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B - BIE C B Gy FRBEEE - B —C - S N- (G~ IS ) N-(C o~ i ) - &
e =C, = FtdE . - (Cp = Btk ) — BUIE —C, = JEdE IR —Cy o~ WAEHE I —C, o~ e B AR B
B C et - B - R C PG - I - B N-(Cy - FRBEEE ) -N-(C - R ) - &
- BREEL - (Com IR ) - RUIE - BRI LD — U LR IS - B ENEIE - 4%
5 - a3t
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[0199]  HUARZE R™ Mk ML R X0 Cy BEdERIE . o - FFE -Cy- Bt gt O e
T o —(Cy— BEFAE ) —C L Stk

[0200] X flLik ek nspbtal C,,— ekt AE, Hrp

[0201]  ——CH,~ JL[ A #% —~CH = CH- 8 -C = C- &#e, fil / 55

[0202]  —CH,~ FEP A —0-. —S—. —C0— B, -NR*~ & #, H 75 A2 S50 T, IS 0.S B
NJRFB—D 05— SR FASHEERAE R,

[0203]  [RIFAFEE X RS R, BFRIERE R 5 X N R, B 5L 7,

[0204]  [RIEFAREE X BT I AMESE 2 R, EERE R 5 X 0 N /7, IR, A
[0205]  [AIIFEGEIEMF LA C IR 78— A C 55— N R+, w7 — A Cy— Witk
WIEERAE &, H

[0206]  C JR 7RI R HUR, T/ Bl—8RPAS C JR 176 %15 DL T w4 — s AH A s AN [F]
HUAREEHUAR, BUARIEE B Cy g e 2E . Cyg— MTE \Cog— FIE (Cy - BVBETE (Cy - BBESE —C Ly 8
FECpm BNRIE S Cm AR —Co = ek, RN PR AN SE AT/ sl R BRI n A — e,
TSR R G, o e TR 2 A T B3R e 2E

[0207]  FFAESEA X P, WERESEMT R 1Y —CH,— S5 R ARYE A A A 4% & 46, W 0k —CH,— ZE 14
IR ERER 2 R A  OWE =

[0208]  WPGESEMIE X\ X' B8R X" PRikse R HA S A — N E . W RRIEAE GG
FEMEE XX 8X” WAL, R AR A TAT4E 8 % (aminal) H #1552 ZE NR'R® —
TR, 80— M AHER 2 LB A N R AR AN AH 2

[0209] XLk 2R n Bek C, ,— Whedk, HAERER Y Bl C R FiEEE X Wik,
H £ 78 —CH,~CH = CH-. —CH,~C = C-. C,,— WAt IE (alkyleneoxy) « C,,— WHEHE -NR,
Cypy— WAEIE -NR*-C,_,— WhEHE -0, 1, 2- 8 1, 3— WL ket (pyrrolidinylene) 88 1,2-.1,
3- 1k 1,4- WWRIEHE (piperidinylene) , [A] B SV I o J 55 SV IR I 66 2% 30 ok WV e 3k 45 2
Y, [ EE X Al S R, B ER R R 5 X KN J& 1, TR AR A, B Xt a] 575 4k
HEREAE R, ARBERE R 5 X PNET, BRlRAAER, HAE X F, CJRFr# R BAR, 48
IEHORTE 0 - Fadk —Cy— Bk, o —(Cy— FEf I ) —Cy— Fidk — 1/ B C,— e SRR,
/ BB AN C JR 78 B 1 OL T AT A — B AN AH R BRAS R SE A, BRI B €= bt
Fh Cog— MZE Cog FIE L Com MBETE Com BRBESE —Cy— e 26 Cm INGIE L C i IR0
5 —Cy= ek, RN A BEIE AT / BRI RIS P IE B A — &, TR U R4, HAE FoCh
PR R 5, — 2 A CJE 4% F Pp sk 2 EUC, BT/ si— s C Ja Frl 4t ph
S CL B Br BREUAR, HOR'WRY & R BJU0RTS0E X

[0210] X el ik &3 —CH,—.—CH,~CH,~ 8} —CH,~CH,~CH,—, HAEEM Y £l C Jf 745
EE X B, it FE R —CH,~C = C-. —CH,~CH,—0—. —CH,—CH,~NR*- B} 1, 3— PRt & Lk,
[ B ME L e e e W R & 2 Y, B

[0211] A5 X MTERE R, BFEER R R' 5 X N BT, TR F, B X BT 5
SNERE R BRRERE R 5 X BN BT, BEAHER, H

[0212] 7€ X, CJRF R4 R HUR, RIE N BRI, - BBIE —C - FidE. o —(C~ B
5 ) —Cy FEFEA / B C = BEASE, A1/ BU— B AN C IR A &1 D0 T Al — 5 A AH [
ﬁ$ EEX’FQ%E;M&: El’fﬁ%ﬁii E C1~6_ %ﬁﬁ%\ C2—6_ ﬁl%%\ C2~6_ m%~ C3~7_ %%ﬁl}%\ C3~7_ %}:}%
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j; 1 3 }:}ﬁﬁﬁ C4 7 Hﬁ(ﬁ%& C4—7_ %ﬁﬁ% _C1—3_ %%7 ﬁﬁ%ﬁ%%%ﬂ / EZ‘I%%EMJC%HI

HERAE R, TR R G, HAES GO, —8iE A CJR 1Rl i F el 2 B, A/ BlAE &
UL, — 8IS C IR Rl b7 4 CL 8k Br HLEAR

[0213]  FHEHEEH] X X' 8 X" 1, —8E A CJR 2R A/ 8 C L~ e R B, A

BRI C IR A BRI 7 — AR i

[0214]  #7E X X' BUX" 1, CJRF AR, W IEBUARIEL B Cy— Hidk Cy Mk,

Couy BLIE L Cyrm MVBETE L C i BRESE —Cp Ly Bk R IE, o - JRJE —C - BidE, o —(C,— FE

Fo ) —C— Btk — F - BefE k. AN, 4 XX B X" A, C IR TRl B, F / s—ak

PRAS C JRF AT BB — B — B, RIS AR 2 B Coy— BEdE . C, i A Gy BRIE

Corm MBEEE S Cy i BRBESE —C, = B, HIAS Cy= BESERT / B8R C,y— M BRI REE e W] 2

FE—H, JE A A B R R AR R

[0215]  7EX. X' (X" o, —EAS C JR TSR AL BRI B 28 &8 IETR A,

FENFE RN ZE PR AR P, AN YA BE ZE B REE AT A C R bR — e, ff’ﬁliﬁifzﬂ

[0216] 7 X KR MREFEMES, W5 R'RIN- EEIAH AR Y —CH,— JE L AR 4 —0-.—S— - (S

0)—. —(S0,) -, -CO— B{ -NR*- &,

[0217] X &Re it &3 —CH,—\—CH,~CH,~ 8¢ —CH,~CH,~CH,—, HAEE] Y £ C Jo 1

R R XKW A, 2% 78 -CH,~CH,~0~.—CH (CH,) —CH,~0~.—CH,~CH (CH,) =0~ —CH,~CH,~NH-
—CH (CH,) —CH,~NH- 8k —CH,~CH,~N (CH,) —- #E R" il / s R* B A F& B R A ME Ui b, % B fe Atk

AR AR, X ) Iy —feRe 0 ) e SO S

[0218]  HRHE A I 28 — 0 AR SE s, Z R 7s S g

[0219]  FEMRHE A B )50 — AR e HAR S b, Z 8 C,_,— WBEEERTAE, LT R A,

/ B —CH,— ZE AT 42 it Ui B 1 e 46

[0220]  JEL[A] W AT/ B Z, 5 o) 52 55 B Z () A0 3 o S A I A STy B B B 2, ik
H —CH,—. —CH,~CH,—. —CH,—CH (CH,) — —CH,—C (CH,) ,— —CH (CH,) —CH,~. —C (CH,) ,—CH,— T.ER[A]

% (cyclopropylene) « ~CH,~CH(R'") = J& CH(R'™) ~CH,~. J& A W ¥y FLAth R A AR 2 1) i XAl

A —CH,~0- 8K ~CH,~NR*=, 7 [ HARRR B2 i X AB 4 —0-CH,— B -NR*~CH,—,

[0221]  HR#E A B I — TR B AR St 9], W 7

[0222] WAl / 8% 7 R34 BT 7R BBk —CH,— —CH,~CH,— —CH,—CH,—CH,— 1, 1— IR A

Feok 1, 2- WIRA .

[0223] W3kt ] % 47~ —CH,~0—. —=CH,~CH,—0—. -CH,~NR'- B{ —CH,—CH,~NR*-,

[0224] BT b3Cgh e L LA, 2408 th ] 7R ~0-CH,— ~0~CH,~CH,— ~NR*~CH,~ 5k -NR*

~CH,~CH,—»

[0225]  {ESEF W 5 Z 1 LS ATdE K e S, C JRFrT B RY B, ARIE 2R, o - 52

HE —Cy= Fidk 0= (Cpy— BefdE ) —Cyy— FEFEM / B €y~ FEUE U, T/ Bi— 84~ C IR

TR ST I e — BTN AR TR AN ] €= B BUAR, [R] I AN e 55 P I R AE — R T 1k

DRI, R PR 2 IR T BB S . WAk, TES I OL R, fEEHI W S Z R i —8i 24

C IR ¥R F Sl 2 B, A1/ BRAE S OL T, — B> C Jr - R] - 4 th A7 i g C1 8% Br

LiNiTE AW

[0226]  FEMEE X BEEREEIIG OO, W 5 Z DREANE -0- Bk
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[0227]  ZEFEE WAL/ 2% 7 (52 SR, R BA B S0 e 8 S, RIS -HL R 456 T3
B A2

[0228]  FEEEHI WAL / 8 Z By X, R HAA BSC8h E E S AR R —OH. N- Iipmg et
A - LB C B - A - CHEERT - (C - i) - & - O E.

[0220]  {EZEEF WA/ 8L Z 1 bSO Sy oe SO, fES S DL R, —BEAS C IR 4 F
sk 2B, AT/ BRAESAE DR, —BkAS C JRF ] Al LA ST 4 C1 8] Br HLEUAR.

[0230]  FAEFEFA WA/ 8L Z v, —BUAS C IR R 8RB Cy— e S AR,
HARH) C JRFALEA S 75— 45 1 E A AHAR

[0231] R4 — I AR B, i AR A TG HA WS 7 B2, RIS A W
57 18 R .

[0232]  ZEP1 Y AT & SR 5 BB 0

[0233] ZEHI YR RAAEAL T MIWG@E@E’Jax R IRy B R IR
Wy 55 DY S0 28 2 L hb e 25 W g 55 ik e 26 L A R 3 | L — mﬂélﬂmﬁ G| B
(dihydroindolonyl) MWL | PU SRR AL | S s bk L | DU &30 55 s bk i 1| I L 0 TR IR AR |
AT FRIR 6 Bl 2K T REME L, (RIS bSO A RIS B W 4 — S 2 A C IR F ALl R 5 — 5k
Z WA B R G B, U mT 55 A A 25 SRR, R/ BfE— 2 AN N R FAb B R Y
fRo RUATIEBZR Y, 1/ 8k X Al ER 2 408 30 L Yo

[0234]  JEPA Y (K€ Rkt B M HRIE A,

[0235]
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[0237] LSO AIRIHOIREE I W AE —BRE A C J 7 A0 B R B sk 2 U, HAEAIR A1 it
BT 53 SRR AR AR, A/ BB A NH SR AT g R AR
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[0238] Y fefpmlfiik i FATAIRZE 2 —,
[0239]

[0240] il 1, 4- WP ASE, [R] I BT 41) (R 5 AT R 2 i B 1) 4 ARG o

[0241]  FEFA Y (¥ A A0 6 0 BOAR 2 R 2 B 9L A0 IR oy BEdE Gy MR JE . —CHOL #2
B o- REE -C- Btk C KRR SR PR SR O R VR IR C - B
BT 0 —(Crym BEAEE ) —Cry et Cy FERE - AR E V| C - ik - &
T (C e ) - E A VR BB O bt - R - - (C ) - 'R - R
%=, —CH = N-0H }¢ —CH = N-0-C,_,— #iF=.

[0242] L[ A (LI e SOk 5 BE B 07 55 o

[0243] BT A PRkt B DR O BOREE T, RS (bhme 5 | wis e 56 | nibns SE sl mk e 2, HCw]
HE—RZA CJR T R 8 - s B, BRI RGO, ] 55 M 55 S A
[0244] A FHFHILIE T A IS 2 —,

[0245]
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lo246] HFIEL N E—
' — N—N

[0247]  [RIE BT A1) ()3 [ AT 42 w15 SC U8 BH (R A AR

[0248]  FE[ A [RE I ILIE AR R A3 SR S RIS & C et

[0249]  FE AR / 8 Y PRLIE A ARBEUIR, s BTl B i Bk R SRR . FE I A IR A A4
EAR Bl B R o

[0250] AR 58— I H AR S ], JE 1T B 1) AR IE 2 1k B AN ATRR IR 5 A2 BR 2R 5E  Ey
SERWE S . FE B RRRIPLE RN RS . ERTERAL Y b, JEI B n g R a2 H
R BT ) AP A A FE BARIE N B - = - B U, R A - B -
o FERBRBIE DL, BURIEILIE EESE A A XA

[0251]  FE[] B (R RIALIE IS R 2% A A S0 I JUE VI ZE C— e dE RS o - 38
B Cpy Bk, O BEAEIEE R SRR R T AR SRR, G IR
B Cpy BRI 0 = (C = FEFRIE ) —Coy= BEdE. Ly eI - RS H . -
B - T - (Co bt ) - A EE A IRIE L C L etk - am U - RN T - (G B ) - &
5 - WA

[0252]  FE[F B (1R el L A EUARIE R 1E A S IR CFy Cpg= JE3E 2 Cp = B
[0253]  ARHE 55 — 0 A AR S, FEF B 52 SUIRIEIE B C o= BEFE. o MdE. Cog R
FE\ o= BRBEEE —Cy= BEFE. Com RIRIE —Cpy- B dE. Co = BRBEIE —Cy= MR JE Com FRHE
5 —Cp = BRIE, RN AE AT SCHE ST B IR A, — a2 A C Rl f s i sk 2 B R,
[0254]  {EARYE AT SCATHE A (1) BARSE BB K BRRIE B A, — 8k 2 A C JRF Rl % R U
[0255] R L IH AR ST, R AAIE T A BE ] Cogm BEFE\Cog MTE Cy o IR IR IESE
PGS R OB IR O 25 R PR IR PR 25 R 3 —C Ly B R G 2L —C Ly FE
WO —Cy= BEdE R O -Cg BedE IR BRIE —C Ly BESE IR PRI —C = i3, RN £
A SCHE KT B 2R, —si 2 A C 7l fl e sl 2 AR

[0256] R/ B R° HALEM R kNG R &2 —.

[0257]  R* 1/ 8 R® AR AILIE R U Ha Cym Bttt Corm BRBEIE K Cy i BRBESE —C Ly &t
5,

[0258] %5 R' Ky C, o~ MdEok C, o~ Bedt, Wi X ~CH = CH,~—CH = CH(CH,) \—CH = C(CH,),
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5 -C = CH. -C = C-CH, M{lik.

[0259]  FLH R ML & SN o 35 R 38 UL L €y BEdEs Coym BEAE G MRBEE I
Coy~ FEARIE —Cpy— FEdE, AN C J5 7 ml i i sl 2 B, HoAY C1 81 Br SEAR . R REFIL
2K R FLCLBr I OHUZE 3L o 2k =996 . S5 IE N e N 2 R4 =
AL R P AL ORI IE N B R TN

[0260] FE P R I i 3 @ X A G BE FE. G BE FE BR L. G- b BE T
B\ =S0,~NH, =S0,~NH-C, 5~ Jedk . —S0,~N(C, 5= HEdhk ) , NI —Cy o~ WHERE M NZEE — MlEIL .
[0261]  Cy MR/ FIR Com MNBEEE, K5 A Cp ™ BRBERE L Com IMIAEE D7 2R B 07 55, RIS
DS T R A R R IR B & ISR IR R G, H B SCRTER R OR B ] 7E—
BEA CJR T A4 R Hsk 2 B, BAESRFEME DL, tha] 5 A i 28 S EAR, F1/ B— 8k
Z /> NH ZE A4 R HUAR

[0262] AR A K B ILEA G o o — B2 AN FE L R B/ BT AR
(indices) B EICR#EEMIRIEME N Z—®

[0263] AR A BRI AL AL G0 0 IS4k &4, Horh

[0264] Y HA FSCHTHR RIHE N R Sz —, Sk hik B LR A

[0265]

[0266]

Z/

[0267]  Fl / &Y
[0268] A H A b SCHTR MAE LI RE L2 —, Hsilik 2z R
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N , —
[0269] A——<:\>—®zr—~<—>——/§z / 8

N—N
[0270] B HA EICHiR R MIAE N ILIE R L —, AU A 2R 5L, SR ANB R/ BY ]
- BT - U, B M ATTE— B A C ST AR R IR, HLAESRIR IS, ]
T3 AN FR AR
[0271] MR AR WIS S AR S A b A, By X, Y, Z, RY RE e W AR B 7 it
A B3O FRILEE R &
[0272] (AU, IRAB A IR L IE AL SR HOE K TTa 2 TIL 22— PriliiR i 54,
[0273]

w,, (L3, .
R! Q:*:\ __ (L)
\N—x—@ 7=/ i lla
RY N’ \ 7
(N L), ;
RY L),
T\ _
Rz/N x— 7 = / llb
(N L), .
R\ Q L
—x— T\ — I
L, (L3, .
Q:':\ — L),
R! O o { Id
AV
R2
w9,

[0274]
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W B P

24/229 171

[0275]

(L) L, .
a ),
1 __
R\ N ZT—<\ /
N—x—
R2/ N
L,
o L (5 ;
K Q L),
1 _
R\ N ZT<\ /
N—X: N
RZ/
(%
L) (L3,
R1\ Q (Ls)p
RZ/N—X\N Z%<\ /
N
()
(L) L, \
Q L),
0 ==
\ ~ N
2/N—X
R L4
(L) (L3, \
R1\ Q — L)
TN X 7
R N’ 7/
h
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25/229 11

[0276]
[0277]
[0278]
[0279]
[0280]
[0281]
[0282]
[0283]
[0284]
[0285]
[0286]
[0287]

[0288]
[0289]

[0290]

[0291]

[0292]

(% L), ,
N a W,
R2 /N X\f;l 77— \ /
N N
L4
(N L, ,
RY a L),

L
Hrp

R', R, X M 2 B BA Fc e s 3, H
Q 7~ —CH- 8¢ N, fLik &y —CH-, H.

L, 17

L, L' s HECEH AL ER R a2 —, H
L’ #m HE A ER R 8 2 —, H.
m\n

D~ q MRS RREE 041 8 2, H p BT A %Y 3.

— YL AR IR ST X TTa #53R, oA 5L Q ®om —CH-.

itk

RGO, Rl AR TTa 22 TIL b, ESCAR RZERIRA TR R X -

X %75 ~CH,~ ~CH,~CH,~ 8% ~CH,~CH,~CH,,

R ITa & ITe 1, Hith F7n —CH,~C = C-,—CH,~CH,~0—.—CH,~CH,~NR*- B} 1, 3— WI.
I e R, (] I S Pk g o 2 Rl b P B e & Y,
[F) B E BT SC AT T 152 U, — B0 —CH,— FE ] 4 — sl A~ R R B AR,

[ AREE X W2 R, UFIERE R' 5 X N J1 1, R A, H

7 Fon R B RS, Hi% B —CH,— . —CH,—CH,—.—CH,—CH (CH,) —.—CH,—C (CH,) ,——CH (CH
,) —CH,—. —C (CH,) ,~CH,— W R % . -CH,~CH(R') - 5 —CH(R'®) —CH, . ~0—CH,~ B} -NR*-CH,—.
TERISCT R X 5 2 @ X e E 0T, CIRFRl#iREE. o- B -C %
o= (C = BEAREE ) —Cy— FEFEA / 8 C, i~ BEAREERUR, F/ B— sl 4> C JR Al
SEAE BRI AN ] €= FE B, [FI I Ge B nl R AE — AL, TR k3R o b Ak, 702k
BIX 573, ST, —sEZA CJR a4 F e B, M/ slAe & 00T, — B>
C JRF R4 A7 4 C1 81 Br SREAR.
FEX 5 2105 XA, RY B AT S04 2 108 S0 ARkl —H R 456 AR s R N 2
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[0203]  7EX 5 Z (e Xk, R HAARTSCA 2 /& X, ikl —OH, N- b et a2k - &
AR C e - = - CRAEE T - (C - it ) - & - LS

[0294]  SRFE LIS A2 ,

[0295] X %7~ —CH,—.—CH,~CH,~ 8% —CH,~CH,~CH,~, H7F3, I1a & Ile 1, Hith # 7~ —CH,~CH
= CH-. -CH,~C = C-. —CH,~CH,~0~. —CH (CH,) ~CH,~0- 5§, ~CH,~CH (CH,) -0—, fil / 5}

[0296] 7 RN HBE —CH,~ —CH,~CH,~ 59 —0-CH,—, R ) 2 B Bk ~CH,~CH,—, F1 / 5%

[0207] L', 17

[0208]  L°, L*, {7 K 7% FL CLy Bry I, OHVBEUJE. C— Bedit. €, BR3E. € - BREE . =
BPIE SR TR 2 C - ek e gt - (Cy = Bedk ) — 2 SWdR gt U et .
AT EEE R PRI VAR C L iR O B —C L B al . - (C— fihE ) - &
5 —Cyy— BEIE B SE , FLBR A7 A5 A2, AR TR AT Bl A5 ER A, T/ BK

[0200] L' 1B Y%4h3 7~ —CH = N-OH 8§, -CH = N-0-C,_,~ hidE,

[0300]  m, n, q %7K 0 B¢ 1, Al / 8%

[0301]  p o~ 1.2 B 3, Fr 2 1 85 2.

[0302] R AU FIAL G, 048 L T AR R A R L SR XS I S A A X B SR A AR VR A A LB

HREAARIE
[0303]
(D
NN
7T
VX
-
Ne
cl
[0304]  5—(4- %l — Z-FE ) —2—-[5— (2 MEMS ot —1- 2 — Z55E ) — IEmE —2- 2% - Sk J- ik
g
[0305]
(2)

9\N\/\O
@]

[0306]  [(R)~1-(2-{4-[5-(4- 5 - 2K ) — IbWE —2- ZL LpRIE 1 - FASE |- 438 ) - mibn
B -2- 3 ]- FEE
[0307]
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3)

cl

[0308]  5-(4- G - #Hk ) —2-[2- (4— FIEE - DRIE — 1 - HL A AL ) — 2R IF I —5— 2k bk Ttk
I

[0309]

4)

[0310]  5-[5- (4 4 - 95 ) — LW —2- 3L ZHadk 1-1- (2- MW —1- 3 - 238) -1, 3~ —
5 - 0K -2
[0311]

(5)
Cl
A ‘
l
/\O\/\o O
[0312]  [1-(2-{4-[5-(4— & - 2K & ) - nif mg —2- e EE - KA -4 )- Ik
%_4_i]_Eﬁ@?

[0313]
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(6)

HO/J::::&\\//\\O

[0314]  1-(2-{4-[5-(4— & — ZEIL ) — mikme —2- 2 phdk 12— AL - R4 ) - 23 - IR
g —3- fiE
[0315]

(7

! Ct
X

Z |N/
QL
Nw)L
N
CH,

[0316]  N—{4-[56—(4- 5 — ZHE ) — Mg —2— Kb LpRAL 1- 2R3E | —2- b e —1- 2 - TN B

[0317]
(®)
TTTD
N
=~
\
Cl

[0318]  1-{3-[5—(4— G —Z=FL) — kg —2—FL ] -TH —2— %R FE | -5 Mg At —1 - FE FR 3L — 1 H- 15
IS
[0319]

©)

cl
[0320]  2-[4-(4- &AM T —1- FE M3 - 2RE ) - 1 —1- JRJt 1-5-(4- &l - 2R3 ) — ke
[0321]
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(10)
Ov‘N\j‘
AN
I |
N~
L

[0322]  5-(4- G — K ) —2-[4- (4- DRWE —1— FLFAL - 2R5E ) - T —1- Bk 1- nibime

[0323]
)
N |
=
Br

[0324] 5= (4= ¥ - Zk3k ) —2-[4- (4= MEMide —1— FEFISE — 998 ) — 1 —1- Hedit J— ik
[0325]

(11)

(12)
l A
HO/\/ Ne
[0326] 2-[(4-{4-[5-(4- & - ZE I ) -k mg —2- - -
-2
[0327]
(13)

[0328] 5-(4- & — K H ) -2-{4-[4-((S)—2—- B & I 7 3L — nhk s e —1— 36 9 &L ) -
1= T -1 e - kg
[0329]

(14)

Ii Ct
~

~
N

Z
m\/\o O

[0330]  5-(4— % - &Ik ) —2- {4-[2-(4- N2 - WRIE —1- %k ) - L5 |- I LRAE ) - it
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e
[0331]

(15)

[0332] 5’ —[5-(4- @l — ZKZE ) - mbmg —2- 5L 4 B3 1-3- b e —1- 3% -3,4,5,6- P

A -20-[1,2" ] HRAkng
P
X
N |
N A
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[0540]  5-[5-(4- Gl — A I ) - MLmg —2- F L B Jk 1-3- 36 —1- Q- mE g e —1- % - &
I ) —1,3- & - AR IR -2 i
[0541]

(120)

[0542]  5-[5-(4- G — K&k ) - MEE —2- ZL LpRIk J-1-(2- mbmgde —1- 2k - 236 ) -1H- 2K
AU
[0543]
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(121)
N N s
O/\@\ =\ 4 °'
N N
\
CH
[0544] 2-[5-(4— & — AL ) —nthmg —2- B LA 1-1- FI3E -5 g de —1—- FE L - 1H- 28
Sk
[0545]
(122)

W
ot

N\/\O
[0546]  Jx X —2-(2-{4-[6-(4- &l - K ) - ntwg 2- HopE - FKEE - 2E)- +
& - k.

[0547]  —2&TFi3C 5 FSCH DAyl BTARYE AR BHAL G W) AR T, BRAEA 58 4 b o
[0548] KIE—iAFERIEH F.CLBr & T AT, R 52 F. Cl & Bro

[0540]  C, .~ fedk—1d], o n B 3 2 8 B, £ HA 1 2 n A CIRF IR, S
PR E BRI . SRR SR RS 2L 23 IE A ER RS TR R TR T
AT FEIEBGHE e 2 %ﬁﬂiﬁ BUREEIE O F O,

[0550]  C,,~ Wkt —, b n W B 1 2 8 MEE, K- BEA 1 2 n A CIRFH
%nﬁ@ﬁ%ﬁﬁ%ﬂ@%%o I Aol 25 A 1 S 4 B 6 I R (-CH,-) W E &3 (-CH,—CH,-)
1- B3 - W &4 & (-CH(CH,) —CH,=) + 1, 1- — FF 36 - W &4 % (=C(CH,) ,~CH,~) « 1E YE. A 1,
3- % (-CH,~CH,~CH,~) < 1- R L3P 15 -1, 3- % (-CH(CH,) —CH,~CH,~) \2— P ZE WP 15 -1, 3- %
(—CH,—CH (CH,) —CH,—) &, LA S HAH M 5 G R FRIE Ko

[0551]  C,,~#ZE—w], Hhn HE 326 MEE, K- BEF 22 n N CRTFIFRD—C
= C— XUBE R SCRE B BRI 2 o R IE A S A0 46 L@ 26 1 TN 2R 2- NG L e TR A
ol THRFE2- TIRFE 3 TmFE . 2- F3E —1- TR EE . 1 UGS 2 A 35 3 UGS
4- IERE3- W —2- THE . 1- OB 2- CRE . 3- O 4- OEE .- OEEL,
[0552]  C, —Hdk—in], Hpn BA 32 6 FEE, R nBEA 22 n N CIRFRIC=C =5t
SRS BRI, . TEAN L () SE B AL RS BRI 1 TR IE 2- TBRIEE . R BRIE 1= T
L 2— TTRIE 3 TSR 2 IR -1 TSR 1 eI 2- eI 3- BobkIE 4- SOk
FE3- R -2- TOHREE 1 O 2- CUBREE 3 O 4 CREE 5 O SE

[0553]  C,_,— FefldE— 13N C— fidk -0- ZEH], Hop ¢ - pedkd in Fo0E o i
VAT ) S 45 B0, 46 R4 L S5 IE ARV e AU IE T 28U e T4 A T U BUT 4
e IE RS S B A BUR AL L IE BRI R R R

[0554]  C,_,— fefidk—ia 3R C o~ btk —-S— 2L [, Hodp € - pedkig tn Fo0E o Ak
@B’J*{?J@,%‘? }Il. thﬁ IEW% JIL% #Wﬁ thﬁ IETﬁ L2 Tﬁ )lbﬁ 'ﬁ]Tﬁ
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IS AU T FEBRIE | IE IS S BRI B IR 3 L BUR IS M 2 | IE AR i O3
I E 5 .
[0585]  C,_,— bedkiAE—i3KoR C - bidk —C (= 0)— &[], Ho € - fedkigtn Fo30E Lo
S [ ) S A9 A0 455 FR S FIRIE - SE IR L IE TN BEBRAE e N B Bt L I T S e dik e T 26k
FE AT IR RAE RUT TR | IE IR S AR B B R BRI L B EE BRI | IE A B
S DA RIS
[0556]  C,,— Mpidk—1a R n A 3 2 n A C IR PRI B - = — = — BRI A .
i BN [ B I RS A5 7 NS BN 7 N I SN2 ) 8 BN Nl S 7 N8 7 B 7 N S 7 N 57 S Ny et 7
L. TIR (302,010 ] FEEE R [4. 5] 28K inorpinyl.norbonyl . norcaryl. &k %, C,— FF
Fe 3 — L 2 AR TR IR IR A
[0557]  Cy,— MAMdE— TR A 5 2 n D CIRFIEEABERPE — = - = - BRI
o SRR A (1) SE B0 FE IR AR 25 IR U 2 R BRI I IR I 8 IR TR 6 55
[0558]  Cy,— MMGEBERREE T 3RIR Cy - MVGESE —C (= 0) [T, Hirr ¢, - M s 2 i B3¢
[0559] 73— 1A RNk IR 7 IR A R AR, 9 N R S VIR R V2R L I R RV L e A
FEIR N A FE B I BRI SE  “OF IR IRt R o FR
[0560]  3f —C,,— WAEIE W IR — 38R 4- 2 7- M3, HHA 3 2 7 M FEH T, DK
R4 87500 s = 7 S B 105 2P S RO A 78S 5
[0561]  Bf —C,,— WKE LV ik — Pedike— ] ZR R AT 308 SLIIER —Cy o MEGEBE P i BE 3R,
P BN 4178 SURTEDY 7S
[0562]  T-AS il S i FH I 24 05 2k — ], ROR MR R G, Hir T 20 —4 CJR 1
PAAR, A& — ANk H NSO F / 810S Iz IR o ARk [ ) S5 A e 25k ey 2k | npk g
T WM WM R ML | S ML SRR 1,2, 3 ML 1,3, 56— =Mk bR A
I 225\ AR 2 M mE I IR\ 1, 2, 3— =R I 1,2,4- =R 1,3,5- —IR3E1,2,3- 1@
MR 1,2,4- N MEE 1,2,5- R MRGEE 1,3, 4- BE I 1,2, 3- WEMRIE 1, 2,4 I
TMEFE 1, 2,5 WETMRSE 1, 3, 4 WE WL DY MRS | WE RS W RS | S I RS L R IR
MR 2\ R JEIE I 2 (R ZEIE ) (Mg M3 | 2R FR IR M I | K JF M M I | 2 - S W AR | A - g e
T 2RI e ME ML NGENA T W ARIBR L (R PR L (quinozilinyl) WEEIBRIE | S nAs bRt | s bk
S ZEIE L R MRS R I RN B Y ISR, Je S S A
RIS T IR R 48, e il e B SO A B Al Rt 70 S PR R S48 2, 3- =&
RIS L M IE (pyrolinyl) ( MEMARIRRIES . — S0g R | WML Joe 2 | IR bR 255 L AR AL
IS A (oxazepinyl) %, F4 5SS BIELE R RRILIF IR o — BOURRIF R4
[0563]  —LEIRIE, U105 5 —C,— etk A7 3k —C L — BEFESE, IR FOE K € - bt
5k, ol 0 B sl 7 FE AR
[0564] VT2 L3245 HIARIE a4 2 B A e X EE A, BAESE 00T, 420t
ST FCHE X2,
[0565]  “ANAFRINIE A 8l AR ZERNIE I AR, S a0 H T2 Cy #5E i,
bR T S8R ANHANEE B DAL, A HE HAH N RS 73 AR, el . — B Z AURIIE A
[0566] A Hi G A A A 1) “ATIE U — 1A R R IZ AL+ e 19 1, HEO R U, 3k
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R UREE LB 2 B 2 TR b B BE T2 e 22 B, WA R A AH R BRAN ]

[0567] ATATAFAERIENIH JR F & &2 NIEFI0 H R (RS ), nTES
TR RTAEE RN > RS B . BTIE T ENER N B N R T RS, 2 e R I,
e ST B Rl O e = Oy ol R0 L BN - NN 2 SN 755
PRI B CUBESE , A TN AR IR IR IE €y RS IREE, 19 Gt AR PR EE RS VTN W R T
FURFE T RIREE RUT RS I O R EE R EREE TR B E S
PEARSEIREE T Rt B IR B BT S AR IR AL, NI —C g e AR AR IR, W R AR R AL
I CEIRFE B RFE N R IRIE, Cy— BEEERAIEIE —C, — B UIEIRIE | C - eSSt —C, i B8
K C, o~ AR BIE L R,CO-0- (RCR) —0-CO FE M, HirP R, 7R C, o= Fedt. Com FREEEE.
ARIEBRTE —C = BidE, Ry RoRER T Cy— Bk G M pedkalioRdt, H R, RAREA R ¥
Cy = e sk R,CO-0- (R,CR,) —0 FE [, Horp R, 2 R, B UIHT 3C5E X, AN, 53 4b, 25 = L2
FERTREAE R, H b SCHTHE K BRIt T A Ay m] B 1A P e 6 AL i R R X SE A
[0568] b Ak 5 AR AT 34 Pk o G BB Bl 22 AR o (0 P A ot 2 A P 26 L 3
A = 2. R AR AR R AR L =P, RIErm
M JGEBE T I I 5 e FE TR IR g — 5 P D T 55 — 9 PP BT L

[0569]  HR#E A K HE A I A GW W] AL, FEAREE, M/ sild eI A, ) dned 2k
BHoeH. Bk, @ T 4hEW T DL #h, 5 255 b nl {8 A I e LIRS 9 #h 2 B 1R IR
TR B ALER S (1 E Kk 1R & IR TR IR A TR G IR ) 3L, BiS 25% Bl fE
B 218 el 4 i et - 4 S S AR A A OB PR B L B B R A MU R L R e
LW = W = LTRGBS AP L.

[0570]  HRHE A A B4 A4l 4 A JE ) B CLAn & RO 1R3-S o X2t S ik e il ik
R A 2 B I 1) & T 3R A, B S8 A T )5 3

[0571]  J5SCRIPAAN IR A 7772 A 5 B J2 Ui BRI AR B A. 5 5 B. 5 (AW e, o R,
R X, Y, Z, W, A R B EAFRTSCHITRE X2 —. FERMNITVE AT, FEF Y F£oR 7 F %5
5 MAE R N J7 75 B, FE T A 3R 5 B 8% 05 2 o Hal 7RGl IR B, Ry 1) A2 YR B, 'R 51
ik h o

[0572]  ARAE RN AR BZWEW A L SR EDA. 2, LA 1.5 0 121 1 1L.51
JEE IR LL  ZEARPSART , 0 A AT T8 08 S A (1) A7 AE R, 518 00 [ v
BALAR (1) PRI R RLE 1 2 15 FBE/R % Ma B Y, RE 2 5 28 10 BER %, LLES T AL 1 K
S o T 4 AR ) Pd (PPhy) 4 Pd, (dba) 5 Pd (0Ac) , Pd (PPh,) ,C1,.Pd (CH,CN) ,C1,.
Pd (dppf) Clye HUEAFIILIESELL 1 2 15 BEIR %, Rl & 5 2 10 BE/R % s AF H, LLES AT
YA 1 B

[0573] 3 4 AAE AR A RS, BN = gk 23 T TR SERE, L Cs,C0,. LS I
A LR FEHE, BRI A2 DL 22 /D S R i, DUk A sl B AR ) A s shoh — 3k
A% , Sl , ) L DU S, S SR AW . NI 2 28 24 /NI, B2 20 22 90°C 1)
RS AT .

[0574]  AFPTIRIGFIIBRIBAA Y A-3 BEBAEPEAib )5 5 I SUR MY, LY R R R R
BERTAED AL 4o PR B N A5 I R AR B — MR AR N 52 LN o A ) RIS ) A i A e 28
BN — S P IR VIR EIEE ELE 0 2 30°CHIE P .
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[0575] A& U T3 50 (0 AR R AT 240 A. 4 BRA AL 1) PR BT A4 A. 4
() 5 ST, 5 1 H-NR'R? RN, LASRAS S 2679 A. 5, ARG T E4lifk . &5 1% H-NR'R® A 5
AR — R B G B RE A, W) HL A A R TS B OR A BEARY iR A IS W A N R S AT
FHSCHR b AN 77 V5 FHR A3 o RTAE A S R A5 AR 7= A0 38 aod 451 4 5 AH SRR 1) s R, % A Rl
Ko RTAEY) A A X IAEWPUERERIEE 1.6 ¢ 121 0 L5 MEHN. &A%
I kg = R 2 P Fe B RS, 49 DY e , B FE VR A . SRS AL 5 IR, AT A HE
FEZ) 20 22 90°C (R FE Vu B 28T

[0576] N T A

[0577]  HO-X-Y-Hal+H-C = C-W-A-B

[0578] (A. 1) (A. 2)

[0579] Cul | [Pd]

[0580] HO-X-Y-C= C-W-A-B (A.3)

[0581] V MsCl
[0582] MsO-X-Y-C= C-W-A-B (A.4)
[0583] | HNR'R?

[0584] R'R°N-X-Y-C = C-W-A-B (A.5)

[0585]  HR#E SN TTEB, MK RNAYB. 2 SHBUEYB. LA L5 D 121 1 L5
JEIR B, FERYVSERTR, T A AR & S i B AR (T) A7 AE T, 280 S ROV
T8 AR AR TR AR Bl RS, T 23 B e N T A IR U o

[0586] i T 3RAF HIBR AL G4 B. 3 5 AR LS, B4 BUAE o 4idb 5 SN, LA J F
FRBEATAEY) B. 40 PIrils EH ROV AAT AT FHR S 0 20 T IO T A IRIUE I

[0587] A& LW 11 %50 ) AR R AT 240 B. 4 s 4k i) i i 4247 B. 4
[¥) S NI, S5 H-NR'R® SO, ARG e 28740 B. 5, SRS ATk alith . FRIRNY F 5% F ROV 5
15 A FRIR . NV TTVEB

[0588] HO-X-Y-Z-C = C-H+Hal-A-B

[0589] (B. 1) (B. 2)
[0590] Cul | [Pd]

[0591] HO-X-Y-Z-C = C-A-B  (B.3)
[0592] | MsCl

[0593] MsO-X-Y-Z-C=C-A-B (B.4)
[0594] V HNR'R?

[0595] R'R°N-X-Y-Z-C = C-A-B (B.5)

[0596]  ARE FAMKI RNV T AR FEYC L BB EMC 2, U 1.5 1 1 &
Lo L5 [REEREG, AEOR R, T B AR O A B (T A7 76, Rl 4%
P BB RN, LIRTG ) C. 3o 1824 N4 A BT , AT PR AL T Bk S 711), 7T 2 ) e .
J7i% A B

[0597] Tk C

[0598]  R'R°N-X-Y-Hal+H-C = C-W-A-B

[0599] C. 1 (C.2)
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[0600] Cul { [Pd]

[0601]  R'R°N-X-Y-C = C-W-A-B(C. 3)

[0602]  —FPEARI G VLR T RN TVED H e WRIEZ T, R REAEWD. 2 HHkR
WEPD. 1L, UL 1.5 0 LR D15 BRI, ERPSERT, T8 S48 & 2 &
WAL (T) 4746, 7EIE M3 B3 RO, DUE 9 D. 30 18 24 S A5 A B AR, A gt 1
AT B S R, TR 23 B N T3 A TR U B

[0603] SN J5iED :

[0604] R'R°N-X-Y-Z-C = C-H+Hal-A-B

[0605] (D. 1) (D. 2)

[0606] Cul { [Pd]

[0607] R'R°N-X-Y-Z-C = C-A-B (D.3)

[0608]  HR¥EJ7i% AL By C f& D I 3, i AN L 54 A 1. B. 2, C. 1 J& D. 2 @47,

DLUKEREMZS . T Hal ZEALEW A 1.B. 2. C. | J D. 2 &R IR vl T, P26 A8 JL A0 hk
SN AL S 2 AR —FiRe ml A M) 775k D5 2k —Finkelstein . (Klapars,
Artis ;Buchwald, Stephen L. ,Copper—Catalyzed Halogen Exchange in Aryl Halides :An
Aromatic FinkelsteinReaction. Journal of the American Chemical Society(2002),
124(50) , 14844-14845) . DAL, Bl g sa s AL &4 AL 1, B. 2, C. 1 bzw. D. 2 Hilfegy, T
N, N' - RS - g AL (T) 74T, 5 S50 SO, BLERASHAR MY i iiAL &
Yo WRALEWAALENEFIEEREE S 1 0 L8 E 1 ¢ 2.3, N,N' - I - Z i
AFHLL 10 2 30 FBER % I EE/R EEAE A, LA 46 &40 AL 1.8, 2. C 1 8D, 2 2kt #itfh
B (1) BRI ERAE 5 & 20 BE/R %G RISE N, A 324 &4 A 1.B. 2. C. 1 8 D. 2 Ry FEiE.
TS BN 1, 4- ZREEE. 38 RNVIRE AL 20 2 110°CHRIFEF W . SV sk FAE
2 & 72 /NI JE T8

[0600]  HRHE A B B4 & Al ] A A A R SCS49) b Bk i) 5 V3RS 107 VAR AT
A5 B AR — A AR D3 SCHRAR S T VB AR S

[os10] = (1) BISZARFRIAA D IR b rl i B 7570 B o AEXT WL A A AR A A
[FIA B — A2 1 50 4 0, 491 0 AT 28550 et 2 4 5 i, L I v R VA BSORE R, A
M B A% 24 AT 1 ] 5 AH

los11] Gl = (1) Jir B 4% (9 A0 Vi BE W), w49 Gl £ 3 =5 - 1 [ 52 A (% 40 Chiral AGP,
ChiralpakAD) |-, il it HPLC 73 B o & Gt R BRI B e 1 1) 4171 Bt m] A i S E Xt e e 4
[ 6EE M ER 0 B i e AR O R A (+) B () - AR (1) 5k () - B
AR (H) 8 () - AR PR (1) - BN, So6F M, #lanty R) - -1- %
T (S) - () —1- ZRIEELEER (S)— B FH S MW IR A

[o612] R4 73 B S A AR FH 7325, A8 2 (D A& WRISMHEBEY 5 B3O Fot g
PEPR B —, DA B R, AEAS 0 T SO, R JC T TR 1 ) 4 o AT < A0 Tl S ) FR O 2 0
PEER, MR A RIS AR 0 B o 0 S N AT AEATART 2R AR s 50 b AT, L 4 @ Rl SR v
fil B, e AT W R 22 S it e D 2 AE T T S sl TR -S4, ) A A AR RREL
50 1 50. RJm, ARG E M ER VA Tk, DARSAR] Sk 1R ik elehi R B 5 B AT 24188, 451 4t LA
i 8 1982 PRIl P AV, /S ot i, AR IR 2, il 43 8 (0 80 () BN A i &
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WEY .

[o613] @ I FrA B (R) 8L (S) X Wi ha A, B Pl ot 2 i M X i 7 A ik 5
FREAY, AT EE P (R) 8 (S) MRS 1 R N B Ay, 134T Bk A s k15

[o614]  4n vk, PIAEE (1) A W A e G 2, e )2 FH T s 24 a4kl L AR B 2
52 ERl . e Eh— i LK (D) A AW S LB MRS I A B2 B
S T2 IR N R AT AE . T — 51, 78 AR I 5 KA A A s oL, T i@ 5
TEWUR SN, A8 X (1) A A 5 1R A B 2 7 e 4 Bk 4 Je BH 25 1 0 A= 2
S 2yHeE ERTBZ . B0k n] ) a4 R IR L SR IR (IR L IR R IR L LT IR
2R R 25 IR . LR & DR BRI R  FLIR TR R L 0 A BR ol L SR R ) 4% o ity L, W] A
IR KRR AW . il B LR T AL A AR (D WEWNRE R St 4
J@ R, e AT S B 50 - & B A A A 5 S, i 4B A A 5 S, R
i 5o, HESW S 5SS A st

[0615]  HRIEA K KL &Y, SAEAPES: bl E52 (£, 1 4 MCH 52 /445 51l J& MCH-1 3244
(RIS PLRREA ZL, HAE MCH 32 AR & G 90 h W R AF2IE R0 o MCH— $530 1 5 (1) 25 21 243K
BRGHART FCLBE .

[o616]  {E 4 MCH 2 & BIH5 B, MR 48 A< B B4k & W ] G R IS & 1 0 Bs 2535 T4 )3
CATIURA 1/ Bk y6 77 BRI MCH Pt 51 d B8R DA REAh oAt 77 55 MCH A3 i BRI HUAH S RE AT/ BRI o
— M R AR B A S AR, JEnT 48 @ A5 R A Ml R i, I LA K g Py %
M, Rl il ml &2 (accessibility) o

[0617]  [RIUL, & &b — PR Ak BI4L -G 916 MCH 555, A2 %5 53E H T L 3h ) » 11
IPNSE A S N6 1 I SR N B R W N B2 e S e D o LA & 1S
MCH 7 5 | 2 sk A HAth 7 XA TS R 55 MCH AR SC FRE R/ B0

[0618] MCH JiT 5 | A2 B LA Ath 77 2845 Ji PRl s 5 MCH AR 5% BRI 95 , 495 il R A U i, 491 2
B, LA R 0 iE , 49 B L, B0 HE AP ME DT BRE o R R (R0 S RE AR 73 60, 456 470 AT A JRE | Pl
By gt 2 JRRE S SR AR S AR PE R EE L JR AR i 2 PEREEE (hyperphyseal adiposity) . J&
AT D P R PERE « FFODR B AL B Vol T4 HEPEEE « B i I S 2k B IR  AGE i AR (symptomatic
obesity) &1 JLAERT b B BEE IR AP BERE S PR BR 2 e ek AR P L JRE B2 1) /o M BB TR o 38 S SEE 1
O [ A S T R R i .

[0619] AR AR B AL A9 wT R T FH T B AR OIL 1k 8 il B Ak S il B AT A/ B4
IR

[0620]  ih4h, PRI MCH Ji 5 | A2 sl DAL Ath 77 =0 SR PR b 55 MCH AH G IR 50 » 3 A0 4 iy I I AE
WA 5T 2R 98 I T B AR I IEK AN B B 2 L R M A K 4 M 38 2 0E 1 28 25 L 1 BORIE
PIAR A PR A B ARIPE « AR FEAE R E « I ZIP0E IR i R T 2 R R iE
[0621] AR A K B AL A WIS AR A T A/ BUA 7 HARB A/ B0 E B3 14
JT 5 R LA e B A PR PR 205 , 18] 20 22 PR, BB s UG 58 T ZRUWR FR v » = I B, R 218
i v TR, B R o, /B 9 A0 D0 B B B ek 22 7 R PR " s 4, R B R T
2 P L 2 2 B A B O Th BN A, G I R R R s AL R I, 9%
[0622]  HiR#iE A< BH (1) MCH H5 B35 il 350 ] A ) b I Ry 73k, ik g MERE PRI 1697
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Hiz3) .

[0623]  HRE A K AL -G W] A R A 5 g — 70 [ 18 NRE, 24 TP/ B 7 WA R e
U R R A B e TS B I FE R SRR A bR, T s B id sl B2 5 R S ] BLak ] LA 5 )
PERTZIBRIG A AH R .

[0624] ik B AP FH AT 757 2 1R300 =, dd ik ek P BB R a4, TSR 0001 2230 25t /
NJTARTE, Lk R 0.01 22 5 =58 / AT AR TE, il CREE @B A, 24 0.01 &
50 250 / ATRE LIER 0.1 2 30 =5 / ATRE, FESE T, —R—2 =R,

[0625] Dy T Bt H 1, A BCE AR YR AR B il s 5K T ARG, 4118 5 )5 S0l ity oA v M
YR, 5B M E R AR/ SRR, B W5 O Ry  FLBE AR T
m MEET Y 22 R IR IR 55 58 LIRSS MU e AT AR IR W A TR /K K/ SR/ H K /1l
BB IK /R G TR T BRI\ R R A Y 25, SR 0, 9 g g, Bl
UVRA W, LA £ R 5 A IR, 49 a2 i SR AT 1 T IR R R ORL TR FLAE
IR BN TSR OB B

[0626] [ T WA G W LIS, ARk b ARG —LH 54, L5 20— P4 4k 81 (1)
RGP/ SRR AR IR, (R 5 — sl AR ERT B2 (B —#g . Hp
AW ] Rt i, 1 L n] A [ AR sOR 4, b2 8 AR A R L 59 .

[0627] X ST S I A1 &, o mT A% R — S84y oA by LA v PR A 5, R ) e 4 e
P bSO SRS NRE 22— 5 23 N AR A5 & B MCH F5 51657 /R G4 o, Fi / 84§45
REAS AR 38 A< & BH MCH F5 BRI = I i . — B A LA ) e 2L B LA T 2
aE

[0628]  — ¥& 7 Ml FR v ()T R4 I,

[0620]  — VAT JRIE FE ACRE RV HEVD R,

[0630]  — v YT NEJE B T 5, DL e AN A MCH #5385,

[0631]  — ¥AY7 (LA I R4 I,

[0632]  — VA YT i M IILE AL 15 S0 Rk (4D 3 1 400 3

[0633]  — ¥RY7 RNT RITH Y IR,

[0634]  — AT FE ISR VS T 5

[0635]  — Y& AR IV PE A o o

[0636]  IWAE, b 3CHTHE A I P A S S AR FH S4B 1 4 A R

[0637] V&7 HE PRIV FRIE T 400 o SEE A9 Ay ke & 2 e ) R I 2 3 W o ) U L Mok J 3%
a — HIZEHE RSN B B FIRER - 2B

[0638]  Jigd b Z AL TR B0 HE VLA A1)l fe LRSS (ORIE A EhIR ER ) « A% 1 L 2 4% 41) ] Je L
A (kA OkmgEL ) L JTT-501. G1-262570, MCC-555. YM-440. DRF-2593. BM-13-1258.
KRP-297., R-119702. GW-1929,

[0630]  JiE & 2 4r Wb hn W 7N 0 R R WE 2L R S, B a0 OO mE TR, & BE
(chloropropamide)  tolzamide. EETi 3 CUIK 4% F1) L IR A 28 £k L 4% 51 AR IR L 4% 51 5590 4%
FVFEIR o ok B 22 40 Wb o0 T 7] PRy At SEEA61) A B A% 1) 2% L TR A% 1) 2% KA A1 4% (KAD-1229) J¢
JTT-608,

[o640]  XUMCELHE — FF XU T K A2 25 20U

71



N 1732154 B WO B 67/229 T

[0641]  JEE FATE BN, el e 2 OB AT IR LE g By 31, S AR B &, LA
A 5 A 1S BRI IE S 25 G R, 18 I R R DR 22 BT 3R A9 i AR 5 2%, 19 g B K #F
B RE, B, R I ERERES R - (9 0.46 2 0.9 EE %) HMakE
- Ay 3 — B, HonT1e 3 S EE AR R R S R R 3. A AT B E R B
BUATAY) (9 INS-1 5% ) .

[o642]  Ji iy 25 B AT AL HEAS [FIRR S, 491 G ¢ 15 FH I G ) 1) 5 G4 i [R) (588 S BEPE
Y7 CSERIVE L PRI B AL R ) Y7 R HBVE R A ), R AR ) B AR R AR
EFE.

[0643]  a — ] Z5) B 17 g 400 o) ) L FE 0T = BB L ARME BB KA SR L A% 51

[0644] B, R =23 HIAHE AJ-9677. BMS—196085. SB—226552. AZ40140.

[0645]  FHF¥RI7HE PRI 1T AN A b ST B s T4 o, A 5 TR B = U )5 (ergoset) .
SRR R TT  BAY-27-9955, LA K2 #E e i R A0 g 0 il 371« (L 23 1 i S0 0 )50 2 P
% SRR B TR IS 1B F I KT 2 VR ) A% kR (glipizid) K&AIANR.

(06461  FH TV 97 Bl R I I 3% M0 Jo, A5 461) durn e s i e 00 ) 551 B £ A FH 00 1
) e E BT C IR

[0647] P 34 T J6E 00 761 5510 Ay 48] 4t By ) Atk A0 ) Ath DK B ) At L P78 ) Ak . SNK-860
YA i ART-501, AS-3201,

[0648]  HEALAE FHFNHIF ) SE 51 A UL H 55 5E

[0640]  Hx [ STIAA C 5 A 44 40 NGF | LY-333531,

[0650]  L3CHTHR A LASE, TV BRI 3 RORE G M) BT, LG i 41 Hb /R (e R A
(thiapride) #hEREh.VHIEALME. SEVHEEREREE . —+ HHKER LB (ethyl eicosapentate) .
KN ILLFHE (ALT-711) .

[0651]  VAJT HERERITE T B, D3k J2 ANk MCH FE B0, 055 A 07 B 410 1) 5] 5 o B R 2
[0652]  JI fify It 440 i 500 P D0 22 S48 Sy B T o

[0653] L1z ik B Ak 24 1A S 48] 4y S5 BH L U K Ml ok A e Iy R far B SRV VT P A it Bl
baiamine. (S)— PG4 8 SR-141716 NGD-95-1,

[0654] [ T b SCATEE Ko i, 7 BERER S MY 0, AR5V =MhyT (1ipstatin) .
[0655]  BhAL, g T A HE S 110 H (1), BUIE TS k4 0 ) v T4 o A I B ek 6k 2, S
MEEIE B, Wsh 7 LR AR YE R & NPY 35507 HEAL DL 28 B HE B Bl B AR 47
SIS, A2 IR A1) B S SR AR DA S < 2 DA R B ARRR B 5 B L IR B
Wedi g —A (T Ja SCPR A CCK-A) Jah3 5 i A B B im0 oG A il B ) FOLAC 86 1k
Y 5- Bt R s MR B (A A e My e b BH B b B D) L 2 S PR (B Wi 22 £
TR A2 R 2 Al B R S AR sl A B AU 8 R B R Al B 3= R A KRR 2 4
FEHLH) MCH 53051\ 0B 25 ( TJaSCRRASRIETT ) GREVT A R T 32 A4 Tz 71
galanine FEPUGT AR B A0 H 70 Sk D3m0 an BEARITRE ) o Hoftyk fr iR 25 B iG4R I 2=
(bombesin) a7 Wi S0 M {55 B 2 8% B T 3 32 AR sl 1) 5 5 P3RBT S7 8 (orexin)
ZARFEDURN IS A E (urocortin) 4568 F BRSO o m UM AR -1 S2AR I Eh 77,
B U1 exendin, SRR MG LE F2 B, Bl AT 2 (axokine) o

[0656] VY7 iy ML Hs KR T 420 B0, A4 I 7B 5 91K 3R PR 450 g FX 00 ) 501) L 95 935 Bl A 1 7%
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A BARER 1T 5505

[0657] I/ 5% 7 22 % 4 g Py 41 1l 391, A4S R 680 R R L By 3 1) b ) (2R

7§ I v E7 R SN v | IV S S N v | N = S B e o S N g G o

),

[0658]  AFEHTHI 1S4 A i A 2 ST AR LT LB R P

[0659]  HiE & H AU 6 2o i R AR L L-27152, ALO671, NIP-121,

[o660]  ifl & % 45 2= 11 H5 P A A 5 B Kk ¥ ML & ¥ L ks ¥ P AR

(candesartancilexetil) JAybHH (& Dy, CS-866. E4177,

(06611 VAT i JIR L9 B0 4 ) i A A 140 v PR o, A48 HMG—CoA 3 i g 1) 571) - £ 4k 2 15

tEY

[0662]  HMG—CoA & JR B3I ) AL 15 5 AR A YT « AR AT I AR AT  FIAR AR YT AR A YT

WORLALAETE DURE (Tipantil) P SEARARYT VBRARIT | ZD-4522 Je HiEh .

[0663]  £T4EPR MR AL A ELFHE AL UKy OB DURE U DR SRR

[0664] V&Y ST RIETEY) BT, AT 55 o

[0665] YT AR R AHIE M T, AR A A B E T R B R R VR

W2z 5 VR R L S T v S M R 2 E

[06661 ¥y AR HTE TR 5L, B HE U YT AR VD B A KR A B PR T L A Ak

[0667] X FIX£LyH MR (157 & n & B O B A E H B BGRIE 1 1/5, & &A IE il

SR 1/1,

[0668]  7F 5 — WUHEARSL AT o, A WG B 22 /b — PR AR i B R SRAL S0/ B8

FRAE AR R B (1) R A 52 i FL s Pk B AT v B A . eI g R R 0 LA A1) s A R,

TR A B AL & Py m] 3 A T FRAR LR 38 i) ik 2 gk B AT R/ e idf i e Jk e b

AT A 72 ) b DL — Bk > S U 7 sk o BRI, R Ak B AL & 40 =2 A R

TRRARAATE . MR A BH )k — 20 FH o g 097 R T 388 I, 491 G 78 S8 11 O R BUD 3R DL FRAIC

IREE T NATTH, 8RS RO OB I PR BOG R o AR i b I 2L AR St 9], AR 38 A AR VR T

Hig. WAPEEYRTT W S R i, B e 400, sOH T 0 — i fa B it (1 R o AR

WA % A S AR e 2 LAAEYR YT R T L3, Rl N3, HoR B2 W ik AT

HIRIE > AR WT HH BRI YL BE PRI, R/ B2 W HH b PR R, R ) R IR R . IR AR

Bt G S AR T A TR, A E TR 2 (BMI =1AER%) 21K T 30, %¢

AT 25, ZFREUE o XA LT BB ERR U AR (BOKRR) 17,

[0669] LA F SZiifsl i A TR A & B -

[0670] i GARTE .

[0671]  IWH, CLARASA T I AL S 91K TRVH-NMR 1/ 8% it . BRAE YA Ui i, 75 0 R, {4

ST AT P B (A B 60TLC AR Fog, (E. Merck, Darmstadt, 3 B4 'S5 1. 05714) 1S, T35 R -

T LA Alox oA 24 B 3fAS ) R, A6, S A0 RS 4 85 60F 5, TLC AR (E. Merck, Darmstadt,

TH S5 1.05713) 15, o EITREMAT, XF 08 5025 52 1 LL B3 B ik i8 i 37 4%

ARV B ST NH, 2 R RV R0 S NH, £EK P IR M. B Millipore ilid e i

(MATREX™, 35-70my) & FH T i 4li4k.. Alox (E. Merck, Darmstadt, £ 4 4L 45 90 bR AL,

63-200 K, T H 45 1. 01097. 9050) & H T Eibaift . 15201 HPLC 2088 &4 F 9IS HCT
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TE ] -

[0672] 4 M7 & AT :Zorbax & AF (Agilent #% K ), SB(Stable Bond)-C18 ;3.5 4§ X ;
4.6 X 75 22K AR :30°C Ui E 0. 8 BT/ 4rBh sy ESHARR 5 BTt sAE 254nm FllE (5
%A 5B)

[0673]  Symmetry 300 (7K ),3.5 kK ;4. 6 X 75 ZK ;4R :30°C Wi&: 0. 8 =T / 404
VESFRRR 5 50t s 7E 254nm FIE ( J5¥ ©)

[0674] J5EEA:K 25 BB 1 1 00L& 1 : 9 & 0.01, 5% 94 4

[0675] 7 ¥EB:/K : 4 HEE9 ¢ 1 0.01& 1 29 : 0.01L, JH& 458, R
1:9:0.01,6 4%

[0676] J5iEC:/K 5 9 © 1 . 0.01& 1 .9 :0.0L, 45, KRG
1:9:0.01,6 4%

[0677] ¥l %% & #F :Zorbax & #f (Agilent $% R ), SB(Stable Bond)-C18 ;3.5 % K ;
30X 100 2K A HABEIR AT YL <30 =/ 438D s7E 254nm R lE .

[0678]  7ETil#& 28 HPLC Zifk., 3 72 1 FH 5 F SR ARHU 73 A 28 HPLC £ AH 7] (B B Vo
[0679] =Wy EAr LEIEE] T W, ¥ &AM a6 5F, HiET .

[0680] 5 V&A K T A T B ARG SN, WIIANTE A8 2 15 A 4l 0 i S 1k, Bl 530 7r B 22
e AN EE .

[0681]1 AV E M T F3CERFX -

[0682]  CDI T KA
[0683] cyc 7 NRY S

[0684]  DCM — i

[0685]  DMF R R A

[0686]  DMSO R

[0687]  dppf L1 =B (2R ) %k
[0688]  EtOAc LR LT

[0689]  EtOH LT

[0690]  Fp YRS

[0691] . vac. TERA

[0692]  MeOH i

[0693] PE A Tk

[0694]  PPh, —IREL T

[0695]  RT WEEHE

[0696]  TBAF FALIY TR =K AW
[0697]  THF WIS

[0698] — /%=L /v T (Sonogashira {4 )

[0699] TN, Fid 4L 5m (45040 Pd (PPh,) , (5 BE/R % ) Pd (PPh,) ,C1, (5 FE/R % ) «
Pd (CH,CN) C1, (5 /K % ) 8 Pd (dppf) Cl1, (5 B 10 FE/K % )) & 4, (4 Wik iR%eE (1.5 4
H) =% (1.5 295 )) K Cul (5 8¢ 10 FE/R % ), MIRES N 22 05 Fik Bl 2% 5 ZE Ak Ay sk
WAL (1.0 28 ) HHIE (1,05 28 ) /8 THF 5k DMF BN - BT T 5 2
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90°CF, B b 2-24 /NISE, 38, FRAE B A TP T BRI o U — 0 A4k 2 T AT (5335 sl E i
HPLC-MS 14t 34T .

[0700]  —fRSEE T 1T (VR — WS #e )

[0701] T4/ N, K Nal (2.0 248 ) NN - “H3E - 2 7% (0.2 248 ) f% Cul(0.1 4
) KIS IR D7 B A E R (1.0 &) 76 1, 4- ZREh BN« MRNYT
FIRA 110°CRHEFE 2-72 /NI, AR5 LA NH, #fe o BL DCM 22K A, DA MgSO, A A HLAH T4
HAER AP MRG0, Wg Ak AT — P At

[0702] s 7 =X

[0703] St 1

[0704] =K -(2—{4-[5-(4— FHAIE — ) —mibwe —2- OB ] - 2R | - 45 ) - %
[0705]

SN,
[0706] la[2-(4- ¥R - KERE)- LB ]- 20K -I%
[0707]  #31. 455 (178 =ZJE/K ) 4- IR 30. 6 75, (178 ZJE/R) -5 - L3E) - “2F -1
(DAICERRRERATH ) f 61.5 0, (445 22K ) K,CO, 7 300 Z£ T+ DMF A&V T 80°C Ik
8 /Mo THEAHZTHR, MY 5 /KIRA , L EtOAc WA BUKAH, 4 FH 1A HUAH
PR LK PESES FF LA MgS0, 48, 72 U BR T F S8 a, AR B i il il (e,
EtOAc/MeOH/NH, 90 : 10 : 1) 4lifk,
[0708]  7=i= :28.0 o5 (FEIB{HAI 58% )
[0709]  C,H,BrNO(M = 272. 187)
[0710]  HHEEAE 0 & (M+H) " :272/274 SSIHE 4y 10§ (M+H) ©:272/274
[0711] R, {8 :0. 25 (FEiZ, EtOAc/MeOH/NH, 90 : 10 : 1)
[0712]  1b =23 —[2-(4- = FFRERIE OpIE - I ) - % 1- 1%
[0713]  FARHA T, ¥ 5. 44 35 (20 ZER ) [2-(4- 1R - KA ) - & ]- & - &,
3,11 =Tt Q2= BEIR) LEE - = FRE - HkbE 462 257 (0. 4 ZBER) VY - =R — 4.
76 Z 0 (0.4 ZEE/R ) Cul 7 50 ZFHIRIE P IR GV T 70°C A 21 /NN o FEFL AT 75408
HVE ), A% B ¥ 17K, BL EtOAc IR AR, FF LA Na,S0, T4 . 78 CUIE BT 55 5 v )
o, SR TR (EtOAc/MeOH/NH,95 & 5 & 0.5) F4lifh,
[0714] =& :1.4 75 (BB 24% )
[0715]  C,.HL,.NOSi (M = 289. 497)
[0716]  TF&AH 5 F 0§ (M+H) ™ :290 SZIIME 7 Fu& (M+H) * :290
[0717] R, {8 :0. 67 (fk:fi, EtOAc/MeOH/NH, 95 : 5 : 0.5)
[0718] lc 2% -[2-(4- ZBdk - WEE ) - R - I
[0719]  TAAA T4 143 (4.8 ZE/R) L3 —[2-(4- = AR IE QA - 2R
) - LH ]- AE 50 Z£ Tt THE RS 1. 68 ba (5. 3 2K ) TBAF V4, IFAE = T i
P . 70 LA 2R H ) AR B T K TR, BLEtOAC M)A H, FF LA NaySO, T4
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1E OB B0 S0 e, A ) THEI (EtOAc/MeOH 95 & 5) F4difk.,

[0720] =% :0.5 %% ( FHIB{EIK 47% )

[0721]  C, H,NOM = 217. 314)

[0722]  PFELAE 4> 70§ (M+H) " 218 SEIIAE 4> T (M+H) *:218

[0723] R, {8 :0. 46 (7%, EtOAc/MeOH/NH, 95 @ 5 : 0.5)

[0724]  1d{2-[4-(5— IR —MLWE —2- B OHIE ) - R - 43 ) - 3 - i

[0725] % 500 Z 7 (2. 30 ZZJBEI/R ) L3 —[2-(4- Lt - KR53 ) - &5 1- %545
ot (2.30 ZEER ) 2,5- IRNMERE 161 =g (0. 23 ZEEEIR ) DY - = 2RI ke - 48,13 =
vt (0. 07 ZJE/RK ) Cul 2 ZH LT R INEENZ ) 2 =T — R INEENZALE 50 = F+ DMF R &
V), T 100°C BB T MR 20 /NI o FEEZE 208 ORI, A% B T /K, L EtOAe
WIEAEL, 3 LA Na,S0, 4. 78 Ol BRI S G, Ak B4 THER (EtOAc/MeOH/NH,
95 : 5 : 0.5) F4ifk.

[0726] " & :200 =y (FHR{HI) 23% )

[0727]  C, H,BrN,0(M = 373. 296)

[0728]  HEAH Jp T (M+H) " :373/375 S 7> TI§ (M+D) " :373/375

[0720] R, 14 :0. 50 ( FEJKE, EtOAc/MeOH/NH, 90 : 10 : 1)

[0730] le =& —(2—-{4-[5-(4- & HE — RIL ) - nmbme 2- B Lk 1- K| E - &
5 ) -

[0731] #4200 Z£ 5% (0. 54 ZEEIR ) (2-[4-(5— IR —MkmE 2- B I ) - FHRE - &
B - - 163 2= (107 ZEEIR ) 4- A Ik - AL R 31 2 5 (0. 03 2 8
IR ) VY = =R EEREE - S8 /% 0. 27 2T 2M Na,CO, ¥V AE 5 271 1, 4- —HEEE P RIVE-SY),
T 110°C R BT I 20 /NI o FEECZE A Z8 48 Hs ), A8 B 0w T /Kb, LA EtOAc 1)
JEAEHL, 3 BL Nay,SO, T4, 75 O BR T 450 S a5 B 4 THE R (EtOAc/MeOH/NH,
95 1 5 1 0.5) balifk. 28T, ik B UL SRR S , /S0 U8, IR DL TSR
o

[0732] ;=& :30 2= (FHIR{EN 14% )

[0733]  CygH,eN,0, (M = 400. 525)

[0734]  VIERAH :4r FU& (M+H) " 2401  SEUIME 70 70§ (M+H) <401

[0735] R, {4 :0. 46 ( FEJK, EtOAc/MeOH/NH, 95 : 5 : 0.5)

[0736]  SEjfs) 1. 1

[0737]  —&HE-(2-{4-[5-(2— FAEJE — 2R3 ) — bR —2- JE b It 1 - 40k 1 - 438 ) - iz
[0738]

DL
[0730] = LARALSETt5] le 17720, B 200 Z 58 (0. 54 ZEI/R) {2-[4- (- R - ik
WE —2- FEOMRIE ) - KA |- 43 ) - 2 - 5 163 25w (1. 07 ZEE/R ) 2- RS - K
FEAN R ) & 1F. 31
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[0740] 7= 40 Z g (FHIRHA 14% )

[0741]  CyHueN,0, (M = 400. 525)

[0742]  VFEAH 5> U (M+H) " 401 SEINE 7 7% (M+H) ™ <401

[0743] R {H :0. 23 (FEMR, EtOAc/MeOH/NH, 95 : 5 : 0.5)

[0744]  Sjfd) 1. 2

[0745]  2-{4-[5-(4- L5k - R5E) —MEME —2- FE OPRIE 1- 4R 1 - 40k ) - — ook - i

[0746]
o~
L

N/
=

S
[0747] =42 LARALSE Tt le 17750, B 200 Z 58 (0. 54 ZEIR) {2-[4- (G- R - ik
g —2- R OPHL ) - REEE ]- R 1 - SR - K5 178 2w (1. 07 R ) 4- LHRHER
FEON IR &1 2
[0748] 7= :83 = (FHR{HAT 37% )
[0749]  C,H,N,0,(M = 414. 552)
[0750]  TF&AH 4 FUg (MHH) " 414 SEPUME 7% (M+HH) 414
[0751] R, {8 :0. 26 ( fk:fi, EtOAc/MeOH/NH, 95 : 5 : 0.5)
[0752]  SEjifs) 1. 3
[0753]  (2-{4-[5-(3,4~ g — K%L ) - MEWE 2- RE L PRIE 1 - R4 AL - 258 ) - — 23k - iz
[0754]

//
\lN O
N \/\O

[0755] ;=2 LA LSt o) le 197750, B 200 Z 58 (0. 54 ZE/R) {2-[4- (- 1R - ik
WE —2- FLOMRIE ) - R 1- L3 1 - Z 0 -5 169 25 (1. 07 ZBE/R ) 3,4- Z5 — &K
FENER ) &1 31

[0756] ;=& :35 = (FHIR{EN 16% )

[0757]  C,.H,.F,N,0(M = 406. 480)

[0758]  TIHAH 4> T U (M+H) " 407 SEINME 4> g (M+H) " <407

[0759] R, 1A :0. 34 (#EK, EtOAc/MeOH/NH, 95 @ 5 @ 0.5)

[o760]  SEjiifd) 1. 4

[0761]  (2-{4-[6-(4— 5 — KL ) - MLmE —2- B OPIE - R |- 43 ) - — 2o - %

[0762]
l Cl
N
I

o

= N

A
SN~
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[0763]  F=4 2 LLRUSE ) 1e 11997 K, H 200 Z 55 (0. 54 2 JBER ) (2-[4- (5] — ik
WE —2- FEOBRIE ) - ZREEE - B V- O - k5 167 2w (1. 07 ZBEJR ) 4- G - R %
B i) 25 7 21 o

[0764] =& :51 =g (FRRMEN 24% )

[0765]  C,.H,.CIN,0(M = 404. 944)

[0766]  TFEAE 43 F U (MHH) " :405/407 SEPUE 5> U6 (M+H) * :405/407

[0767] R, {4 :0. 26 ( FEJKS, EtOAc/MeOH/NH, 95 : 5 : 0.5)

[0768]  SCJfs) 1. 5

[0769] 25 -(2-{4-[56-(4- AL - 2R3E ) - Wing —2- L OBEE - 2R | - o) - i

[0770]
o
N/QiT/[::j/
' o
) ~
AN N

[0771]  F=¥) 2 LLRAISL ] 1d 5, B 434 =50 (2. 0 ZJER ) 43 -[2-(4- &k
- R ) - O ]S 441 20T (2.0 ZEIR ) 2- A -5 (4- FAEE - KA ) - WERE
- EEET| S

[0772]  7=& 100 2y (FEIR{HI 13% )

[0773]  C,:H,N,0,(M = 401. 513)

[0774]  JFEAE 4> T (M+H) ™ 2402 SEIIME 73 10§ (M+H) 402

[0775] R, 1 :0. 65 (FEMHS, EtOAc/MeOH/NH, 90 @ 10 @ 1)

[0776]  SLjifs) 1. 6

[0777]  5-(4— Gl — 2R3k ) —2-[4- (2 MEME bt —1- 2 - L% ) - A St - nibme

[0778]
ci
A

o

=z N
A
\/\O

[0779]  1.6a 1-[2-(4- M - K535 ) — &5k T- mbms st

[0780] 22 w5, (100 ZZJEIR ) 4 BEEY 17 3y, (100 ZJEIR ) 1- (2- & - 458 ) - kg He (LA
Fh M H e ] ) M 55. 3 38 (400 ZZBEIK ) K,CO, £E 400 25T DMF A T T =5l i HF
A8 /NI o TE A2 T, MR B 5KIR G S LA EtOAc 1WA UK AH, # & FF A HL
AHLAHAT NaCl 7K e, I LA Na,S0, T4 . 7F CGER T 50 S ¥ 5 s » A8 7% B ) 1 i
(EtOAc/MeOH/NH, 85 : 15 : 1.5) k4lifk.

[0781]  j7& :18.0 7 ( FR{H 57% )

[0782]  C,H,INOM = 317.172)

[0783]  TIAHAE 4> FUE M+ :318  SEIME 4> 7 (M+H) " <318

[0784] R, {8 :0.59 (i, EtOAc/MeOH/NH, 80 : 20 : 2)

[0785]  1.6b 1-[2-(4- =MIEEREGEHEE Lk — ZR4HE ) - &4 1- mbngfe
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[0786]  FHUA N, 5 7.0 ZZTF (49. 5 E/R ) LA - —HE - IR A 14. 3
v (45 IR ) 1-[2- (4- il — 2R3 ) - &8 1- M de 1. 04 3 (0. 9 /R ) DY - =Rk
Wloe — H8 &% 171 255 (0. 4 =ZJE/R ) Cul 18 140 ZFHURIE A KR G OB Y. ) ,
30 43Bh. FEILAS TR 2R s ), 5% B /K, BLEtOAc IR AR, LA Na,S0, 5.
TE OB TEA S 8505, A B TREIR (EtOAc/MeOH/NH, 95 & 5 & 05) k4ifh,
[0787] ;=i :12.8 250 (HIS(H 99% )

[0788]  C,,H,.NOSi (M = 287. 481)

[0780]  VIERAH 4> F U (M+H) ™ :288 SEMlME 73 FUg (M+H) " :288

[0790] R, {4 :0. 42 ( FEfZ, EtOAc/MeOH/NH, 90 : 10 : 1)

[0791]  1.6c 1-[2-(4- LSk - HKAEIL ) - L5 1- ML st

[0792] T &M T, 12.8 3¢ (44.5 ZEIR ) 1-[2-(4- = R FE R LR - K5
5 ) - L ]- LM EAE 200 5t THE FRHR, 55 15. 5 3¢ (49. 0 Z£ /K ) TBAF V&5, JF1E
R TR 3 /N T A T 2R AR ), AT R 0V T EtOAe T, KA MU LA AT NaCl
WEWDEGR FF LA Na,S0, T4 78 CURBR T80 SR s, A e T AR aidb it — 28 e .
[0793] =& :9.6 75 (FHB{EIK 100% )

[0794]  C,H NOM = 215. 298)

[0795]  VIERAE 4> 1§ (M+H) ™ :216 SEIME 731U (M+H) * :216

[0796] R, {H :0. 76 ( FEJKS, EtOAc/MeOH/NH, 80 : 20 : 2)

[0797]  1.6d 5- R —2-[4—(2— MEMgde —1— 5k — 50 ) - RFEE St 1 kg

[0798] ¥4 9.6 »i (44.6 ZZAEIR ) 1-[2-(4- LBREE - R4 FE ) - £ 0% 1- ML 2. 10. 6 ¢
(44. 6 ZEEEIR ) 2,5— IRMERE 626 250 (0.9 ZEEE/R ) VU - = 2RFMkE - 2,170 =52 (0.9
ZEEEIR ) CuCl J2 12. 6 T — SN FEIEAE 500 £ T+ THE TP VRS, T 40°C XSG KSR
3 /NI TR 2R R, AT AR B A T EtOAe H, A ALAH BLIK 5 M T NaCl %
W, FF UL NaySO, T4k 76 BB T 50 SR a, 7R B TR (EtOAc/MeOH/NH,
90 : 10 : 1) k4lifk,

[0799] =i :8.9 %o ( FHIBAHIK 54% )

[0800]  C,,H,,BrN,0(M = 371. 280)

[0801] MY Jp T & (M+H) " :371/373 S 7> T-I§ (M+) " :371/373

[0802] R, {4 :0.47 ( FEJK, EtOAc/MeOH/NH, 90 : 10 : 1)

[0803]  1.6e 5-(4- &l — R ) —2-[4-(2- MMt —1- 2 - L5 EE ) - ARE LI ]- nbng
[0804] #%2.97 5% (8.0 /R )5- R —2-[4-(2- MEmg bt —1- & - L8| ) - KE LB
Z= - MERE 2. 50 5 (16. 0 /IR ) 4- &l — AR 462 2= 5 (0.4 =JE/R) VY - —2REE
Bt — 8} 8.0 ZF+ 2M Na,CO, ¥ AE 100 ZFt 1,4- ZFELETIREH, T 100°C A E KA
TARFA NI TR TR TR, B R R 5K /EL0AC (L/1, v/v) —diHE, 2t 5
Tl e RS A U, KA HUAH F AT NaCl ¥R PESS , JF LA Na,S0, T4 . 76 TR 1155
SHG, 4B EE % (Alox, cyc/EtOAc 2 & 1) difk. ZETF7=M)4y, 145k B L
LRI B , $ih <ok B8, DL SRR

[0805] 7~ :1.95 7% ( FEiB{AMI 60% )

[0806]  C,.H,,CIN,0(M = 402. 928)
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[0807]  THEAH 73 F U (M+H) " :403/405 SEIW{E 4> FUF (M+H) " :403/405

[0808] R.{H :0.47 (Alox, cyc/EtOAc 2 © 1)

[0800]  SKlifs 1. 7

[0810]  5-(4— i — ZRFk ) —2-[4—(2- MEIg bt —1— 5 - S50 ) - FREE St - kg

[0811]
g4
X
‘ P
// N
O‘\/\O O

[0812] =42 LIRASE M 1. 6e 755X, B 297 =g (0.8 ZAE/R )5- IR

Wt —1- Jk — LA ) - RIE LI 1- kg 5 224 50 (1.6 ZJER ) 4- - RIETNR
- EEE

[o813] & :37 2= (FHIR{EN 12% )

[0814]  C,.H,,FN,0(M = 386.473)

[0815]  TF&AH 43 FU§ (M+H) ™ :387 SZ{E 7 Fu& (M+H) " :387

[0816] R, {H :0.41(Alox, cyc/EtOAc 2 @ 1)

[o817]  SEjfs) 1.8

[0818]  5-(4— ] — Zx3E ) —2-[4- (2- MEms ot —1- J& — L% ) — ZRIE LRI T nikne
[0819]

Vand
/.

Qm

4 N
C‘N\/\O O

[0820] =42 LARALSE s 1. 6e 775X, A 297 =g (0. 8 ZEAE/R ) 5- IR —2-[4-(2- 1t
Wt —1- Jk — CARIE ) - RIEE LI 1- kg 5 321 50 (1. 6 ZJBE/R ) 4- IR - REETNR
AR ATH A Alox (ZFRUELLIR) Merck S ALES 90,63-200my s;cyc/EtOAc 4 1) AT
aifl,. AFan RIS~ % H EtOH H 458 .

[0821] =& :40 = (FHIR{EN 11% )

[0822]  C,.H,,BrN,0 (M = 447. 379)

[0823]  THEAH /0 T (M+H) " :447/449 SEIHE 47 FI& (M+H) * :447/449

[0824] R, {H :0.45(Alox, cyc/EtOAc 2 © 1)

[0825]  Sijifdl] 1.9

[0826]  2-[4-(2- HEMEHE —1- & — Z5IE) - ZRIL LI 15— (4- =9 FAUHE - 2838 ) — ik
g

[0827]

X
e

)
O “CF,
x
o
A

A
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[0828] =4 /& LIZRALSE ] 1. 6e 7720, B 297 Z 58 (0. 8 Z2JBE/K ) 5- IR —2—-[4- (2— L%
Bt —1- 35 - LI ) - R OHIE 1-mkne 5 329 =50 (1.6 /R ) 4- = FEHE - RE
R ) #4520 o AER APk Alox (Z2ARHEAL I Merck 48 AL 55 90, 63-200my ;cyc/EtOAc 4 & 1)
BT AL . ARSI ) 5 1 Ok — B dE, JHah g vk

[0820] & :190 2 5r (FIR{HIY 53% )

[0830]  C,cH,,F,N,0, (M = 452, 481)

[0831]  TFHAE 5> FU§ (M+H) ™ 453 SZIUME 7 Fi& (M+H) " :453

[0832] R, {H :0.46 (Alox, cyc/EtOAc 2 © 1)

[0833]  SEjiEfsl 1. 10

[0834]  2-[4-(2—- mEMedt —1- 2 — L5 ) - RIE QA 1-5-(4- AL - 58 ) - ikne

[0835]
0\
[ 9
& N
QO

[0836] 4 LAZRALSEHE ] 1. 9 19772, B 297 2 g (0. 8 Z2EE/K ) 5- ] —2-[4- (2— 1L
Bt —1-Jk - QI ) - BRI LRI - ke 5 243 25w (1.6 ZEEER ) 4~ FEHE - ZKILMNER
213 2 o

[0837] @& :115 & (BHR{HI] 53% )

[0838]  C,gH,eN,0, (M = 398. 509)

[0839]  TFERAH 43 FU& (M+H) " :399 SEPUME 3 FU& (M+H) * :399

[0840] R, {H :0.30(Alox, cyc/EtOAc 2 © 1)

[0841]  SZjiafs] 1. 11

[0842]  2-[4-(2— MEM&HE —1- 25 - LA ) - I CPIE ]-5-(4- = F P - 2838 ) - nkng

[0843]
CF,
S il
|

-~

Z
O

[0844] =4y LIZRALSEHER] 1. 9 1772, B 297 2w (0. 8 Z£EEIK ) 5- R —2-[4- (2— 1L
Bt —1- 35 - LI ) - RELLHEE 1- ke 5 304 250 (1. 6 ZFER ) 4- =3 T3 - 2RI
[l XS

[0845] ;=i 150 Z&5e, ( FLIR{HIY 43% )

[0846]  C,H,,F.N,OM = 436. 481)

[0847]  THELAH 4pF U (M+H) ™ 437 SEYIME «J3FUg (M+H) ™ 437

[0848] R, {H :0.45(Alox, cyc/EtOAc 2 © 1)

[0849]  SjiEafs 2

[0850]  5-(4- G — AHE ) —2—-[4- (4— mEhg e —1- FEFPIE - 858 ) — T —1- Jdk 1- nikmg
[0851]
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QL

[0852] 2a 1-(4— iR — T 3L ) - LME L

[0853] ¥ 12.5 3¢ (50 Z&EEE/R ) 4- VRIEF IR M MR 12 B s N2 4. 52 =T+ (55 =ZJE
IR MEMEBE S 10. 3 ZFF (60 ZJE/R ) LEEZ RINELLE 100 ZF THE RSN, I T=
BB SEHUTED), FF T AP BRI 7 WA DOR M (iR 3R AT, A — 28
RN, e T AL o

[0854] =i :9.0 7% ( FHIB{HIN 75% )

[0855]  C,H, BrN(M = 240. 145)

[0856]  HAEAH 73 T UE (M+H) " :241/243 S 7> TI§ (M+) " :241/243

[0857] R, 1 :0. 74 ( BEKE, EtOAc/MeOH/NH, 90 © 10 : 1)

[0858]  2b 3—(4- MEMEHE —1- ZEFHE - KF ) - A —2- e —1- B2

[0859]  Kf 4.8 3r (20.0 ZZAEIK ) 1-(4- IR - "FHE ) — MLmELe 1. 75 2T} (30. 0 2K ) Hh
PIEE2. 31 3 (2.0 28R ) DU - = 2RFE Mkt — 42,381 20 (2. 0 ZJE/K ) Cul & 7. 07 ZFt
TRTASERGAE 100 =T ZBEFPRIREY, T 60°C FRE KRS R InH 14 /N AR A R
), A5 B s T K, LA EtOAe A EL, FFAEAAIAH LA Na,S0, 4. 78 U BR T4 57
5G4 R EY TRERS (EtOAc/MeOH/NH, 95 © 5 & 0.5) b4fifk,

[0860] ;=i :1.55 7 ( FRiR{HM 36% )

[0861]  C,,H,,NOM = 215. 298)

[0862]  TIAHAE 4> T (M+H) " :216 S2iifE 4> 7% (M+H) " :216

[0863] R, {H :0.48 ( F£fiX, EtOAc/MeOH/NH, 90 : 10 : 1)

[0864]  2c 3—(4- MEMgHE —1- FEFFIE - 2856 ) - I —1- 7

[0865] % 1.65 57 (7.66 ZZJBE/R ) 3~ (4- ML e —1- FE AL - K3 ) - TN —2- B - 1- BELE
20 Z T+ EtOH AR 5 200 257 10% Pd/CIRE, HFAEMEZEH, T8 & 30psi H, F&A
b, BRIERN AR 1k S0 B8 AR, 18 28 R A B8, AR B ) TR
(EtOAc/MeOH/NH, 90 : 10 : 1) k4lifk,

[0866] j=f& :0.81 7 ( FRB{H 48% )

[0867]  C,,H, NOM = 219. 330)

[og68]  THEAE 53U (MHH) " :220 SEWIAE 4> U (M+H) " :220

[0869] R 1A :0. 2 (#EfiE, EtOAc/MeOH/NH, 90 © 10 : 1)

[0870]  2d 3-(4— HEMgHE —1- FEFEE - 2R3L ) - TABE

[0871] ¥ 2. 87 Z=TF+ (35. 56 ZZEE/R ) MEME S 2. 11 75 (4. 98 Z£EE/K ) Dess—Martin i il
N4 780 Z& 5 (3. 56 ZEAEIK ) 3— (4- MG bt —1- FEFFIE - N3 ) - I8 —1- [ AE 30 Z£ T DCM
PHREBEN  H RNVIREY) T2 N 4 /N, SR JEE N2 100 ZEFH AT NaHCO, 7K
L DIOBUT 8 AR R AT S AR B, KA MR LT NaCl ek, 31 LA Na,S0, T8t . 7F CUIE R
TR SR G, TR Pt — 2 OV, e it

[0872] 7= :750 =% (FRR(EM 97% )
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[0873]  2e 1—-(4— ] —3— ek — 3L ) - ik dx

[0874]  TH T, 816 iy (4. 2 2R ) (1- HEESE -2- S0 - N3 ) - B — s
N4 760 2w (3.5 ZEEIR ) 3- (4- ML —1- FEFAE - 2838 ) - A 55 970 2= 50 (7.0 2/
IR )K,CO, 7F 100 ZEF+JE7K MeOH H RNR-A W, FEAE M T A . UL kMR S IR A
Wy, A HUAH UL AT NaHCO, K RGeS » I LA NayS0, T4 . 78 COERR TR S, A1k
B TRERR (EtOAc/MeOH/NH,95 @ 5 @ 0.5) F4lifk.,

[0875]  j=i :200 %57 (HIRH 27% )

[0876] C,H, ,N(M = 213. 325)

[0877]  VIERAH 47 FU& (M+H) ™ 214 SZUIAE 5> 70§ (M+H) " 214

[0878] R, {4 :0. 74 ( FEJKS, EtOAc/MeOH/NH, 95 : 5 : 0.5)

[0879]  2f 5—JR —2—-[4-(4- kR HE —1- FEFAE - 2850 ) — T —1- Bt 1 nibwe

[0880] ¥4 200 Z= 7 (0. 94 ZZEBEIR ) 1-(4— T —-3— Bk — FFE ) - ik 222 Z 5 (0. 94 2%
JEIR ) 2,5— ZIRMEIE 13, 2 258 (0. 02 ZJE/R ) P4 — = 2RE A - #8.3. 6 258 (0. 02 ZJE
JR)Cul J2 0. 27 Z2F — SN EENEAE 10 ZF THE HFRAY), T 40°C KRR A4 /it
W R VIRE P LK FRE  LLEtOAc AL, ¥ HUAH LI AT NaCl ¥ PEY » 7T LA Na,S0,
W 7 CIBRRTH0) S5V AR A TRERS (BtOAc/MeOH/NH, 95 1 5 1 0.5) Lkafift,
[ogg1] =& :110 = (FHIR{HI 32% )

[0882]  C,H, BrN, (M = 369. 308)

[0883]  HEAMH /3 T U& (M+H) " :369/371 SEIHE 7> TI§¢ (M+H) " :369/371

[0884] R, 1H :0. 44 ( FEJK, EtOAc/MeOH/NH, 95 © 5 : 0.5)

[0885]  2g 5—(4— Gl — ZRFk ) —2-[4- (4- MEgAE —1—- FEFIEE — 2838 ) - T —1- gk 1-nikme
[0886] ¥ 100 =77 (0. 27 ZEJEI/R ) b= IR —2-[4— (4- MM —1- FEFAE - 2838 ) - T —1- 4
B 1- MERE (85 25w (0. 54 IR ) 4- A - AREEIIR . 15. 7 2w (0.014 2R ) P4 - =K
SERERE - 4.0, 28 Z=TF 2M Na,CO, ¥R AE 10 =Tt 1, 4- ZREHeh R &Y, T 100°C L& K
RN /NI o 78 TL A P R H ) AERR B 0 T K, DL EtOAC AECAR Y, FF LA Na,SO,
T ECWIER TRF S FE, 5B Y T+ P Alox (TON 84648 N+5% H,0 ;cyc/EtOAc
7 03) b4tk AT WE S Bk B L PE BFEE, RS UE .

[o887] =& :12 &5 (FHIR{EN 11% )

[0888]  C,H,.CIN, (M = 400. 956)

[0889] MY /3 T & (M+H) " :401/403 SZIHHE 7> F-I§ (M+) " :401/403

[0890] R, {H :0.41(Alox, cyc/EtOAc 7 © 3)

[0891]  Sjfd] 2. 1

[0892]  5-(4— Gl — K%L ) —2-[4-(4- WRME —1- FL AL — 2R5E ) — T —1— Bt 1 nibwe

[0893]
¢
ge
P
N

y
ove

[0894] 2. 1a 3-(4- LA - KL ) - ¥
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[0895] T A N, KU, #4510, 5 2T+ (152, 8 = JBE/K) METANEE. 18. 8 bt (62. 2 ZEIR)
SAIY T A R K A0 12. 8 T (152, 8 ZEEJK YNaHCO, & 0. 75 55 (3.1 2K )Pd (0Ac),
ININA 15,0 50 (62. 2 ZJEIR ) 4- REELE 100 Z£ T+ DMF = KIS N, 4 VT 60°C
I 3 /M. FEAFBEREF Bk 250 =T EtOAc & 80 =T /KIRE, & il #
WA YE I eSS T B8 . ¥ 80 T NaCl WS N 22 8 » 43 B AR, FF LA MgSo, {8 AL
TR 7ECHBRTEA SEA G, A% B TR Fidd A (B : T cye/EtOAc
1 . 1/J5,cyc/EtOAc 3 1) 4lifk.,

[0896] =i :7.43 i (FHBEM 72.7% )

[0897]  C,,H,,0, (M = 164. 206)

[0898]  THAHAH 4> ¥ U (M+H-H,0) " :147 SEI{E 7 FU§ (M+H-H,0)" :147

[0899]  HPLC i BH IR :5. 26 438 ( J5ik A)

[0900] 2. 1b(4- T —3— phdE - 2R3 ) - R

[0901] 5 8.5 3% (61.5 ZEEIR )K,CO, MR INAE 5.0 57, (30. 4 ZZBEIR ) 3— (4 RILFEL - %
%) - IWBEAE 100 2 7+ MeOH H IS N, R A BN N 7.0 58 (36,4 ZJE/R ) (1- A
B -2- AR - TAEE ) - BEBR — TS AE 50 Z£T1 MeOH P VAR, IF T 2508 Pk 3 /bt e
MNWIREYILL 200 Z£ 7+ EtOAc F4E, LL 80 Z 1N NaHCO, ¥ It LA 100 ZF+ EtOAc ZEEL
KA, FHAEE A AIAE LA NaySo, 48 £ Clikr T8RS h)a, iy TrE B
i (cyc/EtOAc 3 : 1) 4ifk,

[0902]  F=H&E :3.42 75 (BB 70. 1% )

[0903] C,;H,,0(M = 160. 218)

[0904]  THEAE 73 FUE (M+H-L0) " 143 SEIAE 53 F U (M+HH-H,0) <143

[0905] R {H :0. 36 (#EfL, cyc/EtOAc 2 1)

[0906] 2. 1c(4-{4-[5-(4— & — 2R3 ) —mbmg —2- F& ]- T -3- fedk | - "5 ) - g
[0907]  TH/AHUT, ¥ 76 =0 (0.4 Z/E/RK ) Cul 5 281 2w (0. 4 ZE /K ) Pd (PPhy) ,C1,
a2 (L2 EI/R)U-T 3-BE-FE)-FEE 25w (7.92 %
IR ) b= (4= 5 — Z_3 ) —2- W — MERELE 40 =H = Ll 20 ZF+ DMF H KB , FF44 [ B
TREWAE 65°C T HiHE 2 /N o FEFZ A Wi BRI, A3T5% B 05 T /b & EtOAc 5 MeOH 7, JF
ERERR Bt il (BREEW scye/BtOAC3 1 & cyc/EtOAc 1 © 1) 4lifk.,

[0908] =i :1.48 73 (FHIB{HEM 53.6% )

[0909]  C,,H,CINO(M = 347. 848)

[0910]  PFEAE 73 TUg (MHH) " :348/350 SEIUAE 4 FI% (M+H) "~ :348/350

[0911] R, {H :0. 23 (#EAL, cyc/EtOAc 2 1 1)

[0912] 2. 1d 5-(4- 5 — %k ) —2-[4-(4- WRHE —1- JEFIE — 2808 ) - T —1- Jdi 1 nikme
[0913]  # 20 THt (0. 26 ZJE/R ) FEMER S 45 T (0. 26 ZFEIR ) L3 N NZ
75 2w 0022 2R ) 4-{4-[6-(4- 5 - 5L ) - mbke —2- 5& 1- T -3- Bk |- 2K
%) - HEELE 5 ZF- DM a4 H1 2 0 CIIB I, 7 T IR T HiH: 30 8. AR JE N
108 fFt (1. 09 Z2JEIR ) WRIE, J S WAIRG Y T 208 Tk 72 bk e TREAS 2T ROV,
WL AT B ) id ik HPLC 44k

[0914] =& :9.3 25 ( FiB{HM 53.6% )
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[0915]  C,H,.CIN, (M = 414. 983)
[0916]  TFEEAH 4> U6 (MHH) " :415/417 SZP(E 4r Fis (M+H) * :415/417
[0917]  HPLC #EBEIFIR] :7. 62 4340 (757 A)
[0918]  FAMLEWY eI SZHER] 2. 1d WP ETIRHIEL -
[0919]
[0920]
.. R fF . o
kA FE K g |HPLC i & B 18 (24
bl (%) A4 AN 5)
2.2 DN 19.3 CasH23CIN2 387/389 7.04 (A)
T [M+H]"
2.3 C& 24.4 Ca1HasCIN; | 484/486 5.96 (A)
@ [M+H]*
[0921]
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CN 1732154 B
2.4 s 13.1 CasH25CIN2O | 405/407 6.95 (A)
H\O/\/N\ . +
[M+H]
2.5 7 ] CH, 22.4 CaoH26CIN3 | 452/454 7.71 (A)
\N N\ . [M+H]+
26 Y 11.4 Co7H2sCINs | 430/432 6.87 (A)
K/N\ . [M+H]+
27 @ 259 Cs1H27CIN, | 463/465 8.26 (A)
N\ ) [M+H]+
2.8 <P 247 C27H27CIN, | 415/417 7.53 (A)
N
e IM+H]"
2.9 N 28.1 CasH24CINs | 438/440 7.47 (A)
SN [M+H]*
2.10 z”= 15.7 Ca9H32CINs | 458/460 5.82 (A)
~, +
2.11 j:, 19.7 C2sH29CIN2O | 445/447 781 (A)
N
~ +
S . [M+H]
2.12 O 10.1 CasH2oCIN2O | 445/447 7.83 (A)
N
N [M+H]*
O
2.13 O 21.4 C31H34CIN3O2 | 516/518 8.18 (A)
N30 +
o N [M+H]
2.14 251 |CaoH2iCIN2O2 | 4597461 7.56 (A)
N
ol M+H]
2.15 \() 23.8 CaosH2oCIN, | 429/431 8.18 (A)
"~ [M+H]"
[0922]  =Zjife) 2. 16
[0923] 4-[(4-{4-[6-(4- G — K )-mkmg 2- K 1- T -3- B FL -

B 1- WRHE —1- FRERACT A

[0924]
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[0925] 2K Bl 55 Jilh 49 2. 1d, H 75 & 3¢ (0.22 & B /R )4-{4-[6-(4- S - K H ) -t
WE —2- 3% J= T =3= Bedik | - 2R3 ) - Y 20 ST (1. 09 ZEJEE/R ) 4- AL EUIE - WRiE —1- &
BT Wis, T2 T HeRE 7 K193 A 58 R N, A48 FHAH [R] B ) FF— IR B TR 1
NG, I T 24 /N, Ab3E s NIREH .

[0926] " i& :8.5 = (FRI(HN 7.2% )

[0927]  C,H,gCIN,0,(M = 544. 143)

[0028]  HEAH 73 T U6 (M+H) " :544/546 S 7> T-§¢ (M+) " :544/546

[0929]  HPLC i BH I [E] :8. 46 438 ( J5ik A)

[0930]  sjifd) 2. 17

[09031]  (4-{4-[p-(4- S - R FL)-mbmg —2-F& ]- T -3- g JE }- ¥ 2 )- F I - Uk
WE —4- F - Ji%

[0932]

en

o
N

=
sl
[0933] K 0.5 Z T = LRSI A 35 Z 75 (0.06 Z IR )4-[ (4-{4-[6-(4- & - &
JE) - MEmE —2- J8 1- T -3- Bk - R ) - AR - &R ] WRIE -1- RIRAUT BRTE 3 =Tt
DCM A N » T8 O NR G T =R R R 3 /b . TESFETREGY, BREY S
10 Z= T+ NaHCO, ¥R &, BA 20 Z£F+ DCM £ HY, JF LA Nap,S0, A HUAHT 1. 78 bR T-4 51
S IG, SRAF I E )

[0934] =i :8.0 Z 7 ( FHiL(HMY 28.2% )

[0935]  C,gH, CIN, (M = 444. 024)

[0936]  TIAAE : 73 7-U (M+H) " :444/446 SCIME 731 (M+H) * :444/446

[0937]  HPLC i FA B[R] 5. 83 Z3Bh (7734 A)

[0938]  sLjifafy] 2. 18

[0930]  1-(4—{4-[5—(4- G — Ik ) - mbhe —2- F& - T -3 BRI 1 - I8 ) — mibig b —3- 2k
iczs

[0940]
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[0941]  ZRALSEJEH] 2. 17, H 17 Z 50 (0. 03 Z FE/R ) [1-(4-{4-[5-(4- & — & F& ) - ik
WE —2— 5% - T =3 BRIk - 3L ) - mibg b -3 3k 1- S AR AU T R (S 2. 13) e
(GE|P

[0942] 778 :12.0 = (HIB{HM 87.4% )

[0943]  C,sH,,CIN, (M = 415. 970)

[0944]  HEEAH 0 U6 (MHH) " :416/418 SEIME 4> TI§& (M+H) " :416/418

[0945]  HPLC #ff FE I [A] :5. 83 4380 (7515 A)

[0946]  =ZjiEfa] 2. 19

[0047]  1-(4-{4-[5—(4- G — 2RIk ) - MbWE —2- F& - T —=3— BRIEE - FFE ) - Mg bt —2- &
iy

[0948]

[0949] K% 0.5 ZF+ IM NaOH %A A 33 =58 (0. 07 Z /R ) 1-(4-{4-[6-(4- & - K
B - MEWE —2- 2% - T -3 BREL ) - AREE ) - bt —2- FRIR ARG ( SEHEf 2. 14) 7E 5 =Tt
MeOH H ST N , 4 R SR G T =0 T HidE 4 /e THATRETREGY, 55 27K
TRE, LA 10 Z£ 7t EtOAc ZEHYL, F LA NaCl A$ A WL R, 7RG FE th =it iE » AR AL
F—RET, B Y BOH YR A, ib vk, 3B 7] o

[0950] 78 :30.0 = ( FIB(HM 93.6% )

[0951]  C,,H,,CIN,0, (M = 444. 966)

[0952]  HEEAE 0 FUE (MHH) " :445/447 ST 47 F g (MHH) * :445/447

[0953]  HPLC #FEAINA] :7. 28 434h ( 51 A)

[0954]  SZjiEfa] 2. 20

[09055]  5—(2,4- & — AR5 ) —2-[4- (4- mkrgbe —1- FEFIE - 2838 ) - T —1- Jedik ] nikme
[0956]

[0957] 2. 20a{4-[4-(5— ¥R —HkiE —2- 3L )— T —3— Fedid - 3L | - I

[0958] T N, KK F, ¥ 130 = 7 (0.67 =& B /K )Cul 5 300 Z& 7 (0.42 =& JFE /K )
Pd (PPhy) ,C1, ¥ ANZA2 2.0 b0 (12. 48 ZJEIK) (4= T -3- Hdik - L) - FlE S 3.2 5 (13.1
ZEPEIR ) 2,5 ZURMERE LR 80 2Tt = LN TSN, FHH N IRA WAL 50°C R ke 1.5
INBT o AEEE A BRI, A B 10 B DOV R, JRAEREIR Bl it (BRI scye/
EtOAc 4 : 1 & cyc/EtOAc 3 : 1) 4lifk.

[0959] 77 iE :2.76 50 ( PRI 66.6% )
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[0960]  C,H,BrNO(M = 316. 20)

[0961] &M 70 6 (M+H) " :316/318 SZME 7> T I§¢ (M+H) " :316/318

[0962] R, {H :0. 28 (FEfL, cyc/EtOAc 2 1)

[0963]  2.20b 5— R —2-[4-(4- MERgHE —1- FEFAE - A58 ) - T —1- B 1- nitng

[0964] K 0.24 2= Ft (3.04 = JE /R ) M BE &0 I & 800 %= 7 (2.53 = JBE K )
{4-[4- (5= ¥R — MEmE —2- F& ) - T -3-fedk 1- 2R3 | - HEEAE 17 ZF+ DM Hh 48742122 0°C 1Y
TN, RGBT N 0. 52 =T+ LI R NFENEAE 3 2=+ DOM IR HIREW T 0°C
TRHLEE 30 0B, BN N 0. 51 = TF (6. 08 FEEIR ) MEMS KL, F NV IRG P IR =, IEE
PR T ARER 5 /NI . R SE N, BN Ak 0. 26 =T (3 22 EEIR ) Mg e, T =90 T
PPN, TEHESPETRSY, 5 10 ZF/K & 20 ZFF BtOAc J& A, UL IM HCT B4k, &5
BIA M. LA 2M Na,CO, ¥ AT /K AH 24 1, LA 20 ZF+ EtOAc 21, 43 B A HLAH, F LA Na,SOo,
T AE OB TER S8, AT H )

[0965] 7= :630.0 25 (HIB{EM 67.4% )

[0966]  C,H, BrN, (M = 369. 308)

[0967]  HHEAH 73 T (M+H) " :369/371 A 7> TI§¢ (M+1D) " :369/371

[0968]  HPLC i BE I [R] 6. 08 738h (7732 A)

[0969]  2.20c 5-(2,4- 5 — &K )-2-[4-(4-mbmg ke —1- L E - RKE)-T -1- 4
51— ke

[0970]  #f 10 = 3¢ (0. 01 Z£ FE /R ) DY — = 2R B Wk e — 4 s I 22 60 2 5e (0. 16 =& JE
IR )b IR —2-[4-(4- memedr —1- FE R - ORE ) - T —1- B - nikng 5 63 =5 (0.32 %=
JEIR) 2, 4— “SUREMNIRAE 4 2271 1,4- “WEEES | 2T+ 2M Na,CO, ¥ i8I N, IF
WRMNIREDT 110C TR 1/ TRAPATRAGY, HHEREMASEI L 15
T+ EOH 2B IR« B BRI, JFiE T HPLC 4ifb ik 4.

[0971] 78 :22. 7 = (HIB{HM 32. 2% )

[0972]  C,H,,CI,N,(M = 435. 401)

[0073] ALY 43 T 06 (M+H) " :435/437/439 S 4> F-I§ (M+H) " :435/437/439

[0974]  HPLC Jir BH I IA] :5. 53 438 ( 51k ©)

[0075]  FAIMLEWRIZ L] 2. 20¢ F TR il -

[0976]

AN
A\ 7

G

[0977]
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32 R % 2o
*5@ }:z_?_ e gA X ¥ I{PLCI%\Q
1 A N T &
(%) (F %)
2.21 @75 13.0 CaoHzBrN; | 445/447 5.53 (C)
d [M+H]
252 T 44 CoH2N;0 397 339 (C)
| :@ [M+H]"
2.23 @d 30.8 CasH2aCloNo | 435/437/43 3.70 (A)
re cl 9
[M+H]"
224 @F 218 CaaHaeF2N7 403 721 (A
d F [M+H]
225 @O\/ 75 CasH30N20 411 7.30 (A)

[0978]  =Zjilfd] 2. 26
[0979]  5-(4- B - 2REL ) —2-[4— (4 AL doe —1—- SLRT S - 230 ) — T —1— Bedd - nfpmg

[0980]
oA

P

,7 N

QL
[0981]  ZANSLE] 2. 20¢ Hil#%, fE RN CLE R G, # RNVIBREW S 10 2K 20 &7
EtOAc VR, Lo BIi 1 4t i JE A% 1k U8, 70 A HUAH, IFLL NaySO, 4. B BRvs ), Jhd it
HPLC ZiAb5% B4 o
[0982] =& :17.4 2w (HEHIB{HM 23.1% )
[0983]  C,H,eN,0, (M = 396. 537)
[0984]  TF&AH 43 F 0§ (M+H) ™ :397 SEIUME 7 Fi& (M+H) 397
[0985]  HPLC ¥ BE IR [A] =8. 15 4380 ( 773 )
[0986]  SLjifafy 2. 27
[0987]  4-(4-{4-[56-(4- &0 — <% ) —mkhe —2— F& 1- T —3— Bt } - %3 ) — 5k

[0988]
e

4
= N

e

[0989]  2.27a 4-{4-[4-(5— ¥R — MEWE —2- 3 )~ T —-3— $IE - FFL | - Dk
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[0990] ¥4 36 i F (0.46 = A /K ) H fim BE S0 0 2 120 2 58 (0.38 2 & RK)
{4-[4-(5— ¥R —mbhE —2— 55 ) — T —3— Bk 1- 2855 | - HEE (L) 2. 20a) 7E 5 27+ DOM
AR OCHIEEBN . 1812 BRI 78 Tt (0. 46 ZJE/RK ) L3k " RNAENZAE | %2
T+ DOM T IV BB S T 0°C N HEHERE 30 43 8h, SR 5 s N 80 ST (0. 92 ZZBE/K ) Nk,
FRAYIHERER, LEEETREE 2 M. TETFHETREGY, BREYS 20 2T+
EtOAc 5 10 Z /KA FF, LA IM HCL BRAL, A or B AH . F/KAHS 2M Na,CO, WIR &, 1 20
=Tt EtOAc ZEEL, 31 LA Na,SO, A HIAH T4 . 78 CIBR TR Sl G, 3180 . 7 &
146 Z 50, (EIBEIK 100% )

[0991]  C,,H,BrN,0(M = 385. 307)

[0092] MY Jp T (M+H) " :385/387 S 7> T-I§ (M+1) " :385/387

[0993]  HPLC Vi B4 B 1A) :5. 92 4380 (J77k A)

[0994]  2.27b 4-(4-{4-[6-(4— G — RZHE ) - mbmeE —2- 5 J- T -3 gk 1 - 15 ) — gk
[0995] 2B Bl Sz i f 2.20c, H 90 Z ¢ (0.23 ZE JE IR )4-{4-[4-(5- B - it
ME —2- ) — T -3- BRIE ]- IR - bkl 73 = (0. 47 2R ) 4- S - KIS
Bl i 17,5 2o (FLR{EM 17.9% )

[0996]  C,H,.CIN,O(M = 416. 955)

[0997]  VHAAE 37U (M+H) " :417/419 SEIME <531 (+H) * :417/419

[0998]  HPLC yiff I IR] 7. 51 4380 ( 57k A)

[0999]  =Ljifd 2. 28

[1000]  (4-{4-[5-(4— G — &L ) - mbwg —2- 56 1T -3-di | - 15 ) - MR - iz

[1001]
B O
AL -

[1002] 2. 28a(4-{4-[4-(5— ¥R —WLRE —2- 3L ) — T —3—- 4RIk 1- T ) - LN FIHE - i
[1003] % 36 5% F+ (0.46 = & /K ) FF i BE S0 0 2 120 2 58 (0.38 2 J&E R)
{4-[4-(5— ¥R —mkmE —2- 55 ) — T —3— B3k 1- 2R | - HEE (L) 2. 20a) 76 5 Z 7+ DOM
A EIE O CHIIRN . TBISZ AN 78 BTt (0. 46 ZEE/R ) LI SFRFMAE 1 =
F+ DCM HH R, T 0°C TR FRdidE: 30 438h, SRS 0 70 Tt (0. 92 =R ) C- B2 -
TG AT R NAR B V)R 2 =, ARSI N AORER 21 /NN A SERUR N, S I 5 Ak 78 Tl
C— IS - FEEN, JF T2 T e 5. 5 /by o TEA AT RNIREY, FHATRE YT
RS Bl (BRI scye/EtOAc 2 ¢ 1 % cye/EtOAc 1 © 1) 4lifk.

[1004] =& :70.0 Z70 ( FiS{HA 49.9% )

[1005]  C,oH,,BrN, (M = 369. 308)

[1006]  VIAAE 7050 (M+H) " :369/371 SEIME 731U (M+H) * :369/371

[1007]  HPLC i i B [|) 6. 55 Z3Bh (7734 A)

[1008] 2. 28b (4-{4-[5-(4- G — 4K ) - mbng —2- A& -7 -3 Bkb ) - FEE ) - R
5k - i
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[1009]1 2K fBL S Ji f 2.20c, H 65 Z 3 (0.18 Z JE /K ) (4-{4-[4-(5— & — it
WE —2- 2k ) = T =3— Bk 1- W3 ) - IR - ik 5 55 & e (0. 35 22K ) 4- &l — 2Rk
B i) 25 7 21 o

[1010] ;=& :15.4 =5 (FB{EN 21.8% )

[1011]  CyH,,CIN, (M = 400. 956)

[1012]  $FE&AY 4> TUg (M) :401/403 SEIUAE 5> % (M+H) * :401/403

[1013]  HPLC i EAMTIa] :7. 63 23%8h ( 773% A)

[1014]  SZjiEfa) 2. 29

[1015]  3-(4- G — &5 ) —6-[4— (4- mbmg e —1- FEFFIE - 2R3 ) — T —1- Jdi 1 mkig
[1016]

[1017]  2.29a 3- & —6-(4- & — KL ) - k&

[1018] T4 F, ¥ 1.08 3¢ (7.05 ZFE/R )3,6— & — Wk, 10 Z T} 21 Na,CO, 3 i
80 2w (0. 14 ZFEIR ) & ( = —2— UK FEWEFE norbornylphosphino) (27 — — RS
Fe-1-1" - 2R —2- 38 ) 40 (I1) 4 150 = Th 1, 4- " IEEerp [V, A 110C. Tk
BT, AE 2 /N, BN 1. 13 50 (7. 05 22 IR ) 4- SR - IR A 50 =71 1,4- —
WEIGEH IR 8 RONIR G nFA— /it TS, BIL S 100 ZF7KIEA S BL 100
Tt EtOAc ZEHY, LA Na,SO, A HUAH T8 26 CLIRBR T30 54550 i » {07k 1 00 ot (i
(1S, cyc/EtOAc 8 & 2) 4lifk.

[1019] 7= :567 = (FHIR{HM 35.7% )

[1020]  C,H,CLN, (M = 225. 079)

[1021]  HFEAY Jp T (M) :225/227 S 4> T-I§ M+ :225/227

[1022] R, {H :0. 29 (FEfZ, cyc/EtOAc 8 & 2)

[1023]  2.29b 3-(4- 5 — &5 ) —6-[4- (4- nmemedor —1- FEAIE - 8 ) - T —1- e 1-mk
S

[1024] T @& TF,#0. 1= (0.72ZFE/R) = L%&.3 %= 5 (0.02 2 FEI/R)Cul K&
8% 5 (0.01 Z FE/R ) &AW - = 2R A B be - 48 (1D, W 2 77 2= 35 (0.34 = J&
IR)3-G —6-(4— 5 — FHR)-WEHE S 73 2270 (0. 34 ZJEIR ) 1-(4— T —3— Hedk — ) -k
Wt (SEHEfE] 2e) AF 4 ZF+ DMF H KSR N, 4 RONVIRG YT 100°C T, A AE 300W (K7
R 20 3B HMRMNIREYS 10 Z2HUKIES S LA 10 =7+ Et0Ac ZHL, FREAAIAHLIK
Ve, M UL Na,S0, T4 78 O BR85S e, A5k B i ol (il (3l Et0Ac/MeOH/
NH, 90 : 10 : 1) 4lifk,

[1025] 77 :6 2w (FHR{EM 4.4% )

[1026]  C,.H,.BrN,(M = 401. 943)

[1027]1  THEAE 73 FU§ (M+H) " :402/404 SEIIME 4> i (M+HD © :402/404

[1028] R, 1 :0. 66 ( FEKE, EtOAc/MeOH/NH, 90 © 10 : 1)
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[1029]  =Zjifs 2. 30
[1030]  5-(4- G — ZKFE ) —2-[4- (4 MEPspe —1- FEFIE - 2008 ) - T —1- o3& 1- IR G
(nicotinonitrile)

[1031]
ol

e
N l\
N/

A

QM
[1032] THEA T, ¥ 192w (0.1 ZFE/R)Cul 5 7%= (0.1 2 /K )Pd(PPh,) ,Cl,
WA 50 Z 5 (0.2 ZFE/R)2-A H5-U-8 - FE)-WHRIF S 43 Z 5 (0.2 ZJE
IR 1=(4= T =3 B3t - FFH ) - ML LErE 2 =T+ DMF 5 5 227 (20 ZE/R ) = LI %
WA 8 IR G T 50°C ik 18 /M. FEE T IR AW, A5 E W T K+,
LL EtOAc WA HL, 3 LA Na, SO, A HIAHT1E . 78 CUl BR85S %G, i@ g HPLC 4k
TR o
[1033] ;=& :6.5 %= (HIBEK 7.6% )
[1034]  C,H,BrN,(M = 425. 965)
[1035]  TF&AH 43 FU§ (MHH) ™ 425 SZIME 7 Fug (M+H) * :425
[1036]  HPLC it B I [H] :6. 80 438 ( F5i% A)
[1037]  SEjifsl 3. 1
[1038]  5—(4- @l — 44k ) —2-[3— G —4- (- MM HE —1- 5k - L% ) - ZRIE L PRI T- nikmg

[1039]
Cl
[ <
z
SN

[1040] 3. 1a 5-(4- & — AKFL) - ke —2- B

[1041] T4, 6 300 =7+ (600 ZE/R ) 2M Na,CO, ¥ 5 3. 45 7d (3. 0 ZJE/R) PU - =
AIEEE — AL, AR INAR 53,5 58 (300 ZEBE/R ) 2- G2 -5 JRMEIE 5 50. 0 38 (313 28
IR A= - FIMNERAE 1. 0 TF 1,4- B8kt 250 Z T B KRN . B IRMIREY T
110°C T3 2. 5 /N o 76 FLA5 I BRVE 1, A87% B %5 T EtO0Ac 57K o A A HLAH LA Na,SO,
T, I T AP R, TR Bl A A (BRFEW :DCM &2 DOM/MeOH 20 @ 1) i
ITiE—b it

[1042] =5 47 vo ( BB 76.5% )

[1043] C,;H,CIN,(M = 204. 661)

[1044]  J1EE{Y 4> FUg (MHH) " :205/207 SEIUAE 4> FUE (M+H) © :205/207

[1045]  HPLC i B[R] 5. 15 Z0Bh (773 A)

[1046] 3. 1b 5-(4— & — Ak ) —2— it — nfnz

[1047] 44 40.5 ZJt (33 ZE/R ) WAHIREL T B 5 54 5o (210 Z£EE/R ) S In 2 45 R4
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R B OGE BN 1) 38 0 (190 Z£/8E/RK ) 5- (4- 5 — A58 ) — Mg —2- FRI%AE 400 Z TP
A A VS FEB IR S T 2R N 72 /M. IR 4 40. 5 =T (33 Z=ZEER) T
THER BT M54 55 (210 /R ) WA 100 2T+ DCMo ¥4 [ Mo T 253 T B RE 24 /B
TERL B R, HAER BBV T 125 Z=ZF+ EtOAc 5 50 K F7KAHLL EtOAc ZEHY
— o WAHAELL NaSO, T8, IF s thom Edide—0. s, TR IR ThE
e Bl A (PE/EtOAC 9 @ 1) HEATHF—B4ifk.

[1048] 7= :35 75 ( BHIBAEI 58. 4% )

[1049]  C, H.CILIN(M = 315. 543)

[1050]  THEAE 701U (M+H) " :316/318 SEIMHE 4> F U (M+H) " :316/318

[1051] R, {H :0. 87 (fEfZ, PE/EtOAc 6 © 4)

[1052] 3. 1c 5-(4— & — 4% ) —2- = FEREEEIE BRIt — ntkrg

[1053]  TE T, ¥ 34. 9 Z=F+ (250 Z/E/R) =45 20. 8 ZFF (150. 0 ZFE/R ) Lk
B - S - BB RIS N A 34 78 (110 228 7R ) 65— (4- & — 2R3 ) —2- Bl — nk e 7E 300
ZFONEE 150 =7+ THE PN - SR, U5 803 Z 5 (1. 10 Z /R )Pd (dppf) Cl, 5
209 5 (1. 10 ZJE/R ) Cul s ¥ RNVHHE T EE M. + 5= IEREH, HAER
i Bl At (PE/EtOAC 8 & 2) HEATHF—4lifk.

[1054] =& :15.3 72 (BHIB{HEM 48.7% )

[1055]  C,H,,CINSi (M = 285. 852)

[1056]  THEAE 70T U& (M+H) " :286/288 SLIAHE 4> F U (M+H) " :286,/288

[1057]1  HPLC #FEAIHIA] =7, 10 208 ( J7v A)

[1058] 3. 1d 5-(4- 5 - Ik ) —2- LBk - nikng

[1059] TR K KZO0CT, ¥ 6.6 75 (21.0 % /R ) TBAF %x M1 & 5.8 75 (20. 3 & i
IR B (4= - 2R3 ) —2- = ARG SE R AL — MERELE 200 Z£ T DOM IS « F O
FEDLFE 3 /NET, [RIB AT S AR S T 2 s B IR AR 50 =K, IR AL
FHLL 50 T F K ZEHPU K, LA MgSO, 458, MAEE MR Eidik. TR bR, H AR
IR (PE/EtOAC 1 ¢ 1) BHTHE— 4k,

[1060]  F=f& :3.9 o ( BB 90.0% )

[1061]  C,;HCIN(M = 213. 668)

[1062] &MY J3 T (M) " :214/216 SZIHE 7> TI§ M+ :214/216

[1063] R {H :0. 87 (#EfL, cyc/EtOAc 8 © 2)

[1064] 3.1le 1-[2-(4- R —2- 5 - F5E ) - ZF - nkng ke

[1065] ¥4 415 Z£ 3¢ (3. 00 2K )K,CO, 55 170 258 (1. 00 Z£BE/R )N-(2- S LFE ) — bk
Ft - SRR ERIS N4 207 2w (1. 00 ZJE/R ) 4- ] —2- F - By AE 5 ZJF DMF FR IR N, IF
FHRED T2 TR 24 /Mo ¥ R VIRGPILL 50 =+ EtOAc Mk, LA 30 ZF/KAHL—
R, LA 30 ZE T2 MO NaHCO, W VAR UM IR o LA MgSO, A HUAH T4, 7 T 2 i B i
Fo TRERS FIE A (BREEW :DOM 22 DCM/MeOH 9 & 1) HHATHE— 4tk

[1066] ;=& :100 =5 (FIB{ER 32.8% )

[1067]  C,H,.BrCINO(M = 304. 616)

[1068]  TF&AH 4 FU§ (M+H) " :304/306/308 SZPME 737§ (M+H) * :304/306/308
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[1069]  HPLC yiff B4 I 18] :5. 59 4380 ( J77% A)

[1070] 3. 1f5-(4-F - 2R3E ) —2-[3- S —4- (- Mg ot —1- 5 - L% ) - R FE Lt - it
g

[1071] TS, #0. 14 27 (1. 00 /R ) = L% 11258 (0. 02 Z &K ) Pd (PPh,) ,Cl,
K 2.9 250 (0. 015 ZJE/R ) Cul MRIRANINE 71 =7 (0. 33 28R ) 5-(4- Gl - KF ) -2- &4
FRFE — e 5 100 250 (0. 33 2R ) 1-[2- (4- R -2 G - K5 HE ) - 458 1 - mbg e fE 3. 0
Tt DMF WP « FHREYT 100°C R, K AE 200 FLRR I h B sk 10 238 ¥
HLL 30 Z Tt EtOAc Mk, LML NaCl WD P I, F LL MgSO, A HUAE 1. T3
25 R BRI, R AR i, L HPLC-MS @7 — D4t

[1072] 7 :12 2w (FRR{ER 8.3% )

[1073]  C,:H,,C1,N,0(M = 437. 373)

[1074] A 4> T0§ (MHH) ©:437/439/441 S <4 10§ (M+H) ™ :437/439/441

[1075] R, {H :0. 28 (fEME, DCM/MeOH 9 & 1)

[1076]  SCjEfH) 3. 2

[1077]  5-(4- 5 — K F ) -2-[3,5- ZHIHE —4- (- ME Mg ot —1- F& - L5 FE ) - R FE Lk
g - ke

[1078]

[1079]  3.2a 1-[2-(4- ] -2,6- 3L - REIE ) - 43 1- mbmgpe

[1080] =42 LASRABLSL 9] 3. 1e 7720, A 201 250 (1. 00 ZZJEIRK ) 4- I -2,6- —
-5 170 =Z5e (1,00 ZZAE/R )N-(2- S L3 ) - Mg be — EhEREL ) % 15 21,

[1081] ;=& :200 = (FEIB{E) 67.1% )

[1082]  C,H,BrNO(M = 298. 226)

[1083] &MY J3 & (M+H) " :298/300 S 7> T-I§ (M+) " :298/300

[1084]  HPLC Vi B4 B 1A) :5. 76 4380 ( J77k A)

[1085]  3.2b 5-(4- & - HHk)-2-[3,5- I3 —4- - mbghe -1- 3k - 28 ) - KE 2
WeFE 1 npme

[1086] /=) LLSRALSETtife) 3. 1f 177 20, B 200 Z 50 (0. 67 Z AR ) 1-[2-(4- ] -2,
6- L - RAAE ) - OB ] Mg AT 143 Zg (0. 67 ZZER )5 (4- F - R ) —2- gk
55— LR 2 A5 3.

[1087] ;=& :5 2w (FIR{EM 1.7%)

[1088]  C,,H,.,CIN,O(M = 430. 982)

[1089]  VHAAE 77U (M+H) " :431/433 SEIMAE 731 (M+H) *:431/433

[1090] R, {H :0. 29 (%S, DCM/MeOH 9 & 1)

[1091]  SEjsifs) 3. 3
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[1092]  5-(4- G — KFL ) -2-[3- Fi —4- - MEmEhe —1- 5k — L IE ) - RIEL LB S - nipmg

[1093]
l c
N
l/
F =z N
C}W\O

[1004]  3.3a 1-[2-(4- ¥ —2- L — F5HE ) - &5 1- nkng ke

[1095] /=4y /& LLISABLSL i 4) 3. 1e B 7 X ( S JE A DMF) , H 0.57 Z 7+ (5. 24 Z
IR)A- IR —2- . -5 1. 02 5¢ (6. 00 ZEEE/R )N-(2- S LFE ) - LMt — EhER Eh il & A5 1.
[1096] ;=& ;1. 16 72 ( FHIB{HE 76.6% )

[1097]  C,H,.BrFNO(M = 288. 162)

[1098] &MY 73 T 5 (M+H) " :288/290 S 7> T-I§ (M+) ™ :288/290

[1099] R, fH :0. 21 (fEJK, EtOAc/MeOH 9 : 1)

[1100]  3.3b 1-[2-(2- G —4- il — 5 ) - & 56 1- nikng ke

[1101] AR — A 775 11, B 1-[2-(4- 1 -2 5 - REIE ) - 438 1-mbmg e (1. 10
5, 3. 82 ZEIK ) il AT E

[1102] ;=& :1. 13 72 ( BEiB{HE 88.3% )

[1103]  C,H,.FINO(M = 335. 162)

[1104]  JF&AE 4> 70§ (M+H) " :336 SEIIME 73 10§ (M+H) " :336

[1105]  HPLC #FEAIHIA] 4. 79 238 ( J7i A)

[1106]  3.3c 5-(4- &l — 255 ) —2-[3- J —4- (2 mb g e —1- 5 - 255 ) -
51— e

[1107]  R4E— AL 7V 1, B 1-[2-(2- 5 —4- W - 2R500E ) - 2% 1- e ke (300 =
5L, 0.90 2R ) 55— (4- 5 - K3 ) -2- SHIE - MERE (201 238, 0. 94 =ZJER ) 4
),

[1108] ;=& :150 Zow (FEIB{ER 39.8% )

[1109]  C,:H,,CIFIN,0(M = 420. 918)

[1110] 8l 20 T (M+H) " :421/423 S2IHE 7> T 0§ M+ :421/423

[1111]  HPLC A A ] 7. 18 438 ( J5ik A)

[1112]  SZjfs) 3. 4

[1113]  5-[6-(4— 50 — AR5 ) — MbRE —2- F LBt 12— (2- Mk de —1- 255 - S5 3 ) - &
1% F

[1114]

*

P
=

T

[1115]  3.4a 5-fft —2—-(2— MEREHRE —1- Fk - L3 ) - KR T IS
[1116] =¥y & LA AL iE 1 3. 1. e ) 7 X ( S JE A DMF) , H 10. 0 77, (36. 0 % JE&
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IR ) 5- - KR PR 6. 12 38 (36. 0 RBE/R )N-(2- LA ) - MMt - FhIR Hh il %13

o

[1117]
[1118]
[1119]
[1120]
[1121]

FEE 12,0 75 (FR{EIY 88.8% )

C,HsINO, (M = 375. 209)

THEAE 4> 78 (MHH) ™ 2376 SEIUAE 4 T-iE (M+H) © :376

R; {8 :0. 40 ( FE5E, DCM/MeOH/NH, 9 @ 1 & 0.1)

3.4b 5-[6-(4- & — K3 ) - ML mE —2- 5 LB JE ]-2- (- mb s &t —1- 55 — &5

B ) — K F L P

[1122]

WRAE— AL PETE T, B 5- il —2— (2- nibmtbe —1- 5 - 25038 ) - KPR FEE (3.0

70, 8. 0 BEEIR ) 5 5-(4- G - KEE ) -2- LRI — e (1. 76 3¢, 8. 24 ZFEIR) il &35,

[1123]
[1124]
[1125]
[1126]
[1127]
[1128]
i

[1129]

[1130]
[1131]

FEE 1,02 v (FEIB{EIK 26.9% )

C,H,.CIN,0, (M = 460. 965)

THEAE o> 76 (MHH) © :461/463 SEIIME 4y F0g (M+H) * :461/463

FPLC i I TR) <7, 49 23 8h (T3 D)

SEHE 3. 5

5—(4=F — 2R3 ) —2—-[3— &AL —4- (- mbms ot —1- 55 — L8R ) - RIE OBt 1k

Ct
e
I/
A0 z "
C}“\/\o

3.5a 1-[2-(4- R —2- &I - KA ) - o5k 1- kg ee
PR A DL RS it B 3. 1e 1O 5 X (S EARE DMF), H 6.0 5 (29. 6 & JEE

IR) A= IR —2- FEHE - Wy 55 5. 63 3¢ (33. 1 ZBFE/R ON-(2- S LHE ) - b bt — HhmR Eh il %

=20,
[1132]
[1133]
[1134]
[1135]
[1136]
[1137]

7, 13.

[1138]
[1139]
[1140]
[1141]
[1142]

FE 13,96 T, (BHRMHA 44.6% )

C.sH,BrNO, (M = 300. 198)

TEAE 5 Fg (M+H) T :300/302 SEIIAE 4> 7§ (M+H) © :300/302

HPLC ¥y B IS [H) <4. 67 Z3%h (751 A)

3.5b 1-[2-(4- Ml —2— FI4RRE — R&RE ) - &3 ] - mibms o

MRS — AL 73 11, H 1-[2- (4R —2— FAEE - RS ) — £ 1Tk 4 (3. 90

0 ZJER) il &2,

FrE 4,19 55 (FRIB(ER 92.9% )

C1H,sINO, (M = 347. 198)

VA Ar 10 (MHH) 348 SITIIAE 4 FuE (MHH) T 2348

HPLC Jif B B 1A] <4, 65 238 (J5i% A)

3.5c b— (4= - HHE ) -2-[3- MEHL —4- (- PUEALNE —1- % - 25008 ) - 2

SRFE T nipme
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[1143]  MR¥E— M EE 775 1, B 1-[2- (4- i —2- AR - R ) - &3 1- k&t (300
55,0, 86 ZEIR ) 5 5-(4- G - KH ) -2- LB - kg (194 =58,0. 91 R ) #il4&
(EE

[1144] 778 :106 =50 ( FB(ER 28. 3% )

[1145]  C,H,.CIN,0,(M = 432. 954)

[1146]  F50H 0 706 (M+H) " :433/435 SEIE 4> 7§ (M+H) * :433/435

[1147]  HPLC JFE4INTR] <7, 44 43%0 ( F73E A)

[1148]  SCjifs) 3. 6

[1149]  5-(4- G — &KL ) —2-[4- (2 mEgLe —1- 2 - L5 ) -3- AT - R Lk
g ] ke

[1150]

[1151]  3.6a 4- K —2- =F FEE -

[1152]  F -78°C N, 50 = J+ DCM HH (1) 1. 55 =& Ft (30. 3 ZAE/R ) IRB AN A 5.0 58
(28. 1 ZZJEIR ) 2— =5 FAEEE — BY(E 70 ZZ T DOM P VTR N o B SOV IS S =538, 3T
P 48 /NI o SRJEN N 70 22T Na,SO, ¥, JEHHR &4, BRI CIH K A 1. BLDCM
T VAT, 443 HUAH LA NaCl Y VRpE %, LA MgS0, T8, M AF B8 R . Thkfie biEad
FE@l (BEAEVE PE & PE ¢ EtOAc 4 : 1) #7441k,

[1153] 778 :5.36 0 ( FRAB{EAY 74.3% )

[1154]  CH,BrF,0, (M = 257. 008)

[1155]  F454H 0 70§ (M-H) :255/257 SEIE 4> T g (M-H) ~ :255/257

[1156]  HPLC #FEAINHA] :8. 18 434 ( 51 A)

[1157]1  3.6b 1-[2-(4- IR —2- = FHAE - R85 ) - o 1- Mgk

[1158] 7= 4y J& LA 28 A0L S e 4] 3. le 19 7 28 ( S HEAR B DMF), H 2.0 58 (7.78 %=
IR)A- IR —2- R FPEE -5 1.53 58 (33,1 ZEE/R )N-(2- L4 ) - MEg 4t - #h1R
il 215 2 o

[1159] =& :0.49 72 ( FiB{EM 17.8% )

[1160]  C,.H,-BrF,NO, (M = 354. 169)

[1161] A 20 706 (M+H) " :354/356 SZIME 7> T-§& (M+) " :354/356

[1162]  HPLC yiff B4 B 1A) :5. 82 4380 ( J7ik A)

[1163]  3.6¢c 1-[2-(4-fifl —2—- =G AL - 2R ) - &% 1 bt

[1164]  ARYE— ML T, B 1-[2- (4- 1 -2- =5 P - RS ) - 458 1- b pe
(476 =50, 1. 34 ZZEEIR ) Hl& 133,

[1165] =& :540 =5 (FRER 100. 0% )

[1166]  C,qH,.F,INO,(M = 401. 170)

[1167]  TF&EAE 57§ MHH) " 402 SEPIME 7 FuE (M+H) 402

98

= E
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[1168]  HPLC fif B4 I [R) :6. 07 4380 ( J57% A)

[1169]  3.6d 5-(4— &0 — Z5H ) —2-[4- (2- Mg —1- - Z I ) -3- = P4 -
LRI ] - kg

[1170] R4 MB35 1, | 1-[2- (4- W —2- = P ACEE — R0 ) - & ] - ikt
(250 Z£3%,0. 62 ZEI/R ) 5 5-(4- G - I ) —2— LHIE - mikng (140 258, 0. 65 ZZJEK )
ilE-EEE

[1171]  7F=& :116 = (FLiB{E 38.5% )

[1172]  CyH,,C1F,N,0, (M = 486. 926)

[1173] Al A0 106 (M+H) " :487/489 S 7> T-I§ (M+) " :487/489

[1174]  HPLC Vi 4 B 1A) 8. 09 4380 ( J77k A)

[1175]  SCjtfe) 3. 7

[1176]  2-[3- R —4- (- MEMEHE —1- 2% — L5 ) - R LI ]-5-(4- &l - R4 ) - nikwe

[1177]
cl
L
' =
Br é N
G“\/\O O

[1178]  3.7a 2- ¥ —4- it - %

[1179] 2R T, % 1.55 =& F+ (30. 3 Z IR ) RIK) 15 Z Tt EtOAc WHZE TR A 4.0
vi, (18. 2 ZJEIK ) 4- W - P 35 2Tt EtOAc IS o« 4 SOV T 2538 M st 2 /)
I o SRJGUSIN 75 T+ Na,SO, ¥, HEdi e, B RRE L 2k 1ke LA DOM A B 4 A1 ALAH
DA NaCl ¥ pESS, LA MgS0, T4, M AR L2 BRI . R1F 2- R —4- T - & 2,4- —
WMy D 4A- IR - 3.4 0 1.4 0 L OREW, HBE—5 N, B HEALL.
[1180]  2- ¥R —4-f - By /=& :2. 60 50 (FIB(HR 47.9% )

[1181]  CHBrIOM = 298.907)

[1182]  {F&AH 4> TI§ (M-H) :297/299 SZIUE 4 % (M-H) :297/299

[1183] R, H :0. 40 (fEJK, EtOAc/MeOH 9 : 1)

[1184]  3.7b 1-[2-(2- R —4- i - I ) - &5 ]- mbsbe

[1185] =Wy LISt 3. Le U720, B 1.0 30 (1. 15 28K, 59% ) 2— ¥R —4- 1L - )
55626 %2 50 (3.68 =& BE R ON-(2- 5 & &) - b wg ke - B 2R & 15 Bl KRB
1-[2-(2- 1R —4- 1 - K50 ) - 428 1- kg« 1-[2-(2,4- iR - R ) - o2 1-ik
e - 1-[2-(2- ¥R - R ) - L3 J- s 4.7 L 1.0 1 L O REW, P K
N, TEH AT Ak

[1186]  1-[2-(2— ¥R —4- M - ZR4E) - &5 - MM Le 97 1 <0. 37 58 (BLR{ERI 47. 7% )
[1187]  C,H,BrINO(M = 396. 068)

[1188]  VIAAE 77U (M+H) " :397/399 SEIMAE 731U (M+H) * :397/399

[1189] R, {H :0. 25 (fEJK, EtOAc/MeOH 9 : 1)

[1190]  3.7c 2-[3- ¥R -4-(2- Mg dt —1- - ZHE)-FRE e I-5-U-" - %
5 ) - ke

ﬁT
)
P
i
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[1191]  R4E— APV T, B 1-[2-(2- R —4- i - 285008 ) - &2 1- kg e (278 =
5L, 0. 34 ZJEIR, 70% ) 5 5-(4- & - 2R3k ) —2— Zedk — mikiE (110 258, 0. 52 ZE/RK) il
R E S

[1192]  7F=i& :152 Zow (FEiB{EI) 64.3% )

[1193]  C,,H,,BrCIN,O(M = 481. 824)

[1194] 550 40 70§ (M+H) " :481/483/485 SE 4> 1§ (M+H) * :481/483/485

[1195] R, 18 :0. 25 ( BEKE, DCM/MeOH/NH, 9 @ 1 : 0.1)

[1196]  sCjtfs) 3. 8

[1197]  5-(4- G — R ) —2-[4- - ME gt —1- 2 - £ 5 ) -3- =
= SR

[1198]

AL - SR 2

#

[1199]  3.8a 4- ¥R —2- = - %

[1200] % 3.0 3% (11.8 ZEE/R ) 4- IR —1- AL -2- —H FH - 2K7E 20 ZF+ IM HBr
(RIS TEVKEEER Y, T 90°C R 8 H: 60 /NN o 4 s ¥R BL 300 =+ /KB, LA K,CO, 1%
2 pHAE 7. LA EtOAc ZEHUKAH, ¥& I A HLAEBE L 40 Z£ VY43 2 — 1 H1 NaHCO, ¥
ek, FFLL MeS0, T4 TR P R EREEH, FFAL =it — 2 RO, e TR A 4liAk

[1201] ;=& :1.20 52 ( BHIB{EM 42.3% )

[1202]  CHBrF,0(M = 241. 009)

[1203]  $F&AY 4> TU§ (M-H) :239/241 SEPHE 2r 706 (M-H) ~ :239/241

[1204]  HPLC #ir B IS 1A) 8. 37 Z38h (753 A)

[1205]  3.8b 1-[2-(4- R —2- =—F FIE - ZKEIE ) - 4FE 1- nhmg st

[1206] =42 DARALSZ 1 3. le ) 73X, H 1.20 50, (4. 98 ZZEE /R ) 4- iR —2- =5 FH
5 - By 5 850 5w (5. 00 ZEEE/R )N-(2- S &3 ) - Mg e — EhERELH 2% 15 21

[1207] 7= :400 =5 (HHIB{EN 23.8% )

[1208]  C,;H,.BrF,NO(M = 338. 170)

[1200]  HHEAY 23 U6 (M+H) " :338/340 52 7> T-I§ (M+D) " :338/340

[1210]  HPLC ¥4 B 1A) :5. 91 4380 (J77% A)

[1211]  3.8c 1-[2-(4- Mt —2- = H I - KA ) - 45 1- nhmsde

[1212] AR —AEF 775 11, B 1-[2-(4- 1 -2- = H T3 - R8I ) - &3 1- mbmgpe
(400 252, 1. 18 ZZEEIR ) Hl& 133,

[1218] 7= & :350 =g ( HHIB{EN 76.8% )

[1214]  C,H,F,INO(M = 385. 170)

[1215]  JFSHAE 4> 10§ (M+H) ™ :386 SEMME 731U (M+H) " :386

[1216]  HPLC #FEAIIA] :6. 01 20%8h ( J7¥: A)

[1217]  3.8d 5-(4- G — KFL ) —2-[4- - ML Je —1- 3 - L8 38 ) -3- =A% - KE L

?ﬂ
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I ] nibme

[1218]  ARYE - AL TTVE T, B 1-[2- (41 —2- =509 - 53 ) - &85 1- kgt (180
20,047 ZEIR) 5 5-(4- S - ZRFL ) -2- LI - nikiE (83 &, 0. 39 2R ) il 15
#,

[1219] ;=& :35 25 (FRR{EMY 19. 1% )

[1220]  C,eH,,C1F,N,0 (M = 470. 926)

[1221] 8 A T (M) :471/473 S2IHE 4> T 06 (M+H) © :471/473

[1222]  HPLC Vi 4 B 1A) :8. 23 4380 ( J57k A)

[1223]  SCjfe) 3. 9

[1224]  5-(4- Gl - KL )-2-[2- I —4- Q- Mbpgpe —1- 2% - S5 ) - I LHIE T- ik
IhE

[1225]

l Ct
AN

P

4 N
Q2

[1226]  3.9a 1-[2-(4- ¥ -3- FI%E - R4 ) - 56 1- nikng ke

[1227] 7= 4y 7 DL 2R AL 5K it 1) 3. 1e 1) 7 2N ( S E AR DME), B 1.0 we (5. 35 % JEE
IR 4= IR -3 L - My b5 909 2= (5. 35 Z2 IR )N-(2- W Lk ) — MLt — SRR EL 2515
#,

[1228] =& :1.20 72 ( FBEM 79.0% )

[1229]  C,,H,(BrNO(M = 284. 199)

[1230]  {144E 2> 7§ (M+H) © :284/286 SZIIME 43 T (M+H) © :284/286

[12311  HPLC #ir E WS 1A) 3. 64 208h (753 B)

[1232]  3.9b 5-(4- &l — AL ) -2-[2- FIE —4- (- MEms e —1-3E - Z55E ) - KIE L
g - ke

[1233] TR, 0. 13 ZF (1. 00 ZE/R) =4 22 %5 (0. 02 ZBE/R) P - =K%
ekt — 48 5% 3. 7 =g (0. 02 /R ) Cul, IR N A 80 258 (0. 37 =ZJE/R ) 56— (4- 5 — 2K
5)—2- SHRFE -TERE S 106 2= 50 (0. 37 ZE/R) 1-[2-(4- R -3- I - R H) - 2 & 1k
MEREAE 3. 0 ZF+ DMF RN FHIRAY T 100°C T, K AE 200 FURF B P4t 15 4
B B SN LA 30 2Tt EtOAC FRE, LLAEILART NaHCO, YA W VESS , I LA MgSO, {FA HLAET
B o TR BRI, - CUSUT 55 SR B 7 B ) o T b B s o), a8 ik HPLC-MS
WA,

[1234] ;=& :5.0 = (HIBEK 3. 2% )

[1235]  C,H,.CIN,0(M = 416. 955)

[1236]  VIAAE 7070 (M+H) " :417/419 SEIME <5310 (+H) ©* :417/419

[1237] R, {8 :0. 38 (i, DCM/MeOH/NH, 9 ¢ 1 © 0.1)

[1238]  =Zjifs 3. 10

[1239]  5-(4- @l — 2R3 ) —2-[2- G —4- (2 Mg bt —1- I - L% ) - REE LPE - mbng
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[1240]

Ct

X ]

|

P

z "
C\N\/\ O
] Cl

[1241]  3.10a 1-[2-(4- ¥ -3- G - F%HE ) - LT ]- ks he

[1242] ;=452 CLIS L SE 41 3. Le 1 77 X ( S E AR DMF) , H 820 2 »e (4. 82 = JEE
IR)A-IR -3- A -85 1.0 35 (4. 82 ZEEE/R )N-(2- W L3 ) — MEgHE - shigth il A5 3.
[1243] P75 :1.20 7 (BEBE 81. 7% )

[1244]  C,H,.BrCINO(M = 304. 616)

[1245]  $FEAH 4> 70§ M+ :304/306/308 S <43 10§ (M+H) ™ :304/306/308

[1246]  HPLC 7 BH (] :3. 69 438P ( J5i% B)

[1247]  3.10b 5-(4- G — &5 ) —2-[2- S —4- - mEg bt —1- F& - L5 FE ) - RIL L
g - ke

[1248] FES T, H0. 13T (1. 00 ZEEIR) = L fE. 22 257 (0. 02 ZJE/R) Y - =K%
Jelt — AL B 3. 7 2= 5T (0. 02 ZZJEIR ) Cul, MKIREN N2 80 25w (0. 37 ZZEE/R )5-(4- &l - K
52— CHRFE - TERE S 114 258 (0. 37 ZBE/R ) 1-[2- (4R -3- 5 - R ) - o & 1-1it
MERELE 3. 0 2T+ DMF TN - FIRA W T 100°CF, KAE 200W I3 H BiE 15 7380,
W N LA 40 ZETF EtOAc FRE, LLAE MR NaHCO, YR PEIS W5 7, I L MgSO, 18 HLAET
B o T ISP L ER AT, FHELUBUT 25 A RO S 5% B ) T 325 TR IR B s o) JFad ik A i
LA HPLC-MS #EAT 2 — 2 4lifh .,

[1249] =& :12.0 =5 (FIBEK 7.3% )

[1250]  C,H,,C,,N,O(M = 437. 373)

[1251]  oF550E 0 7§ (M+H) * :437/439/441 S2IE 4> 76 (M+H) © :437/439/441

[1252]  HPLC i BAITIA) :4. 91 438 ( 777 B)

[1253]  =Zjifa) 3. 11

[1254]  5-(4- %l — 2R3 ) —2-[3— (2- MEME A —1- 2 — Z43 ) — A Lt - nikme

[1255]
9
AN
l S
P N
canon

[1256] 3. 1la 1-[2-(3—fift — ZR4FL ) - &5 1 ML ke

[1257] =4 2 CLE B SE i 44 3. e 19 77 28 ( L AR DMF), H 1. 06 50 (4. 82 =& JE
JR) 3Bt -y 820 =T, (4. 82 EEE/R IN-(2- W LFE ) - k&bt — 2hIR b & 15 5. P2 & -
1.20 250 (BLR{EM 78.5% )

[1258]  C,H,INOM = 317.172)

[1250]  JFEAE 4> 70 (M+H) " :318 SEIIAE 4> 70 (M+H) " :318

[1260]  HPLC ¥ EAINHA] :5. 01 23%h ( J5i% A)
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[1261]1 3. 11b 5—(4- 5 — A5 ) —2-[3- (- Mkt —1- 5% — L5 ) - REE SPLEE |- nbmg
[1262]  RYE—ALPETTE T, B 1-[2- (3l - ZR%HEE ) - &3 1- kgt (119 258, 0. 37
R ) 5 5-(4- G - RI ) -2 LSE - ke (80 25, 0. 37 =ZJER ) Wil G R,

[1263] ;=& .14 25 (FHIB{EK 9. 3% )

[1264]  C,.H,,CIN,0(M = 402. 928)

[1265]  F554H 40 0§ (M+H) " :403/405 SEIHE 7> 7§ (M+H) * :403/405

[1266]  HPLC JFEAINA] 4. 07 434 ( 5 A)

[1267]  =ZjjEfs) 3. 12

[1268]  5-(4- G — 2R3 ) —2-[3— (3— LMt —1- & — WA ) — 2R3 SBRIE T nibne

[1269]
g

I X

Ohnon®
)

[1270]  3.12a 1-[3-(3— M — ZR4E ) - NZE 1- MEng 4t

[1271] =42 LR S i 4 3. 1le 1) 77 X (2 TEAR B DME), B 2.7 50 (12.2 2 &

JR)3- -y 5 1.80 25y (12. 2 ZEE/R )N-(3— &N ZE ) — MEMSe il 215 21

[1272]  7F=& :3.60 72 (S 89. 2% )

[1273]  C,H,INOM = 331. 199)

[1274]  VF&EAE 050 (M+H) " 332 SEIME 4> 70§ (M+H) © 2332

[1275]  HPLC B IA] 5. 42 208 ( J7v: A)

[1276] 3. 12b 5—(4— %l — "% ) —2-[3- (3— MLMsr —1— 2% - N4 ) - ZRFE Sk T-nikwe

[1277] R4 EE 77 1, B 1-[3- (3- - 2R55E ) - N3 1 mibg bt (124 =52, 0. 37

EEEIR ) 5 5-(4- Gl - KIE ) -2- LB - ke (80 = d, 0. 37 BEIR) Hil &1 E,

[1278] =& :54 =5 (FHIR{EN 34.6% )

[1279]  C,H,.CIN,O(M = 416. 955)

[1280]  HEAY 73 U6 (M+H) " :416/418 S 7> T-I§ (M+) " :416/418

[1281]1  HPLC Jir BF (] <4, 99 438 ( J5i% B)

[1282]  sjifs) 3. 13

[1283]  5-(4— &l — 5L ) —2-[3- i3t —4- - Mkpgp —1- 2% - S5 ) - RIS ]- ik

IhE

[1284]

[1285] 3. 13a 1-[2-(4- ¥ —2—- hi§dE - K4 3L ) - &4 ] g4z
[1286] ;=4 f& DL R AL 5L i 4 3. 1e 19 77 =X ( & JEAR S DMF) , | 10.5 37 (48. 2 =% Ji&
JR)A- IR -3- iHgE - B 5 8. 2 = w (48. 2 ZEAEIR )N-(2- AW LFE ) — ML Hr — EhER Eh i) & 15
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[1287] =& :1.0 3 (FHIREN 6.6% )

[1288]  C,,H,;BrN,0,(M = 315. 17)

[1289] &Y /0 106 (M+H) " :315/317 SZIME 4> T-I§ (M+H) " :315/317

[1290] R, {4 :0. 30 ( FEZ, DCM/MeOH/NH, 9 ¢ 1 & 0.1)

[12901] 3. 13b 1-[2-(4- f —2— fi3& — RGEE ) - &3 - niknghe

[1202]  ARPE— AT 735 11, B 1-[2-(4- IR —2- A2k - R ) - &2 1- kst (1.0
L, 2. 22 ZEIR) HlS1FE]

[1293] ;=& :600 2= (FIB{EM) 74.6% )

[1294]  C,,H,;IN,0,(M = 362. 17)

[1295]  TF&AH 5 FU§ (M+HH) ™ :363 SZIME 7 F & (M+H) " :363

[1296] R, { :0. 35 (7%, DCM/MeOH/NH, 9 © 1 © 0.1)

[1297]1  3.13c 5—(4- & — A5 ) —2-[3— AddE —4- (2 Mg hr —1- 3 - L5 ) - RELH
g ]- ke

[1208] MR- MALFETTE T, B 1-[2- (4- L -2 fif 2 - 4558 ) — 428 - ikt (600 2
5L, 1.66 ZER ) 5 5-(4-F - R ) —2- LHEE - ikrE (363 =, 1. 70 ZE/R ) %15
s

[1290] ;=& :100 = (FIBEM 13.1% )

[1300]  C,.H,,CIN,0,(M = 447.93)

[1301]  PFEAH 43 TUg (MHH) " :448/450 SEIUAE 5> U6 (M+H)  :448/450

[1302] R {8 :0. 35 (g, DCM/MeOH/NH, 9 ¢ 1 & 0.1)

[1303]  =Zjiafy] 3. 14

[1304]  5-[6-(4— G — K% ) - MEWE —2- FE LpdE 1-3- L —2-(2- kg gt -1-2& - &
%) — 2R R

[1305]

)

[1306] 3. 14a 2- #2%L —5- fit —3- 3L - ZEHI R
[1307] T -5CF, % 14.9 =+ (24. 1 ZJE/R ) IRARMEWE (10 HE % KI/KEWR ) 18
40 Z3Bh N, BTSN 4.0 58 (24, 1 ZJEIR ) 2- Fadk -3- L - X PR G 3. 6 v (24. 1
ZZPE IR )Nal 0. 96 71 (24. 1 ZZ /R ) NaOH 7E 100 2T} MeOH HP IR N » H RN -5°C
T 30 73, RAEER TR 5 KRR BRI, AT B T 80 2K 5 50
ZTHDCM o 7E AT HIAH L NaCl HAHf ,  2L DL DOM ZE B IR o 1 386 A HLA B,
HTEAPRERE . AT — 2 RN, LT Al
[1308] =i :7.25 7 ( FEiB{HEMH 108% )
[1309]  C.H,10,(M = 278. 048)
[1310]  TFEAE 50 70§ (MHH) " 279 SEIIAE 4> I (M+H) © :279
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[1311]  HPLC 7 FE B[R] 8. 41 Z3Bh (7734 A)

[1312] 3. 14b 2- f&2Fk —5- ffl —3- FZE - KR FH AR

[1313]  #2.0 7% (7. 19 Z2E/R ) 2— 323k —5— fill —3— AL - SEFIRGAE 5. 0 ZTH AR BE 5
(69. 0 ZZEE/R ) FHIEHL T 80°C R HLHE 20 73 8h. T H AT W FR AR BE — 50, JFE R E
5 20 2T+ MeOH VR A, MAEZMR FHRE 20 738 B RNYHITE H 9. Af MeOH T L%
R ERFR 2 5 =T, IR uERR B Y. A — 0 RN, T AT A4k

[1314] =& :1. 14 55 (BB 54. 3% )

[1315]  CH,10,(M = 292. 075)

[1316]  PFEAE 47 F & (M-H) :291 sZPUMH 4> Fig (M-H) ™ :291

[1317] R, {4 :0. 96 (7%, EtOAc)

[1318] 3. 14c 5— fift —3— AL —2- (2- MLRg ks —1- 2% - 24008 ) - KT s

[1319] =Wy LIRSt 3. 1e B775, B 1.1 38 (3. 77 IR ) 2- F2 & -5 fift -3-
- KPR TEES 641 =g (3. 77 ZER )N-(2- E L5 ) - nbuslt — bR R 415 2.
[1320] ;=& :347 =25 (FLWR(EM 23.7% )

[1321]  C,H,,INO, (M = 389. 236)

[1322]  PFERAHE 47 10§ (M+H) ™ :390 SEIME 731U (M+H) * :390

[1323]  HPLC i F B[R] 6. 20 Z3Bh (7734 A)

[1324]  3.14d 5-[5-(4- & — 2K ZE) -k we —2- & & f 5 ]-3- 1 5 -2-(2- it &
Bt —1- 5k - LI ) - X PR

[1325]  ARYE—MALBETTIE T, B 5- Ml —3— AL —2- (2- mbmede —1- 5% - £%UE ) - XK
ARG (150 250, 0. 39 /K ) 5 5-(4- F - A5 ) —2- LBAE - ki (112 258, 0. 53 ZfE
IR il &ARE

[1326] 7= :31 2o (FRREM 17.1% )

[1327]  CyH,,CIN,0,(M = 474. 992)

[1328]  {FE&AY 4> TU§ (MHH) " :475/477 SEIUE 5> 6 (M+H) * :475/477

[1329]  HPLC fi FE S IR] 8. L1 Z3Bh (73 A)

[1330]  =Zjiafy] 3. 15

[1331]  5-(4- G — &% ) —2-[2- (2- ML LE —1- 2 - L5U5E ) — ke —5- 2 - ZHu ik T- it
WE

[1332]

n

s
= N

O
N\/\o N
[1333] 3. 15a 5-JR —2—(2— WM& ke —1- 5 - 2% 3L ) - nikng

[1334] =36 T, % 280 Z 50 (7. 00 Z/E/K,60% )Nal NN 0. 76 2T (6. 14 ZJERK)
N-(2- 3R &3k ) MEREHEAE 20 T DMF F RN o B SOV T 2308 N0k 45 408, AR5
N 1. 35 va (5. 53 ZEJEIR ) 2,5 IRIENE o KRS T 70°C R HEHE 16 /pINE, IFAERE A
BRI R ST 100 Z T EtOAc 5 50 Z Tk, 3 LA 40 Z T NaCl %A A
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BUAH . AEAHIAHEL NayS0, T4, I TE 2 TP PRy ). TREM il AR (il (BREEWR scyc/
EtOAc 1 : 1 % EtOAc) #HTHE—B4ifk,

[1335] ;=i :926 = od ( FHIB{HM 61.8% )

[1336]  C,,H,;BrN,0(M = 271. 159)

[1337]  F46AE 0 g (M+H) ©:271/273 SEIME 53 U (IHH) ©:271/273

[1338] R, {H :0. 05 (AR, cyc/EtOAc 2 ¢ 1)

[1339]  3.156b 5—(4- &l — 5L ) —2-[2- (2 MM A —1- 2% — L5 ) - MEmE —5- 2% — &4k
51— ke

[1340]  MR¥E— AT T7E T, B 5 1R —2—- (2 mibme e —1- 2% — S5 ) - mikme (90 =g,
0.33 ZE/R) 5 b5-(4- 8 - 5% )2 LHEE —mbre (80 23, 0. 37 ZE/R) i3,
[1341] 75 :19 250 (FEIR{EN 13.8% )

[1342]  C,,H,,CIN,0(M = 403.915)

[1343]  VF&AE 7070 (M+H) " :404/406 SCIME <731 (M+H) * :404/406

[1344] R, {H :0. 38 (FEK, DCM/MeOH/NH, 9 & 1 : 0.1)

[1345]  Sjifsl 3. 16

[1346]  5-[5—(4— & — Z5FE ) — MEmE —2- FL L PRFE 1-2- (2— mbigJo —1- 3 - L85 ) — g
[1347]

(o]

X

z
N7
SN

[1348] 3. 16a 5- ¥} —2—(2— MK —1- Fk — Z 4800 ) — g
[1349] T T, % 50 25 (1. 15 ZZJEIR,60% )Nal JHNZE 0. 17 Z T+ (1. 38 ZE/R )
N-(2-F2 LHk ) MEMEHEAE 10 2T THE HP IRV N o B SOV T 2300 T B 15 4080, 2R )5
NN 200 25 (1. 03 ZZ2JEIR ) 5— IR —2— GUMEIE . T iR N hidE 16 /it 0 10 2
TEK, FFLL 20 Z=Z Tt EtOAc ZEHUKAH . A HIAHLL NapS0, T4, I LA iR, ThE
e B AR (DCM/MeOH/NH, 9 & 1 0. 1) HH7a—baiik.
[1350] ;=& :200 2w (FEBER 71.1% )
[1351]  C,HBrN,0(M = 272. 147)
[1352]  PFEAE 7> T0 (MHH) " :272/274 SEPUME 50 T0§ (MHH) ©:272/274
[1353] R, fH :0. 47 (FEfZ, DOM/MeOH/NH; 9 2 1 : 0.1)
[1354]  3.16b 5-[5-(4— & — ZKIL ) - mhig —2- 3L Z 3L 1-2-(2- L& &t -1- 3% - 24,
5 ) - W
[1355] FES T, 0. 11 ZTF (0. 79 ZJE/R ) —LH&.7T 258 (0. 01 ZZEE/R ) P - =K%
Bt — A0 & 1.3 =5 (0. 01 2SR ) Cul, fRIREN I AR 56 =5 (0. 26 Z£JEIR ) 5— (4- & - 2K
) -2- SR - e S T1 25w (0. 26 ZZPER ) b— YR —2- (2- ML —1- 5 - L5 ) - B
WELE 3. 0 ZZ T+ DMF N o BHIRAYT 100°C T, K& AE 300 FLRE R0 h B ke 20 7397,
DL 10 ZEF+ 7K AR0RE OB, LA 20 2271 EtOAc ZEHUKAH o FA ALAH LIV NaCl AR HL,
FHLA Na, SO, T T B8 BRI, i ok A % DL HPLC-MS BEAT1HE— 2P 4litk..
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[1356] ;=& :7 2 (FHIB{EN 6.6% )

[1357]  C,,H,,CIN,0(M = 404. 903)

[1358]  TF&AH 73 FUg (M+H) " :405/407 SEIW{E 4> FUF (M+H) ™ :405/407

[1359] R, {H :0. 39 (£, DCM/MeOH/NH, 9 & 1 : 0.1)

[1360]  SZjitafs] 3. 17

[1361]  3-[5-(4- Gl — Z53E ) — MEWE —2- L LBk 1-6- (2 Mg Jt —1- 3 - L5 5E ) — kR
[1362]

O X
PN
[1363] 3. 17a 3- &0 —6-(2— Mt hm —1- 3 — 2408 ) — mhik

[1364] T 0°C N, ¥ 175 Z&75 (4. 01 Z2JEIR,55% )NaH # N 0. 50 ZT1 (4. 04 ZZFE/R)
N-(2- JR L HE ) MEMSHEAE 50 Z T+ THE " IS N FF RO HLBERE 60 4380 FF s
Fih. WM 500 ZE (3. 26 ZZEEIR ) 3,6- AL - REE, BT EIR N RRE 5 . i
50 Z 7K, FFLL 100 ZF EtOAc ZEHUKAH. KA HLAH LAY FT NaCl ¥ M A — X, F LA
Na,S0, T T HA T ERE I, HAERER Bl A an (&% :EtOAc 2 EtOAc/MeOH/
NH, 9 @ 1 @ 0.1) dArdk—Paif.

[1365] 7= i= :652 =&y ( HIB{EN 87.9% )

[1366]  C,H,,CIN,0 (M = 227. 696)

[1367]  F5(H 20 FI& (M+H) " :228/230 SEIHE 7> T U6 (M+H) " :228/230

[1368] R, {H :0. 45 (FEE, EtOAc/MeOH/NH, 9 & 1 0.1)

[1369] 3. 17b 3-[56-(4- % — A5 ) - MEwe —2- KL Lk 1-6- (- mEng 4t -1- %5 - &
5 ) - mkE

[1370] TS T, 0. 11 2T (0. 79 ZEIR) = L& 4258 (0. 01 2ZBE/R) S (= -2-9K
R ) (27 - SRR -1 R 2- 55 8 (1D K& 12 25 (0,01 =ZER)
Cul, fKIRAIN A 57 ZZ 50 (0. 27 ZEEEIR ) 5— (4- &l — K3 ) —2- SHREE -k 5 61 2= 5 (0. 26
TEEEIR ) 3- & —6- (2- MEMS ot —1- & - L5 ) - BANRTE 3. 0 22T+ DMF HH N KR A
YT 100°CF, J 300 FLRFRIB0E R B FE 20 2381 DL 10 K TR S N, FF LA 20 =T
EtOAc ZEHUKAH . A HUAH LALFD NaCl VAR EL, I L Nay,SO, T4 F 3028 o i B 1),
Hil A EE DL HPLC-MS #HTiE—P 4tk

[1371] & 3 2w (HIR{EM 2.9% )

[1372]  C,,H,,CIN,0(M = 404. 903)

[1373] A 20 706 (M) " :405/407 SZIHE 7> T1§ (M+) " :405/407

[1374]  HPLC 7 BH I [H] :6. 39 438 ( 51k A)

[1375]  SEjifsl 3. 18

[1376]  5-(4- G — A% ) -2-[4-(1- LF& - WRIE -3- FL4HE ) — RIS Ik 1- nikme
[1377]

)
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W OB P
|
yeous

[1378]  3.18a 3-(4- ¥R — KHIH ) -1- &3 - Wkhe

[1379] ¥ 652 250 (2. 00 ZZE/R ) BRIRHE .36 270 (0. 20 ZZBE/R ) 1, 10— JEMEIHE M 19 =
55 (0. 10 ZZEER ) Cul, BN AR 289 Z£ 50, (1. 00 ZZJBE/R ) 1- IR —4- iR 5 0. 27 2T+ (2. 00 =%
JEIR IN- £ —3- FRIEWRIELE 1. 0 RPN« HRMIEEY T 110°C i 36
N, ARG 10 ZTHK K 10 =T BtOAc IR 4. Tl BL 10 =T+ EtOAc ABUKAH, J1K
I A HLAE R LA NaCl S DESR, B LA NSO, T, T E5 25 R BRI, HAERERR
A (BtOAe) BHTHE— B4tk

[1380] ;=& :100 = (FEIB{EM 35.2% )

[1381]  C,,H,;BrNO(M = 284. 199)

[1382]  HEAH 70 16 (M+H) " :284/286 SZUMHE 7> T-I§ (M+11) " :284/286

[1383] R, {H :0.50 (7%, EtOAC)

[1384]  3.18b 5—(4— 5 — A% ) —2-[4- (1- &3 — WRRE —3— FR4 L ) - REE QP - nbme
[1385]  HR#E—AALIE TV 1, B 3-(4- I - K% I ) -1- &3 - URIE (90 25, 0. 32 /5
IR 5 5-(4- 5 - 5L ) —2- LHIE - mlbnE (68 21w, 0. 32 ZER) Hil&33. & 24 =
s (FEIBAEIT 18. 1% )

[1386]  C,H,.CIN,0(M = 416. 955)

[1387]  iH5(H 20 T U6 (M+H) " :417/419 SZIHE 4> 70§ (M+H) ©:417/419

[1388] R, fH :0.69 (HEE, EtOAc/MeOH/NH, 9 & 1 : 0. 1)

[1389]  =sLjiafy] 3. 19

[1390]  (S)-3-{4-[h-(4- G — R EE ) - mbwg 2- F L H J- KERE I -1-A k-3
[2.2.2] 45

[1391]

e

cl
L
l s
N
CEI""O O

[1392]  3.19a(S)-3-(4- ¥R — AR5EE ) —1- &A% - =¥ [2. 2. 2] ¥4

[1393] = #y2 LASRALSEHt) 3. 18a 172, A 577 2w (2. 00 ZE/RK ) 1- R —4- Wi 5
254 28 (2. 00 ZERK) (S) - () -3- BREETHHISEE,

[1394] ;=& :170 = (FIB{ER 30. 1% )

[1395]  C,,H,.BrNO(M = 282. 183)

[1396]  VIAAE 707U (M+H) " :282/284 SEIMHE 731 (M+H) * :282/284

[1397] R, {8 :0. 28 ( f: /i, EtOAc/MeOH/NH, 9 © 1 : 0.1)

[1398] 3. 19b(S)—3-{4-[5-(4- & — Z<IL ) - mkmg —2- FL LBt 1- FEKE 1 -1- A
IR [2.2.2] E4x

i
S
|

|
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[1399]  RPE—MALEE /55 1, B (S)-3-(4- ¥R - 2REEE ) -1- A% - — 3 [2.2. 2] ¢4
(170 Z58,0. 62 Z/EIK ) 5 5-(4- & - A5 ) —2— ZBRIEE - nbrg (100 %5, 0. 47 ZZEK)
215 2 o

[1400] =& :3.4 =5 (FBMERN 1.8% )

[1401]  CyH,,CIN,O(M = 414. 939)

[1402]  VFEAH 43 F U (MHH) " :415/417 SEIUE 5> U6 (M+H) * :415/417

[1403] R, {8 :0. 11 ( FEJKE, EtOAc/MeOH/NH, 9 : 1 & 0.1)

[1404]  SZjfsl 3. 20

[1405]  (2-{4-[6-(4- G —Z-F&L) —MERE -2- FE L BRIE - 245008 1 - &3 ) - Mibme —4-JE - 1%

[1406]
c
e
L
N

|

F
e $
N .~

[1407] 3. 20a Mkhg —4- 2% —[2- (PUS - nibig —2- 28560 ) - & J- " EF BT B
[1408] T 0°CF, % 309 Z 50 (7. 72 ZEIR,60% )NaH ¥s 22 1. 50g (7. 72 £ IR ) ik
WE —4- 2% — Z I FEBUT BETE 80 2Tt DMF HH M o 4 IS HE 1 /N, [ i =
He T 10 4380, A AN 2. 09 38 (10. 00 Z£/EIR ) 2- (2- IR CAHE ) PUAL —2H- LR 20 =
T+ DMF ¥ I NIR-E) T 25308 N HidE 16 /N, 3 5 50 Z£ 77K & 100 ZF+ EtOAc V5 .
A HUAH LA Na, S0, 48, 3 T AP BERE A TRERS Fil A i (cye/EtOAc 7 1 3)
AT 4.
[1400] 778 :1.08 55 ( FRI{HAY 43.4% )
[1410]  C,;H,;BrN,0, (M = 322. 408)
[1411] R, {H :0. 25 (FEfiE, EtOAc/cyc 8 & 2)
[1412]  3.20b 2-(AtbiE —4- FEf&3E ) - 41
[1413] T OCF, ¥ =LA IA 1. 08 3 (3. 35 ZE/RK ) Mbwe —4- F& —[2- (Y& - nit
MR —2- FE4 ) — 43k 1- &3 PR AL T BELE DOV AR » I =3, JFHiHE 16 /N,
i [ NEIR-S VA E 22 0°C, F LAMLRT K,CO, ¥ VAT H it LA 50 = F+ EtOAc ZEHUKAH,
A HLAH LA NaySo, 48, M AR B P BRI e TREIR bl i A (14 (EtOAc/MeOH/NH,
9 : 1 0.1 #TEd—Paifk. & 120 25 (FRR{EM 25.9% )
[1414] CH,,N,OM = 138.171)
[1415]  JFEAH 47 10§ (M+H) ™ 2139 SEIME 7310 (M+H) " :139
[1416] R, {H :0. 18 (FEJKS, EtOAc/MeOH/NH, 9 : 1 & 0.1)
[1417]  3.20c[2-(4- R - ZR5IE ) - 4% - mibhe —4- 2 - i
[1418] =42 ISR ISEHEH 3. 18a 775K, H 251 258 (0. 87 /R ) 1- ] —4- iR
120 257 (0. 86 ZZJE/R ) 2- (Mkhg —4- 22 ) - SREHI 133,
[1419] =& :90 2 (FHIR{ER 35. 4% )
[1420]  C,,H,,BrN,0(M = 293. 165)
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[1421]  H5AH 0 706 (M+H) 7 :293/295 SEIME 7> T 1§ (M+H) ™ :293/295

[1422] R, {8 :0. 50 ( 75, EtOAc/MeOH/NH, 9 & 1 : 0.1)

[1423]  3.20d[2-(4- Wl — R4 38 ) - &0 J-nibie —4- 2% - i%

[1424] AR -—MAEPFET7E 1T, B [2-(4- R - 285008 ) - &5 T- Mk —4- 2% - iz (90 =
5, 0. 31 AR ) &1

[1425] ;=& :95 2o (FRR{HMY 91.0% )

[1426]  C,;H,,IN,O(M = 340. 166)

[1427]  HPLC Jir BF I IA] <5, 86 438 ( 51k A)

[1428]  3.20e(2-{4-[5-(4- & — R FE ) - ML wE —2- L S gk J- R} - £ 58 ) -k
e —4— Fk - Ji%

[1420]  HR#E—MALFETTVE T, B [2-(4- B - 2R40E ) — &8 1 mibie —4- 2 - ik (95 =,
0. 28 ZJE/R) 55-(4- 0 — K3 ) —2- LB - krg (70 25, 0. 33 ZAE/R) Hils 32, 5~
&2 130 2o, (HI{ER) 25.2% )

[1430]  C,H,,CIN,0(M = 425. 922)

[1431]  TFSAE 070 (M+H) " :426/428 SEIIME 731 (M+H) * :426/428

[1432] R, {8 :0. 38 (Fk: /i, EtOAc/MeOH/NH, 9 © 1 : 0.1)

[1433]  =Zjifa) 3. 21

[1434]  5-(4- 5 — A% ) -2-{4-[2-(2,2,6,6- PYFFZE - WRIE —1- 25 ) - L8 2 1- KE L

TRIE | - ke
7z
e

[1435]
[1436]  3.21a 1-[2-(4- #l - ZR53E ) - £ 1-2,2,6,6- PYFIEE - WRiE
[1437] 7= LIRASE i) 3. 1e (1 77k, H 500 250 (2. 27 2 FE/R ) 4- il - By 5 500 =&
5 (2. 08 ZEEIR ) 1-(2- &l — £ )-2,2,6,6- VUL — WRIE il & 15 2
[1438] =& 673 Z 5 ( FB(HIY 83.5% )
[1439]  C,H, INO(M = 387.307)
[1440]  TFEAE 537U (MHH) " :388 SEIAE 4> U (M+H) " :388
[1441] R, {H :0. 79 (#EL, cyc/EtOAc 4 @ 1)
[1442]  3.21b 5-(4- 50 - ZK3E) —2-{4-[2-(2,2,6,6- PU AL —WRRE —1- ) - 248K 1- K
F CRFL |- b
[1443]  #R¥E— WAL T77E T, A 1-[2- (- - R85 ) - &3 1-2,2,6,6- DY HIFE - DRI
(260 Z757,0. 67 ZEIR ) 55— (4- G - K ) -2- LHIE - ke (155 =& 5,0. 73 ZEIR)
il 215 2 o
[1444] 78 .31 Z50 (FB{ER 9. 8% )
[1445]  C,,H,,CIN,O0(M = 473. 063)
[1446]  TFEAY 4> 76 (M+H) " :473/475 SEIIME 5 TI& (M+H) * :473/475
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[1447] R, {H :0. 21 (fEML, cyc/EtOACc 3 ¢ 1)

[1448]  =Zjiffs) 3. 22

[1449]  5-(4- G — AFE ) —2-[4- (3 MEM& AL —1- F& — NI ) — 2R3 L dE 1- nikme
[1450]

[1451]  3.22a 3-(4- R - KL ) - A

[1452] % 210 =5 (0. 86 Z£EE/R )Pd (0Ac) 5. 23 b¢ (17. 32 ZJE/R ) AP — 1E T 254
& 3.6 55 NaHCO,, MR MIZE 5. 0 5% (17. 32 ZZEE/R ) 4— J6 — il — 2555 3. 0 Z= T} (43. 67 ZZEE/R)
N BEAE 30 Z£ T+ DME TR RN o B RNV T 60°C T HiE 2 /M, FFBL 50 Z T+ Kk
LL 50 ZF Et0Ac ZHUKAH, I8 & A HLABGE LA 50 £ AT NaCl W v . AL
FHLA Na,S0, T4, 3 TEHA P BRI, THER B A A (cye/EtOAe 3 & 1) diATHEE
—Baith. FRE 2,48 55 (FHIB(EIN 67.2% )

[1453]  CHBrOM = 213.075)

[1454]  JFEE{YH 4> FUg (M-H) :211/213 SEIE 4> FU (M-H)  :211/213

[1455] R, {H :0. 43 (#FERL, cyc/EtOAc 4 1 1)

[1456]  3.22b 1-[3-(4- R — A% ) - WL ] mLmsse

[1457]  #4 1.03 b0 (4. 82 ZE/BE/R ) 3—(4- I - Zx3L) - NiE 5 0. 41 2T+ (4. 82 ZE/R) ik
W BELE 50 2T+ MeOH H KV, LAUKEE TR HE 42 pH {H 4-5. RJ5, 4L n 400 =50 (6. 05
ZEEIR ) NaBH,ON, 544 | N4 T 3 T Hide 3 Ko Bh 30 2T K e Sl RS, FF DL 50 =&
T+ EtOAc ZHUKAH. LA Na,SO, A WA T4, I3 TR b B brigsonl e Takfie B i A (il
(EtOAc/MeOH/NH, 9 : 1 : 0.1) SHfTak—4ifk.

[1458]  F=& :1.06 oo ( FESHEM 82. 1% )

[1459]  C,;H,BrN(M = 268. 199)

[1460] VIR 70 70 (M+H) " :268/270 SZIIME 731U (M+H) © :268/270

[1461] R, {4 :0. 50 ( FEJKS, EtOAc/MeOH/NH, 9 : 1 : 0.1)

[1462]  3.22c 5—(4- & — 45 ) —2-[4- (3 Mg he —1- 2 — TN ) — 2RI LBRIE T- nibme
[1463]  F=#p & LIRS 3. 16b (17720, LA (Pd (PPh,) ,C1, AT — = 2R Bkt - 1) ,
H 7225 (0.27 ZBEIR ) 1-[3-(4- ¥R - 2x 3 ) - N IE - mbmg ke 55 57 = 35 (0. 27 = JE
IR )b (4- 50— ZKFE ) —2— ZHRIEE - niknE a3,

[1464] 7= & :10 Z70 (FHIB{EM 9.6% )

[1465]  C,H,.CIN, (M = 400. 956)

[1466]  TIAAE 7050 (M+H) " :401/403 SEIME 731U (M+H) *:401/403

[1467]  HPLC i I B[R] :6. 94 Z3Bh (734 A)

[1468]  =Zjiffs) 3. 23

[1460]  5-(4- G — AJE ) —2-[4- (2— L& LE —1- 5 - &58 ) - AAEE Pt 1- nitng

[1470]
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[1471]  3.23a 1-[2-(4- ¥R - ZKFE ) - &5 - mEns ke

[1472] T 75°CF, ¥ 0.51 =+ (4. 23 ZEE/R ) 1,4- IR T KEl 20 =T CIEH S 18I
A 1.0 38 (4. 23 ZJEIR ) 4- 1R - KO ER IR 1. 8 7 (13. 0 2 BE/R ) K,C0, f 200 27y,
(1. 20 ZJE/R )KL AE 100 ZFH LJEH RSB, F0- RVIREW T 75°C T ffidte 4 /it LA
100 2=+ 7KW B NS, FF LA 100 2271 EtOAc ZEEUK AR o -5 FF 1A ML BUR LA AT NaCl
WEIVEGS LA Na, SO, A HIAH T8, AR A PR A TRl bl AE 1% (Et0Ac/
MeOH/NH,9 : 1 @ 0.1) BHf7EE— b4tk

[1473]  7=& :540 2w, ( HB{HM 50.2% )

[1474]  C,H,BrNM = 254. 172)

[1475] P8 4> FUE (MHH) * :254/256 SEIUAE 4> T (M+H) © :254/256

[1476] R, {8 :0. 54 (Fd/i, EtOAc/MeOH/NH, 9 & 1 : 0.1)

[1477]1  3.23b 5—(4- & — 45 ) —2-[4- (2 Mg ke —1- 3 - 458 ) - ZRFL L BIE T- nikne
[1478] =472 LARBISETt 5] 3. 16b 1177 20, H 60 Z 50 (0. 23 ZAE/R ) 1-[2-(4- | - 2K
H)- LA ]- ke s 50 = (0. 23 ZEIR ) 5-(4- &l - AL ) -2 LHEE - ERE A
#,

[1479] 778 .8 250 (FIR{HA 8.7% )

[1480]  C,.H,,CIN, (M = 386. 928)

[1481]  {145AE 4> 7§ (M+H) * :387/389 SZIIMA 43 T (M+H) * :387/389

[1482]  HPLC ¥ A IRHA] :6. 45 234 ( J5i A)

[1483]  SZjiify] 3. 24

[1484]  1-{5-[5—(4— & — I ) - MEwg —2—- FE LB T-mbwe —2- & 1 -4- F1& -[1,4] =

[1485]
Ci
~
Z I N/
® g
[N
—N

_
[1486]  3.24a 1-(5— ¥R — MHLEE —2- F& ) —4— 3L —[1,4] R IRBik
[1487] 4 1.5 50 (5. 29 /R )b6- ] —2- WK 5 1.5 ZF (11. 7 ZJE/RX) 1- RIS IRE
T 170°CHNFA 1.5 /o T RIEEGA G, U0 40 Z T2 1A NaHCO, 55 100 ZF+
EtOAco LA Na,SO, (A HAHT#, 3 T A P bRl TaElE Fii Al (Et0Ac/MeOH/
NH, 85 @ 15 © 1) #HTiE—P4ith.
[1488] ;=& :1. 10 72 ( BHIBEM 77.1% )
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[1489]  C,,H,BrN,(M = 270. 174)

[1490]  HEMH 70 06 (M+H) " :270/272 SEIWE 7> TI§ (M+H) ™ :270/272

[1491]1 R, {H :0. 57 (FEfiK, EtOAc/MeOH/NH, 8 © 2 © 0.2)

[1492]  3.24b 1-(5— #t — mbmg —2- &k ) —4- 3L - [1,4] R8Pk

[1493] M —AEFE T 1T, B 1-(6- R - mbie —2- 3% ) —4- 5L -[1,4] A APkt
(472 =L, 1. 75 2R ) 8133,

[1494] 77 H 546 =75 (FHB{H1 98.5% )

[1495]  C,H,IN,(M = 317. 175)

[1496]  HPLC Jifr BA I IA] :4. 56 438P ( J5ik A)

[1497]  3.24c 1-{5-[5—(4— %l — AZE ) - MLhE —2- FE LHIE - nibme —2- 2% 1 —4- I -[1,
4] Z RPN

[1498]  MRPE—MALFE 775 T, A 1- (5 — ke —2-J% ) —4- 3L - [1,4] & 4Bkt (237
2, 0. 75 ZER ) 5 5-(4- A - 2R3 ) -2- LHIE - ke (161 25, 0. 75 ZE/R ) il
(CE P

[1490] & :54 25 (FHIR{EN 17.9% )

[1500]  C,H,,CIN,(M = 402. 931)

[1501]  VFAAE 7050 (M+H) " :403/405 SEIME 731U (M+H) * :403/405

[1502]  HPLC i B[R] 6. 79 Z3Bh (734 A)

[1503]  =Zjifd 3. 25

[1504]  1-{5-[5—(4— G — AL ) — MERE —2- KL LPIk - mibmg —2- 5k } —4- AL - WRIE
[1505]

Cl

/N
[1506]  3.25a 1-(5- ¥R —MLmE —2- 3% ) —4- FI3E - WkiE
[1507]  j=#y2 LISRALSEHtf) 3. 24a 17720, A 1.5 3 (5. 28 ZZJBEI/R ) 5— R —2— WLILRE 5
L3 =S (11, 7 ZJEIR ) N- LR 215 21
[1508] ;=& ;1. 15 52 ( BHIB{HEM 85. 1% )
[1509]  C,H,,BrN, (M = 256. 147)
[1510]  THEAE 707U (M+H) " :256/258 SEIMHE 4> F U6 (M+H)  :256/258
[1511] R, {8 :0. 50 ( fk:fi, EtOAc/MeOH/NH, 9 © 1 : 0.1)
[1512]  3.25b 1-(5—fifll —nigmg —2- & ) —4- FFEL - WRAE
[1513]  MRPE—AALFE 775 11, B 1-(G5— R — mbie —2- 55 ) —4- B2 - WRAE (500 Z 5, 1. 95
ZPER ) Hil&A33.
[1514] ;=& :532 =, (FIB{ER 89.9% )
[1515]  C,H,,IN,(M = 303. 148)
[1516]  HPLC MBI IA] 4. 59 23%8h ( J7i: A)
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[1517]
b3
[1518]
ZEIR )
[1519]
[1520]
[1521]
[1522]
[1523]

3. 25¢ 1={5-[5- (4= G - F"3k ) - MEWE —2- JE Lt T- nibme —2- 2 } -4- P - Ik

RS — AL EE 7y 1, B 1-(5- Bt — Aigme —2- 3% ) —4- B3 - UREE (235 2 7%,0. 78
556-(4- G - ZRHE ) -2- SBREE - kg (167 258, 0. 78 ZJE/R ) Hil#&43 3,

FrE 15 2w (BIR{EN 5.0% )

CysH,, CIN, (M = 388.904)

VAR 270 (M+H) " :389/391 SZIUIAE </ FUg (M+H) * :389/391

HPLC ¥ B IS [R) <6. 79 738 (751 A)

St 3. 26

(1S,48) —2—{5-[5-(4- & — ZKFL ) — Mbwg —2- 55 Lt T - nikwe —2- 2 | -6 L -2,

6- "R LY - IR [2.2.1] Bk

[1526]
Yo
[1527]

Cl

3. 26a(1S,4S) —2— (5— ¥ — MEmE —2- 3£ ) -6- AL -2,6- & L% - —FF [2.2.1] JF

#5300 Z e (1. 10 ZFEIR) (1S,48) —2- FHk -2, 5- ZRA T [2. 2. 1] Bakt — A

IRIREE 0. 75 2Tt (4. 40 ZJEIR ) LI NEENZ I 270 Z5n (1. 11 2K ) 2,5 iR
WEE 1.5 2T IE T I, T 115°C R itk 18 /M. FEZS R IERREH, Bk H Y 5
10 Z£FF EtOAc YR A, JELL IM HCL Bfk. LA 2M K,CO, YAV AE ACHH St 95 7, I LA 30 =Tt
EtOAc ZHL . ¥ & I HLAE U LA NaySO, T4, IF T 5028 Hh I B ) o

[1528]
[1529]
[1530]
[1531]
[1532]
K

[1533]

FeEE 70 =i (BRR{HA 23.8% )

C,,H,,BrN, (M = 268. 158)

HPLC i FE I [A] 4. 07 2380 (T3 D)

R, {8 :0. 05 ( FEE, EtOAc/MeOH/NH, 9 & 1 0.1)

3. 26b (1S,4S) —2— (5— ffl — pkiE —2- JL ) —6— AL —2,6— — &4 - — 3 [2.2.1] B§

R — AL FL TV 11, B (1S, 48) -2- (56— IR — HikiE -2- &) -6- FJE -2,6- %

2% - 3 [2.201] Bkt (T0 258, 0. 26 ZZEER ) Hl&5 5.

[1534]
[1535]
[1536]
[1537]
[1538]

% _276_

[1539]

e 45 = (BRER 54. 7% )

C,,H,,IN, (M = 315. 159)

HPLC i I [R) <4, 18 23 Bh (T35 D)

R, {H :0. 06 ( FEE, EtOAc/MeOH/NH, 9 © 1 : 0.1)

3. 26¢ (1S, 4S) —2—{5-[5- (4— & — #FL ) — kg —2—- F& L B3 - ke —2- 3£ ) -6 FF
TR - (2020 1] Pk

P — AL FE 735 T, B (1S,4S) —2-(5- i — nikwe —2- 3 ) -6- 3L -2,6- %

A= TN [2.2.1] PERE (45 =50, 0. 14 ZEER ) 5 5-(4- 3 — 83 ) —2— LRI - nigng (51
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=, 0. 24 ZZEEIR ) HIS 1S3,

[1540]
[1541]
[1542]
[1543]
[1544]
[1545]

FEE 6 25 (HLUSHR 10.3% )

C,,H,,CIN, (M = 400. 915)

HEAE T (M) :401/403 SEIE 4> 70§ (M+H) ™ :401/403

HPLC ¥ FA B I] <6, 44 23 Bh (J53E A)

SRt 3. 27

{5-[6-(4- G - A3 ) - mk mg —2- & £ P FE - we —2- 3% } - 126 - (2- ik %

bt —1- 5k - L5 ) - I

[1546]

[1547]
[1548]

Cl

AN

s

=z "

I x
C\N\/\T N/
3. 27a(5— IR — MEWE —2- 5 ) — A3k — (2- Mg b —1- 58 - 458 ) - Ji%

PR USRS B 3. 24a (530 (RIS 2.5 /NI ), B 115 55 (40. 5 2

R ) 5= IR —2— BmEIE 55 6. 3 =Tt (11, 7 ZBEE/R ) M3k - (2- mEmtbe —1- 5 — L5 ) - Jidhil &

133,
[1549]
[1550]
[1551]
[1552]
[1553]
[1554]
[1555]

PR 4.0 25 (FRIR{EY 34.8% )

Cp.H,BrN, (M = 284. 201)

AR 4> g (M+H) © :284/286 SEINME <73 10§ (M+H) ™ :284/286

R, {8 :0. 37 (FEJKE, DCM/MeOH/NH, 9 & 1 & 0. 1)

HPLC ¥ B4 B8] :5. 09 3% ( 515 A)

3. 27b (5— il — nikiE —2- 56 ) - FIE - (2- MEmg e —1- 2k — £33k ) - Ji%

MR — AL FE T 1T, B (5— ¥R — Mbwe —2—- 55 ) - A3 —(2-mbms 4t -1- & - &

FE) - JEE (1.1 %5, 3. 87 ZEIR) HI&1E3,

[1556]
[1557]
[1558]
[1559]
[1560]

ot —1- 3L

[1561]

PR L0 s (FEIRAN 81 1% )

CooMs TN, (M = 331. 202)

TR gy g (MHH) T 2332 SEIMA <73 T (M+H) * 332

HPLC ¥ B IR] 25, 19 2380 (59 A)

3. 27c {5-[5= (4= 5 — ZRHE ) — MLWE —2- Fh ZRIL 1 nibie —2- 2L J - A — (2- nikns
- LHE) - %

MRAE— M A7 IA 1, A (G- B - kg —2- 3% ) - A3 —(2- g e —1- 2 - &

B ) - i (100 ZZ38,0. 30 BEIR ) 5 5-(4- G - A4k ) —2- LIk — ke (65 %78, 0. 30 =
JEIR ) il &2,

[1562]
[1563]
[1564]
[1565]
[1566]

FEEE 43 e (FRIRMEIY 34.2% )
C,oH,:CIN, (M = 416. 958)
THEAE 4> s (MHH) © :417/419 SEIIME <73 106 (M+H) ™ :417/419
R; {8 :0. 25 (Alox, cyc/EtOAc 2 : 1)
HPLC ¥ B I R) 7. 57 4380 ( J51k A)
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[1567]  SCjiafy] 3. 28

[1568]  (1-{5-[5—(4— G — 2L ) — MERE —2- AL L BRAE T- mbmg —2- 2 } - kg b —3- 2k ) - —
L - %

[1569]

(¢]

AN

pZ
// N

| AN

2=
[1570]  3.28a[1-(5— & — ALME —2— JL ) — MM Je —3— R 1- A3 - %
[1571]1 % 215 Z& o, (0. 88 ZZE/R ) 2,5 IR, 100 Z o, (0. 88 ZZJEE/R ) 3-( IR
55 ) - ML e & 0. 60 Z=F (3. 51 2R ) LEE R INFENZAE 0. 5 =T+ IE T B KWW, 176
T, T 150°C R ke 30 738 FEEA P BRI, AT B E T 20 ZF+ EtOAc 5 10
KA BLIM HCLAT/KAHRRAL o 43 B W AH, 28 J5 L 2M Na,CO, VAT ACH S 4, FFLL 40
2T+ EtOAc ZHL, LA Na,SO, ffF-A HIAHT4E, IF T 228 th T B 77 o
[1572] ;=& :179 =, (FIB{ER 75.6% )
[1573]  C,H,BrN,(M = 270. 174)
[1574]  VF&AE 050 (M+H) " :270/272 SEIIME 531U (W+H) ©:270/272
[1575] R, {8 :0. 30 ( f:fi, EtOAc/MeOH/NH, 9 © 1 : 0.1)
[1576] 3. 28b[1-(5— Ml — MEmE —2- 3% ) — pbms e —3— % J- O - %
[1577]  R#E— ML FE 77 1T, B [1- G- 3] — mbng -2- 56 ) - mkmg ke -3- 26 ]- 3k - iz
(160 =L, 0. 59 2R ) il 133,
[1578] ;=& :168 Zod ( FHIB{HM 89.5% )
[1579]  C, HIN,(M = 317. 175)
[1580]  VIAAE 4> F U (M+H) ™ :318 SEIME 43 FUg (M+H) " :318
[15811  HPLC BT IA] 3. 56 40%8h ( 773 A)
[1582]  3.28c (1-{5-[5-(4— & — 2K F& ) - W we -2- 5 £ He 51— nf we —2- 3% |-k %
ft —3- 38 ) - ZHIE - %
[1583]  ARYE—MALPE 73 T, B [1-(5— M — pibme —2- 35 ) — mbmedr —3- 25 1 - —HEE - Ji%
(160 Z1,0. 50 ZJE/RK ) 5 5-(4- & - AHE) —2— LBRIE - mbrg (108 &3¢, 0. 50 2K )
il 215 2 o
[1584] ;=i :8 Z oo ( FHIB{H 3.9% )
[1585]  C,,H,,CIN, (M = 402. 931)
[1586]  HEAH 73 16 (M+H) " :403/405 SZIHE 7> T-I§ (M+) " :403/405
[1587]  HPLC i F B[R] 6. 37 Z3Bh (7734 A)
[1588]  =Ljif 3. 29
[1589]  {5-[5-(4— G — AKJE ) — MLmE —2- L LIk 1-nibme —2- 3 } - (2- g e -1- 2% - &
) - &
[1590]
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Cl

[1591]  3.29a (5~ ¥R — MEE —2- %k ) — (2 b doe —1- 3 - 238 ) - i

[1592] ¥4 13.8 3¢ (100. 0 ZEJE /K VK,C0,.79 ZZ 77 (0. 12 ZZEIR )2,2" - W ( AR
F)-1,17 —BEEE K 28 2 (0. 12 ZJEIR ) Pd (0Ac) ,, fKIRIS A 1.5 50 (6. 33 2R ) 2,
5— IRNMEIE 5 0.98 ZFt (7.60 ZE/RK ) 1-(2- 2 L F ) - Mg B AR 60 T 2 TP %
W o AF RN RIE 40 /NI 78 FL A TSR, FEATTR B A% T 150 = JF EtOAc 5 100
KA LA Na,SO, AFAHUAH T4, 3F T B2 RS R . TR Fisd A il (B A -
EtOAc/MeOH/NH, 19 : 1 : 0.1 % EtOAc/MeOH/NH, 9 © 1 : 0.1) #HAT4ifk,

[1593] j=& :145 2w, (HiR{if8.5% )

[1594]  C,H,BrN,(M = 270. 174)

[1595]  {F&AE 73 TI§ (MHH) " :270/272 SEIUME 5> & (M+H) ~:270/272

[1596] R, & :0. 05 ( fk: /i, EtOAc/MeOH/NH, 9 : 1 : 0.1)

[1597]  3.29b {5—[5—(4— & — &< F& )— mb Wg —2- 2k & e 26 - nib mg -2- 5% - (2- it %
ft—1- 3 - 43k ) - %

[1598] ;™ 4 s LA 3 8L 5K i 471 3. 16b 1) 77 20, B 90 Z& 5e (0.33 = £ /K ) (5— ¥} — ik
WE —2- 2 ) - (2- Mg bt —1- 2k - 238 ) - ik 55 88 = 5w (0. 41 ZE/R)5-U-F -4 )-2-&
BRIk - nERE )15 3

[1599] ;=& :4 23 (HIB{EHM 5.8% )

[1600]  C,,H,,CIN,(M = 402.931)

[1601]  H5(H 0 1§ (M+H) " :403/405 SEIHE 4> 7§ (M+H) * :403/405

[1602]  HPLC i EAMTIA] :6. 71 Z3%8h ( 773% A)

[1603]  =LZjiafy] 3. 30

[1604]  N-{5-[5—(4— &l — 2% 5& )— Wt ¢ -2- F& & B 51— b wg —2- 5% }-N-(2- nit %
Bt —1- 3 - 23 ) - LEkR%

[1605]

Cl

O‘\/\N | =
[1606] #4557t (0. 48 ZJE/R ) LIREFANINZ 89 25 (0. 22 ZZEE/R ) {5-[5-(4- &l - 2K
55 ) - MERE —2- FELREL T-mbwE —2- 55 ) - (- e —1- 2 - &) - BAE 2 2T DOV
VAN o 1 SN T 300 I HERE 16 /. T IS ER ¥, Rl i HPLC-MS 34T i
—Lalifk.,
[1607] =& :62 25 (FHIR{EN 63.0% )
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[1608]
[1609]
[1610]
[1611]
[1612]
5L ) - g
[1613]

[1614]
[1615]

CosH,sCIN,0 (M = 444. 968)

HEAY T (M+H) * :445/447 SZIAE 4> F06 (M+H) © :445/447

R; {8 :0. 38 (Alox, cyc/EtOAc 1 : 1)

SEfe) 3. 31

(5[ (4%l — 2REE ) — mkwg —2—- FE L BRAEE J-nibwg —2- 26 1 - (- WRiE -1- 2 - &

Cl

l

X
P
z N

I AN
N N/

3. 31a (5= ¥R — MEWE —2- 2% ) — (2 WRIE —1- %5 - 258 ) - i
1 800 Z 50, (3. 38 ZZJE/R ) 2,5- IRIHKE 1.0 3¢ (7. 80 ZEE/R )N-(2- &AL LI )

T--Z

WRIE T 170°C A 45 73l 78 IR &4 CvA 3G, 30 80 = T EtOAc, Tt i, U
LA 40 ZETHH A NaHCO, ¥ VB0E AR I, I LA MgSO, Tk 5 O BR T80 55 5550 fm , At B
Wyl (RERR, EtOAc/MeOH/NH,85 & 15 & 2) 4ifk.,

[1616]
[1617]
[1618]
[1619]
[1620]
[1621]

FrE 720 20w (BUS{ER) 75.0% )

CH,BrN, (M = 284. 201)

THEAE o708 (MHH) © :284/286 SEIIME 4> FUg (M+H) * :284/286

R, {8 :0. 30 ( FEE, EtOAc/MeOH/NH, 9 : 1 & 0.1)

3. 31b (5— Wl — nipmg —2- 5 ) - (2- WkhE —1- 2% - &3 ) - JI%

FRPE— AL HE 732 1T, | (5 1R —mibheE —2- 3% ) — (2- WRHE —1- 256 - &58) - Jiz (720

B, 2. 53 ZJERK) HHER.

[1622]
[1623]
[1624]
[1625]
[1626]

g —1- 3&

[1627]

P 750 ZE 5 (FRIRME 89. 4% )

CH IN, (M = 331. 202)

VR gy i (MHH) ™ 2332 SEIIMA <73 F i (M+H) " 332

HPLC ¥ir B I (7] <4, 32 738 (T73E A)

3.31c{6-[5-(4- & — &% Zk ) - mb g —2- F& & P -k g -2- FE }-(2- R
- LH) -

MRS — AL FETT T, B (5— f — nikng -2- 2k ) - (2- WRig —1- 2% - 458 ) - ig (397

B, 1. 20 ZBJEIR ) 5 5-(4- A - SREE ) —2- LBk - e (256 230, 1. 20 ZEK ) fil#

=20,
[1628]
[1629]
[1630]
[1631]
[1632]
[1633]

PR 230 257 (FRIR{ERY 46.0% )

CosH,.CIN, (M = 416. 958)

TEAE 5> 7 (MHH)  :417/419 SEIIHE 7> 706 (M+H) *:417/419
R, {8 :0. 55 ( HEJ, EtOAc/MeOH/NH, 9 & 1 1 0.1)

HPLC ¥ir B I 18] <7, 26 438 ( 51k A)

SEHER 3. 32
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[1634] 5’ —[5-(4- G — K% ) - MEwg —2- J& 4 B3 1-3- b i g —1- % -3,4,5,6- P4
S -20-[1,2" ] Bkatgng

[1635]
cl

[1636] 3.32a 5' — ¥ —3- MEEKE —1- 55 -3,4,5,6- PUS —2H-[1,2" ] BEAtRE

[1637] =47 IZRAASE ) 3. 31a 720 (R MNINTA 75 160°CF 35 %80 ), B 2.37 3¢
(10. 0 22K ) 2,5- ZJRMEIE S 1.6 50 (10. 4 ZJEIR) 3- MEIgHE —1- FE — WRIE Hil 515 21
[1638] ;=& :700 Z 5, ( HIB{HM 21.8% )

[1639]  C,,H,,BrN,(M = 310. 240)

[1640]  THE&AH 73U (M) " :310/312 SLIME 43 FUF (M+H) " :310/312

[1641]  HPLC 7 B[] :5. 06 438 ( F5i% B)

[1642]  3.32b 5" -l -3-MkA&HE —1- & -3,4,5,6- PUE —2H[1,2" ] BEALReE

[1643] ARYE— MRV 1L, H5' — R -3-mkmg b —1- 3 -3,4,5,6- PU& —20-[1,2" ]
HRIERE (700 25, 2. 26 2R ) il &1 5.

[1644] 71 700 Z 55 ( FHS{HIK 86.9% )

[1645]  CH,,IN,(M = 357. 240)

[1646]  THEAE 537U (M+H) " :358 SEHIAE 4> F-IE (M+H) " :358

[1647]  HPLC Jir BA B IE) 5. 20 23 8h ( J5i: A)

[1648]  3.32c 5’ -[5-(4- % — &%) - mbhE —2- kLB 1-3- mbms e —1- %5 -3, 4,5,
6- PU& —2H-[1,2" ] BXntLme

[1649]  MRPE—MALFE 5L T, H 5" — W -3- mbRgde —1- 2 -3,4,5,6- PI& —2H-[1,2" ]
BRIERE (179 Z£3g,0. 50 ZJE/R) 55 5-(4- &l - 2R3 ) —2- LBRIEE - kg (107 Z3g,0. 50 =
JEIR) il &1F 5,

[1650] ;=& :120 25, ( HIB{HM 54.2% )

[1651]  C,,H,,CIN,(M = 442. 996)

[1652]  THEAE 70T U (M+H) " :443/445 SEIHHE 57 106 (M+H) * :443/445

[1653] R, {H :0. 38 (M, DCM/MeOH/NH, 9 @ 1 © 0.1)

[1654]  HPLC i EE I [A] :7. 40 38 (J73% A)

[1655]  Sijifsl 3. 33

[1656] 1’ —{5-[56-(4— % — %L ) - MbrE —2- FL LHIE T-mkmg —2- JE 1 -[1,37 ] B
ot

[1657]

119



N 1732154 B WO B 115/229 T

Ci

AN

N/
F

| AN

D=
[1658] 3.33a 1’ - % -[1,3" 1 BemLM&He
[1659] % 3.82 55 (18.0 Z&E/K )NaBH(OAC) , NN A2 1. 23 ZFt (15. 0 =R ) MLkt
2. 41 ZTF+ (15. 0 ZZEE/R )N- "REEMEIG BRI 7E 100 2= THE W RSN, HELL 2 2T SRR
o NPT 2 TR B RNV S 200 ZE AT NaHCO, IR A > I LA 200
2T+ EtOAc ZEHUN K. LA MgSO, AN, I T E2 P MR R . TRER A
i (EtOAc/MeOH/NH,8 : 2 :© 0.2) HHAT4lifk.
[1660]  ;F=f :1.80 »2 ( BB 52. 1% )
(16611  C,;H,,N, (M = 230. 356)
[1662]  TIERAH 471U (M+H) " :231 SEPUMH 4> Fig (M+H) ™ :231
[1663] R, {8 :0. 05 ( fk:fid, EtOAc/MeOH/NH, 9 © 1 : 0.1)
[1664]  3.33b[1,3" ] BERLI&LE
[1665] ¥ 180 =37 10% Pd/C s INAE 1.80 78 (7.42 ZJE/R) 1 -3 (1,37 ] Btk
U KE AT 80 T+ MeOH T IRIVEVE N o F5 S NSV T30 M 3 B Hy HEHE 5 /NI i3 n 5 4%
[¥) 180 258 10% Pd/C, JF T+ 4 /M J&, i 0 100 e &SI NP THE T A3 E
Hy T HF4RE 6 /N o =Gk gt A ), JF T2 T BRI ) o
[1666] /™ :900 2 e ( HHIL{HH 86.5% )
[1667]  CgH,sN,(M = 140. 230)
[1668] R {H :0. 05 (g, EtOAc/MeOH/NH, 8 © 2 : 0.2)
[1669] 3.33c 1' —(5- ¥ —AkmE —2—-F£)-[1,3" ] BEmEM&EE
[1670] =i USRSt 3. 31a 1 2 ( RS A] < #E 170°CF 60 2308 ), H 1.52 7
(6. 40 2R ) 2,5- ZyRMEIE S 0. 90 5¢ (6. 42 ZAE/R ) [1,3" ] BRMLAE LEi 152,
[1671] ;=& :700 = (FiB{E/) 36.8% )
[1672]  C,;H,BrN,(M = 296. 213)
[1673]  HEAY /3 U6 (M+H) " :296/298 S 7> T-I§ (M+) ™ :296/298
[1674] R, {8 :0. 42 (FE/BZ, EtOAc/MeOH/NH, 9 © 1 : 0.1)
[1675]  3.33d 1" —(5— #f —mgmg —2- J& ) -[1,3" ] BRALrE LT
[1676]  HR#E— ML FET7vE 1T, B 17 —(5- 3R —Hbme —2- 55 )-[1,3" ] B L (700 =
5, 2. 36 ZJERK ) il 1T E
[1677] 7= :650 =57 ( FHIB{EN 80. 1% )
[1678]  C,,HgIN, (M = 343. 213)
[1679]  TFERAE :4r 18 (M+H) " :344 SEIUME 531l (M+H) ™ :344
[1680]  HPLC i BH I :3. 95 438 ( 751k A)
[1681]  3.33e 1’ —{5-[6-(4- & — HFL ) - mme —2- I L pedE - mpmg —2- 56 1 -[1,3" ]
IALL s
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[1682] MR¥E— M TE T, B 17 — G- M —nbrE —2- ) -[1,3" ] Beubms ke (172 2
5L, 0.50 ZAEIR ) b 5-(4- G - ZK3E ) -2- LBk - mbng (107 235, 0. 50 Z R ) %15
2o

[1683] 7= :65 250 ( FRIB{H MY 30.3% )

[1684]  C,sH,,CIN, (M = 428. 969)

[1685]  TFHAH 43 T U (MHH) " :429/431 SEIUAE 4> F (M+H) * :429/431

[1686] R, fH :0.50 ( FEiS, EtOAc/MeOH/NH, 9 @ 1 : 0.1)

[1687]  HPLC fir FE IS IR] :6. 71 3B (734 A)

[1688]  SLjifafy] 3. 34

[1689]  {5-[5—(4— 5 — 2L ) — MERE —2- FE L BRIE ] - nibig —2- 3 } - (2- mibhg e —1- 2 - 5
i) - %

[1690]

C

AN
A

O

Yo
[1691] 3. 34a N-(5- R —ning —2- %5 ) —2- & - W%
[16921 T 0°C T, ¥ 2. 14 = 7 (22.0 = FE /K )2- & N Bk & (2—chloropropionic
acidchloride) [1J 5 ZEFt DOM YAV, BIRES INZR 3. 46 35, (20. 0 ZZE/R ) 2—- &5 —5- JRALnE
5 6.12 2Tt (44. 0 ZZEEIR ) = LWEAE 80 ZTF DM I N « B BRukify, JE5 s N
TR T EBRE 16 /N WS4 0. 40 = (4. 12 =R ) 2- WAWES, BT =
N/ R NIRAE Y 80 ZFF/KIRA S LA 80 AN NaCl HPER— IR,
I LA MgSO, T4 T H 27 BRI, FH4 5% B A Lh /b & EtOAc WHEE , il =t 38, T4 7™
& :3.50 7 ( FB{EAY 66.4% )
[1693]  CHBrCIN,0(M = 263. 523)
[1694]  TFHAH 53§ (MHH) " :263/265/267 SZIIME 7 FI& (M+H) © :263/265/267
[1695] R, {H :0. 85 (fEfL, PE/EtOAC 6 & 4)
[1696] 3. 34b N—(5— J& — MM —2— 3L ) —2— mLg ke —1- & — Pk
[1697] 5 4.01 52 (29. 0 ZZJEIK )K,CO; 5 1. 19 2T} (1. 45 ZZEEIR ) ML HE MK A I &2
3.5 54 (13. 3 ZJE/R )N-(5- I — mEig —2- 3 ) —2- S - WELIZAE 50 ZF DMF (KIS
RN T ZW T HiHE 3 K, 355 160 KRS . LLEtOAc ¥ KAHZE UM X, 3L MgSO,
AN £ CMER T80 S e, 05 B o (Al (e, 36 ¥ :EtOAc J5 PE/
EtOAc 4 :© 6) 4fifk.
[1698] ;=& :1.80 72 ( BHIB{HEM 45.4% )
[1699]  C,H,BrN,0,(M = 298. 185)
[1700] VAR 7050 (M+H) " :298/300 SEIME 73U (M+H) * :298/300
[17011  HPLC #rEAIHIA] 4. 21 208 ( 773 A)
[1702] 3. 34c (5- & — MEwE —2- 35 ) — (2— memshe —1- 2% - N3E ) - i
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[1703]  TAVTE T4 6. 00 =7+ (6. 00 Z£AE/K ) IM EALBEERAE THE H (RS, N 22 1. 8
5L (6. 04 ZJEIR ON-(5- ¥R — MERE —2- 55 ) —2— Mg —1- 2% — TN BERZAE 30 &7+ THF h 42
REE OCHIEE N, 7 U2 N SR EA ML 4°Co ¥R NVIHEE T 0°C K fEfid: 20 7
Bl /NN IN EtOAC, fEEREE S LA 0. 2 = TH/K, ARG UL 0. 2 2T+ 15 % S A A BNV WL, M i
JELL 0. 6 =K fif . UL IEPTIE IIUTIEY), 7T LA 50 =7t EtOAc MRl . KA HIAH
L 30 = FHHIAN NaHCO, ¥RPE Sk, 3 LA MgS0, T4 . T B i B, HEAE e il it A
it (EtOAc/MeOH/NH, 9 & 1 & 0.1) #ifrit—4iik.,

[1704] ;=& :700 2= (FEIB{ER 40.8% )

[1705]  C,H,BrN, (M = 284. 201)

[1706]  +HEAY Jp U6 (M+H) " :284/286 SZIUMHE 7> T-I§ (M+1) " :284/286

[1707] R, {4 :0. 32 ( FEJK, EtOAc/MeOH/NH, 9 : 1 & 0.1)

[1708]  HPLC Vi B4 B 1A) :4. 63 4380 (J775 A)

[1709]1 3. 34d (5 it — nibiE —2- 3% ) — (2— mkm e —1- 25 - 938 ) - i

[1710] R4 — M 775 11, | G- R - mbie —2- 55 ) - - b pe —1- & - N2 ) - iz
(600 =L, 2. 11 2R ) 133,

[1711]  F=& :560 =, (FIB{E/R 80. 1% )

[1712]  3.34e{5-[6-(4- & — A & ) - mMb g —2- & & B 2E - b g —2- 55 - (2- nik &
Pt -1- 5 - TN ) - i

[1713] WP — A 775 1, B (G- - nibwg —2- 28 ) - (- mbg e —1- 26 - N2 ) - Jix
(250 Z1,0. 76 Z/EIK ) 5 5-(4- &l - A5 ) —2— ZRIE - nkrg (165 %50, 0. 77 ZEIK)
2515 2 o

[1714] 7= & :95 =5 (FR{ERY 29.5% )

[1715]  C,H,.CIN, (M = 416. 958)

[1716] TP 43 F U (MHH) " :417/419 SEIUE 5> U6 (M+H) * :417/419

[1717]1  HPLC #EATIA] 27, 19 Z38h ( 773% A)

[1718]  sZjifs 3. 35

[1719]  N-{4-[56—(4- G — FE ) - LR —2- FE LBRIE 1 5% | -2 kg e —1- 2% — NI

[1720]
cl
e
P
N

|
a
o}
CL%LE ®

[1721]  3.35a 4-[5-(4- & — &K% ) - MEne —2- FL ORI 1- Kfig
[1722] ¥ — W ALFE J5vk T, B 4- BRI (732 =50, 3. 28 2 BE/R ) 5 5-(4- R - 7K
B ) —2— LHRFE - ke (700 2, 3. 28 AR ) AR,
[1723] ;=& :440 = (FEIBER 44. 1% )

[1724]  C,H,,CIN, (M = 304. 782)
[1725]  F&AH 2 T (MHH) ©:305/307 SEIIME 4> & (M+H) ™ :305/307

122



N 1732154 B WO B 118/229 T

[1726]  HPLC fiff B[] :5. 70 438 ( 518 A)

[1727]1  3.35b N-{4-[5-(4- 5 — K%L ) —MERE —2- FE LPedk - 2R3} —2-mibge ot —1- 25 - 1A
RIS

[1728]  F 0. 18 Z=F+ (1. 31 ZE/R ) =45 269 %50 (0. 84 ZJE /K ) TBTU KRS I 22
100 Z 58 (0. 70 ZEAEIR ) 2— MEMS Kt —1- J& — APRTE 10 27+ THF N Bl T =
iR BERE 1N, RIS I 200 2250 (0. 66 ZJEIR ) 4-[5-(4- G — Z53E ) — nkie —2- FE L4k
51— R B RN T S PR . RN A4S, B, K 100 Z 5 (0. 70 2
IR ) 2- MLt —1- 22 — INFRIY) 10 Z£ 7+ THE s il 2 e MYR-A4) (lid 5 0. 18 =& 7F (1. 31
EPEIR ) = Ol M 269 =5 (0. 84 ZEE/R ) TBTU —BIFEMTH 1 /D) o ¥RV EHHE
P 16 /NIF, 3 LU NalHCO, MR . DL EtOAc ZHUKAH, 7 LA MgSo, A HAHF 5. T
BRI, JE R AR AR (EtOAc/MeOH/NH, 8 @ 2 & 0. 2) T —D4lith.
[1720] " & :40 250 (FHIR{EN 14. 2% )

[1730]  CyH,,CIN,O0(M = 429. 954)

[1731] A 20 706 (M) :430/432 SZIHE 7> 71§ M+ :430/432

[1732]  HPLC Jifr BA ] <7, 29 438 ( 751k A)

[1733]  =ZjiEfd) 3. 36

[1734]  N-{4-[5- (4= & — %L ) - MERE —2- FELBRIE 1 A58 1 -2- kg e —1- 2% - SWiZ

[1735]
al
e
N/

4
Q
G, ®
H

[1736] =4 LASRBISEHE) 3. 35b (17720, B 200 258 (0. 66 ZZE/R ) 4-[5-(4- & - &
B - ik —2- FE AHRIE - ZEHE S 100 2w (0. 77 ZJEIR ) bR —1- 3k - 25153
[1737] /=& :5 23 (HIB{EM 1.8% )

[1738]  C,H,,CIN,O(M = 415.927)

[1739]  HEAY 20 106 (M+H) " :416/418 S 7> 7§ (M+) " :416/418

[1740]  HPLC Jif BF (] :6. 75 438 ( 7515 B)

[1741]  sZjife) 3. 37

[1742]  5-[5-(4— &l — A ) - mbhe —2- FE BRI 1-1- - b gt -1- 2 - 25 )-1,3- =
A - ARIFmk M -2-

[1743]
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[1744]  3.37a(4- ¥R —2- A& — 858 ) — (2 mibig e —1- 2 - £98 ) - i

[1745]  #4 4.42 30 (32. 0 ZJEIK)K,CO, BN A2 5. 00 ve (22. 7 ZEIR ) 2— IR —5- FUAHAE R
552,59 3 (22. 7 ZEIR ) 1-(2- 2855 ) - MEMGKEAE 20 22T+ LG T IV N o F ROV T
TR L I T RSP R R . TRER FiEE A A (BRREE DOM 22
DCM/MeOH 9 : 1) #4744k,

[1746] 778 :5.90 =5 ( HiL{HM 82.6% )

[1747]  C,H,BrN,0,(M = 314. 184)

[1748] &Y J3 T (M+H) " :314/316 S 4> TI§ (M+D) " :314/316

[1749] R, {H :0. 40 ( FEMZ, DCM/MeOH 9 : 1)

[1750]  3.37b 4- ¥ -N'-(2- miti&doe —1- 3k — 20 ) - 26 -1,2- — %

[1751]1 % 100 Z g e RN IN AR 1. 00 50 (3. 18 22/ /R ) (4— IR —2— fiffdk — 258 ) - (2- ik
Wt —1- Jk — L5 ) - I AE 100 T+ MeOH "IV N « ¥ RNV T 3 T H, AR T
P15 b Tk uEE, TR RIS, FRAT i — 2 OV, R AL .

[1752] ;=& :850 =, (FEIB{EM 94.0% )

[1753]  C,H,BrN,(M = 284. 201)

[1754] V&R 7070 (M+H) " :284/286 SEIME 731U (M+H) * :284/286

[1755]  HPLC #ff B I ] <4, 56 738 ( 51k A)

[1756]  3.37c 5— IR —1-(2—- MEMg ke —1- FL — £F ) -1, 3- — & - ZRFFIRmME —2—-

[1757] T % & T, # 600 =& 5o (3.70 2 JE /K )CDI ¥v N & 853 % wi (3.00 % JE
IR ) A= IR -N'= (- MR —1- 56 — 458 ) - 2K -1, 2- ZJ&AE 20 2T+ THE PN . B R
NN 40°C, I T MR N HiHE 30 73PN 4 600 250 (3. 70 2K ) CDI, Jf
RN T 40°C N FEHEFE 30 4380, DLAHLFT NaHCO, ¥ W BE VS W, F-F 7K AH L EtOAc 25
B IR B MgSO, AFA HUAHT#, JF T E A th R ). DL IEIEE AR ), 1 iU TIE D,
HAEZ T

[1758] ;=& :500 v (FIB{EN) 53.7% )

[1759]  CH,BrN,0(M = 310. 196)

[1760] &AL J3 06 (M+H) " :310/312 S 4> F-I§¢ M+ " :310/312

[1761]1  HPLC Jifr BF ] <4 30 438 ( 51k A)

[1762]  3.37d 5-fiflt —1—-(2— MLMbE —1- FE - 238 ) -1, 3— & - ZKIFBkme: —2— i

[1763] AR MALTE 5% 11, B 5- ¥R —1- (- MEms e —1- & - £585 ) -1, 3— =& — A FF K
e —2— fli] (150 =5, 0. 48 Z£EEI/R ) il &35,

[1764]  7=i&= :140 =5 (HIL{EN 81.0% )

[1765]  CH, IN,0(M = 357. 196)

[1766]  TIEHAE 4> 10§ (M+H) ™ :358 SEIME 731U (M+H) " :358

[1767]1  HPLC fif BE ] 4. 53 438P ( ik A)

[1768]  3.37e 5—[5—(4— 5 — &%) - MERE —2- FL APk 1-1- - bt - 1- 26 - 258) -1,
3— & - A TFKME -2 i

[1769]  ARYE—ALPETTIE T, H 65— Ml —1-(2- ks —1- 28 - 438 ) -1, 3- =& - A FFuK
e —2— fi (140 Z£ 50, 0. 39 Z /K ) 5 5-(4- &l - A3k ) -2- LSk - mikig (83 Z 3w, 0. 39
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PR ) Hil&A3E.

[1770] =& 7 2 (FHIR{ER 3.7% )

[1771]  CyH,,CIN,O0(M = 442. 952)

[1772]  F6AE 0 70§ (M+H) * :443/445 SZIME 5> 0§ (M+H) ©:443/445

[1773]1  HPLC #FEA I IA] 6. 78 23Bh ( J7¥Z: A)

[1774]  SCjiEfs) 3. 38

[1775]  5-[56—(4— 50 — 2R3 ) - MEwE —2- FE L gt 1-3- L —1- (- mb gt -1- 2 - &
%) -1, 3— & - AT KM -2 [

[1776]

[1777]  3.38a 5— ¥ —3— FIJE —1-(2- b s —1- 5 — 28 ) -1, 3- =& — A IFFmkmde —2— fi
[1778] T =T, K 73 Z o (0. 65 Z E IR ) BUT BE A A N 2 200 % v (0. 65 2 JEE
IR B R —1-(2- MEms e —1- 35 — 258 ) -1, 3— & — Ik Mk —2—- {i7E 4 Z=F+ DMSO i
TN o W PR 30 238h, SRSV 0 40 Tt (0. 65 ZZEE/R ) B A B, FFFHHE 30
rEh . FHREY S R NaHCO, ¥R & FF UL 30 227t EtOAc H/KAHAEHU R K. LA MgSO,
AR, T 28 R

[1779]  7=& :180 25, ( FiB{HM 86.1% )

[1780]  C,H,;BrN,0(M = 324. 223)

[1781] &AL 4> TU§ (MHD) " :324/326 SEIUME 2> % (M+H) * :324/326

[1782]  HPLC J BT Ia] :4. 69 438 ( 777% B)

[1783]  3.38b 5l —3— L —1-(2— MM d —1- 55 — &0 ) —1, 3- =& — HIFFmkme —2— i
[1784]  HR4E— ML I 7% 1T, H 5- R -3 3L —1- (- mbrg ke —1- 3% - &%) -1,3- =
S - ZIFBkME —2- i (160 257, 0. 49 ZFEIR ) HI4153,

[1785] ;=i :120 =g ( HHIL{HN 65.6% )

[1786]  C,H, IN,O(M = 371. 223)

[1787] VA 47 10§ (M+H) ™ 2372 SEIME 7310 (M+H) * :372

[1788]  HPLC yiff B4 B 1A) :5. 02 4380 (J77k A)

[1789]  3.38c 5-[5-(4- G — 2K ZE) -t we —2- 2% & f 5 ]-3- F 5 -1-(2- nit n%
ft —1- 5k - ZF ) -1,3- & - FIFBRME -2 i

[1790]  M#E —ACALE vk T, B 5- W -3- 3L —1- (- et —1- 56 - 458 ) -1,3- =
A - TR —2- ] (120 250, 0. 32 ZE/K ) 5 5-(4- &l - A5 ) -2 L3t - nikng (68
55,0, 32 IR ) Hl1FE]

[1791] =& :15 25 (FHIR{ER 9.8% )

[1792]  C,,H,.CIN,0(M = 456. 980)
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[1793]  THEAH 73 T U (M+H) " :457/459 S 47 F U (M+H) " :457/459

[1794]  HPLC #FEAMIA]) =7, 11 208 ( J7i: A)

[1795]  SEjifs) 3. 39

[1796]  6-[5—(4— G — A5 ) — MEwE —2- FE LpRIE 1-3—- (2— mibng e —1- 2 - &3 ) -3H- Ik
M3 [4,5-b] I

[1797]

Cl

[1798]  3.39a(5- Y1 —3— Ak — nibmg —2—- & ) - (2- kg de —1- 3 - 238 ) - I

[1799] 44 0.86 =& & (5.05 % J&E /R ) & 2t — 5 N Il i N & 600 %= » (2.53 = JE
IR ) b= IR —2- S -3- A ZENLRE 5 0. 32 ZFF (2. 53 ZJE/R ) 1-(2- AIE LK) - ML bedE 3
ZFIE TR RN - B R NYINAE 50°C, 3 T 8 T dE— /D ish. T2 i
W, TR BS540 ZFFAKIRA, K& LL IM HCL k. L 20 ZF+ EtOAc ZEEUKAH, 4R )5 L
TN K, CO5 WATAAH B8 o #5/KAHLL 40 =T+ EtOAc 2. LA Na,SO, f5-H ALAHT4E, If
TR R .

[1800] ;=i :692 =i, (FHIB{EM 86.9% )

[18011  C,H,;BrN,0, (M = 315. 172)

[1802]  {14AH /3 7§ (M+H) " :315/317 SZIMA 43 T (M+H) *:315/317

[1803]  HPLC JF A INHIA] :5. 00 23%f ( J5i A)

[1804] R, {8 :0. 08 (FEiX, cyc/EtOAc 2 © 1)

[1805]  3.39b 5- J& —N*—(2— Mt Joe —1- 3& — 235 ) - nikng -2, 3- %

[1806]  TZ T, K 2.44 55 (10. 8 =AE/R ) &ALEE (I1) —/KAEWE 2.20 5 (26.2 %
JEE JR ) NaHCO, 5 il 42 680 == 3% (2. 16 Z /R ) (5— ¥ -3~ fig 5 — nbwe —2- 3% ) - (2 nik g
ft —1- & — &5 ) - J&AE 40 =Tt EtOAc IR N o A3 AR 1. 5 /N, 28 G LA 20 2
FHAKMRE . LA IM HCL /K AHBR AL, I 53 BS tHA AR . LAMLRT K,CO, VBT ACHH S A, I LA
40 Z T} EtOAc ZEHUIK . LA Na,SO, A HUAHTLE, I T35 b i B o1l o

[1807] =& :479 2w, ( HIRHM 77.8% )

[1808]  C,,H,,BrN,(M = 285. 189)

[1809] &MY /3 15 (M+H) " :285/287 5L 7> T-I§ (M+1) " :285/287

[1810]  HPLC yr B TR] :3. 9 4380 (574 A)

[1811]1  3.39c¢c 6— J& —3—(2— Mtk —1- £ — 23 ) —3H- Bk I [4,5-b] NtkRE

[1812] A 470 2= 5¢ (1. 65 ZEJE/K ) 6— I -N'— (2 ML Mg e —1- % — &3 ) — nikig -2, 3- —
FEAE 10 =T+ IR P A RIAIE 1. 5 /i o LA K,CO, ¥ AT IR &4 R bE , JFLL 40 =7t
EtOAc ZHU. LA Na,SO, A HUAH T, JF T 525 B BR¥E ) o

[1813] 7= :466 = od ( FHIB{HM 95.8% )
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[1814]  C,H,BrN,(M = 295. 184)

[1815]  H&(H /0 & (M+H) " :295/297 SZIME 7> TI§ (M+H) ™ :295/297

[1816]  HPLC MBI IA] 4. 0 434 ( J7i% A)

[1817]  3.39d 6- fft —3—(2— LM%t —1- & - Z3% ) —3H- Bk I [4,5-b] nikig

[1818] 3 — AL J7y2: 11, A 6- 1R —3— (2— kMgt —1- 5 — 236 ) —3H- kM [4,5-b]
mEE (450 ZZ 0, 1. 52 ZEEIR ) 133,

[1819] ;=& :510 2w (FIB{EM 97.8% )

[1820]  C,,H,;IN,(M = 342. 185)

[1821]  PIEAH 4> F U (M+H) ™ :343 SEIIME 731U (M+H) © :343

[1822]  HPLC yir BA I IA] <4, 08 438 ( J5ik A)

[1823] R, & :0. 09 ( fk:/i, EtOAc/MeOH/NH, 9 © 1 : 0.1)

[1824]  3.39¢ 6-[6-(4- A - A FL)- ML mg —2- K L Fe 5L 1-3-- b g 4t -1- 26 - &
J ) —3H- Bk eI [4,5-b] NiERE

[1825]  ARYE—MALTET7iE T, B 6- M —3- (2— mbms st —1- 38 — &3 ) —3H- kM3 [4, 5-b]
MERE (300 250, 0. 88 2R ) 5 5-(4- 5 - A5 ) -2- LHLIk - nikmg (187 =53¢, 0. 88 25
IR il AR

[1826] ™= :67 =3 (FHWR{EN 17.9% )

[1827]  C,.H,,CIN,(M = 427.941)

[1828]  HEA(H 70 & (M+H) " :428/430 SZIME 7> T 6 (M+H) " :428/430

[1829] R {H :0. 41 (R, DCM/MeOH/NH, 9 ¢ 1 & 0.1)

[1830]  HPLC B IIA] :6. 52 238 ( J7i A)

[1831]  =sZjiafy] 3. 40

[1832]  5-[H— (4~ G — KFE ) — MLME —2- FE L PRIE 1-2- MEME e —1- LRI —1H- 2K FFkms

[1833]
O >

=z "

\_</}q O
[1834] 3. 40a (5— fidL —1H- ZEFFmkme —2— FL ) - FfE
[1835]  #56.2 % (81.5 ZEIR ) LEEIRISINA 6. 24 7, (40. 8 ZZJEIR ) 4-FifidE — 48 — K
FZAE 80 S T1- -3 1) HC1 HRH I o AF OSBRI 4 /B, I F B IR . Af%%
WG T 7K, FFLL 2N NaOH 2881 #71 = uiie , I F ok idedE 1 /et #i<id s
TLEEYD, HAIR LK 5 PE 363 72T 40°C T T8, HAREH 40% 4- gtk - 4 - 2
Tl AT HF R TR HCL F, FF AN 6.5 A OFEIR (BT % HI/KE W ) J& . AT
[B1E 3 /NS, FFF 80°C N INFA 12 /NS 7E B 28 H I R s 571, A vk B s T 7K b, I A
6N NaOH {# H: 24, T ICEHS TR, P= vt . iR sy, 7Kk LLK 5 PE SR
G = ENa IR = ST Eeas P T 50°CF 8.
[1836] =& :6.40 75 ( BB 81.3% )
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[1837]  C.H,N,0,(M = 193. 163)

[1838]  JIARAE 4> F U8 (M+H) " :194 SEIUME 531l (M+H) " :194

[1839] R {H :0. 13 (A, DCM/MeOH/NH; 9 ¢ 1 ¢ 0.1)

[1840]  3.40b 2- S 3L —5- ik —1H- 2K Jf B me

[1841] T 10°C'F, K 20 271 (275 2K ) WAL — U IR A 6. 4 3¢ (33. 1 ZE/E/K)
(5 Fiff2k —1H- ZRFFmkMe —2— k) — FIEAE 100 27+ DOM Hh (M o 5 IS F 3536 R b
1N, AR B A PR vk BE AL DO BIFBE, /=< ad vk, LA DOM 5 BkpEs, SAETEER
TR T 35°C R T

[1842] =& :7.01 55 ( HHiB{HEM 100% )

[1843]  CH,CIN,0,(M = 211. 609)

[1844]  TIFEAE 77U (M+H) " :212/214 SEIHE /31§ (M+H) *:212/214

[1845]  HPLC i FH I [A] 4. 1 438 (J772 B)

[1846]  3.40c 5— fif3E —2- MEMSdt —1- ZEFFSE —1H- 2RIFmkm:

[1847]  449.47 ZF (113 /R ) MEMCLEA N AR 6. 00 be (28. 4 ZJE/K ) 2- F I —5- fify
5 —1H- ZRFFBRMETE 100 Z£ T+ DOM HH N « ¥ RNV T Sl IR LK R
WGV IR o LA MgSO, {FAAIAH T4, FF T H 25 BRI ) o

[1848] ;=& :5.50 72 ( FHIB{H 78.8% )

[1849]  C,,H,.N,0,(M = 246. 271)

[1850]  JIARAE 4> 1 (M+H) ™ :247 SEIME 7310 (M+H) 247

[1851] R, {H :0. 22 (fEJK, EtOAc/MeOH 9 : 1)

[1852]  3.40d 2- MEMgke —1- FEFIE —1H- 2RIk M —5- FEf%

[1853] % 1.00 57 Br N 827 I &2 5. 50 70, (22. 3 ZZ B /R ) 5— fif 3 —2- L i ¢ —1- %5
BE ~1H- ZIFBRIELE 50 ZE T+ MeOH VAW o B RN T 3 B H, K N HiEE 30 /)
o EREUE)E, T B AP BRI, SR e Pl AL 1% (EtOAc/MeOH/NH; 8 & 2 1 0. 2)
AT DA .

[1854] =& :3. 10 w2 ( FHB{HEM 64. 2% )

[1855]  C,H,.N,(M = 216. 288)

[1856]  TF&AE 43 FU§ (MHH) ™ 217 SEPUME 7 Fi& (M+H) " :217

[1857]  3.40e 5- ¥R —2- MLME e —1— FEFIEL —1H- ZRIfmkme

[1858]  {¥f 3. 10 vy (14.3 ZEJEI/R ) 2— LG LT —1— JE 1 IE —1H- R FFBR M —5- LG &% T
32. 2 ZF 48U AIRIR Y 32. 2 ZF /K, FHATHEHEAE 2 0°C. BIZBHA N 2. 5M AR
WA (168 3, 75 9. T ZF KT ), DB N SR E AR 5°C o 4 RNV T 0°C R iiH: 10
38D, SR IG BN AN 3. 50 ba (24, 37 2K ) CuBr 7F 11. 3 ZJ 48 % SRR T A«
NAINAZE 60°C, I T IR FHEE— it FEAPBREF, I UL R BT AL B .
AL IEDTED), UL R NEE RS . TR bl i A ik (MeOH/NH; 9 & 1) HEAT41k,
[1859] =&t :2. 20 72 ( FHIB{HEM 54.8% )

[1860]  C,,H,BrN,(M = 280. 169)

[1861]  HE(H 70 FI§ (M+H) " :280/282 SZME 7> T-I§ (M+H) ™ :280/282

[1862]  HPLC MBI IA] 4. 47 2358 ( J7i A)
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[1863]  3.40f 5— il —2— Mg AT —1- ZE A 3L —1H- 2R IFmkme

[1864] AR ALIETTIZE 11, B 5- W —2— mibigbe —1- FE A 3L —1H- ZRFF KM (700 25,
2.50 ZEER ) &35

[1865] 7= :200 = od ( FHIB(HM 24.5% )

[1866]  C,,H,IN,(M = 327.170)

[1867]  THETAE /01U (M+H) " :328 SEIHE 4> FU¢ (M+H) *:328

[1868]  HPLC JFBAMTIA] :4. 55 438 ( 773 A)

[1869]  3.40g 5-[5—(4— G — A% ) — MERE —2- FELBIE 12— mibhg e —1- JE AL —1H- 2R
TR e

[1870] R4 — ML BE 7535 1, H 5- i —2- mE e —1- R A 2E —1H- 2R IFBR M (200 25,
0.61 IR ) 5 5-(4- 5 - I ) —2- LWIE - mErE (131 258, 0. 61 ZAER) Hil&1320.
[1871] /=& :5 2w (HIL{EHM 2.0% )

[1872]  C,.H,,CIN,(M = 412. 926)

[1873]  FE&AH 73 TI& (M-H) :411/413 SEIE 5> 76 (M-H)  :411/413

[1874]  HPLC 7 FE B IR) 3. 94 Z3Bh (534 A)

[1875]  SLjfs] 3. 41

[1876]  5-[5—(4— &l — 45 ) - MEmE —2- R BRIt 1-1-(2- mkng e —1- 3 - 236 ) -1H- 2K
FIBK e

[1877]

[1878]  3.41la 5— & —1-(2- MEREHE —1- 5 — 43 ) —1H- ZFFmkm:

[1879] i1 904 =70 (3. 18 ZE/AE/R ) 4~ YR —N'= (2— b —1- 3 - 438 ) - 2K -1, 2- —Ji&ofE
5 2T R HIEERIEIAL 1. 5 /M. DL MR NaHCO, W8 (2L SRt 3£ LA 70 22T} EtOAc
IR LA MgSO, f A HIAH T, 35 2L W B 71 o

[1880] j=i= :750 =g ( FHIL{E 80.2% )

[1881]  C,.H,BrN,(M = 294. 197)

[1882] &MY 73 16 (M+H) " :294/296 S 7> T-I§ (M+) " :294/296

[1883]  HPLC 7 BH I IH] :3. 78 438 ( F5ik A)

[1884]  3.41b 5— il —1-(2- MEEHE —1- 5 — £k ) —1H- ZFFKME

[1885]  HR¥E — MeAbFE 77k 11, H 5 1R —1-(2— MEms e —1- & — 455 ) —1H- ZRFFmkmk (750
2, 2. 55 ZEIK) Hil&1FE

[1886] ;=i :680 =, (FHIB(EM 78.2% )

[1887]  C,H,sIN,(M = 341. 197)

[1888]  TF&AH 73 FU& (M+H) " :342 SZUME 3 FU& (M+H) * :342
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[1889]  HPLC 7iir i B [|) :4. 04 Z3Bh (773 A)

[1890]  3.4lc 5-[6-(4- F - A ) - M mg —2- K L P A& 1-1-C-mb g ¢ -1- 2k - &
B ) —1H- 2Rk

[1891] AR — AL TTIE T, B 5- Wl —1- (- Wb bt —1- 3 — £k ) —1H- A TFFBKME (150
20,0, 44 ZEIR ) 55— (4 J - AR5 ) -2- LBk - ikmE (94 23T, 0. 44 ZJER) Hil#&17
s

[1892] ;=& :26 = (FHIR{EN 13.7% )

[1893]  CyH,,CIN, (M = 426. 953)

[1894]  VIAAE 3 10 (M+H) " :427/429 SEIME 731U (M+H) * :427/429

[1895]  HPLC i FE S [R) :6. 51 Z3Bh (73 A)

[1896]  “Ljifs] 3. 42

[1897]  2-[5—(4— %l — K%L ) — MERE —2—- L L dE ] -1- FIZE -5k e —1- ZE AP 2 —1H- o
F K

[1898]

Ct

[1899]  3.42a FIZL — (2 fiff2k —4- mbmsdr —1- FEHE - 2R3 ) - %
[1900]  #£5.55 37 (78. 0 ZZAEIR) MEMELEAR N A2 4. 70 5o (26. 1 22K ) 4- AL 2 2L -3 fiF
Bk - K FEELE 100 2271 THE Hh 1 » FF DAUKIEE BR A8 s VR A R AL - VS 1 6. 36 ¢ (30. 0
TR )NaBH (0Ac) 5, I6 S NTR G T iR FHEFEE . IR A 5 AT NaHCO, ¥l &
I, I LA EtOAC R K AHAE B IR o 45 I A HLAE U LA 200 ZE T2 18 A1 NaHCO, # VDR 5% »
FH LA MgS0, T4, TR BRI, FRAE eI b8 i A % (F6 FE 9 :DCM %2 DCM/MeOH
9 . 1) AT - Baifk.
[1901] =5 :2.00 v2 ( BB 32.6% )
[1902]  C,,H,,N,0,(M = 235. 288)
[1903]  TF&AH 5 FU§ (M+HH) ™ :236 SZPIME 7 Fig (M+H) " :236
[1904] R, {H :0. 15 (£, DCM/MeOH 9 : 1)
[1905]  3.42b N'- FIZEL —4- i be —1- FEFSE - 28 -1,2- %
[1906] T2, # 4.85 3 (21. 5 ZE/R) &t (I1) Z/KEWS 4.45 50 (53.0 =
JEE /K ) NaHCO, ¥ N &8 1. 00 3¢ (4. 25 ZE/R ) L - (2- A&k —4- ML g e —1- LT 2% - 2%
55 ) - i Ar 60 ZFt EtOAc TR N« A R NVRIE 2 /N, SR 5 EL 100 Z£F 1M KHSO, %
W — KRR . HIBIRE Y. ROKAE S K.Co, A, HF LA 80 Z& T EtOAc ZEEUM K. LA
MgSO, AFAHUAHT4E, IF T H 2 th T R 771 o
[1907]  7=i& :850 =&y (FHIB(EN 97.4% )
[1908]  C,,H, N, (M = 205. 305)
[1909]  TF&AH 43 FU§ (M+H) © :206 SEPIME 7 Fu& (M+H) 206
[1910] R, {H :0. 15 (HEH, DCM/MeOH/NH; 9 ¢ 1 ¢ 0. 1)
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[1911]  3.42c 1- FFE -5 MEmsE —1- FEFFJE —1H- 2R IRk

[1912] i 850 =50 (4. 14 ZEEEIR )N'= FIFE —4- MEmsde —1- FEFFZE - 2K -1, 2- JigfE4 %2
TR TP R 1.5 /e L 250 21 R NaHCO, ¥y A8 3L 2k, JF LA 70 27
EtOAc ZHUM K. Lh MgSO, ffi A HUAHTE, JF T 525 p B bR 77

[1913] 7= & :650 = (FHIR{HM 72.9% )

[1914]  CH N,(M = 215. 301)

[1915] V1A 47 F U (M+H) ™ 2216 SEIIME 4 F0g (M+H) " :216

[1916] R, & :0. 25 ( BEKE, DCM/MeOH/NH, 9 @ 1 : 0.1)

[1917]  3.42d 2- it —1- AL —5- mb A be —1- 5 A 3L —1H- 2R JfmR e

[1918]  #£0.80 2T (1. 28 ZJHE/R) 1. 6M I[F T FEBLAE e IV WL, IS N4 250 2 3¢, (1. 16
ZEPEIR ) 1= 2L —5— Mgt —1- FE A IE —1H- 2R KSR 8 =7+ THF rh & 1% -75°C 1)
WA R NTREY T IR THERE 10 280, SR5E 0 288 =7 (1. 28 228K ) N- Lk
HIBEZIP) 5 ZF+ THE . B ERvAEIE, JE/ RONVAE 200 T 3RE 1 /i i in 12 =7+
0. IM HCI, JF LA EtOAc ZHUKAH. LA MgSO, A HUAHTEE, I TE P bRyl THER b
Wk (BEREWE :DOM %5 DCM/MeOH/NH, 9 & 1 0. 1) #4741k,

[1919] 7= :140 =77 (HIB(EN 22. 2% )

[1920]  C,,H,sIN, (M = 341. 197)

[1921]  JFEAE 47 10 (M+H) ™ 2342 SEIIME <7310 (M+H) 342

[1922] R, 1 :0. 20 ( FEJKS, DCM/MeOH/NH, 9 © 1 : 0.1)

[1923]  HPLC B IHIA] 3. 89 Z3%h ( J7v A)

[1924]  3.42¢ 2-[5-(4- Gl — 4L ) - MLIE —2- L L Pdk ]-1- FIAE -5 kg e —1- ZE
Ak —1H- ZRIF K

[1925] A MesbEE 7% 1, B 2- W -1 2L -5 ks e —1- R I —1H- 2R FFmkm: (100
20,0, 29 ZEIR) 55— (4 J - AR5 ) -2- LBk - nikmE (68 23w, 0. 32 ZJERK) Hil & 17
),

[1926] =& :9 2w (HIB{EHM7.2% )

[1927]  C,H,,CIN, (M = 426. 953)

[1928]  HEAY Jp U6 (M+H) " :427/429 2P 7> T-I§ M+ :427/429

[1929] R, H :0. 20 ( ZEKE, DCM/MeOH/NH, 9 @ 1 : 0.1)

[1930]  HPLC i BF I [H] :6. 69 438P ( J5ik A)

[1931]1  sZjifd) 3. 43

[1932]  5-(4- &l — ) —2-[2- J —4- (- MM AT —1- 5 - LASE ) - RE P ] nikie
[1933]

[1934]  3.43a 1-[2-(3— 4 —4- Wl — 2408 ) - 208 1- nikng ks
[1935]  F=M) 2 DISRALSEE] 3. le AR, H 13.6 7 (57. 0 Z=ZBE/R ) 3- i —4- Tl - Ty 5
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9.69 v (57. 0 ZJE/R )N-(2- F LI ) — g ot 8 1 R il 5 15 21

[1936] ;=& :17. 1 72 ( FHIS{HE 89. 6% )

[1937]1  C,H,FINO(M = 335. 162)

[1938]  iF5MH 20 & (M+H) " :336 SEIUE 7> TI§¢ (M+H) " :336

[1939] R, {H :0.57 (fEf%, EtOAc/MeOH/NH, 95 @ 5 & 0.5)

[1940]  3.43b 5-(4- & - %) -2-[2- G —4- (- MEms be —1- Jk - L% ) - REE LMk
5 - ke

[1941]  R4E—MAATE TV T, B 1-[2-(3— 5 —4- Wl - 2R%(HE ) - 2% 1- kg e (500 =
5,0, 75 ZEIR ) 5 5-(4- G - R ) —2- LHFE —nikmE (159 25, 0. 75 ZE/R ) %15
.,

[1942] =& 48 =50 (FHIR{EN 15.4% )

[1943]  C,H,,CIFN,0(M = 420. 918)

[1944] TSR 070 (M+H) " :421/423 SEIHE 731 (M+H) ©:421/423

[1945] R, & :0. 65 (fk/i, EtOAc/MeOH/NH, 9 © 1 : 0.1)

[1946]  HPLC 7 FA B[R] :7. 74 2B (534 A)

[1947]  sZjifs) 3. 44

[1948]  5-[5—(4— G — K%L ) — MERE —2— L LBRIE 1-8— (2 mib g be —1- 2 — L5 ) — itk

[1949]
cl
e

P

7z ™
CL\/\O \

N~

[1950] 3. 44a 5 fft 8- (2— MEMSHLE —1- F& - L4 FL ) — ek

[1951] =Wy LAt 3. 1e 977X, B 700 25w (2. 58 JE/RK ) 5 filll — Mk —8- i
55450 =g (2. 59 ZJEIR IN-(2- E LI ) — MEMS e Eh PR 2R il 2 15 21

[1952]  7=i= :829 =g ( HHIB{HM 87.2% )

[1953]  C,H,, IN,O(M = 368. 220)

[1954]  TF&AHE 5 FU§ (MHH) 7 :369 SZIIME 7 FiE (M+H) 369

[1955]  HPLC i B B[R] :5. 56 438P ( 514 B)

[1956]  3.44b 5-[5-(4- & — ZK3L ) - mhig —2- 3L Z 36 1-8-(2- MLk 4t -1- 3% - 24
5 ) - WK

[1957]  MR¥E—MeAbEE 7775 1, H 5 —8—(2— MEMs e —1- 2 — L5 ) - Mk (200 =53¢,
0.54 IR ) 55— (4- F - &KL ) —2- LHIE - mkiE (116 250, 0. 54 ZAEIR) Hil#&1330.
[1958] ™ :23 2 (FHR{EN 9.4% )

[1959]  C,eH,,CIN,0(M = 453. 967)

[1960] 5 73 U6 (M+H) " :454/456 SZIE 7> T 0§ (M+H) " :454/456

[19611  HPLC 7 B I [A) 7. 40 Z38h (J73% A)

[1962]  =Zjifs) 3. 45
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[1963]  6-[5—(4- G — 4RI ) — Mbwg —2— FE LIk 1-2— MEmghe —1- 26 L — bk
[1964]

Ct

[1965] 3. 45a 6- JR —2— WAL — K

[1966] H% 148 = (1.00 Z/E/R) a, a—-BEF TS 8.01 5 (45. 0 /R ) N-1RIE
HAWE N & A IR I 22 10. 0g (45. 0 ZEEIR ) 6- ¥R —2- AL — EMRAE 60 == 71 DY &l Ak 0%
W o AT RNIREDIE 8 /o Wik yE, I LUK BRIk Bl MgSo, f-AHLAH
T, RSP BERER . TR @R (PE/EtOAc 4 & 1) B T4k,

[1967] =& :5. 10 72 ( BB 37.7% )

[1968]  C,,H,Br,N(M = 300. 982)

[1969]  TF&EAH 4 FU§ M+H) ™ :300/302/304 SZPIME 7 F U (M+H) * :300/302/304

[1970]  HPLC 7 BF I IE] :5. 75 438 ( F5i% B)

[1971]  3.45b 6- yR —2— kg hr —1— JE AP — msnk

[1972]  #£ 4.60 50 (15. 28 ZZJEIR ) 6- I —2— YR 2L — EEMRAN N 22 1. 40 =T (16. 8 2
IR ML S 6. 34 b (45. 9 2R ) K,CO, 7F 50 Z T LIE TN « ¥R NY) T2\ T
PR ARG B8 EHLER o B AU LK SRS, LA EtOAe ZRBUKAH, LA MgSO, fi & I (1)
AVAEBGE T, 3T 225 BRI o

[1973]  7=4& :4.45 55 ( FEB{ER 100% )

[1974]  CH,BrN,(M = 291. 193)

[1975]  {F4AE 0 g (M+H) ©:291/293 SZIIME 4> U (M+H) ©:291/293

[1976]  R.{H :0. 27 (fEJK, DCM/MeOH 9 & 1)

[1977] 3. 45c 6 fill —2— niEM& b —1— FE AL — Mk

[1978]  ARPE— AT T35 11, B 6- ¥R —2— MEms e —1- R F 3L — ek (500 =3¢, 1. 72 2
JEIR) il &1F 5,

[1979] & :400 =5 (FHR{HK] 59.9% )

[1980]  C,HIN,(M = 338.193)

[1981] VA 47 10§ (M+H) ™ :339 SEIME 7310 (M+H) " :339

[1982]  HPLC yir BH I IA] :5. 16 438 ( F5ik A)

[1983]  3.45d 6-[5—(4- G — A%E ) — MERE —2- FELHIE 12— mbig bt —1— JE A I — ik
[1984]  MRYE—MALTETTIE T, B 6 L —2- nibig e —1- R AL — gk (151 258, 0. 45 )&
IR) 5 5-(4- - FFE) -2 LI - ke (80 =, 0. 37 EER ) HIS1EE,

[1985] & :18 2 (FHIR{EN 11.4% )

[1986]  C,.H,,CIN,(M = 423. 949)

[1987] 5 70 T U6 (M+H) " :424/426 SZIHE 7> TI§ (M+H)  :424/426

[1988]  HPLC B IA] 4. 78 Z3%h ( )7V B)

[1989]  =jiffs 3. 46
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[1990]  6-[6-(4- G — AL ) - mpwe —2- FE L BRI T-2- mierghe —1- FLF % -1, 2,3,4- Y
S — Mk
[1991]

] Ci
A

|/
7z
O 0
)
H

[1992]  3.46a 6- R —2- MEMgGE —1- FEFEL -1, 2,3, 4- PU& — Wk

[1993] TEANLEIR T, 4 0. 69 =7t (6. 87 Z=ZE/RK) Wikt — MbHe L G WU N A 500 =
v (1. 72 ZJEIR ) 6- YR —2— Mg e —1- ZEF 3L — ik (207 3. 45b) 1E 10 ZF LR 1I%
W BHRS ARSI N HEE 7 /0, 5 0. 35 2271 (3. 46 ZZEEIR ) BllkE — g 28 SR
BE, HFTEIRTEEE— /. FHAHE 0°C, FELL 8% NaOH ¥l A L i bt . LA
EtOAc ZHUKAH, JF T B AP BRI A AT B3 Tk, 31 L 129% HCL BR Ak K /KAH
LA EtOAc Z5HL, SR 5 BL 20 % NaOH ¥ s L 24, W LUKy 3. BLEtOAc ZEHUKAH. LA
MgSO, G HAHT4, FF T 525 B BRE 1) o

[1994] =& :420 Z 5w, (HIL{HM 82.9% )

[1995]  C,H,BrN, (M = 295. 25)

[1996] 5 70 U6 (M+H) " :295/297 SIME 7> TI§ (M+H) " :295/297

[1997]  HPLC #FEAIIA] 5. 01 20%8h ( J7¥: B)

[1998]  3.46b 6- ffl —2— mbhgHt —1- FLAEE -1, 2, 3, 4- PUS — Mk

[1999]  ARYE—MRALPETTIE 1T, B 6- 1 —2- mbigbe —1- ZE 3L -1, 2, 3, 4- P& - ek (280
50, 0. 95 ZJEIR) Hil& 133,

[2000] 7= :260 =50 (FHB{EM 80. 1% )

[2001]  C,H, IN, (M = 342. 225)

[2002]  VIEAH 47 F 0§ (M+H) ™ 2343 SEIIME 4 F0g (M+H) © :343

[2008]  HPLC ¥ FE B[R] 5. 34 23 Bh (J7¥% A)

[2004]  3.46c 6-[5-(4— & — KHE ) - MkiE —2- FE Lk 1-2- kg —1- FEF L -1, 2, 3,
4- PUS — ek

[2005]  ARPE—AALTE /575 T, B 6- W —2—- kst —1- JEH 2L -1, 2, 3, 4- PUEL - Ml (260
2, 0. 76 ZER ) 5 5-(4- A - RK ) -2- LB - ikeg (162 Z3,0. 76 Z /R ) Hil#%
(CE P

[2006] @i :72 2= (FRRER 22.1% )

[2007]  C,H,,CIN,(M = 427.981)

[2008]  VIARAE 4> 10§ (M+H) ™ :428 SEIME 731U (M+H) * :428

[2009]  HPLC it BH I [H] <4, 66 538 ( 7515 B)

[2010]  =Zjifs) 3. 47

[2011] 65— (4= G — A5 ) —2— (6- Mg Le —1- FEPIE - 28 —2- FL Lt ) — nikig

[2012]
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[2018] 3. 47a(6- fft - %5 —2- 38 ) - AL

[2014]  R4E—AALF VL TT, B (6- 7R - 25 —2- 55 ) - Il (500 255, 2. 11 ZER) il
EEEE

[2015] ;=i :450 =g ( FHR(EHM 75. 1% )

[2016] C,,H,JOM = 284. 10)

[2017]  VFEAH 4r T (M+H) ™ 2284 S 4> Fi (M+H) ™ :284

[2018]  HPLC i BF I IA] :8. 30 438 ( J5ik A)

[2019]  3.47b{6-[56-(4- & — &% ) —mkwe —2- FL LRI 1- 25 —2- 2L | - iR

[2020]  AR¥E—AALPETEE L, B (6- W - 2% —2- 0% ) - FIEE (450 Z 50, 1.8 /R ) 5
5—(4- 5 — REE ) —2- LB — mkmg (342 258, 1. 60 ZFE/R ) il &1 2,

[2021] ;=& :250 = (FEIB{ER) 42.8% )

[2022]  C,H,,CINO(M = 369. 85)

[2023]  THEAE 73TV (M+H) " :370/372 SEIMHE 47 F U (M+H) " :370/372

[2024] R {H :0. 25 (FEAL, DCM/MeOH 19 © 1)

[2025]  3.47c 5—(4- & — &HE ) —2—(6- ML HE —1- FEPIE - 28 —2- FL Lt ) — nikmg
[2026] F 0°CF,# 58 T Ft (0. 80 ZZEE/R ) WAREE — &N IMA 148 =58 (0. 40 ZJE/R)
{6-[6—(4- %l — EE ) — ke —2- FELREE - 28 —2- 26 | - HIEEAE 5 =Tt DOM ¥ o
PR 0, FF T IR I HERE 1 /NI . i RONVIR-EHILL 30 = F+ DOM #i e, 5 0KkoK
TR, LA NaHCO, ¥ i AR L S0, S BLKBERRAHIAH . A8 HUAH A MgSo, T4, I id ik
H0.10 Z T (1. 20 ZZEE/R ) MEREHEAS N 22 8, 4 AR =R R Hike 2 /by, 3F T 40°CF
BidE L/ TR R, e R Eai A OB :DCM 2 DCM/MeOH,/NH,
511 1 0.1) HEAT4ifk.

[2027] =& 40 =5 (FHIR{EN 23.6% )

[2028]  C,H,,CIN, (M = 422. 96)

[2020]  {FEAHE 43 TUg (MHH) © :423/425 SEIUME 5> 6 (M+H) * :423/425

[2030] R, {H :0. 10 ( FEf%, DCM/MeOH/NH, 19 © 1 & 0.1)

[2031]  sZjidfs) 3. 48

[2032]  5-[5—(4— Gl — &L ) — MERE —2- FE L BRI 1-1- (- Mg bt —1- 2k - £38)-2,3- =
2 —1H- M|k

[2033]
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[2034] 3.48a 5— ¥ —1-(2— MMk —1- % — 258 ) -2, 3— — & —1H- M|

[2035]  TZAGUT, 4 700 =58 (3. 46 ZJEIR )5 IR S MRS N A 722 =50 (4. 16 =
JEIRON-(2- M LHE ) - g e Eh iR #h 5 1. 19 =7+ (6. 93 /R ) LH R NEENZTE 10 %=
F+ DMF FR IS o RN T 200 T BEFE 21 /DI, 355 N-(2- S EE ) — g fe Eh IR
HHXIRE . B RNEBINAE 70°C, TR TR 4 /o 7852 T EREs 5, IF
TR P T 50 Z T HIRI NaCl ¥ 55 50 ZF+ EtOAc H1o LA 50 ZZF+ DCM # /K AH A HU My
R, LA Na,SO, A5 FF A MLAE U T8, IF T 228 P T B 77 o

[2036] ;=i :226 2w (FEIB(ER 22.1% )

[2037]  C,H,BrN, (M = 295. 225)

[2038]  HEAH 73 T (M+H) " :295/297 SZIME 7> TI§ (M+) " :295/297

[2039]  HPLC i BH I IE] :5. 93 438 ( ik A)

[2040]  3.48b 5— il —1—(2— kMg ke —1- & — £FE ) -2, 3— —&( —1H- 5[

[2041]  ARYE—ALBETTIE 1T, B 5- R —1-(2- kgt —1- 58 - 438 ) -2, 3- & —1H- Wy
I (226 250, 0. 77 IR ) Hil#&4530.

[2042] 7= :142 25 (FB{EN 54.2% )

[2043]  C,H,IN,(M = 342. 225)

[2044]  HPLC it BA S IA) 6. 10 238h ( J5i: A)

[2045]  3.48c 5-[5—(4— & — ZHL ) - nikmE —2- FE L 1-1- (- kg e —1- - 238 ) -2,
3- & ~1H- MWk

[2046]  ARPE—MRALEE 535 T, B 5l —1-(2- mbmg ot —1- 28 - &%) -2, 3— & —1H- [
(142 = 58,0. 42 ZE/R ) 5 5-(4- 5 - -3 ) -2- LHEE - ikng (89 25, 0. 42 Z AR ) il
- EEE

[2047] =& :39 =5 (FHIR{EN 22. 1% )

[2048]  C,H,,CIN,(M = 427.981)

[2049]  VFAAE 70 (M+H) " :428/430 SEIME 731U (M+H) * :428/430

[2050] R, {H :0.55(Alox, cyc/EtOAc 2 © 1)

[2051]  HPLC i FE B[R] :7. 98 23 Bh (534 A)

[2052]  =sZjiEfs) 3. 49

[2053]  5-(4- %l — 2R3 ) —2-[4-(1- 3L —2- WRIE —1- 3 - L8 ) - REE QP ]- nbme
[2054]
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OO

[2055]  3.49a 1-[2-(4- it - ZK52E ) - ASE - WRIE

[2056] 44 1.54 55 (7.00 ZJE/R) MK 5 2. 75 71 (10. 5 2R ) = 2RIEBEGaAR IR &
1. 00 75 (6. 98 ZEJEIR ) 1- WREE —1- J& — TH —2- BELE 20 ZZ T+ DOM H IS HE N . TEIRT,
BRH 2. 19 =+ (10. 5 ZEI/RK,95% ) BA AR — R NBE, 7% R NTEEE T Hde
2 /NI o G LUK BB, Fa WIAH LUK SRS, 3F A MgSO, T4 78 U b 8850 S5 ¥ i, A
Ve s (RS, DOM/MeOH 9 & 1) 4fifk. iliREE Y Ll — RIS BRI RS, 3 A%
PRI g, R R TP ERE T

[2057] ;=& :500 = (FEIB{ER 20.7% )

[2058]  C,,H,,INOM = 345. 226)

[2059]  VIERAH 47 10§ (M+H) ™ :346 SEIIME 731U (M+H) * :346

[2060] R, {H :0. 32 (fEME, DCM/MeOH 9 & 1)

[2061]  3.49b 5-(4- & — &K ) -2-[4-(1- 3L —2- WRWE —1- 2% - 8B ) - RE LB
g - ke

[2062]  ARYE—MALTETTIE T, B 1-[2-(4- Wi - ZR4HE ) - TN - DRPE (173 25, 0. 50 2
JEIR ) 55— (4- &l - ARFE ) -2- LHIE - 1EmE (107 Z5¢, 0. 50 ZJE/R ) Hl5153).

[2063] i :80 Z 3y (FHRHNT 37.1% )

[2064]  C,,H,,CIN,0(M = 430. 982)

[2065]  {1AEAE :4r U (M+H) © :431/433 SZIME 5> T (M+H) ©:431/433

[2066] R {H :0. 25 (fEfZ, EtOAc/MeOH 9 © 1)

[2067]  HPLC i B IS 1A) 5. 03 Z38h (7532 A)

[2068]  =Zjifs] 3. 50

[2069]  5-(4— G0 — K& ) —2-[4- (3- WRHE —1- & — kMg doe —1- 3L ) — ZRIE 2Bk 1- nikmg

[2070]
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e
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é N

Oy
[2071]  3.50a 1-(1- %L — nibmgds —3— 35 ) — WRhg
[2072] 4 12.7 75 (60. 0 ZZPE/K )NaBH(0Ac), 55 2. 3 ZTF LR NE 4. 94 ZTF (50.0 %
JEIR) WRIE 5 8. 03 Z£Ft (50. 0 Z£ /R ) N= “RIENEMCGE N 7E 200 27+ THE RN « K X
N SR R TR 200 2 THELFT NaHCO, ¥ VR &, 31 LL 200 Z£ T EtOAc
ZEU IR A MgSO, A ALAHTE, IF TEH A P bR sfl. TR B A% (EtOAc/
MeOH/NH, 8 : 2 : 0.2) #4T4lik,
[2073] 77 & :5.50 5¢ ( FHIBE AT 45.0% )
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[2074]  C,H,.N, (M = 244. 383)

[2075]  VIERAE 4> 1§ (M+H) ™ :245 SEIIME 73 10§ (M+H) 245

[2076] R, {H :0. 25 (FEME, EtOAc/MeOH/NH, 9 & 1 & 0.1)

[2077]  3.50b 1- MEMEHE —3— & — DRIE

[2078] ¥ 550 Z& 35, 10 % Pd/C ¥ Ji % 5.50 35 (22.5 =& J& /R )1-(1- 7% & —if %
Bt —3— 5 ) — WRNEAE 200 2T MeOH T AN « 5 SN IR T 2500 & 3 B H, " HdH: 5 /)
o NI 550 = re SR A, FRl I A TS M 3 L H, R 6 /i Hhi A AL
), FF T E A B R o

[2079] =& :900 Z 5, ( HIB{HM 86.5% )

[2080]  C,H,gN,(M = 154. 257)

[2081]  VIERAH 47 T (M+H) ™ 1155 SEIME 731U (M+H) " :155

[2082] R, 1A :0.05 ( Ff, EtOAc/MeOH/NH, 8 @ 2 © 0.2)

[2083]  3.50c 1-[1-(4- & — 2<% ) — kgt —3- 55 - Wkhe

[2084] 5283257 (1. 00 ZJE/R ) 4- I — 2K 10 Z 77 (0. 05 ZJE/K ) Cul 124 25 (2. 00
EEIR ) LM 424 250 (2. 00 ZZEIR ) BRERER, U N 2430 0F LR SRR I ) M
Haste AREANIN 154 Z v (1. 00 228 /R ) 1- ML LT —3— 2% — WRBE K | Z 7 7 T VS VAL
HALE RN T 80°C TR 15 /Mo K s Vs L Et0Ac ke, I LL 5% 2SI HUM UK
DA MgSO, A8 HUAHT-#, IF T 525 BRI ) o

[2085] ;=& :230 25 (FRWREHM 74.4% )

[2086]  C,.H, BrN,(M = 309. 252)

[2087]  {FEAH 43 T U (MHH) " :309/311 SEPUAE 4> & (M+H) " :309/311

[2088] R, {H :0. 73 (FEfZ, DCM/MeOH/NH, 9 ¢ 1 & 0.1)

[2089]  3.50d 1-[1-(4—fll — 5L ) — mEm e —3— 2 1- WRhE

[2090]  ARPE—MRALEE /732 11, B 1-[1-(4— ¥R - 2855 ) - mb g e —3- 2& 1-Wkig (200 %53,
0-65 ZZEIR ) il 132

[2001] =& :120 25 (FEIBHM 52.1% )

[2092]  C,;H,, IN, (M = 356. 252)

[2093]  VIEAH 47 F U (M+H) ™ :357 SEIME 731U (M+H) " :357

[2094]  HPLC i FE B[R] 6. 13 Z3Bh (734 A)

[2095]  3.50e 5—(4—50 —Z5FE) —2-[4- (3-WRIE —1—F& —mbmg e —1— 358 ) — 2RI 2 gt T—ni
ing

[2096]  ARYE-—MALTETTIE T, B 1-[1- (4 8 — 2R3 ) — pms e —3— 55 1- WRiE (120 2=,
0.34 IR ) 5 5-(4-F - &KL ) —2- LHIE - bRE (73 258, 0. 34 ZJEIRK) Hil&1F2]
[2097] " & :75 25 (FHIR{EN 50. 4% )

[2098]  CygH,eCIN, (M = 442. 008)

[2090]  THEAE 5> F U (MHH) " :442/444 LA 501U (MHH) © :442/444

[2100] R, {H :0. 30 (S, DOM/MeOH/NH, 9 @ 1 & 0.1)

[2101]  HPLC #FEARSIE] 4. 94 23%8h ( J51 B)

[2102]  =Zjifd) 3. 51
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[2103]  5-(4- % - ZK%E ) —2- (56— (2- Mg —1- 5k — L5 ) — MEIE —2- 2 — ZhRJIE Tt

g
C
x
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AN 4 "
ON\/\O | =N

[2104]

[2105]  3.5la 2- R —5—(2— MEMgkE —1- Fk - L5838 ) - nikng

[2106]  F=Hy 2 LIS 3. 1e (77X (IR - SJEE) L 0 LIREYAUE DMF) , H 3. 90
vt (22,4 ZJEIK ) 6- 1 - MERE -3- FE 5 4. 25 35 (25. 0 ZE/R)N-(2- ELH: ) — mbrg b sh
kR R E

[2107] =& 4. 70 73 ( BB 69. 3% )

[2108]  C, H,BrN,O(M = 271. 159)

[2100]  HHEAY 23 T (M) " :271/273 S 7> TI§ M+ :271/273

[2110] R, {4 :0. 27 ( FEJKS, EtOAc/MeOH/NH, 9 1 & 0.1)

[2111]  3.51b 5—(4- & — 45 ) —2-[6- (2 mbghr —1- 2% — L5 ) - Mbme —2- 2% - &4k
g - ke

[2112]  RPE—RAEBETTIE T, B 2- ] —5— (2- MEMe e —1- 5% — L% ) - mikhe (271 Z g,
0.50 ZZAEIR ) 5 5-(4- F - &5 ) —2— LML - HERE (106 258, 0. 50 ZAEIR ) Hil#&4330.
[2113] 7 & :22 25 (FHIR{ERT 10. 9% )

[2114]  C,,H,,CIN,0(M = 403. 915)

[2115]  {FEAE 0 i (M+H) © :404/406 SZIE 53 T (M+H) ©:404/406

[2116] R, {8 :0. 20 (7, EtOAc/MeOH/NH, 9 & 1 : 0.1)

[2117]  SZjiEfs) 3. 52

[2118]  5-[6-(4— G0 — K%L ) — MbWE —2- FE LpRIE T-2- (2 mib e —1- 2 - 528 ) - Rl

[2119]
Cl
O
I/
N = N
CLV\O

[2120]  3.52a 5- ¥ —2—-(2- kMgt —1- 35k - 50 ) - i

[2121] =4 2 CLE B SE i 44 3. e 19 77 28 ( LA DME), H 2. 00 58 (10. 1 % /8
IR)b= IR —2- 2L - FIES 2. 00 v (11. 8 ZEI/R )N-(2- W LHE ) — ML e 2R 8 R il %% 15
.,

[2122] 78 :1.32 %5 (PRAB{ANY 44.3% )

[2123]  C,;H,;BrN,O(M = 295. 181)

[2124] 5 20 T (M+HH) " :295/297 SEIIHE 7> TI§ (M+H) * :295/297

[2125]  HPLC #FEAIHIA] 4. 91 20%8h ( J7v: A)

[2126]  3.52b 5- il —2— (2 ML EE —1- % - 2583 ) - %
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[2127]  RPE—RAEBETTIE 1T, B 5- R —2- (2- mEms ke —1- 2% - Z5 3 ) - FIIF (350 Z 1,
1. 19 ZEIR) Hil&13 2]

[2128] 778 :324 =g (FR(HA 79.8% )

[2129]  C,,H,;IN,0(M = 342. 182)

[2130]  VIEAH 4> F U (M+H) ™ 2343 SEIIME 43 FUg (M+H) © :343

[2131]1  HPLC #r EE WS IA) 5. 14 208h (53 A)

[2132]  3.52c 5-[6-(4- G — 5L ) - MEmE —2- L L dk 1-2- (- b ¢ —1- 55 - £ 5
i) - NI

[2133]  ARPE—MRALEE 73 T, B 65—l —2— (2- mEms st —1- & — L4 ) - FlIF (300 =7,
0. 88 ZJE/R) 55— (4- &l — &) —2- SHIE - MEmE (206 =52, 0. 97 ZER ) Hl%153.
[2134] =& 76 25 (FHIR{EN 20. 3% )

[2135]  C,H,,CIN,O0(M = 427. 938)

[2136]  HEAH 20 U6 (M+H) " :428/430 SZIHE 7> T-I§ (M+) " :428/430

[2137]  HPLC 4 B IR) <7, 31 4380 (775 A)

[2138]  “Zjififd) 3. 53

[2139]  5-(4-F - 2R3 ) —2-[2- (4- FIE —WRIE —1- FEFIL ) — 2R FFMRIE —5- 2% L 58 - it
IhE

[2140]
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1
@ z
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[2141]  3.53a 5 IR — ZKIFHRIR —2- FRIR LI
[2142]  #% 13.8 35 (100 ZZJEE /K ) Na,CO, ¥ 1A 4. 02 75 (20. 0 IR ) 5- IR - KMk S
2. 26 2T+ (20. 0 Z IR, 98% ) IR LR LTEAE 50 =T+ DMF H RIS N o 4 i NTR G40 n#4
£ 80°C, H T IR FE FHEHE 2 /Mo B L 200 =T+ /KRS, ¥ AKAHEL 100 =7+ UT P2
Mok 26 E =R, FF LA 50 AR & I A MLAR U DR I IR o A3A ATLAH LA MgSO, 488, 485
TP U, AR B RV ) o
[2143] P75 :3.80 72 (BB 70. 6% )
[2144]  C,H,BrO,(M = 269. 097)
[2145]  JFE(H 4> FUE (MHH)* :269/271 SEIIAE 4> T (M+H) :269/271
[2146] R, {H :0. 75 (#EHL, PE/EtOAC 8 & 2)
[2147]  3.53b(5— ¥R — Z MR —2- 5 ) - FIEE
[2148] T -5°C N, ¥ 7.0 ZF (7. 00 ZJE/K ) IM EALBIARAE THE A (1% v 12 4% 228 i s
£ 3.70 vy (13. 8 ZJEIK ) 5- IR — A IFFRRIR —2- IR LERAE 50 = Jt THE PN« Kk
MR EINAE S, ARG T RVAEI R 10°C BRI YAE 0. 7T Z T (0. 70 ZJER ) IM &AL
BEERAE THF S, F0% N T =3 TRk 1 /bt B 1.0 Z 717K 1. 0 Z T+ 15% NaOH
K Ja i 3. 0 =K, M in 22 i ARG, IR B ANE D TE . LA MgSO, AT HIAH
T, ik iE R I E, KA R
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[2149] P78 :2. 10 73 ( BHB{HE 67.3% )

[2150]  C,H.BrO,(M = 227. 059)

[2151]  TFEAE 577U (M) :226/228 SEIE <73 F I (M) " :226/228

[2152] R {H :0. 15 (#EfZ, PE/EtOAC 8 © 2)

[2153] 3. 53c (5 fiflt — ZE IRy —2- & ) - AR

[2154] MR — AL T 1T, H (5 R - R IFMeg —2- 2k ) - FIEE (2. 10 3%, 9. 25 2 /%8
IR Hl AT E

[2155] 778 :2.53 vo (FRB{E 100% )

[2156]  C,H,10,(M = 274. 059)

[2157]  TF&EAE 50§ W)+ 274 SZIUME 27 (W) + :274

[2158] R {H :0. 26 (%, PE/EtOAC 8 & 2)

[2159]  3.53d{5-[5-(4— &l — I ) - MERE —2- FE LHedE T- 2R MG —2- & | - AR
[2160]  HRHE—MALEE 7V T, B (5— il — A JF Wi —2- 2k ) - B (685 =11, 2. 50 = iE
IR) 5 5-(4- G - K& ) -2- LHEE - kg (534 =58, 2. 50 ZEER ) Hil %13 E

[2161] 7= :400 =57 ( HHIB(EN 44.5% )

[2162]  C,,H,,CINO,(M = 359. 815)

[2163]  T1EE{H 4> FUg (MHH) " :360/362 SZIAE 4> FUE (M+H) * :360/362

[2164] R, {H :0. 58 (FEfKZ, DCM/MeOH/NH,9 = 1 & 0. 1)

[2165]  3.53e 5—(4- &l — A5 ) —2-[2-(4- FIEE - WRME —1- FLFIE ) - 2R IFIRIE —5- 2L &
I ] nipme

[2166] T~ 0°C N, # 32 It (0. 40 Z /R ) AR EE A N 2 100 235 (0. 28 ZZJEEIK)
{5-[6-(4- G — K%L ) — mbmg —2- JE Lk 1- 2R Fmeml —2- 26 - FlE S 69 4ot (0.50 =
JEIR ) = LJEAE 5 2T+ DOM RN, FH48 OV AEIGIR BN HdHE 1 /it s 55 4h 70
T (0. 89 ZEEER ) HTEAEESL, W RN TSI\ b A, 2R3 0. 24 =F (2. 00
TEEEIR ) A- FRIENRIE , JF8s SN T S35 T HERE 2 . DOKFRRE SRR JF LA DOV 7K
FHZEH IR o LA MgSO, AFAHUAH T4, 3F T B tp i) TAER i@k i (or/
BL9 o 1) T4,

[2167] =& :10 25 (FHIR{ER 8. 1% )

[2168]  CyH,.CIN,0 (M = 440. 977)

[2169] VA 7> TU§ (MHH) " :441/443 SEIUE 5> 706 (M+H) * :441/443

[2170] R, {H :0. 27 (#EMS, DCM/MeOH 9 & 1)

[2171]  =Zjifs) 3. 54

[2172]  {4-[5-(4- S — 2% ) —MERE —2- JE LR IE T - L | - (2 mbhgbt —1-JE - &3 ) - iz
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[2174]  3.54a 2- & N-(4- - 2538 ) - 2 WEH%

[2175] T O0CF, ¥ 2.0 ZFt (25. 1 ZE/R ) S OWES 5 ZZFF DOM BN N 22 5. 00 35
(22. 83 ZJE/R ) A4-fill - ZKILNZ 5 7.0 2Tt (50. 2 ZEFEIR ) = LJEAE 100 ZF+ DCM H )%
W BERUKIT, W RNV TS TR 1.6 /. ¥R IVEE L 80 = /K#RE, 7
DAMAT NaCl S iRBEA HIAH . BL MeSO, A HUAHT#, I T B a8 BRI o ik A LA
EtOAc BIF 8 , fih < ik 9, I AE AT

[2176] o5& :2.25 v (FES{E 33.4% )

[2177]  CH,CLINO(M = 295. 508)

[2178]  HEAY Jp 106 (M+H) " :296/298 SZIMHE 7> T-I§ (M+) " :296/298

[2179]  HPLC Vi B 1A) 7. 91 4380 (575 A)

[2180]  3.54b N—(4- Ml — 2855 ) —2- kMt —1- 5 - LBLi&

[2181] ¥ 1.53 2 T (18.6 Z& & /K ) Wt " k% % M & 2.20 75 (7.45 =& JE
IR 2= -N=(4- it - ZK3E ) — LWEREAE 50 Z£ T DOV HF IR N o B IR NV TR T =00 R 3
PELR . RLBEIR A, (BRI LA MgSO, T, B AE B2 A i Bl

[2182] ;=& :1.65 72 (FHIB{HEM 67. 1% )

[2183]  C,H, . IN,OM = 330.171)

[2184]  TF&EAH 4 F 0§ (M+H) " :331 SEME 7 Fu& (M+H) " :331

[2185]  HPLC i FE B[R] 5. 10 Z3Bh (7734 A)

[2186] 3. 54c (4- Ml — ZRKFL ) — (- MERE AT —1- 2% - 438 ) - i

[2187] T 0°CF, 4 2. 25 ZF (2. 25 /IR ) IM SALE R AN N2 500 Z5¢ (1.51 2
JEEIR )N (4 it — 235 ) —2- Lt —1- 3 — ZBEREAE 10 = TF THF FP N, JE5 N 4
FEMGER S N HEFE 20 438 B8 I0 EtOAc, 2RSSN85 1t 7K (85 Tl It 15% NaOH ¥ M i J
& 256 MK I OLIER BRUTIED), JF LA 50 2T+ EtOAc MiRE I8 KA HLAHLL 30
LT AT NaHCO, FDES . LA MgSO, A HIAH T, I F B2 B bRl

[2188] ;=i :450 25, ( HHIB{HM 94.0% )

[2189]  C,,H,IN,(M = 316. 187)

[2190]  VIEAH 47 F U (M+H) ™ 2317 SEIME 43 F0g (M+H) =317

[2191] R, 1% :0. 17 (EEKE, DCM/MeOH/NH, 9 & 1 : 0.1)

[2192]  3.54d{4-[5-(4- G — L) - MERE —2- FE LML 1- 238 1 - - mikig e -1- 2 - &
=) -

[2193] R4 — ML 7V 1, B (4- - 2058 ) - (- Mk e —1- 2% - &5 ) - ik (450 =
b, 142 2R ) 55— (4- S - BT ) -2- SHIE - MERE (450 =08, 2. 11 ZJERK) &5
#,

[2194] 75 :98 2 (FIR{EN 17. 1% )

[2195]  C,.H,,CIN,(M = 401. 943)

[2196]  VIEAE 7070 (M+H) " :402/404 SEIHE 731§ (M+H) * :402/404

[2197]  HPLC Jir I 1R) :7. 08 4380 ( J57% A)

[2198]  =Zjiffd] 3. 55

[2199]  5-[5-(4— G — K%L ) — MERE —2- L LB 1-2- (2- mibig e —1- 2% - L% ) - &K
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22
[2200]

G,
[2201]  3.55a 5 fft —2- (2— MEMELE —1- 2 - L4 ) - K
[2202] 7=y LAZRARLSEtAe) 3. 1e 19720 ( A0 DMF) , H 8. 93 3¢ (36. 0 ZBE/R ) 2- 12
JE 5 - RS 7014 50 (42,0 =EIR )N-(2- LKL ) - MEms ot Eh R Eh i) 2 15 21
[2203] 7= :4. 80 75 ( FHIB{H 38.6% )
[2204]  C,;H,sINO, (M = 345. 182)
[2205]  VIERAH 47 10§ (M+H) ™ :346 SEIIME 7310 (M+H) © :346
[2206]  HPLC i FE B[R] 5. 27 23 Bh (734 A)
[2207]  3.55b 5-[5—(4— & — ZFE ) - miie —2- FL LB 1-2- - mkng s —1- % - 4%
5 - KPR
[2208]  ARYE—MALTETTIE T, B 5- il —2— (2—- mbng bt —1- 38 - L5 ) - 2P (1. 50 g,
4.35 ZJEIR ) 5 5-(4- G - RFE) -2- SPAEE - kg (214 258, 5. 00 2R ) Hil&155),
[2200] =& :320 Z 5 (RN 17.1% )
[2210]  C,H,,CIN,0, (M = 430. 938)
[2211] PG 43 TUg (MHH) " :431/433 SEIUE 5> 6 (M+H) * :431/433
[2212]  HPLC #FRARSTE] 7. 31 20 %8h (53 A)
[2213]  SZjiafs] 3. 56
[2214]  5-[5-(4— Gl — A"FE ) — MEWE —2- FELOBRAE 1-2- (2- mbigde —1- 2% - Z5 38 ) - R
P - 15
[2215]

[2216]  # 27 Z w0 (0. 38 ZJE/R) k5 53 Tt (0. 38 ZEI/K) = L&k A 200 =
vt (0. 35 ZJEIK ) 5-[6-(4- & — AL ) - MERE —2- FE LBt 1-2- (2- mEms e —1- 2 - 45
) - KFEE (SEf) 3.55b) 7E 2 IR ONES MeOH 1 @ 1 IREWT BN WA
FBINFAZE 85°C o E RN 5E G » LLZK H AT NaHCO, WG BB 44, FE LA DOV 25 B #L
A8, BL MgSO, A HLAHT, I T B8P Wi bR sfl. A8 H HPLC-MS, i i A (il kAT 44k .
[2217] =& 5 2 (FHIR{ER 3.2% )

[2218]  C,H,,CIN,0,(M = 445. 953)
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[2219] B 70 U6 (M+H) " :446/448 SZIHE 7> 10§ (M+H) " :446/448

[2220]  HPLC J# BAINHA] :5. 25 43P ( 532 A)

[2221]  sZjifd) 3. 57

[2222]  5-[5—(4— Gl — A% ) - MEWE —2- FE LBAE 1-2- (2- bR de —1- 2% - L5828 ) - X F
fE 0- 3L - Ji5

[2223]

[2224] =42 LISRALSETM 3. 56a K177 2, H 250 &0 (0. 44 ZJE/RK )5-[6-(4- & - &
5 ) - Mg —2- B ORI 12— (2- mErgbE —1- 3 - L5 ) - R FEE (S 3. 55b) 5 50
=55 (0. 60 ZJEIR ) 0- FI%E - BRgHl &3,

[2225] 7= 40 =5 (FRWAEM 20. 1% )

[2226]  C,,H,.CIN,0,(M = 459. 980)

[2227] B 20 06 (M+H) " :460/462 SZIHE 4> TI§ (M+H) ™ :460/462

[2228]  HPLC J#rEAIIA] 8. 11 Z0%8h ( J5¥: A)

[2229]  =sLZjifd) 3. 58

[2230] 55— (4%l - Z5FE ) —2-[3— LhRFE —4- Q- ML e —1- 55 — LR3I ) - ZRFL L3t T-nit
I

[2231]

S

|

P

=z N
ON\/\O O

I
[2232] #1522 50 (0. 79 ZJE/R) (1- EAEE -2- A - - B — FEEM 2 22T MeOH
VWL RN 300 Z£ 58 (0. 66 2R ) 5—[5- (4— &1 — FHKE ) — mikig —2— FE 2 pedk 1-2—-(2— itk
WEhE —1- 3% — AR ) - AR A (SEHEf) 3. 55b) 1 183 25 (1. 32 2B JR ) K,CO, £ 9 2T
MeOH F IV RIN o 5 SOV VAR T 3508 N PekE 3 /NI, JELL 20 Z2 T DOM Rk o A ALAH LU
FI NaHCO, WA B IR o LA MgSO, {8 HUAH T4, I T30 b I Brs 7 @it HPLC-MS i
74tk
[2233] ;=i ;104 = (FIB{ER 37.0% )
[2234]  C,,H,,CIN,0(M = 426. 950)
[2235]  VFARAE 4> FUE (MHH) " :427/429 SEIE 710 (M+H) © :427/429
[2236]  HPLC J R4 IS IA) <7, 69 4340 (7715 A)

144



N 1732154 B WO B 140/229 T

[2237]  =sZjifs) 3. 59

[2238]  5-[H—(4— Gl — 5% ) — MbRE —2- FL L Fedk 1-2,3- & - MWk —1- BRI 2- mknk
Bt —1- 3 - 4B

[2239]

[2240]  3.59a 5- R —2,3—- & - M| —1- G 2- Mgk —1- 2L - 4R
[2241] 4 1.00 »0 (4. 95 ZJEI/RK ) 5- R AWV N 22 868 =i (5. 00 2/ /K )N-(2-
LHe ) - Mg REER R R S 1. 70 v (12. 2 Z£EIR ) K,C0, £ 15 2T+ DMF RSB o 44 [ .
BT T0°CRHiEE 4 /DI, FFRINE 2 N- (- A L EE ) - Mg bt Ehme £h . ¥ R NV T 70°C
TEAEE 3 /NI, SRJE L 25 ZFOKERE . LA 30 Z£Ft EtOAc K ARKAHAE UM IR o A HLAH LA
PRI NaCl ¥ BERS, LA Na,SO, 1, RAEE A P bR fl. TR bl A il (AR -
EtOAc/MeOH 9 : 1 % EtOAc/MeOH 4 :© 1) #H4T4lifk,
[2242] ;=i :687 =Zow, (FHIB(EM 47.0% )
[2243]  C,H,,BrN,0, (M = 339. 235)
[2244]  HHEAY 43 T (M+H) " :339/341 SEMA 4> FUg (M+H) * :339/341
[2245] R, {H :0. 62 ( FEfiX, EtOAc/MeOH/NH, 9 © 1 © 0.1)
[2246]  3.59b 5— il —2,3— & — MWk —1- FRIR 2— ML ke —1- 5 - L
[2247]  RPE—MALEE 75 11, B 5- R -2, 3— & - WPk —1- &R 2- st -1- % - &
Mg (700 Z 55, 2. 37 ZEIR ) #2152,
[2248] 7= :590 25, ( HIB{HM 64.4% )
[2249]  CH,,IN,0,(M = 386. 235)
[2250]  TF&AE 5 FU§ (MHH) 7 :387 SEUME 7 Fu& (M+H) * :387
[2251] R, {8 :0. 37 (Fk/i, EtOAc/MeOH/NH, 9 © 1 : 0.1)
[2252]  3.59c 5-[5-(4- 50— Z5IL ) —Akng —2- FE gt 1-2, 3— & - B[k —1- R R 2- itk
WAt —1— & — LM
[2253]  ARYE—MALFETIE T, B 5- it -2, 3- & - Wk -1 - BRER 2- nikig ke —1- 5k - 218
(120 =5, 0. 31 ZJE/RX) 5 5-(4- 5 - A%E ) -2- LHedk - nbrg (80 23w, 0. 37 2/ /R ) il
- EEET|
[2254] 77 48 2y (FHR{ENY 32.8% )
[2255]  C,H,,CIN,0,(M = 471.991)
[2256]  THEAE 70 T U (M+H) " :472/474 SEIIME 4> 1 (M+HD ©:472/474
[2257]  HPLC B IHIA] =7, 66 208 ( J7i A)
[2258]  =jiffd 3. 60
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[2259]  3-[5-(4- & — Z%L ) - mtmg —2- FE 23 1-6,7,8,9- PUL —-5H-10- AL -7- &
P - KIF [a] B
[2260]

4

s
[2261]  3.60a 4- ] —5- A0 - BILIPE -1- RIR LB
[2262]  #£79.9 77, (500 ZJE/R ) IRININE 92. 7 75 (500 ZJE/R ) 4- AN - BAIRPE -1- &
& GMRAE 350 ZE T @05 IS N, TR RNV A o B SN LAV AT NaHCO, 5
Bk =K, LL Na,SO, A HUAH T, MAEE A PIEBREE R Al Wit — 22 NV, e e dift.
[2263] ;=i ;118 o ( FHIBAHITI 89.3% )
[2264]  C,H, BrNO,(M = 264. 135)
[2265]  3.60b 4-(4- ¥R — M2k phenylsulphanyl) -5 A% - BB —1- R IR L1
[2266] T~ 45 43 %P, K 60. 5 b (320 Z/BEIR ) 4- IRZRER ) 1) 300 Z - AT AN &
84.5 i (320 Z /R ) 4- IR —5- AN - BAFABE -1- IR L MRS 32.4 3¢ (320 =R ) =
LNEAE 80 = AR I N, LLEUE R AT 40°C o ¥R N T Z 15 T ik
L5 /NI o 4 S IR 4 AR 2 KIS WD B PR I, I LUK BRI IR o ATA HLAH LA Na,S0, 5
K,CO, T4, FF T H AP Wi bt TaEfe bl & AR gk T 4ifh
[2267] 77 iE :44.4 75 (FRAB{EMY 37.2% )
[2268]  C,.H,BrNO,S(M = 372. 30)
[2269] R, {H :0. 33 (RERR, &4 / AEE 19 1)
[2270]  3.60c 3- iR —5,6,8,9- VIS —10- WAt —7- &A% - %9 [a] B -7- IR LBs
[2271] %5 44.3 50 (119 2 BB /R ) 4-(4- R — 2% FE i & sulphanyl) -5- 48 fC - & 2% 2F
BE —1- BRIR L PRAE 443 502 IR IS T 80°C A 45 434D, S8 J5 LL 1000 ZEF- /K ke
CLEN /K AHAE B =R WA HIAR LAZKBE S LA Na,SO, T8, M AE S bRyEHl. TRER
B ESMAEGE (Z7 /EtoAc 19 © 1), JFiEd A MeOH/ PIEH K B 4L Wb E T, BE474
k.
[2272] 778 :22.4 55 (FEB{E 52.8% )
[2273]  C,.H,.BrNO,S (M = 354. 28)
[2274] A& :109°C
[2275]  3.60d 3- ¥ —6,7,8,9- P&, -5H-10- AL —7- & Z% - XK If [a] B
[2276]  # 30.0 75 (53.5 % /K )KOH f¥) 700 Z& T ELOH ¥V Vs I & 19. 0 75 (53. 5 £ JiE
IR ) 3= 1R -5,6,8,9- NI —10- iR -7- &A% - &TF [a] 3 -T- R LEEHIEHW T T8
JE R 2508 BEtOH, JF 8% B v T/K i, LLHCT AR Rk . 2RJ5 , LA NaOH {1 H 2 a ik, 3F
F KA LA A B IR o A HUAH LA NayS0, 5 K,CO, T4, H T H 8 h Rl TRERS b
W ES A EIEH T4 & 12,6 5 (FHIR{ER) 83.0% )
[2277]  CH, ,BrNS(M = 282. 22)
[2278] & :89°C
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[2279]  3.60e 3- it —6,7,8,9- P&, -5H-10- AL —7- ALY - X If [a] B

[2280]  HR#E—MAbFE TV 1T, H 3- ¥R —6,7,8,9- PUE -5H-10- BifX —7- &% - &IF [a]
B (1. 80 75,6. 38 IR ) il %152,

[2281] 774 :1.80 77 ( FRi{HM 85. 7% )

[2282]  C,H,,INS(M = 329. 205)

[2283]  THEAE /01 U& (M+H) " :330 SEIHE -4 F 0§ (M+H) " :330

[2284]  HPLC JF BT IA] 5. 45 438h ( 7778 A)

[2285]  3.60f 3-[5-(4- &l — K ) - mbwe —2- 3 4 B 1-6,7,8,9- VU & —5H-10- fiit
R -7T- E I - A [a] B

[2286]  M3PE—MAbFE 774 1, B 3- 1 -6,7,8,9- PUSL —-5H-10- BiifX —7- & 2% - K3 [a]
B (770 250,234 ZE/R) 5 5-(4- & - K )-2- LB - brg (500 =g, 2. 34 = E
IR Hil AR

[2287] =& :350 v (PHIL{HIK] 36.0% )

[2288]  C,.H,,CIN,S(M = 414. 961)

[2289]  HHEEAH 73 U6 (M+H) " :415/417 SZIHE 7> T U6 M+ :415/417

[2290]  HPLC Vi A I 1R) <7, 41 43%0 (775 A)

[2291]  =ZjiEfd) 3. 61

[2292]  3-[5-(4— S — AFE ) — MLHE —2— F& Lk 1-7- 3L -6,7,8,9- P4 —5H-10- fi
R -T- E 4 - A [a] B

[2293]

[2294]  #4 0. 18 T (2. 41 ZEJEEIR ) 37 Y% 48 /K Ly ARAE K H IR S I 42 100 = 3¢ (0. 24
EPEIR ) 3-[6-(4- S — AR EE ) - mEmE —2- B L 1-6,7,8,9- PY & -5H-10- T fX -7 &
% - 2R3 [a] B (204 3.60f) 7E 5 =S ZHE PN 25, N 60 Z5¢ (0. 96 ZZJEE
/K )NaBH,CN 5 56 57t (0. 96 Z=ZJEI/R ) LR, ¥ R NIREWFIER . FEHE5 2M NaOH
R4, 7L EtOAc ZEHL, LA MgSO, AF-A HUAH T4, I T P MR 7)o @A A, il
HPLC-MS #EAT461k .

[2205] ;& :3 2 (FHIL{EHM 2.9% )

[2296]  C,eH,,CIN,S (M = 428. 988)

[2297]  HEEAH A3 T (MHH) " :429/431 SZIHE 7> 70§ M+ :429/431

[2298]  HPLC i BH ] 4. 97 538 ( F5i% B)

[2299]  =sLjif) 3. 62

[2300]  5-[5—(4— 5 — K%L ) — MERE —2- FL LBRIE 1-1-(2- mbng b —1- 2% - £55) —1H- 1y
e

[2301]
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[2302]  3.62a 5-figJE —1-(2- MEMG & —1- 3 — £ 35 ) —1H- WM 5 5— 3L —2— (2- kg
ft —1- 3% - L5 ) —2H- g

[2303] % 10.5 3% (62.0 ZZE/R ) 1-(2- M K ) - gk Eh e #h 5 12.9 70 (93. 0 ZZJEE
IR ) K,COy IR EN N AR 5. 00 3¢ (31. 0 ZZ2JEEIR ) b AHZFEN| MAAE 100 =+ SIEH RN -
RNV S T RERE 2 /NG, FFFFRIA 5 /D o FEE T O H S sE N R, IR T R
WA R VS T BtOAc S5/KH . LA MgSO, 1A MUAH T4, 3+ T B2 Fh B BR ¥ 51 o
345 5- AFE —1- (2- ML —1- JE — 255 ) —1H- WM 5 5- gt —2—- (2- kg —1- - &
Fo)-2i- WM 4 0 1IREY. T Alox LI AE(aiE (PE/EtOAc 3 @ 2) #HT4ifk.
[2304]  5- fifdk —1- (2- MEREHE —1- Fk — £ ) —1H- Mg|m

[2305] 78 :4.00 vo ( PRIB{AIY 49.6% )

[2306]  C,;H,N,0, (M = 260. 298)

[2307]  TF&EAH 50§ MHH) " 2261 SEPIME 47U (M+H) * :261

[2308] R, {H :0. 78 (Alox, PE/EtOAc 1 : 1)

[2309]  5— fifFk —2- (2 MEMEHE —1- 3E - £5E ) —2H- Mg me

[2310] 77 %& :1.00 58 ( FHIB(HAY 12.4% )

[2311]  C,;H,N,0,(M = 260. 298)

[2312] VAR 5> UE (MHD " 261 SEUNE 5> fiF (M+HD " <261

[2313] R, {H :0.61(Alox, PE/EtOAc 1 © 1)

[2314]  3.62b 1-(2- MEMELE —1- 5& — 3% ) —1H- W[ M —5- HLJig

[2315] £ 0. 50 SeBr ARSI A 3. 50 58 (13. 4 ZEI/RK ) b— fifdk —1- - mtg ke -1- 2 - &
55 ) —1H- W[ MEAE 50 Z£ 7+ EtOAc IR, Hf RONVIR G T =0/ 1.4 I H, FHHE 20
NI o TR VENS, TR WERE . AT — 0 N, EFFAEA I — P 4if

[2316] =5 :2.90 72 ( BB 93.6% )

[2317]  CH N, (M = 230. 315)

[2318]  TF&AH 4 FU§ (MHH) " 231 SEPIME o FuE (M+H) " :231

[2319]  3.62c 5- R —1-(2— MLk —1- F& - 258 ) —1H- Mg

[2320] i 1.00 3¢ (4. 34 ZJBE/R ) 1-(2- mbmsfe —1- 55 — £3% ) —1H- 5| Mg —5- FL s T
9.76 ZFt 48% AR S 9. 76 ZF /KT, IS HI 2 0°C o BB AN 2. 5M WAK R
B (300 250, 75 1. 74 ZHKF ) o KRN T 0C T HiH: 10 438, 2R 5 BN 935
5 (6. 51 ZJEIK ) CuBr 1F 3. 42 2T 48 % SRR T I - ¥ [ NV I 60°C, 3 T
R R R/ DUKIRIRS Y, IELL EtOAc ZEBUKAH . YFH HUAE, I LA FT NaHCo,
TEBAT KA 288 . DL EtOAc ZEEUKAR, 3F LK SRR AHIAE. LA MgSO, fAHUAH T4, T
Lo i BRI o
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[2321]
[2322]
[2323]
[2324]
[2325]
[2326]

PR 500 25 (FRR{EAY 39. 1% )

CyoH, BN, (M = 294. 197)

AR 4> FUE (M+H) © :294/296 SEINME <73 10§ (M+H) ™ :294/296

R, {8 :0. 59 (i, EtOAc/MeOH/NH, 9 & 1 : 0.1)

3.62d 5— Ml —1-(2— AEREHE —1- 2k — ZFk ) —1H- Ng| W

MR — AR AL B 5% 11, B 5 ¥R —1- (2 MEng e —1- 2 - 4258 ) —1H- MM (500 =&

5, 1. T0 ZEEIR ) Hl&ATH.

[2327]
[2328]
[2329]
[2330]
[2331]

PR 2230 =5 (FS{ERY 39. 7% )

CpsH, IN, (M = 341. 197)

VR Oy i (MHH) ™ 342 SEIUMA <73 T (M+H) * =342

Re H :0. 55 (TEBE, DCM/MeOH 4 : 1)

3.62¢ 5-[6-(4- G — K ) - mbwg —2- 5 L PR J-1-Q-mk g e -1- - £

FL ) —1H- 5] e & fili i 25

[2332]

Ry —AEFTE T, B 5- B —1-(2- Mg ke —1- 2% - 258 ) —1H-Mg|m: (230 %= 3,

0.67 ZJEIR) 5 5-(4- A - KEE ) -2- L — ke (144 270, 0. 67 R ) %155,

[2333]
[2334]
[2335]
[2336]
[2337]
[2338]
s

[2339]

[2340]
[2341]

ot —1- 3L

[2342]
[2343]
[2344]
[2345]
[2346]

It —1- 3L

[2347]
[2348]
[2349]

FEEE 290 =i (BSER 24.1% )

CosH,;CIN,*HI (M = 554. 865)

THEAE 5> 70 (M+H) *:427/429 SO 3106 (M+H) ©:427/429

HPLC ¥ir B ) 18] <4. 59 738 ( J5i% B)

SEEf) 3. 63

5-[6-(4- Gl — K%L ) — MEWE —2- FE LB J-2- (2- ks dot —1- 2% - &3 ) —2H- Wy

3.63a 2-(2- MEMsHE —1- 5 - £3E ) —2H- W|m —5- FL %
PR AR 3. 62b (1972, B 1.0 5% (3. 84 ZEJEEIR ) 5 Ak —2- (2 g
= L) -2H- M (2 3. 62a) Hil%1FE
Fei 840 =5 (FLIR(HM 94.9% )
C,sHy N, (1 = 230. 315)
A 4> 708 (MH) 2231 SEIIME - or T0E (WD) © 2231
3.63b 5= VR —2-(2- LM AT —1- i — Z3E ) —2H- N4
P2 R DL AL S E 9] 3. 62¢ 5 X, [ 840 2 5w (3. 65 2 B /R ) 2- (2 Nk g
- L) —2H- WM —5- Ll AT E
Fra 440 250 (FLIR(E 41. 0% )
C,aH, BN, (M = 294. 197)
VHEAE 4> U (MHH) ©:294/296 SEIUMY 4 F g (M+H) © :294/296
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[2350]  HPLC 7iir A B[R] 5. 04 Z3Bh (7734 A)

[2351]  3.63c 5— ffl —2—(2— ML A —1- F& — £k ) —2H- g

[2352]  AR¥E— MCALFE vk 11, B 5 1R —2- (2— MEmg e —1- 3k - £3E ) —2H- W5[ M (440 Z&
vi, 1. 50 AR ) &1l

[2353] ;=& :170 =5 (FRR{HM 33.3% )

[2354]  C.H, IN,(M = 341. 197)

[2355]  VIARAE 47 T (M+H) ™ 2342 SEIIME 410§ (M+H) * :342

[2356] R, {H :0.40 (FEfL, DCM/MeOH 4 @ 1)

[2357]  3.63d 5-[6-(4— &l — A& 5 ) - Mbme —2- 5 LB 2 1-2-(2- b g 4t —1- % - &
5 ) —2H- Ng| s

[2358]  MRPE—AALEE 57k T, H 5 B —2- (2 Mgt —1- 2 — 243 ) —2H- Bg[me (170 273,
0.50 2R ) 55— (4= F - &%) —2- LHIE - MERE (106 258, 0. 50 AR ) #4320,
[2359] ;=i ;100 Z=Zov (FEIB{ER) 42.3% )

[2360]  C,H,,CIN, (M = 426. 953)

[2361]  HHEAH 20 U6 (M+H) " :427/429 SZIHE 7y TI§ M+ :427/429

[2362]  HPLC 7 BH ] 4. 61 538 ( 7515 B)

[2363]  =Zjifd 3. 64

[2364]  3-(4- G — &%) —6-[4- (2— mbhg e —1- 5 - L5FE ) - RIEE PRI - kg
[2365]

[2366] 3. 64a 3— & —6-(4— G — ZKKE ) — WkIE

[2367] T@ KK 110CT, 7E 2 /DI, 4 11, 3 58 (70. 5 ZJ8EIR ) 4- A - ZREEMRRAE
50 2Tt 1, 4— —FE L IS, VS INAE 10. 8 11 (70. 5 ZEEE/RK ) 3,6— —5MkE 10 = F (20
ZEPEIR ) 2M Na,CO, ¥R & 600 Z5e (0. 73 2=/ ) Pd (dppf) Cl, 7E 150 Z Tt 1,4- —Rgker
RIS N o ¥R NIREW T 110°C R HeRE 1 /Mo B0 100 ZF7K, FLL 100 ZF+ EtOAc %
HUKAH L NaySO, AFAHUAH T, 3 T2 h BRI . THER B A (cye/EtOAe
4 0 1) #T4ife.

[2368] = H :8.00 72 ( FHIB{HEM 50. 4% )

[2369]  C,H,CI,N, (M = 225.079)

[2370]  oF&AH 50§ (MHH) 7 :225/227/229 SZPIME 73 Fi& (M+H) © :225/227/229

[2371]  HPLC Jifr 4 I 18] :5. 20 4380 (7775 A)

[2372]  3.64b 3-(4- & — I ) —6- = HILREELEEE L EE - mhmE

[2373] T4 T, 4 3. 48 = F+ (25.0 =JE/R ) =4 2.08 =ZFF (15. 0 ZE/K ) LKk
- SHE - REREHORES A 2. 25 v (10. 0 28R ) 3- 5 —6-(4- A — 2R3 ) — WARELE 50
ZHCNEY 20 =T+ THE PR R85, 30 292 25 (0. 40 2/ /K )Pd (dppf) Cl, 5
76 =&y (0. 40 ZZEEIR ) Cul o RN T =W TP . TR IR, HAERER
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A AR (PE/EtOA 1 0 1) @HTHE— P4k, P& 1. 00 o (FHIRER 34.9% )
[2374]  C,H,.CIN,Si (M = 286. 839)

[2375]  FEEAH 0 FUE (MHH) " :287/289 S 4> F g (M+H) * :287/289

[2376] R, {H :0. 45 (FEK, DCM)

[2377]  3.64c 3-(4- F - RFk ) -6- LI - kg

[2378] T 0 C F, ¥ 1.10 5 (3.49 % JB& /R )TBAF ¥% Ji 2 1.00 57 (3.49 =% JE&
IR)3-(4-F - RHE ) —6- = H IR OBRIE - BAEAE 10 =T DOM IR « B FRIK
W, I ROV TR 30 238, WK, HFLL EtOAc ZEBUKAH. L MgSo, f8a WA T4, 3
TEA PR AT N, RUAT AT — P 4t

[2379] " & :700 = (PHIR{HN) 93.5% )

[2380] C,H,CIN,(M = 214. 656)

[2381]  HEAH 20 U6 (M+H) " :215/217 SZIHE 7> TI§ M+ :215/217

[2382]  HPLC Vi &4 B[R] :5. 16 4380 ( 7774 B)

[2383]  3.64d 3-(4- 5 — 45 ) -6-[4- (- MEME ke —1- 55 — L5 ) - AREE QP IE - WAiR
[2384]  RHE—MCALEE TV 1, A 1-[2- (4- - R4 ) - &3 ] mEg 4t (200 =52, 0. 63
ZZEEIR) 5 3-(4- Al - FREE ) —6— LIt - mABE (135 27,0, 63 2R ) HIRER. R .
15 255 (FREM 5. 9% )

[2385]  C,,H,,CIN,0(M = 403.915)

[2386]  HEEAH 70 & (M+H) " :404/406 SZIHE 7> TI§ (M+H) ™ :404/406

[2387]  HPLC #FEAIHIA] 5. 01 20%8h ( J7v: A)

[2388]  =sLjif 3. 65

[2389]  5-(4— &l — &I ) -3 -2 {4-[2- (4- FIE - WRME —1- 3 ) - L45E ]- 2RI L
B - ntkwg

[2390]

\Q‘\/\O

[2391]  3.66a 1-[2-(4- Ml - 52 ) - &5 14— F&E - WRiE

[2392] =Wy LASSALSLTtA) 3. e (977 5K, B 5. 72 5 (26. 0 Z/BE/R ) 4- it - By 5 4. 20 35
(26. 0 ZJEIR ) 1-(2- &l — &5 ) —4— FEE - WRIEHl 25135

[2393] 7= :2.60 75 ( FHIB{AM 29.0% )

[2394]  C,H,,INOM = 345. 226)

[2395]  VIARAE 4> 10§ (M+H) ™ :346 SEIIME 73 10§ (M+H) * :346

[2396]  HPLC i FE B[R] 5. 70 Z3Bh (7734 A)

[2397]  3.65b 5—(4— G — K3k ) -3— fiffFE — ALIE —2- iy

[2398]  T4E/SUF,# 23.5 30 (150 22K ) 4- A — A%k - PERVN N &2 22. 1 3% (101 =2/
IR ) B YR -3 FYZE - AILIE —2- BE.200 ZZ T (400 ZEPER ) M Na,CO, VW &% 731 27 (1. 00
ZZEIR ) Pd (dppf) C1, 7E 400 Z TP 80 Z /KPR N o 1 R NVIREY) T 60°C il
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FE I8 /NI TEA BRI, JF LA 160 2T IM AR IR vk P W) 2 pHAE 7. ¥4 /KAH
PLEtOAc ZEEL =K, I LA MeOH ZEHL—K o LA MgSO, A HULAH T4, JF T8 Rl F
BB LA EtOAC HITBE

[2399] 774 :9.70 77 ( FRIB{AM) 22.0% )

[2400]  C,H.CIN,0,(M = 250. 643)

[2401]  JFEEAY 4> FUE (M-H) :249/251 SZI{E 42 FU6 (M-H)  :249/251

[2402]  HPLC ¥ B I IA) :6. 83 Z38h ( 773 A)

[2403]  3.65c 2- VR —5—(4— & — #3 ) -3- fiy & — ke

[2404] 4 13.2 750 (93. 0 =ZJE/R) AN A INA 9. 70 38 (38. 7 /R ) b—(4- & - 2K
) -3- TYEE - kRE —2- BE 5 14, 5 ZZPEIR (45. 0 ZZJEIR ) IRAKDY T EEARAE 100 Z T 28
VBTN o 5 IR AW T 95°C N HLEE 1. 5 /b TG, 8 B 2640, ¥k B 5 B
A IR, IR o K4 3T I HLAE LA NaHCO, ¥R PES: « LA MgSO0, f8E HIAE T4, It
TEA TR AT Pyt — 28 N, e F AT AR AiAL o

[2405] 78 :4.90 vo ( FRIB{AMY 40.4% )

[2406]  C,H,BrCIN,0, (M = 313. 540)

[2407]  TF&AH 50§ (MHH) " :313/315/317 SEJUMHE 77§ (M+H) *:313/315/317

[2408]  HPLC yiff B4 B[R] :6. 01 4380 ( 7774 B)

[2409]  3.65d 2- ¥ —5-(4- & - K%L ) - nigmg —3- FL%

[2410] 1§ 5.60 77, (17.9 ZJEIR ) 2- IR —5—(4- & — ZKIL ) —3- Ak — mkmE . 20. 3 78 (90. 0
ZEPEIR ) EALES (11) K 18.9 35 (225 ZEFE/K ) NaHCO, 75 300 ZF+ EtOAc T IV B 37 30
NI o FEIEE S, T EAS BRI AR B A UL DOM B BE, OF Tk gk e, A gs v £ 2
Tk

[2411] 774 :3.50 75 ( FRiB{A M 69. 1% )

[2412]  C, HBrCIN,(M = 283. 557)

[2413] P& 570§ (M+H) " :283/285/287 SZMH 7 F & (M+H) ™ :283/285/287

[2414]  HPLC JFE4INIR] 5. 45 4340 ( 773 B)

[2415]  3.6be 2- ¥ —5-(4— & — ZK3L ) -3- i — nikme

[2416] T -5°CF, 4 243 =3¢ (3.53 Z/E/R ) WAHRHIN 0. 5 ZF /KB I N 2
1. 00 3¢ (3. 53 ZZE/R ) 2— YR —5—(4— 5 — AREE ) — MERE —3- HJZAE 2 Z2HKE 2. 04 ZHK
HCL F VA o 2R )5, 72 0°C RN 1. 56 Z=F4 (10. 6 ZE/E IR ) 60 % /N U IR (1 /K ES VL, 4%
RINF 0°C R RHE— /D S IEE L, DA K TR R B PEs, HRE T,
TERATZE T HESEEE, T90CT, ¥ HA N4 50 =7+ PE (W 5 100-140°C)
o TR OV » DL Na,CO, S AT IR A S0 . UL EtOAC ZEBUKAR, JBA
HUAH CAVEAT Nay,COy ¥ -5 /K IR B o LA MgSO, A A WA T8, I F B ke Hl. +
fEf BB A A (PE) dHAT4Mt.

[2417] 7= & :460 Z 5w, (HIR{HM 45.5% )

[2418]  C,H.BrCIFN(M = 286. 533)

[2419] &Y /0 16 (M+H)* :286/288/290 SZE 4> T-I§ (M+H) * :286/288/290

[2420]  HPLC #E4 N IA] :6. 24 4340 (773 B)
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[2421]  3.65f 5-(4- & - &%= ) -3 F —2- = FSERELESRE Cp s — kg

[2422] =47 LASSADSETtM) 3. 64b (1K) 775X, H 460 250 (1. 61 ZJE/K) 2- IR -5- (4- & - 2K
) -3 - MERE S 0. 33 Tt (2. 41 ZJER) LHEE - = - rEHISA . & 2490
2o (HIBER 100% )

[2423]  C,6H,.CIFNSi (M = 303. 842)

[2424]  FFEAY 5> TU§ (M) " :304/306 SEIUAE 2> % (M+H) * :304/306

[2425]  3.66g 5—(4— G — A% ) —2— LHRIE —-3— i — NLwE

[2426] ;=45 LSS AL SE 4] 3. 64c 177 2, B 490 =5 (1. 61 ZE/R )5-(4- A - K
55 ) -3 W —2- IR ORI - IERE & 13 3

[2427] 778 :300 Z 5, (HIBHM 57.4% )

[2428]  C,H.CIFN(M = 231. 659)

[2429]  VFAAE :7r 70 (M+H) " :232/234 SEIHE 31 (M+H) © :232/234

[2430]  3.65h 5—(4- & - #HK ) -3- | —2-{4-[2-(4- FE -WRIE -1- ) - ZH/E - F
ORI |- kg

[2431]  HRPE—MACFE L T, A 1-[2-(4- 1 - 2R ) - &0 ]-4- 2L - WRIE (164 =%
5L, 0. 48 ZZEIR ) 5 5-(4- Gl - K ) -2- SHIE -3 /- MEmE (110 252, 0. 48 ZZFE/R )
il 215 2 o

[2432] @i 14 2 (BHR{EN 6.6% )

[2433]  C,H,CIEN,0 (M = 448. 972)

[2434] Y 43T (M+HH) © :449/451 SEIUAE 4> F U6 (M+H) © :449/451

[2435]  HPLC J# BAINHA] :5. 16 438 ( 7574 B)

[2436]  SLjiEfd 3. 66

[2437]  6-[5—(4— 50— 2K3E ) — MEWE —2- FE LBk 1-1- FRRAIEIE —2— mib g e —1- R 26 -1,
2,3, 4~ P& — Wik

[2438]

[2439] ¥4 0. 13 = (0. 93 Z/E/R) = Ll%E 36 Tt (0. 47 ZE/R) FREELA T 0CT,
RIRER MDA 200 ZZ 70 (0. 47 ZZEIR ) 6-[5- (4- & — 453 ) — mbmg —2- ZE Zp 3t 1-2- kg
Bt —1- FEFEE -1,2,3,4- PU&L — Mk (S SEtifs) 3. 46) 16 5 ZF+ DM BN - R
NRG DA E=W, T IR AN B/ IS Ak 36 T (0. 47 ZER) FT
WEs, FRRR G T 3 N R — /. 1 NIRA VBRI AE K F, FBL DCM AW AR EL
A MgSO, {8 HUAHT4, 7F T H 25 BRI . A A HPLC-MS, il ik AT (il 1R AT 44k
[2440] =& :9 270 (FIB{EI 3.8% )
[2441]  C,H,sCIN,0,S (M = 506. 071)
[2442]  THEAH 73 T (M+H) " :506/508 SEIAHE 4> F U (M+H) " :506/508
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[2443]  HPLC ¥ B8 I ) :5. 26 4380 ( B 775 A I FEHI 413 3] s 1H 2 4k (isocratic) :
30% LBE )

[2444]  SCJEfH) 3. 67

[2445]  1-{6-[5—(4— @& — K%k ) — mbwg —2- 5L LB AL J-2- mbngg g —1- ZE 3k -3,4- —
Sl —2H- W -1- 2 ) - 2

[2446]

! Cl
AN
I o
Z
QL1
N
PN

[2447] % TABOTF (0. 77 ZPE/R ) LEREFAN N 220 257 (0. 51 ZFE/R ) 6-[6-(4- 5 — 2K
55 ) - MERE —2— FE LRI 12— mibg e —1- R -1, 2, 3, 4- DUEK — ek ([0 SL ) 3. 46)
7E 5 =+ DOM HH IS, TR G T 2R T hid: 2 /it dsin4h 0. 37 =7 (3.85 =&
FEIR ) LBRET, I T 200 N EEE 4 Ko TES PSR, 48/ HPLC-MS, i
FEEE AT 44k

[2448] 778 ;105 Z 50 ( FB(HIY 43.5% )

[2449]  C,H,.CIN,0(M = 470.019)

[2450]  THEAE <70 T U (MHH) " :470/472 S 47 F U6 (M+H) * :470/472

[2451]  HPLC #FEAIHIA] =7, 08 Z3%h ( J7v: A)

[2452]  =Zjiffs) 3. 68

[2453] 65— (4Gl — A% ) —2-[3- mbmE —2- 2 —4-(2- MEmsdoe —1- 2% — L4 ) - R Lk
5 1 ke

[2454]

[2455] ¥4 30 = »¢ (0.24 = J&E /R ) ML ME -3- B B2 W% 0 & 115 =& w0 (0. 24 =& &
IR ) 2-[3= ¥R —4- (2 mEme ot —1- Jk - L5k ) - LML T-5-(4- & - 2R3 ) - mikng (=
8] S5 3. 7) .0.5 =T (1. 00 ZAEIRK ) 2M Na,CO, %Sl K 16 =g (0. 24 ZEE/R) Y - =
REEWEE -7 1 =T 1,4- Z0E5R S 0. 3 =T EEh BN AT N IREPEIA 6 /)
o ELESE, TEASPMRER. TR D@ AR (B :DCM 2= DCM/MeOH/NH,
1o 12 0.1) ZTaife.

[2456] i :1.8 = (FHILHA 1.6% )

[2457]  CyH,,CIN,0 (M = 480. 01)

[2458]  {1AL{E 4> 7% (M-H) :480/482 SZW{E 4TI (M-H) :480/482

[2459]  HPLC B IHIA] 6. 50 20%8h ( J7iZ: A)

[2460]  =ZjiEfs) 3. 69
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[2461]  5-(4- G — Zx3E ) —2-{4-[2-(4- T - WRiE -1-F% ) - %L ]- R -1- B Lph
i
[2462]
Cl
® S
// N
T, OO
[2463]  3.69a 1-[2-(4- ¥R — 253 —1- FL5E ) - &3 ]-4- 3L - IR
[2464] ;=W LIRS 3. 1e B775, B 1.0 38 (5. 35 ZAE/R ) 4- IR - FH -1- T 5
323 2w (2.00 ZE/R ) 1-(2- A - 43 ) -4 B - UREE Hl 515 2,
[2465] ;=& :530 =5 (FLWR(EHM 97.0% )
[2466]  C,H,,BrNO(M = 348. 286)
[2467]  TFEAH 737U (M) :348/350 SLINAE 43 FUF (M+H) * :348/350
[2468]  HPLC fif BH ] 7. 10 438 ( F5i% A)
[2469]  3.69b 1-[2-(4- Ml — Z53% —1- B4 ) - &3 1-4- H 2L — WRmg
[2470]  RPE—ALFETTVE IL, B 1-[2-(4- 7R - 2856 -1- A ) - & & ]-4- B & - URing
(530 2w, 1. 52 ZEJEIK ) Hil#& 433,
[2471]  7=& :500 Z 5, ( HIRHM 83.1% )
[2472]  C,H,,INO(M = 395. 287)
[2473]  TFEAH 53 70§ (MHH) " :396 SEHIAE 4> 1 (M+H) " :396
[2474]  HPLC #BARSE] 6. 74 23%8h (515 A)
[2475]  3.69c 5—(4- Gl — "% ) 2-{4-[2-(4- I —WRiE -1- 55 ) - S ] - 280 -1- 4
LR |- kg
[2476]  MRPE—MALFE L 1, A 1-[2-(4- B - 285 —1- BRI ) - &3k 1-4- 5L - IRig
(277 =Z358,0. 70 ZJEI/R ) 5 5-(4- & - RHE ) —2- LS - mkrg (150 52, 0. 70 Z AR )
il 2515 2 o
[2477]  j7& :66 =5 (FHIR{ER] 19.6% )
[2478]  C,H,,CIN,0(M = 481. 043)
[2479]  TFEAH 737U (MHH) " :481/483 SLINAE 43 U (M+H) * :481/483
[2480] R, {A :0.60 (#EfiE, EtOAc/MeOH/NH, 95 © 5 : 0.5)
[2481]  sZjidfs) 3. 70
[2482]  2-{4-[2-(4- &L - WRHE —1- J& ) - L8 1 - R OB | -5 R — nikhg
[2483]
® O
& N
T O
[2484]  3.70a 5— ¥R —2—{4-[2-(4- FHE - WRIE —1- F% ) - L% ] - ZRFL LBIE | - nibne
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[2485]  HR4E—MALPEITVE T, B 1-[2-(4- Bl - 205008 ) - &9k 1-4- 2L - WRiE (345 =
b, 1. 00 2R ) 5 5- IR —2— Lk - HibiE (83 23w, 0. 39 ZEIR ) Hil 132,

[2486] =i :100 2w (FELIB{E 25.0% )

[2487]  C,,H,,BrN,0(M = 399. 334)

[2488]  {14IAH > 70§ (M+H) " :399/401 SZIAE /3 I (M+H) * :399/401

[2489] R, {H :0. 83 (#E:fZ, DCM/MeOH/NH, 95 © 5 : 0.5)

[2490]  3.70b 2—-{4-[2-(4— FEL - WRNE —1- & ) - 2 IE |- ZRIL PRI | -5 - — e
[2401] T4 F, # 30 = o0 (0. 25 = EE/R ) A FL A R s I 22 100 = 3¢ (0. 25 = 8
IR ) b= IR —2-{4-[2-(4- AL - WRWE —1- 3 ) - L83 1- 2Rk Sk |- nibmg 0. 25 =7t
(0. 50 Z£AEIR ) 2M Na,CO, ¥ M 4 2= 50 (0. 01 /K ) Pd (dppf) CL, 7E b & Ft 1,4- ZFBEkt
5 2 Z T+ MeOH "H N - i RNIBEY) T 90°C T HiHE 3 Ko LLEtOAc FikE R NVIRE W)
A HIAELL 40 ZT1K, B 5 LAMAT NaCl SMBER:. BL MgSo, - a WA T4, IF T B'A
o R o A8 HPLCMS, JF T e B AR (il (BRFEWR :DCM/MeOH/NH, 95 & 5 1 0.5
% DCM/MeOH/NH, 9 © 1 & 0.1) ¥E4T4lifk,

[2492] @& :27 2 (FHIR{EN 27. 2% )

[2493]  C,H,gN,O(M = 396. 537)

[2494]  JFHAHE 47 10§ (M+H) ™ :397 SEIME 731U (M+H) © :397

[2495]  HPLC fiir B[R] :7. 61 23 Bh (734 A)

[2496]  =Zjifs) 3. 71

[2497]  5-(4— G — &5E ) —2-{4-[2- (4 AL - WRIE —1- 2 ) — AL 1- ZRFL it |- ik
Iz

[2498]

2
QG

[2499]  3.7la 1-(4- il - ZKE3E ) - N —2- %
[2500] =i DARARISE ) 3. le 9720, A 1. 39 3¢ (10. 0 ZBE/R) 1- 1 -2~ AL 5 2. 20
7, (10,0 ZZAEIR ) 4— WY 215 3
[2501] 778 :2.00 72 ( BB{EM 71.9% )
[2502]  C,H,,10,(M = 278.091)
[2503]  TF&AH 50§ MHH) 7 2301 SEJIME 2 F g (M+H) " :301
[2504] R {H :0. 20 (L, PE/EtOAC 4 ¢ 1)
[2505]  3.71 1-{4-[6-(4- & — REE ) - MERE —2- B OPIE 1- R4 |- N —2- iE
[2506]  HRPE —ARALEE 734 T, B 1-(4- W - 20558 ) - N —2- % (2.00 3¢, 7. 19 ZER)
556-(4- & - R ) -2— SBREL - kg (1,54 33, 7. 20 ZER ) Hil&1F3.
[2507] ;=& :1.50 53 ( BB{HEM 57.3% )
[2508]  C,,H,;CINO, (M = 363. 847)
[2509]  PFEAE 43 FUE (MHH) " :364/366 SEIUAE 5> U6 (M+H) ™ :364/366
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[2510] R, {H :0. 25 (FEfE, PE/EtOAC/DCM 1 & 1 : 8)

[2511] 3. 7lc 2—{4-[5-(4- & - 2Kk ) - MERE —2- ZE LRAE ] - A4k 1 -1- 2L - S5
il

[2512] T =T, ¥ 0.35 =7 (4.50 = /R ) R EE S A I 2 1.50 58 (4. 12 = B8
IR ) 1={4-[5- (4= G - ZREE ) - Mkng —2- FE ORIk 1- R - N -2- B 55 1. 14 2T+ (8. 20
ZEJEIR ) = CHEAE 80 2T+ THE W IV N » IR S NVAIAE JLIR FE R ik 3 /it TEAF
BRI, HAF TR B 5 40 = THBUT 2 FEEEE &% 60 Z T KIRG - A sEitie ., 3+ ThE
I EIEEAEEE (BtOAe) HHATHE—D4ith. F= & :1. 00 5% (FIR{HM 54.9% )

[2513]  C,,H,,CINO,S (M = 441. 937)

[2514]  THEAE <70 706 (M+H) " :442/444 SEIIME 4> 10 (M+H) © 2442/444

[2515] R, {H :0. 78 (FEfZ, PE/EtOAc/DCM 1 : 1 : 8)

[2516]  3.71d 5—(4- G — &%E ) —2—{4-[2- (4- FIIE - WRME —1- J ) - NAUSE J- BT Lk
g ) - ke

[2517] 44 0.21 2 J+ (1.80 = JE /K )4- B A& Wk B U5 fn & 133 2 5 (0. 30 =& JE
IR ) 2-{4-[5- (4= 5 — 2L ) — MERE —2- FE PRIk 1- R4 | -1- L - ZIE TR BsAr 2
2T+ DMF RN, RS T 60°C R HikE 16 /NN, IFAE 80°C T HiE 6 /bt THA
oh B BRI, Kk B D UL e I R B, kv, AR 30°C TR, TR S TR gs th g
[2518] ™ i& :65 =g (PRI 48.7% )

[2519]  CyH,gCIN,0 (M = 445. 009)

[2520]  VFEAH 43 TU (MHH) " :445/447 SEIUAE 5> 76 (M+H)  :445/447

[2521]  HPLC i I (8] 5. 37 Z38h (7792 B)

[2522]  sEjiafp) 3. 72

[2523]  (1-{5-[5-(4- 5L — 2K 2L )-mb m¢ —2- 5k & e 5 I-mb mg —2- 56 b nk
ft —3- & ) —4— FFLIRIE

[2524]
¢l

X

P
Z

Oy
[2525]  3.72a(R)-1-(5- ¥R — HkiE —2- 3% ) — ntkmdog —3— i
[2526]  F=p e ISRADISE ] 3. 31a 1 2 ( OIS A] <7 140°CF 60 238 ), H 2. 72 58
(11.5 ZZFEIR ) 2,5- —IRIERES 1. 00 58 (11.5 ZZE/R ) (R) —-3- MLl (pyrrolidinole)
ik
[2527] 778 :1.20 52 ( BEIB{HEM 43.0% )
[2528]  C,H,,BrN,0 (M = 243. 105)
[2529]  HEEAH 73 U6 (M+H) " :242/244 SZIE 4> g (M+H) © :242/244
[2530]  HPLC J# BAINHA] =3. 43 438 ( 532 A)
[2531] 3. 72b(R)-1-(5— f# — nfkig —2— FL ) — nikn& e —3-
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[2532]  HR#E—MeAbEE 7V 1T, H (R -1-(5— ¥] — Mbme —2—- 55 ) — mbms e —3- i (1. 20 3¢,
4. 94 ZEIR ) Hil&A33.

[2533] ;P78 :1.30 72 ( FEIB{E 90.8% )

[2534]  C,H,,IN,OM = 290. 105)

[2535]  iFAAE 20 T I§ (M+H) " 291 SEIME 4> i (M+H) © 291

[2536]  HPLC it B IFIE] :3. 48 438 ( 51k A)

[2537]  3.72c (R)—1-{5-[5—(4— &0 — A&k ) - mkwg —2- & Z e 56 1 mtbmg —2- 3 ) - nikng
5t —3— 7

[2538] AR —MALFE 5L T, B (R) —1-(5- it — nfbmg —2- 38 ) - mE gt —3- i (1. 30 7,
4. 48 IR ) 55— (4- F - AHE ) -2 LWRIE - MERE (957 2=, 4. 48 IR ) #4320,

[2530] ;=i :1.36 b2 ( BEIB{HEM 80. 7% )

[2540]  C,,H,,CIN,0(M = 375. 861)

[2541] VISR 0 5-0 (M+H) " :376/378 SEIMAE 731U (M+H) * :376/378

[2542]  HPLC i FE B[R] 6. 76 Z3Bh (734 A)

[2543]  3.72d 1-{5—[5—(4— 5 — 2k ) — MLRE —2— T LHIE T-nERE —2— 2 } - kg Bt -3 il
[2544] % 0.43 = JI (5.32 = FE /R ) ML g 5 2.26 7, (0.80 =& J&E /R, 15 E & % )
Dess-Martin— EBILE T DOM ¥R, A3 42 200 =77 (0. 53 AR ) R) -1-(6-[6-(4- & — %
55 ) - MERE —2- FE LS T- mEmE —2- 3% } - mbng bt -3 BEAE 10 =71 DOM I B R
MIRAYT 238 N HCRE 3 /B, JRa8 I 2 2B 0 F0 NaHCO, YW 5L T 56 LR s b .
JKAHEL EtOAc ZEHUMI K. LA MgSO, A ALAH T, I T 2 A8 P R ik —4
M, Tois 4ifh o

[2545] 778 100 =g (FR{HM 35. 2% )

[2546]  C,,H,,CIN,0(M = 373. 845)

[2547]  F5AH 0 06 (MHH) " :374/376 SEIWME 4> 1§ (M+H) " :374/376

[2548]  3.72e(1-{5-[6—(4- & — < F& ) -t wg —2- 3L & He L 1t mg —2—- 3 - ik v
Bt —3— %k ) —4— FFLIRIE

[2549] 4 48 % v (0. 22 Z /K )NaBH (0Ac) , 55 27 1 F (0. 47 ZEIR) LBREN A 100 %=
5 (0. 19 ZZBEIR, T0% 417 ) 1- {5 [6- (4— 3 — AR F% ) — Mk i —2— JE Spe 3k 1 - nibme —2— 25 1 it
WAt —3- i 5 22 Bt 4- FIENREE (0. 19 Z£EE/R ) {F 5 = JF THF RSN » KRV IRA
VP ek 4, 51 NaHCO, ¥R G - A NIAHLL EtOAc ZEHU IR . LA MgSO, 1A HLAH
T, I T EA P WEEREE R 28T H HPLC-MS, il i A (i 2k AT 44k

[2550] =& :11 25 (FRW{EM 12.9% )

[2551]  C,H,,CIN, (M = 457. 023)

[2552]  HEEAH <73 V& (M+H) " :457/459 SEIWMHE 47 F U6 (M+H) * :457/459

[2553]  HPLC i B[R] 5. 19 Z3Bh (7734 A)

[2554]  sCjiEfs) 3. 73

[2555]  5—(4— Gl — AHE ) —2-[4- (3— Mg ke —1- 5 — A —1- Bk ) - AAE LBt 1- nitie

[2556]
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[2557]  3.73a 1-[3- (4RI ) — N —2— FedE T npmsse

[2558]  ARYE—MRALEE /534 1, H 4- IR - WK (10,9 58, 38. 5 2 BEIR ) 5 1- T4 —2— Bedk — it
W f (4-20 50, T1 %40, 27, 3 ZZJEIR ) #4133,

[2559] 7= :6.40 75 ( FRAB{H 88.7% )

[2560]  C,,H ,BrN(M = 264. 167)

[2561]  HEAY 23 T (M+H) " :264/266 SZIHE 7> T 1§ M+ :264/266

[2562]  3.73b 1-[3-(4- M - ZKFL ) - A —2— B J- k& A

[2563]  AR¥E—MRALTE T v 1T, B 1-[3-(4- ¥R — -3 ) — N —2— & 1-mbmg 4t (3.2 g,
12. 1 ZEIR) #5152

[2564] 7= :230 25 (HR{EMN 4.6% )

[2565]  CH,, IN(M = 311. 168)

[2566]  TIARAE 4> 1 (M+H) ™ :312 SEIME 731U (M+H) " :312

[2567]  3.73c 5—(4- 5l — 4K ) —2-[4- (3-MEME St —1-F& — P —1- BRI ) — 2R 3L L 5 ] - it
g

[2568]  ARYE—ALEETTIE T, B 1-[3- (4 # - 2R3 ) — T —2— Jedi J- ke (230 2,
75%,0.55 ZJE/R ) 5 5-(4- A - FIk ) -2- LPIFE - nkiE (118 258, 0. 55 ZE/K ) il &
133,

[2569] 7= :96 25 (FRIR{HMY 43.7% )

[2570]  CyH,,CIN, (M = 396. 924)

[2571]  FFEAH 4> TU& (M+H) © :397/399 SEAE 4> F-UE (M+H) " :397/399

[2572]  HPLC BT IA] 5. 03 408 ( 777 B)

[2573]  sLZjiafy] 3. 74

[2574]  6-[5—(4— G — 753k ) — MEWE —2- FL L RIE 1-1- FI3E —2- mkng ke —1- B2 -1, 2,
3, 4- PUS - Mk

[2575]

[2576]  #% 37 ZZ&3g (1. 23 ZZJE/R ) 2R FEEN 1. 8 27t THF WA N4 350 Z 5T (0. 82

ZEPEIR ) 6-[6-(4- Gl — 2R ) - Mbng —2- Lk J-2- nibms e —1- A -1,2,3,4- Y

2 - Mk (S SEf) 3. 46) 1E 1.6 ZJF THE PN #40. 24 Z2F L5 1.2 ZF

THF BN IR AW . HJa, 30 1. 00 53 (2. 05 ZJE/R ) FIEMEILR T (B2 LR

LI, FEIHE 2. 04 ZJEIR / wn) , FPRIRAE Y TEE T Hid: 16 /. Tibikfa, Higw S
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1.50 3a (2. 15 22K ) FREM N (B2 ILERE M, EHE 1. 43 2R/ w) RE,
P37 30 738, FFa 9. T EAS TP IR ), JEAE A HPLC-MS, T el A (i ik AT 44k
[2577] ;=& :33 =g (HWEIN9.1% )

[2578]  CyH,eCIN, (M = 442. 008)

[2579]  {FEAE 0 0§ (M+H) * :442/444 SZIE 5> U6 IHH) ©:442/444

[2580]  HPLC it B IFIE] :5. 22 438 ( 514 B)

[2581] St 4

[2582]  5—(4— %0 - 45k ) -2-{4-[2-(2,5- & - Mg —1-3L) - 253 1- 2KIL 20t ) -l
I

[2583]

! Ct
|\

P

+ N
@ O
N\/\O

[2584]  4da 2-(4- fl - R4 ) - O

[2585] {11 72 (50 ZZ B /K ) 4— iy 3. 88 ZZ T} (55 /R ) 2- YR LT J% 8.3 7 (60 =%
K ) K,CO, 7F 60 2 THTA B v B IRV IR 24 /. T ELAs h BRI 71, 0% B ) 5 7K R
5 L EtOAc WIIRAEHL, 3L Na, SO, A HIAHT 8. 76 SR80 S nle, % B % T
ki I ATE (cye/EtOAc 7 & 3) &litk. =& :2.9 5 (FIR{EM 22.0% )

[2586]  C.H,10,(M = 264. 064)

[2587]  TFARAE 4> T (M+H) © 2264 SEPIME 531l (M+H) © ;264

[2588] R {H :0. 24 (#EfL, cyc/EtOAc 2 1)

[2589]  4b 2-{4-[5—(4- G0 — A% )~ MEME —2- L LHIE ]- KA | - 2

[2590] T F, ¥ 253 = 3w (0.22 ZE/R) WY - = 2R EE e -5 42 Z 5w (0. 22
EER)Cul Bs A 2.9 50 (11 ZER)2-(4- Wl - 2R ) - 4lE 5 2.35 3¢ (11 28
IR ) b= (4- 5 — ARFE ) —2— LRI — MERETE 50 ZEFHWRIE IS » F8 e VIR A 0 E = 3
TR 30 A3EP. TEASERE I, iR Y S5KIR G, IS EtOAe —EHRE. R
CLUTVER 4, HT1.

[2591]1 =& :2.1 7% (BB 54. 7% )

[2592]  C,,H,,CINO, (M = 349. 820)

[2593]  TF&AE 50§ (MHH) ™ :350 SEPIME 7 Fi& (M+H) " :350

[2504] R {H :0. 42 (#EAL, cyc/EtOAc 1 1 1)

[2595]  4c 5-(4- G — A% ) —2-{4-[2-(2,5- =& - Mg —1- 2% ) - L% ]- KR LB
i

[2596]  H4 23 sk Ft (0.29 = FE /K ) F G WE A B W A I &2 85 = v (0.24 = JE
IR ) 2-{4-[5-(4- 5 - 2RIk ) - MEig -2- FE Pk 1- R4 1 - Sl S 41 Tt (0. 29 2/
IR) = OHEAE 10 2+ DOM H HA H1 2 0°C IS, FH44 I NR-G 4 T L RS T 3 dE 1 /)
o B N 46 Tt (0. 58 ZZEEIR ) 2, 5— A& —1H- MLME KRG N 2 =38, i deid
o WNIN 1 2=+ DMF, FEHREW T 70°CFA 8 /. TRAPZATIREY, ik E W 5K
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TRE, LA EtOAc KA L, JF LA Na,SO, A AT . 75 C BR800 5 350 A0 B
THRER B it i (EtOAc/MeOH/NH, 95 & 5 & 0.5) 4lifk.

[2507] 77 :16 25 (FHR{EM 16.4% )

[2598]  C,,H,,CIN,O0(M = 400.912)

[2599]  FFAAE 4> TUE (M+H) ™ :401/403 SEPAE 4> TU5 (M+H) " :401/403

[2600] R, {H :0. 16 (FEHL, DCM/MeOH 95 © 5)

[2601]  SZjdsl 4. 1

[2602]  5-(4- G — &KL ) —2-[4- (2 WRHE —1- I — L%HE ) - RAEE COpRIE 1- nibme

[2603]
CI

AN
l s
= N

Q\/\O ‘

[2604] 4. la G 2- {4-[6-(4- 5 — A5 ) - MhhE —2- R OBREL 1- 2R |- Ol
[2605] ¥ 0.59 =& JF (7.55 =& FE /K ) AP Mo WE &l & 3 O I 2 2.2 5 (6.29 = JE
IR)2-{4-[6-(4- &l — ZRFE ) - bR —2- P 1- R - A5 1. T4 =7+ (12.58 2
JEIR ) = LWEAE 25 ZFF THE A HI R O CIIE N « B RNV IRE W INAEER, JFhidt: 2
NI o R SERSONL, NN 5 S TRIEE , JF TSR T R ARRE 18 /hET . TR BRI, K ik
B 5KIRE, FFLL CBEITES o = iR CUTHE 7, T4

[2606] 77 :2.4 55 (FHIB{EAY 89. 2% )

[2607]  C,,H,;CINO,S(M = 427.910)

[2608]  {1AIAE 4> T (M+H) * :428/430 SZIME 43 T (M+H) © :428/430

[2609] R fH :0. 42 (#EfL, cyc/EtOAc 1 1 1)

[2610] 4. 1b 5-(4- 5 — 2R3k ) —2-[4- (2- WRME —1- 5 - S50 ) - RE PRI ]- nikng
[2611] £ 99 ok F+ (1.0 = & /K ) Uk BE ¥ I 22 85.6 =& »o (0.2 % & /R ) H T IR
2-{4-[5- (4 &l — 2R3 ) - Mg —2- FE OB 1- R4 | - SIRAE 2 =Tt DMF P s
¥ R NAREGY T = TR 18 /. FEAPEMBEN, BREYS 5 2T KK 40
T+ DOM — &8 HE, 7 BE WIAH, I BA Na,S0, T4 78 SRR T S 01 G » Kk i 4 A
20 =Tt LTRIE S, SRSt yg. Po & 62 =0 (FRIS{EM 74.3% )

[2612]  C,H,:CIN,O(M = 416. 955)

[2613] B 20 T (M) " :417/419 SZIHE 7> T 1§ M+ :417/419

[2614]  HPLC yiff B4 I 1R) 6. 51 4380 ( J77% A)

[2615] R AMALEWRF S 4. 1b T PTIRHI R -

[2616]

[2617]
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[2618]

[2619]

53, R k2 o X, ik HPLC # &
1) o B A (A 4P & 7))
(%) G %)
42 Ol 48.9 CaaH21CIN;O | 389/391 6.15 (A)
.. [M+H]*
4.3 N o 27.5 CasH24CIN3O | 454/456 7.25 (A)
N/ N\ . [M+H]+
4.4 N w 28.4 CarHxCIN;O | 4407442 746 (A)
N/ N~\ . [M+H]+
45 50.3 CH2,CIN,O, | 447/449 7.46 (A)
N
N ™~ [M+H]"
[o]
4.6 r 27.2 CzsHaCIN;O | 460/462 5.86 (A)
IS sty
H.C
47 @ 69.9 CaoH2zCIN,O | 465/467 7.98 (A)
T [M+H]'
o
48 A | 55.8 CasH2sCIN,O | 403/405 6.24 (A)
[M+H]"
49 C”@”* 72.0 CaoHzCIN;O | 486/488 554 (A)
[M+H]*
4.10 o™ 65.6 CasH2CIN,O, | 418/420 6.38 (A)
LN IMH]'
4.11 TN 486 Cz6H2CIN:O | 432/434 | 5.78 (A)
k/N\ s [M+H]+
412 C’ 50.3 | Co7H2CIN,O, | 447/449 0.80
N\
o [M+H]" | (EtOAC/MeOH/NH;
90:10:1)
413 ™1 330 CazHCIN3O3 | 546/548 0.75
\-
>y [M+H]' | (EtOAc/MeOH/NH;
’ 90:10:1)
414 Q 54.0 CasH2sCIN,O | 417/419 0.78
N
™. [M+H]* | (EtOAc/MeOH/NH;
90:10:1)

IS REAL S 4. L P T IR R (R R i R R A S NIR G 5
Z T NaHCO, IR &> LL 40 =T+ DOM A KL, IF TR ERATHUAR A » BA Na,SO, fEH1- . 1E
O BT B ) e A B A T i Bl i it atiqk .
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SN R i . R .
%36 Pk S R, ik HPLC #'&
) (%) B 18] (1A @:vkﬁﬁ)
(7 =)
4.15 _3( 57.9 C30H32CIN3 O3 518/520 7.94 (A)
[e] M+H]+
o:%k [

W ~<::y\
4.16 " rI\ICH’ 73.7 C24H23C|N202 407/409 6.29 (A)

AN

T [M+H]

s [M+H]" |

[2620] ¥ 3 M EMIAHMN LA INE 1 &8 1 PR 2- (4-[5- (4- & - ZKFE ) - nbme —2- 3
CREE - I ) - ZFEAE DMF RV (2 =TT /0. 25 ZJER) I, IR RNIR S T
60-70°C FHEHE 16-72 /NNt ALFEJE T 2 PR TSR K
[2621] B4R A AFRNIRAYE T HPLC HE4L.
[2622] A7 B AL RNIREGY O HG, TR S IUTEY S 1.6 ZF- R NER S,
S, Db B RN ELEGS, I T 30°C T, R ST h it
[2623] T HMLG Y EEI T7V23RAT
[2624]
el

IY'%J |
R~ ‘\;

0

[2625]
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k7, R FEB) | zmX ik HPLC # & i 4]
151 (EH& (AP R
variant) TWF %)
418 | . 536 |CasHaxCIN:Os| 560/562 544 (B)
o +
+
O/)\h"/\o (A) [M+H] |
CH, N |
4.19 N 376 |CxHuCIN:Os| 532/534 524 (B)
[o} +
o)\N,H (A) ~ M+H]
4.20 @o’H 421 |CaHzCIN2O2| 447/449 7.19 (A)
" A) M+H]"
4.21 GA 413 | CHoeCIN,O | 445/447 7.95 (A)
"~ (A) M+H]*
422 J 403 |CHxCIN,O,| 447/449 468 (B)
. Q M+HT'
428 | | 69.3 |CaHxCIN3O;| 502/504 6.86 (A)
0”7 N R
L L] @ M+H]*

[2626]
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424 702 |CaoH2sCIN:Oz2| 433/435 468 (A)
N
n W M+H]*
425 270 | CasHzeCINO | 445/447 530 (B)
. (A) [M+H]"
426 /\O 234 | CasH2sCINO | 445/447 8.09 (A)
"~ (A) [M+H]*
427 H\OAO 707 |CaHaiCINO, | 447/449 679 (A)
~ @ [M+H]*
428 200 | CooHa1CIN:O | 459/461 5.49 (B)
"~ (8) M+H]*
429 —}‘)HD—O* 866 |CasHaCIN:Os 600/60? 5.70 (B)
° (B) [M+H]
4.30 N 92 | CaHxCIN;O | 433/435 520 (B)
RTINS M+HT
431 s 229 | CaoHaCIN:O | 488/490 560 (A)
7™ @ M+HT
232 | % 87.0 |CaH2sCIN2O; | 4607462 0.12
Ek@\ ®) [M+H]* | (DCM/MeOH/NHs
' 95:5:0.5)
433 H/KO 480 | CaaHaCIN:O;| 433/435 0.13
N (B) [M+H]' | (DCM/MeOH/NH;
95:5.0.5)
434 \O 390 | CaH2CIN:O | 431/433 0.28
"~ (B) [M+H]* | (DCM/MeOH/NHs;
95:5.0.5)
435 617 | CiHzsCIN,O | 493/495 0.35
) ®) [M+H]* | (DCM/MeOH/NH;
- 95:5:0.5)

[2627]
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4.36 % 204 | CaHsiCINO | 4717473 0.25
) (8) M+HT"* | (DCM/MeOH/NHs;
e 95:5:0.5)
437 % 756 | CaoHaiCIN:O | 471/473 0.23
b (B) [M+H]* | (DCM/MeOH/NH;3
'~ 95:5:0.5)
4.38 69.0 |CxHCIN:O,| 516/518 0.20
L KEN\ . (B) [M+H]* | (DCM/MeOH/NHs
T\\ ° 95:5:0.5)
4.39 @ 405 | CxH2CIN:O | 415/417 0.22
. (B) [M+H]* | (DCM/MeOH/NHs
95:5:0.5)
4.40 Qj 635 | CsHzsCIN;O | 485/487 0.18
N (B) s [M+H]* | (DCM/MeOH/NHs
9:1:0.1)
441 [y 388 | CoHznCINsO | 474/476 0.09
NN () [M+H]* | (DCM/MeOH/NHs
95:5:0.5)
4.42 417 | CaHuCINO | 477/473 0.30
AN (8) [M+H]* | (DCM/MeOH/NH;
95:5:0.5)
4.43 558 | CHuiCIN:O | 459/461 023
"~ (B) M+H]" | (DCM/MeOH/NHs
95:5:0.5)
4.44 297 | CagH2eCINZO | 445/447 0.32
/lé,\ (B) [M+H]* | (DCM/MeOH/NHs
95:5:0.5)

[2628]  SLjiafy) 4. 45

[2620]  1-(2-{4-[5—(4- G — %L ) — mbmg —2- FEOPIE 1- R4S V- 236 ) -[4,47 1Bk
Wk iE

[2630]

N\/\o
[2631] ¥ 3= F 5N HCl 1) 5% N B % W W fn &2 200 2 5 (0.33 & JEE
IR —(2-{4-[5-(4- & — HFL ) — memg —2- FL PRI - KESE 1 - 238 ) -[4,4 ] BAUR
WERE —1- RIRBUT BE (SZitife) 4. 29) 78 5 =T+ DCM H IS N, T I BB &Y T =T
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Bikk 4 /it DL 30 2T DCM #ks, LA NaHCO, Y5 P AT, 5 30 = TH/KIR A, ¥ /KAH
LL DCM AJEZE B, FEAE A FF 1A HIAH A MgS0, 5. 7E CUIRBR T 157 S5 R s » 3RAF AT B 11
7=

[2632]  j=i 127 25 (FB{HY 76.3% )

[2633]  C,,H,,CIN,0(M = 500. 089)

[2634]  {FEAY 4> TUg (MHD) " :500/502 SEPUAE 2> % (M+H) * :500/502

[2635] R, {H :0. 10 ( FEKE, DCM/MeOH/NH, 9 & 1 : 0.1)

[2636]  SLZjifs) 4. 46

[2637] (R)-1-(2-{4-[6-(4- G - K& )-mbmg 2- L L P - REHE - 28 ) - IRk
g —3- FEf%

[2638]

! Cl
~

H\N/H | P
// N

OO
[2630] 4 1.5 = J+ 5N HCL Iy 7 N BF % W ¥ fn 2 110 2 50 (0.21 =& J& /K)
[(R) -1-(2—{4-[6-(4- 3l — 2= ) — MEmE —2- FE LBk 1 - 53 1 - 48 ) - WRmE -3- 28 -
SR IRBUT B (SEHER) 4. 19) 76 5 2T+ DCM AR VN, FE5 NIR G T =3I N 4 4
NI o B BT B IE ) 5 D U T 2 AR AR ETR G, 198, DUBUT 5 R AL RV, R AE 30°C
TR,
[2640] 778 :104 Z 750 (FIB{HA) 99.5% )
[2641]  C,H,.CIN,0%2HC] (M = 504. 892)
[2642]  VIEAH 4> FUE (M+H) ™ :432/434 SN 47 T (M+H) * :432/434
[2643] R, {H :0. 27 (fEfE, DCM/MeOH/NH, 9 @ 1 ¢ 0.1)
[2644]  SZjudsl 4. 47
[2645]  [1-(2-{4-[5—(4- 50 — A% ) —MERE —2- F LpIE - R4 | - &5 ) - WRIE —4- 2%
I - I - %
[2646]

H
\N/
KC“‘\/\
0

[2647]  ZRAISL Tt 4. 46, H 160 Z 58 (0. 29 Z /R ) [1-(2-{4-[6-(4- & — &K% ) - it
WE —2- L LI 1- R | - 58 ) - WRiE —4- T |- B - R EFRBUT B (St
4. 18) il &13 %,

[2648] 7= :156 25, ( HIREM 100% )

[2649]  C,iH, CIN,0%2HCI (M = 532. 946)

[2650]  FAEEAE 0 FUE (M+HH) " :460/462 SZIME 4> F g (M+H)  :460/462

[2651] R, fH :0. 13 ( EEKS, DCM/MeOH/NH, 9 © 1 : 0.1)
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[2652]  SLjiafy) 4. 48

[2653]  1-(2—{4-[5—(4- T - ZFk ) —MLNE —2- FL Ltk - ZR4HE | - &5 — kg e —3- 2k
iz

[2654]

. c
X

l

>

// N

Gl IO
[2655] 4 1 =T =R ORI A 45 =50 (0. 09 ZBE/R ) [1-(2—-{4-[5-(4- 5 — 7% ) — it
WE —2- FEOPRIE 1- 2R |- &5 ) - kg e —3- 255 - 2T IRABUT I8 (SEhf 4. 15) 78
5 Z=TF DOV HH IS N % RNIR AP T IR T Hid: 24 /bt TR ERTIREGY), Bk
W5 20 ZTF DM VR4, ¥ HLAE LA NaHCO, S IBPESS, 31 LA Na,S0, T4, kT
B S AT E )
[2656] =& :15 25 (FHIR{ENT 41. 3% )
[2657]  C,.H,,CIN,OM = 417.943)
[2658]  THEAE 70T UE (M+H) " :418/420 SEIMHE 47 F U (M+H)  :418/420
[2659]  HPLC #i BE N [A] 5. 86 730 ( 773 A)
[2660]  SLCjiafy] 4. 49

[2661] (2 (4[5~ (4~ 40 - HIE )~ LWz —2- JE Z 4 0 1- SE4RIE ) - 298 ) WO — U
e - 3 - B
[2662]

l Ct
X

P

N

Z

(::]/A\/”\o uli
N

[2663] ¥ 60 43 FF (0.8 % B /R) = & &L B ¥ I £ 22 = 7w 0.04 =& &
IR)A-[(2-{4-[5-(4- & - ZFE ) — kg —2- F L gt 1- KA ) - 288 - PR -2 - IRk
WE —1- FREEAUT BEAE 5 Z 7+ DOM FP IS, F0/ OVIRG Y T 2= T ke 24 /i TR
THZETIREY, IR REY S Cl— Bt . ML IETTEy), UL OB, H 145
[2664] ;=& :12 25 (FHIR{EN 67.3% )

[2665]  C,,H,.CIN,0%CF,CO0H(M = 560. 017)

[2666]  TFEAE /0 U (M+H) " :445/447 SEIHE 4> FIg (M+H) * :445/447

[2667] R, {H :0. 07 (FEK, EtOAc/MeOH/NH, 80 : 20 : 2)

[2668]  =jififd] 4. 50

[2669]  1-(2—{4-[5—(4- 5 — 23k ) —Mbng —2-FL LIk |- 284 | - &3 ) - kg bt —2- 72
1% P

[2670]
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o |

W
<:jrﬂ\o/ 4
N ™o IIE

[2671] K 0. 15 Z L FNENS 73 255 (0. 44 2R ) AR - Bl (AR
HAEH) BnZE 171 25w (0.4 =R ) PRI 2- {4-[6- (4 &l — 258 ) — mbwg -2- ZL ok
51 R L - SWEAE 2 =Tt DMF N, 8 OVIREY T =3 R ke 18 /bt . F
HA R ETIRAY, Fl it HPLC {5k B 4ith .

[2672] =& :10 250 (FHIR{EN 5. 4% )

[2673]  C,.H,.CIN,0,(M = 460. 965)

[2674] A A3 T (M) " :461/463 SZIHE 7> TI§ (M+) " :461/463

[2675] R {H :0. 79 (#EAL, cyc/EtOAc 1 1 1)

[2676]  FAMLEWRTIEL FR A EHIRK |

[2677]

[2678]
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e R
15)
4.51 *
. >~
452 &,
. Ve
4.53 o
. »
4.54 H‘o
2
455 ~o
)
4.56 A\
. Ve
| 457 )ﬁ i
: - »~

[2679]  SLjitafs] 4. 58

[2680]  [1-(2—{4-[5—(4— G - 4FE ) - MR —2- FL LBRIE ]- ZR4UIE | - 258 ) - WRIE —4- 2k
A3 ]- A - sk h

[2681]

[2682] 1 R Bk HCT Y& WS N &2 15 = g (0. 03 ZJE /R ) [1-2-{4-[6-(4- & - 7K
B ) - MERE —2- FE OBRIE 1 - 2R 50 | - &5 ) - WRIE —4- SR SE ] - IR - ik (SEf) 4. 41)
1 6 ZF+ DOM 5 4 ZF+PIH F (R N, BRI R IR AN R SO TE A 1. T8
T SRR B B, TR

[2683] i :10 Z 3y (FHR{ENY 61.2% )

[2684]  C,,H,CIN,0%HC1 (M = 510. 512)

[2685]  THEAH 73 T U (M+H) " :474/476 SEIMHE 47 F U6 (M+H) * :474/476

[2686] YA :> 250°C
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[2687] Sl 5

[2688]  5-(4— % — AHk ) —2-[3— 1AL —4- (2- MEMd ke —1- 2k - L5 ) - I LA T- it
e

[2689]

= N
Q_JJ

[2690] 5a 2-(4- i —2- AL - KAL) - 41

[2691] - N, KT, % 2. 34 50 (10 ZJEIR ) 4- i —2— FEE - My r b n 42 0. 48 wg (11
ZZEEIR )NaH 7€ 50 2T THE A EI R 0°CHIBIEE W, FF IR E FHHiEE: 30 208, 2R
Ji, BN INCH T 5 =T THE 1 0. 85 =T (12 =ZJE/R ) 2- IRE LB, JPBIRGWIES
BB 18 /NI o BN 5 ZF DMF, 44 R NMIR-GH T 7T0°C N 8 /pint . fEE A 2518
G, AR AW T K, DL EtOAe RZEEL, T LA Na,S0, T4 8 Tk T4 50 S %7 e
R B T B g (cye/EtOAe 7 & 3) 4fifk.

[2692] ;=& :0.39 72 (FHIBEM 14.0% )

[2693]  C,H,,10,(M = 278.091)

[2694]  TF&EAH 50§ MHH) " 2279 SEPIME 7 Fi& (M+H) *:279

[2695] R {H :0. 28 (#EAL, cyc/EtOAc 2 1)

[2696]  5b 2—{4-[5—(4- A — &%k ) - MEME —2- FL APk ]-2- FIJE - R4UHE - O
[2697]  ZRALSLIfS] 4b, H 380 Z e (1. 37 ZZJE/K ) 2- (4- il —2- 2L - F40E ) - 2y
292 Z vy (1. 37 ZJEIRK ) 5-(4- G — REE ) —2- LBk — mbIE ) 38 Z& Wk WE FRIS VAL il £ 159
#,

[2698] 7= :340 =g ( FHIB{HM 68. 4% )

[2699]  C,,H,,CINO, (M = 363. 847)

[2700]  VIEAE 47 F U (M+H) " 2364 S 4> FiE (M+H) ™ :364

[2701] R, {H :0. 26 ( FEfL, cyc/EtOAc 1 1 1)

[2702]  5c HT#EG 2-{4-[6—(4- & — 2REE ) - MR —2- FELH R 1-2- R - KA E 1 - &
1

[2703]  ZRAASLfH] 4. 1a, H 310 258 (0. 93 ZEIR ) 2- {4-[56- (4 & — ZRF% ) — e —2- 2
LIRFE ] -2- L - AL | - 4TS 88 T (1. 12 2 8/R ) AEE Sl 133, 7 & 300
2w (B{EmM 72.7% )

[2704]  C,,H,,CINO,S (M = 441. 937)

[2705]  VFEAH 4p T0E (M) :442/444 SCIE 50 716 (M+H) © :442/444

[2706] R {H :0. 35 (#EAL, cyc/EtOAc 1 1 1)

[2707]  5d 5-(4- &l - K3 ) —2-[3- A& —4-- Mg e —1- 2% - S5 ) - RE L
51— ke

[2708] #4110 Z 58 (0. 25 2 /R ) AR R 2- {(4-[5- (4- & - A 5E ) — mbng -2- 2E 2k
Ak ]-2- L - R4 |- SERAE 2. 11 2T} (25 ZEIR) MEMEGE Vs T 70°C ik 3 /s
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o TEASPATREGY, BR M5 AKIRE, UL DM AT AEEL, 3 LA Na,S0, A HLAH T4 .
FE C R T S5 5, IF B EtOH E 45 55, SR AT E 17

[2709] =& :55 %2 (FHIR{EN 52. 8% )

[2710]  Cy,H,,CIN,0(M = 416. 955)

[2711]  F5AE 2 70§ (M+H) * :417/419 SEIME 5> T (+H) ©:417/419

[2712]  HPLC ffr B IFE] 7. 19 438p (5% A)

[2713]  sEjfsl 5. 1

[2714]  5-(4- 50 - KK ) 2-{4-[2-(2,5- & - Mm% —1- 36 ) - 24k 1-3- S - 2R3
LR |- niEmE

[2715]

a
N EII]
|

=

4 N
O J2

[2716] SIS jEfs] 5d, H 110 Z 5 (0. 25 Z /R ) FERR 2-{4-[6-(4- & — %) - it
WE —2- FEOPAE 1-2- AL - AL 1 - QRS 1. 92 =71 (256 =8EIRK) 2,5— & —1H- k&
il 215 2 o

[2717] & 10 Z50 (FHIR{ER 9. 6% )

[2718]  CyH,,CIN,OM = 414. 939)

[2719] 5 20 T (M+H) " :415/417 SSHE 4> 7§ (M+H) " :415/417

[2720] R, 14 :0. 50 ( FEJKE, EtOAc/MeOH/NH, 95 © 5 : 0.5)

[2721]  SEjitEfe) 5. 2

[2722]  5-(4- &l - K%L ) —2-{4-[2-(4- HTAEE - WRME —1- 5% ) - L4 1-3- AL - K5
LRI | - nikg

[2723]

l o]
AN

‘ s
)\O =z N
N\/\O O

[2724] #4164 =g (1.0 ZE/R ) 4- A EE - URiE (DLH AT ) NN 88 =
(0. 2 ZZEIR ) AR 2 {4-[6- (4— & - K2 ) - Mbng —2- RO |-2- FE -KEH - &
M55 0. 34 = 2 ZER) LR NRENRAE 1.8 ZJ+ DMF FHHE N, H¥ R NVIR G
TR N 24 /AN HAE ST IR A 38, FRE i HPLC itk [ BB G .

[2725] " & :18 2 (FHIR{EN 19.4% )

[2726]  C,H,,CIN,O(M = 473. 063)

[2727]  FEAH 53 T (W) :473/475 SEIUE 5> 76 (M+H) * :473/475

[2728]  HPLC i B[R] 5. 70 Z3Bh (7794 B)

[2720]  FHMLEWRIZLHEE] 5. 2 ThETIRHI R

[2730]
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R\/\O
[2731]
£ R = H(%) 23N it HPLC # ¢ & i)
41 (PA G5 27 )(F %)
53 E 18.3 CaxH2CIN2O | 493/495 5.70 (B)
©X - [M+H]
5.4 H.Cm f‘\ 48.9 C28HxCIN3O | 460/462 4.22 (B)
. M+H]
55 10.9 C2oH3CIN;O |  459/461 5.49 (B)
N
AN . [M+H]+
[2732]
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5.6 256 CasH3CIN2O | 507/509 5.73(B)
N
“a . [M+H]+
57 °\'\;\ 20.2 Co7H2sCIN,O, | 445/447 4.82 (B)
Iy M+H]'
5.8 }PT:], 246 Ca7H27CIN2O, | 447/449 4.69 (B)
"~ [M+H]*
5.9 @_ﬁ; 17.3 CasHxCIN2O | 521/523 5.83 (B)
. M+H]"
5.10 E 40.1 CaH3CINSO | 523/525 4.25 (B)
AN
(Y 7::}\ IM+HT"
511 CL 12.3 C27H27CIN2O; 447/449 4.89 (B)
Ho & N, [M+H]+
\3"
512 “\o/\ 31.0 CaH27CIN2Os | 451/453 462 (B)
H\O/\/N\ [M+H]+
513 ~ s 17.7 Ca6H23CIN:O | 415/417 5.03 (B)
\\/N\ [M+H]+
514 % 29.8 CooH3CIN,O | 459/461 5.46 (B)
"~ [M+H]*
515 “aC:N_Q 52.9 CasHxCIN:O | 460/462 4.15 (B)
H,C N +
: . [M+H]
516 >L 21.4 C31H3CIN3Os | 532/534 543 (B)
o +
0P [M+H]
he
517 p 19.8 C2H3CIN2O | 459/461 5.43 (B)
"~ [M+H]*

[2733]
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5.18 Iy 28.1 CaH2sCIN3Oz | 474/476 466 (B)
Q N +
Lne, [M+H]
5.19 ﬂ/° 1 11.4 CasH3sCINsOs | 560/562 5.60 (B)
IU\, [M+H]" |
520 | _ T 7.4 [ CsHnCIN:OsS| 524/526 479 (B)
% U\ ‘ M+H]"
5.21 /°Y\O 135 CaxoH3:CIN2Os | 503/505 5.16 (B)
° N [M+H]*
522 [°N°~ 14.0 CaxH3sCIN2Os | 531/533 5.39 (B)
TAO [M+H]+
N\
523 E 16.6 C31HxCIN3O | 502/504 4.15 (B)
YO M+HT'
524 ( 245 CxHwCIN3O | 530/532 4.19 (B)
(N\/\O [M+H]+
N\
5.25 ﬁ“a 4.8 CasH3sCIN3O | 528/530 4.22 (B)
T \Q\ IM+H]*
5.26 i, 24.0 CaH3CIN,O, | 563/565 4.92 (B)
@:L)@ - MHT
N
MERAIN
5.27 o=¢>. 36.8 |CasHxCIN:OsS| 612/614 5.43 (B)
\
asen

[2734]

I E YR S 5. 2 T BT S (R AE RO CLEE AR, TRASH AT R

NAREY), ¥ 5 B W) KRS, KK A LA DOV AR ZEEL, JF LA Na,SO, A HLAHT . £l
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BT SR G, R Y TrER LiE @i (DCM/MeOH 95 -

5888 1 2) 4ifk.

[2735]
AT
AT
A
R\/‘\o/l )/
[2736]
F R 7 3(%) ESES Jit HPLC # & b )
# (A ATV )
5.28 e 376 CagHxCIN;O | 472/474 4.05 (B)
N\ )
529 | °\@ 358 | CxHxoCIN:O, | 524/526 5.43 (B)
=N N\
[M+H]"
5.30 Q 60.7 CaHCIN,O | 4467448 5.26 (B)
s [M+H]"
5.31 o-H 37.1 CxsHxCIN,O. | 523/525 5.33 (B)
N [M+H]*
5.32 /é 532 CxHxCIN.O | 459/461 5.53 (B)
N [M+H]*
5.33 U\ 488 CosHoCIN,O | 445/447 5.26 (B)
’ [M+H]*
5.34 Qj‘ 46 1 CxoHxCIN,O | 465/467 5.33 (B)
N\ ] [M+H]+
[2737] "R HML G Y2 2 St 5] 5. 2 A BT i TR B 2 B S NR AT 60°C i

4-18 /PN o FER N EE R, THATET RIS, Kok Y 5 /KIE S, LA DOV A<
BUKAH, IFEL Na, SO, A AU T4 78 S ER T S350 a AR T Alox il

AL .
[2738]
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S R (%) Fa# X ik F Alox L#5 Refdl
i (RBLA) |
5.35 H‘O""O 647 | CoeH2sCIN;O, | 433/435 052
N [M+H]* (EtOAC)
5.36 o-H 74.8 CasH26CIN2O, | 461/463 0.31
\Q - [M+H]" (cyc/EtOAc 1:1)
e 485 | CooHosCIN:O; | 433/435 052
.. [M+H]" | (cyc/EtOAc 1:2)
5.38 H‘o/\G 781 | CzHzCIN:O, | 461/463 0.38
AN M+H+ | (cyc/EtOAC 1:3)
5.39 @ 653 C27H25CIN;O 429/431 0.70
" M+HJ+ | (cyc/EtOAc 2:1)
[2739]
540 [ g 497 | CaHzCIN;O; | 473/475 0.34
o Mo [M+H]+ | (cyc/EtOAc 1:1)
5.41 /o 526 | CaHz/CIN:O; | 447/449 0.21
o [M+H]+ | (cyc/EtOAc 1:1)
5.42 FSC\O 81.8 | CoaHeCIFsN;0, | 499/501 057
AN [M+H]+ | (cyc/EtOAc 3:1)
543 G 470 | CxHzCINO | 431/433 072
" [M+H]+ | (cyc/EtOAc 2:1)
5.44 & 12.0 | CaHzCIN:O | 417/419 0.52
o M+H]+ | (cyc/EtOAc 4:1)
5.45 H‘o’N\\G 326 Ca7H26CIN3O, |  461/463 0.27
"~ M+H]+ | (cyc/EtOAc 1:1)
5.46 \O’N§G 44.3 C28H230|N302 474/476 0.25
"N [M+H]+ | (cyc/EtOAc 4:1)

[2740]  FAMELEWREAL SR 5. 2 o TR H R FIRCRE S NAR G T 60°C I 18 /Mt
[2741]
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X R Faen) | FBX ik F Alox £ #4 R
# (eBLA )
5.47 Oﬂoz” 282 | CosHzCINZO; | 461/463 0.40
. IM+H]* | (cyc/EtOAc 1:1)
548 Y 6.7 C2sH31CINO 447/449 0.63
he [M+H]+ | (cyc/EtOAc 4:1)

[2742] R AWML E WAL S 5. 2 H B il i, 4 7 BRI NAR G T 60 CHN# 6-14 /)
o ERMNEETH R, TR MRS, K% i Y-S5 AT K,CO, ¥R & > L DCM A
JEZEIOKAH, T A Na,SO, A AR T4 175 SR TS5 v G, (85 B T Alox B3

g Aify .
[2743]
7"4:2'@ R . o ":Pﬁ‘, 5'1:1% ‘}"AIO‘(_J'_Q‘] Rf{ﬁ
1 FEROK) | REX (FeBLH), 5 HPLC
e G BT 8] (A 5 4F
A7) (F &)
549 | N 55 CxoH2sCINsO | 497/499 0.36
5 [M+H]" | (cyc/EtOAc 1:1)
N -,
550 Py 8.3 C2H%CIN:O | 514/516 412 (B)
[M+H]"
551 O 3.9 CaoH=CIN:O | 486/488 4.46 (B)
N +
t‘ [M+H]
N
\ -
552 H'°\©\/E,jl 362 | CoHCINGO, 483/48+5 054
. [M+H] (cyc/EtOAC 1:1)

[2744] TGP RIZ RG] 5. 2 T PTIREI R, #4 R NVIREYIN#AE 100°C, #%FHE 3 5
18 /N2 7)o FE N L5 W T » TR ZET RNTR G, bk B ) 5 1A K,CO, SR &
L DCM %JQJF&%%ME I B NapSO, A A HUAH T 48 OB TR S8 F i (TR E 4 T
Alox il itk

[2745]
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. R l
e (%) I X, TR F Alox £ ¢4 RefE
15 (GRBLFD, 3 HPLC
i g uf 1B (A 44
A TNF %)
553 (':H;(O 75.7 | CxHxCIN3O; | 502/504 0.31
He AN IM+H]* | (cyc/EtOAc 1:1)
[e]
5.54 N 233 CxH=%CIN;O | 514/516 422 (B)
D T
555 15.2 CooHxCIN;O | 459/461 5.39 (B)
" [M+H]*
[2746]  SZjifd) 5. 56
[2747]  1-(2-{4-[6-(4— 5 — 2RI ) — e 2-FE ARIFE T 2- L IR | - 238 ) 4-H
- WRIE —4- Fefy
[2748]
oy
l AN
HN ~Z N
T
[2749] ¥ 1 ZTF =R OB INE 130278 (0. 23 ZEI/R) [1-(2-{4-[5-(4-& - 3L ) -tk

g —2- FE L pRFE 1-2- L - ZREIE |- &K ) -4- A - IR —4- 5 ]- A FIRRAUT BE
(SEHEf) 5. 19) 7E 10 =T+ DOM I, F-0 I SR G T =3 M sk 14 /bt TR
REY KRR iR 30°C ), FA% B V) 5 K,.CO, VIR &, BL DOM A A 5, Ffd
A HUAHLA NapSO, 4 o 75 CUBR T80 S ¥ 5 » DL 5 TR SE R AT B8 5 B3 1) » <ol 9Bt v
W, RAEZS ST
FE 165 =, (FSEA 60.9% )
CosHy, CIN,O (M = 460. 024)
TEAE 5> T (M+H) * :460/462 SEIIME <43 706 (M+H) © :460/462
HPLC ¥ FH WS 1R] <4. 09 738 ( 7574 B)
NHMk AR FR VAR

T

e

[2750]
[2751]
[2752]
[2753]
[2754]
[2755]

[2756]
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) R
1)
5.57 >k‘
e
5.58 CFy
. »~
5.59 x
Ve
560 H\o
B
5.61 ~o
B
5.62 [\
e
5.63 )ﬁ
R »

[2757]  SKjitifs) 6

[2758]  5-[5—(4— G — K%L ) - MEWE —2- L LBIE 1-1-(2- Mg pe —1- 2% - 455 ) —1H- 1y
IS

[2759]

! Cl
S

Pz

4 N
4 O
9,

[2760] 6a 2-(5— il — WL —1- 3L ) - 4

[2761]  T-N, KR, ¥ 30 » (121 22K ) 5- g DeAy N 42 27. 1 v (484 =2 /K ) KOH
1E 150 ZEF+ DMSO W FIRIF N o 4 R NIRG ) T 330 T OREE 1 /DI, LAUKOKA I 0°C, 18
1B BN 9. 7 ZFt (145 IR ) 2- A LT 30 2T DMSO ¥, HH7EZI0 FHidE 4. 5 /)
o K SNIREM Y 1T EtOAc VA&, fEA1E DL T, A 800 22T+ /KB IU K, JF LA 400 2T
YL NaCl ¥ sE— IR, H UL Na,SO, f-a WA T4 75 BT8R S% ), 5k )
Wk (BERS, cye/EtOAc 3 & 1) 4lifk.

[2762] 77 :20.5 56 (FHIB(HA 59. 1% )
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[2763]  C,,H,,INO(M = 287. 102)

[2764]  TIARAE 4> 10§ (M+H) " ;288 SEIME 731U (M+H) " :288

[2765]  HPLC ¥ EAIIA] =7, 98 Z3%h ( J7¥Z: A)

[2766]  6b 2-(5— = HIEEAELEHE Lk — g|hg —1- 58 ) - &l

[2767] 4% 398 Z3r (2.1 ZFE/R )Cul 5 1.47 75 (2. 1 2% /K ) Pd (PPh,) ,.CL, ¥R INZ 30 11
(104 ZFEIR ) 2- (5 Ml - M|Wg —1- 2 ) - £4FE 5 18 =Tt (1256 IR ) LBt - =% - ik
FEAE 480 T = Ll 120 =T+ THF &R E1 2 0°CIIEE N, T 0°C N HiEE 30 /3%, &
TEZW T HRE 2 /N RSP 2T RE Y, AT % T 300 ZF EtOAc 7, A HLAH LA
150 ZFIKBEWR, LA Na,S0, T4 78 CUIEBR T8 5850, 100k B i (i (R,
FEEW :cye/EtOAc 4 @ 1 &2 o 1) 4ifk,

[2768] 7= :26.85 5L ( FHIG{HE 100% )

[2769]  C,H,NOSi (M = 257.411)

[2770]  VFEAHE 47 10§ (M+H) ™ :258 SEIME <7310 (M+H) © :258

[2771] R {H :0. 25 (#EAL, cyc/EtOAc 2 1 1)

[2772]  6c 2-(5— LHRFE - MWk —1- & ) - LFF

[2773]  + N, KRN, 6 29 52 (91. 8 ZE/R ) TBAF NN 2R 21. 5 57 (83. 5 /R ) 2-(5- =
AT pe g B — Wt —1— 35 ) — ZBEAE 500 ZZTH THE VAR I, 3105 SOV IR G A 5
BN 15 /. AEEA TP EATIREY, kY T 300 27 EtOAc H, fEATEOL T,
WA AR, 200 ZZFH /KRB IR, FF LA 200 2L AT NaCl i pEs— %, H B Na,SO, T4
1E O B B0 S50 I, A3 T 74, Bz

[2774] ;P74 :15.46 55 (FS{EA 100% )

[2775]  C,H,,NO(M = 185. 228)

[2776]  FEAE 5> T (M+H) " 186 SZillfE 4> 10§ (M+H) " :186

[2777]1  HPLC i B WS IA] :7. 04 Z3Bh (73 A)

[2778]  6d 2-[5-(5— IR — MHLME —2— FE L BdE ) — M —1- 5 1- 2 F%

[2779] T N, KRR, % 29.4 3¢ (124 ZEEIR ) 2,5— R — MEWE 241 255 (1. 3 ZEIR )
Cul J% 888 %5t (1.3 ZE/K ) Pd (PPhy) ,Cl,, YN INAR 23. 0 58 (124 ZJEIR) 2- (5— LBk — 1)
Wk —1- 55 ) - 4FE 5 35 27t (248 ZJE/RX ) R NFENEAE 1150 =7+ THF F KN, IE5
RIREYT 50°C N 3.5 /N . WS4k 241 Z 55 Cul & 888 Z 7% Pd (PPh,) ,C1, & 9 7
(38 ZE IR ) 2, 5— iR — MLRE, BB G T 50°C T Hoidt 2. 5 /N, TR T Bt 64 /i,
HT 60°C T HHiH: 8 /M. THZHZATIREG, MR EY S 500 =7+ 3% NH, % /% 800
ZTJ+ EtOAc 1B G- JEH PR SEITTED, LLKYER:, MAE 50°C TR . 7 BSIEM KA, 7
TEAPETHNA. HREY S 500 ZF PE/ S AKERE (1 0 1) —RIEEHE, JHb
k. ANE, MR A T

[2780] ;7 HE :24.96 72 ( BHIS{HE 58.9% )

[2781]  C,,H,,BrN,0(M = 341. 210)

[2782]  VIAHAE 77U (M+H) " :340/342 SEIME 731U (M+H) * :340/342

[2783] R {H :0. 39 (#EAL, cyc/EtOAc 1 1 1)

[2784]  6e 2—{5—[5-(4— & — 2L ) — MEWE —2- FL LRI T-MIWk —1- K5 1 - &1
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[2785]  T-N, KN, ¥ 56 ZFt 2M Na,CO, ¥ 5 1. 29 3 (1. 1 ZZJBEIR ) WU - = FE 5k
ot — A8, IR DA 19. 0 50 (55. 7 22 FE/R ) 2-[5- (5— IR — HkRE —2- FE L ) -k -1- 3L 1- 2
B 11,55 wo (72,4 2R ) 4- & - 2R3k - IR AE 320 2=+ 1,4- —IEkt 5 80 ZFt MeOH
LN, 3 ARGV T 110° TN 16 /i . TR ZETIRAY), ¥ikE Y5 300 =
FEARS, IR BV . SEHUTIED, I UL 200 Z=ZFH /K PER: . TUTIEY)BIF =X,
RRUAE A 600 2T+ PE/DOM (5 © 1), Sl <k 38, K e e S T, BRI EE 1k,
[2786] =i :17. 11 vo ( FEIB{E 82. 4% )

[2787]  C,,H,.CIN,O(M = 372. 858)

[2788]  HEAY /3 T (M+H) " :373/375 S 4> T-I§ (M+) " :373/375

[2789] R, {H :0. 42 (FEfR, DCM/MeOH/NH, 19 © 1 : 0.1)

[2790]  6f TR 2-5-[5— (4— @l — A5 ) — MbhE —2- FE LRI 1- WWE —1- 2% 1 - LS
[2791] THEA T, K71 ZH GLEZEEIIR) = LI NAE 16.0 57 (42.9 & &
IR 2-{6-[5-(4- Gl - K& ) - mikhe —2- R L HE ]- WMk —1- 2 | - ZFEAE 480 =T THF 5
30 ZZTFULIE IR, FHAE A IS 0°C. ARG, 18R RR N 4 =T (51.5 =K ) 7
TR S AE 20 Z£ T+ THE ¥V, R SRR SR, IF T 5B THHEE 2 /b KR
WRGLE, TR BREYS |7 DOLIR S, BL 400 ZFHKEES, JFLL Na,So, {#
HHATEE. £CRR T 5 %505, LL600 Z T+ PE/DCM (5 & 1) {#h% BY)ETE, 1<
B, K e e g, BRI EE A 1.

[2792] 77 :17.10 72 ( BHIS{E 88.4% )

[2793]  C,,H,,CIN,0.S (M = 450. 948)

[2794]  HEAH 20 T 0§ (M+H) " :451/453 SIWE 4> T0§ (M+H) * :451/453

[2795] R {8 :0. 9 ( FEKS, EtOAc/MeOH/NH, 19 & 1 : 0.1)

[2796]  6g 5—[5— (4%l — 2RIk ) —MEME —2- 5k Lk 1-1- (2 mbmg e —1- 55 - &5 ) —1H- g
S

[2797] K¢ 1.1 27+ (13.3 2 FE /R ) ML K s I 42 600 2 »o (1. 33 22 B /K ) Tk IR
2-{5-[6— (4 &l — 2R3 ) — Mg —2- FE LBSE T- MWk —1- 5 | - ZB/ETE 12 Z=ZTF DMF g
WA, 3K OSIRE T 05 T BidE 24 /M SRS TP TIRE Y, (7% BV T/b& Do
o S R G (REFRS, cye/EtOAc 2 ¢ 1) 4tk P2 301 2= (BN 53. 1% )
[2798]  C,H,,CIN,(M = 425. 965)

[2799]  HEAY 73 16 (M+H) " :426/428 SZIMHE 7> T 1§ (M+) " :426/428

[2800] R {H :0. 44 (#EfL, cyc/EtOAc 2 1 1)

[2801]  TFAIMLE W)L F2 STt 6g T TIR I, /R 1500, fiTH 5-20 [ E KN, FF¥4 %
MNIRAEY T EWE FHid: 24 /BT (E A SREEEIR FBCRE 24 /N AE 60°C FHiHE 24 /)
i (7595 B) , 8 F 80°C NHiHE 7.5 /N (774 ©) , BAE 80°C FHiH: 48 /NI (74 D) o i
T DCM 57K, 4 B PIAH, I LA Na,SO, A AUE T 7 Ol T80 S G . R E v+
Alox i iE4ifl .

[2802]
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e R kS 2BX, i T Alox Lt Refk

# %) (BLA). 3 HPLC
g i)

(oA S48 R ) %)

61 | o)) 331 | CoMaCINGO | 4421444 0.24

(A) [M+H]" | (DCM/MeOH/NH;
19:1:0.1)

62 |- 352 | CaHuCINGO | 4421444 0.46

(B) e [M+H]" | (DCM/MeOH/NH;
9:1:0.1)

63 |1 347 | CasHxCINSO | 456/458 0.32

(B) \Q\ ' [M+H]" | (DCM/MeOH/NH;
9:1:0.1)

6.4 C 22.1 CxH2CINs | 440/442 0.85

(B) . [M+H]" | (DCM/MeOH/NH;
9:1:0.1)

6.5 | 263 C2sH2CIN;O | 456/458 0.42

(B) C”C [M+H]" | (DCM/MeOH/NH;
19:1:0.1)

66 | ¢ 21.9 | CxH2CIN3O | 470/472 0.21

(B) @\ _ [M+H]" | (DCM/MeOH/NH;
19:1:0.1)

6.7 ”‘o“@ 27.0 | CaHzCINO | 470/472 0.07

(B) IM+H]* | (DCM/MeOH/NH;
19:1:0.1)

6.8 . Q . 21.1 C2sH2sCIN3O | 456/458 0.28

(B) ‘ [M+H]' | (DCM/MeOH/NH;
19:1:0.1)

[2803]
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6.9 U 17.2 CogH2sCIN3 454/456 0.33

(B) ’ [M+H]" | (DCM/MeOH/NH;
19:1:0.1)

6.10 557 | CagHaCINs | 454/456 0.16

(C) o [M+H]" | (DCM/MeOH/NH;
19:1:0.1)

6.11 q 116 | CaoHsxCINs | 468/470 0.18

(D) o [M+H] | (DCM/MeOH/NH;
19:1:0.1)

[2804]  “jiffd) 6. 12
[2805]  (2-{5-[H6-(4— & — A% ) - MEmg —2- L ORFE -9 —1- 8 | - L) - SRR

F - NE - %
%g C‘/O‘

[2806]

[2807] ¥ 63 Tkt (0. 44 ZFEE/R ) INNZEFZE - S - s N2 100 Z 7+ (0. 22 2R )
TR 2 (5-[56-(4— G — AR ) — Mbmg —2- JE S dk 1- MWt —1- 2 } - SEETE 2 =T+ DMF
ISR N, T R NR AW T 60°C RHEHEE 16 /M. AEEAS AT IRAY, [k s T
DCM 7, ¥ H HAH LK 58 K,CO, BBPERES, I LA Na,SO, T4 78 O bR T30 S5 fa , 4l
BB i (Alox, cyc/EtOAc8 @ 25 cye/DCM 1 1) 4ifb K.

[2808] ;=& :21 &= (FHIR{ENY 20. 2% )

[2809]  C, H,,CIN, (M = 468. 047)

[2810] LAY 73 T U6 (M+H) " :468/470 S 7> T-I§ (M+) * :468/470

[2811] R, {H :0. 37 (Alox, cyc/EtOAc 8 © 2)

[2812]  =SCjifafy] 6. 13

[2813]  (2-{5-[5—(4— & — AFE ) — MEME —2- FL ZHdE 1- MW —1- 3L } - 23%) - FRHFE
5 - &

[2814]

! Cl
~

s
= N

4
A5 ®
N\J
[2815] 5 0. 46 %57t (5. 4 EFE/R ) C- FRTHE ~ FAEHGRINE 2. 03 58 (4. 5 SRR ) T
P2 2- (5[5~ (4= 0~ HIE )~ MOV ~2- SE I 1- W10k 1 3 )~ ZUBAE 20 227} DVF o)
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W, R NIREY) T 60°C N HidE 4 /. TEAFZETRED, Kk 5 DM —i
ke, s S RED TR, AR AR T Pt DL SR T .

[2816] i :600 Z e ( HHIL{H 25.5% )

[2817]  C,,H,,CIN;*CH,0,S (M = 522. 07)

[2818]  H4(H 70 & (M+H) " :426/428 SZIME 7> T 6 (M+H) " :426/428

[2819]  HPLC i I [A] :5. 23 438h (7514 B)

[2820]  sLjifs) 6. 14

[2821]  (2-{5-[H—(4— & — HIE ) - mbhe —2- FELPIE T-WIWg —1- 2 | - &458) - W - N

FERE - I%
A C‘/r‘

[2822]

[2823] T T, 5 36 Tt (0. 47 ZFE/R ) IRTAKER RIS I 22 100 25, (0. 24 ZZFER)

(2-{5-[6-(4— G — AH ) - mbwg —2- B P 1- MWWk —1- 2% 1 - &5 ) - M P& - %

7E 20 Z= T+ MeOH VAN, FFAE 15 73805, U5 N 59 230 (0. 94 227K ) NaBH, 5 — 4 VKEq

Mo FRGY T Z=IR T 1 /AN, fEE s TR 28, A1 B A T K,CO, B, LA EtOAc

IR, FF LA Na,S0, T4, 78 TR T80 S50 )5, ¥ ik B W LA PE BF B , #ih 0t 8, &%

T

[2824] i :105 Z7¢ (BHIB{HA 93. 1% )

[2825]  C, H,,CIN, (M = 480. 058)

[2826]  F4AH 40 & (M+H) " :480/482 SZIE 4> T 6 (M+H) ™ :480/482

[2827]  HPLC i FE S [R] 5. 53 38h (7774 B)

[2828]  “Ljifif 6. 15

[2820]  (2-{5-[5—(4— & — HE ) — MLmE —2- L Z e 1- MW —1- 3L } - Z23L ) - FRRFE
- R -

[2830]

&N N
N/
[2831]  ZRALLSZJtE A 6. 14 ) i s 7 TR (G A3 S, {F KL =l ik B3 (Alox, cyc/EtOAc
4 01) gtk
[2832] =& :35 2 (FHIR{ENT 41.5% )
[2833]  C,H,,CIN,(M = 482.074)
[2834]  HEEAH 73 U6 (M+H) " :482/484 SZE 47U (M+H) " :482/484
[2835] R, {H :0.83(Alox, cyc/EtOAc 4 © 1)
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[2836]  HPLC B ISHIA] 5. 7 434 ( J79% B)

[2837]  sLjiafs] 6. 16

[2838]  (2-{5-[H—(4— G — %L ) — MEWE —2- FL LpIE - Mgl —1- 2 | = 238 ) - AL
B - 2 P - %

[2839]

:
1\

Ny

4y ¢

[2840] T 1, #F 45 Z 50 (0. 33 22K )KCO; 55 13 BT (0. I8 ZE/R)3- R - N
Py I 2 70 2= 35 (0. 16 Z AEI/K ) 2-{5-[6-(4- J — A Ik ) - mb g —2- J& £ pe 3t 1- 1
Wk —1- 2 } - &35 ) - RN FE L - & 4E 2 =7+ DMF IR N, I0/M VIR EWIE=ET
BibE 4 pifo AERATETIREW, R E W /K, UL DA AJEZEHL, LA Na,SO, {84
MAHTEE . 72 B T35 S G AR B i d il (Alox, cyc/EtOAc 4 @ 1) 4ift.
[2841] =2 :32 25 (PLBMEAY 42. 1% )

[2842]  C,H,,CIN,(M = 464. 015)

[2843]  TFEAH 73 F U (MHH) " :464/466 SLIE 5> FUF (M+H) " :464/466

[2844] R, {H :0.35(Alox, cyc/EtOAc 4 © 1)

[2845]  HPLC jiir B INF[A) :5. 86 73 ( 77324 B)

[2846]  RALEY B SR 6. 14 5 6. 16 1 Frid (¥ 5 V4K -
[2847]

[2848]
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K R FEO) | zmx Fi&  |HPLC # 8 E(A%H
b B RN )
6.17

e

6.18 s
L
. .[M+H]+
620 H\Q
B
6.21 o

9

[2849]  SCjtEfH] 7

[2850]  1-{3-[5—(4—5G - A4JE) —MEWE —2—Fk ] - A —2— BRI} -5 EME ot — 1 - FE AL —1H- 1)
I

[2851]

Cl

A

== N/
Qvél’vé

[2852] Ta 1- A —2— Ik —1H- Wk —5- 4 s

[2853] % 0.65 5o, (FEA i 50%, 13. 5 ZZFEIR )NaH 43 HEES IN 22 2.0 50 (13. 5 ZZ &

JR) TH- W[k —5- FR A AE 80 2T+ THF A H1 2 0°C RN, IR =8 5, Bidk 15

GrEhe ARG IR BB SN 1. 6 =7+ (80% I FH 2R, 16 =E/R ) BRINZEIRILIAE 20 2

F+ THE S, ¥ RVIB G TEE TSR . TERSTETRAY, Bk EY 5K

WA, BLEtOAC IR A BUKAR, I LA Na,SO, (A HUAH T4 76 W BR T M S s, 1k

R s (RERS, BRI ccyc/BtOAc 4 ¢ 1 &2 1 1) 4ifk.

[2854] 7 :0.65 vo ( FRIB{HMY 26.4% )

[2855]  C,,HNO (M = 183.212)

[2856]  THEEAH 701U (M+H) " 184 SEIIME 4> U (M+HD)

[2857] R, {H :0. 34( %Hx, cyc/EtOAc 3 & 1)

[2858]  7b 1- A —2— BedE —5- b A —1- FEH I —1H- Wb

[2859]  # 250 Z£ 5w (1. 37 ZJEIR ) 1- N —2— BRI —1H- MW —5- B 5 200 ft (2-37

ZEPEIR ) MEREKEAE 50 ZE T+ THE HP ISV, DAUK ISR E 22 pH {5, 5 550 =25 (2. 47 2/

/R )NaBH(0Ac) , V&G, IF T2 N HiHE 24 /o %0 20 Z T+ K,CO, ¥, 1R A P LA
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50 =Tt EtOAc ZEHY, 3 LA Na,SO, AF A HUAH T8 7E CUIRBR T 455 59500 5 , 480k B A ik
it (FEE, EtOAc/MeOH/NH, 95 @ 5 & 0.5) 4ifk.,

[2860] 7= :325 = ow ( FEIR{HA 100% )

[2861]  C,cHN, (M = 238. 335)

[2862]  TFEAH 4> FU (MHH) " :239 SEMIAE 4> 7 (M+H) " :239

[2863] R, {H :0. 38 (£, EtOAc/MeOH/NH, 95 ¢ 5 : 0.5)

[2864]  7c 1-[3-(5— & — MLRE —2- F& ) — T —2— Bdik 15— Mbmg bt —1— BFE A3 —1H- Mg[i
[2865] T T, 525 (0.03 ZE/RK)Cul 5 18 &5 (0. 03 Z /K ) Pd (PPhy) ,CL, i
Iz 337 =g (141 ZBEIR ) 1- T -2 BRIt —5— mibigbe —1- FEFJE —1H- MW 5 345 25
(1. 41 2R ) 2,5- IR — MERELE 50 =7+ THF 5 0. 4 ZH — m NEENZ PSRN, 30/ X
NIREYEEER NOLFE 17 /M. FEESPETRAY, (R EWE T 30 271 EtOAc 1, %
AVAHLL 30 ZF7K 5 30 Z AT NaCl SESERR, H UL Na,S0, T4 75 C bR 170 5%
F G, AR Y Eal (RERS, EtOAc/MeOH/NH, 95 & 5 1 0.5) 4lifk.

[2866] f=i= :145 =50 ( FHIL{EHT 26.0% )

[2867]  C,H,,BrN,(M = 394. 318)

[2868]  HEAH 73 U5 (M+H) " :394/396 SZIME 7> T-I§ (M+) " :394/396

[2869] R, {f :0.62( X, EtOAc/MeOH/NH, 90 : 10 @ 1)

[2870]  7d 1-{3-[56-(4— G — K& ) - mMEmg —2- A& - A —2— e dik 1 -5 mb g e —1- FE
Kk —1H- M|

[2871] T F, # 0.5 ZTF 2M Na,CO, ¥ 55 10 2 5e (0. 01 ZZE/R ) PY — = 2R 5L
ft - AN AR 59 25w (0. 15 ZEIR ) 1-[3- (56— ¥R — MERE -2 55 ) — TN —2— Bk ]-5- nikig
ft —1- I —1H- W[k 5 50 =g (0. 32 /R ) 4- Al - A% - AL 5 =F+ 1,4- —FE
eI FER ROVIRGYITE 110°C R Hid: 2.5 /. TR ZETIRED, 145k E Y
5 3 ZFKIRE, LA b5 =Tt EtOAc ZEHL, F-A HUAH LALRT NaCl S sE %%, 3 LA Na,S0, 5.
T B SR 50 585500 ), @ i HPLC 4ifby% B .

[2872] ;=& :21.8 Zow (FLIB{EM 34.1% )

[2873]  C,H,,CIN,(M = 425. 965)

[2874]  HEAY A3 T (M+H) " :426/428 S 7> T-I§ (M+) " :426/428

[2875]  HPLC Jiif FE B[R] 6. 75 23 Bh (734 A)

[2876]  SCjifs] 8

[2877]  5-(4- G — &%) —2-[3- (4- mbmg e —1- FEFFIE - %L ) — T —1— BRJE 1- nitbie
[2878]

ol

[2879]  8a 3-[5-(4— & — AKFL ) - HkiE —2—- & - T —2— %k —1- %
[2880] TN, KN, ¥ 1 =Tt (7. 22 ZEEIR ) = LM%.23 =0 (0. 1 ZEE/R )Pd (0Ac),
57.5 % od (0. 19 ZZEIR ) BEAR —2- 36 — — — RUT FE - ke, s 42 500 =77 (2. 36 Z& BB
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IR ) 3= (5= YR —MERE —2- F% ) - A —2- B -1- B L 600 25w (3. 72 ZJEIR ) 4- A - 258 -
BEAE 10 Z£ T+ DMF 55 2. 5 ZF KPR N, F14 S NIRSPILE 60°C T4k 8 /Mt o SRE
hn 400 250 (2. 48 ZEEIR ) 4- F - A2k - IR, JFRHR-G T 60°C N FHH: 19 pit. TH
R TIRAY, B S 10 271K 10 Z T Et0Ac JR& A, LA NaCl /KAHMLR, 73 B4
HUAH, FF L NapS0, T4 78 CUI R T 550G, R @ (il (FER, cye/EtOAc3
2 1) 4tk

[2881] ;=i :228 2w (FELIB{EM) 39.6% )

[2882]  C,H,,CINO(M = 243. 695)

[2883] MY /3 T & (M+H) " :244/246 S 7> T-I§ (M+) " :244/246

[2884] R, {H :0. 23 (#EfL, cyc/EtOAc 1 1 1)

[2885]  8b 5—(4— G — AL ) —2-[3— (4— ML LE —1- FEFIE - ZR4E ) - IV —1- 3L J- ik
IE

[2886] 4 131 = . (0.5 =& JE /K ) = & K& Wk &2 ¥ 0 2 100 2 3w (0.41 % JE
IR ) 3=-[6- (4= — 2R3 ) — mbmg —2- J& J- N —2- Fe -1- #5588 = e (0. 5 =ZJE/R ) 4- ML
Bt —1- FE L - By AE 4 2T THE H RN - ARG, 18BN 0. 1 2T+ (0.5 Z2#/K )
BAE - RN, R RNVIREY T = T Hide 3 /. fERThATREY AT
FRBWIVET 1 =ZFF DMF h, JF@ i HPLC 4iifk. (8RS = 2R FE e | i i 7=4
Wi til (FERS, EtOAc/MeOH/NH, 9 & 1 © 0.1 J5 EtOAc) F—IR4ifk,

[2887] ™= :6.5 = (FHIL{HAY 3.9% )

[2888]  C,,H,,CIN,0(M = 402. 928)

[2889]  HEEAH /0 & (M+H) " :403/405 SEIHE 7> T 1§ (M+H) ™ :403/405

[2890] R, fH :0. 72 (FEME, EtOAc/MeOH/NH, 9 & 1 0.1)

[2891]  SCjtifs] 9

[2892]  5-(4-— G0 — K%L ) —2-[3- HIE —3-(4- MEmg e —1- L 3L - R4 L) - T —1- 4
5 ] ke

[2893]

Ct

[2894]  9a 4-(5- R —AlLmE —2- 5L ) —2- AL - T —3- 4 —2- %

[2895]  T-EUT,# 38 Z5d (0.2 ZJE/K)Cul & 143 Z g (0. 2 Z /K ) Pd (PPhy) ,CL, i
420,99 ZF (10. 0 ZJE/R ) 2- FIE - T -3- 4 —2- 25 2. 44 w0 (10. 0 2R ) 2,5- —
IR - MERELE 50 Z£F+ THF 5 2. 8 Z=F (20 /R ) RN BN, 744 R NIREY)
R T 15 80, B RMNIREW S KIRSE UL EtOAc MIRAZEL, JfLA Na,S0, A HLAH
T 7O T S EH G, B Ed el (RS, cye/EtOAc 2 & 1) 4lifk.
[2896] ;=i :2.0 o ( FHIBAHIT 83.3% )

[2897]  C,H,BrNO(M = 240. 101)

[2898]  HEAH 70 & (M+H) " :240/242 SZIHE 4y T U6 (M+H)  :240/242
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[2899] R fH :0. 29 (#EAL, cyc/EtOAc 2 1)

[2900]  9b 4-[5—(4- G — ZRFE ) — MEmE —2- 5 J-2- %L - T -3 4t —2-

[2001]  T@ T, % 3Z&TF 2M Na,CO, ¥ 55 173 2558 (0. 15 ZZJE/R) Y - =4 HE ke — 40
WA 720 2w (3.0 ZEIR ) 4-(5- YR - MERE —2- 5k ) —2- L - T -3- e -2- fE 5 593
L (3.6 JER ) A- Gl - RIE - IIRAE 60 =T 1, 4- RELEH N, I 4E 85°C
RINVIREVITEFE 18 /N o TEHA P ZETIREW, 145 B 5/KIB S, UL EtOAc W AHL, F
A HUAHLLIK PR, LA Na,S0, F48 . 7E O BR85S0 G, A vk B vpid it il (RERR,
PE/EtOAc 1 : 1) 4ifk. ;=& :420 Z70 (FiHM 51.5% )

[2002]  C,H,,CINOM = 271. 749)

[2003]  HEEAE A3 T U6 (M+H) " :272/274 SZIME 4> 70 (M+) ©:272/274

[2904] R {H :0. 42 (FEfL, PE/EtOAC 1 ¢ 1)

[2005]  9c 5—(4— &l — AL ) -2-[3- FEE -3 (4-mbms e —1- ZE AL - 2R ) - T -1- 4
g ] ke

[2006] #% 131 = 35 (0.5 = JE /R ) = 28 K& B ¢ W N 2 136 = w (0.5 =& JE
IR)A-[6-(4- & - RFE ) - mbng —2- 3% J-2- AL -] -3- 4 —2- g 5 88 & 5w (0.5 &
IR) 4= LM e —1- 25 L - My AE 20 =1 THE IR N ARG, BB Z I m 0. 1 27t
(0. 5 22K ) AT - ZRIR R NEE, ¥ RNIREY T =00 T HidE 24 /. RS
RTREW, W T /K, LLEt0Ac MR 2L, ¥ HUAH LAML AT NaCl ¥ pE , I LA
Na,S0, T4, 75O BRTE50 S35 fE, il HPLC Ak ik ).

[2007] =& :3 2y (FHIR{E 1.4% )

[2008]  C,,H,,CIN,0(M = 430. 982)

[2009]  {1AIAE 4> T (M+H) * :431/433 SZIME 5> T (M+H) ©:431/433

[2010]  HPLC B IA] =7, 78 Z3%Bh ( J7¥Z: A)

[2011]  SZjfs] 10

[2012] 65— (4%l — A%E ) —2-[3— (4- mbmsfor —1- JE R IE — 2008 ) — T —2— i 2k 1 nikme

[2913]

[2914]  10a 5-(4- 5 — AKIH ) - MiEnE -2-

[2015]  T-N, KU, % 21. 7 =Tt 2M Na,CO, i 5 250 230, (0. 22 22K ) I — = KT
Bt — ARSI 8.0 3¢ (21. 7 ZZJE/R ) 5 T — nibng —2- B2 55 3. 81 3¢, (23. 9 ZZJE/R ) 4- & - K
- INERAE 120 221 1, 4- W@kt 5 30 Z - Je7K MeOH HH ISR Y » FF44 ) NIR-G)7E 110°C
TR 19 NI TEASRZETIREY, MBS KRG, I UTEY), CUKBRG, KAEE
WS TS, T 40°C F g, BRIZRAEE Mk,

[2916] =i :3.8 7o ( FHIB{HI 85. 1% )

[2917]  C,,H,CINO(M = 205. 646)

[2018]  HEMH 73 & (M+H) " :206/208 SZIE 7> T 1§ (M+H) ™ :206/208

190

cl



N 1732154 B WO B 186,229 T

[2019] R, 14 :0. 56 ( FEJKS, EtOAc/MeOH/NH, 9 : 1 & 0.1)

[2020]  10b 5-(4- G — 2R3 ) —2- N —2- b4 — nikie

[2021] ¥ 2 27t (80% ¥ RSV, 18. 5 ZE/R ) 3— R — INBRA N %2 3.8 33 (18.5 =/
IR ) B (4= 5 - ZRFE ) - Mg —2- F# 5 5. 1 35 (37 2R ) K,CO, 7F 50 2T+ DMF Hp I B V7
W, FF8 R BIR G T S I HiEE 64 /. FRAPETIREY, BIkEYS 80 =T /KIE
%5 BL 150 ZFF EtOAc ZHL, I LL Na,SO, A HIAHT 1. 78 Cli kR T 1550 S5, ik E
Wd s RER, cye/EtOAc2 ¢ 1) 4lifk,

[2022] =& :216 25, (HR{EM 4.8% )

[2023]  C,H,,CINO(M = 243. 695)

[2024]  HEAY A3 T (MHH) " :244/246 SZIHE 7> T-0§ (M+) © :244/246

[2925] R {H :0. 16 (#EfL, cyc/EtOAc 2 1 1)

[2026]  10c 5-(4-5 — 2R3 ) —2-[3— (4-MLms e —1- LI — 2R ) — N —2- B4 8 ] it
IhE

[2027] TN, KR, 6 221 =3¢ (0. 68 Z IR ) Cs,005.4 2 58 (0. 02 /K ) Cul & 23
2 (0,02 ZJE/R) W - = RIEWbt - 8, I E 110 25w (0. 45 =R )5-(4- & - &
B ) -2- N —2- BRI - ERE 5 129 250 (0. 45 2R ) 1- (4- il - RIE ) — ML E e 9 =
J+ THF SN, FEAE 200 N ONIR G HE 4. 5 /M. TR ZETIREY, ¥k
Y5 20 Z T+ 3% NH, 5 40 Z£ T+ EtOAc R4, 73 B HIAH, I LA Na,S0, 5. 76 2T
PR SR)  AE 7R B ) e J5 i85 HPLC, 2R 5 1@ ik (il (Rekfise, DOM/MeOH/NH; 19 ¢ 1 2 0. 1)
afifl, .

[2028] =& :28 Z e (FHIR{EN 15.5% )

[2020]  C,.H,,CIN,0(M = 402. 928)

[2930]  {1AEAE 4> T (M+H) * :403/405 SZIME 4> U (M+H) ©:403/405

[2931] R, :0. 33 (fEKe, DCM/MeOH/NH, 19 ¢ 1 : 0. 1)

[2932]  HPLC J BT IA] 6. 43 438h ( 773 A)

[2033]  sEjifs] 11

[2034]  1-(2—{4-[4-(4- 3 - %5 ) - WEWy —2- FL Pk 1- R4 |- &3 ) — ks it
[2935]

Cl

I N\

=z S
Q_ D

[2936] 1la(4— R —WEWy —2—- FE L RIE ) - = FI3E — il

[2037]  T&S T, 0.37 %2 (1.94 ZFE/R )Cul 2. 24 v (1.94 ZEEIR) DU - = 28 5E M

foi = FE % 16. 2 ZFF =20, TR INZE 10. 0 51 (38. 85 ZZJEIR ) 2, 4— —YRIEWY{E 300 ZF THF

RSN AT S NVIRG Ve E 2 —78°C, AR Ja R IGIRFE R, 188 Z i N 5. 6 Z£ 7 (38. 85

EREIR ) LHREE - = I - BEGEAE 250 2T THE PPV . 1F C45 RIS NG, BHE S

M =l IR . RSP AT REGY, MR EY 5KIEE, DL DCMAME AL, H
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G IR A HIAH LA MgS0, T 78 Ol BR T80 5w a , K ik B UL PE BB, ik LR
BRANES TRy, Sz AR B il (il (REi, PE) 4lifl.

[2938] 7% :9.5 7o (FHIB{E M 56.6% )

[2039]  C,H,,BrSSi (M = 259. 242)

[2940] R, {H :0. 77 (£, PE)

[2941]  11b 4- R —2— ZhRdk — ey

[2042] ¥ 4.6 55 (14. 58 2R ) TBAF s N A 6. 3 50 (14. 58 ZZJEIR ) (4- R — MEmy —2— F&
LIRFEE ) — = B FE — RklEAE 60 Z£ T THF FP 284 H1 2 0 C VTR N - BEIRVAHIME, 15 IR &4
FHBERE 30 20 Bh. ¥ VIR G WS EtOAc A, LAIKPESS, 3 UL MgSO, A HLAH T, £C
it S TR0 SR s, Ak i (s (Al PE) 4k,

[2943] 778 :1.9 7 (FRB{EIN 69. 7% )

[2044]  CH,BrS(M = 187. 059)

[2045]  J1EE(H 4> FUE (M+H) 186,188 SEU{E 4> Tk (M+H) ;186,188

[2946]  1lc 1—-{2-[4-(4— ¥ —WEWy —2— FL 2 Bhdh ) — A 1- £ 1 - gk

[2047] T4 F, % 0.3 ZF (3. 13 2K ) WRKEL14. 9 2= 58 (0. 08 Z£ /R ) Cul & 90. 3
g (0,08 2R ) WY — = FERE0E — 48, IS N4 293 Zod (1. 56 ZJE/R )4- ] —2- Lk
gk - WEWY 55 620 207 (1. 56 IR ) 1-[2- (4- B - KAL) - &2 ] - MEREKEAE 10 =T} THF
L FR N IR G TE IR N R . S SE ORI, Bs N T 4 150 258 (0.8 %
JEIR ) A— IR —2— SBRFE - Ry, R IR AW T =W TR BRE 24 /. TEADETIRS
W, UL EtOAc BIF BERR 8 4, 08 AN TR 23 B BRI G , (5 B e (RERR,
EtOAc/MeOH/NH,8 © 2 : 0.2) 4lifk.

[2048] 7= :300 =g (FHIR(HM 51.0% )

[2049]  C,.H,;BrNOS (M = 376. 318)

[2050]  EAE 43 T (M+H) " :376/378 S 4> T-I§ (M+H) " :376/378

[2951] R, {8 :0.52 (FEi, EtOAc/MeOH/NH, 9 © 1 : 0.1)

[2952]  11d 1-(2-{4-[4-(4- & - 2KIE ) - WEWy —2- FL L pdit 1 - R4S | - 58 ) - Erg e
[2053] TN, KN, ¥ 5 2T+ 2M Na,CO, ¥l 5 47 27 (0. 41 ZEEIR ) DU - = 28Ik
Ft — AN N2 310 2= 58 (0. 82 ZE/R ) 1-{2-[4-(4- ¥R —WEWy —2- L LI ) - R ]- &
FE - bRt s 129 2y (0. 82 2R ) 4- Fl - A% - IIRTE 10 =7 1, 4- B8P AR
P FFEAE SR SR 1 /e o 280k 3 A1 o il 2 ok yE PV, K BBV LA ELOAC AEEY,
A MUAH LUK BES  FF LA MgSo, T4 . 78 ClBR TR 5 e, i vk i i e (REAR,
EtOAc/MeOH/NH, 8 © 2 : 0.2) 4ifk,

[2054] @i :23 2 (FRIR{EN 6.8% )

[2055]  C,,H,,CINOS (M = 407. 966)

[2956]  TIAAE 77U (M+H) " :408/410 SEIME 731U (M+H) * :408/410

[2957]  HPLC i I B[R] 5. 35 23 Bh ( 77V B)

[2058]  SEjif) 12

[2050]  2-(4- G — AL ) -5-[4- (2— mbhg e —1- 5 - L5k ) - REE PRI - kg
[2960]
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H
é N
.

[2961]  12a 5-(4— & — 53E ) - mbmE —2- Fhf%

[2962] TG T, %4 50 2T+ 2M Na,CO, ¥ 5 1. 2 50 (1. 0 ZZJE/R ) DU - = 2RFLRERE - 48
ININZ 8. 7 5 (50. 0 ZEAEIR ) 5 YR — MEME —2- FEHE 5 8. 0 35 (50. 0 /R ) 4- G — A& - il
FRAE 150 =T+ 1,4- —REHE 5 50 2T+ MeOH 1 IS N » 305 S NVR-E& 9 F 110°Cn#k 2.5
NI o TR IETIREGY, Bk Y 57K 4, LLEtOAC AR, Jf LA Na,SO, i H HIAHT
o AF OB BRI S G AT 0% B il i (RERR, B6 VR :DCM 22 DCM/MeOH 20 © 1)
4t

[2963] ;= f& :8.3 o ( FHIBAHIT 80.7% )

[2964]  C,H,,CIN,(M = 205. 648)

[2965]  {HEAE 73 TU§ (MHH) ™ :206/208 SEIUAE 4> 6 (M+H) ™ :206/208

[2066]  HPLC i BH ] 7. 15 438 ( F5i% A)

[2067]  12b 2-(4- & — Ak ) -5— il — mLmk

[2968]  FEHERR YGER N, 6 4.9 = TF (40. 0 ZAE/R ) WHIRRAL T g 7.6 70 (30 ZE/R )
BN 4.8 v (23. 3 ZJEIK ) 5-(4- & — 2R3 ) — M —2- ZRI%AE 100 ZFF CCL, 5 50 %=
T+ DCM H AT N, K I MR G T Sl F RS A IS 100 Z T4 7K &% 50 =7t 10%
Na,S,0, W BUTR A > 70 B A HUAH, LA 50 2271 10% NayS,0, B — IR BEER, I LA 50 ZTHKBEER
PR, H LA MgSO, 4. A H ok ok, TR T, IR BEyEE il (R,
BEEEWE PE & PE/EtOAc 8 : 2) 4lifk.,

[2069] 7 :3.4 5o (FIB{EK) 46.0% )

[2070]  C,H,C1IN,(M = 316. 530)

[2071]  FEAY A3 T (M) " :317/319 52 4> F-Ig (M+) " :317/319

[2972] R {H :0. 55 (FEfL, PE/EtOAC 9 ¢ 1)

[2073]  12¢ 2-(4- G — 2R3 ) -5-[4- (- MEMS e —1- 55 — LA ) — R LRIE T- bk
[2074] N, KRN, % 19 255 (0. 1 ZFE/R) Cul 82 =7 (0. 1 ZEE/R)[1,17 - -(
W) - TR 1R (I - SR N 316 225 (1. 0 22 /R ) 2— (4— & — K3 ) —5—fill — g
5 215 258 (1.0 ZEE/R ) 1-[2-(4- SPSE - R ) - &5 1- MR HEAE 50 &7t THF 5
0.4 ZF BEER) = LIEPHIEBRN, 4 RNVIBEY) T 2B TSR A 5E R,
A4 100 258 (0. 32 ZEJEEIR ) 2- (4= &l — RIE ) —5— B - bk, IR &) B — IR B
. AFHAEE AP ET, HREY S 10% Na,CO, %R IRS, UL DOM 2B, 344 IF A
HUAH CLZK PR =%, 3 LA MgS0, T, (EHEabim iy, T B 2T, JHiisk Hiia
i (RIS, BE W :EtOAc & EtOAc/MeOH/NH, 9 & 9 : 1) 4lifk,

[2975]  j=i& :170 Z 5 (HIBHM 42.1% )

[2076]  C,,H,,CIN,0(M = 403. 915)

[2077] 5L 20 06 (M+H) " :404/406 SEIE 7> TI§ (M+H) ™ :404/406
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[2978] R, {4 :0.58 ( FEfi, DCM/MeOH/NH, 9 © 1 & 0.1)

[2979]  SEjiEfs] 13

[2980]  2-(4- G — A3 ) -5-[4-(2- MLt —1- 2% — L5 ) — ARIE LRI ) - ki
[2981]

o1y

[2982]  13a 5- R —2-(4- & — Z<HE ) - nikng

[2083]  T-N, KT, 8 11 2T+ 2M Na,CO, S 240 v (0. 21 2R ) P - =2RFERE
ft — 4B N2 3. 00 57 (10. 6 Z2EE/RK ) 5— ¥R —2— 1 — nlkig 55 3. 37 g (21. 1 ZZJE/R ) 4-A - K
5 - MERTE 60 =T 1,4- I8kt 5 15 Z T MeOH I N, FF ¥ R NIBE T 110°Chn
W3, TESPETREGY, BB M 5 50 2K 10 I+ 3% NH, % & 150 Z 7t
EtOAc V&, 70 B A HUAH, LA Na,S0, T . 76 CIBR TS5 85005 A6 5% B i i (i
(RS, cye) 4lifh.

[2984] F7H&E :1.52 73 (FHIB{HEM 53.6% )

[2085]  C,H.BrCIN(M = 268. 542)

[2986]  TF&AH 4§ (M+H) ™ :268/270/272 SZPME /73 FU& (M+H) * :268/270/272

[2987] R, {H :0. 1 (FERL, cye)

[2088]  13b 2-(4— G — 2R3 ) -5-[4- (2- MEME e —1- J& — L% ) - ZRIL LIt T- nibne
[2089] TN, KT, # 773 =71 (2. 25 ZZJE IR ) 05,00, 14 Z£ 5T (0. 08 ZZFE/R ) Cul % 87 %
50 (0. 08 ZEEE/K ) VU — = ZREERoe — A, M 403 2 og (1. 5 /K ) 5 IR —2- (4- | - K
) -MERE Y 322 =y (1.5 ZZE/R ) 1-[2-(4- Spdk - 2RI ) - &5 - IS AEAE 10 2=
T+ THE FH N, HE6 NI G TE SR FHRE 4 /. 285 K3 T 60°C ik 16 /M.
TERAPETIRAY, BREYE 30 Z27 /Kb ZF 3% NH, ¥ M 60 ZF+ EtOAc 1R A,
S EANUAHE, H LA Nay,So, T4 78 ClirT M SHR G, ik By e sl il (R,
EtOAc/MeOH/NH, 19 © 1 : 0.1),4R/5i# i HPLC 4ifk..

[2090] =& :9 2w (HIB{EHM 2.2% )

[2091]  C,.H,,CIN,0(M = 402. 928)

[2092]  HEAH A3 T (M+H) " :403/405 S 7> T-I§ (M+) " :403/405

[2993]  HPLC ¥ B4 B 1A] 8. 11 4380 ( J77% A)

[2094]  SCJtEfH) 14

[2095]  5-[H—(4— & — 2R ) — MbwE —2- FL L3 1-3- F 2L —1-- Mg 4t -1- & - &
gk ) —1H- M|k —2- FR IR LIS

[2996]
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[2097]  14a 3- A ZE —1-(2- MEMG e —1- J& - £ 38 ) -5 = LRk fe 5 & B 2L —1H- 1y
Wk —2- 2R LB
[2008] T T, #4577 2w (0.5 ZE/R) WY - = 2RFLRELE - 5 95 =50 (0. 5 ZER)
Cul ¥4 2. 82 3¢ (10 ZZFE/R ) 5- ¥R —3- FIZE —1H- W[k —2- BRIR LB 1-52 =27 (11 &
JEIR) Lk — =L - TkliAE 3 =7 (30 ZE/RK ) WRIE 5 30 ZF THFE FIRHE N, 4
R NREILE 60°C FHLEE 14 /AN B DK RS, LA EtOAc MR ZEEL, F A -1 HLAH LA
YA NaCl FBEES FF LA NapSO, -8R 78 CUlE BR85S oml i » A0 0% i id i il (4
e, cye/EtOAc 9 & 1) 4ifk.
[2999] =i ;1.3 %o ( FHIBAHITI 43.4% )
[3000]  C,.H,NO,Si (M = 299. 448)
[3001]  PFERAE 4> 1§ (M+H) ™ :300 SEIME 731U (M+H) 300
[3002] R {H :0. 61 (#EAL, cyc/EtOAc 7 © 3)
[3003]  14b 5- Lk —3- HIZE —1-(2- MEMgbE —1- 5 - 448 ) —1H- M|k -2- FRIR LR
[3004] TG/, 4 562 250 (3.3 ZE/RX ) 1-(2- - &%) - kg ke (LA ER IR R4
D) B8 nA 900 Z 5w (3.0 2R ) 3- FEE —1- (- mbmsde —1- 3 - &5 ) -5 = EEAERT
B LREE —1H- Mt —2- JRIR £l Y 457 250 (3-3 2R )K,C0, 1E 10 Z T DMF Hh &7
T, T8 SN IR A AE 60°C R BiEE 42 /NI o K5 3L LUK RGBS, LA BEtOAc AJERAEEL, ¥ & FF )
A WAHLLIK SRR, H LA Na,SO, F48 . 78 O BR85S 8500 e, A5k B vpid it il (e,
EtOAc/MeOH/NH, 90 © 10 : 1) 4ifk.
[3005]  7=i= :250 =g ( FHIB{HM 25.6% )
[3006]  C,H,.N,0,(M = 324. 426)
[3007]  VIEAH 4> 10§ (M+H) ™ :325 SEIME 731U (M+H) " :325
[3008]  HPLC i BF I IA] :4. 59 438 ( 751k B)
[3009]  14c 5-[h—(4— 5 — AJE ) - MbhE —2- FL Lt 1-3- gL -1- -k i -1- K- &
5 ) —1H- Wk —2- R IR L HE
[3010] T F, K 11 Z 5w (0. 02 Z &R )Pd (PPh,),Cl, 5 3 Z 50 (0. 02 Z /K ) Cul
Wina 250 250 (0. 77 ZER ) 5— LR -3- FIIE —1- (- kb —1- 3% - £ ) —1H- 1]
Wk -2- IR L MRS 243 Z w0 (0. 77 ZEIR )b (4- 5 - A% ) —2- #t — nib g 7 1. 52 = Jt
(15. 4 ZE/R ) WRIE 55 25 ZF+ THE SN, IE8 RONVIRS YRR T 4 /hike
SLVIOKHFRRE, UL EtOAc AR HL, 45 FF (14 HUAH LAK 5 AT NaCl e IF LA Na,S0, +
Beo AEC RN S E, AR Y E ol (uf (RIS, cye/EtOAc 2 ¢ 1), R )51
it HPLC 4difk,.
[3011] =& .7 25 (FHR{EK 1.8% )
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[3012]  C,,H,,CIN,0,(M = 512. 057)

[3013]  HHEEAH 70 U6 (M+H) " :512/514 SZIE 4> g (M+H) ©:512/514

[3014] R {H :0. 67 (#EfL, cyc/EtOAc 2 1)

[3015]  HPLC ¥ A INHA] :5. 96 234 ( J5i% B)

[3016]  SZjfs] 15

[3017]1  N-{5-[5-(4- %l — K& ) — mbwg —2- 3 P dt 1-3- F3E - nibmg —2- 26 ) —2- nibng
Bt —1- % - L%

[3018]
cl

X

N/
ZZ
X

QM
|

[3019]  15a N-(5— R —3— &L —mkie —2- &8 ) —2- & - W%
[3020] 4 1.75 = JF (222 BE /R ) S & Bt & i N 2 3.74 78 (20 =& & JR ) 2- &
B -5 ¥R —3~ FILMLRELE 50 2Tt DM HP A HI 2 0 C IR N, ARG 182 R NN 6. 1 =
Tt (44 ZBEIR) = Ol fECE RN ING, BRKaE, HE R MIREY) T 58 N iR 4 /e
W HABUEI7EK b, L DM AV AL EL, 456 FF B8 HIAH LK 5 M0 NaCl ¥ 5ESs I LA Na,So,
T 7O TR S EH G, B Ed Al (R, cye/EtOAc 2 & 1) 4lifk.
[3021] =& :2.7 76 (FHiB(HA 51.2% )
[3022]  CHBrCIN,0(M = 263. 523)
[3023]  FEAH 3 FU§ (M+H) " :263/265/267 SZIMHE 7> FIgE (M+H) * :263/265/267
[3024] R {H :0. 48 (#EfL, cyc/EtOAc 1 1)
[3025]  15b N-(5— R —3— I — mbmg —2- 2% ) —2- nbighe —1- 5 - LW
[3026] % 0.81 Z&Ft (9.9 ZEE/R ) MEMGLEAS A 2. 37 75 (9. 0 ZZBE/R )N-(5- I} —3- Ff
Fe - e —2- 3k ) -2- &l - ZWkRR S 2. 49 7 (18 ZEE /R )K,CO, 7F 22. 5 2Tt DMF Wi BF
WA, 3K OSIRE TSI R 3R 20 N o B UKHRE, LLEtOAC AJERAEL, #-4 FF )
AVAHAH KBS 3 LA Na,S0, T4 . 75 C BR800 S ia, ik s T/ & — N2k
A, A EI 2 0°C, i v S UiE 4S5, FRAE P T
[3027] ;=i ;1.4 v ( BB 52.2% )
[3028]  C,H,BrN,0(M = 298. 185)
[3029] LAY 73 T & (M+H) " :298/300 52U 7> T-I§ (M+) ™ :298/300
[3030] R, {4 :0. 48 ( FEJKS, EtOAc/MeOH/NH, 90 : 10 : 1)
[3031]  15c N-(3- FI3E —5— = FFEREpEFE L PRIFE — mibive —2— 56 ) —2- b dot —1- 3 — LBk
iczs
[3032]  TEAT,# 35 2= (0. 03 2R ) VU - = AEbE - 25 5. 7 =50 (0. 03 2/
JR) Cul N4 447 250 (1. 5 ZJEIR)N- (5- 1R —3- FIIE - iibiE —2- 2 ) —2-nikig b -1- 55 - &
B 5 0. 23 =T (1,65 ZBEEIR ) L3t - = FI3E - flBerE 0. 45 T (4.5 ZJER ) TRIE
510 ZF+ THF WP, FF 7RS0T R RONVIR G PIRHE 14 /NN o A 58 BUSON, U0 55 4F
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35 ZEpe U - = IRFERRGE — 4L, W RSB G T 50°C I 4 /N o L LK RS, BLEtOAC
WA EL, F4-5 FF B DA LAAT NaCl WP sk, 71 A Na,S0, 8. 78 CUB BR8] S5 %
F 5, A5% B g e g (RS, EtOAc/MeOH/NH, 90 & 10 & 1) 4ifk.

[3033] 7= :210 =g (FHIB(HM 44. 4% )

[3034]  C,;H,;N,0Si (M = 315. 494)

[3035]  THATAE : /01U (M+H) " :316 SEIAHE 4> FU¢ (M+H) " :316

[3036] R, {H :0.65 ( FEJK, EtOAc/MeOH/NH, 90 : 10 : 1)

[3037]  15d N-(5— LHedE —3— L —mibmeE —2- 3 ) —2— MEREHE —1- 2 - Lk

[3038] TG, #F 13227 (0. 48 ZZJE/RK) TBAF 8 Il 42 150 ZZ 7%, (0. 48 ZZJE /R )N-(3- F
5 -5 — FELREGESE S SE ke —2- 2 ) —2- MERR I —1- 2 - AWERZAE 10 =T THF
VTN , I8 S RTR S S0 PR . EESEPEATRAY, R E W T BtoAc
o B A LK S 70T NaCl ¥R %, 71 A Na,SO, T4 8 OB TR S35 , 3515
e e/

[3039] 7= :110 =g ( HHIB(EN 95.2% )

[3040] C,H N,OM = 243.311)

[3041]  VFERAE 471U (M+H) " :244 S 531l (M+H) ™ :244

[3042] R, {4 :0. 48 ( FEJKS, EtOAc/MeOH/NH, 90 : 10 : 1)

[3043]  15e N-{5-[5—(4— Gl — A%E ) — MLME —2— FL LBk 1-3— AL — nibiE —2- 2%} -2- ik
e —1- g — L%

[3044]  T@ T, #4250 (0. 01 ZJE/K ) Pd (PPhy) ,C1, 5 1 258 (0. 01 ZJE/K) Cul N
2 73255 (0. 3 ZEEI/R )N-(5- SHFE —3— FIEL —mibme —2- J% ) —2— kst —1- 2% - LWkl
5595 750 (0. 3 BJEIR )5 (4- & — AL ) —2— fifl — nbme 4E 59 STt (0. 6 ZZAE/R ) WRIE 5 10
Tt THE HR SR » I8 S NAR A P)AE 38 T BRE 30 73 %p. AR B Fh 251, fiiik i
WY T BtOAc P, K HIAH LUK S 1EAT NaCl % BEEs, 75 LA Na,S0, T4 7 CL IR T 155
S, B e de it e (RERS, EtOAc/MeOH/NH, 95 & 5 & 0.5), 485 it HPLC
atitk,

[3045]  j7iE :22 25y (FRWREN 17.0% )

[3046]  C,.H,,CIN,0(M = 430.941)

[3047]  VIAAE 70 (M+H) " :431/433 SEIMAE <731 (M+H) ©:431/433

[3048] R, {4 :0. 39 ( FEJKS, EtOAc/MeOH/NH, 90 : 10 : 1)

[3049]  SEjfsl 16

[3050]  {5-[5-(4- G — Z_J& ) - MEmg —2- J& L Fedk 1-3- 3L — b mg —2- 3k - (2- nib g
Bt —1- %k - 23k ) - %

[3051]

Ct
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[3052]  16a(5— ¥R —3— FHZE —mbme —2- 55 ) —(2- mEnghe —1- 2 - 408 ) - i

[3053] T4/ N, 2 = F LiAlH, 7 THE A0 [ IM 5218 28 s n 42 800 =, (2. 68 2%
JEEIR IN=(5- ¥R —3— FEEE — mibieE —2- 2% ) —2- mbms e —1- 2% — ZMki% (Sitifsl 15b) 7E 10 2
FF THE 24 H 2 0°C RN, JE5 OV IR S YLE R S BERE 3 /it P28 3 s n
20 % NaOH, ¢ [& 14 K,CO, s I 22 SBIF P, JRf O ik o R DTIE W), 26083, A
R YE L A (RER, EtOAc/MeOH/NH, 80 @ 20 @ 2) 4lifk,

[3054] ;=i :500 =i (FEIB{EM 65.6% )

[3055]  C,H,BrN, (M = 284. 201)

[3056]  VIAAE : /3 T-U (M+H) " :284/286 SZINME 731U (M+H) © :284/286

[3057]1 R, & :0. 25 ( fk /i, EtOAc/MeOH/NH, 80 : 20 : 2)

[3058]  16b(3— AL —5- = FIILME S gt L PR JE — mbie —2- JE ) - (2- Mg 4t -1- & - &
) - &

[3059]  ZRARLSZfs) 15¢, H 500 2= 5e (1. 76 Z£BE/R ) (5— ¥R —3— FI3E — nibme —2- 55 ) — (2t
Mt —1- 3k — 238 ) - %5 0. 29 = TF (2. 11 =JER ) Lk - =3 - ke, [F R Y
RBEWT 50°Cnh 12 /N #1521

[3060] ™ i& :400 = ( FHIB{EHK 75.4% )

[3061]  C,H,N.Si(M = 301.511)

[3062]  TIARAE 4> 1§ (M+H) ™ :302 SEIME 731U (M+H) " :302

[3063] R, & :0. 27 (f: /i, EtOAc/MeOH/NH, 90 : 10 : 1)

[3064]  16c (5— Ltk —3- FIAE — ki —2— 285 ) — (2 mibms o —1- 28 - 498 ) - Iz

[3065]  ZRALLSZEfs) 15d, H 400 250 (1. 33 ZE/R ) (3—- P 55— = FILAEGERE - 24k
Ak - mbng -2- 2k ) - (2- mkng e —1- 2k - 43 ) - el 3.

[3066] 7= :250 = od ( FHIB{HM 82. 2% )

[3067]  C,H, N, (M = 229. 328)

[3068] R, & :0.51 (fEi, EtOAc/MeOH/NH, 80 : 20 : 2)

[3069]  16d{5—[5—(4— & — A% ) — MERE —2— JE LBk 1-3— AL — nibme —2- 2% ) - (2- mik i
Bt —1- %k - LFE ) - %

[3070] 2K MLl S Jili 4] 15e, H 69 % w (0.3 = FE /K ) (G- & B 5 -3- I -k
WE —2- F5)-(2-mb gt -1- - L B )- & 595 = 5 (0.3 %= B /R )5-U4- F - K
5k ) —2— T — npbRE i 215 21, RN AEAL IR S, AR T Alox b it (il (cyc/EtOAc 6 : 4)
afifh,

[3071] & :12 25 (FHIR{ER9.6% )

[3072]  C,.H,.CIN,(M = 416. 958)

[3073]  HHEAH 20 U6 (M) " :417/419 SZIHE 7> TI§ (M+D) " :417/419

[3074] R, {H :0.42(Alox, cyc/EtOAc 1 © 1)

[3075]  SEjtEfs) 17

[3076]  6-(4— G — Zx3E ) —2— (4- MERgHE —1- FE RS — oRIE Lt ) — ik

[3077]
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= N
O 0

[3078]  17a(E)-3- 40 - NGRS
[3079] F=IE T, 4 20 55 (0. 172 BE/R ) (B) -3— L& - WA o {Lids in 22 14. 99 =7+
(0. 206 FE/R ) MERRIESAE 300 =+ KA A, F T 90°C I 2 /iy o A R VIR -G H)
AR AT, MR B s it — 2 OV, e T AR Aif
[3080]  17b(E)-N-(4- ¥R - &3 ) -3- L5 - WIRELIZ
[3081]  {f 26. 63 »L (0. 155 FE/R ) 4— IRFEARNGH T 120 ZFHukied, JFEREZ 0CH 5°C
Z 18], BRI 23. 14 35 (0. 172 IR ) (B) -3— L5 - WIRELR, B REGW T 0°C T it
— /NI AR A AT RNIR AP AR B, R 14 D R NIEE S AKIRE, JEH T
TEREIUTE D, I LRSS . AE[E AT 65°C T, R 4
[3082] 7= :37.84 75 (FHiB(E I 90. 4% )
[3083]  C,;H,,BrNO,(M = 270. 12)
[3084]  THAAE 37U (M+H) " :270/272 SEIME 731U (M+H) *:270/272
[3085] R, fH :0.7(fEfL, cyc/EtOAc 1 & 1)
[3086] 17c 6— J& —1H- Mtk —2— fili
[3087]1 ¥4 37.8 3y (0. 14 FE/R ) (B) -N-(4- ] - 2x3E ) -3— L% - NWIABL I 7 fthids in 22
200 Z BRI T, FF T 20 FHEE 2 Do RS 1 R NIRG B UK KA, sEHDTIED)
FLUKPES . MEEART 70°CF, £ b b 5.
[3088] 7~ im :28.6 0 (FRIB{HAY 91.2% )
[3089]  C,HBrNO (M = 224. 05)
[3090]  FEAH 4> FU§ (M+H) " :224/226 SZIME 7 FI& (M+H) © :224/226
[3091] R, {H :0.6 (iR, EtOAC)
[3092]  17d 6-(4— & — AFE ) —1H- MWk —2— i
[3093] 5 22.7 75 (0. 101 BE/R ) 6— 1R —1H- MWk —2— Mi7E 380 =T 1,4~ —HEke Y 380 =&
T+ MeOH "H ISR, 5 141. 5 2= JF (0. 283 2Tt ) 2M Na,CO, WBIR G, T LLEEAT. SRR
NN 3.735 ba (3. 23 ZJER ) DY - =0 - e - S 4- A - RER. M RNVIEED
T 110°C DY Ne, 8255 25T 248 300 =T+, W N 1. 2 K, e piiEd. LR AT
55C I, fET M 48, L S N R BEUEVS, JF i — IR
[3094] 7= :25. 4 ( FHiB{E 1 89.5% )
[3095]  C,H,,CINO(M = 255. 70)
[3096]  TIAAE : 737U (M+H) " :256/258 SEIIME 731U (M+H) * :256/258
[3097] R {H :0. 6 (FEAL, EtOAC/PE 3 © 1)
[3098]  17e 2-JR —6—(4— & — Z5HKE ) — Mk
[3099] K 50 g (0. 174 BE/R ) —JRAEBEMNIAE 65°C, 5 10 5 (0. 039 FE/R ) 6-(4- 5 — &
5k ) —1H- MRk —2— VRS, JF T 110°ChnFA 3 /NIt o SR 4 I MRS ) BUEIAE VKoK |, FF B
AT H 2. DR UTED), IFE T, T 60°CF T4
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[3100] 7= :12.28 75 ( FHiB{E ] 98. 8% )

[3101]1  C,H,BrCIN(M = 318. 60)

[3102]  TF&AH 47§ (M+H) " :318/320/322 SEUME 73 FU& (M+H) * :318/320/322

[3103] R {H :0. 8 (fHZ, cyc/EtOAc 3 © 1)

[3104]  17f 4-[6-(4- %l — 2R5E ) — MMk —2—- FE Cp it - R

[3105] T & K4 K, ¥ 0.6 & 7% Cul.9.3 % 7 Pd(PPh,),Cl, & 318 Z& 71 (1 Z& J&E
IR 2= ¥R —6- (4 G — I ) - EEIRK IR TN 22 85 %= 35, (0. 66 SR ) 4~ LHRIE - KA
5 2.6 Z=F+ (18.67 ZJEI/R ) = LIEAE 5 ZFH /K DNF 5 10 ZF+ LGP RN - RV
REW T ZW TR 14 /0, FF28T . TR Bisd A (PE/EtOAe 1 1 1) dF T4k,
[3106] ;=& :290 =i (FEIB{EH 78.8% )

[3107]  C,H,CINO(M = 367. 83)

[3108]  HEAH /3 & (M+H) " :368/370 S 7> T-I§¢ (M+) " :368/370

[3109] R, {H :0. 84 (K, DCM/MeOH/NH, 90 © 10 : 1)

[3110]  17g 6-(4— & — K%L ) —2— (4- mbms ot —1- FL P IE - 2R3 LIk ) — ik

[3111] 4 3 Zrikh - FRTEIR 5 100 oK IR T =38 R N2 290 =50 (0. 78 2
IR)A-[6-(4- 50— 2k ) — Wbk —2- JL Lt 1- R 5 56 2 g (0. 78 ZE/BE/R ) ML K fE
10 Z£F+ THE S ISV N, FEAEHE 30 4380 S8 Ja 0 ks In 334 2 5e (1. 57 228 /K ) NaBH (0Ac) 5,
Hf VAR GVINHE 14 /Do R BUR KR S N2 R IR G, R 16 8.
P, ¥ IR NVIREM S K.CO R A, Frid vk, 28 TU8M . THERS il A Al (DCM/MeOH/NH,
90 @ 10 : 1) #AT4lifk.

[3112] 7= :150 = (FRREN 45% )

[3113]  ##¥ 5 :170-193°C

[3114]  CyH,,CIN, (M = 422. 96)

[3115]  $FEAY 4> TU§ (MH) ©:423/425 SEIUE 5> 6 (M+H) * :423/425

[3116] R { :0. 49 (2, DCM/MeOH/NH, 90 © 10 : 1)

[3117]1 AL G AL ] 17, UL 17F VR4 B M40 1 il -

[3118]
cl

[3119]
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%3 R EEEN R % mp | Refh
1) [C]

17.1 L CaeH25CIN3 452/54 | 176- | 0.33
/O [M+H]" | 182
17.2 P CasHCIN,O |  439/41 | 170- | 0.45
C@ [M+H]" | 174
17.3 _ ' | CaoHxCIN:O | 467/69 | 159- | 052
N
“ J:) [M+H]* | 165
17.4 P Ca2H30CIN3 492/94 | 140- | 0.21
N
§ J [M+H]" | 148
_N
17.5 o~ CsoHzCIN;O | 467/69 | 139- | 0.61
Ch MeH] | 147
176 P P . CaoH27CIN-O 467/69 143- 0.61
b M+H]* | 173
17.7 \N o 031H230|N30 494/96 142- 0.31
/ é" [M+H]* 145
17.8 _ ' | CaoHasCIN;O | 480/82 | 165- | 0.30
N
YO [M+H]" | 170
O
17.9 SN P CaHaCINSO | 466/68 | 152- | 0.45
N
N [M+H]" | 157
17.10 . CasH27CIN, 515/17 | 214- | 0.47
N
< N(\\) [M+H]* | 219
N

[3120]
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[3121]
[3122]
[3123]
[3124]

[3125]
[3126]

17.11 . CasHzsCIN:O | 441/43 | 153 | 0.38
N
o) M+H]*
17.12 - CaoH2rCIN:O | 467/69 | 130- | 0.32
(”S M+H]" | 136
O
17.13 . CatHaCINg | 474/476 | 140- | 0.43
\N M+HT" | 149
NI S
17.14 o | CaHaCINO | 467/69 | 190- | 030
H\O/Q [M+H] | 192
17.15 B CasHsCIN,OS | 471773 | 170- | 0.38
N
O,,Q [M+H] | 174
17.16 . CosH2CIN,O,S | 487/89 | 216- | 0.61
g IM+H]* | 220
<I)I
17.17 " | CoHmCIN:O | 520/31 | 208- | 034
H\oé j M+H] | 219
FITHE 2 I R, (82 TRERZ |, DL DCM/MeOH/NH, 90 : 10 & 1 {ENWREIAHTHS .

S 18 -
6—(4- G — =L ) —2-[4- (2- kg de —1- 6 - 25 EE ) - R

l Cl

18a 1-[2-(4- il - K5 ) - &3 T- mEng4e
B 44 73 (0.2 FEIR ) 4- WY 34 T3 (0.2 FEIR ) 1-(2- & - &3 ) - mbng ke — EhER

X
l L
4 N
O

B LR ] W

#2110, 56 7 (0. 8 /K )K,00, % 800 257+ DVF {15 RER A T30, F sk 48 it . iyl
R A, FEA TS T . AR B9 Tk, I Bl BtOAC 3. 4 HUAR AL NaCl

VETRCAS I, IF A NaS0, T TRERR Bl AR @i (EtOAc/MeOH/NH, 85 :

itk
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[3127] ;P78 :34.8 75 (FHIB{HEM 54. 9% )

[3128]  C,H,INOM = 317.17)

[3129] R, {H :0. 49 ( #EZ, EtOAc/MeOH/NH, 90 @ 10 @ 1)

[3130]  18b 1-[2-(4- = FIERERGEEE CHAE - KA ) - &5 ]- kg be

[3131]  FHEAH T, FIB LKA E, B 1.5 o (4. 72 ZJER) 1-[2-(4- i - X8 ) - &
55 - ML HEL0. 735 =Tt (5. 2 ZJEIR ) LHEE - —FIEE - BESE 156 ZTFURNE 115, 5 Z 5
(0.1 ZJBER ) WY - = 2R Wbe — 48 2 19 2= (0. 1 =ZJE/R ) Cul IR NIREY, BikE 1 /)
I o ARG 25T RONAIRE, A% B T 20 Z£FH/K 4, FF LA EtOAe ZHL . A HIAHLL Na, SO,
T, FRER @A ERE (FtOAc/MeOH/NH, 95 @ 5 1 0.5) HH4T4ifk,

[3132] 7= :1.244 75 ( FHiB(E 91.5% )

[3133]  C,,H,;)NOSi (M = 287. 48)

[3134]  JIEEAH 47 10§ (M+H) ™ :288 SLl{E 731U (M+H) © :288

[3135] R, fH :0. 45 (fEZ, EtOAc/MeOH/NH, 90 : 10 : 1)

[3136]  18c 1-[2-(4- Lk - ZKAEIL ) - L5 1- ML 4t

[3137]  #f 1.22 50 (4. 24 ZJEIR ) 1-[2-(4- = PEREREIE QR IE - 408 ) - &2 1- ik
Wt 1. 47 50 (4. 67 ZJEIK ) TBAF f 25 227+ THF [ MIR-EH T 2500 T B 3 /it 285
AT RNIREY, IR B 20 Z T NaCl % & 50 ZZ 7T EtOAc R4 . 1A HLAHLL
Na,S0, T4, FhEfE Fidd AR (EtOAc/MeOH/NH, 90 & 10 & 1) #HT4lifh.

[3138] 7~ & :0.91 75 ( FEiB{HEM 100% )

[3139]  C,H,NOM = 215. 29)

[3140]  THEAH 73T U (M+H) " 216 SEIMHE 47 F U6 (M+H) <216

[3141] R, {4 :0. 33 (FEZ, EtOAc/MeOH/NH, 90 @ 10 @ 1)

[3142]  18d 6-(4— 5 — #5E ) -2-[4- (2- MEME L —1- Fk — Z5UHE ) - ZRIE SHIE T ik
[3143] T & KA %, # 0.6 2 53¢ Cul.9.3 %2 7% Pd(PPh,),Cl, % 318 %& 7 (1 % J&E
IR) 2R —6- (4= 5 — Z5FE ) - WEIRAK RN I 42 142 2253, (0. 66 ZZBEIR ) 1-[2- (4 Ledt - 2K
k) - CEE T gkt s 2.6 2T (18. 67 ZAE/R ) —LNEfE b ZFH /K DWF 5 10 27 &
SRS . B RNIREY T SR N R 14 i, 5281, TR Bl AR (bem/
MeOH/NH, 90 : 10 : 1) #4T4ifk.,

[3144] 78 148 Z v (FHIB(HM 32. 7% )

[3145]  J&5 A :176-185°C

[3146]  C,oH,.CIN,O0(M = 452. 98)

[3147]1  THEAE 3TV (M+H) " :453/455 SEIMHE 47 F U6 (M+H) * :453/455

[3148] R, {H :0. 71 (%, DCM/MeOH/NH, 80 © 20 : 1)

[3149]  SEjifsl 19 -

[3150]  6-(4— G — &% ) —2-[3-(2— mbhg e —1- 5 - L5k ) - RIEELHIE - ik
[3151]

203



N 1732154 B WO B 199/229 T

(0]
Ol/\/

[3152]  19a 1-[2-(3— &pudk — ZR4EE ) - &5 1 Mg de

[3153]  FRAASE ] 18a, H 1-(2- 5l — L35 ) - MEME It — BhIREh 5 3- LHdk - Byl 415
.,

[3154] =& :1.44 5 (FHIR{ER 79% )

[3155]  C,H,NO(M = 215. 29)

[3156]  TF&AE 43 FU§ (MHH) ™ :216 SZPIME 7 Fi& (M+H) " :216

[31571 R, {8 :0. 37 ( Kk, DCM/MeOH/NH, 90 : 10 : 1)

[3158]  19b 6-(4— @& — K%L ) —2-[3— (2 MEMS I —1- F& — L5 ) — AL LpRIE 1 ik
[3150] 28K Bl sk Jili % 18d, A 1-[2-B- 2 P - K | H)- L FE -t & kit 5
2- R —6-(4- F — AZE ) - MR 1T 21

[3160] ;=& :135 Z& 5, ( HIB{HM 29.8% )

[3161]  #/ :114-117°C

[3162]  CyH,.CIN,O(M = 452. 98)

[3163]  VIAAE 77U (M+H) " :453/455 SEIMAE 731U (M+H) * :453/455

[3164] R, {8 :0. 61 (A, DCM/MeOH/NH, 80 : 20 : 1)

[3165]  SKjiifs) 20 -

[3166]  6-(4— G — 445 ) —2— (2— MEMg e —1- AL IE - ZRJFIEMe —5- L 2t ) — msipk

[3167]
O cl
\——</o O

[3168]  20a 5- R —2— &AL — 2L IFIEmM

[3169] ¥ 1.79 27} (13. 3 ZEE/RK)2-& 1,1, 1- =FEE - 2B TSE T, BERnE

2.5 58 (13.29 ZJEIR) 2- 205 —4- IRMAE 20 2T SR IS, I8 48 /it o SR,

WIN 0.4 2T 2- & -1, 1, 1- =FEEE - Ok, FFRiRE 20 /Ahi . BT RMIEREY . THRER

IR AR (DO SEE 80 ¢ 1) T4l

[3170] & :2 5 (FHIR{ER 60. 9% )

[3171]1  CH.BrCINO (M = 246. 49)

[3172]  HEAH 73 6 (M+H) " :246/248/250 SZIME 7> T-§ (M+H)  :246/248/250

[3173] R, {H :0. 95 (FES, DM/ LFE 20 @ 1)

[3174]  20b 5- J& —2— ML —1— LA — 2R FfmEme

[3175]  F 250 (8. 11 /R ) 5 IR —2— AU FH &k — ZRIFNEMAAE 30 7+ DMF Hh (KI5 2. 24

5i (16. 22 ZEEIR )K,C0; K 0.9 2Tt (10. 78 ZZJEI/R ) MEMEHEiR G, T =i T HiH: 24 /b

o K S NVIRA P LK ERE, JF L EtOAc ZHX . AFA ALAH L Na,SO, 4, yE Hi 70, JF 2%
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[3176] 77 :2.2 50 (FHIB{EAY 96.4% )

[3177]  C,H,,BrN,OM = 281. 15)

[3178]  {14AE 4> 7§ (M+H)* :281/283 SZIIMA 43 T (M+H) ©:281/283

[3179]1 R A{H :0. 15 (FEfL, DM/ LEE S0 1)

[3180]  20c 5-fifll —2— mkmde —1- ZEFFEE — R mEme

[3181] T4 T, ¥ 71 Z 3¢ (0.36 = B /K )Cul 1 33 (3.55 & FE /R ) b= IR —2— it %
ot —1- FEF I - 2R FFIEME 2 1. 07 3a (7. 15 /R ) Nal (KB EAELEE T o SRJ5, W in 0. 08
ZF (0. T3 ZBE/R)ON, N - ZHER LR E 3.5 =JF 1,4- ZRgk, AT R NVIRG R
14 /N B, TEIR TR NIBEYS 20 2 FHREEBHR S UL 100 Z 7K H#RE, 3L
DCM Z Bl o KA HUAH LAK A =K, FF LA Na, S0, T4

[3182] & :1 5 (FHIR{EN 72.8% )

[3183]  C,H,,IN,OM = 328. 15)

[3184]  VIEAH 4> 1§ (M+H) ™ :329 SEIME 731U (M+H) "~ :329

[3185] R {H :0. 35 (#EAL, cyc/EtOAc 1 1 1)

[3186]  20d 2- ML LE —1- FEFIE —5— = FELREREIE L BRIt — 2R IFIEm:

[3187]  ZRASLHf5] 18b, H 5— M —2— M A& e —1- FE AL - 2R IEmMe 5 2 bt - — L - %
Yo IR E 8

[3188] ;=i :0.5 %o ( FHIB{HI 91.6% )

[3189]  C,;H,,N,0Si (M = 298. 46)

[3190]  THEAE 437U (M+H) " :299 SEHIAE 4> 1 (M+H) ™ :299

[3191] R, {H :0.5 (FEfS, DCM/MeOH/NH, 90 @ 10 : 1)

[3192]  20e 5— LHRHE —2— MEMSHE —1- L AL — A FFIEme

[3193]  RMUSZHEW] 18c, H 2- ML Rt —1- FE %L -5 = Rk O PRIt — ZIFREME
EEEE

[3194] 7= :0.265 75 ( FHiB{E T 69. 9% )

[3195]  C,H, N,0(M = 226. 28)

[3196]  VIEHAH 4> F U (M+H) ™ :227 SEIIME 43 FU¢ (M+H) © :227

[3197] R, 1H :0. 79 ( EEKE, DCM/MeOH/NH, 80 : 20 : 1)

[3198]  20f 6-(4— 5 — A% ) —2— (2 ML L —1- FE 2L - 2R FFREME -5- JE LB ) — ik
[3199] 28 bl S¢ i 5 18d, H 5- & FL Ik —2-mb g fe -1- L P IR -RK I EMm 5
2- R —6-(4— & — AT ) — REpR 215 21

[3200] ;& :90 2= (FHIR{EN 13.9% )

[3201] &4 :151-153C

[3202]  C,H,,CIN,0(M = 463. 97)

[3203]  VHAAE 77U (M+H) " :464/466 SCIME 731U (M+H) * :464/466

[3204] R, 1 :0.53 ( FEKS, DCM/MeOH/NH, 90 © 10 : 1)

[3205]  SEJEfH] 21 -

[3206]  5-[5-(4— G — K% ) — MEmE —2- FE LB 1-2- mbng e —1- ZE A2 - ZRIFngms
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[3207]

[3208] #4260 =58 (0. 792 ZJEIR) 5 il —2— ML A —1- FE L - 2R FFREME 171 2= 58 (0. 8
ZEPEIR ) 65— (4— G0 — KL ) —2- Zdt — g 23 2270 (0. 02 ZEBEIR ) PU — = 2REER G — 41
3.8 %57 (0. 02 ZEEE/R ) Cul K 350 ZE 50 (1. 075 ZEJEE /R ) Cs,CO, 7E 10 ZEF+ THE H [ 2 3 Vi
EW, ARG RTH, TEWR T HRE 14 /00 RaaT RNIEEY, AR EY Tk g
FE(@i (DOM/MeOH 80 & 1) 4lifk.,

[3209] 7=i= : 140 =g (FHIB(EN 42. 7% )

[3210] &/ :145°C

[3211]  C,:H,,CIN,OM = 413.91)

[3212]  HEAH A0 T (M) :414/416 A 7> T 6 M+ :414/416

[3213] R, {H :0. 1 (FEML, DCM/MeOH 50 © 1)

[3214] St 22

[3215]  5-[5—(4— &l — &L ) - MERE —2- FE LBt 1-2- (- mbig e —1- 2k - L5k ) - 22
74

[3216]

o]

O,
[3217] K 1. 6 =T+ IM NaOH KA I 48 369 =2 5w (0. 8 2 BE/R ) 5-[5- (4- 5 — #K %k ) — 1k
W —2- 5E CPRIE 1-2- (- MMt —1- 2 — L4 ) - KPR PR (SCHEw 3. 4) 76 20 =Tt
MeOH IR » FE4 RNVIR-E YT 70°C ke 3 /hiny . #4351, 6 ZF+ IM HC1 &3, fEH
2R T, AT B AR &5 T LA 20 ZETF MeOH FE728 R M k. H4%% B4 UL EtOH BIFBE, Jf
A, K< dE.
[3218]  7=i= :340 =g (HHIB(EHM 95. 1% )
[3219]  C,H,,CIN,0,(M = 446. 938)
[3220]  VFARAH 5> FUE (M+H) " :447/449 STIE 43 FU§ (M+H) * :447/449
[3221]1  HPLC #EEIF(R) :7. 0 438 ( 51k A)
[3222]  Sujifsl 22. 1
[3223]  5-[5-(4- 5 - RIL ) - MLIE —2- ZE LB 1-N- FI3k —2- (2- mibmgdoe —1- 5 - 25
) - R
[3224]
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[3225]  # 80 Z& 5r (0. 25 ZZJE /K )TBTU 5 69 M I = Z M s hn & 112 2255 (0. 25 Z& B8
IR )55 (4- G — ZKIE ) - ki —2- JE L Pk 1-2- (- mb g he —1- 2% - 58 ) - KT IR
(SR 22) E 5 Z T+ DMF HP IS, J05R ROVIR AW T 2R FBR: 2 /N SR 58
31 = (1.0 ZEER ) FZ, I TS0 FHERFENE 2 . TEZSFhETIREGY, Bkl
W) 5% Na,CO, YRR & > LA DOM A1 AR L, FF LA Na,SO, fA HUAHT 1. 75 O bR S5 %
F i, A% B A 6 (RERS, DCM %8 DCM/MeOH/NH, 7 & 3 : 0.3) 4ifk.

[3226] ;=& :45 =5 (FHIR{ENT 39. 1% )

[3227]  C,.H,CIN,0,(M = 459. 980)

[3228]  HHEEAY 43T U (M+H) " :460/462 SZIAL 4> F U (M+H) " :460/462

[3229]  HPLC yir FH B 1R] 6. 8 43%h (574 A)

[3230]1  NAMLEY RS 22. 1 BT il s, 1 E S 22. 5 v, R AL TR R AR N

[3231]
[3232]
E R reey | zmx fi# |HPLC @M RS
# RN )
2.2 o 433 | CxHuCIN:O; | 4741476 6.95 (A)
&n, [IM+H]*
23 [(] 83 | CaHasCINGO; | 543/545 5.30 (A)
N\/\N/ .
) [M+H]
224 N 69 | CaoHzCIN:O; | 4867488 707 (A)
| [M+H]*
225 o 40 | CoHoCIN:O; | 4467448 6.10 (A)
H [M+H]*

[3233]  sijifs] 23
[3234]  5-[5-(4- & — ZKHL ) — khE —2—- FL 2Bt 12— (2—- mibngde —1- 3 - 53R ) - 2K %
[3235]
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l Cl
=

o
N

A A
Q0

[3236] 44 200 Z 75 (2.5 2K )NalCO, 5 300 250 (1. 1 ZEER) J4s (11 —KE
WA INA 100 255 (0. 22 ZJEIR ) 5 (4- G — K5 ) —2-[3- St —4- (- Mgl —1- 2 - &
AL ) - REE LS Ttk (SR 3. 13) £E 10 =T+ EtOAc IR , I8 S VIR &4
[BI50E 2 /MBS o DA SE RN, BI04 200 258 (2. 5 22K ) NaHC05, 300 258 (1. 1 ZEIR )
Fks (11) —KEW M 1 2T MeOH, FHR GBI 2 /N o FAELE, I 4 SeRERT,
FEEA BRG], AR @ Gl (RERS, DOM/MeOH/NH, 8 2 2 & 0.2) 4ifk.
[3237] " & :85 =5 (FHIR{ENT 39. 1% )
[3238]  C,.H,,CIN,OM = 417.943)
[3239]  HEAH 70 T U6 (M+H) " :418/420 S 7> T-I§ (M+D) " :418/420
[3240]  HPLC i fAESIR] 7. 1 4380 (575 A)
[3241]  =Zjilfe) 23. 1
[3242]  N-[5-[5—(4— G — 2k ) — MERE —2- i LBk 12— (2— kg e —1- 2 — L5UE ) - 2R
51— OB
[3243]

\fo

G,
[3244] K 16 T F+ (170 P8 BE/R ) SRR IEFAS N %2 35 2 ve (84 T AE /K ) 5-[6-(4- & - K
5 ) - MERE —2- 3k SR EE J-2- (2 MM —1- 2 - SR ) - ARIRAE 2 =T+ DO Hh T
W FER ROV IRE Y T 20 T B A AR ERERS Fidad (i (BRFEVR :EtOAc & EtOAc/
MeOH/NH; 7 : 3 1 0.3) 4ifk, EFHEfTdE— DA E,
[3245] j7& :10 =5 (FHIR{ENY 26.0% )
[3246]  C,.H,,CIN,0, (M = 459. 980)
[3247]  VIAAE /01U (M+H) " :460/462 SCIME 731 (M+H) * :460/462
[3248] R, {H :0.55 (LS, DCM/MeOH/NH, 90 @ 10 : 1)
[3249]  sZjiffs) 23. 2
[3250]  N-[5-[5—(4— G — 2k ) — MERE —2- FE LBk 12— (2— nibig e —1- 2 — L5UE ) - 2R
51— PRtz
[3251]
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[3252] N, KA R, ¥ 39 B 7t (0.5 = /K ) B Bk 508 I 22 100 22 55 (0. 24 =& JiE
IR)H-[6-(4- G — ZR3E ) - mbwe -2- & LHFE 1-2- (- MEMg o —1- JE - L8R ) - Rk Y
161 i F (2 ZBE/R ) MERETE 10 2T+ DOM 0 IS Y » 354 I IR G T 300 T B 2 /)
I o Sk SERS N, IR A A1 160 BUTHIE 5 39 ST FRBREE AL, SR S Bt Rt i . WL
55 10% Nay,CO, WIRIRA, 4 B AT HUAR, 36 PRSP RV, it HPLC 46405k 4.
[3253]  j=i& :15 %25 (PR 13.0% )

[3254]  C,H,CIN,0,S (M = 496. 032)

[3255]  {FEAH 7> T-Ug (MHH) ©:496/498 SEIUAE 4 FUE (M+H) * :496/498

[3256]  HPLC #iff FH B IE] :6. 8 7380 ( ik A)

[3257]1  sZjifs) 23. 3

[3258]  [5-[5-(4— S — AL ) - MEmE —2- T LHRIE 1-2- - MEagHe —1- 5 - 458 ) - K
- -

[3259]

! Cl
~

I o~

A
A J2

[3260] % 180 BTt (2. 4 ZJE/R ) MR LARE (37 % HIZKEEH ) 63 2o (1. 0 ZAER)
NaBH,CN ¢ 57 57+ (1. 0 ZJEI/R ) LI, Bx A 100 250 (0. 24 Z /K ) 5-[6-(4- & - K
B )~ mkiE —2- B LBRFE T-2- (2- Mk e —1- 3 - L5 FE ) - RIEALE 5 =T LIEP TR A
HH R RS T 230 T bt . UL 12% HCL AF L Fa 4k, BLZU P — /NI, 5180 Na,CO,
VIR A, E RN 3RASHME S N o 1k, IF L DOM AR EL . W BRI Jm , fii%% By 38 it HPLC
afifl, o
[3261] ;=& :9 2 (EIB{EHM 8.4% )
[3262]  C,,H,,CIN,0(M = 445. 997)
[3263] &MY Jp T (M+H) " :446/448 S 7> T-I§ (M+) * :446/448
[3264]  HPLC yif fH B IR] 6. 7 4380 (575 A)
[3265]  Sijifdl 23. 4
[3266]  [5-[5-(4- &l — AL ) - mkme —2- FL L4 SE 1-2- (2- mEmde —1- 38 - 2808 ) - K
& ]- - %
[3267]

[ O
PO
Q2
[3268]  FHETR T 178 8T (1. 35 ZERER )N, N- — FU L A — FRE ISR N2 100
T (0. 24 REPEIR ) 5[5 (4— 4 - I ) — MLIE —2- 35 23k 1-2- (2- kMg b —1-F - 2
UL )~ HMEAE 2 BT DMF KRB » 5 S SR A EE 60°C T ikl 5 /NN, A 11 %8 538
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AR ARJEE N 32 258 (0. 85 ZZJE/K ) NaBH,, JHHR G FHR T 60°C N 1 /M. 58
FSCSNE, WS 0 55 4 32 2250 NaBH,, KRG T 60°C N 4 /Mt e Tre50 ), # H S
NaHCO, ¥R & » LA EtOAc W AEL, I LA MgSO, A AR o 78 BR300 i
it HPLC 4tk B

[3269] =& :0.5 = (FER(HA0.5% )

[3270]  CyH,CIN,0(M = 431. 970)

[3271] LAY A0 T U6 (M+H) " :432/434 SZE 4> g (M+) © :432/434

[3272]  HPLC i BAIIA] 27,5 408 ( F79%A)

[3273] R AIALE Wt n] i ik i SC S A BV BTk 16 7 V3R AT

[3274]
o]
| ~
Zz
| =
R\/\O N/
[3275]
%3 R
#l
241
Qi
242 o
243 "
24.4
24.5
G
246
NG
24.7 )
N
SAeN
[3276]
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[32771  NAALE Yt R E I AT SRR B TR I U7 AR

[3278]

[3279]

24.8 S
G
24.9 N
0
24.10
N
24.11 y
H; &\\
24.12 "
H;i N
24.13 g
T
24.14 [::I::?
N
\-
24.15 Q
N\ﬂ
24.16
ZK/N\
24.17

NS

~~

-
-
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e R
#1
25.1

T
25.2 o

T
253 &
254

((T\.
255

oY

25.6
))J\.
H
|

25.7

25.8 oy C
SRR

[3280]
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[3281]
[3282]

[3283]

25.9 N
SN
25.10
N
25.11 y
H;i \
25.12 Y
H N
25.13 g
ION
25.14 E::I::F
N
~
N f
25.16
An
25.17
A/N\ X

LAYt R I RS SR B Bk K A RAT
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% R
18]
26.1
%2 |
T
263 v
AN
26.4
Q(.
265
o
26.6
))J\
26.7 H ]
X N
o O
26.8

[3284]
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26.9 N
0
26.10
a.

26.11
WH
H
N
26.12
SH
H
NS

26.13

26.15

26.14
SeN
a_

26.16

26.17

é?>
/

[3285]  "NAALE YR E I FY SCSR AR Bk TR I U7 R 3RAT
[3286]

[3287]
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%3 R
#1
27.1
T
27.2 o
ek
27.3 o
ek
27.4
q\ )
27.5
276
O
27.7 i

CrQ

27.8 v C
o O

[3288]
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27.9 y
0
27.10
oN
27.11 %
.\‘H
H
N\
27.12 %
H
H
N\
27.13 H
[o]
N\
27.14
.
27.15 C'/\cg
N ﬁ
27.16
A/N\ .
27.17
A/N\ .

[3280]  "NAALE YR E I T SCSR AR Bk TR I U7 3RS

[3290]

[3291]

217



N 1732154 B WO B 213/229 T
e R
15)
28.1
O
%2 |
“@N\'
283 v
ACN
28.4
Qi\'
28.5
o8
28.6
N\'
28.7 0
X N
|
N N\4
28.8 e C
I =N N

[3292]
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28.9 N
0
28.10
N
28.11 %
.\‘H
H
N\
28.12 %
H
H
N\
28.13 H
(o]
T
28.14
ooN
BE | %
N H
\'
28.16
A/N\‘
28.17

[3203]  "RAALEY R T SCR IR Bk TR I U7 AR

[3294]

[3295]

¢
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5 R
11
21 |
252 v
aACN
29.3
q\ *
294
N\ .
29.5
J)J\
296 H
N N
I =N N\
29.7 0
SRel
298

[3296]
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20.9 EE
.\‘H
H
N\.
29.10 %
H
H
N\‘
29.11 A
O
U\‘
28.12
N\‘
H
N\'
29.14
AN
29.15

[3297]
[3298]

[3299]

[3300]

A

/

A R I A SO B BT IR K T AR AT

5

30.1

221



CN 1732154 B b

I
H

217/229 11

30.2

30.3

30.4

30.5

30.6

30.7

30.8

30.9

30.10

30.11

30.12

[3301]
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3013 | 7
o
T
30.14
.
30.15 C(\q
N H
\'
30.16 ~
A
30.17

[3302]  "RAALEYt R AT SRR B TR I TR 3RAS

[3303]

[3304]

[3305]

£ R
1)
31.1
ON
31.2 H

223



N 1732154 B WO B 219/229 T
313 7
/\O\I\\
314
315
.
316 i
))J\
31.7 0
N N
I =N N\
31.8 - C
O
319 "
o8s
31.10
O
31.11
[ ]~
H
N\
31.12 %
H
H
N\'
31.13

[3306]
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31.14
SeN
.

31.15

31.16

vy

31.17 r/lx
Zx\\/N\~,

[3307]  SZJEH] 32 2 32. 12 HAL &9t vl i o i SC S A BV P BT IR B 5 VSRS
[3308]  sEjiEfs] 32
[3309]

[3310]  =Zjifs) 32. 1
[3311]

[3312]  SZjfafs] 32. 2
[3313]

[3314]  “SZjidfs) 32. 3
[3315]
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[3316]  =Zjiffs] 32. 4
[3317]

[3318]  =SZjiif] 32. 5
[3319]

[3320]  “jififs) 32. 6
[3321]

[3322]  =Zjiffs) 32. 7
[3323]

[3324]  sZjifs) 32. 8
[3325]

[3326]  “Zjiffd] 32.9
[3327]
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[3328]
[3329]

[3330]
[3331]

[3332]
[3333]

[3334]
[3335]

[3336]

St 32. 10

St 32. 11

S 32. 12
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E23 R
15)
33.1 ©/B'
. »
33.2 O/
N Ve
33.3 @/F
W
33.4 ©/\
N Vs
33.5 ©/°\
N e
336 k
O
33.7 H .
o
338 F\@/F
N rd
339 F\©/°'
N ~
33.10 z
R ~
BAT | o
3BAZ |
33.13 O
. »
33.14
O

[3337]  PLAEREFli ik — L8 100 52 MCH- 32 AR 45 P M ik g6 U7 vk SR Ah, A8 A — e
AN GRS AW AR 56 U5 vk 8 W E I 3 ) MCH- 52 44 BT S 5 19 cAMP A= ie 39 il 4 il
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Hoogdui jn MZE AZE“Melanin—concentrating hormoneand its receptor are expressed
and functional in human skin”, Biochem. Biophys. Res Commun. 296 (2002)698-701 &
Tk, K i MCH &5 5 %2 MCH 32 7 ) 7 W) A%l 575 (biosensory measurement) , £E 45
YUY JRAFAE N, B o 22 AL 9% (plasmon resonance) , #1H Karlsson OP 5 Lofas S. 7¢
“Flow-MediatedOn—-Surface Reconstitution of G-Protein Coupled Receptors for
Applications inSurface Plasmon Resonance Biosensors”, Anal.Biochem. 300(2002),
132138 1 ik o WX MCH 52 44 FIFE B0 1 I HL A 7 2, S AR BT SO e S 25 0kl 5
BRI, TS A R0 77 V2 B R s BRI B 5 A AR H i

[3338]  MCH-1 324k 44k

[3330]  Jjvk:  MCH 454 % hMCH-1R 44 4441 i

[3340]  WpFb .  AK

[3341]  Fril40 M F2sE kY CHO/Galpha 16 412 ff) hMCH-1R

[3342] 45 . 1C50 18

[3343]  fif I VE S 28 (£ 2K 0.6X25 222K ), #1453 B LA A 2K hMCH-1R £2 7€ %% 4% ) CHO/
Galphal6 40 i (1 40 Mo 5 7 & 7%, JF 3R 56 2% #0559 (50mM HEPES, 10mMMgCl,, 2mM EGTA,
pH7. 00 ;0. 1% IMIG HEEH (AEHEEEE) 0. 021 % ATk, 1 5oe / T 0IkEE, 1 545 /
TR S 1w M BRI ER ) b, AR R AE Y 5 B 15 e / 2T A 200 BT 4N
MRy (&A1 2 3HoCE A ) FHEGRE T, BL 100pM™* T- B2 S 8 (A 2k 46
7 ("PI-MCH, i] H NEN T ) 3537 60 438h, FR8r A AL G )7 i AR 250 BT ik
FE. TR, MR gEgs, 40t 0. 5% PET AB KB 4T it g 2% (GF/B, Unifilter
Packard) IUER N . KRG, fEMELEE (TopCount, Packard) &SNNSR B (Packard
Microscint 20) Ji, 4% 0% B 7EJE#S b IR 40 B 25 & I JsU v 1

[3344]  ARRe R IEES G2 A8 R L IUBE JRUK BE MCH AZAE T, 7R 15 7% B 1R (1) 45 5 JEU G T
[3345] WS G MZ I 0T, A — R 2 ARG S AL B RIBUE N REAT .

[3346]  FRiEY) -

[3347] AR Z AR R MCH 23 5 8 bR SR " T-MCH 324 52 7k 45 &, B4 1C50 {HAE 0. 06 5
0. 15nM 22 [A].,

[3348]  JEUHT ECALAATK KD {E 4 0. 156nM,

[3349]  MCH-1 ZMKME A Ca® BahidR

[3350] ik ESEEEIIAL, {# A MCH (FLIPR™)

[3351]  WFf:  AE

[3352]  fpUl4H Y - L hMCH-R1 A2 52 #4 44(¥) CHO/Calpha 16 41 jig

[3353] 45 - 5 LRI R S5 (MCH 107°M) 11 % H)3%

[3354] B2 PPN EL :pKB {H

[3355] kil HBSS (10x) (GIBCO)
[3356] HEPES ZE3h51] (1M) (GIBCO)
[3357] Pluronic F-127 (I THRE)
[3358] Fluo—4 (o TER%ER)
[3359] T &Y (Sigma)
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[3360] MCH (Bachem)

[3361] A 1fiE HE H (Serva)

[3362] (AEHEEM)

[3363] DMSO (Serva)

[3364] Ham [G F12 (BioWhittaker)
[3365] FCS (BioWhittaker)
[3366] L- ki (GIBCO)

[3367] WIFE R B (GIBCO)

[3368] PENStrep (BioWhittaker)
[3369] HMkEZE (Zeocin) (Invitrogen)

[3370]  fHJEIEAIK CHO/Galpha 16 hMCH-R1 407t Ham (G F12 4% 75 (A -4
B sBioWhittaker ; H 3k 4 5 :BE12-615F) H 1578, H A 500 Z T+ &4 10 % FCS, 1%
PENStrep, 5 ZJ L- ¥ Bt (200mM it &5 ) » 3 ZZ W15 2% B (50 Z 58 / Z T+ PBS %)
J 1. 25 = EBRE = (Zeocin) (100 1858 / B AT ) o T LI AT— K, F 4l Mo LU &
ANFLIT 2500 40 M (1) B, 78 i AE 384— FLASR e AR (HLAG 32 A 1 8 (L BE, Y Costar
Wi ) o, e Bk RS, T 37°C 5% CO, K 95 % AHAE R TR, TS24k,
IR E N 2mM Fluo—4 5 4. emM P Tl &7 [ 40 M 3k 75 55, {640 fAE 37°C T 597 46 734,
1 LR DG OB S , 16 40 Ll Hanks S0 (1 X HBSS, 20mM HEPES) JEik IR, H4H 5
0. 07 % NTAET IR G o FFF Il AL Hanks G2 ke, 5 2. 5% DMSO JRA « REHITH
YL T FEEO R TR n Ve B B85, 78 FLIPR™ 38 (> 7234F (Molecular Devices) ;
PR :488nm s K SHEK: I8 510 £ 570nm) 1, T 384— FLIMA & B I RAEAE T
o THJAVEER P IRIG 35 2080, RIIB4N Y, % MCH #RE/E H AT 0. 1% BSA [¥) Hanks & 1177
o, DA R IR A 384~ LN MR 78R, AR5 78 FLIPR™ 38 i & MCH- I3k )
[33711  HdA ot -

[3372] 4 1 RPN EVE (41 Ca¥ B st IARXT R 6 WA o 22 16 TS S 1S, JF LS
(MCH 10°°M) S KA5 5 E 23 L aR7R o IRl &y FH AR DA R D42 TR A ATART ] BE X BLVEF o
[3373] S 2 RPN ELYE 4 Ca® BBl LUAH G B2 Ol AR (R ok 2 6 S Se il g, JE LA %4
(MCH 10°°M, {5 S #ARHEIL R 100% ) | AE S E SRR, BAS5REARY R ()
SE MR ) 1) MCH 775 4k 1 28 1 EC50 1A, 42 LA fi# 77 i ik GraphPad Prism 2. 01 fili4k
FEAINTS . MCH F5HUFI S 38 e MCH 338k th 2646 BT 2 i B AP ) A SA R A o

[3374] il 2 LA pKB HH R -

[3375]1  pKB = log (ECs(manm em /ECsowem —1) ~108C csmanm)

[3376]  [AlUk, MR 48 A & WA (140 &4, B HE HL 2, 76 b S AT $ R il 36 b (57 MCH- 22 1R 4
rid . (] _LIA MCH-1 52k 45 G50, FE5 PTG M2 LAY 1070 22 10°M, 4551 /2 10° 22 10°M
57 2= R

[3377]1 R4 1C50 {2 A ik MCH-1 SZfA 45558 W15 -

HRAE SC 5] 9m 5 L& A S %) 22 R 1C50 {8
1.8 5-(4- W - FE H)-2-[4-- n v&| 8nM
St -1- B - ZFE ) - B R A -
1.3 (2-{4-[5-(3,4- @ IEH ) - nhug -2- | 74nM
CHRFEE]-FEEHR -2 H)- K%
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[3378]

DRI, — 2B C 5 S R Fid 5 30, Jh “ i e i — iR R — B MR

ARAEY, BfE k. ERA—SE RIS SV A &2 — 00N, “ S ED
R TR Sy SRS T

[3379]
[3380]
[3381]
[3382]
[3383]
[3384]
[3385]
[3386]
[3387]
[3388]

ST A
PR AR N I8, S0 1 22 v 3E PR i
HEY) -
L MR R RESA
Y R 1.0 Z 5
FLHE 20. 0 %5
B B Jie e 50.0 Z 0
71.0 &g
s T
Y TR A BRI B R N T 5 B RO /N o g B S PR S LR Y S MR

o FRGYHIHE R ES

[3389]
[3390]

[3391]
[3392]
[3393]
[3394]
[3395]
[3396]
[3397]

[3398]

[3399]
[3400]
[3401]
[3402]
[3403]
[3404]
[3405]
[3406]
[3407]
[3408]
[3409]
[3410]
[3411]
[3412]

SCHEAE B

Respimat & [T AV, 54 1 2 i R
éﬂé\% H

1 MHEZS (spray) &A -

i PEY R 1.0 25
AR PR 0. 002 Z 75
MR —8h 0. 0075 %3¢
AW ER 15. 0 447+

& v

(V5 A e 5 U 2 PR e T /K, 635028 Respimat ® 25fep,
SEHEAE] C

s 52 3% FH A Al RNV S 1 22 im MEY R
HEY -

LA NEREA -

TG T 0.17%
Akl 0.18 7%
U P 0. 002 71
afKma 20. 0 ZT}
il T

835 PR I AL S AR R s T Kb
SEHEAE D

HEPEFIAI 28 s R s S 2 5L S | v i MR
HED -

L MBEEFIEH
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[3413]
[3414]
[3415]
[3416]
[3417]

e/ 1.0 Z&75%
SR NI 0.1%
%ﬁﬂ%WM£ 50. 0 T Tt

ﬁﬁ%%éﬁ%ﬁwﬁﬂ%&?%%%E%ﬁﬂmWME

¥ & HA v R I s A4

[3418]
[3419]
[3420]
[3421]
[3422]
[3423]
[3424]
[3425]
[3426]
[3427]
[3428]
[3429]
[3430]
[3431]
[3432]
[3433]
[3434]
[3435]
[3436]
[3437]

[3438]
[3439]
[3440]
[3441]
[3442]
[3443]
[3444]
[3445]
[3446]
[3447]
[3448]
[3449]

ﬁﬂﬁﬁj@ E

SWER, SH 1 iR

HEY -

T ) 1.0 273
AN 0.9 271
U 0.025 77
K Hb R — 4 0. 05 %7,
afKma 0.1 27t
S T SR TEFIE K, IR AN 25 W
i@ﬂ

@A%

i PEY R 5%
% B 250 %
ANKMmEAEA 10 257
L RS (glycofurol) 250 &7,
TS K 2 5 2}
il

Yorb o K s

8 £ ORI S5 RS TS R K OREL) A sl I AR I vs AL e s DUl
IR AR A 5 A WEL R H E AR s TRURIA N R Ui

SEHif] 6
AIVESER B 20 20854 100 Z 50 id ) i
HED

T T 5 100 =74
iR —E 4 = KILPO, 412 5
BERE = Na,HPO, + 2H,0 2 2
AL 180 ZZ 7
ANEMEHEH 50 ZZ 7
ZILALEE 80 20 ZZ 7
FESTHAK I 20 27}
il g

i 28 L A 80 SUALEN IR — VB MR IR S — s IS IR (WELD) A s
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FITE AR A s DOmBE G g L WEL A BT ¥ 02 AR ER 58 2 223 .
[3450]  SCjifs H

[3451]  ET4) (Lvophilisate), &4 10 Z iR

[3452] 05 -

[3453] &ML 10 25
[3454] H &R 300 =1,
[3455]  ARIMiEA&EA 20 25
[3456] £

[3457]  ffHEBEE TG RK (WED) b3S in AZRIE AR A s LIRS 2 s v f
DL WEL R R TR 2 IARRR SR /NP 35T
[3458]  {ILifT4 H a7l

[3459]  ZB1LIZL0E 80 = Tween 80 20 2,
[3460]  H gl 200 =1
[3461]  yESTH KNS 10 =7t
[3462]  HHl£% -

[3463]  fHZR LALLM 80 5 H ER IR TS HIAK (WEL) v 58 22zt o
[3464]  SCjfe 1

[3465]  H#, &H 20 =iy YR

[3466] L5 -

[3467]  JE MM 20 Z g
[(3468]  FL Kk 120 %5y,
[3469]  E KyEk) 40 258
[3470]  fEJRFREE 2 2
[3471] 2 LGN K25 18 Z 5
[3472] £ -

[3473] K id PEA 0T FLBE A BOKVE R 3 ST VR A 5 DL 4 M s W /K s vk AL 5 5 B g
RESIR G sTER AL R4a s il E &k 200 =0,

[3474]  SEjifafp] ]

[3475]  f#E, S 20 2 wiE YR

[3476] 415 -

[3477] V&MY 20 Z
[3478]  FKyEH) 80 %y,
[3479] =i fE 4 BUIAE AT 5%
[3480]  fRFREE 2.5 %,
[3481]  Hl£% -

[3482]  HiE MW FOKTEM MAEA ARG s SRR EIR G IR AW E B 2E
AL, 2SS 3 S EE D,
[3483]  SLjitaf] K

[3484] &3, &°F 50 Z v ih 4 m
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[3485]
[3486]
[3487]
[3488]
[3489]

HEY -

W R 50 %5

e CFEANEN (Adeps solidus)) EEMAE 1700 25

il B

SR IR T2 38°C R At o B A 1A MR A0 B3 ) b o3 BT I m A R IR 5 A 2]
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