415
EMEE A
20 'H-NMR: (CDC13)d 1.59 (3H, t, J=7.3 Hz), 2.61 (4H, t, J=4.6
Hz), 2.88 (2H, t, J=6.0 Hz), 3.51 (2H, q, J=7.3 Hz), 3.75 (4H,

10

9
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t, J=4.6Hz), 3.96 3H, s), 423 (2H, t, J=6.0 Hz), 6.99 (1H,
d, J=8.4Hz), 748 (1H, s), 7.61-7.68 (4H, m).
BB LM KT BB SR S5 PTH 6940 e,

5 %5

>F¥ | #BEFHE Ms | NMR -
428.5542 A 429 1(00013)d1.59(3H.t.J=73 Hz),

2,05 (2H, quint, J = 6.8 Hz), 2.46
J(4H, 1, d = 4.5 H2), 2.66 (2H, 1, d =
7.4 H2),351 (2H,q,J = 7.3Hz),
.72 (4R, 1, J = 4.6 Hz), 3.96 (3H,
[s), 4.17 (2H, t, J = 6.6 Hz), 7.00
(tH, d,d=B.4 Hz), 7.48 (1H, s),
7.61

Ex. No.
5-1

|(COCi3) d 1.04 (8H, ¢, J = 7.1 Hz),

>FER
ﬁo&n
52 | 414.571 A

' 159 (3H, 4, J = 7.3 Hz), 201 (2H,
quint, J = 6.9 Hz), 2.49-2.67 (64,
m)c 3-51 (2“1 q. J-‘- 7-3 HZ), 3.96
(3H; 5), 4.15 (2H, 1, J =6.6 Hz),
7.01 (1H, d, J = 83 Hz), 747 (1H,

) s), 7.60-7.68 (4H, m).
&

416.5432 A (CDC13) 8 1.5 (3H,1, J=7.3
Hz), 2.07 (2H, quint, J=6.6
Hz), 2.32 (3H, s), 2.60 (2H, t,
J=5.3Hz),268@2H,¢t, J=
7.1H2),3.51 (2H, ¢, J=7.3
Hz), 383 (2H,t, J =53 Hz),
3.96 (3H, 8), 4.15 (2H, 1, J =
6.4 Hz), 6.98 (1H,d, J =83
Hz), 7.47 (1H, 5), 7.61-7.68
(4H, m).

54 : 441.5069 B (CDCI3) d 1.59 (3H, 8, J = 7.3 Ha),
2,08 (2H, quint, J = 6.8 Hz), 2.35
e (3H, 8), 2.40-2.60 (10, m), 351

. (2H, q, J = 7.3 Hz), 3.93 (3H, 9},
14.18 (2, 1, J = 6.8 Hz), .67 (1H,
d,J=8.6Hz), 7.47 (1H, 8), 7.62-
7.68 (4H, m).
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485.6237 B (CDCI3) d 1.56 (3H, t, J = 7.3 Ha),
1.73 (1H, m), 351 (2H, q,J=7.3
Hz), 8.91 (3H, ), 419 (2H, 1, § =
9.0 Hz), 6.97 (1H,d, J = 8.6 Hz),
747 (1H, 8), 7.62-7.68 (4H, m).

556

426.582 B (CDCi3) d 1.43-1.62 (9H, m), 2.08
(2H, quint, J = 6.8 Hz), 2.42 (4H,
broad s), 253 (2H, broad 1), 351
(2H, g, J =7.3 Hz), 3.94 (3H, 5),
4.18 (2H, t, J = 8.8 Hz), 6.97(1H,
{4, d =83Hz), 7.47 (1H, 8, 7.60
7.69 (4H, m).

56

426,582 A (CDCi3) d 1.46-1.62 (9H, m), 2.10
(2H, broad quint), 245-2.56 (6H, |
broad m), 351 (2H,q, J 7.3 Ha),
3.95 (3H,5), 4.16(2H, t, d =6.8
Hz), 7.01 (1H, 6, § = 8.3 Ha), 747
(1H, d, J =0.7 H2),7.60-7.67 (4H,
m).

57

441,5969 A (CDCI3) d 1,58 (3H, ¢, J=7.3 H),
2.05 (2H, quint, J = 6.8 Hz), 2.31
(3H, 5), 2.48-2.63 (10H, m), 3.51
(2H, q, J =7.3 Hz), .94 (3H, ),
4.16 (2H, 1, J = 8.8 Hz), 7.00 (1H,
d, J =8.3Hz), 7.47 (1H, s), 7.60-
7.68 (4H, m).

4446212 A [(cbCis) d 1.58 (3H, 1, J =7.3 Hzj,
2.03 (2H, quint, J = 6.8 Hz), 2.58
(2H, t, J=7.1 Hz), 2.65-2.77 (8H,
m), 351 (2H, q,0=7.3 Hz), 3.95
(3H, 5), 4.14 (21,4, = 6.8 Hz),
7.00 (1H,d, J=8.3 Hz), 7.48 (1H,
s), 7.60-7.67 (4H, m).

59

4a46212| B (COCI3) d 169 (3K, £ J = 7.3 ),
2,06 (2H, quint, d = 6.8 Hz), 2.60
(2H, 1, J=7.1 Hz), 285-2.77 (8H,
|y, 351 (2H, q,4=7.3 Hz), 3.3
(3H, 5), 417 (2H, 1, J = 6.8 Ha),
6.98 (1H, d, J = 8.9 Hz), 7.48 (1H,
s), 7.60-7.65 (4H, m).

510

IF AR AT
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428.5542 B (CDCI3)d 159 (3H,t, J=7.3
Hz), 2.08 (2H, quint, J = 6.8
Hz), 2.49 (4H, broad s), 2.58
(2H,t, J=7.1 Hz), 3.51 (2H,
q,J=7.3Hz),3.72 (4H, t, J
= 4.4 Hz), 3.92 (3H, s), 420
(2H, t, J = 6.8 Hz), 6.98 (1H,
d, J=89 Hz), 747 (1H, s),
7.63-7.67 (4H, m).

511

4145274, B (CDC3) d 158 (3H,t, J= 73 Ha),
263 (4H, broad s), 2.90 (2H, &, J =
160 Hz), 351 @H,q,J=7.3H2),
275 (dH, 1, J = 4.7 Hz), 3.83 (3H,
8),4.27 (2H, , J = 8.0 Hz), 6.98
(1H,d,d =82 Hz), 747 (1H, 6, J =
0.6 Hz), 7.62-7.70 (4H, m).

512

(2H,t, d=7.1 Hz), 3.00 (2H,
broad d), 3.61 (2H, q, J=7.3
Hz), 3.94 (3H, 5), 4.16 (2H,
q, J=6.8 H2), 5.24 (1H,
broad s), 5.43 (1H, broad s),
6.99 (1H, d, J =8.3 Hz), 7.47
(1H, d, J ='0.7 Hz), 7.60-7.65
(4H, m).

442.581 A (CDCI3), 1.16(3H, ), 1.18(3H, 8),
1.59(2H, t, J=7.5Hz), 1.92(2H, ¢,
J=10.6Hz), 2.86(2H, 5), 2.88(2H,
|s): 3.48(SH, d, J=3.8Hz), 3.72(2H,
m), 3.96(3H, s); 4.23(2H, 1,
J=6.0Hz), 7.00(1H, d, J=8.3H2),
7.48(1H, s), 7.64(4H, m)

514

cé;:@ﬂ
5-13 469,6069} A (CDCI3)d 1.59 (38H,t, J=7.
cé:-b:k/m Hz), 1.61-2.22 (SH, m), 2.54

Ny

(5£#%4) 6)

A
L

N
Ay T Lo
OMe
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7-3,4- = R A - K E)-5- LA A -k F[1,2-c]F = (l1g,
3.5mmol)#§ CH,CL(25ml)i% % F 4 0°Ci&Ae 1M BBr, ¢4 CH,ClL, (25ml,
25. Ommol)iak., RABREME OCHH 15947, RELZREHI
T, RAM R REAR, AeAskK, EKERE, REKLLE

S T CHCL % #4F 4-(5- LA Ak 120 FR-T-4)-%-1,2-=
B, (875mg, 87%)

s oH, ™,
%ﬁ* e M,fL:A : :o\,%
oH - o/\a_g

4-(5- TR -2k mk FE[1,2-c]o% 7z -7-4)- 3K -1,2- = 85(86.2 mg, 0.3
mmol)#) DMF(2 ml)i& & ¥ Az & Z4%(112 pl, 1.5 mmol)F= K,CO,(290
10 mg, 2.1 mmol). B RAMAE SOCH TR, AHITRE, HL
BN A EtOAc IR, AFFAMEBGRF MgSO, F1&, EEKR4E.
ARAEY A B ER B R EERFT 7-G4-= TRE-FL)-5-Task-A
vk FF[1,2-c]*572 (39.1mg, dc& 36%),
R L AT RE|ET £ 67 641084,
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10

Ex. No. S FEH 3T¥F | EEFH
X 434489 A

NMR M
[COCK) d 146-161 @H, m), 351
(3, qI=73Hz), 416 (2H,q, J=
/ ) TOHz), 421 (2H,q,4 = 7.0 Hz),
6.98 (1H, d, J = 8.5 Hz), 7.47 (1H,
d, J= 06 Hz), 7.61-7.68 {4H, m).

X5

62 431.5541 B 432 [{CDCI3)d 124 (3, t, d = 7.0Hz),
1125 (3H, 1,y > 7.0 Hz), 1.58 (2H,

g J=7.3Hz), 351 (2H,q,J=7.3
Hz), 3.63 (4H, m), 3.84 (4H, m),
4.24 (4H, m), 7.02(1H, d,d =85
Hz), 7.47 (1H, d, § = 0.6 Hz), 7.60-
7.57 (3H, m), .72 (1H, d, J = 2.2
Ha).

%34 287.3417 [+ DMS0 d-6) d 1.52(3H, 1, J=7.3

e6 = 4 Hz), 368 (2H, g, J=7.3Hz), 692

{tH,d,d=8.3 Hz), 7.62 (1H, dd, J

N =22,8.3Hz), 770 (1H,d, J = 2.2

P . Hz), 7.87 (1H, §),8.15 (2H, dd, J =
22,10.7 Hz).

\\

(4% 7)

o NC OMe
o . e X
+ —_—
F ?
OH —7< OQS

F
F F O/, \éF

4-$2 4-3-F A - T AE(89g, 0.60mol)sy CH,CL(1000ml)a s A
BEEREG —FARLHRZ T, £ 0ChA 130ml of ZTHA=
aAF%BL R (triflic chloride)(125g, 0.79mol), & 0C#H# 1 Jaf, AKX
R B, B %A A 4hfe NaHCO, 7% (300ml) = 2 /K (300ml)
#. A MgSO, TRAME, RE. H4|RAYWAEABATF—FAE
FR 4,

64
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10

15

20

?

F

NC\E:[OMG \ [ ;j L C[N é

R = BT AEBLES 69 500 ml "BekARAE 120°C A 2 B, A
HE TR, RERE Dok, K44 F 3N HCI(200ml)F= EtOAc (300ml)
W, S EKEE, HAEA SNHC £, A3#KEHmmA 6N NaOH
Bgma, RER EtOAc RE, A3t AHEA #EK(300ml)zkk, A
MgSO, T, Kém. MEMAARKRITE. REER, REAWA LE
UMK A G E B 3-F RA4-Bok4-L-FF B, (392, 30%)

R 3-F B -4-"Bopk-4- 2 K T AR A B Ak 1 RS B A&
5-TARAAT-(3-F Rk -4-"Tok-d- 2 - AR )R ek FE[1,2-c] %R

45-F&:370.4768

R 371

EMEFR A

'H-NMR: CDC13 7.67-7.63 (m, 4H), 7.60 (s, 1H), 7.48 (s, 1H),
7.01 (d, 1H, J=15.1Hz), 3.97 (s, 3H), 3.92 (t, 4H, J=7.6 Hz), 3.51
(@, 2H, J=12.2 Hz), 3.15 (t, 2H, J=7.6 Hz), 1.59 (t, 3H, J=12.3 Hz).

(%314 8)
j”s
N _NH i
NC_-COEt + . T+ eso, — i N
s HNT N o4

#44(3.92g, 0.lmol)A-F 150 ml Z &+, A RLEEEE B
(17.5g, 0.15mol)#=#ifk(12.82, 0.17mol), HRAME A 2 B, %
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HEERE, e 30ml K, £EERIAFEE = LE(23.9g, 0.16mol),
HRABREHER 15 547, LHEZERE, ETRERLL LY.
FRAY I 7K/MeOH & 4 43K F & E.B4R = #(13g, 50%),

oo
i ~ Ti;NPh- j’\
S
HZNJ\/‘\QH HzNMOTf
5 £ 6-RA-2-THA-ER-4-B(1.1g, 642mmol)4y THF( mi)i
%+ F 0CAHeA NaH(0.23g, 9.64mmol). 15 H4F/E £ 0Chen N-%
A= R F B (3.4g, 9.64mmol), R RAMAE 0CHEE 1 )BT,
REMMBEETR, 3/ MNETE, ']T}iﬁ/bb/\#h}ﬂ 0.5 ml?KZ%‘k, ﬁ-_'r_#'&
%, BRVARECEREFFGERRW(1.7g, %),

Hy H,

(ij y e
Bl

AL T — I

NH,
10
= £ F 5 8 8 (100mg , 033mmol) . 3 & & B (63mg,
0.46mmol). = 4F ¥ X & B (24mg, 0.08mmol). Pd,(dba),(34 mg,
0.03mmol)#F= 8% 8% 46 (183mg, 0.56mmol) A = K& (Sml)F #9 %44 &)
ARHBAI R At REL, BRAMmHE 80CT K, A#F %R,
15 Bt 30 ml CHCL ##, @it Celite i$8., REEE, HAWA
F &R E R 6 R 3K 13184 M (40mg, 49%).
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01811720. 1
J* g
i\ Me i
Nl N + 3\/81' — (/\N XN
HzN s MeO N/ P

10

HN NH,

£ A% (20mg, 0.08mmol)Fe = F X8 Z 4 E(27mg, 0.16mmol)
67 14-—BEk//K(Aml/1ml)REMEEREA 1 R, REREBESY,
#aMA 5 ml MeOH ##%. ®e#A K,COQme)f = AL T
(0.5ml)sL 2. FEBREY, REER., REMAHERNEEE L%
RERAT 3-(5- TR ok et HF[1,2-c] e -7- £ )- K AR(Tmg, 32%).

%F&:270.3586

S 271

EHEEFR A

'H-NMR: CDCI3  7.60 (s, 1H), 7.58 (d, 1H, J=1.4 Hz), 7.42 (s,
1H), 7.39(d, 1H, J=)8.0Hz), 7.33(t, 1H, J=19Hz), 7.19(t, 1H,
J=78Hz), 697 (dd, 1H, J=78,1.8Hz), 3.72 (brs, 2H), 3.44 (q,
2H, J=7.3Hz), 1.49(t, 3H, J=7.3 Hz)

BRI ey R T BE &£ 8 BT R e41e b4,
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Ex. No.

PT¥ | FETH

NMR

8-1

285.3703 B

CDCI3 7.72-7.88 (m, 4H), 7.50 (s,
1H), 740 (, 1H, J=7.9 Hz), 6.97
(dd, 1H, J= 8.3, 24 Hz), 3.90 (s,
3H), 3.52 (q, 2H, = 7.3 Hz), 1.58
(t, 3H, = 7.3 Hz)

8-2

266.3314 c

257

CDCI3 9.35 (s, 1H), 8.65 {dd, 1H,
Jue 4.8,1.4 Hz), .33 (dd, 1H, J=
7.9, 1.8 Ha), 7.77 (s, 1H), .70 (8,
1H), 7.54 (s, 1H), 7.43 (dd, 1H, 3=
8.0, 4.9 Hz), 353 (q, 2H, J=74
Hz), 1.58 (4 3H, = 7.3 H2)

261.3696] B

262

CDC3 7.63 (d, 1H, )= 1.3 Hz), 7.61
{(d, 1H, J= 1.1 Hz), 7.57 (s, 1H),
7.60 (d, 1H, J= 0.6 Hz), 7.39 (dd,
1H, =50, 1.0 Hz), 7.12 (dd, TH,
J=6.0,3.7 Hz), 8.48 (g, 2H, =73
fHz), 157 (t, 8H, $=7.3 Hz

86

2613719 B

262

COCIS 7.98 (d, 1H, J= 1.0 Hz), 7.63
(s, 1H), 7.61 (d, TH, J=1.0 Hz),
754 (s, 1H), 748 (s, 1H), 7.41 (od,
1H, = 4.9, 1.9 Hz), 3.50 (q, 2H, )=
7.3 He), 1.57 (4, 8, J=73 Hz)
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86 290.3538] B CDCB3.8.99 (4, 1H, J=2.0 Hz), 8.3
oy (dd, 1H, J= 7.9, 1.0 Hz), 7.82 (s,
A\ 1H), 7.72 (d, 1H, d=1.3 Hz), 7.65
(& 1H, J= 2.0 Hz), 7.56 (s, 1H),
NS - 355 (g, 2H, J=7.4 Hz), 161 {, 3H,
=7.3Hz)

87 291.3247] CD 292 |CDCI37.93 (id, 1H, J=10.8, 22

)ﬁ Hz), 8.35 (dt, 1H, J=8.8, 2.0 H),
7.68 (s, 1H), 7.66 (s, 1H), 751 (s,
1H), 7.25(q, 1H, J=8.8 Hz), 352
A (q,2H, J=7.3Hz), 1.58 {t, 3H, J=
, ' 74Hz)

A
4

88 330.3686 c CDCI37.95 (d, 1H, J=8.2

: Hz), 7.59- 7.30 (m, 8H), 7.02

(s, 1H), 8.96 (d, 1H, J=5.6

Hz), 3.97 (s, 8H), 3.33 (g,

7 2H, J= 7.2 Hz), 1.58 (t, 8H,
- J=7.3Hz)

4

(& F 4K )

i H-Br H
S ' NN

E—*N N —_— E—
' O0—Me

O—NMe

5 7-(3,4- — W & A K K )-5- T AR oK e 5 [1,2-c]) % = (25.5g,
64mmol)(kA&HF] 1 #| é)éﬁ MeOH(500ml)i% % % su . KOH /Kiz &
(2N, 135ml, 270mmol), #¥FTiFiEkieik @ RLR, FFREMA
HEFR, REFRSRE. WEH R, AKrE, K/&HA MeOH
wk, BiXFr4rH AR FAKE, A IN HCl # A &5 REF F e i

10 B XEEEHR). KERZE, KREAAK. MeOH %k, REALZEF
%, (13g, 75%)
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10

15

20

OH cl
7 N/g"‘ / NJ§N
N’J\/UO_Me C
4 —— N/vJ\CEO—Me
~“0-Me

O-Me

5-#2 % -7-(3,4-= F R A KAL)k e H[1,2-c]E7% (44g, 162mmol)
F= POCL(500g)6y @ ek 4 i, ETRER L REAY, KE
Ak, R EEKR, REHFEREF TAKY, Ataf NaHCO,
Rk sek. BT TRIKENBRATE, 92%).

JiB A b ) 1-8 4B —F ik RiBid 5l L REH] 1-8 4F
—ABNG F R R B R RS, TRBIEREA KR C-7 BRARAH
BAT ek H F AR,

(#1&F F 4k I0)

Cl
cl A
N%N + B O—Me — h{ /N . O—Me
c1/"\¢l O—Me /\)\Oio_m
A A ARTTF-70C, #HTH 75ml ETE4E6 TE(1.59M)
VA 30 4P W Aa N 4-i2 35 B%(27.8, 128mmol)#) AusK THF(160ml)
R, TG ERRMWE-TOCHFE 1 e, 2,4- 5 F%(14.9g,
100mmol)#4 %7K THF(50ml)is% 42 Ar 4 FF-30C, A#H#HTF 30
DAY R AN RM P . FTAFERAE-30CH I 1 ey, REAE 0CH
45 447, BB BB (6.4ml, 104mmol)F=sK(1ml, S6mmol)#) THF
BRFER., BAMETRII 5 547, £ E 0C, A DDQ23-=
£-5.6-—F A -2 KA, 22.7g, 100mmol)#y THF(30 ml)igz 432, #
A ETIBTH 10 548, AFHZ0C, A 40ml 4 3M S ALK
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BRALIE, F£ OCHEHE 10 H4F, B4 ¥ Ao 300 ml 8582 LB, &
kAL, A MgSO, T8, AXREEBER, RAoWAAL G4k (8
BR OB/ TaR 1:4)3543 5 4(13.8g, 48.4%)..

Cl Ci
Cl o
O—Me OMe
5 24 ZF6-34-= F fAh-FR)FR(Tg, 24.55mmol)f 0C

e 45ml TARBEF, FTHFE g BRI 30 47, LEMEX
#6RE. H 4 A4 5k (BtOAc/Hex/ P82 2: 1: 0.1)4R 453543/
#(3.9g, 56.6%).

Cl OH
NN N
' N~—N" N
HoN \u )\/\@[O—Me > Ly N//VUO—MG
O—Me O—~Me
10 [2-%.-6-(3,4- = ¥ & 3k - K 3 )-2F 7 -4- £ ]-p (1123mg, 4mmol) A=

AZ] 10ml BE Y, FRAME SSCTHR TR, ERHTHRITELE
ZORMA S50ml koK, dIEKREIRIE, AKRLBERERESY
(1010mg, 92.7%).

N—N""N NN
LNA\%‘\@O—Me — &NA\/K@O—MO
O-Me O—Ms
15 #H O7-G4 = F RAFKE)[1,24] = = 5 [1,5-C] & = -5- B¢

(1010mg, 3.71mmol)# BB E (10ml)A N N-= 2 3 % f(0.5ml) &%
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10

15

2

<O

R 120CHhHah 3 it ATAKLREBEBR, EAWinF 20ml
FiskAa 15ml 48Fe NaHCO, KigZ bW, RAHA 2x150ml 8
BLLBE IR, & FREMA MgSO, FIR, AEALREBENKBR
% & B4R = 4(850mg, 78.8%).

J B ) 1-8 AR —Hp 7 ik Rl it B b E k4] 1-8 Aa45l4d
7 EA G REMEY, TUHEEFRE C7 BRAEKGRE =%
HOE F E AR,

(%34 9)

HO5-F-T-G4-= F RA KAL) Kok 5 [1,2-c]% = (57.94mg,
0.2mmol). 1-(4-FF A )92 2HCI(55.69mg, 0.22mmol)F=—F AL Z
(85.31mg, 0.66mmol)f 3ml 2-&BEF F #9845 A 90°CHEH 3 /) BT,
BHEXR., EFRAYT AN 3ml kK, TEKEFENHE
B4, FRRFHAY T-0,4-= F BAERL)-5-[4-(4-RFK L )kok-1-£]-
oRe FF(1,2-c]7% % = #(56mg, 64.6%),

F
F
L Q
/NN + — N
Né‘\/\@[o-m a ( j
H N N
O-—Me E j
H
aF5:433.4846

SRk 434
FMHEFR C,

NJ\N

.Cl
N H C [ |
N"\\/K@O“Me
O—~Me

(5 3#&4) 10)
#FO5-R-T-G4- = F A AR K)ok 5 [1,2-c]*% "2 (57.94mg,
0.2mmol). 4- & A& F =2 (23.79mg, 0.22mmol)#F= = F & &£ Z k&
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0.2mmol). 4-F & ¥ k"2 (23.79mg, 0.22mmol)#= = F /& £ T &
(38.78,0.3mmol) £ 2-F B F &9 RAM A 90 Chehdt 3 20 JoBt, KB
BIETIR, RERFEA, AN Sml kK, REFFFEHE 2%
10ml B4 82 TEE B, S FBURA MgSO, FI&. RERLREEF,

5 A 2ml ZEE, ERKEFAGERTY, TREF[T-CAZFEL
A=A )R IR [1,2-c] o -5- R b me -4- 3K F K- e 4 = 4 (38mg,
52.6%),

10 »-F&: 361.4031
SR g 362
EMES A
F AR T 3 A —FF 3B 55 364) 9 K, 10 9 £ B4 4T &
9 BT 5.
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%9
Ex No. ZTEH AT ZE MS _NMR
g1 .(\)O $83.454 B 384
/ \
#
92 Wm/x 448.4827 c 49
J N
&
93 Ao 341.4163 c 342
9-4 ’ojm 44,3733 B 345
4044727 B 405
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9-6 S,O 367.4733
¥
9-7 Y 341.4351
Yo
V4
Hy
9-8 327.408
/
9 3294239
H,
~N H-‘?
2
HC
9-10 ; 360.4192
\ -
4
oy,
ya
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9-11 298.3475 A

$-12 284.3204 B

Re

381.8247 362 |(CDCR) 3.87 (3H, ), 4.06 (3H, 5),
6.50 (1H, d, J =85 H2), 7.17 (1H,
4, 4= 7.9 Hz), 7.327.66 (3H, m),

9-14

N\
o, §
N
Y
N
Y
513 : 372.4303
cal
N

N : 7.80 (1H, d, J = 1.9 Hz), 8.18 {1H,
N“\/X:q [bi), 8.32 (2H, s), 8.57-8.39 (1H, m)

377.4062 378 |(DMSO d-6) 2,09 (3H, 8). 3.76 (3H,
), 3.7 (H, s), 6.77-6.80 (1H, m),
8.99-7.14 (3H, m), 7.60-7.63 (24,

N/?\N m), 7.72 (1H, s), 8.56 (1H, 5),.9.42
9 (1H, 5), 9.62 (1H, br)
/ . .
o

9-16

363.3819 A 364 }(OMSO d-6) 3.85 (3H, 5), .90 (3H,
(), 6.29 (1H,d,J = 7.9 Hz), 7.12
(1H,d, J = 8.3 Hz), 7.52-7.67 {2H,
m), 7.81-7.84 (2H, m), 7.92 (1H, s},
8.53 (1H, s), 8.62 (1H, br)

g-16

76
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7.23 (1H, m), 7.84-7.37 (1H, m),

| 7.64-7.69 (2H, m), 7.78 (1H, 5),
7.97 (1H, d, J =8.6 Hz), 855 (1H,

As), 9.80 (1H, br), 10.12 (1H, br)

817 364.3666 c 365  |(DMSO d-6) 3.78 (3H, 5}, 3.80 (3H,
’X} 5),7.00 (1H, d, J = 8.4 Hz), 7.19-

398.4278 CcD 399 }(DMSO d-8) 3.84 (3H, s), 3.86 (3H,
), 712 (1H, d, J = 8.3 H2), 7.52-
56 (1H, m), 7.82-7.91 (3H, m),

8.07 (1H, d, J=9.0 Hz), 8.32-8.35

(2H, m), 8.64-8.68 (2H, m), 8.83-

8.86 (1H, m), 10.56 (1H, 5

9-18

439.4097 A 418 |(DMSO d-6) 3.83 (3H, s), 3.89 (3H,
s), 6.36 (1H, d, J = 159 Hz), 7.13
(1H,d,J=15.8 Hz), 7.09 {1H, d, J
=8.2Hz), 753 (2H, d, J = 8.6 Hz),
7.77,7.81,7.90 (2H, d, J = 8.6 Hz),
8.55 (1H, 5)

9-19

?o

ERIELR:

441.4256 A 420 |(DMSO d-6)2.17 (2H, 8, J=83
Hz), 2.77 (2H, , J = 7.45 Hz), 3.83
(3H, €), 3.87 (3H, 8), 7.07 (1H, d, )
=83 Hz), 7.23 (2H, d, J =8.4 Hz),
7.747.85 (H,m), 8.54 (1H, s),
10.07 (1H, br)

$-20

T

LA

9-21

»

ELit ]

(i
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9-22 tﬁg‘”‘ ' 471 .5&9* A 472
N/O\J\; '

432.4833 A 433

823

524 4324833] A 433

8-25 W 446.5103 B8 47

8-26 518.5649 B 520

827 | 4119136 A 412 [(DMS0) 3.83 (3H,s), 3.85 (3Hs),
. 4.95 (2H,s), 7.09 (1H, d, J=8.5z),
7.28-7.39 (2H,m), 754 (1H, dd,
=1, 6Hz, 7.7Hz), 7.69-7.87 (SHm),
8.03 (1H,s).

9-28 387.4609 A 388  [(DMSO) 1.17 (3H, t, J=7.1Hz), 299
(2H, t, J=6.9H2), 3.72 (2H, ¢,
J=6.9Hz), 3.83 (3H.5), 3.87 (3H,s),
4.10 (2H, g, J=7.1Hz), 7.07 (1H, d,
1=8,3Hz), 7.69 (1H, d, J=1.4Hz),
7.76-2.82 (3H,m), 8.00 (1H,5).
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9-29 ; ~ 4044727
9-30 Q  340.3851 c 341

8-31 ﬁ 396.4498 B 397

4735362 C 474 |2562.69 (4H, m), 3.46-3.57 (6H,
m), 381 (3H, 5}, 3.85 (3H, 5), 6.00
(2H, 8), 6.79-6.92 (3H, m), 7.0¢
(1H, d, J=B.2H7), 7.58 (1H, 3),
7.73-7.76 (4H, m)

933 2154992 C 416 |[DMSO d-6) 342 (4K, , =4 5t2),
3.67 (4H, 1, J=45Hz), 3.82 (3H, 5),

3.88 (3H, 5), 6.83 (1H, &, J=7.2Hz),
1 . Q 7.02-7.07 (3H, m), 7.24-7.28 (2H,
m), 7.63 (1H, 5}, 7.75-7.81 (3H, m),

\
Q 7.85 (1H, s)

9-34 4455256 C 446
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9-35

(-]

%!

[+]
4
3

460.4967

461

9-36

4567.5368

458

9-37

353.4275

854

{OMSO d-8) 2.33 (3H, 5), 2.65

(4H, 5), 3.53 (44, 8), 3.81(3H, s),
3.87 (3H, 5), 7.05 (1H, d, J=8.4Hz),
7.60 (1H, 8), 7.73-1.77 (4H, m)

9-38

416.4868

417

-39

449.9442

450

80
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445.5256 48
417.4743] 418
484.3893] C-D 204, 486

445.5256 c

446  |(DMSO d-6) 3.43 (4H, 1, J=4.9H2),
70 (4H, {, J=4.8Hz), 3.74 (3H, 8), |.
83 (3H, s), 389 (3H, 8), 6.43 (1H,

J=8.1Hz), 6.56 (1H, 8), 6682 (1H,

d, J=8.2Hz), 7.09 (1H, d, J=B.6Hz),

7,16 {1H, | J=82Hz), 7.76-7.84

(4H, m), 7.99 [1H, ) .

429,5262 C

541.606 cD

542
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946 433.4709 c 434
He—g
S,
947 433.4896} (¢} 434 [(DMSOd-6) 3.30 {4H, t, J=4.TH2),
=/© 3,67 (4H, 1, Joh THz), 862 (3H, &),
3.88 (3H, 8), 699721 (5H, m),
7.63 (1H, 8), 7.757.84 {4t1, m)
}A\A@)\D‘
oot
948 |. ‘j 421547 CD 42
</\NJ§N ‘
| NJ\)\CEO\G%
O/CH;
949 ow 381,438 B 382
()
L
= Oy
o h

82
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g-50 F 484.4851 CD 485

9-51 |)“ 383.454 & 384

=8.5Hz), 7.42 (2H, d, J=8.5Hz),
7.56-7.67 (5H, m), 8.49 (2H, d,

952 389.4609 B 390 [(DMSOd-6) 1.32 (3H, t, J=7.1H2),
| 3,61 (2H, q, J=7.1 Hz), 3.79 (6H,
t, Xy ), 4.84 (2H, 5), 6.99 (1H, d,
J=8.5Hz)
SN .

oH,
o~
9-53 - 418.4998 A 419|250 (2H, p, J=1.8H2), 3.30 (3H, ),
. 3.60 (2H, t, J=7.2Hz), 381 (3H, §),
3.85 (3H, 5), 4.68 (1H, t, J=4Hz),
5.37 (1H, d, J=4Hz), 7.03 (1H, d,
MOy o J=0Hz), 7.27-7.36 (5H, m), 7.53
: (1H,8), 7.63 (1H, s), 7.70-7.74 (2H,
<\N/gw |m), 7.80 (1H, ¢)
= 0.
m \CH!
_ o h
954 = s3B.4128] B 9
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01811720. 1
9-55 ] 324,3857 B 325
M
o
1
9-56 - 826.4017 B 827 }(DMSOd-6) 127 (BH, t, J=7.0Hz),
f.w/\ 3.57 (4H, q, J=7.0Hz), 7.05 (1H, d,
CH, J=7.0Hz), 7.57 (H, 5), 7.66 (2H,
; "\\1 [o) 77275 (H m
P o)
“oH,
o~ s
I
957 A 1 381.438 A 382
M
Nék/\@o\cﬂa
o~ s

9-58 352.3862 B 358  |(DMSOd-6) 267 (4H, t, J<bt),
381 (3H, 5), 3.853.89 (7H, m),
7.05 (1H, d, =83Hz), 7.63 (1H, 5,
N 7.73-7.80 (3H, m), 7.87 (1H, 5)
/ N
NN O\OH, |
o
8-59 % 428.5387, CD 429
/ X
AN N
o,
_ay,

84
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9-60 A 430511 B 431
N
</\N/‘§N
N NP o\.cﬂ,
O,cH,
9-81 |F. : 460.5126 c-b 461
9-62 f f 352.4399 [+ 353
M
Z
L,
8-63 ; 421.547 C 422
/ S
S
e,
o
9-64 484.958 o] 465

A
Cg
o}i “{‘

85
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9-66 ml 368.4383§ B 389
/ N
P
o,
9-66 : 8 396.4498 c - 397
(\u)\
) / 0 -
@ o/a‘k
567 o : 306.44%8]  © 37 |[DMSO &) 1.90 (4, &, J=5.512),
' 3.57 (4H, t, J=5.5Hz), 3.81 (3H, 5),
3,87 (3H, 5), 3.96 (4H, 8), 7.05 (1H,
d, J=8.3H2), 7.80 (1H, 5), 7.737.77
{4H, m)
M
FAN
SH,
9-68 439.5215 C 440
?j@
/ N
PN
AH,
560 954.4102 B 355

s

N

§

86
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o

01811720. 1

436

412

426

c

(os]

C

C-D

435.4093

382.4227

411.4645

425.4916

> 8

9-71

972 H,c\'

9-73

9-74

87
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975

356.4497

357

9-76

3855.4434

9-77

370.4116

n

88
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978 || 367.4546 C 358
H,c—hf
C*\"
AK/‘UO\ oH,
ot .
979 347.3797 A 847 |(CDCI3):d 3.96 (3H, 5), 4.00 (3H,
N/@ [s), 6.99 (1H, d, J = 84Hz), 7.20
(1H, 1, J = BHz), 7.44 (1H,}, J=
{ 8Hz), 751 (1H, 8), 7.67 (1H, dd, J
= oHz, 8B4H2), 7,75 (1H, d, J =
Z 24), 7.92 (1H, d, J = 8Hz), 8.13
(1H, 5), 8.31 (1H, §)
9-80 Aty 420.4721 B 420 |(DMSO-d6):d 3.73 (3H, s),

3.81 (3H, &), 3.83 (3H, s),
3.84 (3H,5),4.77 (2H,d, J =
g " 5.2Hz), 6.47 (1H, dd, J
* =2.4Hz, 8.4Hz), 6.61 (1H, d,
(\./Lu J =2.4Hz2), 7.09 (1H, d, J
"\/‘\C(’\m, . —8.5Hz), 7.92 (1H, d, J

=8.4Hz), 7.51 (1H, 5), 7.67

£, (1H, d, J =2Hz), 7.78 (1H,
dd, J =2Hz, 8.5Hz), 7.99 (1H,
s), 8.42 (1H, s), 9.10 (1H, s)
981 N 313.3591 B 314
S
A
A

3814773 c 382

” N/\/O
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o83 4134787 44
Wy 375.4299 a6
585 471.6145 a2
M
Nw‘m
986 ut:o 367.4505 368
M
fvm
587 312.3746 313 [(CD30D) 1.06@H, L 4 =73,
N\ 1.84(2H, q. J=72), 367(2H, L, J=
7.2), 3.89(3H, s), 3.92(3H, s),
7 Ny 7.03(1H, d, J=84), 7.22(1H, s),
7.46(1H, 5), 7.69(1H, dd, J=2.1
AN\ o and 6.3), 7.75(2H, d, J = 2.1)
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355.4067 A 360 [{DMSO)3.67 (3Hs), 3.83 (3H,s),
3.80 (3H,8), 7.07 (1H, d, J=8.0H2),
7.72 (3H,m), 7.91 (1H,s), 8.01
(1H.s).

373.4338 B 374 |(DMSO) 1.12 {3H, 4, J=7.1Hz), 3.82
(3H.s), 3,00 (3H.8), 4.12(2H, ¢
J=7,1Hz), 4.42 (2Hs}, 7.05 (1H, d,
=0, 1Hz), 7.72 (1H, d, J=1.5Hz),
7.75-7.78 (2H,m), 7.91 (1Hs), 8.01

(1H,s).

9-89

373.4338 A 874 |(OMSQ)3.01 (2H, 1, J=6.9Hz), 8.64
(SH.9), 3.73 (2H, t, J=6.9H2), 3.83
(3H,5), 3.87 (3H,5), 7.07 (1H, d
J=8.3Hz), 7.70 (1H, 4, J=1.4Hz),
7.77 (1H,5), 7.80-7.82 (2H,m), B.00
W(ms).

9-90

373.4338 B 374  |(DMsO) 1.31 (3H, d, J=7.1Hz),

2.97-3.04 (1H,m), 3.65 (1H, dd,

J=6.3Hz, 13.:8Hz), 3.76 (1H, dd,

J=7.3Hz, 13.6Hz), 3.83 (3H,s), 3.88

(3H,8), 7.07 (1H, d, J=8.4Hz), 7.69

r (1H, d, J=1.4Hz), 7.77-7.82 (2H,m),
7.84 (1H,5), 7.99 (1H,s).

9-91

401.488 B 402 |(DNSO) 0.67 (3H, 1, d=7.3Hz), 1.12
. |(2H, h, J=7.6Hz), 1.45 (2H, p,
5-6.8Hz), 3.82 (3H.5), 390 (3H,5),
4,06 (2H, 1, J=6.8H2), 4.42 (2Hs),
7,03 (1H, d, J=8.0Hz), 7.73-1.77
{(3Hm), 7.92 (1H,s), 8.01 (1H,s).

9-92

407.4514 B |(DMS0) 3.57 (3H,5), 3.7 (3H.s),
577 (1H.s), .92 (1H, d, J=8.5Hz),
7.25 (1H,8), 7.37 (1H, t, J=7.9¢z),
7,67 (1H,5), 7.68 (1H,8), 7.74 (1H,
d, J<7.9Hz), 8.03 (2H, ¢, J=8.2Hz),
8.16 (1H, d, J=8.2Hz), .32 (1H,5).

9-93

R T

91
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" 465.5277 A (COCI8) 2.76 (2H, 4, J=7.6Hz), 305
(2H, 1, J=7.6H2), 3.76 (3H,5), 8.78
(3H.s), 3.89 (3H,8), 6.71 (1H,3),
16.72 (1H,5), 6.83-6.85 (2H,m), 6.93
(1Hys), 6.96 (1H, d, 7.3Hz), 7.61-
17,67 (3H,m).

9-94

995 518.571 A (CDCIi3) d 2.62 (2H, broad ),
2.88 (2H, t, J = 8.5 Hz), 3.76
(4H, t, J = 4.7 Hz), 3.87 (3K,
s), .98 (3H, s), 4.23 (2H, . J
= 5.8 Hz), 5.78 (1H, broad s),
6.34 (1H, broad s), 6.99 (1H,
d, J = 8.5 Hz), 7.14 (1H, ),
7.18 (1H, dd, J= 2.8, 9.2
Hz), 7.47 (1H, 8), 7.60-7.67
(4H, m), 9.09 (1H,d, J =9.2
Hz), 11.69 (1H, s).

996 m 4755461 A ' (CDCi3) d 2.60 (2H, broad 1, 2.86

(2H, 1, J=6.0 H2), 3.74 (4H, 1, =
.7 Hz), 384 (3H, 5), 3.92 (3H, 8),
21 (2H, 1, J = 6.0 H), 6.74 (1H,

. s), 6.96 (3H, m), 742 (1H, s), 7.47
o/\)O (1H, 8), 7.54-7.67 (5H, m).

524.5992 ) (DMSO d-5) d2.58 (4H, broad 1),
2.78 (2H, broad 1), 3.61 {4H, t, J =
4.7 Ha), 385 (SH, 8}, 4.15 (2H, L J
= 5.4 Hz), 5.71 (2H, broad s, 6.5
(2H, m), 7.08 (24, m), 7.21 (1H, 5),
7.53-7.83 (5H, m).

997

4745184 A 475 |CDCI3 9.08 (d, TH, J= 9.2 Hz),
7.68-7.65 (m, 3H), 7.46 (s, 1H),
7.25 (d, 2H, J=29 Hz), 7.18 (dd, _

%m

M 1H, J=9.1, 2.8 H2), 7.02 (d, 1H, &=
m(:% 7.9 Hz), 4.00 (s, 3H), 3.83 (¢, 4H,

y
@(:%

9-98

4=4.6 Hz), 3.88 (s, SH), 3.16
4H, =44 H2)

9-99 4444973 A 445 |DMSO 12.93 (s, 1H), 9.06
(d, 1H, J=8.5Hz), 8052 (s,
1H), 7.99 (d, tH, J=8.2 Hz),
7.97 (s, 1H), 7.77 (s, 1H),
7.75-7.67 (m, 5H), 7.19 {1,
1H, J=82 Hz), 6.99 (d, 1.
J=8.5 Hz), 3.94 (s, 3H), 3.75
(t, 4H, J=4.4 Hz), 3.05 (¢,
4H, J= 4.4H2)
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(5341 11)
! O
(/‘N N + /©// —_— HN
NM@O‘MG HaN Y NJ§N
O-Me N’J\/IZ[O'MG
O—-Me

5-8-7-(3,4-= F E A F )z H[1,2-c]% % (57.94mg, 0.2mmol)
Ao 4-F K F R (35.44mg, 0.3mmol)ERA# 2.5ml 2-FEEHF 1.5ml
5 HO #&EFR b RER., REWRAME 85-90CH LA,
REBHEER, TEKESEGEWKR, A4EA TLC REKXFT
2897 4-[7-3,4-= F RA- KA 51,208 = -5- R AHA]- K F
B, (38mg, 51.2%)
»F&: 371.3983
10 i 372
EMER A
B E AR T & AR —AF 45 B8 5256 4) 11 9 KT & TF & 10
Frgl4ta-4 .

93
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.10
Ex. No. >FER FFEF T FEFE ] M | NMR
1141 4174715 B (MeOD) 2.88 (3H, 5), 2.90 (3H, 5),

3.78 (3H, 5), 388 (3H, 5), 7.04 (1H,
d, J=8.3 Hz), 743753 (2H, m),
7.57-7.66 (4H, m), 7.86 (1H, ¢,
8.3 Hz), 7.95 (1H, d, J=2.3Hz),

e
| 8.46 (1H, d, J=23Ha)
%

112 3904456 A (MeOD) 2.28 (3, 5), 3.74 (3t 5),
2,82 (3H, 3), 384 (3H, 3), 8.85 (1H,
d, J=2.9, 8.6 Hz), 8,92 (2H, m),
] 7.34 (2H, m), 7.497.56 (3H, m),
@ 7.93 ({H, 5)

HEATIS A (OMSO) 3.88 (311, <), 3.94 (3, 8),

11-3 o
Hld 7.7 (1H, d, J=8.3Hz), 7.73 (1H, d,
J=7.9 Hz), 7.80 (1H, d, J=1.9 Hz),
7.85 (1H, s), 7.86 (1H, dd, J=1.9,
8.3 Hz), 7.84 (1H, d, J=1.5 Hz),

808 ({H, d, J=7.9 Hz), 813 (1H,
m), 927 (1H, d, 8.3 Hz), 12.35 (1H,
ls). 1228

. o7
' AH
114 480.5376 A |(d8-DMSO) 1.11(8H, 5), 2.84 (2H,
s), 3.38 (1H, m}, 383 (3H, 5), 3.85
& (3H, ), 7.1 (1H, d, J=0.0 Hz),
727 (2H, d, J=8.3Hz), 7.68-7.83
@W »

(5H, m), 8.07 (1H, m), 875 (1H,
I 1049 (11 5)

11-5 4444944 A [(d8-DMSO) 1.72-1.85 (1H, m),
2.10-2.49 (1H, m), 2.42-2.58 (1H,

e {m), 2.68-2.75 (1H, m), 2.81-2.91

. - (2H, m), 2.93-3.01 (1K, m),

3.31(2H, m), 3.63 (3H, s), 3.85 (3H,
, 3), 7.08 (1H, d, J=8.2Hz), 7.20 (1H,

. d, J=8.2H2), 7.55-7.85 (6H, m),

) 8.39 (1H, 8)

94
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11-6 440.4814 C 41

117 % 360.4192 A 361
\
¥

118 & 376.4185 A 377
/
SN
et
119 360.4152 A —[DWS0 4) 231 G, o), 351
(3H, 5), 3.86(3H, s, 7.03 (1H, d,
L=86Hz), 7.25 (2H, d, J=8.7Hz),
7.6 (2H, 5), 7.67-7.80 (4H, m),
NN 8.26 (1H, 5), 945 (1H, s)
A\ A
11-10 430.3898 B 431
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11-11 389.4173 (DMSO d-6) 3.81 (3H, s),3.83
(aH, 8), 7.01 (1H, d, J=85Hz), 7.39
(1H, 8), 7.51 (1H, & J=7.9¢z), 7.63-
7.65 (3H, m), 7.73 (1H, 8), 7.74
(1H, 8), 7.99 (1H, s), 8.06 (1H, d,
JAN 7.9Hz), 8.30 (1H, ), B.44{1H, 8),
P 19.67 (1H, )
o,
1112 | 3874042 (DMSO 0-6) 3.82 (3H, 5), 8.85
(3H, 8), 7.12 (1H, d, J=8.5Hz),
' 7.76-7.80 (3H, m), 7.93 (1H, d,
W , J=BHz), B.04 (1H, 8), 813 (1H, ),
JAeS e 8.51 (1H, s), 8.5 (1H, 8}, 10.95
Nﬁ%@\,’ (1H,3)
W
11-13 % 404,432 405
w©
N
FA A
O,
1114 5155738 516
116 377.4061 378
H,
1116 : 346.3921 a7
/ N
N\
O,

96
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11-17 376.4185 A 3
o™
M
Z
A
11-18 360.4192 A
/ N
) 0
11-19 m&' 404.4291 ND 405
M
Nﬁk)m
11-20 o 436.4931 A 431
’QA)LQ.’
/
EANF
- «03
11-21 M 4324833 A 43
&
1122 404.4291 A 405
m‘x
/ N
Z
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11-23

447.4543

448

11-24

ay

418.4562

419

(OMSO-d6) 2.58 (2H, 1, J= 7.5 Hz),
2.87 (2H,t, J = 7.4 Hz), 3.85 (BH,
5), 7.11 (1H, d, J = 8.2 Hz), 7.34
(2H, &, J = 8.2 Hz), 7.70-7.60 (5H,
m), 8.07 (1H, d, J=1.4 Hz), 8.77
(1H,), 1051 (1H, 5)

11-25

390.4456

3w

(DMSO-d6) 3.56 (3H,8), 3.58

* |(@His), 383 (3H,s), 3.89 (3H;s),

828 (1H,s), 7.07(2H, d, 4 =8.5
Hz), 716 (1H, d, J=8.3 Hz), 7.25
(1H, d, J= 1.5 Hz), 7.29-7.32 (1H,
m), 7.36-7.42 (1H, m), 7.67 {1H, s),
7.79-7.84 (2H, m)

11-26

404.4201

(DMSO-d6) 3.85 (3H, ), 3.88 (6H,
5), 7.14 (1H, d, J= 8.5 Hz), 7.75-
81 (3H, m), 8.06-8.13 (5H, m),
8.77 (1H, d, J = 1.6 Hz), 10.71 (1H,
s)

11-27

454.5085

l

(DMSO d-6) 3.49 (2H, t, J=8.4Hz),
3.73 (H, q, J=6.4Hz), 3.82 (3H, 5),
3.67 (3, 8), 7.03 (1H, d, J=B.5Hz),
7.64-7.79 (6H, m), 8.31 2H, s),
855 (1H, 5), 9.88 (1H, 8

11-28

380.402

301

98
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11-28

362.3914

363

(DMSO d-6) 3.82(3H, s), 3.83
(3H, 5), 6.85 (1H, 5), 6.88 (1H, s),
7.07 (1H, d, J=0.1Hz), 7.58-7.61
(3H, m), 7.71-7.73 (2H, m), 7.88
(1H, s, 8.48 (1H, 5), 9.94 (1H, s)

11-30

362.3914

s), 8.07 (1H, 5), 8.91 (1H, 5}, 10.52
B (1%

(DMSO &-6) 3.85 (3H, 5), 3.66
(3H, $), 8.67 (1H, d, =7.8Hz), 7.11
(1H, d, J=8.8Hz), 7.24 (1H, 1
1=8.6Hz), 7.31 (1H, d, J=7.8Hz),
7.4 (1H, 8), 7.71 (1H, 5). 779 (1H,

11-31

362.3914

|

1823 (1H, 5)

(DMSO ¢-6) 3.75 (3H, s}, 3.77
(8H, 5}, 681 (1H, 1, J-7.6Hz), 6.96-
7.00 (2H, m), 7.13 (1H 1, 7.9Hz),
7.52 (1H, 5), 7.55-7.61 {4H, m),

1132

431.4986

391.3896

(DMSO d-6) 3.84 (3H, s, 3.89
(8H,5), 7.12 (1H, d, J=8.3H2),7.74~
7.80 (2H, m), 7.83 (1H, ), 7.90
(1H,5), 824 (1H, 8), 8.25 (2H, d,
3=9.4Hz), 8.32 ( 2H, d, J=9.4Hz),
8.67 (1H, 5), 8.88 (1H, brs), 10.3
(1H. brs)

11-34

389.4609

(DMSO d-6) 3.80 (3H, 5, 3.84
(aH, 8), 6.82 (1H, d, J<9.2Hz), 7.02
(1H, d, J=B.8Hz), 754 (1H, 5), 7.60
(1H, s),7.63-7.68 (3H, m), 7.72
(1H, 3), 8.23 (1H, 5), .36 (1H, 5)
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1135 ’ijo\ 2024568 403
M .
O
11-36 (&K 380.4173 390
%
1187 | 376.4185 377 |[DMSOG6) 3.84 (6H, 8), 4.68
82H, 8), 7.11 (1H, d, =8.7Hz), 7.17
, (1H, d, J=7.9Hz), 740 (1H, 1,
<7.92), 7.71-81 (aH, m), 7.89
1(1H. 8), 8.08 (1H, s), 8.92(1H, s),
1028 (1H, brs), 10.64 (1H, 8)
7138 | on 4228776 37 [(OMSO <) 3.80 (31, 5), 3.6
|3, 8), 7.12 (1H, J=8.6Hz), 7.60
(1H, 4, J=8.7Hz), 7.75 (1H, 5),
7.79-7.88 (3H, m), 8.06-8.15 (3H,
m), 884 (1H, 5), 10.65 (1H, 5),
1310 {1H, brs)
11-39 ? ' 382.3729| 383
/ Ny
¥
g

100
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11-40 ::II 400.3634 A 401
/ AN
%
)
1141 4448534 A 445 |(DMSOd-6) 333 (6H,s), 7.09
(1H, 8.7+z), 7.84-7.82 (5H, m),
8,11 (1H, 5, 8.16 (1H, q, J=4.1H2),
CH }8.34 (1H, s), 11.38 {1H, brs)
1142 4044291 CD 405 |(DMSO d) 3.70(3H, 3),3.83
(aH, 8), 3.88 (3H, 8), 669 (1H, s),
7.06-7.14 (3H, m), 7.45 (1H, 5),
7.78-7.83 (2H, m), 7.91 (1H, ),
L 7.94 (1H, 5)
/.
P
1143 9 454167 A 206 |(DMSO d€) 3.73 (31, 5), 3.82
. (3H, 5), 3.88 (3H, s), 7.06-7.09 (2H,
m), 7.16 {2H, d, J=9.4Hz), 7.58
(1H, s), 7.75-7.77 (2H, m), 8.09
Y (1H, 5), 8.18 (2H, d, J<9.4Hz)
V.
1144 *\:m; 396.4 A 397
/ N
A A
0/0%
1145 W@a 394.8642 B 395
/ S
P
H,

101
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11-46 F 444.4169 B 445 |(DMSO d-6) 3.66 (3H, 5), 3.63
(3H, 5), 3.88 (3H, 5), 6.59 (1H, 3),
£ 7.08 (1H, d, J<8.3Hz), 7.25-7.28
l(2H, m), 7.38-7.45 (3H, m), 7.76-
S 7.84 (2H, m), 7.68 (1H, s)
AH,
1147 386.4574 A 987
/ N
P
11-48 | 3994561 A 400
(/\/\NO
/ NN
N
11-49 WQ/]\'K 390.4456 B 391
J
) S
11-50 394.,8642 A 305 [(DMSOd-6) 366 (3H, 8),3.83
(3H, ), 3.88 (3H, 5), 6.63 (1H, 8),
6.99-7.09 (2H, m), 7.31-7.43 (4H,
m), 7.78-7.83 (2H, m), 7.88 (1H, §)
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11-51

404.4291

11-52

461.7491

(DMSO d-6) 3.82 (3H, s), 3.88
(3H, s), 7.05 (1H, d, J=8.3Hz), 7.34
(1H, d, J=7.9Hz), 7.42 (1H,1, J=
7.9Hz), 7.63 (1H, 5), 7.68-7.72 (3H,
lm). 7.87 (1H, d, J=6.8Hz), 827
(1H, 5), 8.32 (1H, 5), 9.65(1H, 8)

11-63

364.3825

I(omso d-6) 3.74 (3H, 5), 3.77
(3H, s), 6.96 (1H, d, J=8.3Hz),
7.36-7.40 (3H, m), 7.53-7.62 (2H,
m), 819 (1H, 8), 8,57 (1H, 5)

11-54

382.3729

{(OMSO d-6) 3.75 (3H, 8), .77

(3H, §), 6.97 (1H, d, J=0Hz), 7.22
(1H, d, J=7.5Hz), 7.18-7.25 (2H,
m), 7.5 (1H, ), 7.57 (1H, 8}, 7.72
(1H, d, J=7.7H2), 8.15 (1H, s}, 9.58
(1H, 8)

11-85

380.8371

381

(DMSO d-8) 3.71 (3H, s), 3.78
}(3H, 5), 8.95 (1H, d, J=8.3Hz), 7.38
(1H, d, J=7.8Hz), 7.37-7.51 (2H,
m), 7.56 (1H, 8), 7.62 (1H, 5), 7.73
(th, d, J=7.9Hz), 8.18 (1H, 5), 8.59 }.
*(1 H, brs)
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11-56 T391.38%8] A 332 |(DMSO0 ¢%) 3.83 (3H, 5), 3.68
(3H, 5), 6.7 (1H, J=8.3H2), 7.50

?..
o’ (2H, 8), 7.66 (2H, 5), 7.69 ( 1H, 5),
7.753 (1H, 5), 8.03 (2H, 5), 8.25
(1H, s), 10.17 (1H, brs)
X
Y

1157 382.3729] A 383 |(DMSO ¢8) 3.82 (3H, 5), 3.87

{(3H, 5), 7.05 (1H, d, J=8.3H2),
748-7.73 (6H, m), 8.12-8.24 (2H,
|m).9.71 (1H, ¢)

11-58 At 412,8795 A 3n l(wso ¢6) 3.81 (3H, 8), .85

: (3H, 8), .86 (3H, 8}, 6.83 (1H, d,
J=8.7Hz), 7.12 (1H, J=8.3Hz),
7.37- 746 (2H, m), 7.62 (1H,s),
7.73-7.77 (3H, m), 8.08 (1H, 8),
1048 (1H, 5)

3884297] A 389 |(DMSO ¢6) 2.63 (3H, s), 382
(3H, 5), 3.83 (3H, ), 7.03 (1H, d,
J=8.7Hz), 7.63-7.78 (6H, m), .22
(1H, d, = 6.2H2), 8.29 (1H, 5,

8.50 (1H, s), 9.72 (1H, )
% |

11-59

364.3825 A 365 |(DMSOd6) 3.81(3H,s),3.85
(3H, ), 7.03 (1H, d, J=8.7H2),
7.26-7.32 (2H, m), 7.62 (2H, s),
7.65-7.71 (2H, m), 7.87-7.92 (2H,
m), 8.24 (s, 1H), 957 (1H, 5)

11-60

(2H, d, J<8Hz), 7.62-7.72 (4H, m),

N
Y
161 . 380.8371| A 381 |(DMSO d6) 3.81 (3, 5), 3.86
((T (3H, 5), 7.05 (1H, d, J=8.3Hz), 7,50
794 (2H, d, J=9Hz), 825 ({H, 5)
A
¥

104
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11-62 CH| 434.3287 A 362 |(DMSO d-6) 3.85 (3H,s), 3.86
oH «QM (3H, s), 7.1 (1H, d, J=8.5Hz), 7.37
(2H, d, J=8.THz), 7.72-7.77 (2H,
Hm),794 (2H, 4, J=8.7Hz), 8.10
J NN (1H, s), 8.92 (1H, s), 10.85 (1H, s}
AN

7.62-7.73 (4, m), 7.92 (2H, d,

S,
11-63 385.429 A 336  {(DMSO d-6) 3.81 (3H, s), 3.86
(3H, 8), 4.05 (2H, 5), 7.05 (1H, d,
' J=8.4Hz), 7.42 (2H, d, J=8.5Hz),
N 8.5Hz), 8.28 (1H, 5), 9.61(1H, s)
H

/
1164 389.4173 A 330 |(DMSO d-6) 3.86 (3H, 8}, 3.69
(8H, 5}, 7.13 (1H, d, J=8.5Hz), 7.30
W/?I] (1H, §, J=7.6Hz), 7.72-7.82 (4H, m),
7.97-8.04 (3H, m), 8.14 (1H, 5),
8.55 (1H, 5), 8.72 (1H, d, J=8.3Hz),
JNS 13.46 (1H, 5)
¥

406.445 A 407 [3.74 (3H, ), .77 (3H, 5), 3.78 (3H,
{s), 3.81 (3H, 8), 6.63 (1H, d,
J=B.6Hz), 6.74 (1H, d, J=2.6Hz),
6.95 (1H, d, J=8.3Hz), 7.50-7.57
(5H, m), 8.18 (1H, 5), 8.98 (1H, s)

11-65

7.36 (1H, d, J=8.7Hz), 746 (1H, 5),
7.58-7.63 (3H, m), 8.95 (1H, 5),
8.47 (1H, d, J=8.7Hz), 8.93 (1H, 5),
9.50 (1H, s)

461.3545 A 389 |[DMSO ¢-6) 3.8 (3H, ), 3.90
(3H, 8), 7.12 (1H, J=B.5Hz), 7.75-
7.63 (3H, m), 7.88 (2H, 4,
=8.7Hz), 8.09 (1H, 8), 829 (2H,
8.7Hz), 9.05 (1H, s), 8.12 (1H, 8),
r9.34 (2H, s}, 11.20 (1H, 5)

11-67

el
X
Z
o
11-68 388.4326 A 389 |(DMSOd-6) 3.94 (3H, s), 3.97
F (3H, 5), 6.98 (1H, d, J= 89Hz),
N
4
(OJQQ
N
F
el
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11-68 506.4365 A 434

(1H, d, =72Hz), 7.57 (1H, 1,
=8.3H2), 7.64 (1H, 5), 7.69-7.72
(3H, m), 7.90 (1H, d, J=7.2Hz),
8.13(1H, s), 829 (1H, s), 9.78 (1H,
s)

11-69 4303898 A 431 |[DMSOG-6) 382 (3H, 5), 387
/54 (3H, 5, 7.03 (1H, d, J=8.3Hz), 7.14

1170 | 257.5506| A %62
' Oye?
CH (@
N
7
171 - 4143905 A 16 |(DMS046) 3.62 (31, 8), 367
(34, 8), 7.07 (1H, 4 J=0Hz), 764
) (1H, ), 771773 (3H, m), 7.80
(2H, d, J=8.7Hz), 8.16 (2H,d,

J=8.7Hz), 8.30 (1H, 5), 9.89 (1H,
Al brs)
N’k/m
11-72 E 439.9054, A 404
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11-73

481.5779

(DMSQ d-6) 0.78 (3H, t, J=7.5Hz),
1.22 (2H, h, J=7.5Hz), 2.79 (2, q,
J=6Hz), 3.81 (3H, s), 3.87 (3H, s),
7.01(1H, d, J=8.7H2), 7.53-7.56
(2H, m), 7.64-7.70 (4H, m), 7.77
(1H, d, J=8.5Hz), 822 (1H, d,
J=8.5Hz), 8.30 (1H, ), 8.4 (1H,

11-74

541.9079

(CD30D) 2.97(6H, 5), 343(2H, &,
U =6.0), 3.62(2H,1, =60},
3.87(3H, s), 3.90(3H, 5), 6.96(2H,
d,d=8.7), 706(1H,d,J=8.1),
757(1H, 5), T642H, d, J=8.7),
7.72:7.77(2H, m), 7.93(1H,d,J =
2.1), 833(1H, 9)

11-75

456.8839

421

(DMSO-d6) 381(3H, s), 3.83(3H,
Hs), 3.88(3H, ), 7.08(1H,d,J =
8.4), 7.35(1H,dd,J = 3.0and 8.7),
7.53(1H,d, J =3.0), 7.63-7.74(3H,
m), 7.98(1H, d,J=8.7), &.11(1H,
Hd. J=18), 8.36(1H,d,J=1.8),
11.06(1H.s)

11-76

461.928

(DMSO-d5) 3.85(3H, 5), 3.67(3H,
8), 7.14(1H, d, J=8.4), 7.37(2H,
Is(br)), 7.73-8.97(3H, m), 7.93(2H,
d, J = 8.4), 8.10-8.15(3H, m),
8.97(1H, 3), 11.02(1H, s)

11-77

380.3972

391

11-78

651.7661

(DMSO d-6) 3.8 (3H, ), 3.90
(3H, 8), 7.13 (1H, ¢, JoB.6Hz), 7.72
{(1H, 5), 7.79-7.81 (2H, m), 7.87
(1H, 8), 8.04-8.10 (3H, m), 8.33
(1H, 5), 852 (1H, d, J=8.7Hz), 8.50
(1H, brs), 12.95 (1H, brs)
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11-79 516.5671 A 516

11-80 497.9366 A

%gﬁ

\
\

1181 | oA 4259176 A (DMSO) 3.83 (3H, s, 385 (3H, 5),
426-4.51 (6H, broad s), 6.75 (1H,
§), 7.12 (1H, d, J=B8.4 Hz), 7.33

#(3 ), 7.73 (2H,m), 7.80 (1H, ,

£

4
B

4Hz), 811 (1H, d, J=1.4 H2),
878 (1H, 5), 1044 (1H, 5)

\
\

511.0229 A (DMSO0) 3.30 (6H, m), 3.53
(2H, t, J=6.1 Hz), 3.84 (3H,
s), 3.85 (3H, s}, 3.91 (4H,
Im), 6.79 (2H, AB, J=8.9 H2),
7.10 (1H, d, J=8.9 Hz), 7.58
(2H, AB, J=8.9 Hz), 7.62
(1H, s), 7.73 (1H, 8), 7.76

* {(1H, m), 8.09 (1H, d, J=2.3 |
Hz), 8.75 (1H, d, J=2.3 Hz),
10.41 (1H, 5)

11-82

0
X

555.0319 B (DMSO) 3.46 (4H, broad s),
2.81 (3H, s), 3.83 (4H, m),
3.84 (3H, s), 3.90 (3H, s),
4.17 (2H, broad s), 7.10 (1H,
ld, J=8.5 Hz), 7.22 (1H, d,
LJ=0.0 Hz), 7.68 (3H, m), 7.80
|4, ad, J=2.0, 8.5 Hz), 8.08
(1H, d, J=2.0 Hz), 8.43 (iH,
s), 8.85 (1H, s), 10.05 (1H,
s), 10.66 (1H, s)

11-83

LS
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442906] A 407 |(CD30D) 3.85(3H, s), 387(3H, )

OH,
3.88(3H, s), 3.90(3H, s), 7.06(1H,
dd, J= 3.6 and8.4), 7.31(1H, dd, J
cH =24 and 8.4), 7.43(1H, d, J =

24), 7.56(1H, ), 7.74-7.79(2H,
{m), 7.92(1H, &, J=2.1), 825(1H,

O Oy | d,J=18)

11-84

»
o

11-85 505.759 A 469 |(DMSO-d6) 3:84(3H, s), 3.85(3H,
' 8), TA1(1H, d, d=8.4), TET(H,

Ho d,J=1.8), 7.72-7.76(2H, m),

CcH 797(1H, dd, J=24 and 8.7),

8.13(2H, dd, J =21 and 13.2),

824-8.30(2H, m), 11.88(1H, 5)

5

11-86 519.7861 A 485 |(DMSO-d6) 3.61(3H, s), 3.82(3H,

Is), 3.83(3H, 8), 7.08(1H,d, J=
8.4), 7.80(1H, d, J=18), 7.68(1H,

5

dd, J = 2.1 and 8.7), 7.76(1Hs),
. 7.98-8.10(4H, m), 8.35(1H, s},
f/k:m 1087(1H,5)
=\
1187 R 4797385 A 45 |(CD30D) 3813H, 8), 3.68(3H, o),
cH 7:32(1H, 0, J =8.4), 751(1H, m),
7.53.7.60(2H, m), 7.51-7.71(2H,
: m), 7.99(1H, d, J=2.4), 828(1H,
JAeS 4,4=21)
P4
o
11-88 c 4961841 A %61 |(CD30D) 3793H, 3), 385(3H, 8),
CH 698(1H, d, J=9.0), 7.42(1H, 8),
_ 753.7.61(4H, m), 7.71-7.79(2H,
)N m), 7.95(tH, 8)
/ N
N
1160 | on 38877 A 103 |(DMSO) 3.81 (3H, 5), 3.84
(8H, 5), 7.02 (1H, d, J=8.4
[Hz), 7.1 (1H, d, J=8.4 Hz),

7.33 (1H, dd, J=1.9, 8.4 Hz),
7.49 (1H, d, J=1.6 Hz), 7.67
(1H, 8), 7.74 (1H, d, J=1.9
Hz), 7.76 (1H, dd, J=1.9,8.4
Hz), 8.06 (TH. d. J=2.1 Hz),
8.62 (1H, d, J=1.9 Hz), 10.29
(1H, s), 10.65 (1H, 8), 10.73
(1H, 8)

}%2 i
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11-90

5§25.0554

(DMS0) 2.04 (2H, quint,, J=7.7
Hz), 3.20 (6H, m), 3.84 (3H, 5),
3.85 (3H, 5), 3.90 (6H, m), 6.83
(H, d, J=7.4 Ha), 7.11 (1H, 4,
J=9.0 Hz), 7.62 (3H, m), 7.75(2H,
m), 8.08 (1H, d, J=2.2 Hz), 8.81
(1H, d, J=2.2 Hz), 10.48 (1H, 5)

11-91

4765522

476..

ﬂ(DMSO 4-6) 258 (4H, t, J=4.4H2),

((tH,5), 754708 6H, m), .87

281 (2H, 1, J=5.6Hz), 3.74 (4H, 1,
4, 4Hz), 3.91 (6H, ), 4.1 (2H, &,
=5 6H2), 6.90-8.94 (3H, m), 7.40

(1H,s)

11-92

428.8789

(CD30D) 3.90(8H, s{br)), €.99-
7.13(3H, m), 743(1H, d, J = 2.4),
756(1H, 8), 7.74{iH, dd, = 1.8
and6.3), 7.85(1H, d,J = 1.8),

7.93(1H, d,J =2.1), 831(1H, 5)

11-93

428.8789

H

17.02(1H, d, J = 8.4), 742(1H,d,J

(CD30D) 3.78(3H, 5), 3.80(3H, 5),
387(3H, s, 657-6.59(2H, m),

=8.4), 7.49(1H,s), 7.64-7.67(m,
2H), 7.87(1H, d, d =2.1), 820(2H,
d,J=15)

11-94

418.4998

419

(CDCI3) 1.00 (3H, t, J=7.4
Hz2), 1.48-1.58 (2H, m), 1.80
{2H, quint,, J=8.5 Hz), 3.93
(3H, s), 3.95 (3H, s), 3.99
(2H, t, J=6.5 Hz), 8.55 (1H,
s), 6.91-6.98 (3H, m), 7.37
{1H, s), 7.48 (1H, s), 7.57-
7.61 (3H, m), 7.64 (1H,d,
J=1.5 Hz), 7.68 (1H, d, J=2.0
Hz)

11-85

430.3899

431

(CDCI3) 3.94 (6H, 5), 6.76 (1H, 9),
6.97 (1H, d, J=8.4 Hz), 7.29 (1H,
AB, J=8.9 Hz), 746 (1H, 8), 7.54
(1H, s), 7.60 (1H, dd, J=2.0, 8.4
Hz), 7.85 (1H, d, J=2.0 Hz), 7.69
(1H, d, Je1.4 Hz), 7.79 (2H, AB,
48.9 Hz)
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1166 |cH 455.9048] A 420 |(MeOD) 3.90 (3H, s), 392 (6H, 5),
7.09 (1H, d, J=82 Hz), 7.22 (1H,
dd, J=2.9, 92 H2), 748 (1H, d,
J=2.0 Ha), 7.58 (1H, §), 7.75 (1H,
), 7.76 (1, m), 7.36 (2H, m), 8.68

P(ﬂt d, J=92 Hz)
4

1197 | 504.7743 A 468, 469 |(DMSO) 3.85 (3H, 3), 3.90 (3H, 8),
¢ 7.13 (1H, d, J=8.5Hz), 7.73 (1H, 5),
CH 7.80 (2H, m), 7.90-7.95 (2H, m),

8.07 (2H, s), 8.20 (1H, 5), 8.59 (1H,

), 8.70 (1H, d, J=8.0 Hz), 129
. (1H,9)
AN

11-98 404.4727] A 05 |(DMSO) 129 (6H, d, J=6.0 Hz),
3,80 (3H, 8), 3.83 (3H, 5), 461 (1H,
o3 sept, J=6.0 Hz), 7.00 (2H, AB,

- 4=8.9 Hz), 7.03 (1H, m), 7.58 (2H,

A : AB, J=8.9 Hz), 7.67 (1H, dd, J=1.9,

A . 8.4 Hz), 7.74 (3H, m), 822 (1H, s),
9.3 (1H,3)

11-99 eH 439.9054 A . 404 |(MeOD)2.93 (3H, 5), 3.85 (3H, s),
3.90 (3H, 5), 6.99 (1H, d, J=74
Hz), 720 (1H, t, I=8.9 Ha), 7.47-
7.54 (2H, m), 7.61-7.66 (2H, m),
7.81 (1H, d, $=7.T Hz), 7.85 (1H,
s), 7.95 (1H, s), 8.73 (1H, d, J=7.7

A _ _ Hz)
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11-100

gt e}
i-S

394.409

395

(DMSO) 3.81 (3H, 8), 3.86 (3H, s),
3.86 (3H, s), 7.05 (1H, d, )=85
Hz), 7.24 (1H, t, J=0.3 Hz), 7.54
(1H, d, J=8.9 H2), 7.61 (2H, s),
7,68 (1H, dd, J=1.9, 8.5 Hz), 7.74
(1H, d, J=1.9 Hz), 7.99 (1H, dd,
J=2.5, 13.9 Hz), 8.23 (1H, s), 9.54
(1H,3)

11-101

£35.3856

[[DMSO 46) 2.63 R, 1, J=7.7Mz),
288 (2H, 1, J=7.7Hz), 3.86 (3H, s),
3,92 (3H, ¢), 7.12 (1H, d, Jedbh),
755 (1H, d, J=8.7Hz), 7.72 (1H,
brs), 7.81-7.84 (3H, m), 7.8 (1H,
), 8.33 (1H, brs), 8.56 (1H, s). 8.96]
(1H, 5, 8.6H2)

11-102

2
|
2

\
\
®

483.323

(DMSO d-6) 3.85 (3H, 8), 3.22
(3H, 5), 7.12 ( 1H, d, J=OHz), 7.22
(1H, 1, J=7.3Hz), 7.66 (1H,t,
J=7.3Hz), 7.75 (1H, brs), 7.82-7.85
(2H, m), 7.90-7.95 (2H, m), 8.36
(1H, brs), 8.58 (1H, 8), 9.07 (1H, d,
8.2Hz)

11-103

436.784

(DMSO d-8) 3.84 (3H, 5), 3.86
(3H, 5), 7.10 (1H, d, J=8.4H2), 7.70
(1K, d, J=8.7Hz), 7.76-7.86 (4H,
m), 8.05 (1H, ), 8.33 (1H, 5), 8.63
(1H, 5), 10.30 (1H, 5)

11-104

483.4578

|OMSO d6) 264 (2H, t, J= 7.8¢),
2.80 (2H, 1, J=7.8H), 385 (3H, 5),
3.90 (3H, ), 7.12 (1H, d, J=8.3H2),
7.57 (1H, d, J=8.6H2), 7.73-7.80
(3H, m), 7.87-7.94 (4H, m), 8.48
(1H, ), 8.75 (1H, d, J=8.5Hz)
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11-105 » 475.5025 A (DMSO d-6) 1.89 (2H, p, J=7.4Hz),
2.27 (2, 1, J=74t2), 265 (2H, 4,
J=7.4Hz), 3.83 (3H, 5, 3.90 (3H,

° ), 7.08 (1H, &, J=8.5Hz), 7.51 (1H,
PPN d, J=7.0Hz), 7.68-2.78 (5H, m),
P 783 (1H,5), 7.91 (1H, ), 8.49 (1H,
5), 8.93 (1H, d, J=6.8Hz), 12.06
(1, brs),
11-106 §49.4124 A
o W
107 | | A
Lo
11-108 ] 49847271 A (DMSO d-6) 1.81 (2H, p, J=7.3Hz),
N 2.02 (2H, t, J=7.3Hz), 258 (2H, ,
J=7.3Hz), 3.83 (3H, s), 3.90 (3H,
, s), 7.09 (1H, d, J=8.3Hz), 7.36-7.67
(3H, m), 7.79-7.83 (3H, m), 8.39
(1H, brs), 8.87 (1H, d, J=8.5Hz)
11-109 434.4102] A (DMSO d6) 285 (3H, 5), 3.67
(84, 5), 7.1 (1H, 4, J=8.5H2), 7.71
i (1H, 5), 7.85-7.88 (2H, m), 7.90
(1H,5), 7.98 (1H,s), 8.11-8.12
& - |(eH, m), 8.23-6.26 (2H, m), 8.82
/NN (1H, 5), 13.10 (14, brs)
P
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503.9688] A (DMSO-d6) 3.85(3H, 5), 3.86(3H,
s), 6.74(4H, m{br)), 7.14(1H, d, J
=8.4), 7.74-787(5H, m), 7.59-

8.07(2H, m), 8.07(1H, d, J =2.1),
8.67(1H, d,J=18), 1063(1H, s)

11-110

504.5878 c | (CDCI3) 2.45 (4H, 1, J=A6 H2),
2.65 (2H, 1, J=8.1 Hz), 8.19 (2H, ¢,
J=8.1 Hz), 3.70 (44, 1, J=4.6 Hz),

- |3.83(3H, 8),3.52 (3H, s}, 3.93 (3H,
AL * |s),4.84 (1H; s), 6.78 (2H, m), 8.51
(1H, d, J=2.6 Hz), 6.95 (2H, m),
7A1 (1H,5), 745 (1H, s), 7.61 (1H,
m
%

11-111

d, J=1.3 Hz), 763 (1H, d, J=2.0
Hz), 7.68 (1H, 5)

4925768 B (CDCI3) 2.31 (3H, 5), 258 (H, ¢,
J=5.3 Hz), 2.70 (2H, t, 4=6.1 Ha),
3.26 (2H, 1, J=6.1 Hz), 3.63 (2H, t,
J=5.3 Hz), 3.87 (3H, s), 3.93 (3H,
s), 3.94 (3H, s), 6.76 (1H, d, J<B.5
Hz), 6.92 (1H, s), 6.95 (1H, m),
7.02 (1H, s), 7.09 (1H, dd, J=2.4,
8.5 Hz),

T1i-112

11113 ) 461928] A (CD30D) 3.96(3H, 8), 4.02(s, 3H),
& 720{1H,d, J=85), 758(1H,1,J=
' 7.5), 7.79-7.88(4H, m), 8.08(1H,
d,J=2.0), 8.168.22(2H, m),
8.50(1H, d, J =8.0)

461928] A (DMSO-d6) 3.85(3H, ), 3.86(3H,
s}, 7.00(1H, d, J =B.5), 7.44(2H,
8), 7.70(3H,d,J =5.0), 7.78-

%
% 7.84(2H, m), 8.068.15(2H, m),

11114

8.38(1H, s), B.65(1H, s), 10.58(1H,
s)
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11115 516.0194] A |(DMSO-d6) 1.66-1.69(4H, m),
cH o, 3.17-0.18(4H, m), 3.85(3H, s),

) 3.87(3H, s), 7.14(1H, d, J = 8.5),
7.75°7.82(3H, m), 7.93(2H, d, J =
8.5), B07(1H, d,J=2.0), 8.18(2H,

B : d, J =85), 8.76(1H, s), 10.79(1H,
s)
H,
11-116 532.0184 A (DMSO-d8) 2.91(4H, i(or, J = 4.5),
- o, 3.66(4H, 1(br), J = 4.5), 7.15(tH, ,
J=85), 7.76-7.88(5H, m), 8.11-

8.22(3H, m), 8.76-8.79(1H, s(br)),
10.86-10.96(1H, s{br))

466.9267 A |(DMSO) 3.37 (3H, 5), 3.38 (3H, 8),
3.80 (3H, s), 3.83(3H, g), 7.1 (1H,
d, J=8.3Hz), 7.26 (1H, d, J=8.3
Hz), 7.51 (1H, dd, J=1.9, 8.3 Hz),
7.63 (1H, d, J=1.5Hz), 7.68 (1H, d,

%
N
v
cH
E J=1.9Hz), 7.70 (1H, s), 7.77(1H, |
dd, J=1.9, 8.3 Hz), 8.08 ({H, d,
J=1.9 Hz)
cH
%
f
"0

11-117

4528999 A (DMSO0) 3.32 (3H,5), 351 (3H, 5),
3.84 (3H, 5), 7.10(1H, d, J=8.3
Hz), 7.18 (1H, d, J=8.3 Hz), 7.42
(1H, dd, J=1.9, 8.3 Hz), 7.56 (1H,
d, J=1.9 Hz), 7.68(1H, 5), 7.71
(1H, d, J=1.9 H2), 7.76 {(1H, dd,
J=1.9, 8.3 Hz), 8.07 (1H, d, J=1.9
Hz), 8.64 (1H, d,

11-118

424.479 A (DMSO d-6) 3.82 (6H, 8), 7.01 (1H,
d, J =90 Hz), 7.50 (1H, br), 7.58-
7.75 (4H, m), 7.88 (2H, 5), 8.02
(1H,d, d = 7.6 Hz), 8.43 (1H, d, I =
7.9 Hz), 9.73 (1H, br)

11-119
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424.479 A (DMSO d-6) 3.25 (3H, 8), 3.82 (3H,

& o), 367 (3H, 9), 7.02 (1H, d, J = 8.8
Hz), 7.64-7.79 (5H, m), 8.28-8.30
(3H, m), 8.57 (1H, br), 9.88 (1H, br)

11-121 407.8592 B (CDCI3) 3.74 (3H,3), 3.81 (3H;s),
7.06 (1H, d, J<B.5Hz), 7.54-7.58
(2H,m), 7.63-7.65 (1H,m), 7.75-
7.78 (2H,m), 7.87-7.90 (1Hm),
8.04 (1H, d, J=7.9Hz), 8.09 (1Hs),
851 (1H,3), 1094 (1H, bs).

11-120

cH
T2 o 430.4939 A (DMSO) 3.57 (3H, 8), 3.80 (34, 5)
: 3.82 (3H, 8), 7.03 (H, d, J=8.1
Hz), 740 (1H, ), 7.66 (3H,m),
‘ 7.72 (1H, 8), 7.80 (3H, 8), 7.90 (1H,
d, Je5.4 Ha), 857 (1H, d, J=8.1
Hz), 9.46 (1H. s)
11-1238 ? 453.5207 A (DMSO d-6) 2.58 (6H, s), 378 (3H,
), 379 (3, ), 7.00 (1H, ¢, J=9.0}
). 7.45-7.50 (1H, m), 843 (1H, d,
=83 Hz), 9.61 (1H, br)
AL
&
T1i124] o1 397.864 A
11-125 4605312 B (DMSO d6) 1.76-1.86 (2H, m),

75 Ha), 3,62 (3H, 8}, 883 (3, 3,
388 (3H, s), 6.40 (1H, 5), 7.08-7.11
(3, m), 7.24-7.28 (2H, m), 7.2
(1H, d, J = 1.5 Hz), 7.78-7.85 (3H,

ﬂ). 12.04 (1H, by
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11-126 474558 | 10000 (DMSO d-6) 1.35 (3H, t, J= 4.2
W Hz), 1.78-1.85 (2H, m), 220-2.28
(24, m), 3.82 (3, ), 3.88 (3H, 5),
4.144.18 (2H, m), 8.31 (1H, 5),
P 7.08-7.10 (3H, m), 7.257.26 (2H,
|m, 730 (1H,5) 776 (1H, 5, 775
7.82 (2H, m), 12.00 (1H, br
11127 ? 424.479 A (DMSO), 322(3H, s), 3.82(3H, s},
3.88(3H, 5), 7.08(1H, d, J=0.0Hz),
gﬁ—q 723(1H, §), TE5(H, d, J=1.5Ha),
q 7.74(2H, 5), 798(2H, d, J=8.7Hz),
8.21(2H, d, J=8.7Hz), BIO(1H, ),
S 9.94(1H, 5)
NS
11128 4324816 A (DMS0 06 8.11 (36H, 5}, 363
(3H,¢), .88 (3H, 8), 6.47 (1H, d,
J<GH), 7.05 (1H, d, J=B.5Hz), 7.52
(1H, brs), 7.69-7.84 (6H, m), 8.18
. ] (1H, brs), 8.47 (1H, s)
11-129 M@&,\ 10442 A 405
%
(EA4) 12)
F
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&) #L K B=(88.90mg, 0.8mmol)éy 77K DMSO(1.5ml)i& & ¥ Aa A
AR T BE47(94.26mg, 0.84mmol)f= 5-Z 4 Tai#-7-(3,4-— F &AL KL)-
skod - [1,2-c]%% 2 (126.16mg, 0.4mmol), HFAFFazitidtr, A
JEAmN 3ml koK, itiEAEF A R, K. 2-ABEAR LBk
5 RAFC-BEAL)[T-GA4-[= F BAFRK]-Red FH[1,2-c]F = -5- K] B 8d
A EH. ALY R &R TLC R 463847 46 7 #(127.000mg, 87.1%).
JR#E: 365
EMEEL A
A PR DR AT —Fr i BB 36 4) 12 ¢ R MFRAHIE T & 11
10 B3 ea4.
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01811720. 1
% 11
Ex. No. P o >7¥ | #RZE] WS VA
121 4598527 B (CDCI3) 2.54 (4H, bs), 259-2.64
(2H, m), 2.79-2.87 (2H, m), 3.68-
3.77 (4H, m) 3.94 (3H, §), 3.97
(3H, 8, 6.78 (1H, bs), 6.95 (1H, d,
J=7.5 Hz), 7.22-7.28 (3H, m), 7.45
K (1H, 8), 7.49 (1H, 8), 758-7.62 (1H,
m), 7.65-7.71 (4H, m)
Y
122 ‘ l || 3884166 A 37
/ N
S
123 A 13796 A ada
l
N
/ N
Y
124 377.4061 A (DMSO d6) 350 (3H, 5), 3.83
a4 (3H, s),3.88 (3H, 5), 6.94 (1H, d,
J= 8.9Hz), 7.02 (1H, d, 8.5Hz),
7.61-7.63 (4H, m), 8.17 (1H, 5),
A 8.19 (1H, 8), 8.56 (1H, s), 9.59 (1H,
P )
A,
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12-5 4104549 411
‘o,
(\n)\\ .
¥
. ~ /a-g
12-6 4475195 448
) Q \qy
M
FANF
SH,
12-7 : 347.3796 348
/ N/kN
a7
CH
12-8 847.3798 (DMSO d-6) 3.83 (3H, 5), 3.89
d (3H, 5), 7.08 (1H, d, J=8.2Hz), 7.65
N (1K, 5), 7.73-7.76 (3H, m), 7.97
(2H, d, J=5.9Hz), 8.29 (1H, s), 8.53
AN » (2H, d, J=5.9Hz), 9.95 (1H, brs)
129 " 4282757 (DMSO d-6) 3.82 (3H, 3), 388
(3H, s), 7.06 (1H, s, J=8.6H2), 757
(1H, s}, 7.65 (1H, s), 7.68 (1H, s),
7.70 (1H, 5), 8.0 (1H, d, J=9.0Hz), |
r835 (2H, m), 8.51 (1H, s), 10.64
/ (1H, brs)
%
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12-10 332.365 (DMSO d-6) d 3.85 (3H, 5), 7.07
: (1K, d,J =88 H2), 7.27 (1H, m),
7.49-7.64 (SH, m), 7.81 (1M, 8),
7.83(1H,s),8.06 (1H,d,J=22
/ N Hz),8.49 (1H,d, =19 Hz}, 9.30
P (1H, broad 8), 10.15 (1H, s).
12411 ? 380.8371
12-12 ﬂm 4252881 425
12-13 414.3905 415
12-14 436.4716
Mé:m,
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3774061 A (CDCR) : 43.95 (3H, s), 3.98 (3H,
s), 6.97 (3H, d, J = SHz), 7.47 (1H,
). 765 (1H, dd, J = 2Hz, 8.4Hz),

7.72(1H, d, J= 2Hz), 7.78 (2H, d,
J = 0Hz), 7.99 (1H, 8), 8.29 (tH, s)

12415

\ .4
2 i

450 5471 A 460  |(COC®) d 2.05 (2H, quink, J = 68
Hz), 248 (4H, {, § = 4.4 Hz), 2.56
(2H,t,d=7.1 Hz), 373 (4H, 1 J =
4.6 Hz), 3.94 (3H, 5), 4.16 (2H, &, J
=86 Hz), 6.76 (1H, 5), 838 (1H, d,
J=8.4 Hz), 7.20 (1H,1, = 7.4 Hz),
7.39-746 (3H, m), 751 (1H, ¢),

374.3982 A 3715 |(CDCI3) d2.37 (3H, s}, 3.87 (3H,
), 6.93 (1H, s), 6.98 (iH,d, J=8.7
Hz), 718 (1H, 1, J = 7.4 Hz), 7.25-
7.45 (4H, m), 7.61-7.71 (4H, m),
7.87 (1H, dd, § = 2.2, 88 Hz).

12-16

g

12-17

!

N

offa’

12-18 4224858 B 423 |(DMSO d-6) das4 (3H, 5),5.22

: (2H, 8}, 6.85 (1H, 5), 635 (1H, d, J
=8.3Hz), 7.19 (1H, 4 J=74 Hz),
7.28-755 (H, m), 7.65 (1, d, J =

1.6 Hz), 7.72-7.78 (3H, m).

3323614 A 333 |(DMSO d-6) d3.86 {(3H, ), 6.84
(1H,d,J=83Hz), 7.15 (1H,1, J=
7.3 Hz), 7.45 (2H, m), 7.55-7.60
(3H, m), 7.3 (1H, d, J = 1.9 Hz),
781 (tH,d,J =77 Hz), 8.26 (1H,
[s), 25 (1H, 8), 950 (1H, s).

12-19

4044676 A 405 |(CDCI3)d1.24 (3H, t, J=
7.0Hz), 361(H, q,J =7.0
Hz), 3.85 (2H, 1, J = 5.3 Hz),
4.24 (2H, 1, J = 5.3 H2), 6.68
(1H,s),6.99 (1H,d, J=8.4
Hz), 7.20 (1H,t, J = 7.5 Hz),
7.40-7.45 (3H, m), 7.52 (1H,
s),7.58 (1H, dd, J = 2.1, 8.4
Hz), 7.60-7.76 (4H, m).

12-20

» Cg}b Cg%
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344.3724 B 345 |(CDCi3) d4.30 (3H, 5), 693 (1H, d,
J=8.4 Hz), 7.04 (1H, broad s),
749 (1H,1, J =74 Hz), 7.44 (3H,
m), 7.52-7.64 (4H, m), 7.73 (2H, d,
=78 Ha).

12-21

330.3456 B 331 |(CDCI3) d 6.00 (2H, 5), 6.70 (1H,
broad s), 8.89 (1H, d, J =82 Hz),
721 (1H, 4, J= 74 Ha), 7.42:7.48
(4H, m), 752 (1H, d, J = 1.7 Hz),
758 (1H, dd, J=1.7, 8.2 Hz), 7.66-
7.71 (3H.m).

12-22

A

\/’%3 \/%—>

12-23 3744418| A 875 .. |(CDCR)d 1.47 (64, 1, J=7.0 ),

: 1.49 (3H, 4, J=7.0 Hz), 417 (4H,
m), 695 (1H, d, J = 8.4 Hz), 7.18
(1H,t, J=7.4 Hz), 7.38-7.48 (4H,
m), 7.55-7.71 (4H, m), 7.78 (2H, 4,
J=8.0 Ha).

262547 B 463 |(CDCi3)d 124 (61, 1, J = 70 Hz),
3.62 (4H, m), .84 (4H, ¢, J = 5.1
[H2), 423 (4H, m), 675 (1H, ),
6.99 (1H, d, J= 85 Hz), 7.19 (1H,
,J=7.4 Hz), 7.40-7.49 (4H, m),
7.60 (1H, dd, J= 2.1, 8.4 Hz), 7.65
(1H; d, J= 21.3 Hz), 7.72-7.75 (3H,
m).

12-24

445.5203 A 446 (CDCI3)d2.59 (4H,t, J = 4.6 Ha),
2.87 2H, 1, J=6.1 Hz), 3.73 (4H, 1,| .
| = 4.6 Hz), 3.90 (3H, 5), 4.23 (2H,
t,J=8.1 Hz),6.95(1H, d,J=85
Hz), 7.18 (2H, s), 7.39-7.76 {H,
m).

12-25

“ % %3
;
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12-26

445.5203

446

(CDCR) d 2.61 (4K, t, J=4.6 Hz),
2.87 (2H, 1, J=8.0 Hz), 3.74 (4H,t,
J=4.6 Hz), 3.93 (3H, 5), 4.22 (2H,
t, J= 6.0 Hz), 6.83 (1H, 5), 6.97
(H, d,J=85Hz), 7.19 (1H, L J=
7.4 H2), 7.39-7.76 (3H, m).

12-27

422.4858

[COCR) d 3.94 (3H, 5), 5.21 (2H,

1s), 6.72 (1H, broad s), 6.98 (1H, d,

J =8.6 Hz), 7.26-7.44 (10H, m),
7.64 (2H, m), 7.72 (3H, m).

12-28

(CDCR) d 124 (3H, t, =70 Hz),
3.62 (2H, q, J=7.0 Hz), 387 (2H,
t, =53 Hz), 427 (2H, 1, J =53
Hz), 870 (1H, 5), 8.95 (1H, d, I =
8.5 Hz), 7.20 (1H, 1, J = 7.4 Ha),
7.32-7.50 (4H, m), 7.80-7.75 (SH,

ol

12-29

362.3912

12-30

381.8214
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12-31 354.393 B 355

§/>\j
>

361.3595] A (@8-DMSO) 3.99 (3H, 8), 7.12-722
(1H, m), 7.38-7.50 (8H, m), 7.65
(1H, ), 7.5 (1H, 5), 7.85 (2H, d,
J=7.9Hz), 8.31 (1H, 8), 8.40 (1H,
dd, J=2.3, B.7Hz), 8.60 (1H, d,

o J=2.3Hz), 9.63 (1H, 3)

12-32

\’b

N\

12-33 374.3982 A (CDC3) d 241(3H, 5), 3.65 (3H, s},

6.84 (1H, d, J =83 Hz), 7.12-7.21
(3H, m), 7.28-7.43 (4H, m), 7.60
(2H, m), 7.74 24, d,J = 7.7 Ha).

475.6141 A (COCH3) d 2.02 (2H, quint, J = 6.8
Hz), 257 (2H, 1, J = 7.1 Hz), 2.67-
75 (8H, m), 3.94 (3H, 5), 4.14

(2H,t, J= 6.8 H2), 670 (1H, ),
.98 (1H, d, J = 8.3 Hz), 7.20 (1H,
t, d=7.1 Hz), 7.33-758 (GH, m).

12-34

431.5371 c (CDCB) 4 0.96 (8H, 8, J = 7.2 Hz),
257 (4H, q, J = 7.2 Hz), 289 (2H, ,

Jt, J=58Hz), 3.96(3H, ), 4.25
(2H,1,J=5.1 Hz), 6.98 (tH, d,J =
8.6 Hz), 7.18-7.60 (6H, m), 7.77
(1H,d, d =19 Hz), 8.05 (2H, d,J=
7.6 Hz), 9.96 (1H, 5).

12-35

e f&b }%3}3
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12-36 4725898] A (CDCB) d 2.05 (2H, quint, J = 6.8
- Hz), 229 (3H, 5), 2.31-2.58 (10H,
' m), 3.94 (3H, s), 4.15 (2H, 1, J = 6.8
Hz), 6.74 (1H, 8), 6.98 (1H, d, J =
8.6Hz), 7.20 (1H, 1, J = 7.4 Ha),
7.40-7.76 (SH, m).

12-37 431.4935 A CDCI3 7.64-7.81 (m, 4H), 7.57 (dd,
1H, = 13.8, 3.2 Hz), 747 (s, 1H),
7.00 (s, 1H), 691 (d, 1H, &= 15.1
Hz), 392 (s, 3H), 3.91 (4, 4H, =
8.2 Hz), 3.84 (s, SH), 3.13(t 4H,
=75 Hz)

488.5888 A CDCI3 7.67 (d, 2H, J= 9.1 Hz), 7.
(s, 1H), 7.56 (s, 1H), 7.54 (s, 2H),
7.38(s, 1H), 683 (d, 2H, J=9.1
Hz), 6.60 (d, 1H, J= 8.6.Hz), 3.91
(s, 3H), 3.83 (s, 3H), 3.76 (m, 4H),
3.27 (1, 2H, J= 6.4 Hz), 2.51 (m,
4H), 1.86 (1, 2H, J= 6.4 H2)

12-39 471.6057 A CDCI3 7.77 (d, 2H, J= 75 Hz), 7.
W(S. 3H),7.52 (s, 1H), 7.41 {d, 2H,
J=79 Hz), 7.37 (s, 1H), 7.16 (,
1H, = 7.9 Hz), 6.62 (d, 2H, J=8.7
Hz), 3.92 (s, 3H), 3.26 (d, 2H,
J=6.2 Hz), 2.55 (m, 10H), 2.32 (s,
W 3H), 185 (1, 2H, J= 6.4 Ha)
%
(o

12-38

12-40 4565472 A MeOD-04 8.08 (s, 1H), 7.86 (d, 2H,

e 7.6 Hz), 7.88-7.26 (m, 8H), 7.19
- Jd M, 9= 7.7Ha), 3.93 (s, 3H),

3.490.22 (m, 6H), 2.42 (, 2H, &=

8.1 Hz), 1.88 (m, 2H)

403.4835 A 1(CDCB), 2.84(3H, 5), 3.34(3H, ),
3.38(2H, t, J=5.0Hz), 358(2H, t,
J=6.0Hz), 3.94(3H, 5), 6.77(1H, s),
7.00(1H, d, J=8.5Hz), 7.15(1H, ,
J=7.6Hz), 7.43(1H, 1, J=T.6Hz),
7.46(1H, 5), 752(1H, 5), 758(1H,
dd, et 9Hz, JeB.2Hz), 7.67(1H,
dd, J=1.9Hz, J=8.2Hz), 7.76(2H, d,
J=T.8H2)

12-41
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12-42

417.5108|.

(COCH), 2.38(3H, 8), 2.95(3H, s),
3.34(3H, 5), 3.38(2H, t, J=8.0Hz),
3.57(2H, 1, J=6.0Hz), 3.96(3H, s),
6.85(1H, s), 7.00(1H, d, J=8.2Hz),
721(2H, d, J=8.2Hz), 7.48(2H, d,
J=11.0Hz), 7.57(1H, dd, J=2.2Hz,
J=8.5Hz), 7.54(2H, d, J=8.5Hz),
7.65(2H, d, &=1.9Hz)

1243

471.4806

(CDCi3), 2.95(3H, 8), 3.35(3H, s),
3.39(2H, 1, J=6.0Hz), 3.59(2H, ¢,
\=8.0Hz), 3.95(3H, ), 7.02(2H, d,
J=8.5H2), 7.04(1H, 8), 7.53(1H, 5),
7.56(1H, 8}, 7.60(1H, s), 7.68(1H,
d, J=3.7Hz), 7.69(1H, d, J=3.5Hz),
7.93(2H, d, J=8.5Hz)

12-44

481.5743

(CDCi3), 2.94(3H, 5), 3.06(3H, ),
3.35(3H, s), 3.40(2H, t;J=5.9Hz),
3.60{2H, 1, J=6.3Hz), 3.97(3H, 8),
7.03(1H, d, J=8.2Hz), 7.29(1H, 1,
J4=7.3Hz), 7.58(2H, d, J=8.8Hz),
7.62(1H, 5), 7.68(1H,s), 7.T4(1H,
1d, d=1.6Hz, J=7.3Hz), 8.01(1H, dd,
J=1.3Hz, J=7.9Hz), 9.11(1H, ,
J=8.2Hz), 9.85(1H, 5)

1245

390.4012

[(OMSO¢6) 382 (3H,s),3.88
(3H, ), 7.07 (1H, 8), 7.70-7.79 (6H,
m), 8.18 (1H, ), 8.47 (1H, s), 8.65
(1H, 8), 10.04 (1H, ), 11.97 (1H, s)

1248

482.3736

(CDCB), 2.95(3H, s), 3.35(3H, ),
3.40(2H, 1, J=B.0Hz), 359(2H, t,
J=5.9Hz), 3.95(3H, 5), 7.01(1H, d,
J=8.2Hz), 720(1H, s), 7.50(1H, 8}, |
7.52(2H, d, J=6.9Hz), 7.54(1H, d,
J=1.9Hz), 7.56(1H, 8), 7.59(1H, d,
J=1.9Hz), 7.64(1H, d, J=1.0Hz),
7.71(2H, d, J=6.9H2)
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12-47

3

C

415.4945

(MeOD) 2.36 (3H, ), 3.09 {4H, 1,
J=t3 Hz), 3.84 (4H, 1, J=4.3 H2),
3.91 (3H, s),7.00 (1H, d, J<8.3
Hz), 7.23 (2H, AB, J=8.3 Hz), 7.40
(1H,s), 7.55 (1H, ), 7.62 (1H, dd,
J=1.5,8.3 H), 7.74 (2H, AB, J=8.3
[Hz), 7.76 (1H, 5), 8.05 (1H, 5)

1248

ol

&

436.9009

(CDCi3) 3.17 (4H, &, J=4.5 H),
3.93 (4H, t, J=4.5 Hz), 4.00 (3H, 3),
6.91 (1H, s), 7.06 (1H, d, J=8.5
Hz), 7.23 (2H, m), 7.36 (1H, dd,
=19, 8.5 Hz), 748 (1H, d, J=1.5
Hz), 7.66 (H, dd, =26, 85 Hz),
7.98 (1H, 5), 8.27 (1H, d, J=2.6 Hz)

1249

3.

469.4648

|(MeOD) 3.11 (4H, t, J=4.5 Hz),
3.85 (4H, t, J=4.5 Hz), 3.83 (3H, 5),
7.03 (1H, d, J=8.3 Hz), 749 (1H,
s), 7.60 (1H, d, J=1.5 Hz), 7.85
{1H, dd, J=1.9, 8.9 Hz), 7.69 (1H,
5), 7.73 (2H, AB, J=4.5 Hz), 8.10
(3H, m)

12-50

1

S
\ 7

372.4906

CDCi37.65 (s, 1H), 7.63 (s, 2H),
7.63 (s, 2H), 7.47 s, 1H), 7.28 (m,
1H), 7.02 (d, 1H, J=8.9 Hz), 3.96

[is, 3H), 350 ¢, 1H, =60 Ha),

351 (q, 2H, =73 Hz), 340 (t, 2H,
= 6.2 Hz), 3.35 (s, 3H), 2.95 (s,
3H), 1.59 (t, 3H, J=7.3 Hz)

12-51

T

433.5003

-|cDCI8 7.64 (d, 2H, J=93

Hz), 7.62 (s, 2H), 7.63 (s,
1H), 7.59 (s, 1H), 7. 52 (s,
1H), 7. 43 (s, 1H), 6.97 (d,
1H, J=8.2Hz), 6.94 (d,2H, |
J= 9.3 Hz), 3.90 (s, 3H), 3.83
(s, 8H), 3.57 (t, 2H, J=6.0
Hz), 3.36 (q, 2H, J= 6.0 Hz),
3.34 (s, 3H), 2.92 (s, 3H)
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12-52 389.4567 A CDCB7.72 (s, 1H), 7.68 (d, 2H, J=

8.8 Hz), 7.63 (5, 1H), 758 (s, TH),
754 (d, 1H, J=8.5 H2), 7.43 s,
1H), 6.96 {d, 1H, J= 8.5 Hz), 6.93
(d;2H, J=8.9 Hz), 3.98 (5, 3H),
3.83 (s, 3H), 2.89 (s, 6H)

\/72
‘g:—

480.3638 A COCI37.84 (brs, 1H), 7.77 (5, 2H),
7.74 (5, 1H), 7.62 {5, 2H), 7.59 (d,
1H, J=13.8 Hz), 7.523), 748 (s,
2H), 6.97 (d, 1H, J= 138 Hz), 3.95
|(s,3H), 3.91 (t, 4H, &= 7.6 Hz),
3.14 (t, 4H, J= 7.6 Ha)

12-83

a

7

12-54 401.4677 A COCI3 7.80 (d, 2H, J= 7.9 Hz), 7.69)
(s,1H), 7.67 (s, 1H), 7.63 (s, 1H),
,7.59 (dd, 1H, J=8.2, 19 Hz), 7.50
5), 7.40 {t, 2H, J=8.1 Hz), 7.18 {1,
1H, J= 7.4 Ha), 657 (d, 1H, J= 8.2
[Hz), 3.94 (s, 3H), 3.1 {, 4H, J=
4.6 Hz), 3.14 (¢, 4H, J=4.5 Hz)

\
N\ Z

5026156] A COCI3 7.74-7.52 (m, 6H), 7.44 (s,
1H), 7.20 (br s, 1H), 6:93 (d, 3H, =
15.0 Hz), 3.90 (s, 3H), 3.83 (s, SH),
970 (t, 4H, &= 7.7 H2), .18 {, 2H,
J= 128 Hz), 2.63 (3, 3H), 2.43-2.33
(m 689

1255

4753681 A CDC 7.65 (6, 2H, =83 H), 761
(s, 4H), 7,58 (d, 1H, J=6.0 Hz),
752(d, 1H, &= 82 Hz), 743 s,
1H}), 6.98-6.92 (m, 3H), 3.95 (m,
4H), 383 (5, 3H), 341 {, 2H, &=
[6:5Hz), 8.31 (s, 3H), 322 ¢, 2H,
J=7.6 Hz), 2.84 (s, 3H), 1.84 (m,
2H)

1256

RENL

129



01811720. 1 oW B E114/1491

J=79Hz), 726 (t, 1H,J=
8.5 Hz), 7.69 (s, 1H), 7.64-
7.58 (m, 4H), 7.30 (¢, 1H, J=
6.9Hz),7.02 (d, 1H, J=7.9

12-57 479.562 A 480 |CDCI39.87 (s, 1H), 9.10 (d,
% 1H, J=8.5Hz), 8.01 (d, 1H,
[}

d Hz), 3.99 (s, 8H), 3.92 (¢, 4H,
J=4.1 Hz), 3.17 (s, TH)
12-58 4174715 418  |DMSO 1044 (s, 1H), 8.74 (d, 1H,
ﬂ, 122 Ha), 809 (0, 1H, J= 22 Ha),
7.70 (m, 2H, ), 7.69 (s, 1H), 7.64-

7,59 (m, 3H), 7.010 (d, 1H, J=8.9
Hz), 6.88 (d, 1H, J= 8.8 Hz), 3.67
(5, 3H), 876 (, 4H, J= 4.1 ko),
3.09 (, 4H, J= 42 Hz)

1259 214557 A ¥ |(MeOD) 3.14 (4, {, 144
m Hz), 3.87 (4H, §, J=4.4 Hz),
~ 4.01 (3H, 5), 685 (1H, dd,
L J=1.9, 8.5 Hz), 7.10 (1H, d,
I J=8.5 Hz), 761 (1H, d, J=8.5
NS Hz), 7.65 (1H, g, J=1.3 Ha),
7.78 (1H, dd, J=1.9, 8.5 Hz),
7.80 (1H, s), 7.85 (1H, 3),
(o 7.88 (1H, d, J=1.9 Hz), 8.22
: (1H, 5), 8.91 (1H, 5)

3.16 (3H, 5), 3.85 (4H, t, J=4.T Hz),
3.94 (3H, 5), 7.02 (1H, d, J=8.5

12-60 g 479.5585 A 480 ’(MQOD) 3.09 (4H,1, J=4.T Ho),

Hz), 749 (1H, d, J=0.8 Hz), 7.60

' (1H, d, J=1.6 Hz), 7.67 (2H, m),
7.72 (24, m), 8.A2 (1H, d, J0.6
Hz), 8.16 (1H, m), 872 (1H,t,
4=1.9 Hz)

12-61 390.4049 B 39t
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(%44 13)

g 0
[N \N + —— )S\
¢S UUSLNs Ty §
HS N’ P> -0—Mse
O—Me @
) ‘O—Me

5-5.-7-(3,4- = B A KA )-sk e HF[1,2-c]2%°%,(0.26 mmol)F= F AR
B(0.52 mmol)#y DMSO AR AFBRHF IR, RERESHAI0F
5 NaHCO, &z ¥ 4=, R/E R KH##H, A CHCL FIR. AAER &K%K
%, B Na,SO,Fi&. REHIF5H 5-FAHh-7-3,4-= F BAKL)K
wp SF[1,2-c]Few, FlAE EiEdR sk,
»F&: 3634414
JRi: 364
10 EMERA
J o A AR T 3 T AT —FP 3 R 2364 13 69 X5 BA1& T & 12
Er5|4La-4.
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%12
Ex. No. »F¥ | ARFE | MS NMR
131 3914856 B
13-2 383.4679 A
133 378.4561 A
134 378.4561 A
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135 ! 432.3315
/ N
N\CI:\GQ
_ S
13-6 Br 442.3374
137 303.4679
138 4535200 (DNiS0-06) 363 (e, 3H), 376 s,
3HJ, .77 (s, 3H), 280 (s, 3H), 6.95
(d 1H,J=8.53Hz), 7.14 (3, 2H),
741 (d, 2H, J= 199 Hz), 7.57 (dd,
1H}, 775 (d, 1H, J = 1.40 Hz), 7.97
(d, 2H, 4= 802 Hz).
139 391.4956 (COCB) 2.48 (5, 6H), 365 (s, 3H),
3.83(s, 3H), 634 (d, 1H, J=8.464
Hz), 7.21-7.37 (m, 5H), 7.65-7.71
© (m 3H).

133



01811720. 1 oW B E118/149)

432.3315 B (CDCI3) 3.73 (s, 3H), 3.89 (s, SH),
6.85(d, 1H, J =845 Hz), 724 (d,
1H, J = 2.09 Hz), 7.32-7.35 (m, 1H),
7.38-7.44 (m, 1H), 7.54-7.57 (m,
2H), 7.85-7.67 (m, 2H), 7.72 (d, 1H,
J=1.43 Hz).

13-10

4205153] A 421 | (COCI) 3,60 (3Hs), 3.92 (3Hs),

8.92 (1H, d, J=8.2Hz), 7457.58

(4H,m), 7.4 (1H,s), 7.76 2H. 4,

Ju12.6Hz), 7.89 (1H, d, Ja7.3H2),
8.12 (2H, d, J=7.3Hz).

13-11

367.4325 A 368 (CDCI3) 3.78 (3H,5), 3.85 (3H.8),
391 (3H,3), 6.88 (1H, d, J=B.5Hz),
725 (1Hs), 7.35 (1K, d, J=8.5H),
751 (M), 7.68 {1Hs), 7.71
(1Hs).

13-12

13-13 365.4166 A 366 | (CDCIS)3.94 (3H,s), 3.98 (3H,s),
§ 6.97 (1H, d, J=B.9Hz), 7.10 (1H, ¢,

J=4.9Hz), 7.58 (1H,s), 7.62-7.68
Y | {2Hm), 7.86 (1H.s), 8.50 (1H, d,
J J=A.9Hz).
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4185214] A 419 | (DMSD) 2.58 (1H, bs), 275 (2H, 1,
Ja5.3Hz), 2.98 (2H, 1, J<5.3Hz),
a8} (3H,s), 3.78 (3H.s), 3.89
(2H,5), 6.96 (1H, d, J=B.5Hz), 7.20
(1, &, J=7.0Hz), 7.34 (1H8), 745
(1H.8], 751 (1H, d, J=7.9H2), 7.56
(1H, d, J=8.5Hz), 7.96 (2H, d,
J=6.3H).

13-15 363.4414 S64 | (DMSD-d6) 3.78 (3H, 8), 387 (3H,
8), 746 (1H, d, J=B.4 Ha), 7.32-
740 (SH,m), 7.75 (1H,d,J=14
Hz), 7.86-7.92 (2H, m), 7.96-8.03

N & (2H, m)

13-14

13-16 461.5902 A (CDCE3) 287 (3H, 8), 2.58 (4H, 1, J

M =6.1 Ha), 8.31 (4H,1,J=50 Ha),

370 (3H, s), 3.89 (3H, 5), 885 (1H,

d,J=85Hz), 698 (2H,d, J=8.

Hz), 7.35-7.42 (2H, m), 7.65-7.67
(5H, m}

317 303.3684 304 | (OMSO-d6)7.35-7.37 3H, m),
7558765 (3H, m), 7.79-7.85 (5H,
" m), 806 (2Hs) 7

333.4149 334 | (DMSD-06) 3.77 (3H, 5), 6.89 (2H,

d, J=84 Hz), 7.58-7.64 (3, m),

7.747.80 (5H, m), 7.95 (2H,d, J =
123)

13-18

421.4751 C-D (DMSO-d6) : d 3.51(3H, ), 3.54
(2H, &), 373 (3H, 8), 8.82 (1H, 5),
6.89 (2H, 8), 7.12-7.23 (44, m),
755 (1H, d, J=1Hz),8.19 (1H,d,
[d= 1Hz), 12.28 (1H, 5)

13-19
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13-20 421.4784 A 422

449.5287 c (DMSO-d6) ; d 1.72-1.86 (2H, m),
2.14-2.27 (2H, m), 2.56-262 (2H,
m), 3.53 (3H, 5), 3.73 (3H, 5), 6.82-
6.90 (3H, m), 7.11 (2H, d, = 8Hz),
7.18 (2H, d, J=8Hz), 7.5 (1H, 5),
8.19 (1H, ), 1201 (14, 5), 1343
(1H, )

18-21

13-22 447.5187 A 443

1323 ' 4755709 B 476 | (CDCI)1.83 (1Hm), 222-227
(1H,m), 2.70-2.80 (3Hm), 3.07
(oM, d, J=7.7Hz), 3.74 (3H,3), 3.75
(3H.5), 3.90 (3H,5), 6.7 (1H, d,

S J=8.4H2), 7.34 (1H, 5, J=2.0H2),
736751 (3H,m), 780 (1H,5), 7.67
(1H.s), 7.68 (1Hss).

1324 214751 A 42 | (DMSOd-6)d264(2H,t =75
Hz), 296 (2H, 1, J = 75 Hz), 380
(@H,3),6.91 (1H,4, J =85 Hz),

7.24 (1H, dd, J = 22, 85 Hz), 720

(1H,d, J= 2.2 Hz), 747 (2H, d, J=
82Hz), 7.67 (1H, 4, J =82 Hz),
7.83(1H,s), 789 (1H,d, J= 1.8

Hz),

463.5119 A 464 | (CDCI3)d 2.38 (3H, s), 2.82 (2H, t,

J=7.0Hz), 3,10 (2H,1, J=7.0H2),

3.80 (3H, 8), 6.72 (1R, d, J=8.6

Hz), 722728 (3H, m), 7.45 (3H,
m), 7.62 (3H, m).

1325
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511.5995 A 512 | (CDCI3)d276(2H, L J=75Ha),
3.06 (2H, 1, J=7.5 Hz), 3.78 (3H,
s),5.16 (2H, 5), 683 (1H,d, J =85
Hz); 6.90-7.45 (oH, m), 7.53 (2H, d,

J=2.0 Hz), 7.84-7.68 (3H, m).

13-26

421.4751 A 422 | (CBCB)d2.77 (2H, L J=7.5Ha),
3,05 (2H, 1, J=7.5 H), 378 (3H,
686 (1H, d,J = 8.0 Hz), 7.15-
7.4 (3H, m), 7.39 (2H, d, § = 8.2
Hz), 7,53 (2H, ), 7.68 (3H, m).

13-27

13-28 534.634 A (DMSO ¢-6) d 262 (2,4, J= 7.5
Hz), 2.92 (2H, 1, J = 7.5 Hz), 3.15-
355 (6H, m), 3.66 (3H, 5, 3.77
(2H, broad 8, 3.97 (2H, broad ),
441 (2H, £, J=47 Hz), 7.08 (1H,
% 4,0=85Hz), 741 (1H,d,J= 18
Hz). 747 (2H,d,J=82Hz), 754

‘ (1H,dd,

13-29 354,393 A (DMSO) 3.74 (3H,s), 3.79 (3Hs),
):l}. .97 (1H,d, =85Hz), 706 (1H, 4,

J<8.2Hz), 738 (1H, d, J=1.9Hz),

7.1? (1H,s), 7.41-7.44 (1Hm), 7.51
(1H, d, =19tz), 7.80 (1H,s), 8.06

N
ANF (1Hs).
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(%4445 14)

A 5-8-7-G-F £ 4 -4-whopk-4- 2 - A )-ok ek 5H[1,2-c]55= (2.0g,

5.80mmol)4§ DMF &% & P4 Ar A5 T F 0Che A NaH(60%% 4 i

5 %%, 197mg, 4.93mmol). 10 5442, Hex 2-R A B8 FE:(1.06g,
6.96mmol), A E e AN F —3 4 NaH(60 %5 4k, 197mg,
493mmol), REFREMEZTRLFTR. A0 3ml BEREXE,

H B R IANKF . AAER CHCL FB, 457 &R MgSO,

TR, AERERE, 28 2-[7-3-F fA-4-"BoR-4- K- F L )-2ked 5

10 [1,2-c]%e-5- A R A - B FE ) RO ET— S ABBEARALER

Rk
g Q

SO PPN S G
“@é *’U@O

&k FES A4 ROk EtOH (20 mL) ™+ #9203tk 3 £, it
RALEPTIFEMWR, A MeOH k. EEBRATHRAFARFZERRK
15 8 2-[7-(3- F B Ah-4-7yopi-4- 2k - K A0)-oKe F [1,2-Clogme -5- K R |- 48
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BA(780 mg, 40%).

EHFE A

J AR T R AT — AR L4 0) 14 9 R R4 & T A 13
Fr g4 a-4.
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%13

Ex. No. FEH >F¥ | FRFIE| MS NMR

14-1 407.485 B (DMSO) 3.72 (3H,3), 3.83 (3H,3),
3,66 (3H,3), 4.80 (2H,s), 6.89 (2H,

[d, 8.6Hz), 7.09 (1H, d, =8.4H2),

7.47 (2H, d, J=8.8H2), 7.69 (1H8),

7.81 (1H,8), 7.84 (1H, dd, J=2.0Hz,

8.4H2), 8.01 (1H, 8).

7.28-7.37 (3H,m), 7.56 (2H, G,
=8.4Hz), 7.71 (1H.6), 7.78 (1H,s)
7.76-7.66 (2Hm), 8.01 (1Hs).

142 377.4685 A ' (DMSO) 383 (3H,8), 3.84 (3H3),
czij{q 4.85 (2H,8), 7.08 (1H, d, J=8.5H2),

14-3 361.4039 8
144 426.2728 B
14-5 4262728 B

140



01811720. 1 oW B E125/1491

14-6 426.2728 B

304.376 C 305 |(COCk) 7.30-7.40 (3K, m), 7.70-
7.68 (4H, m), 7.65-7.81 (5h, m),
8.43(1H,5)

14-7

148 3203754 C | @1 |(OMSOd6)698(2H,,J=85

Hz)) 7.06-7.43 (3H, m), 7.58 (2H, d,
J= .6 Hz), 7.90-7.93 (2H, m), 823}
(th,s), 8.70 (1H, 3)

149 339.8086 C-D 340

434.4711 A 435 |(DMSOd-6) 353 (3H, 3), 878 (3H,
s), 8.6.70 (1H, d, J = 18.0 Hz), 6.97
(1H/d, =86 Hz), 7.31 (1H,d,J
= 2.0 Hz), 7.60-7.95 (6H, m), 8.32
(1H,'s), 8.68 (1H, 8), 12.53 (1H, br)

14-10
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1411 o 437.4807 A 438 [(CDCI3) 363 (3H, s), 379 (3H, 5),
389 (2H,5), 8.74 (2H,d,d =87
Hz), 6.98 (1H, d, J =85 Hz), 8.16
(1H, s), 864 (1H, 5}, 12.66 (1H, br)

420.4285 B | 421 |(DMSOd6)259(2H,t =75
Hz), 281 (2H,t, J=75Hz), 3.83
(3H, s), 3.88 (3H, 5), 7.00 (1H, d, J
=85 Hz), 7.09 (1H,d,J =83 Hz),
744 (1H, 8), 7.47-7.59 (m), 8.40
(1H, s), 8.63 (1 Ijl. s), 1213 (1H, b

14-12

445.4663 Cc 448  [(DMSO)3.82 (3Hs), 3.83, (3H,s),
4.94 (2H;s), 7.06 (1H, d, J=8.5Hz),
7.54-7.65 (2H,m), 7.70 (1H,s), 7.75
(1H, d, J=2.1Hz), 781 (1H, dd,
J=2.1Hz, 8.5Hz), 7.85 (2H,m), 7.96
(1H,8), 801 (1H,s).

14-14 ] 387.4609 B 388  )(DMSO) 1.06 (3H, ¢, ¢=7.1Hz), 1.75
(3H, d, J=7.3Hz), 3.83 (3H,s), 3.91
(3H,s), 4.05-4.15 (2H,m), 4.84 (1H,
|o. 4=7.3Hz), 7.06 (1H, ¢, J=8.2+),
N 7.1 (1H, d, J=1 5Hz), 7.76-7.78
P (2H,m), 7.86 (1H,3), 8.02 (1H,s).
F

1413

14-15 411.9135 B 412 |(DMSO) 3.83 (3Hs), 3.84 (3H.s),
85 (2H,3), 7.41 (24, d, J=B.4Hz),
758 (2H, d, J=8.4Hz), 7.75 (2H,3),
7.81-7.88 (2H,m), 8.03 (H,s).

14-18 369.3681 A 370  |(DMSO) 3.83 (3H,s), 3.88 (3H,3),
4.67 (2H, q, J=102Hz), 7.09 (1H,
d, $=82Hz), 7.76-7.82 (3H,m), 7.98

72 0 ' (1Hs), 808 (1H,9).
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14-17 329.4239 A 330  |(DMSO) 1.08 (3H, , J=7.3Hz), 1.91

{(2H, h, J=7.3Hz), 350 (2H, t,

J=1.3H2), 3.83 (3H,5), 3.88 (3H,s),

q 7.0 (1H, d, 8.3Hz), 7.69 (1H, d,

/ J=1.4Hz), 7.78-7.81 (3H,m), 7.9
7 [(1Hs)-

14-18 3715082 CD 372 |(DMSO) 0.88 (3H; {, J=6.0Hz),
1.25-1.35 (4H,m), 1.44-1.52
,(zi,m). 1.86 (2H, p, J=7.3Hz), 3.52
(2H, { J=7.3Hz), .83 (3H,s), .88
: (aH,s), 7.07 (1H, d, J=8.3Hz), 7.69
(1H, 4, J=1.5Hz), 7.77-7.82 (3H,m),
7.98 (1H,s).
u.cYm.

14-19 414574 B 415  |(DNISO) 0.96 (12H, d, J=6.6Hz),
2,87 (2H, t, J=7.1Hz), .04-3.08
(2Hm), 357 (2H, 1, J=T.1H2), 3.82
(3Hs), 3.88 (3H,8), 7.06 (1H, d,
J=8,5H2), 7.68 (1H.9), 7.74 (1H8),
7.78-7.82 (2H,m), 7.96 (1H,).

1420 343451] A 344 |[DNIS0) 1.08 (3H, 1 J=7.4112), 1.67

: (as-t'r d, J=6.9Hz), 1.86-1.95 {2H,m),
3.83 (3H,s), 3.88 (3H,s), 4224.25
(1Hm), 4.23 (1H, d, J=B4Hz), 7.68
(1, d, J=1.5Hz), 7.76-7.81 (3H,m),
7.99 (1H,3).

355.4621 A 356 |(DNISO) 1.72-1.62 (GH,m), 2.34-

14-21 M
2.42 (2H,m), 383 (3H,5), 3.88
: (3Hjs), 4.37-4.42 (1H,m), 7.09 (1H,
A\ ] d, J=9.0Hz), 7.68 (1H, d, J=1.4H2),
7.77-7.82 (3H,m), 7.98 (1H.).
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1422 343.451 A 344 |(DMSO) 1.09 (6H, d, J=8.7Hz),

2.12-2.20 (1H,m), 3.46 (2H, d,

1=6.7Hz), 3.83 (3H,5), 3.89 (3H,5),

. 7.08 (1K, d, J=8.4H2), 7.70 (1H, 6,

ya : 0=1.5Hz), 7.77-7.82 (2H,m), 7.84
% (1H,3), 7.99 (1H3).

14-23 357.4781 B 358  [(DMSO)0.83 (3H, 1, J=7.4Hz), 1.08
(3H, d, J=6.7Hz), 3.42 (1H, dd,
J=7.3Hz, 13.2Hz), 3.59 (1H, dd,
: ~ J=6.0Hz, 13.2Hz), 3.83 (3H.3), 3.8
(3H,s), 7.08 (1H, d, J=8.32), 7.69
A - (1H, ), 7.77-7.84-(3H,m), 7.98
(1Hs).

1424 430.5298 B 431 1(DMSO) 1.36 (3H,s), 347 (2H, ba),
3.59 (2H, b), 3.82 (3H,s), 3.89
(8H,s), 7.06 (1H, d, J=8.5Hz), 7.14
(1H, bi), 7.68 (H, d, J=1.4t2),
7.76-7.85 (3H,m), 7.99 (1H,s).

391.4956 B 332 |(DMSO) 3.17 (2H, 1, J=7.9Hz),
3.15-3.20 (8H,m), 7.08 (1H, d,
4=8.5Hz), 7.20-7.36 (5H,m), 7.69
(1H:3), 7.78 (1H, d, J=2.0Hz), 7.82
(1H.s), 7.84 (1H, d, J=2.0Hz), 7.99
(1Hs).

1426 357.4761 B 358 |(DMSO) 0.88 (3H, {, J=7.2Hz),
1.25-1.50 (4H,m), 1.87 (2H, p,
' J=7.3Hz), 352 (2H, t, J=7.2Hz),
3.83 (3H,8), 3.88 (3H,s), 7.08 (1H,
. A d, J=8.3H2), 7.69 (1H,s), 7.77-7.82
[(aH,m), 7.98 (H,3).
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3584657 A 359 |(DMSO)2.75 (2H, t, J=6.8Hz), 3.68
(2H, 1, J=6.8Hz), 3582 (3H.3), 388
(3H,s), 7.07 (1H, d, J=8.5Hz), 7.69
(1H,3), 7.77-7.84 (3H,m), 7.98
(1H,s).

14-27

357.4781 B 358  |(DMSO)0.97 (6H, d, J=6.2H2),
1.73-1.40 (3H,m), 354 (2H, ,
J=7.4Hg), 3.83 (3H.5), 3.88 (3Hs),
7.07 (1H, d, J=8.4H2), 7.69 (1H, d,
J=1.4Hz), 7.76-7.83 (3H,m), 7.98
(iHs). -

14-28

360.4892 A 370  |(DMSO) 1.47-1.98 (8Hm), 223-
2.28 (2H,m), 3.83 (3H,5), 3.89
|(aHs), 421425 (1Hm), 7.09 (1H,
d, J=0.0Hz), 7.68 (1H, d, J=1.5Hz),
7.77-7.80 (3H,m), 7.98 (1H,s).

14-29

395.459 B 306 }(DMSO}3.83 (3H,s), 3.85 (3H,8),
4,85 ( ‘ ), 7.08 (1H, d, J=8.5Hz),
7.14.7.20 (2Hm), 7.57-7.62
{2H,m), 7.69 (1H,), 7.77 (1Hs),
7.85 (2H, d, =85), 8.02 (1H,9).

14-30

383.4943 A 384  |(DMSO)3.83 (3H,s), 3.86 (3Hs),
6.93-6.98 (1H,m), 7.08 (1H, d,
J=B.5Hz), 721 (1H, d, J=3.4tz),
7.38 (1H, d, J=52Hz), 7.70 (1H,s),
7.82-7.90 (3H,m), 8.04 (1Hs).

14-31

393.4708 A 294 |(DMSOY3.44 (2H,t, J=7.1Hz), 3.83
(6H.s), 3.96 (2H, {, J=7.1H2),7.05
(1H, d, J=8.5Hz), 7.68 (1H3), 7.80
(2H,s),7.85 (1H, dd, J=2.1Hz,
8.5Hz), 799 (1H;s), 8.51 (1H, d,
4=25Hz), 8.59-8.61 (1H,m), 8.64
(1H, d, J=1.4H).

14-32

o] ol o] o] o]
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358.422] A 359 |(DMSO)2.63 (3H, d, J=4.6H2),
3.82 (3H,9), 3.89 (3H,s), 4.23
(2H,8), 7.04 (1H, d, J=8.4H2), 7.74
{(1H,s), 7.47 (1H, d, J=2.1Hz), 7.70
(1, dd, d=2.1Hz, 8.4Hz), 7.89
(1Hg), 7.98 (1H,5), 823 (1H, ba).

14-33

14-34 478.5268 A 479

1435 ' 4344100] B (CDCES), 3.54(3H, 5), 397(3H, ),
_ l&&s(1ﬂ.d.J=2.8Hz).6.99(2H.d,
. | =A.7Hz), 7.49(1H, 5), 7.85(2H, 5,

7.67(2H, d, Ju4 8H2), 7.84(2H, d,
1438 E aws4871  C 406

J=2.8Hz), 7.95(1H, 5), 8.02(1H, 5)
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(=34 15)

5- & -7-(3.4- = F R A - F A )- ok o 5f [1,2-] % = (S0mg,
0.17mmol). 2-%% 2 - & F 82 (53mg, 0.35mmol)#= K,CO,(48mg, 0.35mmol)
5 4 EtOH A% R AT EHHTR. RERSYHFAK,. A IN HC
A, KB CHCL B, CHClL ER Kk, #KEM Na,SO, Fik.
IREEA AEFAFAL T, A 2-(T-F Fhokod 5[ 1,2-c) B o= -5- A AR )-
K ¥ B A MeOH &4 5 4246(40 mg, 57%).
A AR T R I AEAT— A4 RB se ] 15 9 R MFRAI G TR 14
10 BT 4a-4.
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% 14
Ex.No. TR »T¥ | AEIR MS NMR
15-1 432 4274 A 433
16-2 408.4389 A 409
N
/
S
163 4535424 A 454
15-4 352.4399 B 353 (CDGOD) 0.85-230(11H, m},
3.88(3H, 5), 3.92(3H,s), 7.03(1H,
d,J=8.4), 7.2i(1H, ), T45(1H,
d,J = 1.5), 7.65-7.75(1H,m), -
/ O 7.77(1H, 8), 7.84(1H, s)
Y
oﬁ*,
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(k44 16)

7\

C
l SN + \ N
k L

¥ 7-3.4-=F EA-FKA)-5- LAk -k 7 [1,2-Cl% 2 (335mg,
1.06mmol)iE F = #BS B2 (TFA, Sml). 5 54F/54% TFA AL Rk, #
5 AT 10 ml CH,CL,. #E#&%A#Z 0C, e m-CPBA (70%,
524mg, 2.12mmol)., ¥R BASYiehE TR, I S DB, e
— % & B (598mg, 4.63mmol)F=AiEE(254mg, 2.28mmol), RS
ERmftaida, LR Mm ik, A CHCL FIR, HHIEHA
#K, 4eFe NaHCO, Fo /Kb, Fl Na,SO, THR. REAVERAF
10 HEA T-(3,4-=F RAE-FH)-5-(Ho -4- AR ALKk 1,2 F =,
155 AE Gk 3R 4 (160mg, 41%).
aF=:364.429
Jiik: 365
EHER A
15 'H-NMR : (DMSO-d6) 3.67 (s, 3H), 3.78 (s, 3H), 6.97 (d, 1H,
J=8.52Hz), 7.38(d, 1H, J=2.06 Hz), 7.54(dd, 1H), 7.76 (d, 1H,
J=1.45Hz), 7.80-7. 83 (m, 2H), 8.00(s, 1H), 8.09 (s, 1H), 8.74-
8.76 (m, 2H),
FF 184K T 3 I ARAT —FF 32 B8 525645 16 69 KT RF)&F T & 15
20 BT 34084 .
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Ex. No. 2FHR >F¥ ] sBFK] NS NMR

16-1 369.4077 A (DMSO-d6) 375 (s, 3H), 3.79 (s,
‘ ~ aH), 4.18 (s, 8H), 698 (d, 1H, J=

\)" _ 9.00 Hz), 7.16 (d, 1H, J = 2,00 Ha),

38 (dd, 1H), 781 {d, 1, J = 145

Hz), 8.18 (s, TH), 8.18 (d, 1H,J =

0,89 Hz)

510.6383 A (DMSO-ds) 1.38-1.44 (m, 2H),

162
1.56-1.85 (m, 4H), 2.95-2.98 (m,
4H), 2.66 (3, 8H), 8.76 (s, 3H), 6.89
(d, 1H, J = 8.55H2), 7.36 (d, H, J
1.8 Hz), 748 (dd, 1H), 7.77 (0,
X {H, J=1.47 Hz), 791 (d. 2H, I =
y 8.42 Hz), 8.02-8.08 (m, 4H)

163 ' /@ 387.3862 388 |(DMSO-dc) 7.94 (2H, d,J =62

Ha), 7.57-7.64 (3H, m), 7.76-7.81
(3, m), 7.94-7.57 (2H, m), 8.04
(1H,5), 812 (1H,5)
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164 402.4008 403 |5(DMSO-d6) 5.70 (2H, s), 6.73
O (2H,d, J = 8.5 Hz), 7.33-7.38 (4H,
m), 7.77 (1H, ), 7.97-8.06 (4H, m)

496.6113 A © 497 |(DMSO-d6) (m m 3.65 (s, 3H), 3.77
(s, 3H), 6.90 (d, 1H, J =852 Hz),
7.35(d, 1H, J =1.88 Hz), 7.49 (dd,
1“!)] 7077(d| 1H| J = 1.29 HZ)'
7.97-8.08 (m, 6H). -

16-5

512.6107 ND : 513 |(DMSO-d6) .95
3.00(m,8570(m3.69 (s, 3H), 3.75
(3. 3H), 6.92 (d, TH, J =8.56 Hz),
7.36 (dd, 1H), 7.42(d, 1H, J = 1.95
H2), 7.77 (d, 1H, J = 1.38 Hz), 7.93
(d, 2H, J = 8.45 Hz), 8.03-8.11 (m,
4H).

16-6

167 - P 379.4437] A 380 |(DMSO) 3.64 (s, 3H), 3.77 (s, 3H),
. 5.94 (br, 2H), 6.94 (d, H, J = 8.51
N {H2),7.38-7.40 (m, 2H), 7.52 (dd,
1H), 7.73 (d, 1H, J =142 Hz), 7.82
(d, 1H, J = 434 Hz), 7.96 (d, 2H, 4

=218 Hz), 8.24 (s, 1H).

(FE#4) 17)
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10

15

4-(5- AR Fh -k v S [1,2-c] B o -7- 4 )-2- F B - KB (7.5g, 18
lmmol)4§ THF(15 ml)i&& /£ 0°C e NaH (2.3g, 56.6mmol). 15 4-4F
B 0CAA N-¥A = f T a5c8(102g, 28.6mmol), K iRe4h
B OCHME 10, REmABER, 1 DA, AZRERLRE
M. BAEYAAEEEERAFTH X FEEAKRG Z AT EREG3 g,
80%).

Bkt = A F 58 B5(100mg, 0.23mmol). =4 ih-2-B4 K & &%
(17mg, 0.06mmol). Pd,(dba),21mg, 0.02mmol)#=5 & 46(113mg, 0.35
mmol) & IRA-M E 3 & b BIARHBA, FAEAN Ar 4K, len =
B %(Sml)FaA8 57 449 B(50mg, 1.62mmol)E, ¥ R444 130-135C e
M1 R, AHEEER, HRE5HA 30ml CHCL %%k, @it Celite #
Wk, REIER, RAYRA G EREEELER B FKFME-(5-THL-
skl S [1,2-c] R -7-4)-2- F BA-FA]-F A -(49mg, 68%).

g i
/ Nj\\" | «/L
<;J\)\©:O\CH3 + HCHO ———> (/N;l\)\(:[o‘cua
W o
cH

CH,

3

A% B2 (45mg, 0.14mmol). F &8 (37%7K %%, 30mg, 1.00mmol)
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#2 NaBH,CN(15mg, 0.24mmol)# MeOH(5 ml)iE#& # A2 0.8ml IN
HCl. AFiEstiit&E, A 0.5mley IN NaOHBRRE . REAE,
KRAEMA SR EE E#ERARFTREGIng, 66%),
A ia sk T X I w AT —F BB 440 17 2T R E TR
5 16 Fr34ea-4.

%16

Ex. No. 2FHA 2>9¥ | THETE| NS | NMR

1741 399.5601 B CDCIB7.82 (s, 2H), 7.45 (s, 1H),
7.44(dd, 1H, $=8.7, 2.8 Hz), 7.30
(d, 1H, J= 2.3 Hz), 6.86 (d, 1H, J=
8.3 Hz), 3.91 (s, 3H), 3.50(q, 2H,
J=7.4 H2), 329 (1, 2H, J=6.4 Hz),
280t 1H, J=7.3 Hz), 262 (s,
6H), 1.82 (m, 4H), 1.57 (1, 3H, J=
&" 7.3Hz)

172 3144112] B COCR7.66 (5, 1H), 7.62 (5, 1H),
A8 (5, 1H), 7.43 (dd, 1H, = 8.3,

Hz), 7.84 (d, 1H, J=23 Ha),

JAN 685 (d, 1H, J= 8.3 Hz), 291 s,

P i SH), 351 (q. 2H, J= 7.3 Hz), 2.95
lis. 36, 15 ¢, 3, = 7.4 H2)

4255543 A CDCI37.71-7.52 (m, 3H),

17-3
. 7.43 (s, 1H), 7.36 (dd, 1H, J=
3.8 Hz), 6.65 (d, 1H, J=8.3
Hz), 3.83 (s, 3H), 3.51 (q,
2H, J= 7.4 Hz), 3.41 (m, 4H),
3.25 (t, 2H, J= 6.8 HZ), 2.41
(t, 2H, J= 8.1 HZ), 2.03 (p,
2H, J=7.7 HZ), 1.88 (p, 2H,
J=7.3HZ), 1.60 (t, 3H, J=
7.4 HZ)

174 : 440.6128 A CDC13 7.67 (d, 1H, J=8.3 Hz), 7.56
: (s, 2H), 7.45 (s, 1H). 7.23 (m, 1H),
[8.67 (d, 1H, J= 8.3 Hz), 3.97 (s,

3H), 352 (q, 2H, 3= 7.3 Hz), 3.27
(4 2H, J= 6.4 Hz), 2.54 (m, 8H),
235 (s, 3H), 1.88 (m, 2H), 1.59 (t,
3H, Ja 7.4 Hz)

153



01811720. 1

oM E138/149m

17-5

399.5601

CDCI37.75 (d, 1H, J=2.3
Hz), 7.71 (dd, 1H, J=8.3, 2.3
Hz), 7.63 (s, 2H), 7.48 (s,
1H), 6.96 (d, TH, J=87 Hz),
3.93 (s, 3H), 3.65 (p, 1H, J=
6.8 Hz), 3,51 (q, 2H, J=7.3
Hz), 3.18 (t, 2H, J= 6.8 Hz),
2.85 (8, 3H), 2.72 (s, 6H),
2.14 (m, 2H), 1.58 (t, 8H, J=
7.3 H2)

17-6

385.5333

17-7

371.5065

CDCI3 7,67 (dd, 1H, =83, 18
Hz), 757 (d, 1H, J= 256 Hz), 755
(5, 2H), 7.44 (s, 1H), 667 (d, 1H,
3= 8.3 Hz), 2.9 (3, 3H), 351 (q,
H, J= 7.5 Hz), .30 (8, 2H, J= 6.4
Hz), 2,64 (t, 2H, = 6.4 Hz), 2.31 (s,
BH), 1.58 (1, 3H, = 7.4 Ha)

17-8

371.5085

- [329 (t, 2H, J=6.1 Hz), 265 (1, 2H,

CDCI37.63 (3, 2H), 746 (s, 1H),
43(d, 1H, J= 8.0 Hz), 7.33 (s,
1H), 6.86 (d, 1H, J=0.3 Hz), 391

L, 3H), 51 (g, 24, & 72H2),

0= 6.3 Hz), 2.2 (3, BH), 158 1,
3H, b= 74 Hz)

17-8

330.5088

COCI37.56-7.27 {m, 10Hz), 6.65
(d, 1H, J=8.3 Hz), 448 (brs, 2H),
397 (s, 3H), 350 (q, 2H, J=7.4
H2), 157(,3H,=74Hs)

17-10

358.4638

100013‘ 7.65(d, TH, J= 8.3 Hz), 7.60}
S, 1H), 757 (s, 1H), 7.55 (s, 1H),
7.44 (s, 1H), 6.68 (d, TH, J= 8.3
Hz), 4.76 (br s, 2H), 3.95 (5, 3H),
3.67 (t, 2H, J=5.3 Hz), 351 (q, 2H,
Jn 7.2 Hz), 3.42 (5, 3H), 3.98 (¢

3H, J=4.9 Hz), 1.58 (t, 3H, J="7.1
K
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-1 408.5276 A CDCI3 7.63 (s, 2H), 7.46 s, 11);
7.43 (d, 1H, J= 8.0 Hz), 7.33 (s,
1H), 6.86 (d, 1H, J=18.3 Hz), 3.91
(3, 3H), 3.51 (g, 2H, J= 7.2 H2),
3.29 (1, 2K, J= 8.1 Hz), 2.65 (1, 2H,
Ju 8.3 Hz), 2.28 (s, 8H), 1.58 {3,
3H, J= 7.4 Hz)

17412 427.5701 A . CDCI3 7.63 {dd, 1H, J= 8.3, 1.9

Hz), 7.59 (s, 1H), 7.56 (s, 2H), 7.44
{s, 1H), 6.66 [d, 1H, J= 8.3 Hz),
5.41 (brs, 1H),3.97 (s, 3H), 3.78
(m, 4H), 3.50 (g, 2H, J= 72 Hz2),
3.29 (brs, 2H), 2.52 (m, 4H), 1.87

h(p. 2H, J= 6.4 Hz), 1.58 (1, 3H, =
7.3 Hz)

17-13 386.8333 A CDCI3 7.69 (d, 1H, J= 8.3
Hz), 7.60 (s, 1H), 7.57 (s,
1H), 7.53 (s, 1H), 7.43 (s,
1H), 6.87 (d, 1H, J= 8.3 Hz),
3.94 (s, 3H), 3.51 (q, 2H, J=
7.3 Hz), 3.27 (1, 2H,J=6.9
Hz), 2.42 (t, 2H, J= 7.0 H2),
2.27 (s, 6H), 1.85 (p, 2H, J=
6.8 Hz), 1.58 (t, 3H, J= 7.3
H2\

314.4112 8 CDCI3 7.68 (dd, 1H, J=82,1,9
Hz), 7.59 (d, 1H, J= 1.8 Hz), 7.58
(s, 1H), 7.54 (d, TH, J= 1,9 Hz),
7.43 (s, 1H), 8.65 (d, TH, J= 8.2
Hz), 3.94 (s, 3H), 3.50 (q, 2H, J=
7.4 Hz), 2.93 (s, 3H), 1.58 (1, 3H,
J= 7.4 HZ) ’ .

17-14

328.438 A COCI3 7.65 (s, 2H), 7.83 (5, 2H),
747 (8, 1H),2.01 (d, 1H, J= 8.6
[Hz),3.98 (s, 3H), 3.51 (¢, 2H, &=
7.3 Hz), 2,87 (s, 3H), 1.59 (4, 3H,
= 7.3 HZ)

17-15

415.4948 A CODCI3 7.64 (s, 1H), 7.81 (s, 2H),
7.58 (s, 1H), 7.55 (d, 1H,J= 8.3

Hz),7.42 (s, 2H}, 6.95 (d, 2H, J=
9.1 Hz), 6.75 (d, 1H, J= 8.3 HZ),

o
Q v
S
<\(§, . {388 (s, 3H), 3.84 (s, 3H), 3.40 (,
QKCQS 4H, J= 8.4 Hz), 1.94 (m, 4H)

17186

441.5969 A CDCI3 7.65 (s, 2H), 7.63 {3, 2H),
[7.47 (s, 1H), 7,00 (d, 1H, J= 14.4
Hz), 3.98 (2, 3K), 3.70 (1, 4H, J=

7.9 H2), 3.51 (g, 2H, J= 12,1 H2),
3.21 (t, 2H, J= 12.8 Hz), 2.87 (s,
3H), 2.44-2.36 {m, 6H), 1.77 (m,

2H), 1.59 (1, 3H, = 123 H2)

1717
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BB b R ATAT—Fr T R H LA R F T ERT EEAT
£ 17 Figlietdn. Lk &L IC, FAITAT .

>3 F | ARIE | WS NMR

aa1802] B (CD30D) 3.90 (3H, 8), 8.92 (1H, d,
9.1Hz), 711719 (1H, m), 7.2
(1H, 8), 7.39-7.51 (4K, m), 7.54
(1H, £), 7.86 (2H, d, J=8.7Hz), 8.6
(14, 9)

431.4549 A {d8-DMSO) 2.52-2.62 (2H, m),

* 2'6'2‘76 (ZHI m)v 3~9° (3Hn 3), .
7.10-7.18 (2H, m), 7.42-7.52 (3H,
m), 7.61 (1H, 5), 7.76-7.87 (1H, m), |
8.01(2H, d, J=1.9Hz), 8.32 (1H, 8),
8.91 (1H, s), 9.21 (1H, s), .47 (1H,
s)

3734179 A (d3-DMSO) 2.14 (3H, s), 3.89 (3H,
s), 7.08-7.19 (2K, m), 7.41-7.52
(3H, m), 7.61 (1H, s), 7.78-7.88
(1H, m), 7.95-8.05 (2H, m), 8.31
(1H, 3), 8.82 (1H, 5), 9.16 (tH, s),
[o47(tH,s)

361.4067 c 362 |(CDCI3) 3.82(3H, 5), 295(3H, 5),

P}
: #ﬁ * |399(3H, s), 6706.77(2H, m),
N 8.96-7.02(2H, m), 7.46(1H, d, J=1.1
Hz), 7.60-7.74(4H, m), 8.32(1H, d,

> 3.0 Hz)
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5 NM 463.4974 A 464
Z g
6 447 438 A 448
(C&N"
/ N
S
7 'm 447.498 A 48
20 |
8 (@J\(CO 5235967, A . 524
9 : 372.3867] 10000 a3
/ N
¥
10 416.4402 (& (CDCIi3) d 224 (3H, 8), 2.36 (3H,
‘ a)! 390 (3H,S), 107 (1H¢ dn J=88
Hz), 7.34-7.45 (6H, m), 7.63 (1H, 4,
J=12H2), .75 (1H, d, J = 22
M Hz), 781 (1H, 5), 7.89 (1H, dd, J =
P 22,86Ha).
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11 10442 A 05
12 5036002 A 504
13 2241 A 3
14 ~349.353] 10000 )
15 #74T5]  C i
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T 374.4026 B 374 |(CDCi3): d 3.87 (3H, 5), 4.02 (3H,
s), 7.04 (1H, ¢, J=8.4t2), 7.17
(1H, d, J= 1Hz), 740 (H, &d, J =
o 1Hz, 8.4Hz), 7.46-7.60 (5H, m),

8.1 {1H, 5), 8.39 (1H, 0, J =
=\ 3.4HZ)

17 499.0359 A 463 |(CDCI3)2.68 (2H, b, J=7.3Hz), 284

(H,s), 261 (2H, L, Jx7.3Hz), 2.97

 |(aHs), 3.62 (3Hs), 380 (3H,9),

7.02 (1H, d, J=8.5Hz), 7.34 (1H, 4,

: J=<1.9Hz), 7.52 (2H, d, =8 2Hz),

7.61 (1H, dd, J1.9Hz; 85Hz), 7.72

o - {(2H, d, &=8.2H2), 8.11 (1Hs), 8.17
(1H, d,

18 541.0735 A 505 |(CDCI3)2.70 (2H, t, J=7.2Hz), 293
/@/\i@ J(2H, b J=72Hz), 8.4 (4K, ¢,
J=5.1Hz), 353 (4H, t, J=5.1Hz),

' 3.62 (3H), 3.79 (3H,s), 6.99 (1H,
N d, J=8.6H2), 7.34 (1H, d, J=1.8Hz),
Y 7.48-781 (aH,m), 7.72 (2H, d,
3=8.1Hz), 8.03 {1H,s), 8.07 (1H,3),
{8.22 {1Hs).

19 461.5438 A 462  }(CDCI3) 1.92-2.04 (1H,m), 2.25-
31 (1H,m), 2.82:2.02 (3H,m),
3.1 (2H, d, J=7.8Hz), .75 (3H,s),
3.90 (3H,8), 6.86 (1H, d, J=8.4H2),
7.32 (1H, d, J=2.1Hz), 7.38 (1H,
y dd, J=2.0Hz, 8.4Hz), 7.47-7.52
' (2Hm), 7.59 (1H,s), 7.64 (1Hs),
' . 7.68 (1Hs).

434.5208 A 435 |(CDCI3)2.58 (2H, 4, J=7.7H2), 3.06
' (2H,1, J=7.7Hz), 475 (3H,3), 3.90
(3H,5), 6.28-5.36 (2H,bs), 6.87 (1H,
d, J=8.5Hz), 7.31 (1H, d, J=2.0Hz),
7.36-741 (3Hm), 7.61 (1H,3), 7.65
(1H, d, J=1.8Hz), 7.69 (1H;s).
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448.5479 A 449  |(CDCI3) 2.50 (2H, t, J=7.9H2), 2.78
(3H, d, J=4.6Hz), 3.05 {2H, ¢,
J=7.9Hz), 3.75 (3H,s), 3.90 (3H.3),
|5.35-5.40 (1H,bs), 6.87 (1H,
J=8.5Hz), 7.29 (1H, d, J=2.0Hz),
7.34-7.39 (3H,m), 7.59-7.67

(SHm).

21

389.4131 B (DMSO-d6):d 3.79 (3H, s), 3.84
(3H,s), 7.13(1H, d, J =75Hz),
7.39 (1H, ¢, J = 7.5H2), 7.61-7.90
(tH, m), 8.43 (1H, 5), 1056 (1H,
s), 11.74 (1H, 5)

4875849 A (DMSO) 2.63 (2H, £, J<8.4Hz), 2.93
(2H, 1, J=7.2Hz), 3.26-0.33 (4H,m),
363 (aH,9), 377 (3H,9), 635 (1H,
d, J<8.7Hz), 7.35 (1H, d, J=1.9H2),
745 (2H, d, J8.3Hz), 751 (1H,
dd, J=1.9Hz, B.7Hz), 7.70 (2H, d,
3-8.3Hz), 7.74 (1H, d, J=1.5H2),
7.9 (1H, 6,

4595335 A (DMSO) .16 (2H, t, J=6.8Fz), 3.27
(2H, . J=8.8Hz), 3.84 (3H;s), 3.78

(3H,5), 6.85 (1H, d, J=8.3Hz), 7.96
(1H, d, Je1.9¢z), 7.45-7.49 (3H,m),
7.70 (1H.5), 7.73-7.74 (2H,m), 7.96
|(1H,s), 7.98 (1H.s).

24

4444357 A 331 |(DMSO) 340 (2H,bq), 3.76 (2H, t,
6Hz), 3.84 (3H,3), 3.90 (3H,s),
7.06 (1H, d, &=8.4Hz), 7.72 (1H, d,
J=2.0Hz), 7.79 (1H,s), 7.83 (1H,
dd, J=2.0Hz, 8.4Hz), 7.91 (1H3),
7.99 (2H, bs), 8.07 {1Hs).
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28 345.3796 Cc 346  |(DMSO) 1.59 (3H,8), 3.81 (3H8),
3.89 (3H,8), 4.00 (2Hs), 7.07 (1H,
d, J=8.9H2), 7.65 (1H, d, J=1.4Hz),
7.76-1.83 (3H,m), 7.88 (1H,3).

% 3303686 A (CDC3) 158 (3R, 1, 4=7.1Hi),
oy 352 (2H, q, J=7.1Hz), 404 (3H, 8},
A 720 (1H, d, J=8.0Hz), 752 (1H, 5),
2 7.68 (2H, §), 8.19 (1H, dd, J=2.3,
7 - {0.0Hz), 8.63 (1H, d, 2.3H2)

358.4202| B ~ |(DMSO d6) 1.52 (3H, t, d = 7.5 Hz),
353 (2H, q,J =75 Hz), 383 (3H,
s), 388 (3H, 8), 7.10 (1H, d, J = 8.3
Hz), 7.57 (1H), 7.72 (1H), 7.79-7.82}
(2H), 783 (1H),807 (1K)  ~

28

4755461 A 1(0;430) 1.04 (1H, d, J=5.0rz),
1.09 (3H, d, J=6.3Hz), 1.17 (3H, d,
M =6.3), 381 (313), 356 (H3),
482487 (4H,m), 7.03 (1H, d,
J=8.5k), 7.26 (2H, d, =8.2), 7.56-
2 740 (1Hm), 7.61 (2H, d, J=8.2Hz),
7.69 (14, d, J=8.2Hz), 7.70 (1H,9),
7.74781 (2H,
cti;

506.3875 A (DMSO) 2.85-2.80 (1H,m), 3.11-

‘ 3.15 (1H,m), 3.36-3.78 (3H,m),
381 (3H;5), 88 (3H,), 7.04 (1H,
{d, J=8.5H2), 7.31 (H, d, J=8.2Hz),
7.60 (1H,5), 7.62 (1H,8), 7.71 (1H,
d, J=8.2Hz), 7.7 (1H,5), 7.86 (1H,
d, J=8.5Hz), 8.34 (1Hs).
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81

414.4272

(DMSO) 3.82 (3H,3), 3.87 (3H,s),
7.07 (1H, d, J=8.2Hz), 7.39 (1H, 1
=7 9Hz), 7.84-7.70 (4H,m), 7.87
(1H,5), 817 (1H, d, Js7.9Hz), 826
(1H.s), 8.69 (1H, d, J=8.2Hz), 11.6
(1H, bs). :

4324816

(CDCi3), 3.00(6H, s), 3.95(3H, s},
4.01(3H, s), 6.87(1H, d, J=2.8H2),
[6.98(1H, d, J=8.5Hz), 7.04(1H, dd,
J=0.1Hz, J=2.8Hz), 744(2H, 5),
7.63(2H, d, J=4.7Hz), 7.65(2H, dd,
J=8.5Hz, J=1.0Hz), 7.71(2H, d,
J=1,0Hz)

33

404.428

(CD30D), 3.85(3H, s), 3.92(3H, ),
6.98(1H, d, J=2.6Hz), 7.01(1H, s),
7.04(1H, 8), 7.15(2H, d, J=2.8Hz),
7.96(2H, 8), 756(2H, d, J=1.5Hz),
7.64(1H, dd, J=B.8Hz, J=2.3Hz),
TT1(2H, 8), 7.78(1H, d, J=2.3H2)

831.3733]

(MeOD) 3.89(3H, s), 3.92(3H, s),
7.07 (1H, d, J=9.1 Hz), 7.59-
7.72(5H, m}, 7.76-7.79(1H, m),
7.87(1H, 8}, 7.91-7.99(1H, m),
8.00-8.03(2H, m)

345.4001

- |(MeOD} 3.85(3H, 8), 3.87(3H, 5),

4.56(2H, 5), 7.03(1H, d, =90 Hz),
7.237.40(5H, m), 7.57(1H, d, J=1.5
[Hz), 7.66-7.70(2H, m), 7.78-
7.81(2H, m)
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36 361.4031 [ 362  |(MeOD) 3.75(3H, 5), 3.89(3H, 5),
3.92(3H, 8}, 6.51(2H, d, J=6.6 Hz),
7.07(1H, d, 8.2 Hz), 7.13(1H, m),
7.56(1H, d, J=1.3 Hz), 7.74-
7.77(2H, m), 7.83(1t, d, J=0.63
H2), 8.37(2H, d, J=6.6 Hz)

37 390.4012 A 391 |(DMSOd-6) 3.88(3H, 8), 3.90
(3H, 5), 7.12(1H, d, J=8.6Hz), 7.29
(1H, §, J=7.4Hz), 7.680-7.74 (3H,
m), 7.91 (1H, s, 8.01 s, 1H), 8.12

38 454sa9] A 446 |DMSO 1593 (s, 1H), 1038 (s,

1H), 8.97 (d, TH, J= 42 Hz), 7.72
(s, 1H), 7.58 (s, 1H), 7.41 (d, 1H,
= 1.9 Hz), 7.27(d, 1H, J= 22 Ha),
7.16-7.06 (m, 3H), 401 (s, 3H),
3.93 (4 4H, J=4.8Hz), 318 t, 4H,
= 4.4Hz)

7N
J
/ \
Y
oIt
? ' (1H, 8), 8.51 (1H, d, J=7.4Hz), 8.63
/N (1H, d, J=7 4Hz2), 8.96 (1H, brs).
Py
H,
[Nm
k’ﬁ_L

BeBB bR AR AT —F ik A Oty F AL F AR F EASREK
18 Fra|ia-¥.
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(%1 7) 5£4&4] 1) |

LB 1 5 A4 (10.0 mg)fB B B4R (3.0 me)&)iRE-4 A
WA KA (7.0 mg/0. 07 ml)#k. FIRATIFHE, 5 70.0 mg
AR 50.0 mg ERITHIRA. FRAMEFIRF .

5
(F15) L5641 2)
F3H] 1 S a91EH (5.0 mg)F= AA4A(20. 0 mg)is F AAG K
FFEEARAR 20 ml 5%k, SEMAFER, REAELBIEN 2ml-
GEY, MBI E. HEFFEHERA,
10

(KR LA X A8 HE)
J 10 ng s &3t DNP IgE (SPE-7)#5k ) 2044 6 B ¥ He bt Wistar
X&, 1 2B, &£ 5332(10000 mg/ke, i.p.)F=Ain3280(50 mg/kg, i.v.)5k
BT, A 03 ml4 1.5 mg DNP-BSA (30)&9 2E/K#Bk A R K R, #
15 ITREHE MESRATA LR ml/k, 70 k/min), @Bit5/E A4tk
BiE T M TR A IKEPIP), PIP %4k B Bk At FA A FI7 &
M. A TIRNEIR EEE) 2 K954, RIRAT 5 S EIRAL THY
(3mg/kg). AZBAMAH I B A AR AR E .
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