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R RALHEM—AREANL G HE. C-Cs Z AR EA C-Cs =
AR E A RRERKGEL; F

A RU TR S C-Co bk, Ci-Co A FRARFTILA.
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RETENB AN A G TR A A&

K BR AT

AE R —HB I RARPEBLE - A S4B 4| F , 4] devd R AT
AAy, ABZENAMESLTFIBTYG FRHARKRRZ T AEGMR
B, FiERFaiEaEEetA-HE A Liuid (SCD). it SCDI
NGHMEERRFZ, LAEARERENVBRARFHFXRGER. ShERRH.
WS PeRE e RFEAAEF.

KRARF

B BT E B RR R BRI ANKE R NGB T 4
BEEEH AR, BB HEREY ZFARRERK MG IR L0
B, TN 5-9. 6-6 Fr 6-5 1My MM Ak, RISBLA-HBE A /8
FaBl (SCDs)EA Ao fg By BLH) C9-C10 45 5] AAE, 4K 8 R RAZA
BLE-3EBE A (16:0)F A IR BLA 35BS A (18:0), EMA AL ARARE
BLA-SHEE A (16: ) Fr i BLE-SHBE A (18:1). RE WG RERIOAEHERA
B FHBARNE., b =B RY.

#2EH e SCD AR BMAE. Hlde, LLAETARIX
R A E(SCD1. SCD2), B&4 & TwA R SCD AB(SCD1. 2. 3
F2d), BRAM-HHELTERAREAEFRDRAFLEFFRT
SCD #2 K & HibF4E B (Jeffcoat, R.F A, Elsevier Science (1984),
Vol. 4, pp. 85-112; de Antueno, RJ, Lipids (1993), Vol. 28, No. 4, pp.
285-290), EEHLRARREF AHPFAALARILE,

#ASCD £H, SCD1, &2 EAXbH AL, SCD1 HBAEE
Brownlie £ A # PCT 27 %+ £ ¥ 3% WO 01/62954 ¥, € #HAFRE
XEAMEA AL, BoAAXSCD BB R OLHER, §TFESHD
SAKARIALEREAAFIR B, B, ELERFLEAA
SCD5 3 hSCD5 (PCT A+ #) ¥ 3 WO 02/26944, WA LFIARX
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1 4 5%).

&4 Kk, ER&BH FAMBITHRATH SCD FHeG 5T,
B EY . Bkl RERBRLEZATHASCDEH. &
$n b B F QIERLIE B .. KA A (cyclopropenoid)fg fF B8 Fo X &b Sk
oI R AR, 4 B3k, AR X -12. KX -10 SH4E 2 % B4 4| SCD
BEeyiEt, WY SCD1 mRNA #F &, FMKX-9. AX-11 XL 4
BIARE, RABHBHER, FllEE ety LANTE, L
E4ndf4] SCD M., Flde, BREBR G-Q-FEAKRKAKEL)FR)FH
EB (T-Q-FARAH AR 7 RAER B A A 47 KBRS BF B o)
C18 #= C16 474 %, ETHIH CI-C10 L EHRAWHK. AA X LY
ity s e A4 Z AR kAT H SCD ey & i, MRarH) 5-9 &4
Aotk M. TH 4 SCD FRHNACHROERRBER, bl 9-RHE
BB (LKA 8-FERARFER)AAFLEEA BRE (sulfoxy) 4
&4 B8 B BR.

X Csedh 6-9 HAFEE AT A RERTHTE SCD1 29
HERA LG ERFER, BA—A Tt SCD #H M AEHT SCD
X 6-9 HihFeEA kTN, BhEMEmHLEitohBiint, R
RRBHB. AR HBFRARBHRBERPERARR)ESCE
MAERHETARERAN, SMNELRZ SCDI LW iE 8 & 7 145 %)
F, MEEMALE L0l LERKRAREFRY §-5 2 5-6 &
tofell B = XX H .

SCD BEM IS TFHANGHEZR - ANBRGHRFEFREFH
B, BARAAEERDEF, SCDERIETRLERNALRRILE: 5
0, 4] 4= Attie, A.D. ¥ A, "Relationship between stearoyl-CoA
desaturase activity and plasma triglycerides in human and mouse
hypertriglyceridemia", J. Lipid Res. (2002), Vol. 43, No. 11, pp.
1899-907; Cohen, P.# A, "Role for stearoyl-CoA desaturase-1 in
leptin-mediated weight loss", Science (2002), Vol. 297, No. 5579, pp.
240-3, Ntambi, J. M. F A, "Loss of stearoyl-CoA desaturase-1
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function protects mice against adiposity", Proc. Natl. Acad. Sci. U S A.
(2002), Vol. 99, No. 7, pp. 11482-6.

AL PBLRENRABMSWBRET INFM, ZhEHERAT
¥ SCD FHRAAFBAKE, LR LXBRAKF, FELERT%
5 & SCD-AS#Ak %, FlieH g F ¥ (dyslipidemia) F X% R
Folg AR, LARSRGWBRAKEAXNERK. ST K
. BRI FEREARB EAIESF,

A8 % #) XK

US. 5 HE 6,677,452 5 AT T #7 Yok F BLE R B BAT AW
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A AR BRI A C-Coltd., C-Ce iRt FRERFAME
BM—AREANDFAARK); L8 R BTk K C-Codn i,
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BB ER C-Co RMEAHBRRERNK; REZK AR B LT
ATFFRHBRREARRGRE: I&. KA. AX. £&. C-Celi.
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RIZS. FASRCE;, R'FR Loz hR. A & FTi.
PEEAFZAFTE; AR R® R. R™ R. R®. ROFR"& A%
Fiik f & C-C A

EX—BEASHT, ~AXADKAH T B ThEdH, LT,
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Mk B S C-Celi. C-CoFE. FREAJXFEA(EEB—ANRD
AEEARRRK); L& RPIbE A AR C-Col A,
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R’ RE®MEE. C-Cs ZHRBER C-Cs ZRARRARRKGK
£ AR EHEH A C-CeBii., C-Co A FREAXFA(E
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e LB HEABERGHT), EAXAHX—NEETETY, X
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Rty C-Coith; RAEMEZM—ARXSANLAR. APZRTEAR
REBKRHEL, R RPEHRS; RS R® R, R R R™,
RAR"SEBAS; FRUZA. T4, ZERLI-ZFEATE.

o L EHEPBERSIF, EALAYGIX—AFAETET, X
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hERFH EARIAAF AT EHHF, |

E—ALHFTEY, REAPHFETRBIAATRXEGEALN
A, &F IR TG RS BB A SiafeBs (SCD). LERA
SCD (hWSCD)AS- sk, kb ol R F A XehhRP R AREE
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EMALGERIRL, BE. BHR. SHNE. 48, FBR
PR E M), HBERFITESF.
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NHBELREHE. FhLHHEF. BERNEEKRAE, RLFTHR
. BRE-RERARE. FHTARFE. BRFRF. o FF; ZRRE
#, QEERABE. AZRFE; WRAEFR, QEEIAESREF.
FEA, IETRAE. SARS AE. EAEUIAFTRAE. 48
R, RERAE. BHEEHREBEXAE. ADRAF299E. AT
KBE 0C43. A AAE. BRATHBERE. HhREBAEL
A BAELREEMARE. KABRKRAE. REARAEF. RER
RE. KBRS FTRRE EREH QERERARE. BR
EhE. ERARE. ERHMBARE. BERL. REMRFRE.
AAZAEBEFRE. FEARSBARSE. PREERRAE. ZRS
BREAE. RESRAKRAE. FRFEFFE. KREARF. TR
#r F o EAE. Kumilinge J% % . Absetarov anzalova hypr E N
EEEARE. FRBAAE. LhiRE. RARE. FRFEK
E. ¥ & . RioBravo 4. Tyuleniy . Ntaya 8. LR ER&RF
m, B2 Am; IEBEEBRAEN, QEARAEFRE. BAE.
FHAFARE, BACIERE., NMXARE. BONXRE. 1EA
$MAFKARE BRAFREFRE DLAFYREMN QEIAFY
% & 2 &% et % E(Rymovirus ). X & &7+t % Bymovirus ).
B, STUARBFERE. CEHARE. AR RAFRALK
B P 7k A E (HIV) 5 31 A2t 5 5 AR £ 69 kR AR T8 T 8 R &
R JEh T RELA RNA FRMEA L4 ARG —H A LR
A (FF A3 HIV); Bk, SR W RNA R 457 &6 o &R FF
SlARREIRALEIAMAGRARBER.

Fo AR I B  22 0  HY A0A 2 7 ) BT BB B B S A0 e (] 3 AR
feBL-H B A ) C9-C10 H4ad), XA H §-9 Xiafbe, 43 alEBt-
B A £ MEE 1 (SCD)R AN . RXAIK BE Wiy 6l SFt I8 M
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BRAFL TRt EHey AR, T FBRNE B4 88 A RAZAFBE-$HBs
A Fo B AT RRRTER 69 38 LA ATk e) B AR, X T /B -5 20 5] A28 i B Xt
HAEBREH AR, ETREERTRE T L diX b PRp
e BR,

FB, BRI SCD WHETHNEHET I ARG LERLHK.
CRAAEEARKT 20%. HHERHFKDNTFRY 2 mg/Kg. 1
mg/Kg 3 0.5 mg/Kg, B FAEMF AL 50-250 mg/70 Kg, AEREE
HEGHNETHEETESH. “ng/Kg”HETZEALNESYET LM
BHYBFRE). BHFERETEN TG T ZTH)E KT 100.
MEE(A ICso A F)E A F 10 pM, Ak TF 1 pM, RAZAKT 50
nM. ICsy (“50%37#IRE"RE SCD AHFHRRMEY, Z2iEHFEN
B BAfR, EEIAF SCD iE M 50%F 4 (e HhHEHER. £
TR Z SCD 8. kit RRXA SCD BB FETATREEAT
KK H L SCD FHAFTEHRAMHEN, RELAREGHE
15 4P AR 2+ B ICs Kk F 10 pM. A F 5 pM. A F 2.5
pM. & F 1 pM. »F 750 nM. 4~F 500 nM. F 250 nM. AT
100 nM. »-F 50 nM, FZALikdF 20 nM, AEXARSHTRRAET
HHHEERERAEESETE), RERHHEEHKESEZD. F
BHANERERERS F—ARY—RAFHRRAELENH.

4% | Brownlie £ A, EX F#HiEt) SCD BfefiihRieH ik,
BHERTHH SCD A RKLARADHER ., S EZRE T &
AT R, RE RS AR ELAS W 10 pM RETEF T 50%
W4 SCD &M, HKikERMNELSHE 10 pMRETER T 40%
8 F) 4 SCD 7, F ik £ M XA W8 10 pMRE T A T 30%
8 F) 4 SCD &7, J A2 A R KA W #4910 pMRE T A4 T 20%
8 %4 SCD W, MRIER R L RIAEH A SCD 7& M 4 3R 7 A .

Xk s RS T AR RS YF SCD ZE ST K £ (SAR)
B, $i RARLG TRELBKHITHMEY. SAR FHRA
MBEAARRAET A FLREAESL TN GRBG R PSR
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B TRZ —,

AXDTFH R RSB EC FEHATRPARBEARAR R H LT
BOHMER. B, H5, MREBTERATR . EZHFH—A%
HAFEF, FR@QOPHMRAEBEBINTEFTAY: 88 W
=8 (TG)-RAMAIKTE IS & & (VLDL)-48 X 8 F 2L h 4 A P4k
FH, HEAMNFEDH T LR HZBREHAE, AREZER
FHAHEH =8 (TG)-HMAKE EIEE G (VLDL)-A8 X 8 F 48978 57
Fl. BEEHRFEF, FIHTARA, FlEAIHGEFLT RS
FATRERHARLES,

BN LR GFREN T, FTESH T SCD1 FHeGATEK
T2 ENEAK, Kk ATiE SCD1 AFFE A LEAWH 8-5 %48
FoBl. 6-6 H MBEERBHRES R EHEM,

R FAHE N ER A5 T AT IRTRAFHE
R, Bl B A/BUAFZERLSYBELHDNR, RF R OALBK,
QILEARRENA, LTHRALBRGHE SR, Hlde HepG2 (R
B AJFAE). MCF-7 (R A ASUIE)F= 3T3-L1 (R A > SUB 4e).
BR@EEE, Bl ARKRFEK, LEATANRARLARSH. H
R EANSWE, AERRIFERRG N AELETREA, £F, AT
2 8 FH A FHBRARRS W IER A BN 8 SCD & H A/ HR FH e
2 b ZBARF (LA 18:1/18:0 )b F); THRM, RAEFTRERH
PEREFEFTHHZBREGDETURA, RAAZHH =B
BEREHHELAR DR RAENLER, D RAARERKEEL—FF,
A RLERSHHER, LERKE CETP (RRBER#SEZA)

MEALRLSHAAFRH AL CLENF ERBLERAL
AMAE, NES XA eI, REEREEMsT SCD B H|
BBk, EALE BT RAORBPIEONRGE L NE R GERHF
PR, FWst SCD BRt R e L&, R A TR FTEAT
¥et Ak 18:1n-9/18:0 (hBELLAR AR BR); 16:1n-7/16:0 (FRAR i B
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PAF AL BR ); A2/, 16:1n-7 + 18:1n-7/16:0 (M F 16:0 X4aF4E Al & 16:0
B TR B =W, H40Fe 488 22 A MR G X ik = 8 F [
¥, PLTESFARUACEZHBRATSTRE., —BRH, &
bofeib B R DR IBRBALY L,

HEARKERAERERE SCD1 A HEMTEHY, TEL
BRAAKBEFHNAY SCD1 AW FHRKLE.

4] SCD RZEUTHrh LRI RER, ARE & =8
JEE BB A RKTE, BRI RARRARETRAGAGHME,
o 3t i = B85 e e ) BR S 4B AR 49 B A T A B PA E B & Rl A LBt

AEZARERF LR T, SRTAERGRE, LR E
Bk, MR AR BRAEREFFAIEERS, RESAK
ROETAAR—ANEEBRAAREZRTBAHE LTI FHRASY
BXAHIEEANEGHAGMERB. Flde, BEATRE—FR
HARERBFEABRT —F, AMREIRMYLERERILL K
W), AAABEARAR XA R G A kWA RBHIAR, RET
RBLE TR SR XGRS, ERARIANFHT R
BPHRERBRSTTRMNGE N,

V&L e Y ]
AEPEFBEAAXTAFHALARADHGHELY. £—
AMERFTEY, RAVFIROAHF ETEZRKFHORRALSY
s, ARANHEHLLHY. REFADY. RARAXE
ZHAH, FRAFTHHZBRKERATRER SLBERATH RO AR
FofS FARBERNGE, ARAANH—ANERRTERTY, EAR AN
AEPHAWAT, EEEARGUBRAKE, AlleRGHHHZE
SILE B KT, AAK RS HAR BERTRIBRKFHEHE.
AviEbEANEHELHELLEF ETES AR (LEE
fTiE G AR KRH A, B4 O ETH AR AWRAES TRF
SHEFREGEAMGAMRGRRG A, THRASHREALEE
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M, HELETELHBRLIEEFRBRTRAR, Fliek, EK. HH
FLBF, HFLETELHEAR, BEHNFLCBRE NG Embid R
%7 REMINGTON'S PHARMACEUTICAL SCIENCES (Mack Pub.
Co.,N.J. HETHIBA)T.

AABBEARAR ol TARA THERALTRENRFAAE
RGPt s E. ARAHNERFTARLKR TR F 473
MY IER MBTHANHN ELEMARAZN., HELIRRFHK
FEHNERBIRL, ARFIREEZIAFALZNIAERA. KEFHHHEL
B £ 0.001 mg/Kg %| 10,000 mg/Kg, &.45 0.5 mg/Kg. 1.0 mg/Kg F= 2.0
mg/Kg, RERBBEFEHAELTRHRAEATUEXN. SHFTERTAE—KR
—RIEFBAR, REZSREVHLHREKELTRRALSAHBEN.

AARBEARAR LR BT LB T HE R BHRA BN
ETH) AR, BEHBEURYANEALEC ER WD EETHAEAE
KO EHHXGFA,

EXZRTHERGAEY, KALARASDTAKATEEHENA T
RIPRAR K IR AR, ARALER TR FALFAFHEFEAR
AFEPREEXREERGLCREYD.

AL AL WS

TAERHR, ETEAAS Y, BRREF/AAFBFHEXN
REHESRTIAALKY, REZALSRHBAREHNNLESY.

AFBBAARELTAERNHR, ETEAEAGRELEF, ¥
MAS YN ERRTRESZALLNRP ARTRY ., ZHFNETRE
Gt 84, AEPAR. BANEIRPECHEZRATAR
AR =FHATHBEEABIRTEAFEARA RTERKEAT A
BARZTATARL). DARGEFRETEAS. A REARBRE
HELSFRPLOERTAZEFATEAKAT. AANEB LRI AE
¥-CO)-R” (&%, REERE. FERAFERE). FFTRAEXTEAA
ZERPEAY. ABNESRPAGCRERE,. FARFT AR,

BB AFBRBARAR Rt Fo R F AT G IFABERTFIAK
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FHREP XK.

RPAHEREBHBEE Green, TW. & P.G.M. Wutz,
Protective Groups in Organic Synthesis (1999), 3rd Ed., Wiley ¥ . &4
EETUARES YRR H 4 Wang R R 2-R=E=KFA-EAMHE.

AABBARARCTUAERNR, REXRANSHH XL E/K
PHITENASTHERAEAHEER, RENTRLTEADY, ¥
BERARBARAFTBEZRZUARELANESY . BREEQITEDT
WARE"THE", RLAARSYAAMERCEELALXAREA.

FHALEFERATHERALRWAHE T . TAERNHE,
AABRBERAR RAAME F % RA RABRBERAR Cootd Tk RES
HEZXELESHY., —KRT, ABEFHH  Sigma Aldrich,
Lancaster Synthesis, Inc., Maybridge, Matrix Scientific, TCI, #=
Fluorochem USA #T#KMF. ARERMBBAAR Sootd LTS
B(H R4 Advanced Organic Chemistry: Reactions, Mechanisms
#= Structure, S5th edition (Wiley, December 2000)). X 3= AL A FTE, .
R GRS,

— BT, ARAXNOLASY, L£F WE-NRHCO)-, TiAs
BREEFER 1 PREG BT HHTER.
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REFHE1
R4 Rs R4 RS
T R'OH -
HOQC_Q_—;O > R'OQC‘%—_;O (101)
N—NH N—NH
{(100)
R4 R®
POCI "—
2 R'020~g—§—01 (102)
ROR7 N—N
Rﬁa | RTa
X R4 RS RER7
HN NH  (103) Roa { \ R7a
9a 8a X
R R( :RL R R'O,C \ / N NH  (104)
™ N—N Rga‘é i,y ? \RBa
RIRE
R RS RR
X____V..._._R3 Rﬁa R?a
X
(105)
> RO / \ N N—V—R3
NN ooty Réa  (1086)
RQRB
R4 R5 RB R7
RGa R?a
R #® X
> HO,C / \ N N—V—R3
N=
R%V\/Yy [ TR®
IR (107)
R RS ROR
102 R6a R?a
R1R2NH 0 VL)-J(X
(108) - / \ N N—V""""‘R3
R'—N N=N RgaévﬂéRea
R2 R9 RB
K (1)

A ER B G RGRAZTHIEE, RTARERABERAR &
Fat) T IERALF AT ENE., —RAE, AELREFRFHA

89



200480021867. X oo 5E48/164 1

R RAKA Y T 4 S

A% 101 BRAABRERAAR ity Lk 94745 %,
NA00)R B T AR A 5 3540 R X (101) 85

A4 102 A L RAF 6 X (10144 Fe REALBE B9 R4
B Z R 2-8 MET. REBHREERESY, RELETHAR
B, REXRRBEHBEIARK., SRKEFIAGRES, Alf
NaHCO; fe Kbk, RETHR, HFIAXNQ02)KEY,

44 104 EBER Bl d {2 RRTFT NN-ZF K FBLER
LR ¥ X102 %(1 & B)FXA03)HEH3 )N RSV E IR
1-4 DB, REAZRZEN. BRRWEBREBEN B2 RRT
—RFRRCBLET. AKX, ERKREFIGER, RETR. £
TREFNA, FHAXA0NLEY.

4% 106 J£ 0°C F , £ 5 A) do {2 F PR F = T3 Hunigs
BHAET, AXA)LEHA S E)EEN Gl f RRTFAT
¥, FER THF &3 ERT mAXA05)H ALY R (
LEVER., TEUBFIGRLSW 6-18 1o, RERAKEX. AKX,
HAREEANM, REAZKRE, FEAXQ060)H 4%, eR—FAE
ik R Rkl

A4 107 ¥ A £33 84 X (106)184- s R E T R %
¥, EXABHEARAAR Bt 17 AR THBEHLARR, 772 X(107)
BB

EN A f XQ0A (A & F)EEF F) e i R IR
FoR/ TR, FRI THF ¥ QER T N, Hli@FRART=0E
3, Hunigs #(2.5 1 &), EFMANBRA b4 N-3-=F REAL)-N-
ZAH-—DEA1 $¥). HHFEHGRAY 15 9473 1 D E, e
X(108)(1.1 %F). BRAY 8-24 I uf, REAK®KEK, TR,
FAZRE. REGHRLEALIMNELQERTLE R, FERXNODLES
# .

TR, AEHXNOLEY, £F WEA-NRHCO)-, Tihk
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BEEZE 2FHEN—BT A,

BREFE 2
HOzc—g-—_S'CI + R'RZINH ———>
N—N R‘—N N--N
(109) (110) (111)
RSR’
Rﬁa R?a
X
HN NH
R4 RS ROR7
Rga Y Raa o roa R7a
RQRS - X
R—N N—N Rganga
R2 R9R8
(113)
R4 RS RER7
o R6a R?a
X—V—R3 X
(114) / \ N N—V-—R?3
- RL_N\ N==N RQa R8a
R? RORS
X (1)

A LB R RART M, RTARERAARBEARAARL &
F F ERALTATHFTENE., —BPE, REREFEFT T
HERLRLED:
4’6'%\51% 111 f RABAR Y 6-RESEEI- RO L E)A
Bldofe FARBTF —RFBR. FRX THF FHERF I, Hlde
%ﬂ&«f,ﬁcﬂ%’x Hunigs #(2.5 % &), 35 mABEKF 43 N-(3-
ZFEAARR)-N-TEE TR 11 5F). HHERLREY 154
AF 10, mAXQ10)E01 S 8). BHHERESW 8-24 IE, KRE
RARkE, T], FELERE. ARG EEENINELQEN T 4
M, FE X1 EH.
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o4 113 ¥RA1)YLeaHA SE)FRXA1)EHB 4
BYEEMH I BFARBRTF NN-—FEATBRBACHFHRAVE R
1-4 B, REALZEZRERN . B HAHEBEER FlI24t RRT
SR RACBRLEF., AK. EAEEFANER, RETHR. £
ZREA A, FIXA13)LeH.

EN A A 0°C F, B 442 I R F = T B 3 Hunigs
BAEAEET, AOXNAVAYA SE)EENF It RRFoRYT
B FTERR THF F 8B HGER T AKX (114)6 R4 KR
Y F)ER., TRVBFBHFIGRLSY 6-18 10, REAKRER. AKX,
BERGFAVM, REALZRE, RAXOKEY, st—F A &#
BB R

THERW, FEAXNOLESY, L+ WE-CONRY)-, TA#
RE R % 3 PREG /I EEA.
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BEFE 3
RG R7 RS R?
RGa R7a Rsa R7a
X X
R—N NH  + gt R—N N—V—R®
Roa y R8a R y R8a
R® RS R® R®
(115) (118) (117)
RB R7
RBa R?a
% X
®y > HN N—V—R3
RQa y RBa
R? R®
R* RS (118)
1 7\
R'HN i X 4 s R6 R
R6a R7a
119 X
(119) RHN / \ N N—V—R?
N==N RQa y Raa
R R
« (120)
R2—<
0 R RS R6 R’
(121) o Rea R7a

/
%
4

|
A
%
~
py)
%

. A
on 0 R? RS
RZKO X (D
(122)
A LB B FRGRHRETH B, RTARERFTEBEAAR &
s TR RAL AT T EMNE., —KRET, ALRBEFEF T
HE&RLZAE:
e 117 ERBH deie 3 RRT = X Hunigs 8 F
ET, A@XA15EQ SE)EENAREFRRTFATRATRY
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BB IER T AKX 116)8 R RBALH(A S E)ER, TR
FEERASVRGHNE, REAKRER. AR, HAREEAIAM,
RERLZRSE, FAXNW1H=H%.

A% 118 oA LR A XA ESHHEREBER
BHEMNTY, ERAELXRPEFALKBREAERA TEREFE
R’, #F3X(118)%.

a4 120 ¥ XA REEA % B)Fek LFH 64 XA18)
Be(15 S E)ERBEN FHRAME ik 4-24 Do &G B RAY
MNBE RS S NaOH B8R, AANER Pl R TR KR IEBEE
BRKE., FTREFIGAWNE, REAKXETR. ABREHEIERE
i a-4, FE X120,

X4 Y

7k A A 0°C T, E#mHlIe= LHX Hunigs #& (1 £ F)
WEET, aX12004H0 SB)EEMNFAL—RKTFTR. THRT
R BEGERFRAXQ2DAAS YA S E)ER. TERBHRE
Bo 8-24 I BF, REAKER., AKX, RRBREZFENIE, RELE
e, AAEGHEH—FHL, ARESGEHNFLEH, FIAOKL
a4, -
F%k B A X(122)H 81 ¥ B)EERN bl R TR, FE
THF 8935 % F A B 40 = TE 3 Hunigs Q2.5 ¥ &), &5
BEAFARG-—FERAAR) AR T REAL $8). #HRFERER
A 15 2478 1 D EE, AR (120)8:(1.1 2 ). ERIHFRSY 8-24
Wi, RERKER, HFAZRE. ARG EEEL, SINELHE
R f, BEAXNDMLESY.

AR, REAXAVVLEHTURBRE TR 4 FHEH—
R F kAR
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R® RS
(120)
cD!
2 t
R—NCO R'RZNH
(123) (124)
R RS RS R7

AER B FEABRFZTHMY, X TARERFABREARAARL &
T EBRALFATF T ENE., —KmET, AEREFE YT
HE&ERKPILAY:

XKAV)4-4:

Fik C @ X(120)L48-4 (1 E F)ELKERN F e i Rk
F DMF ¥ 9B BR T AKX (2)FAREBEG ), REKRRS
W m#hE] 60-80°C 4-24 1B, AERERAY. AEEHELL, K
MIE L ERN P &R TH, FEAXAVLED.

FiE D F X204 HA SE)E RN LKA —oked
(1.5 3] 2.5 HEE)EAREHN bl — R FTRT HREERY. REHE
EAGETR, BRERZRLGM 2-8 M. REFXN(24)KEA FE)
MB R ERAYT, ERARATERERRL LRSS, REAHLF
BB EMF L RERRER L RAY, R, HEREEELLLA
2| XAV)LEe,

R AT — AN KA BB ARA RARE L @O T 8 — R A AR L%
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BB KLY, HTHERL, HERLRLSWGLRIELRY
EE3 MY RRBEATABHECHRT. A4, ARFTRAGHAR
F Ao R EHFARRAAABRBEAAR o, FATUREFTHH LK
BIRFFH .

#& 1
2-3R AR TR AR

EO0°CTF, 2 EJ 28, WRABR (20.66 mL)& &3] B
AL £ L4E4E (764.4 mmol) £ 800 mL LK TE (40 mL)#RE
RY. RERSYBBRINER, B3 18, BiFAN 100 mL LK
LEBYHIRAEATH (2465 mmol)#ER. ¥ FIHHRAYMKRER
A2 0B, RELHE0°C, PRNRAAKRER, mA 350 mL KF
# 38 g NaOH #5&, WNRIHARRERES T ENANE. AL
B (3 x 600 mLMERKEBTLRY. AFFAHNTRERY, AAK
Na,SO, Tk, A4B#HEHN, 52 1725 mmol 2-SFAXLAKNHLE
B AK (bp ~ 100-108 °C). F& 70%.

#& 2
6- R -3- R BR 65 A A

BN IL 4 3-8-6-F A72% (155.6 mmol)E 140 mL RARER
B RRRTEE AN ER B BN (5540 g), BERFEMKT 50°C.
BT RE, £ 50 °C TELERFIF A 4w, RELIHFNER
ERAR, DSImARK, ATERLEE (6 x 400 mL)FEREEBRESHY.
AFTBRUBERY, ALK NaSO, TR, AEZREEHNFIRL
& 6-FAE-3-48.(106.6 mmol). EHFAREH#—~F LA TFT—F
B A, % 69%. m.p.145°C (dec). 'H NMR (300 MHz, DMSO-d) 8
13.1, 8.20, 8.05.
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w4 3
6-RRR-3- KB (2-ZF AR T A )BEB 894 A

ERAT, £8TF, & 6-f2R%-3-88(158 mmol)#h ZH T
(95 mL)ZRF AR AL LR (46.7 mmol). 1-ZBA KA Zvk—
RKEe% (237 mmo)F 1-G-—FRAEAAR)I-ZABE-_T B (23.7
mmol). HIHFE| 8 RAY 15 547, A 2-FK B A THE (20.2 mmol).
EBBFH DAL, A-RTHE (100 mLFBER S RAY, RE
Rk, AAK NaSO, T, AEEREHN. BHEEHEG% T
B TR0 LRI R ) AT 2 47 L4 (8.70 mmol). & & 55%,

#E& 4
6-FAE-3- BB G- FATA)B B LA
# 6-AAXK-1,6- = &R ER-3-RBE—K4EY (3.16 g; 20.0 mmol).

ZWRTBE (05 mL)FRABK (5-7 mL)ERS (70 mL)F &%
EHRFE 50-60°CHR, AERAREBRAOWETHR, HEAHL
MEME—RATR (70 mL)F, EERTHFNE 3-FETAE G0
mmol, 2.7 mL)fe = 2B (SmL)EZR T (150 mL)F # R4,
WHB B RA Y 30 247, B 10% HCLER . 4fe NaHCO; F2 K% 4
ik, RER MgSO, T, BENTE:THR G:HFTELHSBEREL
49044 (19.76 mmol). FH: 98%,

#E& s
[4-(6-RAEFH-3-FK)RE-1-R]|Q-ZRFTA-FXL)FTRGHLA

A. EO0CTF, AZCE 3 mL)¥GFLET, GHHEH 1-Boc-%
% (1.96 g, 10.5 mmol)# — R F I (50 mLyER FAmA 2-Z A FAX
FELE(2.09 g, 10.0 mmo)¥ — R FRIER. TERMBFI WAL 18
B, RE A KRS mLy#E R, K. 4% NaCl 45K 48, B MgSO,
TR, REAERGRINBENEZTERRTY, ZiAWFedt—F
stt, AT FHRE.
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B. AR THA LFZH 1404410 mmol)/E 50 mL 1:4 45 =
AR R TRAORSYTHIER 5 h. ATREE, $HLWE
F_&FH (100mL), A 1 N NaOH (10 mL). K. &5 NaCl £ 4 %
#, B MgSO, T, ik, AZREFINRE-1-A-C-ZRAFEAXRL)
FEGREEHH, Fitd 10 mL 2 N HCl# LEEEF 100 mL £
KTBARAMAYH 10 mL R FRER T, Kb s HCl ..
LR RN G AR, TRFZ HCIAE. |

C. # 3-8E-6-F2% (0.648 g, 5.00 mmol)F=iX L1F2| ¢ HCI
# (7.5 mmol)# RA M 150°C Jm i 24 0. AR RAWF A
10 mL 1 N NaOH o 100 mL —# F 5, A 100 mL =R 7T RERKE
BAR. B NaSO, THRAFHANE, RXETR. AERE#EKL
AALA- Y 1T B AR AR 5 4 € BLR,

%4 6
(B-R-2-Z R FEEXE)RE-1-X F 8654 &

A. E0°CTF, @ 1-XFH%R%E (4.65 g, 4.58 mL, 26.4 mmol)#y
ZH TR (200 mL)ERF AR AL TE (4.65 g, 6.2 mL, 36.0
mmol), #£MA 5-F-2-(Z AT E)KFBEG43 g 3.63 mL, 23.9
mmol). TERHBFHALER 16 1B, REA K TFTK (100 mL)#H#,
A K3 x 100 mL) %, A EERERN, FR MR 0REG FHO81g, &
TR, UMW ARBHR—-FHRLLATT—F.

B. A ¥ (100 mL)y# &4, A Pd/C (981 mg). £ H,
FHERSM 1600, TRE, ATREERRE, 52 698 g (94%)™
.

#E& 7
6-"h % -1-2 R H-3- R BQ- IR AE TA)BEAR A A&
B A # kA (1.48 g, 17.2 mmol)#= 6-f R %-3-REBQ2-F AR T
F£)BLE (1.29 g,5.73 mmol)E T (60 mL) ¥ #5844 16 A, A
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REMNEIHE, A=K TR (50 mL)HFBER AW, AKQ x20 mL)
poik, A MgSO,T#. HiRE, ATREIRA. AE G Lk
B AR=RFR (100%)REAFTE:—RF% (1:9)%M, 53 1.18¢
(75%) B 4k = 4.

#& 8
2-RA-L-FAXTEHESR

A. B 0°CHBAHIAARALE (1.00 g, 14.3 mmo)Fo A& F 1%
(0.765 g, 14.3 mmol)#) MeOH &A% F & & mA NaOH (0.57 g)K%&
R, WEBRHFRELRESW 1D, RERBEGERK, REAEREY
TR B MANKEER (0.807 mL). ACE 3 x 7T mL)ERENE, A
MgSO, T 1k, B2 2-AE-1- AL LE, X2 —FSUHATTS
B

B. B L-EFHGAENESWHWET 4 mL AKLET, REAT
REHT, 28 100, BFH B BEH 6 EAL4E4E (0.997 g, 26.3 mmol)
ARKTRG mLGET. BREGA2 I, REMA2-RE (9
mL), #% feAtef NaCliERE (3 mL). FHFRAD 20 04F, RE
B 2-AB: LR (13)NMRAMER, XREFNERE 2-8E-1-FAL
L, EXRBH—FUAUATFTIRE.

wE& 9
6- AR H-3-BR B (2-3F 7 3K -2-72 TH)BRAR # A AR

€ 6-R R %E-3- R B (375 mg, 2.37 mmol)#) 5 mL —IE BIER T e
AL ABRE (420 mg, 3.56 mmol), RASWE R 4 1T, A= EHRIEA.
¥ 2-RE-1-3F B A B (479 mg, 4.73 mmol) #) 5 mL = KK & Ae
AHF ey, BEMAZCE (02mL), TEHERASHTE., HK
mE|RAUY, REALRILBER., FBEANERY, AKPMEK
%k, A NaSO, TR, FREMNEHRAYAEERELN, AT
BLLES: TAE(70:30)%ML, B3 s8mgBEHAETY.
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#4& 10
TB-1-R-(2-Z AT A RE)F IR a4 A&

A, B 2-ZRTFTARXTBREZ 15 04 BRFAME|SHE (0 °O)F
Y 1-Boc-"k % (0.100 mol)fe = A (0.12 mo)W =K T (250
mL)FR&R T, TERHIFIAGRELRSY 6 I iF. REHKK (100 mL)
mERASMHY, A_RFHE 2x100 mL)XERAK4g, AKFEREE
S HUANAR, B Na,SO,TH, REAZRERIANRZESENHFY.

B. ¥ALFIHG4-Q-ZRAFERFTBEA)RE-1-BRKRTEA0
mmol) AZR LB _RTFRHREY (1:4,50 mL)F R R T EHE
FSP, AEREE, ¥RLHET-RKTK (100 mL), FAiofs
BRE4 . KAndhiREL kK, AAKNaSO,F&R, REMFE 97% &
Rk H-1-A-Q-ZAFTAXRE)-FE#.

#H4& 11
6-%-1-E R E-3-BBG-FATR)BAEGA AR

¥ 6-B i HE-3-RBGB-FATH)BE (2.52 g, 11.0 mmol)FR%
(2.83 g,32.8 mmo) ¥ LA (B0 mLyERmHKEE K 2 B, REER
BA, BREHETFK 0mL), A=KFHR 3x100 mL)FER. A
FK NaSO, FRAMERY, REAL. MehBdad, R
2] 6-RFE-1-K-RR-3-RBE-FRATHA)BE (2.68¢g, 88% %),
MS (ES+) m/z 278 (M+1).

#4& 12
6-t-1- kB -3- K B (2-FF A A TH)BLAR 894 AR,
¥ 6-RhE-3-HBMQ-FRATE)BLE (7.8 g, 34 mmol)FkH
(8.93 g, 103 mmol)#) L (100 mLYERmAEZR R 2 Mot ZAER
BH), KR AEWETK 100 mL). AR TR (5x 100 mL)FBRK%E
#, FAAK Na,SO, FRANERY, SAKETER, REFS 6-%
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F-1-R 53R BRQ- A BHEATH)BE (8.2 g, 88%). 'H NMR (300
MHz, CDCl;) & 7.90-7.87, 6.89, 3.78-3.50, 3.12-2.90, 1.77-1.49,
0.83-0.60, 0.51-0.36, 0.15-0.01.

#& 13
6-RRHE-3-H B [2-CB-ARER) LA B A

%1 6-RHA%-3-5 82 (0.31 g, 1.94 mmol)#) — & F 1 (15.5 mL)E#%
PhAZFAXTEE (0.73 mL, 4.19 mmol), #FmA 1-BRAXHF
Zvk— KA (0.28 g, 2.1 mmol)F 1-B3-—F R E)AE-3-TLEHE T
B (0.37 mL, 2.1 mmol). HFHFE &GREW 15 04, EF A -
ATEE (028 mL, 2.1 mmol). ERHH 27 MRS, A_RTFK
(200 mL)# B B 44, AK@x25mL)#k#%, A Na,SO,F#, &
FRE., AEEGHESEL, A-RKTR: CRCE Q:1)®M, F3 4
& RIKE ~4 (0.205 g). 'H NMR (400 MHz, CDClL;) 5 8.26, 8.12,
7.67,7.28-7.23, 6.95-6.89, 3.80-3.75, 2.95.

#E& 14
(E)-2-Z AT AKX AL BAAAR

A. & 25-30°C T, ARAT, ARFH=FRAALALY
(4.85 g, 22.0 mmol)%§ DMSO (20 mL)iE& ¥ 9 LA\ 844 6 7 4
ia#iK (0.88 g, 22 mmol). —EZREAEL (30 £4P)kRFH AN
4,4,4-= 5. & 2. B8 T B8(3.36 g, 3 mL, 20 mmol)#) DMSO (10 mL)i%& & ,
12153 K R At 35°C, & 25-30 °C FHA4F 2| &9 R4 30 44, R
J& JeFn 55-60 °C FHEHE 1 0B, HRAHEIA 150 mL FAL4sd g8
Risk, B UBERER, A NaSO, TRURERY, REMFIR
4,

B. @A LFE R EYERT RAEARH (75 mL). K38
mL)F £ EA4E (3.36 g, 80 mmol). HHRAY, Im#E] 80°C 5.5
B, AEXLERwWE kv, AORERKE 2x30mL), AKX HCI
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B, REA_HRFTRER 3 x 100 mL). A Na,SO, TRANE.
REEMNFE 2-ZRAFEAFTAR-RBR (153 g).

#& 15
6- T - 3- H B R B R 84 A AR,

14 6-R A E-3-3 B (375 mg, 2.37 mmol)#) =B B (5 mL)&E&
W B Y A B AELE, (420 mg, 0.26 mL, 3.56 mmol). A& R T #
BABERSY 6 Iit, AHETEREARBELBIREN. A=
55 mLFBERRG B EHF, ARRKETEHIRIGER, w4
2 E R F mA KB (410 mg, 0.55 mL, 4.74 mmol). ERAEERTH
BFINNHEEREER 16 BT, AZEREN, A=K TR (25mL)
HBF W, AKQx10 mL)%R&EER, B MgSO, TRAMNE, BE
B4R, REMAIBRDH, LARE#EEAEL, AR TRRMK, 7
) 310 mg (57%)% & B4 4. m.p. 98-101°C. 'H NMR (300 MHz,
CDCl;) ( 8.28, 8.05, 7.68, 3.51, 1.69-1.63, 0.90, MS (ES+) m/z 228
(M+1).

#& 16
3-3F A A R e 6 A Ak

A, JstE RAEBLE (7.20 g, 37.8 mmol)AnE) A3 (0 oC) 2-3F
FE T (4.00 g, 46.4 mmol)# kX (10 mL)Ffr =S FIE (60 mL)#)
BT, TRBERARASWEIR, RER LE(200 mL)FHHE, AKX,
10% HCl. KA RiEL ek, KRB ALK Na2S0O4 Tk, BEEA
i35 VR A-FEBR - ARATE (8.1g, 89%), EARGi#H—F L,
AFT—%.

B. ¥ F X458 2-KRHATE (8.1 g, 33.7 mmol). RAMA
(5.0 g, 102 mmol)F AL T4:(0.5 g)&£ DMF (30 mL)¥F #h &4 A&
90 °C At R, REVRALRANAHEETE, ACR (200 mL)H
7, AkFihkieik, XK Na2S04 Fh. BREENERE KA
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AR (3.2899%)..

©C. E0°CT, HRABR (2.73 mL)BFHmNB ANBLIH L4
42 (3.792 g, 99.43 mmol) £ 40 mL LB T HRNBERT. RERA
HRAHEHMB TR, BF1 06, BREMNIFREARF (3.085g,
32.47 mmol)# ZH (10 mL) &, BAMARLE RS 2 M, KRE
AHE0°C, BERAKBRAR, A NaOHER 2g £ T 18 mL
H,0 F), Wi t9 S 8B IREYD T EM AN, A TBREKGX20
mL). & MAF Y LIS, RBBEN, 53 3-FAAREHRE
&R AR (2.01 g, 62.5%).

#4& 17
6-(3,5-=F K-k F-1-K )k 5-3- KRB Q- AEX TR)BAR 6 &

f 6-RRE-3I-BREMQ-FAXTE)BLE (0.57 g, 2.52 mmol)F=
Bu,NBr (0.16 g, 0.50 mmol)#§ =1 3% (20 mL)ZER F mA 1,8-= K AR
3 [5.4.0) +—#-7-% (DBU) (0.75 mL, 0.77 g, 5.04 mmol). B #Aw
IAB e E RS 16 DI, REAHNERER, AZ2REN. AT
B B (50 mL)#FEEMA. ARG x 20 mL)RFEER, A MgSO,
Fig., HRE, ATFRRANERN. 9B 0728 E G BRRYH
(0.72 g, 74%), ERBH#—FULAEATT—V.

¥4 18
6-[1,4]DIAZEPAN-1-% sk % -3- R B (2-3F A A& T A )Bu e o & A%

A ¥ 6-BREIZBQ-IFARTE)BLE (015 g, 0.665
mmol). [1,4]diazepane-1-3 B R TE (0.133 g, 0.665 mmol)f= = TR
(0.093 mL, 0.665 mmol)#) RAMWATFT R Y mAEDH 18h. AZEHR
BH), Atk eHrsufed, 72 =W (0.226 g 87%), EX
BHE—-FHUHLIERATTIRA.

B. B LB EWET 21 —RTR/IZATCEHARED T,
BHRAW 15 04, REAZERERN. A-KTRABEMNED, A
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10% SELARERAEBANGER, TR, REH3
6-[1,4]diazepan-1-3 -2 % -3-FRBR (2-F A AL T E)BLAE,

#4& 19
6-R R B-3- B MR- A TR TR BN AR

A. E0°C TAXRTHR FEE4.00 G, 46.4 mmo)H =R F 5 (60
mL) &R AWK (10 mL), &% mAsT T RXEBR (7.20 g, 37.8
mmol). EEBHIE L RAY 23 MeF, REA-TE# (350 mL)y#H#,
AK. 1% HClKER ., KiedhKESRE. A Na,SO, FRAMNE,
ELEREREZH (9.00 g, 80.7%).

B. 19X A4-BBILTEATE (9.00 g, 37.5 mmol)¥) DMF (34
mL)E &R F A RN (5.62 g, 114.6 mmol)FBt L W iE T K4 (0.56
g, 1.41 mmol). /& 90-95°C HHRERAEHM 6.5 10, BHEERE,
A8 (450 mL)#HBRELRAY, RAKFfLRk#&E. A Na,S0,F
BAWE, EXARETRERE =% (3.50g).

C. £0°CF, ¥RAEK (1.71 mL, 32.6 mmol)R & m N B A H
He)E4E4E (2.47 g, 65.1 mmol)¥ 65 mL TEARIEAR Y. WA LR
LB HETR, BH1IWLBRERAKRTEATH (2g 21.03 mmol) #
9mL ZEER, GANKRRE RS 3.5h, REEZRHF 21 h, &
B R RAMASHE 0°C, AKA6 mLYREER. mALKEH(T.85g)
B ARER (69 mL), AFIKARNBREZDTEMANAE, A=ZH
50-mL —#r#) LB B, A A K LR, RBEER, 73 2-
RTECRABHRERK (1.9 g 91%).

D. ¢ 100-mL B &EBIF A 6-8AK-1,6-—F R %5-3- KB —
K44 (0.64 g, 3.6 mmol). £ (14 mL). = FARFBE (0.1 mL)
Fo BB (1.2 mL)., £ 60°C HHFA L RAY 16 h. AZELRE
BRAMETIR., TRETHERMNSHET—LFK (13 mL), &Fm
AR TERZAME (047 g, 474 mmo)F = TH (0.8 mL)E=R T
(25 mL)# A% E., #HE1hE, A-KTFR (100 mL)HBERLE R
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A%, B 10% HClKER., $6F NaHCO; FoKE4 27%. A Na,SO,
FRAEMNM, AERL. ARE#HESEL (BE, TR/EOAc (2:1)
B8 G ENFKRY Y (0572 ¢,59%). "HNMR (300 MHz, CDCl,) &
8.25,7.97, 7.65, 3.42, 2.36, 2.08, 1.91-1.59,

%4 20
3-F T R A S A

A, E0°CT, ZRAT, ¥=FEABATFRER (1M, 60 mL,
60 mmol) F X (30 mL)Fw@ & vk (30 mL)y#H#B., KRERFImAw
Zh (4.2 mL, 9.69 g, 58 mmol), B i B A BEH:, A LI & £ & B4R,
ERMERE, BRERS, TERLLEHFSIH. LRREGH, ATX
HEER, BETFE. MTH 375 mL)TE£ RF 2SR E
ik (9.89g, F#E: T0%). .

B. @R TH F85(0.861 g, 10 mmol)Fr(RAE F &X)-= ¥ A a5k
8 (6.20 g, 25.5 mmol) ¥y RA M T IAAK (20 mL)fe —F RE LA
(5.5 mL, 32 mmol), /£ 97°C H##R%44 48 h. /mAK (1 mL, 55.5
mmol), /& 97°C HE BB 18h., AKX (125 mL)FRER (5mL,
60 mmol), A=HRFHE (3 x 100 mL)EXRREAY. AERKREESFH
ERp—k, ARBRETER, KAETRERI 4% (1.09 ).

C. £ 0°C T, ¥R (3.15 mL, 60.05 mmol)i& & Ao N B AL BL
PHyEibiesE (4.35 g, 113.8 mmol)#) 114 mL ZRIER., KR ERA
HEMETR, BIE1h BRERARTEARFE (1.09 g, 10 mmol)#)
15 mL ZEB%%&. QAN FIGRESD 2 h, REZEHRH 48 h.
¥ B RAHAFE 0°C, AKA2 mL)ERAER., MAERALH(G.89
g) 7K (52 mLYER, MIFE ) EEMNBIRRYS FEMANM, A=
£ 50-mL —@ LB . AHFTAE LERES, RBFRIERHFE
036g (32%)2-FKTAAE W ERK,
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#4& 21
6-%%-1- A E-3- R ER(2- IR T A TA)BLAR 4 A

B 6-RRB-3-RBRQ2-ATATH)-BE (1.2 g, 5.00 mmol)#j T
B (40 mL)E# P lAkE (1.29 g, 15.00 mmol). 3§ K 5L A4 m 2k
ERARK. RARAY, $EARNRHHENTHRTE (100 mL)FK
(100 mL). 2~ BA A0, A LERTEE (2 x 100 mL)FEIRKE. A Na,SO,
FRAFHLHMLE, ATREFINFALAIYHEEEIK 114 g,
78.4% = &),

#& 22
2,2-(=FEAFRAR) T AR

A 0°CTF, ¥EAMAELE (777 g, 0.194 mmol)#n 3] 2,2-= F 3 3R
AL T BLEE (10.0 g, 88.3 mmol)# THF (200 mL)E& ¥ . & K AL RAE
YA ERASh, REASHE 0°C, AKER, A=CLBER, AR
K Na,SO, T RAFH 8 5, ZIBFE] 36% = R NIFAILEH (3.2 ).
b.p. 94-96 °C. "H NMR (300 MHz, CDCl;) & 2.68-2.53, 1.13, 1.03, 1.00,
0.70-0.61, 0.38-0.34, -0.02 - -0.05.

#& 23
6-[4-Q2-Z R F AR FBE)RE-1- KRR %-3- AR E A&

A. © 6-8MR-1,6-— K- E-3-HKE—KAY (5.00 g, 31.6 mmol)
8 W BLIE R P A BABLE (0.36 mL, 0.59 g, 4.94 mmol). /£ 80°C F,
H¥RBERSHMHMEEDFKI6h,. REREYAHEZTRE TR,
KEDE, AFERE, REBR, BRER. 20BN HETR 4.954
g (100% /= %),

B. ¥ALFE W -2 ERERI-RRT B LG RED
PSR ERARE, FREFEZEBE 25h. REAHRELREY, K
TREBR LT EFHZRENS, REFFRHENAK, LRERA
R4, Aif NaHCO; fekitik, AETREFZFHHFEBK
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(4.359 g, 9% &%),

C. £ K,CO; (10.14 g, 73.4 mmol)Fe i T £ 2E4L42(0.071g,
0.192 mmo)¥HF AT, A 1-Q-ZRAFTE- RTS8 R2 L8 E (7.80¢g,
26.5 mmol)XL F A L5564 6- R 5-3- KRBT B (4.359 g, 25.3 mmol)
Bk (145 mL)E%R, WEE RS R EGR 240, REER =
WA, AAEERELLMEY, FAREH T (8.666g 87% &),

D. @ 6-[4-Q-ZRAFEAXFTBA)RE-1-R |~ E-3-5 8 T &
(4.436 g, 11.25 mmol) %) W £ =k % (50 mL)FesKk (25 mL)ER&R F A &
F g —KA4Y (2.30g, 54.81 mmol). TEHHRERAMH 230, £
0°C T, ARZLBGB.I mL)FERY pHAYF £2~3. RERSW. ¥ T
BRTE (100 mLyAe A&, R4, LRIKEER, ATLRTER
ik, AETRFIAGFHENLASYWGEO0 g). ALBMLBERKE, A
Na,SO, TR, REFIA X —OHFELESY (0463 g). FHHEETR
4.063 g (95% = &),

#1424
6-% % -1- A % 3-8 BR K -4- I BLAE 69 A AR,

A. £0°CTF, 7 4-X¥%-1-B% (4.8 mL, 4.00 g, 46.4 mmol)#j —
F TR (60 mLYEEREF A= (10 mL), & mAst §FRABR
(7.2 g,37.8 mmol), TRHH AL RS 21 h. REA =T B (350 mL)
HERE RS, MK, 1%HCL KihKiEd ki, A Na,S0,-F
WRAMNAR, KEFE 3% FRGZHE48 g), CREGH—F LA
FTHRE,

B. © A L1538 F R 4B K-4-F A B (3.42 g, 14.3 mmol)#)
THF (55 mL)Z&A P ANK A& (84 F 28.0-30.0%) (100 mL,
1532.6 mmol). ZERMBRERAM S K. A _CHERRLLRAWY.
J Na,SO, FBRAFHEERER, £ 50°C FXAETHBFE R4-HE
Bty THE %%, ERQ#H—F LA T T RAE.

C. ¥ -8 RK-1,6-—KEBE3-KB—KASH (1.60 g 101
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mmol). &4 (36 mL), = F X FBLE (0.25 mL)# EABLE (3.05 mL)
Ae2| 100-mL B &RBEMBE Y. £ 69°C THRIBR L RAMW 43 h, RERL
EFR. ERTHEAMNRMHET —RTH, FERBRFEME A LH
B R-4-F A THE AR LBEGRAHF. BB 10 E, A=
AT RHBRERSY, A 10% HCLl. 4% NaHCO; feKzkik., A
Na,SO, FRAMNE, AEXRLR., HEHELLFIEG ERRRY ZH
(1.08 g, 61.6% = %),

D. G A EARE 6-FKE-3-HR B R-4- W BLIE (1.08 g, 4.79
mmol) &) T (39 mL)ER F AA%RE (1.25 g, 14.5 mmol). ¥R R
LA EAREIR (TLCHFREREL). RERLSY, KEKRFL
HETF LB TEE (100 mL)FK(100 mL)HRAHT. BHENE,
BB UBERKE. A Na,SO, TRAEFHLERILEE, REFE
AW E ERK (1.169 g, 88.6% & &),

Bt i RRT T EAHHERLARS SR,

%4 1
4-F KB {6-[4-2-= AT AKX T BL)-"k%-1-34]
vk -3 K VBRI 649 A AR,

@Bt [4-(6-RARE-3-K)RE-1-K]Q-Z AT E-KK) T &
(0.226 g, 0.645 mmol)#) W &7k (10.0 mL)ZER T A 4-F K KB
(0.500 g, 4.30 mmol), #EFEMA G-—FREAAL)-TLAK-_TE (1.0
mL). ERHBRLSPHER. AKX, ALELBERRSY. A
Na,SO, FBRAFHAMNE, RE, FEMBRETVELRLE. &
M R A TR ML R ER, EETRFE 24% 7 F N7
=4 (0.070 g)# & & E4R. "H NMR (300 MHz, CDCL) § 9.15, 8.36,
7.74, 7.63, 7.56, 7.36, 7.05, 4.03-3.98, 3.93-3.89, 3.69-3.62, 3.55-3.53,
3.33-3.31, 2.51, 1.63-1.61, 0.91.
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F3#HH 1.1
4-FFE-N-{6-[4-Q-Z AT AR TBLA)RB-1- KR 5-3-K) T Bl
BRERM1HFE, ARREUTIRGT ZHTEK, A 4-
FEETEHBAE 4-FEARRE[4-6-AF2%%-3-K2)R%F-1-X)C2-= /T
AXPDFRRE, FEHFHE LD EERR 9% %). 'H NMR
(300 MHz, CDCL) ( 9.13, 8.36, 7.74, 7.62, 7.56, 7.36, 7.28-7.25,

7.19-7.16, 7.05, 4.03-3.98, 3.93-3.88, 3.69-3.60, 3.54-3.52, 3.33-3.31,
2.70, 2.52, 2.06.

%340 1.2.
4-(4-F FAXE)-N-{6-[4-Q-Z AT A X T B E)%k%-
1-A | %-3- X} T B

B EKG 1 BF %k, RERBEATITRGEZHTEN, A
4-(4-F EARE)TRAS 4-TERRS [4-(6-RERE-3-K)%K%-1-
AJQC-ZATARE)-TRALE, FEFHELSHGEEHRQI% &
#), 1H NMR (300 MHz, CDCI3) ( 9.14, 8.29, 7.67, 7.55, 7.49, 7.30,
7.01, 6.98, 6.73, 3.95-3.91, 3.86-3.81, 3.70, 3.61-3.55, 3.48-3.45,
3.26-3.24, 2.57, 2.45, 1.96.

34 2
2-F B-N-{6-[4-2-Z AT A X T B AR %R-1-K]-
ik -3- ) LB B A AR

G BRH [4-(6-RERE-3-K)%FE-1-A]-Q-ZRTEARXE) T
(130 g, 3.7 mmol)¥ =R T (60 mL)ERFImA—FAELEAK
(1.5g), BE A 1-BEAEF 2 —KEH 11 9HF N-G-=FTRER
A)N-ZEB DK (2mL). BLHFEGRED 15 54, RERN
¥E B8 (1.2mL). #3205, A 10% HCl. 1NNaOH A=Kk
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AR L RAY, B RK Na,S0, T, ﬁ-ﬁm%ﬁéﬂﬁ%éﬁ%ﬁféﬁ%
FEah, AEEHEEEMNIER (SR THR: McOH =98:2)/123] 1.64 ¢
89% F& LHRLeNSHGE EFHK. '"HNMR (300 MHz, CDCls)
( 9.12, 8.29, 7.72, 7.63-7.49, 7.35-7.33, 6.99, 4.65, 4.10, 4.05-3.83,
3.66-3.54, 3.33-3.29. MS (ES+) m/z 500.2 (M+1).

kA4 2.1
4-F TA-N-{6-[4-C-Z AT AR T B L)% %-
1-K ) %-3- K T8

BREHRG 2T R, RRBRERTIRYGE SHFTEN, A 4-
ROEATHRREBFLALHR S 4-(6-RE2RE-3-L)kE-1-X]Q-Z AT
EXR)FTERAE, FEFALS MGG ERR (18% &), 'HNMR
(300 MHz, CDCl;) & 9.04, 8.32, 7.68, 7.56, 7.49, 7.30, 7.04-7.00,
3.99-3.23, 2.40, 1.89-1.83, 1.69-0.84.

L] 2.2
2-TEHK-N-{6-[4-2-Z AT AR T B E )% %-
1-3k )55 -3-35)- LBk

BREXRG2HFTR, RERELTIRGTEZHTEN, AT
A CBRBFALRE [4-6-RERR-3-K)KB-1-R]Q2-Z AT E
FERFRRE, FEGFELESHHZEERR (67% &F%). 'H NMR
(300 MHz, CDCl;) & 9.18, 8.35, 7.75, 7.63, 7.56, 7.37, 7.04, 4.08,
4.04-3.88, 3.70-3.64, 3.60-3.58, 3.35-3.33, 1.31. MS (ES+) m/z 438.4
(M+1).

L4 2.3
2-F AR T RAE-N-{6-[4-Q-Z BT AR T B )k %-
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1-% ]k -3- 2 ) T BB

BREXRG2HFTE, RERESLTIRHEEZHFTE/R, AR
RATEL CHRARBLIR R [4-6-AARE3-£)hE-1-£]2-=
RTFAXDTRRE, FEFHALSHHAEHNR 1% F£), 'H
NMR (300 MHz, CDCly) § 9.17, 8.32, 7.72, 7.61, 7.54, 7.35, 4.10,
4.01-3.88, 3.69-3.61, 3.57-3.55, 3.43, 3.33-3.30, 1.14-1.08, 0.61-0.57,
0.27-0.24. MS (ES+) m/z 464.5 (M+1).

34 2.4
2-2-F AKX TEE)N-{6-[4-C-Z AT AX T BLE)R%-
1-A -5 %-3- 1) TBEAR

BREXRF2HFE, RERERLTIRGE EZHTEN, AQR-
PERA AR CHREFA KRS [4-(6-REARE-3-K)RE-1-K]-
ZRFARDTFEEAE, FHFARLSHEEERK (2% F&),
'H NMR (300 MHz, CDCly) & 9.53, 8.34, 7.74, 7.63, 7.56, 7.34, 7.02,
4.16, 4.04-3.89, 3.80-3.77, 3.69-3.65, 3.63-3.61, 3.59-3.56, 3.46,
3.34-3.32, MS (ES+) m/z 468.3 (M+1).

64 2.5
2,233-WHF RAIRARLE {6-[4-C-ZRAFERXTBA)%R%-
1-3 |k -3- 2 ) Bh Ak
WREAS 2 Wk, REAREPTIRGEEZHTEIN, A
2233- WV AR ARRBRAFALKRE 4-6-RARE-3-F)R%E
A-A)Q-ZATERE)-FTRAL, FEFELENHEERR 8%
%), '"H NMR (300 MHz, CDCl;) 8 8.77, 8.28, 7.72, 7.60, 7.53, 7.34,
6.99, 4.01-3.85, 3.63-3.60, 3.52-3.45, 3.31-3.27, 1.78-1.74, 1.28, 1.20. MS

(ES+) m/z 476.3 (M+1).
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% #.4) 2.6
HFARRE {(6-[4-Q-ZRTFTEAXTBE)R%R-1- K4 %-3- L8002

BWREAG 20T, ARRBRERTIFRATEZHTE/A, AKF
ARBRBRBFER RS [4-(6-RARE-3-2)RE-1- X ]|2-Z AT A
FR)FTRAE, FEFALEGHHEERR 32% ££), '"H NMR
(300 MHz, CDCl;) & 10.07, 8.40, 7.72, 7.61, 7.53, 7.34, 7.03, 4.02-3.82,
3.67-3.55, 3.49-3.46, 3.30-3.27, 2.09-2.01, 1.09-1.04, 0.88-0.82, MS (ES+)
m/z 420.2 (M+1). 1

%74 2.7
1-ZAFEARARERE (6-[4-Q-ZATFEAXTBE)RE-
1- A % -3- 4 ) Bh Ak

BREHRB 28T %, REREWTIRGTEZHTE/L, A 1-
ZRATARAREBRBYE LR L 4-(6-RARE3-K)%E-1-
RIC-ZRATFTARRL)-FREL, FEHAFHMLADHEEHRR (16% &
#). '"H NMR (300 MHz, CDCl;) § 8.62, 8.18, 7.74, 7.63, 7.56, 7.34, 7.01,
4.03-3.89, 3.71-3.62, 3.60-3.58, 3.34-3.32, 1.54-1.52, 1.39-1.36. MS (ES+)
m/z 487.9 (M+1),

5764 2.8
N-{6-[4-(2-= AT A X T B A )RB-1-K |5
3-%1-2-3,3,3-Z AR AL TLBLAE

RS 2 Tk, RERBRTHFBAETR2RSATL, A
(333-ZRAAER)VLBAREFTR IR L [4-(6-A LR E-3-£)kE-1-
RICZAFTERDTRAE, FEfFMLASMHEE EHRGI%
#), '"H NMR (300 MHz, CDCL) 5 9.03, 8.32, 7.75, 7.63, 7.56, 7.37, 7.03,
4.13, 4.03-3.98, 3.94-3.89, 3.84, 3.71-3.63, 3.60-3.58, 3.35-3.32,
2.56-2.48. MS (ES+) m/z 506.5 (M+1).
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%4 2.9
3-F HA-N-{6-[4-Q-Z AT A X T BE)KR%-
1-3 ) %-3- 4 A BLE

BREXE 28T, REABRBELTIRGEZ2HTE4, A 3-
PRAABRBFE LK S 4-6-RARE3-F2)RE-1-K]2-Z AT
EXR)FRARL, REFHELLSHHEERRXA1% FF). '"HNMR
(300 MHz, CDC;) § 9.44, 8.31, 7.74, 7.63, 7.55, 7.36, 7.02, 4.02-3.98,
3.94-3.89, 3.73, 3.70-3.61, 3.57-3.54, 3.43, 3.33-3.31, 2.73. MS (ES+)
m/z 438.1 (M+1).

%34 2.10

3-KEA-N{6-[4-Q-ZAFEAXFBE)RE-1- A ]d$-3- K} AL

BRIEAG 24T %, RRBRBERTIRGE ZHTEML, A 3-
REAARBRBFA LR 4-(6-RERE3-KX)RE-1-X]Q2-ZATF
ARA)FERRAE, FEAFHELSHHEOERNK (52% F%). 'HNMR
(300 MHz, CDCl;) 3 10.08, 8.40, 7.74, 7.61, 7.55, 7.34, 7.26-7.22, 7.05,
6.93, 6.88, 4.34, 4.01-3.96, 3.92-3.86, 3.68-3.60, 3.55-3.53, 3.29-3.27,
3.08. MS (ES+) m/z 500.3 (M+1).

g4 2.11
3-(4- AR EK)-N-{6-[4-Q-= AT AKX T B K )%k %-
1- K %-3- 8 A Bk

BREAEMN 2 BFk, RARELTHIRYERZHTEL, A
3-(4-RER)ABREF AL TRE [4-(6-AA%E-3- )k %E-1-X]2-=
ATARXA)TERAL, FEFHANLSMHGE ERK (58.5% FF).
'H NMR (300 MHz, CDCl,) & 10.33, 8.40, 7.78, 7.67, 7.60, 7.36, 7.14,
7.08, 6.85, 3.90, 3.51, 3.20, 3.02, 2.92. MS (ES+) m/z 502.7 (M+1),
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364 2.12
2-T § A -N-{6-[4-Q-Z R T A X F B E)R%-
1-3K ) %-3- %) TBLAE

BREXRG 20T R, RRRBELTFTIRNERZHTER, AT
AALBREFA TR 4-(6-RERE-3-F)RE-1-R]Q-ZRTFTA
REVFRALE, BEHFALS WG EHR @0.8% F%). 'H
NMR (300 MHz, CDCl;) 5 9.19, 8.35, 7.72, 7.55, 7.33, 7.03, 4.05, 3.94,
3.60, 3.31, 1.64, 1.43, 0.93. MS (ES+) m/z 465.6 (M+1).

%) 2,13
2-F K-1-{6-[4-2-Z R F AR T BLA )R %-
1- k% -3- X R A TR A AR R4

BRERG 2HFTE, ARRERTFTIRGTE EZHARL, A 2-
BAIFEATHRABIA LR 4-(6-REARE-3-K)RkE-1-X]2-=
FFARA)TREL, REA HCI &%, FIiH bt g en
AR HCIE (48% & %).'"HNMR (300 MHz, DMSO-d,) 8 11.53, 8.50,
8.12, 7.84, 7.76, 7.68, 7.62, 7.54, 3.90, 3.36, 3.25, 2.20, 0.98. MS (ES+)
m/z7 451.2 (M+1).

%364 2.14
5.[1,2] =8 fE%-3-A- KB {6-[4-Q-ZRFARTBE)%R%-
1-2 )ik -3- K ) B
BREAN 2HFE, ARRELTIROGTZRITRA, AR
FHMRKZFALRE (4-(6-AERE-3-H)RE-1-RIQ-ZATEEXL)
W B R A, AR B AR M G & B (5 & 8%). 'H NMR (300 MHz,
CDCl,) § 10.11, 8.37, 7.72, 7.61, 7.53, 7.35, 7.04, 4.08-3.84, 3.70-3.57,
3.56-3.46, 3.33-3.30, 3.17-3.02, 2.59, 2.39, 1.84, 1.78-1.56, 1.51-1.37. °C
NMR (300 MHz, CDCly): 172.52, 167.57, 157.94, 150.00, 134.42, 132.38,
129.45, 127.79, 127.29, 127.14, 126.93, 126.88, 126.82, 121.92, 116.27,
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56.34, 46.47, 45.65, 45.33, 41.25, 40.26, 38.49, 37.05, 34.74, 28.85,
25.14. MS (ES+) m/e 540.1 (M+1).

&34 2.15
2-Q2-F AL LRE)N-{6-[4-C-Z AT AR FBLA )R %-
1-3% - %-3- 1) LB AR

BREAG 2 5%, RARBRFTIRNOTEHTER, A
5-Q-FAXLRR)CERREFATRE [4-(6-R AR E-3-K)%%-1-
AIC-ZATARR)TRAA, BIARMLAIWNG G EEA (0.056 g,
41% = #%). 'H NMR (300 MHz, CDCLy) & 9.15, 8.32, 7.73-7.7,
7.61-7.53, 7.35-7.33, 7.0, 4.07, 3.97-3.89, 3.64, 3.57-3.54, 3.32-3.29,
1.57-1.51, 0.85-0.75, 0.52-0.48, 0.09-0.07. C NMR (75 MHz, CDCl;) §
168.8, 167.5, 158.3, 148.3, 134.4, 132.3, 129.3, 127.7, 127.5, 127.2, 127.1,
126.8, 126.7, 126.3, 125.4, 121.8, 120.9, 115.5, 72.2, 70.2, 46.4, 45.5,
45.1, 41.2, 34.5,7.8,4.2. MS (ES+) m/7 478.3 (M+1).

- 4 3

6-[4-(F TR -5- K AK)RFH-1- KRR B-3-RBG-FTETR)BLERGE R

E£RTF, AZCTE (04 mLYWAET, AHIFY 6-97E-1-5-
i %-3-HEBMG-FATA)EAE (277 mg, 1 mmol) —RFH (15 mL)
RPN FE e 5K BER(1.0 mmol)#) — R FRIERE .1 IR BEERL
B, BRRHFBAEEEIN. FBRLEBKRZH0.107g, F&
29%). '"H NMR (300 MHz, CDClL;) & 8.34, 8.05, 7.83, 7.00, 6.86,
3.90-3.84, 3.51-3.45, 1.75-1.62, 1.53-1.46, 0.92, MS (ES+) m/z 373.3
(M+1).

34 3.1
6-[4-(1-F A -5-Z 5 F A-1H-wb 2 -4-B K )% %-
1- K- R-3- BB (3-F AT A)Buik
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BREXRFIWTE, ARRELTHIRGETZHTEA, A 1-
¥ E-5-= R 7 A1 H-b 4- KB RN E A E -5 B RS 6-%%-1-
A -RE I BBREG-FATR)BERE, FIFMALAHNGERK
(47% % %). 'H NMR (300 MHz, CDC);) & 8.04, 7.82, 7.54, 6.99, 3.97,
3.90-3.54, 3.51-3.44, 1.75-1.62, 1.53-1.46, 0.92. MS (ES+) m/z 454.3
(M+1). '

%364 3.2
6-[4-(4-F Aok B-1-F X )R B-1- AR E-3-RERGE-FTRATE)B &

BREXAFINFTE, RERESRTFTIRGEZHITEN, A 4-
FRARE-1-BEBREAKRESLELS-EBRAS 6-%F-1-K-4LE-3-BB
G-FEATRRERE, RIAFMELSMHEERK (7T9% F#). 'H
NMR (300 MHz, CDCl;) & 8.01, 7.83, 6.96, 3.77-3.73, 3.51-3.44,
3.42-3.38, 3.36-3.33, 2.44-2.41, 2.31, 1.75-1.62, 1.48, 0.92. MS (ES+)
m/z 404.4 (M+1).

=764 3.3
6-(4-EFBEA%RE-1-2)R B -3- A RQ-IF AR TE)BLE
BRBEAFINHTE, RERBELTIROT2HTEMAL, AX
W ERR S S EBER Y 6-%kE-1- AR B 3-RBQ-FAREATR)
BLAE B, 13BN HH G & B4R (92% F %), '"H NMR (300
MHz, CDCl;) & 8.04, 7.97, 7.44, 6.98, 3.99-3.62, 3.55, 1.50, 0.80-0.66,
0.48-0.42, 0.11-0.06. MS (ES+) m/z 380.2 (M+1).

S 364) 3.4
6-[4-Q-TA T B %R BE-1-A R E-3-RBRQ-IF AR TE)BLE
BRERS 3HFE, ARRE T IFROGE ZRTER, A 2-
LETEBEARSAEL-5-HEBRAY 6%k FR-1-K-2%-3-REQ-FKAL
TE)BRER R B, B MM S MG EEAKR (T1% F#). '"H NMR
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(300 MHz, CDCL) § 8.07, 8.00, 7.00, 3.86-3.90, 3.76, 3.68, 3.57, 2.57,
1.70, 1.50-1.55, 0.90, 0.45, 0.10. MS (ES+) m/z 374 (M+1).

5] 3.5
6-(4-F TIRK AR R-1-R)RE-3-REBQ-F AR TEK)BEE
BREAFIHFTE, ARMELTIROEZHITRIL, AR
TIREBRNRAE L5 BRE 6-RF-1- AR R-3-HBQ-HFRE
TA)BUBER A, REAFHALEHGE EEK (58% F&). '"HNMR
(300 MHz, CDCl;) & 8.06, 7.99, 6.99, 3.88, 3.79, 3.68, 3.56, 2.50,

1.67-1.84, 1.48-1.60, 1.24-1.34, 0.76, 0.47, 0.10. MS (ES+) mz 386
(M+1).

%34 3.6
6-[4-Q-ZRATFTEARXTBA)KE-1- L )R E-3-RBRG-FTATE)BE
BREAS IN TR, RERELTIFRYGE ZRTEWL, A 2-
ZHATEARTBRARSEFEL S BEBRAD 6-KE-1-A-RE-3- KR
G-FETR)BEEREE, FFALOMHEaERK 83% &%), 'H
NMR (400 MHz, CDClL;) & 8.06, 7.85, 7.53-7.32, 7.01, 4.12-3.36,
1.75-1.66, 1.54-1.48, 0.98. MS (ES+) m/z  466.2 (M+1).

B 3.7
6-[4-(5-R-2-= A F AR FBLR)RE-1-K ] %-
-RBRG-FATE)BLEE

BREIAB INFT R, RERELTIRGT ZRTENR, A S-
R 2-ZATARTBRANKSEFEAL S HBERS 6-%%-1-K-2%-3-R
BO-FTATRBBERE, FIFMALaHed EBIK (80%). m.p.
148-151°C. 'H NMR (400 MHz, CDCl) & 8.06, 7.85, 7.67, 7.54-7.50,
7.35, 7.01, 4.05-3.34, 1.73-1.46, 0.98. MS (ES+) m/z 484.3 (M+1).
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%4 3.8
6-[4-2-Z R FAXTBE)RE-1- A RE-3-REQ-FAAE LB
BREAG IHTE, RERETIRGE ZRTEML, A 2-

ZHETERXTBEARBAE L 5-HKBRE 6-%B-1-K -k 5-3-B B (2-
FALTR BB &, 2 A HE q E B4R (92%). m.p. 95-98
°C. 'H NMR (300 MHz, CDCL) § 8.05, 7.96, 7.74, 7.65-7.52, 7.35, 6.99,
4.08-3.22, 1.55-1.46, 0.80-0.67, 0.48-0.42, 0.10-0.07. '*C NMR (75 MHz,
CDCly) 5 167.6, 162.9, 160.0, 145.4, 134.2, 132.3, 129.5, 127.2, 127.1,
126.9, 121.8, 118.2, 112.5, 46.3, 44.5, 44.4, 41.2, 39.6, 34.5, 8.6, 4.2. MS
(ES+) m/z 448.2 (M+1).

s34 3.9

6-[4-(2-8-5- B IK F oL A )R B-1- K R E-3-RERQ-FAE TE)BLE

BBEAS IR, RRRELTIRGEZHTEN, A 2-
FS5-FETRRENRBAE LS BEHAL 6-KFE-1-A-R2%-3-BB(Q2-
KRELCR)RBEREE, FAFANSWHE ERAR 94% & F). m.p.
194-196°C. 'H NMR (300 MHz, CDClL) 3 8.05, 7.96, 7.41-7.37,
7.11-7.03, 7.00, 4.07-3.34, 1.55-1.46, 0.79-0.68, 0.48-0.42, 0.11-0.06. °C
NMR (75 MHz, CDCL) & 165.7, 163.0, 160.0, 159.7, 145.5, 136.7, 131.5,
127.1, 125.3, 117.8, 115.2, 112.5, 46.0, 44.8, 44.6, 41.2, 39.6, 34.5, 8.6,
4.2. MS (ES+) m/z 432.2 (M+1).

%4 3.10
6-[4-(3,3,3-= f-2-F £ -2- = AL F A A B)%%-
1-R R %-3-RBRQ-F A A TE)BLER
BRIE 3 Wik, REARBELTIRNYEREMFEN, )ﬂ
(33-Zf-2-TA2LZATEAARRRSAEL-S-HKBASL %%
A-AR B3 ARO-FRALECR)RERAE, BAGEANEHY G EH
# (35% ~#%). 'H NMR (300 MHz, CDCL) 8 8.02, 7.96, 6.80,
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3.91-3.75, 3.58, 1.58-1.48, 0.78-0.63, 0.48-0.43, 0.11-0.04. MS (ES+) m/z
468.2 (M+1).

%34 3.11
6-[4-(2,2-= F A A BL)RB-1- KR E-3-REBQ-FA AR TE)BE
BRERMIHFT R, AERELTIRGTZRFEA, A 2,2-
P EABRERDAE L 5-KBER L 6-RB-1-K-2%-3-RBRQ-3RAE
RTR)BREE, FE oM a EER (64% &%), '"HNMR
(300 MHz, CDCL;) & 8.05, 8.01, 6.98, 3.86-3.73, 3.57, 1.57-1.48,
0.79-0.70, 0.52-0.45, 0.16-0.12. MS (ES+) m/z 360.0 (M+1).

E 4] 3.12
6-[4-(5-R-2-Z AT EAXTF B A )%RB-1- KR %-
-BRBQ-FAA KB

BREAFINF%, REBRBELTIRGEEZHFTEL, A 5-
2R FTEARTRRAREAELS-HBRAL 6-%F-1- % 72%-3-R
BRO-FAACLR)BERE, FIEKELELHYEGERK 8% &
#), m.p. 164-166 °C. 'H NMR (300 MHz, CDCl;) 3 8.07, 7.96, 7.69,
7.54, 7.02, 4.07-3.35, 1.52, 0.79-0.68, 0.48-0.43, 0.14-0.08. MS (ES+)
m/z 482.1 (M+1).

%4 3.13
6-[4-(5-B-2-Z A F AR F B )R B-1-K |- %-
3-HBQ-FKRAETHA)BLE
BRI 3N FTE, RRRERTIRGE ZHATEMA, A S-
F2-Z A TAXTREAREAE -5 KBRS 6-%F-1-K-2%-3-B
BRQ-SR AL CE)VBRRBERE, FEFHERLSHHEEERK (65% &
#), "TH NMR (400 MHz, CDCl;) & 8.05, 7.98, 7.74, 7.27-7.24, 7.09-7.06,
7.00, 4.08-3.96, 3.94-3.68, 3.55, 3.36, 1.50, 0.79-0.69, 0.48-0.42,
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0.11-0.09.

5364 3.14
6-[4-(2,6-=AE T B )%k B-1-K ] %-

-RBM2-HAE TE)BLRE _

BRI IHTE, RRBRERTHFROGE ZHAFEL, A 2,6-

ZARTEBANREFE L5 BAE 6-RF-1-K-4%-3-REQ2-HKA

AT R)BUER R, AR M G ERRK 44% F#). ' HNMR

(400 MHz, CDCl;) & 8.07, 8.07-7.99, 7.44-7.38, 7.02-6.96, 4.0-3.99,

3.86-3.83, 3.58-3.50, 3.39-3.38, 1.52, 1.15-1.10, 0.77-0.74, 0.49-0.45,
0.11-0.08.

5% 74 3.15
6-[4-( B Fo-1-F R )R B -1- R | RE-3-RBMQ-FAXTE)BLE
BREAF I E, RERE L TIRGEZETEN, A
B -1-R B RN FE SRR RS 6-RR-1- AR R-3- R
AACA)VRERE, BIARANLSHHEERR 4% F&). 'H
NMR (400 MHz, CDCl;) & 8.04, 7.98, 6.99, 3.79, 3.56, 3.47-3.45, 3.40,
1.87-1.85, 1.52, 0.80-0.72, 0.48-0.46, 0.10-0.09.

% #4) 3.16
6-[4-(2,5-—-Z B F A X T BLE )RS -1-K [ %-
B BQ-FKRAERTE)BLE

BB LA IHF R, REAREL T IR T EZHRTEN, A 2,5-
S EZRVARTBARERAE RS- HBRAS 6-RF-1-A-RE3-R
BQ-KAACE)BERE, REFALSHHGERR (0% &
%), 'H NMR (400 MHz, CDCL) & 8.08, 7.99, 7.92-7.9, 7.85-7.84, 7.65,
7.02, 4.13-4.08, 3.95-3.71, 3.57-3.55, 3.38-3.36, 1.57-1.44, 0.8-0.7,
0.48-0.46, 0.16-0.08.
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%P 3.17
6-[4-24-=-Z AT EAEXFBA)RB-1- 5K ]—%-
3-HBQ-F AR T KB

BREXRGIAFTE REREL T IVRGE ZHTER, A 24-
S EZRTEARTBRARBAEL-S-HKBRAL 6-%B-1-A-%E-3-K
BQ-FRALZA)BRR AL, FEFEANLAMGEERR Q% R).,
'H NMR (400 MHz, CDCI;) & 8.08, 8.02-7.98, 7.91, 7.54, 7.03, 3.97-3.86,
3.85-3.72, 3.57, 3.36, 1.52, 0.77-0.74, 0.49-0.46, 0.12-0.09.

%64 3.18
6-[4-2,5- = AR FBE )R F-1- KR B-3-RBQ-F AR TR)BLE
BREHAINTE, REBRERTIFRGE ZHTEWN, A 2,5
SRR THRARLAFE LS RKBLAD 6-RE-1-A-L%-3-BBRQ-HA
A TE)-BLBEE L, FEFANAS MY G ERR (53% F#).'"HNMR
(400 MHz, CDCL) ( 8.08, 8.0, 7.17-7.11, 7.03, 4.02-3.92, 3.85-3.83,
3.59-3.5, 1.52, 0.74-0.69, 0.46-0.40, 0.09-0.04.

%364 3.19
6-[4-(5-F-2-Z R T A K T BE A )R % -1-K]R—%-
3-HBBRB-IRARXRER)BLE

BREAS 3 HT R, RRRERTFRATEZTEN, A 5
F2-Z H VAR TBLARBAE L 5 HBLAD 6-%hE-1-A-2%-3-A
BMO-RALAL)BRERE, FAFELEHNEEHRR 28% 7
%), 1H NMR (400 MHz, CDCl;) & 8.07, 7.89, 7.76, 7.28-7.24,
7.10-7.08, 7.02, 4.06-4.03, 3.90-3.86, 3.82-3.72, 3.51, 3.37, 1.76-1.70,
1.30, 0.70-0.67, 0.44-0.40, 0.03-0.003..

364 3.20
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6-[4-2-F-4-Z BT 2 H-5- K K )%RB-1-K %
-RBRQ-FAR T H)BLAEE
BREKRG IHTR, ARRELTIRGTEZHFTER, A 2-
R-4-Z T XS B AR B -5 KB R G 6-%%-1-X-2%
S-HBBRQ-AAXCK)BRBERELE, FRIFHALSHNEERR (35%
~ %), 'H NMR (300 MHz, CDCIL;) § 8.77, 8.08, 7.97, 7.01, 4.06-3.68,
3.55, 3.39, 1.50, 0.76-0.71, 0.48-0.42, 0.10-0.05.

%4 3.21
6-[4-2- AKX T B A )R %E-1-K 1R %-3-RBRQ-F AR TR)BLE
BRERG IHFTE, RERELTITROTZHTEWL, A 2-
AR TBRAREAE -5 HBERY 67 %-1- X R B-3-RBQ-IFAAE
LRV E A, B FHMLAS WG ERR (203% F&). 'THNMR
(300 MHz, CDCl;) ( 8.04, 7.98, 7.47-7.40, 7.26-7.21, 7.15-7.09, 6.99,
3.95-3.78, 3.58-3.5, 1.54-1.47, 0.78-0.69, 0.48-0.42, 0.11-0.05.

L4 3.22
6-[4-(-F-2-Z AT AR T B X )RF-1-K % %-
3-BRBRQ-FRATE)BLE
WBREAS IHTE, RERERTIHFRYGTEZ2HATIMN, A 3-

F2-Z AT EARXTBLRANRSFE -5 HBRE 6-%F-1-K -2 %-3-K
BMO-FRRALCER)RERE, FHFALESHHEERR 1%
#), 1H NMR (300 MHz, CDCI3) ( 8.05, 7.97, 7.65-7.59, 7.29, 7.12, 6.99,
4.05-3.99, 3.89-3.72, 3.54, 3.35, 1.50, 0.76-0.71, 0.48-0.42, 0.10-0.05.

%34 3.23
6-[4-(4-F-2- = A7 A K T B K )%k %-1- A | %-
BB RE R LB
BREAG 3O TE, RERBELTIRYETZHTEN, A 4-
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A-2-Z A FARTBARSFEL5-HBAEL 6-%%%-1-A-2R%-3-H8
BO-FRARFSR)BBRRAE, FRFARLAIHNEGERR W9% &
&), 1H NMR (300 MHz, CDCI3) ( 8.04, 7.87, 7.45-7.3, 6.99, 4.09-3.98,
3.89-3.67, 3.49, 3.33, 1.75-1.66, 1.28, 0.69-0.62, 0.43-0.37, 0.04-0.03.

% #4) 3.24
6-[4-(5-R-2-Z R FERXTFBA)RZ-1-X R %-
3-BEB-FARARE)BLE

BEELHAGIHFTER, AERBLTIRGT ZHITENL, A S-
F2-ZAFARTBREARSFEL-5-HKBAS 6-%EB-1-K-R%-3-K
MO-FAEAALBERE, FAFALSHNGERK (3% &
#), 'H NMR (300 MHz, CDCl;) § 8.05, 7.86, 7.68-7.65, 7.53-7.5, 7.35,
6.99, 4.05-3.99, 3.89-3.67, 3.52-3.46, 3.37-3.34, 1.75-1.6, 1.31-1.24,
0.71-0.62, 0.43-0.37, 0.02-0.03. *C NMR (75 MHz, CDCl;) 3 165.9,
162.9, 159.9, 145.4, 138.8, 135.93, 135.9, 129.7, 128.6, 128.4, 121.4,-
112.6, 46.3, 44.5, 44.3, 41.3, 39.2, 31.9, 29.5, 10.5, 4.4. MS (ES+) m/z
496.3 (M+1).

%4 3.25
6-[4-(5-F-2-Z R T AR T B A)R%B-1-K %%
3-H R (4-F A KA )BLAR

RIS INFE, RRBRESLTIROTZHETER, A S-
-2 AP ARTRAAREAE LS EBRE 6-%F-1- K- %-3-K
BR(4-F A RABEER B, FEAFMENSHEE EEKR (10% FF),
'H NMR (300 MHz, CDCl;) & 8.04, 7.86, 7.75-7.71, 7.26-7.22, 7.08-7.04,
6.98, 4.10-3.98, 3.90-3.70, 3.46-3.40, 3.36-3.33, 1.61-1.50, 1.28-1.20,
0.85. *C NMR (75 MHz, CDCl) & 166.0, 162.9, 162.6, 159.9, 145.5,
136.8, 129.7, 127.6, 127.7, 127.2, 125.1, 123.3, 121.4, 116.8, 116.5, 114.9,
114.6, 113.9, 112.5, 46.3, 44.5, 44.3, 41.3, 39.7, 36.0, 27.8, 27.4, 22.5.
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MS (ES+) m/z  482.4 (M+1).

%34 3.26

6-[4-Q-Z R T EAXTBA)RE-1- AR E-3- K BMU- T EAKL)BLE

BRI 3Tk, RARBRTIRGEZHETRL, A 2-
ZATAXTRRERERE RS- HBED 6-9hE-1-F 7k E-3- KB 4-
FEARL)BERE, RIAFALEHHEERK (655% FF). 'H
NMR (300 MHz, CDCl) & 8.03, 7.86, 7.74-7.72, 7.62-7.54, 7.36-7.34,
6.98, 4.08-3.98, 3.92-3.65, 3.47-3.4, 3.35-3.31, 1.62-1.53, 1.28-1.21,
0.86. *C NMR (75 MHz, CDCl;) 3 167.5, 162.9, 159.9, 145.3, 134.2,

132.3, 129.4, 127.0, 126.7, 126.2, 125.4, 121.7, 112.5, 46.3, 44.5, 44.3,
41.2, 39.6, 35.9, 27.7, 27.4,22.4. MS (ES+) m/z 464.5 (M+1).

3.4 3.27
6-[4-(4-B-2-Z AT A X FBEA)RB-1-K R %-
3-BBQ-HRALTR)BE

BREAS NI E, RARERTHSRGEZHTEN, A 4-
F-2-Z A FARTBRERARE LS HEBAL 6-RE-1- 4% 3K
BMOR-FRAELR)BERE, FEFELGHGEERKR (83.5% &
#), '"H NMR (300 MHz, CDCL) 5 8.05, 7.97, 7.46-7.42, 7.39-7.29, 6.97,
4.07-4.01, 3.89-3.67, 3.58-3.51, 3.36-3.32, 1.53-147, 0.76-0.69, 0.48-0.42,
0.10-0.06. *C NMR (75 MHz, CDCi;) 6 166.7, 163.9, 162.8, 160.6,
159.9, 145.4, 129.6, 129.5, 127.0, 119.7, 119.4, 114.8, 114.7, 114.4,
114.38, 112.5, 44.4, 44.5, 44.3, 41.3, 39.6, 34.4, 8.6, 4.1. MS (ES+) m/z
466.1 (M+1).

%34 3.28
6-[4-(2-FE R R F B A )R B-1-K R 5-3-REG-FTEATH)BE
BB EAES 3Tk, RERELTIRGE ZRTEN, A 2-
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AR TBRARS AT L-S-RBERD 6-RE-1-X-RE-3-RBRE-FL
TRBERE, REAGFHELSHHEERK (2% F£). '"H NMR
(500 MHz, CDCL) & 8.24, 8.07, 7.84, 7.76, 7.63, 7.44, 7.01, 4.12-4.26,
3.75-3.95, 3.50, 3.41, 1.65-1.76, 1.52, 0.94. MS (ES+) m/z 427 (M+1).

%4 3.29
6-[4-2-A R T B A)RH-1- KRR %-3- R BRG-FEATH)BE
BBERB 3Tk, REARE L THIRAOTEHTE/4, A 2-
AERXTFRANKBAE LS KBERD 6-%%E-1- A2 E3-BBG-FEAT
R)BLEB L, FE| ARSI e EBAR (94% %), '"HNMR (500
MHz, CDCL) & 8.05, 7.85, 7.43-7.46, 7.31-7.40, 7.00, 4.04-4.10,
3.75-3.94, 3.34-3.52, 1.65-1.75, 1.52, 0.94. MS (ES+) m/z 416 (M+1).

&4 3.30
6-[4-Q2,4-— R A FTBLEX)RE-1-A|RE-3-REG-FATH)BLE
WRERL IHFTiE, RARBBETIRAESHTEL, A 24-
SRR TBRANRE A E LRS- HBRD 6-%B-1-A 253 RBG-FE£
TR)BUER B, FRFHLASMNEERKR (90% F%). '"H NMR
(500 MHz, CDCl;) & 8.07, 7.85, 7.47, 7.35, 7.28, 7.01, 4.02-4.09,
3.75-3.93, 3.33-3.52, 1.65-1.75, 1.52, 0.94. MS (ES+) m/z 450 (M).

k&4 3.31

LB 2-(4-[6-Q-F AR CEARTBLA)ER-3-A-kB-1-F L KB

BRBEAS IGFT R, RARBELTIRGEEZHRAFENR, AT
B BER ARG AT L5 BAE 6-RE-1-A-RE-3-RRQ-HF AL
LE)BLEEE AL, RS E EERAR (39% F%). '"H NMR
(500 MHz, CDCL) & 8.06, 8.00, 7.00, 7.47, 7.34-7.29, 7.18, 6.98,
4.00-3.72, 3.60-3.48, 2.28, 1.52, 0.76, 0.48, 0.10. MS (ES+) m/z 438
(M+1).
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%74 3.32
6-[4-(5-F-2-Z AT AKX T A )%kB-1-4 54 %-
3-RBQ-ART A LE)BAE
BREABIHF R, RERERLTIRYTEZRFTL, AS-

F2-ERTAETRARERAE L S-RABEY 6-%E-1-Erk5k.3-
BEBQ-ARTREA-TCRBERRE, I FHMLSHHEERR (T1% &
#),'H NMR (300 MHz, CDC];) & 8.07, 7.81, 7.66, 7.51, 7.34, 3.86-3.66,
3.40-3.34, 2.33, 2.03, 1.86-1.57. *C NMR (75 MHz, CDCL) 3 166.0,
162.8, 159.8, 145.5, 138.9, 135.9, 129.8, 128.5, 127.5, 127.3, 125.6, 125.2,
112.7, 46.4, 44.6, 44.5, 41.3, 37.6, 36.5, 33.7, 28.3, 18.6. MS (ES+) m/z
496.5 (M+1).

k&4 3.33
6-[4-(5-F-2-Z AT AR T BL R )% B-1-K %4 %-
RBRQ-FTETE)BLE

BREARAIHT R, RERBERTIRGE ZHFTTML, A S-
A-2-CARATERXTHRARBAE L 5-EBAL 6-%B-1-K & %-3-
BBO-ARTAZRBBRE, BAFEALSHHEGERR T1% F
#),"H NMR (300 MHz, CDCL) 5 8.03, 7.83-7.71, 7.20, 7.06, 6.95, 4.01,
3.88-3.67, 3.40-3.28, 2.35, 1.89-1.57. *C NMR (300 MHz, CDCl;) §
166.0, 162.8, 162.6, 159.9, 145.5, 137.0, 19.7, 127.2, 125.1, 121.5, 116.9,
116.6, 115.0, 114.7, 112.6, 46.4, 44.6, 44.4, 41.3, 37.6, 36.5, 33.7, 28.3,
18.6. MS (ES+) m/z 480.5 (M+1).

L&) 3.34
6-[4-(5-F2-Z AT AR T BL K )%k %-1-K |4 %-3- B B TBLA
BRERIHFTER, RARREDTHIROGTZAFTEL, A 5-
F2-CARATHXTARARSFE R S HEBERYE 6-7kF-1-F id 53
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KRB TBER R, FEFANLAYYEERK (55% &), '"HNMR
(300 MHz, CDCL) & 8.07, 7.86, 7.66, 7.51, 7.34, 7.00, 4.00, 3.88-3.66,
3.47-3.33, 1.62-1.53, 1.38-1.27, 0.85. *C NMR (75 MHz, CDCl) &
166.0, 162.9, 159.9, 145.5, 138.9, 135.9, 129.8, 128.5, 127.5, 127.2, 125.6,
125.1, 121.5, 112.7, 46.4, 44.6, 41.3, 39.5, 31.5, 29.5, 26.6, 22.6, 14.0.
MS (ES+) m/z 498.2 (M+1).

s34 3.35
6-[4-(5-F-2-Z A F A X F B L)-[1,4]DIAZEPAN-1-K |4 %-
3-BBRQ-HRARTR)BLEE

BREAGIHFT %R, RERESLTIRYTZHTRI, A 5-
B2 ATEARXTBREARBAEL5-HBER DL 6-[1,4]diazepan-1-2
ek -3-RBQ-FAATER)BLERE A, FEFHENLESHGE EBK (60
% %), 'H NMR (CDCL, 300 MHz) 5 8.07-7.85, 7.71-7.6, 7.23-7.08,
6.94-6.88, 6.34-6.31, 4.24-4.12, 3.98-3.73, 3.67-3.36, 3.29-3.25, 2.19-1.73,
1.53-1.46, 0.81-0.68, 0.48-0.4, 0.11-0.03. >C NMR (CDCl, 75 MHz) &
167.3,167.2, 165.7, 163.1, 162.9, 162.3, 158.9, 158.4, 144.8, 144.6, 137.1,
129.7-129.2, 127.4, 127.2, 125.0, 121.4, 116.7, 116.6, 116.4, 116.3, 114.9,
114.8, 114.6, 114.5, 111.5, 111.3, 48.8, 48.6, 47.6, 47.5, 45.8, 45.7, 44.1,
39.6, 34.5, 26.8, 25.4, 8.6, 4.2. MS (ES+) m/z 480.1 (M+1),

% 314 4

6-(4- K F Ak B-1-2)EHE-3-REBRG-TRTR)BEN SR

W 6-FRE-3-HRBE-FATA)BRE (0.113 g, 0.5 mmol). 1-3K
¥ A vkE (90 mg, 0.5 mmol). BT T4 (27 mg, 0.084 mmol)#= 1,8-
= R A RIR[5.4.0]F —K-7-%F (152 mg, 1.0 mmol) HF W RAME
SERA0mL) Y B AR TR, AKEMN. A 2% FTEHKESmL)
BEARBERMAAY. BRLRHHEWK, LETRFE 138mg 75% -
2 #4(0.376 mmol)#FF 44 . "H NMR (300 MHz, CDCL) & 7.98, 7.87,
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7.36-7.32, 6.94, 3.76-3.74, 3.57, 3.50-3.46, 2.60-2.58, 1.74-1.68,
1.52-1.48, 0.94, MS (ES+) m/z 368.2 (M+1).

s34 5
1-2- R AR A K)-3-{6-[4-Q-= AT AR T BLX)%R%-
1-F |k % -3- K R 658 AR

# [4-(6-RARFR-3-K)RB-1-R]|Q-ZRTFE-FXLFER 123
mg, 0.35 mmol)4) DMF (20.0 mL)ER&R FmA Q-ARBRIAAEE)K
(111 mg, 0.7 mmol). /& 60°C HFHRAWITE. A HE, ¥RbtHhE
AJK (120 mL)¥. BRBRARREG G EBER, LETHR, #F3 90%7~
EHAFE M (162 mg) @ EE4K. 'H NMR (300 MHz, CDCly) §
8.01-7.97, 7.73, 7.60, 7.55, 7.32, 7.22-7.10, 7.06, 4.00-3.95, 3.87-3.86,
3.62-3.52, 3.43-3.41, 3.25-3.22, 2.85-2.82, 2.14-2.10, 0.91-0.86. MS (ES+)
m/z 511.2 (M+1).

%5 5.1

3-(3-{6-[4-Q-= AT AXFTBLA)RE-1- K- %-3- K- RA) AR LB

BREAP 58Tk, RRRBERTIRATZHFEML, A 3-
FRBRES AR OEREQC-FRARIAABE)EE 4-(6-R AR %-3-K)
B"BE-1-E)C-ZARAFARRDTRRLE, FHFA LS HG ERK
(37% = #). 'H NMR (300 MHz, CDCL;) § 8.12, 7.92, 7.74, 7.62, 7.55,
7.36, 7.11, 6.65, 3.95-3.90, 3.59, 3.49-3.40, 3.28, 2.36-2.33, 1.63-1.61,
0.94-0.93.

5274 5.2
1-K R -3-{6-[4-Q-Z AT AR T B A )RB-1- K R 5-3- Kk
BREAFSHFE, RERBELTIRYEZHTEN, AR
FEBARBEREQC-FREARER)RE [4-(6-ABEFE-3-K)%k%-1-
RIQZATARDTRRE, FEAKEANLSHHEEEKR 455%
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&%), '"HNMR (400 MHz, CDCL;) § 10.60, 7.82, 7.74, 7.13, 7.63, 7.56,

7.52, 7.36, 7.08, 4.29, 4.0-4.09, 3.85-3.95, 3.50-3.70, 3.40-3.47, 3.25-3.36,
1.50-1.60, 1.22-1.36, 0.80-0.92. MS (ES+) m/z 465 (M+1).

%44 5.3
1- X FA3-{6-[4-Q-Z A FTAXTFBLA)RSE-1- K4 %-3- Kk
HREREMSHT R, RERRERTIRNEEZHTRML, AR
FERXTBAZQ-ARRBRARAEL)XE [4-6-RERLE-3-K)RE-1-
RIC-ZATARBTRALE, RIAFANSHGEE EFKR (45.6%
&%), '"H NMR (500 MHz, CDCl;) 5 12.0, 8.28, 7.80, 7.67, 7.62, 7.32,.
7.23, 7.02-7.14, 4.54, 3.85-3.91, 3.69-3.76, 3.28-3.40, 2.94-3.10.

%3] 5.4 ‘
1-(4- AR K)-3-{6-[4-2-Z A F AR T B A )%kBm-1- A -—%H-3- KK
BREAS SHT R, REARBERTIRGTEHTEN, AR
B 4-ARABREQC-FRABRIARE RS [4-(6-RAERSR-3-K)%
B RIC-ZATARE)-TRALE, FEAFREEHN G ERK
(32.3% = #).'H NMR (500 MHz, CDCL;) § 12.0, 8.20, 7.53, 7.64, 7.59,

7.39, 7.33, 7.16, 6.91-6.98, 3.96-4.04, 3.83-3.90, 3.52-3.65, 3.37-3.45,
3.20-3.26. MS (ES+) m/z 489 (M+1).

%4 5.5

1-2-RER)3-{6-[4-C-Z R T A X T B A )R B-1-K]-4%-3- Rk

BRERS SHTER, RERBLTIRGEZHTENL, AR
8 2-AEABAREQ-FRMIAABE)RE [4-(6-R A% -3-H)%
H1-R|Q-ZATFTARXRA)-FRALE, FEAFANESHHE EBK
(32% j=#). 'H NMR (500 MHz, CDCl;) § 7.90-8.30, 7.99, 7.75, 7.63,
7.57, 7.34, 7.10-7.17, 7.01-7.07, 3.94-4.01, 3.85-3.92, 3.56-3.66,
3.41-3.49, 3.24-3.29.
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%34 5.6
1-RTK-3-(6-[4-2-Z A F AR T BA)-%%-1-K -2 %-3- Kk
BRERD SHFTE, RARBRESLPTIFROWERZESEAR, AR
B 2-RUBRBQ-FRBIRABREI)ES 4-(6-RLER%-3-F)%kE
A1-RJC-EATFTEAEXR)-FERRE, FIFALEGHYEERK (19%
~#%). '"H NMR (500 MHz, CDCL;) & 7.92, 7.60, 7.64, 7.58, 7.37,
7.13-7.24, 7.09, 3.96-4.03, 3.82-3.89, 3.40-3.56, 3.22-3.34, 2.86.

E B 5.7

1-4- AF F £)-3-{6-[4-Q-Z AT A X F B A)R”%-1-K -4 %-3- £}

BREALSHIT R, RAREBRBETIRAGEZHTRL, AR
BB 4-AETBRAZC-AREXABE)RS [4-6-BAR%E-3-2)k
H-1-AJQ-ZATERE)-FRAE, FEAFEALESHWH G E K
(56% /%), 'HNMR (500 MHz, CDCl;) § 8.13, 7.78, 7.66, 7.60, 7.33,
7.21, 7.09, 6.83, 4.50, 3.91-4.00, 3.73-3.80, 3.34-3.48, 3.05-3.22. MS
(ES+) m/z 503 (M+1).

%4 5.8
1-TA-3-{6-[4-Q-Z AT AR T B )%k %-1- A % -3- K 1k
BBREAS STk, ARBRESRTHIRGE ZRTEN, AF

R TEHASQ-FRBRIF DI )KL 4-6-RERE-3-K)%%-1-
AIC-ZATARE)TRRE, FEFELAHG G ERE (2% &
#), '"H NMR (500 MHz, CDCl;) 8 7.84, 7.74, 7.63, 7.56, 7.36, 7.08,
4.00-4.07, 3.88-3.94, 3.54-3.66, 3.42-3.46, 3.27-3.36, 1.51-1.57, 1.30-1.40,
0.89. MS (ES+) m/z 451 (M+1).

4] 5.9
1-3R KA -3-{6-[4-2-Z AT AR FBLA)-%B-1- AR %-3- Kk
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BRELES SHFE RERELTIROTRHTENL, AR
R ABRFQ-FRERXIBE)RE 4-(6-A AR H-3-28)KkE-1-
RIC-ZAFARE)-THAL, REFALSWHE ERK 91% &
#). 'H NMR (500 MHz, DMSO-dq) 5 9.02, 7.82, 7.75, 7.65, 7.58, 7.51,
7.34, 3.91-3.98, 3.67-3.80, 3.46-3.58, 3.36-3.44, 3.11-3.35, 1.80-1.88,
1.46-1.67,1.30-1.40. MS (ES+) m/z 451 (M+1).

% #&4) 5.10
1-TLA-3-{6-[4-Q-Z AT AR T B A )R B-1-2 194 %-3- 2 Uk

BRE®G SHF %, RRARERTIRGFTZRTEML, AR
RBOBARBQARRAKABE)EE 4-6-RERE-3-X)K%E-1-
RIC-ZATFARMTRRE, FEFELAMHEGERR (50% &
#£), 'H NMR (300 MHz, CD,0D) & 7.83, 7.76, 7.69, 7.52, 7.44, 7.39,
3.87-4.00, 3.66, 3.50, 3.25-3.43, 1.53-1.67, 1.28-1.48, 0.84-0.98, MS
(ES+) m/z 479 (M+1).

% 4) 5.11
1-F A -3-{(6-[4-Q-Z AT AR T BLE )R %-1-A 2 %-3- Kk

BREAGSHIE, RERBELTIRGTEHAEN, AR
fBEBRBQ-FREAKABEL)ES 4-6-A KR %E-3-K)%K%E-1-
AJC-ZRATARL)FTRAL, FEAFHALAHYEERK 6% &
#£), '"H NMR (300 MHz, DMSO-d;) 8 9.12, 7.82, 7.75, 7.65, 7.50-7.57,
7.35, 3.69-3.80, 3.45-3.60, 3.38-3.43, 3.28-3.34, 3.20-3.26, 3.06-3.17,
1.45, 1.15-1.28, 0.85.

L4 5.12
1-(3,4- = fR F £)-3-{6-[4-2-= AT A KT B )k%-
1- -5 %-3- A Mk
BB EAYG ST, ARRERTIROTEZLTRL, A%
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FB 3,4-—RETEARZQ-FREAAEL)ESL [4-(6-ALRE-3-X)
- 1-A|Q-ZRATARL)-FTRRLE, FIAKELSHGEEHNR

(44% #%). '"H NMR (300 MHz, DMSO-dg) & 9.38, 8.30, 7.85, 7.77,

7.67, 1.59, 7.52-7.57, 7.39, 7.29, 4.38, 3.70-3.82, 3.50-3.62, 3.42-3.47,

3.34-3.38, 3.23-3.29, 3.15-3.20. MS (ES+) m/z 553 (M+1).

4] 5.13
1- AR T E-3-{6-[4-Q-Z AT AR TR )RSE-1-K -4 %-3- K}k
BRERBSHFTE, REABRBERTIRGEZHTRL, AF
A BARUERBC-HRAEAAEEX)X L 4-(6-RAR%E-3-K)%KE-1-
RIC-ZRAFTARA)-TRELE, FAFHANLSHN G ENR 34% &
#), '"H NMR (300 MHz, DMSO-d;) § 9.05, 7.82, 7.74, 7.65, 7.55, 7.52,

7.35, 3.69-3.79, 3.44-3.58, 3.35-3.42, 3.20-3.26, 3.11-3.18, 1.75-1.84,
1.58-1.67, 1.47-1.55, 1.10-1.35.

LA 6
2-REE-N-{6-[4-Q-Z AT AR FHA)RE-1-A - %-
3-K)TBLER A A A

E0°CT, AR [4-6-RARE-3-K)%%E-1-K]-2-ZAF
A-RXA)FH (105 mg, 0.300 mmol)#¥ =R F I (10 mLYEFERF A
EEA ZBR (56 mg, 0.32 mmol), HEHMAZTE (0.15mL). &
BERASHITR, AKX, ALBRTE Qx15mL)FERRAY. AHF
HCl . BEBEMNFERERELERESFOANE, REA NaSO,
FR. RE. BHAAVDBRETVE-ATRTY, AREHELL.
58 34%F R ARSI A & B4 (50 mg). 'H NMR (300 MHz,
CDCl,) § 9.28, 8.38, 7.75, 7.64, 7.56, 7.35, 7.04, 4.65, 4.01, 3.68, 3.34.

534 6.1
2-ERRERBER Q-RAKRAKREL)6-4-Q ZAFEARTHRE)
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TRB-1-IR R H-3- ) B 2- KA XA BB {6-[4-
C-EZATFTEERTFBRA)RE-1- K4 5-3-A)Buhk

BREXF 6T, REBRELTIRYGTZHFENL, A 2-
FEAXAREBEARLELEL TBA L 4-6-R AR E-3-K)RE-1-
RIC-ZAFTARL)-FRAL, MERTHERAMAY. AHE#E
BB 2-EXEARARER Q-RAXRARKE)6-[4-C ZRATFTEXT
BLA)RE-1-A R E-3- B0, A EtOAc:TH=40:60 2%:BL, 33| 4
EBRAR (20% F#). '"H NMR (300 MHz, CDCLy) § 7.73, 7.62, 7.54,
7.34,7.22,7.16, 7.04, 6.84, 3.99, 3.82, 3.63, 3.28, 2.62, 2.31, 1.76, 1.38.
MS (ES+) m/z 6403 (M+1), AAEE#EST B 2-XEXARER
(6-[4-Q-Z R FEA-XFBA)RE-1-R | E-3- L1808, A EtOAc:T
®=50:50 B, FEEGENK (16% F%). '"H NMR (300 MHz,
CDCl) 5 10.36, 8.39, 7.76, 7.64, 7.57, 7.34, 7.18, 7.12, 3.92, 3.52, 3.37,
3.18, 2.64, 2.30, 1.34. MS (ES+) m/z 496.3 (M+1).

5% 340 6.2

LB {6-[4-Q-ZRFTERTBE)RE-1- KX |_2%-3- X )8R

BB ERG 6 HFE, RERBERTIRGTEZHTENR, AT
Bt# (hexyanoyl chloride) KA KX AKX TBA L [4-(6-R AR %-3-1)
RE-1-RJQ-ZAFTERLFTRALE, FEAFALSHWHE ERR
(30% /*#%).'H NMR (300 MHz, CDCls) § 11.65, 8.62, 7.75, 7.65, 7.58,
7.46-7.53, 7.37, 4.08, 3.88, 3.52-3.78, 3.30-3.40, 2.63, 1.72-1.79,
1.24-1.40, 0.90. MS (ES+) m/z 449.7 (M+1).

%44 6.3
4-F-N-{6-[4-(2-Z A F A X F B )R B-1- K- %5-3- K K T BuAE
BBEAR 6 QF ik, REARBELTHFRAGT ZHFTEMR, A 4-
AXRTERRARERALATBAL 4-(6-RARE-3-2)kE-1-£]2-=
ATARD)TEARE, FIFMLAUHEZECRK (62% &),
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'H NMR (400 MHz, DMSO-d)) & 7.78-7.85, 7.77, 7.66, 7.52, 7.4,
7.25-7.35, 3.10-3.80.

kB 7

(6-[4-C-Z R FAETRA)RE-1- A - 53284 TR TE QA

ZE0°CTF, Z=ZTHE (0313 mmo)WALET, AHBFH4-(6-R
Eokd 3 A )RAE-1-E)Q-ZAFTEA-XE)FEHR (100 mg, 0.285 mmol)
MR TR (5 mL)ERTMALTRETE (0.285 mmol). EEH
B3 RAM 24 h, REAK (10 mL)yFEX. AK, 4af NaCl %
HA A, A MgSO, Tk, AZRERIABLENHHa EER
(0.095 g, 74% = #%). 'H NMR (500 MHz, CDCly) & 8.10, 7.73, 7.63,
7.55, 7.36, 7.04, 4.19, 3.96-4.02, 3.89-3.95, 3.61-3.66, 3.52-3.56, 3.32,
1.64-1.70, 1.38-1.46, 0.95.

LA 7.1
(6-[4-C-ZRTFEETBE)RE-1-ARE-I3- AR/ ATRAR

BRIANTHFE, RAERBERTIFRYGEZHFENR, AR
Wk EBARRTRETES[4-6-AA%E3-H)RE-1-X]2-Z &
FEAEAFTRAL, HAFARSHHACEAKL 2% &%), 'H
NMR (500 MHz, CDCly) & 8.10, 7.73, 7.62, 7.55, 7.37, 7.04, 4.14,
3.96-4.02, 3.88-3.94, 3.61-3.66, 3.52-3.56, 3.32, 1.66-1.75, 0.98. MS
(ES+) m/z 438 (M+1).

£ ) 7.2
(6-[4-C-Z AT AR FBL)RE-1- K12 %-3- K RA T B T B
BRIAR THFE, RARBLTHRAOTZRTEN, AR
Tk 2 FRAABARLATRET Y 4-6-AEH%-3-2)k%E-1-
AJC-EZRTEARMFTRALE, FIHRELAHHEERRMAWT%
#), 'H NMR (500 MHz, CDCl;) § 8.09, 7.73, 7.65, 7.63, .55, 7.36, 7.04,
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3.96, 3.95-4.02, 3.88-3.94, 3.61-3.65, 3.52-3.56, 3.32, 1.94-2.04, 0.96. MS
(ES+) m/z 452 (M+1).

E4] 7.3
(6-[4-C-ZRATFAXRTBA)RR-1- AR E-3- K RATRTE
BRBREXGTHF R, REBRELTIRGESHFER, AR
FELEARSATRETED [4-6-RAEE3-£)RE-1-4]2-= &
FEAXRKX)FTREE, FAHFALSHHREERER 35% F%). 'H
NMR (300 MHz, DMS0-d¢) & 10.30, 7.82-7.85, 7.76, 7.67, 7.52, 7.37,
4.15, 3.15-3.85, 1.10. MS (ES+) m/z 424 (M+1).

564 8
1-G-F A A A K)-3-{6-[4-C-Z AT EXF B E)Rk%-
1- KR % -3- 2 R 69 A A%,
#[4-6-BRERE-I-K)RE-1-R]Q-ZRAFTARXEL)T & (200
mg, 0.57 mmol) 18 mE| k444 1,1°-% =% (110 mg, 0.683 mmol)
HEK—RTKE IS mL)ERT. RERREAZEER, BFHHARE
B 4 0. REW I-FAERERE (48.5 mg, 0.569 mmol)AnE]| &
BRAHF, ERATERRSIR. ANFERREMNFERERL
A BELRAY, R, AikigA Gitikak, FEFHiEa EBK (23
mg, 8.5% /= #%). 'H NMR (300 MHz, CDCl;) § 10.2, 7.68-7.83, 7.72,
7.65, 7.63, 7.55, 7.36, 7.04, 3.95-4.02, 3.83-3.95, 3.50-3.68, 3.40-3.50,
3.26-3.38, 1.60-1.72, 1.17-1.30, 0.71-0.80, 0.44-0.50, -0.06-0.013. MS
(ES+) m/iz 477 (M+1). |

5340 8.1
1-{6-[4-(2,6-= ALK F B A )R B -1-K 12 %-3- K )-3-B-F AT A) Mk
BREHS SH TR, RERBERTHFRGE ZZTEML, A 3-
FRTEAERY: 3-FALALEE 4-6-RARE-3-K)%%E-1-
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AIQS-—AXATRRE, FEAKMARLSIHNGERK Q7% F
#), 'H NMR (300 MHz, CDCL;) § 9.75, 7.68, 7.32-7.43, 7.07, 6.89-7.00,
3.85-4.00, 3.25-3.75, 1.40-1.65, 0.89, MS (ES+) m/z 432.8 (M+1).

5% 36.4) 8.2
1-FR AR T A-3-{6-[4-Q-Z A FEAXTBE)RE-1- KX %-3-K ik
BB SHFE, RRABRBELTIRNGE ZHITEMN, AK
AETFTEERS -RALARLRSE [4-(6-R AR E-3-K)RE-1-7](2-
ZRATFTAREFRAL, B FMALAHNE EEAKRGI% F#). 'H
NMR (400 MHz, CDCL;) & 7.80-7.54, 7.37, 7.09, 4.07-3.18, 1.12-0.98,
0.52-0.46, 0.27-0.22. MS (ES+) m/z 449.9 (M+1).

%4 8.3
1-3,3-=F A T X)3-{6-[4-Q-Z AT AR T B K )%R%-

1- 2 7 % -3- K Bk
BREAGSHT X, RRRELTIROGE ZHTEL, A 3,3
—EEATEABRAE FRALARARE4-6-RERE-3-A)RE-1-
AIQ-ZATARBR)TRRE, R FH SN G EBIKGE% &
#), '"H NMR (400 MHz, CDCl;) & 8.04-7.54, 7.37, 7.09, 4.08-3.16,

1.52-1.44, 0.88. MS (ES+) m/z 479.3 (M+1).

5% #6.4) 8.4
1-2-3F & & T K)-3-{6-[4-2-Z AT A X T B )R %-
1- 4 |k %-3- 8 Bk
BREAN S BTk, RARELTHRNGEZHTEN, A 2-
RALCEABRYE 3-FRARERD [4-(6-RERR-3-K)%k%-1-
AJQ-ZATEARLFERAL, FAFHLEH K EBIREOG5%
#), m.p.>300°C. "HNMR (300 MHz, CDCl;) $7.73, 7.62, 7.55, 7.36,
7.07, 4.04-7.00, 3.94-3.89, 3.64-3.56, 3.47-3.45, 3.40-3.32, 1.46,
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0.69-0.66, 0.47-0.38, 0.06-0.00. MS (ES+) m/z 463 (M+1).

%4 8.5
1-2-F A ERA TE)3-{6-[4-Q-Z R T AR T BLRA)%R%-
1- )ik % -3- 35 ) Ak

BBEAGSH TR, REREWLTIRGTEHTEA, A 2-
FASACEBEAS 3-RALREE 5H4-(6-AKR%-3-K)k%-1-
RIC-ZATAXA)TRAE, FAFARSHHXERAAS% &
#£), m.p.>300°C. "HNMR (300 MHz, CDCl;) 87.69, 7.60-7.56, 7.51,
7.35, 3.98-3.92, 3.74-3.64, 3.45-3.44, 3.38-3.19, 3.09-2.97, 2.95-2.86,
2.84-2.77, 2.00-1.74, 1.77-1.74, 1.38. MS (ES+) m/z 470 (M+1).

5% 74 8.6
1-G-£ 4 -44-—F X RE)3-{6-[4-Q-Z AT EAXTBLE)-
vk -1-2 |d R -3- K Bk
BR LA STk, RERELTITRGE RHTEML, A 3-
LR 44— FEAREBRE - RALRARS 4-(6-RAR%-3- A )%
H1-A|C-ZATEXRE)-TRAL, BEAFALEHNYTERR
(32% &%), m.p.218-221°C. MS (ES+) m/z 470 (M+1).

5364 8.7
1-2-F A& TR)-3-{6-[4-Q-R-6-Z R T A X FBLE)-
vk g-1-2k | %-3- 2 ik

BN STk, REARBELTIHERNEZHTEL, A 2-
KRALZEABRRE 3-RALALKES 4-6-RARLE-3-K)%K%E-1-
A10-A-6-ZATFTEXL)TRAL, FEAASMEEHEERK
(48% &%), 'H NMR (400 MHz, CDCly) & 8.14, 7.58-7.54, 7.43,
7.38-7.34, 7.10-7.05, 4.01-3.94, 3.58-3.32, 1.46, 0.72-0.67, 0.45-0.39,
0.08-0.02.
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%4 8.8
1-Q-F R KT HE)-3-{6-[4-5-A-2-Z R T EXFTBER)-
RR-1-2K o -3- Kk
EHREAES 8 HF ik, RRBRESLTIRNYETZRITER, A 2-
FAXTCEABRE - FAXALBS4-6-RARE-3-L)k%E-1-
RIG-R2-ZRATFTEXK)-FRALE, RIEAFALS DB GERNK
(30% =%)., '"H NMR (400 MHz, CDCl;) & 8.30, 7.76-7.71, 7.23,

7.10-7.06, 4.00-3.97, 3.91-3.87, 3.65-3.45, 3.88-3.40, 1.26-1.24, 0.74-0.68,
0.44-0.43, 0.05-0.04.

4 8.9
1-2-FF A TH)-3-{6-[4-(2,6-— RA T BL KA )kE-1- K =45 -3- Kk
BRERB SH T, ARRBERTIFRHGEZ2HTEHR, A 2-
HRARCEBARE 3-FREARAES 4-6-RERE-3-X)K%E-1-
A]Q6-—RAFL)FREE, FEIFHELSHHEENRK (141% &
#), '"H NMR (400 MHz, CDCL) § 9.16, 7.89, 7.62-7.52, 7.37, 7.26-7.21,

3.81-3.78, 3.58-3.52, 3.44-3.37, 3.32-3.28, 3.24-3.18, 1.36, 0.70-0.65,
0.42-0.37, 0.07-0.03. '

% #&4) 8.10
1-(3-3F A A 7 £)-3-{6-[4-(5-A-2-Z= AT A K FBLEL)-
vkd-1-K A% -3- Kk
HBERS 8 A%, ARRELTIRGTEZAAEK, A
[4-(6- B AR HE-3-K)RF-1-K]Q-Z AT EEXL) T RARE4-(6-RE
-3 R )RE-1-R|5-R2-ZATEARLTRE 3-FALARAABER
B, BEFHELASIHEGERRK (15% F%). '"H NMR (400 MHz,
CDCly) 8.32-8.31, 7.76-7.73, 7.76-1.73, 7.25-7.22, 7.13-7.06,
4.14-3.98, 3.95-3.85, 3.68-3.52, 3.40-3.32, 1.70-1.60, 1.28-1.21, 0.65-0.62,
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0.40-0.36, 0.03-0.02.

%34 8.11.

1-(4-F £ KE)-3-{6-[4-C-Z AT AR T B A)%k%-1-2K ik %-3-2 )k

BREAFSHF R, RERERTIRGTERTER, A 4-
HEAABRRE - AR RLERES 4-(6-RARE-3-K)%k%E-1-K]2-
ZRATEAXDTRAE, FEFALSHNEG EEAK (0.039 g, 29%
= #). '"H NMR (300 MHz, CDCl;) § 10.7-10.2, 7.85-7.77, 7.73, 7.65-7.5,
735, 7.1-7.07, 4.08-3.95, 3.94-3.83, 3.64-3.52, 3.48-3.38, 3.35-3.21,
1.6-1.45, 1.25-1.12, 0.83. *C NMR (75 MHz, CDCl;) ( 167.5, 156.8,
155.8, 151.7, 134.4, 132.3, 129.4, 127.2, 126.8, 126.7, 125.4, 121.8, 121.3,
118.4, 46.4, 46.02, 45.8, 40.3, 36.1, 28.3, 27.8, 22.5. MS (ES+) m/z 479.4
(M+1).

K #EH) 9
6-[4-(2,5- = RE FBL A )R B-1-A]H4%-3-
BB (3-FATR)BUE QAR

ERBE 6-%E-1-A- KRB I3-BBEGE-TETE)BRE (0255
mmol). 2,5-=HK X F# (0.31 mmol). 1,8-= K H WK [5.4.0]F —5&-7-
# (0.51 mmol)fr 1-32 X X5 =k k44 (0.31 mmol)Z& DMF (2 mL)
b RAY 15 94F. RENRA 1-G-—FREAR)I-TLEAK DB IE
(0.31 mmol). EEHEHRAHITR, REA EtOAc (50 mLHH, A
FoFs NaHCO3 AEH&(2 x 20 mL)#F K2 x 20 mL)#Ri%E. ﬁ]iwl«
Na2S04 FIBEAMERY, RE, ALEREELLELFIEFALSY
# & E4R (102 mg, 89 % & %). 1H NMR (500 MHz, CDCI3) ( 8.07,
7.85, 7.32-7.40, 7.01, 4.01-4.08, 3.77-3.93, 3.35-3.55, 1.65-1.75, 1.52,
0.94, MS (ES+) m/z 450 (M).

34 9.1
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6-[4-(5-F A -2-Z A F Aok vd-3- K )%kB-1-K A%
-RBQ-FRATE)BLE
BREAG INT R, REARELTIRYGEZRITEL, A S-
WE2-Z A TEAD-IABRSE 2,5-—RAEXTRE 6-%5-1-A %%
SB-EBQ-FAXTCE)BERRLE, FEFRLEHNEERKR (53%
&), m.p. 128-130°C. 'H NMR (500 MHz, CDCl;) 5 8.08, 7.99, 7.01,

6.15, 3.89-3.94), 3.77-3.82, 3.52-3.60, 2.39, 1.52, 0.71-0.80, 0.45-0.49,
0.08-0.13. MS (ES+) m/z 452 (M+1).

5% 341 9.2
6-[4-(2- AT -3-FH )R B -1- R R B-3- B BQ-F A A TER)BLIE

BRERG 9T R, RERERTIRG T ZRTEHL, A 2-
FRR-3-HBARE 2,5-—RETHEE 6-RFE-1-ARE3-REQ-HFA
A TR)BRER B, FEMRHEAAS MGG EBKR 4% F &), '"HNMR
(500 MHz, CDCL) & 8.50, 8.08, 7.99, 7.71, 7.37, 7.02, 4.05-4.13,
3.78-3.95, 3.34-3.60, 1.51, 0.71-0.80, 0.45-0.49, 0.08-0.12. MS (ES+) m/z
415 (M+1).

%341 9.3
6-[4-(2-F £ -5-=Z A F Aol 4-FK)RE-1-K]- 2 %-
3-BBQ-FAXTE)BE

BREXG IHFT R, RERELTIRGE ZHTEL, A 2-
WRS = A PR 4 RBRRR 25 RETRY 6-%F-1-K k%
B-HRBO-FRAATR)BERR A, FAFHELASYHNGE EBK (58%
&%), '"H NMR (300 MHz, CDCl;) & 8.05, 7.98, 6.99, 3.75-3.95,
3.50-3.59, 2.55, 1.51, 0.71-0.80, 0.45-0.49, 0.06-0.12, MS (ES+) m/z 453
(M+1).

4] 9.4
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6-[4-(2,6-— R -3-FK K )k E-1- R h B -3-RERQ- A RA T A )BEREE

BRERGINGFTE, REBRELT IR T ZHTER, F 2,6-
ZHRHR-3-BBAE 2,5-—REXTRY 6-%%F-1-A-RLR-3-RBQ-F
AERTER)BER L, JAFALEHHEERK 19% F&). 'H
NMR (300 MHz, CDCl;) & 8.06, 7.97, 7.65, 7.37, 7.01, 3.70-4.10,
3.29-3.61, 1.52, 0.68-0.80, 0.42-0.49, 0.06-0.13. MS (ES+) m/z 449 (M).

4] 9.5
6-[4-(1- X F R 5-Z A FTE-1H-[1,2,3] =" -4-F 5 )-"%-
1- KR %-3- R BRG-FETH)Bu

BREXRB O FTE, RRABRE T HFRGEZHITEWL, A 1-
EKPES-ZAFTE-1H[1,2,3] 2% 4-BBEARE 2,5- 8 FXTFHE 6-%
%-1-A R E3-HBE-FATLBEBRLE, FIAKFAENSHHE ER
X (32% /& #).'H NMR (300 MHz, DMSO-d;) 5 8.03, 7.81, 7.33-7.27,
6.86, 5.92, 5.39, 3.71, 3.47, 3.05, 2.63, 2.43, 1.65, 1.48, 0.92. MS (ES+)
m/z 531.2 (M+1).

5341 9.6
6-[4-3-KFA-5-Z A FA3H-[1,2,3] =% -4-F )% %-
1- R R E-3-BBRG-F AT X)BLAE

BREAAINFT %, ARMRELTIRGEZHITEML, A 3-
KA S-ZRFABH[1,23) =2 4-EBRE 25-—AFXTFHE 6-%
1R R E3BBRG-TATABMERR A, FIFALSMGE EH
X 37% & #). 'H NMR (300 MHz, DMSO-d;) 5 8.04, 7.83, 7.36, 7.28,
6.99, 5.69, 3.94, 3.84, 3.70, 3.46, 1.75-1.61, 1.49, 0.91. MS (ES+) m/z
531.2 (M+1).

£ 34 9.7
6-[4-2-F £-5-Z A F A -2H-[1,2,3] = -4- K )Tk %-
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1-APR%-3-RBG-TETH)BE
BRERF 9O TR, RREBELTHFRG T ZHITEL, A 2-
FEAS=ZAFE2H[1,23] =% -4-BBRB 25-—REXTRYE 6-%%%E
A-R-REIBRBG-FATRBRERLE, FEFHALSHHKEERK
(15% =%). 'H NMR (300 MHz, DMSO-d;) & 8.05, 7.83, 7.00, 4.28,
3.97-3.67, 3.51-3.45, 1.75-1.68, 1.49, 0.92. MS (ES+) m/z 455.2
(M+1),

%4 9.8
6-[4-(5-= FLF A -3H-sEvE4- X )kE-1- K%
3-BRBRG-FATHE)BRE

BREAEF INHTE, ARBRERTIRGEZHTEN, A 5-
ZRTAIHRLA-BBRE 25-—REXTHRE 6-%%B-1-Fk%-3-
BRBG-FATRA)BRERE, BIHFALEGHHNEGERK 8% &
#), 'H NMR (300 MHz, DMSO-d;) 5 8.03, 7.86, 7.70, 6.99, 3.80, 3.46,
1.75-1.62, 1.48, 0.92. MS (ES+) m/z 440.2 (M+1).

%74 9.9
6-[4-2-FABEARXTBA)RE-1- £ 53R BG-FETH)BE
BREXRB ONF R, REBRBESTIFRGE ZHITEA, A 2-
FHABEARXTHRAR 25-—RAEATHRE 6% E-1- A% R-3-RKE3-TF
ATR)BERE, REFELSHGGERKR 97% F%). HNMR
(400 MHz, CDCl;) & 8.11, 8.03, 7.85, 7.74-7.62, 7.38, 4.32-3.33, 3.27,
1.73-1.62, 1.52-1.46, 0.94. MS (ES+) m/z 484.3 (M+1).

% 34) 9.10
6-[14-(2,2-=F A T B R SE-1- A 1 RE-3-RBRQ-F AA TH)BLEE
R ERG 9N F &, ARREL T IRGE ZAHATHWL, A 2,2-
ZHRATEARER 25-—RAEXTHY 6-%E-1-2R%3-RRQ-FAE

142



200480021867. X o P Z101/15457

LRVBRRE R B, A AFHLS M E EBR (46% ~#). '"H NMR
(300 MHz, CDCL) ( 8.05, 8.01, 6.98, 3.86-3.73, 3.57, 1.68,1.52, 0.92,
0.80-0.72, 0.49-0.45, 0.14-0.08. MS (ES+) m/z 374.3 (M+1).

L4 9.11
6-[4-(2,2-=F A KB A)RE-1-A R E-3-RBRQ-FFAR T RK)BLAE
BRIAEF INFTE, REREL T IRYGE ZHATEML, A 2,2-
ZFEARBARE 25-—REXTHEY 6-%B-1-X-RE-3-RRQ-HFARE
ZRBEER A, R AL Hma ERIK (61% F%). 1THNMR
(300MHz, CDCI3) ( 8.05, 7.96, 6.98, 3.85-3.72, 3.56, 1.64-1.45, 1.23,
0.96, 0.82-0.62, 0.49-0.45, 0.12-0.07. MS (ES+) m/z 388.2 (M+1),

FE 4] 9.12
6-[4-(5-F-2-F B A K F LA )kE-1- K %-3-H B
(2-FAE TE)BLE

BBIAF YT E, RERBTHIRGE ZHTEN, A S-
£.-2-FEAEXTERARE 25-—RAXTRY 6-%%BF-1-K-2%-3-RBQ2-
KALCR)-BIEE S, BRGNS MG EEKR 61% F%). 'H
NMR (300 MHz, CDCl;) & 8.03, 7.96, 7.10-6.98, 6.86-6.84, 4.03-3.37,
1.51, 0.80-0.72, 0.49-0.44, 0.15-0.10. MS (ES+) m/z 428.1 (M+1).

F 4] 9.13
6-[4-(2-= FRE R TR A)RE-1- AR 5-3-RBRQ-FA AL T H)BLE
WREES 9Tk, ARRBLRTIRYGTZHTENR, A 2-
—HEARTBRAE 25— REXTBRE 6-%E-1-A2RR-3-RBRQ-K
AACR)BERE, BARARS MG EBR (61% FF). 'H
NMR (300 MHz, CDCl;) § 8.04, 7.96, 7.36-7.25, 7.05-6.94, 4.17-3.40,
2.80, 1.51, 0.80-0.73, 0.47-0.42, 0.12-0.07.
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x4 9.14
6-[4-2-R-5-=F BA R FBLA)RE-1-A ] %-3-R R
(2-3F 7 & T3 ) Bu ik

WBEEG ONT %, RARRERTIRGEZHTENR, A 2-
A-S5-—FREARXTRAS 25-2RAFXTFTHRE 6-RE-1-A-25-3- K8
Q-FRARATER)-BEE A, FIFALESHHEERKR (53% £F).
'H NMR (300 MHz, CDCL) & 8.04, 7.96, 7.39, 6.94, 6.66, 6.55,
4.14-3.32, 2.93, 1.52, 0.75-0.69, 0.48-0.42, 0.11-0.05. MS (ES+) m/z
457.4 (M+1).

L b 9.15
6-[4-2,5-—FEXFTBA)RR-1- AR E-3-RRQ-FARHA T RK)BuE
BREEF I T E, ARRERTITRAT AR, A 2,5-
ZHARTERREL 2,5-—RETRE 6-%kE-1-X A E3-BHQ-KRA
X TR)BRE R, FEFALSHNEG EBK (56% F%), 'HNMR
(300 MHz, CDCly) ( 8.05, 7.96, 7.16-7.11, 7.03-6.97, 4.12-3.67, 2.23,
2.22,1.52, 0.82-0.69, 0.48-0.42, 0.11-0.05. MS (ES+) m/z 408.3 (M+1).

%4 9.16
6-[4-(2,5-—RAEAFBLE)RB-1-A |4 5-3-RBQ-IAARTA)BLE
BREXRDIONFTE, ARBESLT IR T EHITEN, A 2,5-
ZRFRTERE 25— RATHRE 6-%F-1-A-RE-3-RBRQ-HAAE
LHRBRE A, FEFALSHEa EBIK (56% F%). 1H NMR
(300 MHz, CDCI3) ( 8.05, 7.96, 7.38-7.30, 6.97, 4.12-3.23, 1.50,
0.80-0.67, 0.51-0.38, 0.16-0.06. MS (ES+) m/z 448.2 (M+1).

B 9.17
6-[4-(1- F & -1H-wbw%-2- % K )R %-1- K R %-3- R R
(2-FF R A TR )BUAR
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BREXRF OV FTE, ARBRELTIFRGTZHTEA, A 1-
FE-IH- - 2- R BARHE 2,5-—8EXTRE 6-%%-1-A-R%5-3- BB
Q-FAECE)BERE, FAFALESHWHEGERRK (51.8% &
#), 1H NMR (500 MHz, CDCI3) ( 8.07, 8.01, 7.00, 6.75, 6.40, 6.12,
4.00-3.80, 3.58, 1.52, 0.76, 0.48, 0.10. MS (ES+) m/z 383 (M+1).

x4 9.18
6-[4-(4,4,4- = BT -2- B X )%k B-1- K X 5-3-RER
Q-3R A X T XK )BEAE

BREHRG 9 BT E, REARBEWTIRGTEHFTEWL, A
4,44-Z R T-2-HBKE 2,5-—REXFTRE 6-R%E-1-2-L%-3- A8
Q-FRALCE)BIERE L, FE RSO ERR (19.6% F &),
'H NMR (500 MHz, CDCL;) & 8.09, 8.00, 7.00, 6.81, 3.96-3.88, 3.78,
3.57, 1.53, 0.76, 0.48, 0.10. MS (ES+) m/z 398 (M+1).

%74 9.19
6-[4-(1-B AR AREL)RE-1-A R %-3-ABQ- A AL T L)L
BREABONFT ik, ARBRESLTIRGEZHTEWN, A 1-
FEXARBRERE 2,5-—KEXTRSE 6-R%E-1-A-R%-3-RBQ2-3F
ARTRVBREER B, BEFMALSYHEENR (53.4% F%). 'H
NMR (500 MHz, CDCL;) § 8.07, 8.03, 7.01, 3.98-3.73, 3.58, 1.53, 1.16,
1.02, 0.76, 0.48, 0.10. MS (ES+) m/z 360 (M+1).

F#4) 9.20
6-[4-(4,4,4-= F-3-B A 3-Z R T L TBL)RE-1-K]R—%-
3-HEBQ-HRAETR)BME
BB EZHAES 9 HFk, RERELTIRGEZHRTEL, )ﬂ
4,44-ZR3- LA ZRFETHRAL 25-ZARXTHRY 6-%k5-1-4-
RE-3-REBQ-HFARTR)BBER A, FRAFA LS MGG EHRK
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(45.6% *%). 'H NMR (300 MHz, CDCl,) & 8.08, 8.03, 7.98, 7.00,
3.95-3.71, 3.56, 2.89, 1.55, 0.75, 0.48, 0.10. *C NMR (CDCl;) & 168.5,
162.8, 159.8, 145.8, 127.3, 112.5, 45.5, 44.5, 44.1, 41.3, 39.7, 34.5, 27.2,
8.6, 4.2, MS (ES+) m/z 484 (M+1).

564 9.21
6-[4-(4,4,4- = R-3-2 K -3-F A T Br)R%B-1-A |- %-
3-RBQ-FAAKXTEK)BLE

WRBERG 9 97k, ARRBELRTHIRGTEZRTIN, A
4,4,4-ZB-3-BAI-FEATERRE25-—RAEXTRSE 6-%%-1-X-4%
S-HEBRQ-FAREACK)BUER A, FEIFALESHNE ERRK (50.1%
%), 'HNMR (300 MHz, CDCL) 5 8.07, 7.96, 6.98, 6.23, 4.05-3.52,
2.90, 2.47, 1.53-1.43, 0.76, 0.46, 0.09. MS (ES+) m/z 430 (M+1).

%74 9.22
6-(4-FRTHREARE-1-R2)RE-3-RRQ-FRAATL)BLE
BREAFPINT X, REARBEFLPTIRYTZHTER, A 4-

RTHRABRYE 25-—REFTHY 6-%E-1-X- 2453 RBQ-HKARAL
LRBRER L, BEFMMLASYGE ERR (45.6% &%), 'HNMR
(300 MHz, CDClL;) & 8.03, 7.97, 6.97, 3.82-3.64, 3.57-3.49, 3.26,
2.43-2.27, 2.22-2.05 2.02-1.81, 1.50, 0.75, 0.46, 0.08. MS (ES+) m/z 358
(M+1).

&4 9.23
6-[4-2-Z A F AR ARKEL)RB-1-K]-—%-3-RE
Q- AL THK)BLAE
BREKG OHFTE, ARRE T HIRGTEZHTENR, A 2-
ZATEAXRARABRKE 25-ZAKXTRE 6-%%-1-A-4%-3-AK
Q-F AL TH)BER A, FRFRNLASNNE ERR (30.9% F&).
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'H NMR (300 MHz, CDCl;) & 8.03, 7.98, 7.00, 3.97-3.57, 2.20, 1.65,
1.50, 1.26, 0.75, 0.46, 0.09, MS (ES+) m/z 412 (M+1).

5364 9.24 -
6-[4-(4,4,4-= -3-Z R T A T2 8L A )R %-1- K% %-
-RBMQ-FAKXTE)BLE

BRENS 9 HFE, AIRELPTIRYGE ZHTEML, A
4,4,4-ZR-3-ZRFTEAT 2 HBAE 25— RETRY 6-%kE-1-K-
R I-BBRQIFALTCA)BERE, FAFALS DN ERR
(45.4% &%), 'H NMR (CDCL)  8.07, 7.97, 7.10, 7.01, 3.87-3.74,
3.58-3.50, 1.54-1.47, 0.78-0.68, 0.48-0.42, 0.10-0.05. ’C NMR (CDCl;)
$ 162.8, 161.1, 159.8, 145.8, 135.2, 135.1, 127.3, 124.5, 112.7, 45.5, 44.4,
44.3, 40.9, 39.7, 34.5, 8.6, 4.2. MS (ES+) m/z 466 (M+1).,

5] 9.25
6-[4-2-Z AT AXTBLA)RE-1- KR R-3- R BT A T BLAE
BBEARG ONFTE, ARRBELTIRAGT ZHTRKL, A 2-
ZRATFTEARTHRAYE 25-ZRAXTRE 6-RE-1-R-R%-3-BBAT
A TEAEE A, BERHENLS YN G EREK (45.0% F%), 'HNMR
(CDCL) & 8.04, 7.83, 7.72, 7.64-7.51, 7.32, 7.00, 4.10-4.01, 3.90-3.66,
3.49-3.27, 2.63-2.47, 2.11-1.67. *C NMR (CDCL) 8 167.7, 162.9, 159.8,

145.4, 134.2, 132.4, 129.6, 127.4, 126.9, 126.8, 125.4, 121.8, 112.8, 46.4,
44.6, 41.2, 35.1, 25.7, 18.3. MS (ES+) m/z 448 (M+1),

%k #4] 9.26
6-{4-[2-2-= AT A RE)LBA RS -1-A A %-3-R B
(2-3F A & TR)BLEE
BBEAL Nk, ARRERTIFRYEZHTEN, AQ-
ZRFTEAREL)CHBAE 2,5-ZRAXTHRE 6-RE-1-XR%-3-RBK(2-
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RAXTR)-BERE, FHFRLEUWNGERK (78.7% F&).
'H NMR (300 MHz, CDCl;) & 8.03, 7.97, 7.67-7.64, 7.53-7.48, 7.39-7.35,
6.96, 3.91, 3.87-3.67, 3.66-3.6, 3.58-3.51, 1.53-1.46, 0.78-0.64, 0.48-0.42,
0.10-0.06. °C NMR (75 MHz, CDCl;) & 168.8, 162.9, 159.9, 145.3,
133.2, 132.0, 131.5, 128.5, 128.2, 127.2, 127.0, 126.3, 126.2, 125.5, 112.3,
45.0, 44.7, 44.2, 41.2, 39.6, 37.13, 37.11, 34.4, 8.6, 4.2. MS (ES+) m/z
462.2 (M+1).

3.4 9.27
6-[4-2-RA X FBLA)RE-1- K- R %-3-REBRQ-F AR TE)BLE

BREAGINTE, ARBRERTIRYGTEZHITEN, A 2-
FEXTEBARE 25-—REXTHEE 6-hE-1-X-RE-3-RBRQ-AAE
LABIE B, BB A A A EBA (258% F ). 'THNMR
(300 MHz, CDCL) & 8.05, 7.97, 7.76-7.72, 7.69-7.66, 7.58-7.55,
7.53-7.43, 6.99, 4.3-3.94, 3.88-3.85, 3.58-3.51, 1.49, 0.78-0.65, 0.48-0.37,
0.16-0.02. *C NMR (75 MHz, CDCl) & 166.5, 162.8, 159.9, 145.3,
139.3, 133.3, 133.04, 129.9, 127.6, 127.03, 116.8, 112.4, 109.9, 46.4, 44.7,
44.6, 41.6, 39.6, 34.4, 8.6, 4.1. MS (ES+) m/z 405.2 (M+1),

%34 9.28

6-[4-(4-Z FF Hobo23- B R)kk-1- B R B -3- R ME-F A T H)Bbkk

BBEAN AT E, REARERTIRYGERZATEN, A 4-
ZRTF AR RBAE 2,5-—RRXTFRE 6-%%-1-A-R%-3- A8
G-FTATR)BRERE, FIFANSHAHEGERR (69% FF), 'H
NMR (300 MHz, CDCl;) & 8.87, 8.69, 8.05, 7.82, 7.62, 7.00, 4.10-3.69,
3.51-3.44, 3.38-3.35, 1.75-1.61, 1.52-1.45, 0.90, MS (ES+) m/z 451.3
(M+1).

4] 9.29
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6-[4-(4,4,4-= F-3-F R T -2-3 B K )%k -1- K -4 %-
3-BMBR(-F AT A)BLE

HRENY 9 T %, AAREPTIRGTERTEHR, A
4,44-Z 8 -3-FET2-HBAE 25-—FEXFRE 6-%%-1-A %%
S-HEBG-FEATRBERE, FAFMALLSHEERR 62% &
#). 'H NMR (300 MHz, CDCl;) & 8.05, 7.83, 7.00, 6.55, 3.86-3.83,
3.80-3.73, 3.62-3.60, 3.48, 2.01, 1.75-1.62, 1.49, 0.92. MS (ES+) m/z
414.4 (M+1).

E 4 9.30
6-[4-(1-Z= AT EXRAREL)RE-1-X - 25 3-ABRE-FATA)B
Je&

BRERB ONFT R, RRBRELTHFRNGE ZHITEA, A 1-
ZRAFEXRARARSE 6-%B-1-2-RE3- ARG FETE)BELR
B, BAFELLSHHEENRR (12% F%). '"H NMR (300 MHz,
CDCl;) & 8.05, 7.83, 6.98, 3.90-3.80, 3.48, 1.66, 1.48, 1.39-1.35,
1.18-1.14, 0.92. MS (ES+) m/z 414.2 (M+1). ‘

64 9.31
6-[4-(HoE-2-F A )hE-1- KRR -3- R B Q- R AR TH)BLK
BREAGINFTE, REAREFERTITRNTEHITEN, A
2-HBLY 6-9RB-1-K AR -3-HRBRQ-FRETKR)BLBER A, 5347
HMLASHHGEHRR (70% F#%). '"H NMR (300 MHz, CDCl;) 3
8.60-8.58, 8.03, 7.98, 7.86-7.79, 7.73-7.71, 7.39-7.35, 6.98, 3.96-3.83,
3.54,1.50, 0.78-0.69, 0.47-0.41, 0.08-0.05. MS (ES+) m/z 381.2 (M+1).

4 9.32
6-[4-(2-= A F ok -3- B )k BE-1- AR %-3-R K-
Q-F AKX TRE)BLIE
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BRI IONFTE, RABRERTIRGE ZHATEN, A 2-
ZRFTEA-I-BRE 6-KE-1-K-R%-3-RRQ-FALLE)BLE
B, FEFMLSMEE ERR (T1% &%), 'HNMR (300 MHz,
CDCL) & 8.04, 7.96, 7.56, 7.00, 6.54, 3.9-3.7, 3.6-3.5, 1.49, 0.79-0.66,
0.47-0.41, 0.09-0.04. C NMR (300 MHz, CDCl;) § 161.78, 160.01,
145.60, 145.05, 138.14, 137.57, 127,15, 121.74, 120.54, 112.54, 110.88,
46.33, 44.59, 41.43, 39.67, 34.52, 8.64, 4.23. MS (ES+) m/z 438.2
(M+1).

4 10
6-[4-(5-Z fF 3R -3H-[1,2,3] = "2 4-F K )% % -1- K |- %-
-RBG-FATHR)BRENE R

# 6-[4-G-EFE£-5-Z AT HE-3H-[1,2,3] = -4-HH)%k%-1- K]
whk 3 BB (3-FATA)BLAE (0.4 g, 0.75 mmol)i&T 10 mL MeOH;
A3 EL#A 02 g 10% PA/C . HEBARASHWETERTHEAEH,
TiHA, LEE, BEARLBRLERAY, B 3mLEOH REARHEL
2483 120 mg 36% &%) 6-[4-(5-Z A F H-3H-[1,2,3] =" -4-3 £)-
- 1-A R E3-RBRG-TATR)B GG &R K. 'H NMR (500
MHz, & 8-d) 5 8.18,7.91,7.32,3.92-3.72, 3.45, 1.67, 1.52, 0.92.

E&4] 11
6-[4-2-Z AT AEXT X))k BE-1-R %R %-3-RHK-
(3-F £ T X)) BbMe 6 4 A%

B 6-7kE-1-2 -3 H B (3-F A T H)BUE (0.255 mmol).
1-ZAFEETFT AL (0255 mmol)F 1,8-= K & R3IK[5.4.0]+—HK-7-
% (0.77 mmol)#d A%, 60°C An#ETA . A EtOAc (100 mL)H KA
BB 4T, A 4Fe NaHCO; KRR (2 x 20 mL)Fe 3 7K (2 x 20 mL)
Wik, B ALK NagSO4 FRAME, K, ALRESKENFEAF
ity e & B4 (80 mg, 72 % &%), 'H NMR (500 MHz,
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CDCL;) & 8.00, 7.86, 7.82, 7.65, 7.55, 7.37, 6.95, 3.74-3.79, 3.73,
3.46-3.52, 2.62, 1.65-1.76, 1.52, 0.94. MS (ES+) m/z 436 (M+1).

4 11,1

6-[4-C-ZRFEXFE)RE-1- AR5 -3-BRQ-FPHLA T HE)BLEE

BREXRG 11 85 3%, ARBRERTIRGTEHTEL, A
6-%%-1- % 2% 3- B HMQ-KALLL)BERE 6-RE-1-F-4%-3-,
BRG-TATRBREL 2-=2RATEXTEARRE, RIFANEY
HaEEK (32% &%), mp.106-108°C. "H NMR (500 MHz, CDCly)
5 7.97-8.04, 7.83, 7.65, 7.55, 7.37, 6.96, 3.77, 3.73, 3.56, 2.63, 1.52,
0.71-0.80, 0.45-0.49, 0.08-0.13. MS (ES+) m/z 434 (M+1).

RA&H] 11.2
6-[4-(5-A-2-Z R FEAXTFT X)%%H-1- X2 %-3- R BL-
Q-FAX T R)BuE:

BRERN 11 F %, RARRBERTHROGTEZRTEN, A
5-R2-ZAFTAETEARRAS 2 ATARXTEARS 6-%kF-1-4
%-3-RBRQ-AAXTR)BERL, FEIFHLE N O EFIK (40%.
7 %). '"H NMR (300 MHz, CDCl;) § 7.95-8.01, 7.57-7.68, 7.04, 6.95,
3.79, 3.71, 3.56, 2.64, 1.51, 0.68-0.82, 0.43-0.51, 0.06-0.13. MS (ES+)
m/z 452 (M+1).

E A 11.3
6-[4-(4-R-2-Z R T EEXT X)-%F-1-A R %-3-R K-
- F & TE)BLEE
BREAN 11 5%, AERERTIRNEZHSENR, A
4-F2-ZRFTARTARAARSR 22ZAFTEETARSD 6-%%B-1-22
%-3-HBRQ-AREATE)BLER N, FEIFANLESH NG EBAR (38%
&~ &), "TH NMR (300 MHz, CDCl) § 7.96-8.04, 7.81, 7.36, 7.20-7.29,
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6.96, 3.76, 3.68, 3.56, 2.61, 1.51, 0.68-0.84, 0.43-0.51, 0.06-0.13, MS
(ES+) m/z 452 (M+1).

%64 11.4
6-[4-(5-R-2-Z A F AR T A)RhB-1-R|R_%-3-RBL-
Q-F AR TR)BLAE
BRERS 11 5%, RERER TR EZHTENL, A
5-8-2-ZRFARXTERRE 2-Z2ATFTEARTEARE 6-%%-1-F%
B3R (2-3F A LR ) BB, B RS ) G G B (48%
# %), 'TH NMR (300 MHz, CDCl;) & 7.96-8.05, 7.87, 7.58, 7.34, 6.97,
3.80, 3.70, 3.56, 2.64, 1.53, 1.51, 0.70-0.83, 0.43-0.51, 0.07-0.13. MS
(ES+) m/z 468 (M+1).

4] 11.5
6-[4-(2-F-4- B E F )R B -1- K R %R-3- R EBRQ-3F A A TR)BL IR

WREAG 11 5%, RERBRTHIRATEHTEL, A
2-FA-REFTRARARA 2-ZATERXFTEARS 6-%%-1-KA-2%-3-R
BQ-FRALTE)BBERE, RIAFALESHHEERKR 26% &
%), 'H NMR (300 MHz, CDCl;) & 7.92-8.03, 7.38-7.50, 7.06-7.14,
6.88-7.03, 3.68-3.78, 3.62, 3.46-3.58, 2.55-2.69, 1.42-1.54, 0.68-0.80,
0.40-0.49, 0.02-0.13, MS (ES+) m/z 418 (M+1).

%4 11.6
6-[4-(2,5-=REF L)%k F-1- K] R%-3-RERQ-FARELTH)BLE
BREAF 11 HF%k, RERERTIRGTZHTEINK, A
25— B EXFTAEARHE 2-ZATEXTEARSE 6-%%B-1-X-4%-3-8
BMQ-FRALCR)BERE, REAFARESHHGERKR 3% F
#), 'H NMR (300 MHz, CDCl;) & 7.96-8.04, 7.53, 7.16-7.33, 6.96,
3.75-3.84, 3.64, 3.56, 2.62-2.70, 1.53, 1.51, 0.70-0.83, 0.43-0.51,
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0.06-0.13. MS (ES+) m/z 434 (M).

&4 11.7

6-[4-(5-A-2-Z AT AR T X)%kBE-1- R RS -3-BBRG-FATH)BEE

BREARS 11 8F%, RARBTHIRGTZHTEML, A
5-8-2-Z RATARXTEARRS 2-ZATARTEARS 6-%%-1-F -4
H-3-RMG-FETE)BELLE, FEFALESHNEOERR (34%
F#%). '"H NMR (300 MHz, CDClL;) & 8.02, 7.82-7.92, 7.57-7.68,
7.00-7.09, 6.96, 3.79, 3.71, 3.50, 2.64, 1.64-1.78, 1.51, 0.94. MS (ES+)
m/z 454 (M+1).

%4 11.8
6-[4-24-=—REF X)-RE-1-A R E-3-RBMQ-IFAETRA)BLE

BRI 11 HF %, REBRERTIRGTEHTEN, A
24-—REFEERE 2-ZRAFTAXTERSE 6-%%-1-A-H4%-3-R
M- FAAZR)BERE, FEFMELES MY RREBIKRT% &
#), 'H NMR (300 MHz, CDCL;) & 7.95-8.02, 7.44, 7.38, 7.23, 6.93,
3.70-3.77, 3.60-3.63, 3.54, 2.60-2.65, 1.50, 0.74, 0.45, 0.08. MS (ES+)
m/z 434 (M+1).

%34 11.9
6-[4-(5-F-2-Z AT E X T X)kH-1- KL %-3- A 8-
(3-3F A A R KBz

BREAES 11 Bk, ARRERTIRATZETEIN, A
5-82-ZRTARXFASARSE 222 ATARTERS 6-%k%-1-2-7
B IARG-FRLEALBRBEAL, FHAFALGHHEREEAHRK
(34% ~&), 'HNMR (300 MHz, CDCl;) & 7.98, 7.88, 7.55-7.65, 7.2,
6.93, 3.68-3.85, 3.50, 2.60, 1.70, 1.25, 0.65, 0.40, 0.09. MS (ES+) m/z
466 (M+1).
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534 11.10
6-[4-(5-A-2-Z R T AR T B )R%-1-K]%%-
3- 55 B R-4- M5 BB 0 B A%,

WREHN 11 95k, RERERTIRNERZHTEL, A
5-F-2-(ERATFTARTARRR 2-ZATEARTARSE 6-%%-1-A7
E.3-HRE R-4-HEBEEE, FAFRMALESHNEERR 17.3% &
#), 'H NMR (300 MHz, CDCL;) & 7.99, 7.92, 7.77, 7.27, 7.11, 7.00,
5.91-5.78, 5.09-4.95, 4.08-3.65, 3.47-3.27, 2.18-2.11, 1.75-1.65. "°C
NMR (300 MHz, CDCL) & 166.1, 165.7, 162.9, 162.7, 160.2, 145.5,

138.0, 129.3, 129.6, 129.5, 116.7, 114.9, 114.8, 114.6, 112.4, 46.3, 44.4,
41.2, 38.7, 31.1, 28.9. MS (ES+) m/z 466.3 (M+1).

F 4] 12

6-[4-2-BA X FBLA)RE-1- A |RB-3-RME-TAT H)BLEH &R

A 10 mg 10% Pd/C 4 AHHAR, £ 1 XRETERR 6-[4-(2-
PEEAXTEA)RE-1- AR E3-RRE-TA-TA)BE (100 mg,
0.235 mmol)EA 24 i, B L HkLEBREY . RERA,
B Aakeibk(LRLE) SuFilageaAk 83% F%). 'H NMR
(500 MHz, CDClL;) & 8.05, 7.86, 7.19-7.23, 7.10-7.13, 6.99, 4.40,
3.74-3.88, 3.50, 1.65-1.75, 1.52, 0.94. MS (ES+) m/z 397 (M+1).

%24 13
(6-[4-Q-Z AT A X T B A)kE-1- A4 %-3-5}-
SETFER 33-—FTEATENESAR
@ [4-(6-RAERE-3-H)kE-1-K|Q-Z AT E-RE)T# (200
mg, 0.57 mmol)#y 10 mL —HRERT WARTREZATE 1127
mg, 0.57 mmol), ERHH. 30 BN 3,3-=—FAT-1-8¢ (1755
mg, 1.71 mmol)fz = TH (57.6 mg, 0.57 mmol), BEE 80°C. £
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N, TH#FREAW3Ih, RERE. RHLHWET_RKTK (100 mL),
A 1 NHCI (2 x20 mL). 484 NaHCO; (2x20 mL). &5 A # K (2 x 20
mL)##&. A ALK Na,SO, TREFGANERY, RE, REARE
Wik, ATR: LRTE (1:2)%b. 53 24 a & B4 (30 mg,
11% /~#), '"H NMR (300 MHz, DMS0-d) 5 10.38, 7.89, 7.83, 7.77,
7.67,7.54, 7.47, 4.14, 3.10-3.90, 1.55, 0.95.

%4 13.1
(6-[4-Q-Z R FTEARXTBEA)RE-1- K] %-3-K)-
BAFTHR 2-KALTER

BREXRA 13 85k, RERBPTIRNGEEHRTEN, A
2-FAKXTEHAR 33-—FEAT-1-885 [4-(6-RAER%-3-2K)%k%-1-
RIC-ZRAFEARXL)TREL, FEFHARSHE EEIK 83% &
#), 'H NMR (500 MHz, CDCly) 5 8.11, 7.73, 7.65, 7.63, 7.55, 7.36,
7.04, 4.25, 3.95-4.02, 3.88-3.94, 3.61-3.65, 3.52-3.56, 3.32, 1.58,
0.71-0.80, 0.44-0.50, 0.05-0.013. MS (ES+) m/z 464 (M+1).

345 14
6-[4-(4,4,4-= F-2-F A T 8% R-1-K % %-
3-HRBRGE-FATR)BAE QG R

TBBHE 6-RE-1-R-AE3- KRG TFATA)B MY TFA #
(100 mg, 0.25 mmol). 4,44-= R -2-F X TE (47.8 mg, 0.31 mmol).
1,8-= f 2 RIR[5.4.0]F —#-7-% (77.8 mg, 0.51 mmol)f= 1-ZK-XK
= vk KA (41.4 mg, 0.31 mmol)£ DMF (2 mL) ¥ #9iR4A-% 15 4~
4. % 1-G-=FREAL)-3-TEHE - K (47.6 mg, 0.31 mmol)in 2|
EERY, TRARBAERAYITR, REATRTE (50 mL)HH,
A #Fe NaHCO; 7KIE#& (2 x20 mL)s &/B A #HKQ x20 mL)%#E. A
NaySO4 THRAMERY, RE, REAAEEHEHLMN, ATK: T
BB (1:2)%Eh. 133 2 dth v 8RB 4R (80 mg, 75% F#). 'H
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NMR (300 MHz, CDCl) o 8.07, 7.85, 7.01, 3.60-4.00, 3.50, 3.15, 2.80,
2.21, 1.70, 1.50, 1.25, 0.95. MS (ES+) m/7 416 (M+1).

%44 14.1

6-[4-(4,4,4- = B-3-F A TBL)RE-1- R E3-ABMG-FATH)BLA

BREHY 14 Tk, ARREPTIRYERZHTER, A
4,44-Z R -3-FRATHEAE 44,4-ZR-2-FETHE 6-%B-1-L %%
S-REBG-FATR)BUEE K, FRFENsHmeNE ESKEIK (63%
&%), 'H NMR (300 MHz, CDCl,) § 8.07, 7.85, 7.00, 3.69-3.98, 3.67,
3.50, 3.00, 2.71, 2.35, 1.70, 1.50, 1.20, 0.95. MS (ES+) m/z 415
(M+1).

4] 14.2
6-[4-(4,4,4-= AT Btk E-1- K R 3-RBRG-F AT A)BAE
BBEES 14 7%k, ARBRETIRNTEHITEL, A
4,4,4-Z R TBHRZ 444-Z A 2-FETRE 6-%%-1-A-2L%-3-RR
G-FATR)BBERE, FAFALESHNE ESREK 9% -
#£), 'H NMR (300 MHz, CDCL;) 5 8.07, 7.85, 7.00, 3.91, 3.82, 3.72,
3.67, 3.50, 2.50-2.67, 1.70, 1.50, 0.95. MS (ES+) m/z 402 (M+1).

k&4 14.3
6-[4-(6- T A -2- B AR B-1- KRB -3-RBMG-FATH)BLE
BRE& 14 5%, RERERTIFRYGEZRTEL, A
6-R T2 2- B MRS 444-ZR2-FETHRE 6-RE-1-K-EL%-3-K
BG-FATRBEALE, BAFMNLEHY O EHREE (12% Va
%), 'H NMR (300 MHz, CDCl;) 5 8.05, 7.87, 7.82, 7.70, 7.43, 7.00,
3.80-4.00, 3.50, 1.70, 1.53, 0.95. MS (ES+) m/z 417 (M+1).

5645 14.4
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6-[4-2-F X TRHEK)RSE-1- A RE-I3-RRQ-FAEATK)BE
WREXRY) 14 Tk, RERBFETIRYEZHTEMN, A
2-FHAROHBABAYE 444-Z8-2-FEATHRE 6-%B-1-k-2%-3-
BBR-ABATR)BERE, BEFELSHNE EEKR (60% &
#£), 'H NMR (300 MHz, CDCl;) & 8.08, 8.00, 7.00, 3.50-4.00, 2.70,
2.05, 1.20-1.90, 0.90, 0.75, 0.45, 0.10. MS (ES+) m/z 400 (M+1).

£ 14.5 .,
6-[4-B-FEAAXTIRERL)RS-1- AR R-I-RRQ-FALLE)B
BREAF 14 F %, RERFLTIRGEZLRAFEML, A
-FAFROHRBBAS 444-Z 8 2-FEATRE 6-%E-1-K-24%-3-
BRO-FALCR)BRAE, FIAFMALEGHNOERE 27% &
%), 'H NMR (300 MHz, CDClL;) ( 8.06, 7.99, 6.99, 3.89, 3.79,
3.65-3.72, 3.56, 2.55, 1.20-1.86, 0.99, 0.92, 0.75, 0.47, 0.10. MS (ES+)
m/z 400 (M+1).

%45 14.6
6-[4-(4-F AR THEER)RB-1- AR R-3-RBQ-AAATA)BLE

BB EAG 14 5%, RERBWTIRNESHEAEL, A
4-FARTERBRAE 444-ZR2-FETRE 6-%F-1-K-4%-3-
BBRO-FRAZR)BERE, BEKMALES MG ERK 3% &
#), 1H NMR (300 MHz, CDCI3) ( 8.07, 7.09, 7.05, 3.89, 3.79, 3.64-3.70,
3.56, 2.40-2.60, 1.65-1.88, 1.50-1.62, 0.99, 0.91, 0.75, 0.48, 0.10, MS
(ES+) m/z 400 (M+1).

S5 14.7
2-{4-[6-2-FRAA TR T B A )R E-3-A%E-1-H AR TR TE:
BB RS 14 89 F %, ARRFELTIROFTEZETEAL, A
KoFB—FEAE 444-ZR2-FTETHRE 6-%%-1-F-4%-3-&
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BRQ-FAARTCHR)BERL, BEFHAALSGHOEZTERAR 97% F
#), 1H NMR (300 MHz, CDCI3) ( 8.02-8.06, 7.96, 7.88, 7.60, 7.48,
7.30, 6.98, 3.72-4.02, 3.54, 3.33, 1.49, 0.74, 0.45, 0.08. MS (ES+) m/z
438 (M+1).

%34 14.8
6-[4-(3,3,3-Z A-2-# K-2-F X AB)%R%R-1-K ] %-
-RBQ-FARTE)BLE
BREHY 14 Tk, RERBRTIROEEZHTEL, A

333-ZR-2-BR-2-FAARRE 444-ZR-2-FTETRE 6-%%-1-
AR EI-HBE-FEATE)BRERE, FIAHFMALESHHE ERK
(55% & #). m.p. 181-183°C. 'H NMR (300 MHz, CDCl;) § 8.07, 7.98,
7.01, 4.86, 3.92-3.81, 3.55, 1.74, 1.51, 0.81-0.68, 0.46, 0.09. °C NMR’
(75 MHz, CDCL) § 167.2,163.1, 160.0, 145.4, 127.1, 126.3, 122.5, 112.5.
76.8-75.6 (q, J = 117 Hz, C-"F), 44.6, 39.7, 35.3, 20.5, 8.5, 4.8. MS
(ES+) m/z 416 (M+1).

E &4 15
6-[4-Q-Z R F AR T BB )R %-1-A 4%
3-HRBR(2-3F A R -2- TR)BE B4 6

f 6-FRE-3-BMQ-FAR-2-Z TLE)BLE (58 mg, 0.24 mmol)
10 mL DMF && ¥ fmA 1,8-= K2 R IR[5.4.0]+—FK-7-% (0.109 g).
- 1-A-Q-ZATEAXL)FTER (86.7 mg, 0.33 mmeol)F= Bu,NI (4 mg,
0.01 mmol). 80°C Im#RAMHIER, oK, A LERTE 2x15mL)
EBCRAY. AW HCl kA MERY, Bh RARBAL BRI EAK
Bk, KB Na,S0, TI%&, FR%. %%ﬂ%%@f&‘%iﬁ"f’%,
ARG Ektn, FLBRLERMN, B2 FHhea EBK (355 mg,
32% = %), 'H NMR (300 MHz, CDCl;) § 8.24, 8.02, 7.73, 7.58, 7.34,
6.98, 4.04, 3.85, 3.52, 3.33, 3.10, 2.60-2.41, 0.95, 0.52, 0.32. MS (ES+)
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m/z 464.3 (M+1).

%4 15.1
4-F £-2-({6-[4-Q-Z AT A X T B A )R %R-1-4 -4 %-
-EAJRAR) KR TE:

BB LAY 15 %k, REARBLTIRGTELAEN, A
2-[(6-FRE-3-HE)REA]4-FEA KR TERASE 6-R2L%-3-R#(Q-
FRA2-LLE)BES%E-1-X-Q-ZRAFEARL)-TRRL, /3
FRA G &R (36% F%). 'HNMR (400 MHz, CDCL) &
8.16, 8.04, 7.85, 7.66-7.53, 7.28, 7.00, 4.82-4.77, 4.14-3.68, 3.58-3.51,
1.83-1.60, 1.03-0.95.

S 364 15.2
6-[4-(2-Z AT AR PBLA)RE-1-A R E-3-ABIK AR T 8Lk

BB EAES 15 5%k, RERERTIRGEZHTEN, A
6-F Rk E-I-HEBA AL TRERDS 6-RER3-ARQ-AAE-2-2T
E)BhElvkE-1-E-Q-Z ATARLFTRRL, FEFALEGHN T
& B4 (31% F£%). 'H NMR (500 MHz, CDCl;) § 8.16-7.88, 7.75,
7.68-7.46, 7.18, 7.00, 4.17-3.64, 3.21-3.12, 1.07-1.00, 0.61-0.44,
0.26-0.20. '

4] 15.3
6-[4-2-Z AT AR T A )RR 1- KR %K-3-AR-
[2-(4-F A K K) T KB

BB LS 15 KAk, REARBRTIRGERLTIMN, A
6-FUA BB B [2-(4-F AARL) LA BERE 6-RR%-3-ABQ-
RELA2-2LER)SBEERE-1-A-Q-Z AT EEL) T WAL, 12847
A & & EA (12% F%). 'H NMR (400 MHz, CDCl;) 6 8.04,
7.93, 7.74, 7.63, 7.56, 7.36, 7.12, 6.92, 6.81, 4.08-3.46, 3.33, 2.87.
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%34 15.4
6-[4-Q-Z R FTEAEXFTEBE)RE-1- AR E-3-BBG-FEARE)BLE
WRENY 15 7k, RERERTIRGERHFEWL, A
6-F R E-3-HBMG- KA RL)BEAE 6-RRE-3-RRQ-HAAE-2-2
LERBELSRE-1-K-Q-ZATFTEARK) TR, 152781006
HEEA (15% F%), '"HNMR (500 MHz, CDCL) § 8.05, 7.93, 7.74,
7.63, 7.56, 7.39, 7.29-7.13, 6.92, 4.12-3.29, 2.68, 2.02-1.83.

k&) 15.5
6-[4-Q-Z AT EAXTBLEA)RE-1- K2R %-3- R K-
2-@-RFEEK) TABLAR

BREARS 15 %%k, RERELTFTIFRGTEZHTENL, A
6-F R E-3-H B 2-G-REXER) TEIBBRAE 6-R-RAE-3-HB(2-
RAE2-2CA)BBEERE-1-A-Q-Z AT ERXR) TR, 72|47
HMutHega G EE (13% & %). "HNMR (400 MHz, CDCly) § 8.27,
8.05, 7.74, 7.64, 7.57, 7.37, 7.25-7.20, 7.00, 6.85-6.82, 4.02-3.32,

£ b 15.6
6-[4-Q-Z= AT AKX F B A )R B-1- K% %-3-R&-
[2-(4- A KAL) T K BLAE

BRI 15 ik, REREWTIRYGTERTINK, A
6- Rk B-3- R B 2-4-REEA) LA BERE 6-FhB-3-RERQ2-3F
AE2-LLE)BBEERE-1-A-Q-ZRATERE)-FTRRL, FE 4
Hodeh & & BIR 49% &%), '"H NMR (500 MHz, CDCL;) 5 8.28,
8.05, 7.74, 7.63, 7.56, 7.35, 7.03-6.92, 6.87-6.81, 4.02-3.30.

kEH 15.7
6-[4-2-Z R F AKX F B2 )k B -1- KA d%-3- R E-
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[2-24-— RAEK) T K| BLE:
BREES 15 5%, RARBPTIFRGTZHFENR, A
6-F R B-3-H B [2-Q4-= AKX R) LA IBERE 6-REAR-3-RB(2-
FRLA2-LLHBESRE-1-A-Q-EZATFTARXRX)TRARE, 5245
HMAHehd €EKR 33% &~ #%). m.p. 179-181 °C. 'H NMR (400
MHz, CDCL;) & 8.04, 7.91, 7.75, 7.61, 7.37, 7.30-6.89, 4.09-3.66,
3.38-3.32, 2.88, MS (ES+) m/z 520 (M+1).

F b 15.8
6-[4-(2-Z A F AR F e )k % -1- K 4 %-3-R B-
(3,3-= F A& T 2Bt A

BREXAA 15 HF %, RAERREPTIRHTRATEL, A
6-F R E-3-BBGI-FETRBRERD 6-RRE-3-RRQ-FARE
2-BTR)BEEE %RE-1-A-Q-Z AT EAFL) TR, FEFARS
Wl E B4R 17% F%). 'H NMR (400 MHz, CDCL;) & 8.05,
7.83-7.72, 7.64, 7.57, 7.38, 6.98, 4.09-3.66, 3.50-3.45, 3.37-3.34,
1.57-1.52, 0.96. MS (ES+) m/z 464.6 (M+1).

%5 15.9
6-[4-2-Z R FE X T B A )RS 1- A %-3- B 8-
Q-FEAXALT A)BE

BRI 15 KF ik, REAR/BELTIRGEZZTEL, A
6-FHRE3-BRBRQ-FERALTH)BEAYE 6-RL%E-3-ABRQ-HA
A2 LR)BEERE-1-A-Q-ZATEXL) T WAL, 247484
LH¥pthh & BKR (25% F%).'"HNMR (400 MHz, CDCl) 8 8.09-8.03,
776, 7.64, 7.57, 736, 7.28-721, 7.17-7.12, 7.07-6.96, 4.09-3.32,
1.92-1.86, 1.47-1.38, 1.01-0.96. MS (ES+) m/z 510.4 (M+1).

4] 15.10
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6-[4-Q-ZRTFAEXTBE)RE-1-K|RE-3-RBRE-HAA R A)BLAE

HREHAS 15 Tk, ARRBEPTIRNETZHRTER, A
6-F R B3BBG AERR)BRBERE - AR E-3-RBQ-ILAHL-2-
PLEBRBEERE-1-2-Q-ZAFEARD TR, FA ALY
BaEEKk 28% F£). 'H NMR (400 MHz, CDCL) & 8.04, 7.89,
7.73, 7.65, 7.58, 7.38, 6.99, 4.08-3.67, 3.54-3.46, 3.39-3.31, 1.77-1.66,
1.34-1.23, 0.72-0.62, 0.45-0.36, 0.06-0.04 . MS (ES+) m/z 462.2
(M+1). |

%34 15.11
4-[6-2-F AR AT A )R %-3-A1RE-1-RBERT 8

BREEA 15 Ak, REBRBELTIFRGTEZHRTEL, A
6-FAE-3- K BRQ-FAHEA LR)BRRS 6-RAB-3-REBRQ-FRE-2-
BLA)BBEERE-1-ABRTELLE, FAGRMALESHNE EEK
(47% =#%). 'H NMR (400 MHz, CDCl;) § 8.04-7.95, 6.97, 3.62-3.54,
1.59-1.44, 1.34-1.23, 0.72-0.62, 0.45-0.36, 0.06-0.04, MS (ES+) m/%z
376.3 (M+1).

E 4] 15.12
6-[4-(79 R vkl -2-3 A )RE-1- A R R -3- R B (2-FF A A TE)BLE

BREAN 15 5%, REARELTIRENTEZHRTEA, A
6-R ok E-3-HBR(2-F A A LR BRBRARE 6-RBF-3-ABQ-IF A &-2-
L LR)BEERE-1-A (WA 2-R)FRAE, FEFRALEH
Y Bk @7% F2).'HNMR (400 MHz, CDCI;) 8 8.12-7.88, 6.97,
4.64-4.60, 3.93-3.42, 2.56-2.35, 2.10-1.93, 1.52-1.38, 0.84-0.62, 0.50-0.38,
0.17-0.05, MS (ES+) m/z 374.3 (M+1).

%4 15.13
6-[4-2-Z B F AR T B )R B-1- K | %H-3- A B&-
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[2-(3- R EK) TR BLAR
BREHR 15 5%k, REARELTIRGTEHFEL, A
6-FEE-3-A B [2-C-AXE) LA |BLERE 6-F R B-3-RRQ-IFA
A 2-BLE)RBEERE-1-A-Q-ZRATARXL)F WAL, 724741
Atha EEAR (1% &%), 'H NMR (400 MHz, CDClL;) § 8.05,

7.93, 7.74, 7.64-7.56, 7.37-7.35, 7.26-7.24, 7.01-6.90, 4.10-4.03,
3.89-3.70, 3.36-3.33, 2.92.

% 4] 15.14
6-[4-2-Z A FEAXTBE)RE-1- AR E-3-RE-
[2-(4-REA) T A )BLRE
BRENE 15 5%, REREFTIRGTRETENR, A
6-FAE-3-H B [2-4-RE L) TR IBERS 6-RR%-3-REQ-FA
A2 £ UR)BAELRE-1-E-Q-ZATARE) TRAL, 72784
LHBaeENnRK (59.8% F%). 'H NMR (400 MHz, CDCI;) § 8.05,

7.92, 7.72-7.76, 7.66-7.54, 7.38-7.34, 7.20-7.14, 7.0-6.94, 4.10-4.02,
3.92-3.84, 3.80-3.68, 3.37-3.36, 2.90.

F 34 15.15
6-[4-Q-Z AT AKX FBLA )RS -1- KRR %H-3-R B -
[2-2-AEK ) T AR

WBEES 15 HF %, REARERTIRGTEZHTENR, A
6-FRAE3-HHB R-C-AEXL TR BEAR 6-RL%R-3-RERQ2-HA
A 2B R ERE1-A-Q-ZATARL) TR, FEHFER
LSME ERER (70.7% F%&). 'H NMR (400 MHz, CDCls) 3 8.04,
7.95, 7.75-7.72, 7.63, 7.55, 7.36, 7.22-7.15, 7.05-6.97, 4.07-4.02,
3.89-3.83, 3.79-3.67, 3.35-3.32, 2.96.

L4 15.16
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6-[4-2-Z AT ERXT B E)R%-1- R L %-3- B &-
[2-(4-R R X)L K| BL i
EREAY 15 5%, RERBEWTIRYEEHRITENR, A
6-RREHR-3-RB 2-U-RER)THBLERS 6-RRE-3-RBQ-FKA
A2 %E-1-A-Q-ZATFTERL)FTRELE, 53| #7410
LW EFEDRR (46.5% F%). '"HNMR (500 MHz, CDCL) § 8.10,
7.95,7.75, 7.65, 7.58, 7.35, 7.25, 7.15, 7.00, 4.10, 3.95-3.66, 3.38, 2.90.

% #1517
6-[4-Q-Z A FEARXTBLE )RS -1- K1 %-3- K B -
2-G-AFKK) LA B

BRE®RG 15 5%, ARREPTIRATEZHTENR, A
6- A HE-3- BB [2-C-REAE) A IBLEAE 6-8R_E-3-RARQ-FA
A 2B TR)BEERE-1-K-Q-Z AT ERE) T HRE K, /72| #7840
AMEREFEHRR (59.6% F#%). 'HNMR (500 MHz, CDCI;) & 8.05,
7.94, 7.75, 7.64, 7.57, 1.37, 71.26, 7.24-7.19, 7.12, 7.00, 4.10, 3.95-3.66,
3.38, 2.90.

£ 4] 15.18

6-[4-2-Z R T AR FBLE)RE-1- L PR E-3- BB Q- KA & & )BLAk

BREHRD 15 ¥F %k, REAREPLPTIRGTEHTEA, A
6-F AR -3- R B (2- KA A ) BUENRE 6-RRE-3- A BRQ-IFARK-2-#
RS RE-1-K-Q-ZRATFEARL) TR, FEIFMEH 0
HEHR (632% F%). 'H NMR (500 MHz, CDCL;) § 7.97, 7.80,
7.68, 7.57, 7.50, 7.30, 7.24, 7.20-7.12, 6.92, 3.98, 3.80, 3.74-3.60, 3.53,
3.28,3.00, 1.28.

%34 15.19
6-[4-Q-Z A FEARXTBLEA )R S-1- K —%-3- R 8-
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Q-BRARA-4-RK-TX)BLEE
BREHS 15 895 %, RARARELTIRGEZRITE/L, A
6-RRB-3-RBRQ-BEEAA-A-TE)BBERE 6-FAE-3-H B (2-5K
AE2-LLR)BEERE-1-R-Q-Z AT AR FREE, F3) 474
weHa ERR (632% F~%). 'HNMR (500 MHz, CDCl;) § 8.07,
7.98, 7.76, 7.64, 7.60-7.52, 7.44, 7.38-7.30, 7.00, 4.06, 3.88, 3.82-3.68,
3.36, 2.98.

% #4) 15.20

6-[4-(2-Z AT AR T BLE)RB-1- KA RE-3-RBE-FTEA T A)BLk

BRBEAES 1S ¥FT%, REARERTIRYTZHTENR, A
6-RAEE-3-RBG-FETE)BERE 6-RRE-3-ABQ-KFHL2-£
LAR)BEMEHRE-1-K-Q-ZRTFEARE)FRAL, 527N H
B EeRmR (632% ~#%). 'H NMR (500 MHz, CDClL;) § 8.05, 7.98,
7.75, 7.64, 7.57, 7.37, 7.00, 4.06, 3.89, 3.82-3.64, 3.49, 3.36, 1.70, 1.50,
0.95.

%34 15.21
6-[4-Q-Z RFEXFBA)RE-1- AR E-3-RRU-BTH)BLE
HREEH 15 5%k, RARBRBTHIROGTEZHTENR, A
6-FRE-3-RBU-BTE)BBEAR 6-R L R-3-RBQ-FAK2-£T
A)BR S RE-1-K-Q-Z AT EAREL)TRAL, FRFANLEHEE
EBR 30% ~#%). 'HNMR (500 MHz, CDClL) § 8.05, 7.98, 7.75,
7.63, 7.57, 7.37, 6.99, 4.06, 3.88, 3.82-3.67, 3.52, 3.36, 1.70.

57 4) 15.22
R)-6-[4-Q2-Z A FEARXTFBE)RSE-1- A4 %-
3-REBQ-BA2-RTR)BLE
ZREHRG 15 85 3%, ARRETIRHTEZHEFTEN, A
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(R)-6-82%-3- R Q- LA 2- R LA BBRRE 6-RdE-3-RBMQ2-3K
AE-2-2 LR)BEERE-1-A-Q-ZRATARLTRALE, B3 HA
A B EHR (64.5% F%). "HNMR (500 MHz, CDCL) 5 8.28,

8.05, 7.76, 7.64, 7.58, 7.44-7.32, 7.29, 7.00, 4.96, 4.08, 3.92-3.68, 3.61,
3.36.

%75 15.23
(S)-6-[4-2-Z= R FAXF B L )R B -1- KR %-
3-RBMQ-BEA2-RTE Bl

HREHRG 15 7%k, REBRFERTITRGEZHTIML, A
(5)-6-F Ak HE-3-ABMQR-BE2-XLE)BEAE 6-AR_E-3-RBE2-3
AX2-LLR)BEERE-1-R-C-ZRTRARXRR)TRRA, FE 7R
wAYmE G EMK (64.5% F#£). "THNMR (500 MHz, CDCl) § 8.28,
8.05, 7.76, 7.64, 7.58, 7.44-7.32, 7.29, 7.00, 4.96, 4.08, 3.92-3.68, 3.61,
3.36. MS (ES+) m/z 500 (M+1).

% & 4] 15.24

4-({6-[4-2-Z R T A X FTBE )R R-1- AR B-3-H A RA) TR LB

BRERS 15 5%k, RERERTIRGELHTEMN, A
2-[(6-RRE-3-FEX)REA | TR LEBAYE 6-RAR-3-RBMQ-FFAEA-2-
LLABREERE1-E-QZATEARN TR, FIFHALEY
Ha e k(37.8% F£)., '"H NMR (500 MHz, CDCL) & 8.05, 7.96,
7.75, 1.65, 7.57, 7.37, 7.00, 4.16-4.04, 3.92-3.70, 3.56, 3.36, 2.40, 1.25.
MS (ES+) m/z 494 (M+1).

£ ) 15.25
6-[4-2-Z AT AR T oA )hH-1-K R %-3- A 8-
(3-FE-44-ZF X RA)BLEE
BE LA 15 5k, RARBEWLTFROESHTER, A
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6-F R B-3-BEBRG-B A 44— FAXKL)BEKE 6-RR—%-3-ABEQ-
FRE-2-Z LA %RE-1-A-Q-ZRATEAREL) TR, 73|47
HisHeh e &R 39% ~#%). 'H NMR (500 MHz, CDCly)
8.18, 8.05, 7.74, 7.63, 7.56, 7.36, 6.99, 4.05, 3.92-3.67, 3.45-3.32, 3.26,
1.76, 1.55, 0.88. MS (ES+) m/z 494 (M+1).

&k &4 15.26
6-[4-2-Z A F AR TBLE)RE-1- A ]R_%-3- K-
B-#ZA-3-FETA)BLR

BBELHES 15 OF %k, REARBETIRAGERLETEAL, A
6-FikE-3- B BR(3- B AT A TA)BERY 6-RLH-3- AR A
A2- 2 LR)BBERE-1-A-Q-ZATARE) TR, 72 #7484
AHH G ERK (46.4% ~%). 'HNMR (500 MHz, CDCl;) 6 8.30,
8.05, 7.75, 7.65, 7.57, 7.37, 6.98, 4.06, 3.88, 3.81-3.69, 3.64, 3.40-3.32,
1.80, 1.64, 1.30. MS (ES+) m/z 466 (M+1).

4] 15.27

6-[4-2-= A F AR TBE)RE-1- KR E-3-ARQ-TRACH)BE

BBEAS 15 ¥Fik, RARBTIRGTEZRTER, A
6-F B -3- K B (2- T A LR B BERY 6- AR B-3-RB(2-F R E-2-
B L)L RE1-A-Q-ZATARLTRRA, K2 GRS
HEemR (24.8% ~%). 'HNMR (500 MHz, CDCL) & 8.18, 8.07,
1.76, 7.65, 7.58, 7.38, 7.00, 4.07, 3.90, 3.83-3.65, 3.60, 3.52, 3.36, 1.20.
MS (ES+) m/z 452 (M+1).

%4 15.28
6-[4-(2-Z . F AR T oA )R B -1- A A% -3-RBUKBLE
BREAS 15 0%k, REAREL TIROFZEARN, A
6-F kA3 K B AP ARAE 6- AR B3 RMQ-HAR2-ETH)BE
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HkE1-X-Q-ZATFTEARDTREAE, FAFBRESHEE EEK
(94% = #). m.p. 123-125°C."H NMR (300 MHz, CDC,) 5 8.03, 7.85,
7.62, 7.54, 7.35, 6.97, 4.06-3.99, 3.91-3.69, 3.44, 3.33, 1.62-1.55,
1.37-1.33, 0.95-0.81. *C NMR (75 MHz, CDCl;) § 167.6, 162.9, 160.0,
145.5, 132.4, 129.5, 127.2, 127.1, 126.9-127.8, 112.5, 77.2, 46.4, 44.6,
44.4, 41.3, 39.4, 29.3, 29.1, 22.4, 14.0. MS (ES+) m/z  450.2 (M+1),
472.2 (M+Na).

%2640 15.29
6-[4-Q-ZAFEAXTBEA)RE-1- AR %-3- A8
2-£A-33-—FEATH)BLE

BREHRB 15 HF %k, RERERTIRYGEZHRTEN, A
6-RAE-I-RMQ-BE33-—FEATE)BBEARYE 6-R2_%-3-BBRQ2-
FAL2-ZLE)BEERE-1-A-Q-ZATARA) TR, T2 47
BB EERKR (75% %), m.p. 236-240°C. '"H NMR (300
MHZ, CDCL) & 7.90, 7.83-7.79, 7.75-7.73, 7.69-7.65, 7.54-7.52, 7.30,
4.29, 3.91-3.73, 3.43-3.32, 3.20-3.11, 2.81, 2.77, 0.95. MS (ES+) m/z 480
(M+1).

R34 15.30
6-[4-(5-R-2-Z R T AR F B L )R %-1- AR %-
-REBQ-BE-3I-—FRTA)BAE

BBEHEN 15 7%k, REARELTIFRGTERTEL, A
6-FARE-3-B B Q-2 A3 FATH)BRKS 6-RR%-3-KERQ2-
FRA2-ZLR)BBESRE-1-A-G-R-2-Z AT AXA) TR,
BEFELAWHBEER 51% &%), m.p.: 186-189°C. 'H NMR
(300 MHz, CDCl;) & 8.20, 8.04, 7.75, 7.22, 7.07, 6.98, 4.06-3.98,
3.91-3.71, 3.47-3.23, 2.45, 0.96. C NMR (75 MHz, CDCl;) 3 166.3,
164.1, 160.1, 160.0, 130.1, 127.2, 116.9, 116.6, 115.0, 114.7, 112.4, 79.4,

168



200480021867. X W B P F127/15450

46.4, 44.5, 44.3, 41.9, 41.3, 34.4,25.7. MS (ES+) m/z 498 (M+1),

%34 15.31
6-[4-Q-F AR ARKE)RE-1- KRR EI-RBQ-FARTA)BE
WRERS 15 9F %, RARRFELTHIROTEZHTEL, A
6-FRE-I-BBC-FARTE)BBEARRE 6-RhH-3- K BQ-3F R A-2-
LR RE-1-2-Q-FTEAXRREL)T L, /53470
& & Bk (88% F%). ®C NMR (75 MHz, CDCL) & 177.1, 163.5,

159.5, 144.9, 131.3, 126.4, 115.1, 49.7, 45.2, 39.5, 37.5, 37.2, 35.3, 34.6,
29.9, 28.5, 26.5, 23.4, 8.6, 4.2. MS (ES+) m/z 360 (M+3).

% 4] 15.32
6-[4-(5-F-2-Z AT AR F B A )R B -1-2 R B-3-5 B X Btk

HRERS 15 HF ik, RERELTIRGTERTIN, A
6-F B -3- B BB RE - AR E-3-RBQ-IR R A-2-5 TR )BuE
Bk 1-A-G-A-2-ZRATEARL)TRERA, FAFENLGHNYEE
B4 (31% F~#). m.p. 162-164°C. 'H NMR (300 MHz, CDCL) &
8.05, 7.87, 7.24, 7.07, 6.99, 4.08-3.99, 3.90-3.66, 3.45, 3.35, 1.65-1.55,
1.37-1.30. ®C NMR (75 MHz, CDCl) § 166.1, 162.9, 160.0, 145.7,
129.7, 127.2, 116.9, 116.6, 115.0, 114.7, 112.6, 77.2, 46.4, 44.6, 44.4,
41.3, 39.4, 29.3, 29.1, 22.4, 14.0,

34 15.33
6-[4-2-Z AT AR T st )hd-1- A JRE-3-RER - T ARE) BB
BB IS 15 HF %k, RARELTIRGETRZETER, A
6-F kB -3- R B (4-F £ R BLERE 6- AR R-3-RRQ-FAK-2-2
LR B RE-1-A-Q-Z AT ARR)TEREE, B FRLEWE
4 & Bk (36% FF). m.p.43-45°C., "H NMR (300 MHz, CDCl;) &
7.71, 7.66-7.52, 7.34, 6.96, 4.06-3.98, 3.87-3.68, 3.63, 3.53, 3.19, 3.25,
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3.09, 1.65-1.58, 1.36-1.33, 1.26-1.12, 0.85. °C NMR (75 MHz, CDCl;) §
167.6, 166.9, 166.2, 159.0, 158.9, 149.5, 149.4, 134.4, 132.4, 129.5, 129.2,
127.2, 126.9, 126.8, 112.6, 112.5, 51.4, 48.8, 46.4, 44.7, 44.4, 41.3, 37.8,
34.8, 34.0, 29.7, 29.0, 28.7, 27.1, 26.7, 22.5, 22.3, 14.0, 13.9. MS (ES+)
m/z 464.2 (M+1), 486.2 (M+Na).

4] 15.34
6-[4-(5-A-2-Z A FEARFTBE)R%-1- A R—%-
-BRBG-FATHR)BLE
BREES 15 WF %k, ARRELTIRAEZHTEL, A
6-FARE-3-HBMGE-FATR)BLERE 6-RRR-3-RBRQ-FARE-2-#
A ERE-1-A-5-R-2-Z AT EAREL)FRAL, FEHFEMLE
W h e R (28.3% /5 %). '"HNMR (400 MHz, CDCl;) 5 8.05, 7.86,
7.78-7.75, 7.28-7.22, 7.12-7.08, 7.02, 4.08-4.01, 3.91-3.86, 3.82-3.68,
3.55-3.46, 3.38, 1.73-1.65, 1.56-1.48, 0.94.

534 15.35
6-[4-(4-F-2-Z A F A K F Be K )okH-1- K 2 %-
3-HRE(3-FTATH)BLE
BREAG 15 5%k, RERELTHIREGEZHTEA, A
6-F kAR BG-FATRBBERS 6-RRE-3-ARQ-FAL2-Z
LA)BEE Bk A -1- AR 2-Z AT ARL) TRRE, FE 7 MALE
MG EB R (63.8% &%), '"HNMR (400 MHz, CDCL)  8.08, 7.85,
7.48-7.46, 7.41-7.32, 7.02, 4.08-4.05, 3.95-3.88, 3.80-3.68, 3.52-3.45,
3.35, 1.73-1.68, 1.51, 0.94.

5364 15.36
6-[4-(2-B-6-= F T AR TR )R B -1- 2 - %-
3-RBGB-FAETER)BLE
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BREES 15 8Tk, REARESLTIRGERZH#FEWL, A
6-F R H-3-RBRG-FTATE)BEAE 6-RRBE-3-RRQ-FAFHL-2-#
LA B 5 R R -1-K-(6-R-2-Z AT AR T R , 53] Fr A4
W EMK (16.8% £ %), 'H NMR (400 MHz, CDCIls) §. 8.06,
7.85, 7.57-7.55, 7.39-7.36, 7.01, 4.04-3.94, 3.86-3.79, 3.49, 3.44-3.36,
1.73-1.68, 1.52, 0.94.

LB 15.37
6-[4-(2,6-=F K F B )% B -1-K )d -
-RBME-FRATR)BuAE

R EAS 15 8 F5%k, RAERERTIRGETZHFEML, A
6-FRB-3-BHEE-TATHR)B AL 6-RRE-3-RRC-FAL-2-£
ZE)BEEERE-1-E-2,6-— AFRE) TR, FEFANESHNE
&R R (422% ~%). 'H NMR (400 MHz, CDCl;) & 8.07, 7.85,
7.44-7.38, 7.03-6.97, 4.0-3.99, 3.86-3.83, 3.52-3.48, 1.73-1.67, 1.51,
0.94.

R ] 15.38
6-[4-(2,2,3,3-W F A IR AR KL)%k E-1-K]-24%-
-BRBQ- AR T KB

BREAS 15 hF %k, ARMRERTHIRAETZHTE/AL, A
6-F A E-3-HRBMQ-FREA TL)BENRE 6-R 2 F-3- R BRQ-FR R A-2-
B LR LRE-1-£2-2233-WFARAR)FTERRE, FEFA
oM a EBK (35% F&). 'H NMR (400 MHz, CDCL) & 8.07,
8.01, 7.01, 3.91-3.89, 3.81-3.65, 3.57, 1.21, 1.19, 0.79-.072, 0.49-0.46,
0.11-0.10, MS (ES+) m/z 400 (M+1).

% #%4) 15.39
6-[4-(2-= T AR T B A )R %-1- K ik %
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3RBMQ-FEXRAL T E)BLE

BREARG 15 WAk, ARRERTHIROGTEZHTEKR, A
6-FRE-I-RBQ-FARALT R)BBEAS 6-ARE-3-ARQ-HA
22208 E%E1-2-Q-Z ATFTEAXL) TR, 52 fr 1k
S EEA 26% %), 'H NMR (500 MHz, CDCl;) & 8.06,
7.96, 7.75, 7.65, 7.58, 7.38, 7.01, 4.04-4.10, 3.86-3.93, 3.69-3.83,
3.25-3.42, 1.12, 1.05, 0.71-0.80, 0.64-0.72, 0.39-0.45, 0.25-0.30. MS
(ES+) m/z 448 (M+1),

E#EH| 15.40
4-[6-3-F A TR TBA)RE-3- K )%%-1- B BT B
BBEES 1585 %, RRRELTHIROGTRHEFEN, A
6-F kB -3- B BG-FATRA)BEAE 6-F_R-3-BRBRQ- KA A-2-4
LAV ERE-1-BBRRTEAL, FEFMALEHNE ERAR
(83% &%), 'H NMR (500 MHz, CDCl;) 5 8.03, 7.86, 6.97, 3.75,
3.56-3.63, 3.49, 1.65-1.76, 1.52, 0.94. MS (ES+) m/z 378 (M+1).

%4 15.41

6-[4-2-Z AT A X FBLA)RE-1-K RS- REBQ-HT A LA)BLE

BREAS 15 WHk, RERELTHIRGEZHTEN, A
6-F kB3 B BRO-HRT A LE)BRERE 6-RRR-3-REQ-FRE-2-
B LA S hE-1-A-Q-ZATEARDTRRL, FEFEALEH
HaeEnk 7% £%). 'H NMR (300 MHz, CDCL) & 8.02, 7.74,
773, 7.57, 7.35, 6.98, 4.03, 3.89-3.66, 3.40-3.31, 2.36, 2.09-2.00,
1.92-1.57. *C NMR (75 MHz, CDCl;) & 167.6, 134.3, 132.4, 129.5,
127.2, 127.0, 126.9, 126.8, 126.7, 125.5, 121.8, 112.6, 46.4, 44.6, 44.5,
41.3,37.6, 36.5, 33.7, 28.3, 18.6. MS (ES+) m/z 462.3 (M+1).

F 4] 15.42
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6-[4-2-Z A FEEXFTBE)RE-1- AR E-3-RBR T BE

BREAG 15 W F %, ARBRELTFRNTEZHITRMN, A
6-FA B3R TR 6-RRE-3-RBRQ-F R A2 T )R
B 1A Q-ZATA-RXBTRRE, FEFMLASMHEERK
(35% &%), 'H NMR (300 MHz, CDCl;) 4 8.02, 7.85, 7.72, 7.56, 7.34,
6.97, 4.00, 3.90-3.64, 3.48-3.28, 1.58, 1.29, 0.85. *C NMR (75 MHz,
CDCL) & 167.6, 162.9, 160.0, 145.5, 134.3, 132.8, 129.5, 127.6, 127.2,
126.9, 125.4, 46.4, 44.6, 44.4, 41.3, 39.4, 31.5, 29.5, 26.6, 22.6, 14.0. MS
(ES+) m/z (%) 464 (M+1).

4] 15.43

6-[4-2-Z AT A X FBA)RSE-1- R R E-3-RBG-3R T AR L) BLEE

WREHAE 15 Tk, REABBEPTIRGTEZTEWL, A
6-F R E-3-RBME-KTREAALBBERS 6-RER-3-RBRQ2-FAAEA-2-
BLRBEE%E-1- Q-2 RTFTEXX)FTRRE, FFALEY
HEa MK 28% F%). 'H NMR (300 MHz, CDCL) § 8.03, 7.85,
773, 7.57, 7.34, 6.99, 4.05, 3.89-3.65, 3.45, 3.33, 2.27, 1.99, 1.76,
1.58-1.39. *C NMR (75 MHz, CDCl;) & 167.6, 162.8, 159.9, 145.4,

134.2, 132.4, 129.5, 127.2, 126.9, 126.7, 112.7, 46.4, 44.6, 44.5, 41.2,
39.4, 35.7, 34.1, 28.3, 27.2, 18.4. MS (ES+) m/z 475.9 (M+1),

R #4) 15.44
6-[4-Q-Z AT AXTBE)RE-1- KR %-3- R B R B
BB EHAS 15 WFk, ARBERTIRGERZZETRML, A
6-F kB 3- AR EBEAE 6-REE-3-RRQ-FAK2-£ZTA)BLE
Bopek 1-£-Q-ZATA- KRB TEREE, FRFHANLESNGEERR
(41% j=#). 'H NMR (300 MHz, CDCI;) 8 8.05, 7.85, 7.72, 7.58, 7.34,
6.98, 4.03, 3.94-3.64, 3.47-3.28, 1.58, 1.32-1.25, 0.84, °C NMR (75 MHz,
CDCls) § 167.6, 162.9, 160.0, 145.5, 134.3, 132.4, 129.5, 126.9, 126.3,
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125.4, 121.8, 112.6, 46.4, 44.5, 41.3, 39.4, 31.7, 29.6, 29.0, 26.9, 22.6,
14.1. MS (ES+) m/z 478.2 (M+1).

% 364 15.45

6-[4-2-Z R T EFFBE)RE-1-RRR-3-RBUE-KRALET H)BuA:

BREAES 15 ¥k, ARBESLTIRHTERITE/R, B
6-RAE-3-RBRUA-FRETR)BERE 6-R_RE3-BRRG-ITEAR
A (popyl) )BLEEL%RHE-1-R-Q-ZAFA-XA)FTRAL, 3474
oM a ERK (21% F%). 'HNMR (300 MHz, CDCL) § 8.03,
7.86, 7.72, 7.58, 7.34, 6.98, 4.05, 3.89-3.62, 3.48-3.31, 1.64-1.41, 1.20,
0.60, 0.39-0.30,-0.04. >C NMR (75 MHz, CDCL) & 167.6, 162.9, 160.0,
145.4, 134.3, 132.4, 129.5, 127.2, 126.9, 126.7, 125.4, 121.8, 112.6, 46.4,
44.6, 44.4, 41.2, 39.5, 34.4, 29.4, 27.0, 10.7, 4.4. MS (ES+) m/z 476.1
(M+1).

%4 16
4-F A -2-({6-[4-Q-Z AT A X T B X )kB-1- X%
3-B AR KB 44 AR

BARELE—KEY (25 mg, 0595 mmol)im 3] 4-F %
2-({6-[4-Q-Z A F AR FBRA)RF-1-R]RE-3-HA)-AE)RKR F
B8 (130 mg, 0.256 mmol) W& k% (3 mL)fK (1.5 mL)#ER&R ¥,
ERHEHRELBAD 3 I, RLEWR THF, A 5% HHERAFHE
WE pH K26, LB TEHE, ARKFEARRK, FTHR (NasS0y),
WEERE 4-FR2-((6-(4-C-Z R T AR TBA)RB-1-A R %-3-K
EIEA)RE (94 mg, 74%). 'H NMR (400 MHz, CDCl;) § 8.17, 8.02,
7.78, 7.66-7.53, 7.38, 6.99, 6.72, 4.88-4.73, 4.25-3.60, 3.44-3.21,
1.79-1.06, 1.33-1.19, 1.03, 0.99,

LB 17
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6-{4-[1-Q-Z A FEAXKE) LA %RBR-1-£ }-4%-
3-FRBR(2-FR A A T AR ) B 8 8 3k v A A

¥ 5 & ALK (0.6 mL, 2.0 mmol)An 2| 6-7k%-1-K A% -3-H B
2-GRAETE)BLE (282 mg, 1.02 mmol)#= 2-(Z A F X)X TH(0.23
mL, 1.53 mmol)#] THF (3 mL)ER ¥ . £ RHHF 2| ) RA% 4 ] 0.,
AN A EAL4(130 mg, 1.96 mmol), F2kEHH 13 i, AR
FAHARER QOmL,1.0M) . EEMIFS4E, ALRTE (50
mL)# & B A RA Y, RE AKFEREE, ALK NaSO,FHBA M
B, #HAR%. AEREHELLTE 6-(d-[1-Q-ZRATFEAXE)TE]
RB-1-FK}-RE-3-RBRQ- A AR TRK)BLE (126 mg). Wiz ZHET
CH,CL, 2 mL)¥ , A HCI & ZE%E2R (7TM, 0.2 mL, 1.4 mmol).
BRAMEBRKE 20, LRKEGEREY, ALBRE, A%
TRABH IS WE G EEAR (104 mg, 21% F#£). m.p. 158-163
°C. 'H NMR (300 MHz, DMSO-dy) & 12.10, 8.81, 8.67, 7.90-7.81, 7.64,
7.40, 4.70-2.85, 1.69, 1.38, 0.72-0.58, 0.40-0.32, 0.023-0.02. MS (ES+)
m/z 374.3 (M+1-HCI).

%34 18
6-[4-Q-ZRFEAXTBLE)RE-1- KB
3B B Q2-RAK-2-FK T ) BLiE 694 A,

BEAKRBEF, & 6-[4-Q-ZRAFTEXTFBRA)RR-1-K]%%-3-R
BR(2-A-2-E T E)BEE (0.517 g, 1.03 mmol) —H FIX (10 mL)&E
BRP A BEL KR EREA 1L11-Z LB A E-11I-Z &
-1,2-benziodoxol-3(1H)-B (0.53 g). EA KBS THI 1504 E, RE
FRBHE2 N, A= 20 mLyFBRERAY. HRAEWEIAN
AARFEL4A (1.176 g, 7.44 mmol) 48 AR BR S A K IER (29 mL)¥F .
A LB TEE (100 mL)ERRAY . A 4ef NaHCO; A E#& (2 x 15 mL)
FaKQx 15 mL)REANE. REACRTE (Qx80 mLERLSHH
Kikikd., B Na,SO T RAFHANAF LI, REAZEHRERN.
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REEEELEEY, TR CRTHE (1:1). TR TRTE (1:2)
Pt LGB RPL. FEFH6a &8 K0.261 g, 51% F &),
m.p. 196-198°C. 'H NMR (300 MHz, CDCl;) ( 8.72, 7.97-8.06, 7.74,
7.47-7.66, 7.36, 6.99, 4.96, 4.02-4.11, 3.70-3.92, 3.27-3.42, 13C NMR
(CDCI3) ( 193.4, 167.7, 163.4, 160.0, 145.1, 134.6, 134.2, 134.0, 132.4,
129.6, 128.9, 128.0, 127.2, 126.9, 126.8, 112.3, 46.4, 44.7, 44.4, 41.3.
MS (ES+) m/z 498 (M+1).

%4 19
T 1-F R -2-({6-[4-Q-Z AT R-KFBLE)%kR-1-4)
ik -3 R A) T B 69 A AL

@ 6-[4-Q-Z AT AXTBA))RB-1- AR E-3- B BRQ-BA-2-X
ZA)BEEE (50 mg, 0.1 mmol)#) 47 (2 mL)ZR& ¥ o A BS B% B7(0.25
mL). Z LA (0.25 mL)f= 4- = F KA (18 mg). EiRIHE 6 A B)
B, RURTE (100 mLy#HHER L RAY, AKG(10 mL)kE, A
Na2S04 . AR EFELNERTEMNE/AGEZY, ATK:
LERLEE = 1:1 #= 1:2 £ HHAI G ENK (49.6 mg, 91.5% =
#). 1H NMR (500 MHz, CDCI3) ( 8.10, 8.04, 7.75, 7.65, 7.57,
7.40-7.28, 7.00, 5.92, 4.07, 3.98, 3.90, 3.82-3.68, 3.36, 2.10. MS (ES+)
m/z S08 (M+1),

&4 19.1
LB 1L,1-=F A-3-({6-[4-2- = AT AR T BLE)R%-1-K]-
R %-3-5 AR RUR ) & B

HREHKG 19 9F %, REABRBELTIRNEZHFELR, A
6-[4-2-Z AT AR TBEA)RE-1-R |53 RBRG-LA3-FEATH)
BEARE 6-[4-Q-ZRATFTEARXTBA)VRE-1- A RE-3- B BEQ-ERA2-
KRB L BT L, B AN G EHR (80% = %),
"H NMR (500 MHz, CDCL) & 8.05, 8.01, 7.75, 7.65, 7.57, 7.37, 6.99,
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4.06, 3.88, 3.81-3.67, 3.58, 3.36, 2.06, 2.01, 1.52. MS (ES+) m/z 508
(M+1).

%4 20
6-[4-2-= R T AR TR %-1- A4 %-3- KRR
(2-F R E-3,3-= F AT H)BLAR S AR

€ 6-[4-C-Z AT AXFBA)RE-1-K 4% -3-REBQ-2 43,3
—WATA)BE (81.6 mg, 0.17 mmol)#y THF (1.0 mL)E& T A
£4b4h (5.0 mg, 0.19 mmol), EFHWABNKF K (15 mL, 0.26 mmol).
TR RAY 16 I, REXHREN. A=KTHE G mLH
BRRH, AR 2x2mL)kik, A MgSO, TR, RREWKR. REE
BAEFBRAE, SRy FEmraeds ACRUE . TRML:DFT
2B 4 A BLAT 2] 25.3 mg (30%) B4R & 4. m.p. 65-68°C. 'H NMR
(300 MHz, CDCly) & 7.73-7.69, 7.62, 7.53, 7.33, 6.98-6.93, 4.18-3.59,
3.48, 3.41, 3.37-3.26, 3.18, 3.03-2.98, 1.76, 0.98, 0.75. *C NMR (75
MHz, CDCl;) 8 167.6, 166.4, 158.9, 149.8, 149.3, 134.3, 132.4, 129.5,
129.4, 129.3, 129.1, 127.2, 126.9-126.7, 112.7, 88.1, 61.7, 61.4, 52.7, 52.0,
46.4, 44.7, 44.6, 44.5, 44.4, 41.3, 41.2, 40.5, 35.8, 35.3, 35.0, 26.0, 25.9,

25.7. MS (ES+) m/z 508 (M+1).

%764 21
6-[3,5-=F £-4-Q-Z AT AR FBLE)R%E-1-A A %-
3 HRERO-FRAL T AR L R

FBT, @ 6-35-=FARE-1-X)rE3-RRQ-FAKXTE)
BB (0.40 g, 1.33 mmol)#) — R T (15 mLYER T IRA=F RELT
F& (0.34 g, 0.46 mL, 2.66 mmol), & WA 2-Z AT ERT Br&, (0.31
g, 0.22 mL, 1.46 mmol). BB F AR 16 A, #ARK (10 mL).
AR P85 (50 mL)XRAAE, MAMA NaHCO; ##& (2 x 10 mL)#
%, Al MgSO, 1. kG, ATRERR, A EEEANENA,
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A TBLE (100%)%MF2 0.18g R EBK 28% F %), 'HNMR
(300 MHz, CDClL) 5 8.03-7.91, 7.70, 7.63-7.49, 7.32, 6.99-6.95, 5.00,
4.39-4.22, 3.64, 3.55-3.47, 3.39-3.17, 1.51-1.38, 1.24-1.14, 0.76-0.67,
0.42, 0.05. °C NMR (75 MHz, CDCl;) 5 168.0, 163.0, 160.9, 144.9,
132.3, 131.9, 129.4, 129.3, 127.2, 127.0, 126.8, 111.5, 50.4, 49.1, 48.7,
48.5, 48.2, 45.5, 45.3, 39.6, 34.6, 20.2, 19.5, 8.6, 4.2,

%= HH) 22
6-[2,5-=F £-4-Q-Z A FERXTBE)RE-1-K]|2%%-
3-3 BR R B 09 4 A,

# 6-FokE-3-HRER B (304 mg, 1.00 mmol)E 2-ABE (12
mL) ¥ ¢ %A% FAwA 2,5- = F E%kE (1.37 g, 12.0 mmol). KRR
AYHERIR, BB 062588 2,5-—FERKEHR1.0mL ZTKm
ABERAY, BEGEm#H 24 1. RERSGWEHNEZRE, AR
BALBEREN. QEMF YR TRERQ2 mL)F A 2-Z AT
A EFELE (0.63g 3.00 mmol) ¥R T (20 mL)F&R, ZEHHF
B R BAM 16 M. AR TR 0 mLFBEAINE, REM 10%
HCl %%, B MgSO, Tk, 2R E, AZREER, AREEELN
EW R, B UBRTE (100%)%RBAFE] 300 mg 31% F F)R & BAR>
% . 'H NMR (300 MHz, CDCl;) & 7.74-7.43, 7.36-7.24, 5.17-5.04,
4.91-4.79, 4.52, 4.52, 3.68-3.57, 3.54-3.44, 3.39-3.11, 2.93, 2.85-2.71,
1.36-1.31, 1.27-1.15, 1.23-1.05.

524 23
2-{4-[6-Q-F AL TA T B A )RS 3-A )% F-1-H AKX T R & &
% 5 B4 —KA 4 (0.066 g, 1.57 mmol)AnE] 2-{4-[6-(2-3F A
ZETBA)RE3-ARE-1-HAIKTRTE (0.230 g)H) W RRH
(10 mL)fe7Kk (5 mL)#R®R Y, TEHEHFLIR, AEER THF, HH
AWETF TR TE (100 mL), A 5% HCLZER Y F=, A #HAKKE,
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B Fk Na,SO4 FIRHKRE. FRUARKTFTRFTRT L K72
0.107 g #FHMHA#H(42% F#). '"H NMR (300 MHz, CDCL;) 3 8.67,
9.07-7.87, 7.54, 7.41, 7.26-7.24, 6.95, 4.12-3.27, 1.55-1.40, 0.77-0.64,
0.50-0.34, 0.13-0.01; '*C NMR (75 MHz, CDCl) & 170.7, 168.2, 163.2,
159.9, 145.0, 137.7, 133.1, 131.2, 129.2, 127.9, 127.2, 126.6, 112.6, 46.2,
44.1, 41.4, 39.7, 34.4, 8.6, 4.2; MS (ES+) m/z 424.2 (M+1),

%4 24
6-[4-2-Z AT EARFTEBA)RE-1- K5 -3- 5B 2,2-
(= FRARRART R)BLEGE AR

#) 6-[4-Q-Z R T AXFBA)RE-1-X 94%-3- £ 8 (1.00 mmol)
HoRTFHR 20 mLyERFRA_FALXCEE (0.8 mL, 4.60
mmol). 1-% A X =k KA% (0.203 g, 1.50 mmol)Fe 1-(3-— F & %&-
AA)I-LEHR—THRERE (0.384 mg, 2.00 mmol). FLHF 2] & R4
# 15 o4, REBMAN 22-(FTEARXARX)FTAE (0.149 mg, 1.5
mmol) . F4 4B 24 h. A=K T (100 mL)FHBREREAY,
AARALREE RS, REARK Na,SO, THRH KRS, BdaKE
REER(LRLE)SEL, NLBRLEFILR T ELJ[FIFHELES
#(0.089 g, 19%). m.p. 132-134°C. 'H NMR (300 MHz, CDCL;) §
8.06-8.02, 1.90-7.80, 7.75, 7.64-7.52, 7.34, 6.98, 4.05-3.33, 1.11, 1.04,
0.89-0.79, 0.50-0.46, 0.16-0.13; *C NMR (75 MHz, CDCL) & 167.6,
162.7, 159.9, 145.4, 134.2, 132.3, 129.5, 127.2, 126.8, 125.4, 121.8, 112.5,
46.3, 44.6, 44.4, 40.5, 27.1, 23.5, 19.9, 18.7, 15.9; MS (ES+) m/z 462
(M+1).

&4 24.1
6-[4-Q2-Z AT AR T B )RkBH-1- K% %-3- B B
(2-FE%-2-K- TR )RR
R EAS 24 5%, RERESITHIRGERHATENR, A
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2-E-2- K- LEABRE 22-(CFEAXAX)FEEL 6-4-Q-ZAF
EXTBRA)RE-1- A RE3-HBRE, FEAFELEMGE EHR
(40% = %). "H NMR (300 MHz, CDCL) ( 8.01, 7.73, 7.58, 7.34, 7.12,
6.98, 6.90, 6.84, 4.03, 3.89-3.55, 3.33, 3.12. 13C NMR (75 MHz, CDCI3)
( 167.6, 163.1, 160.0, 145.2, 141.1, 134.2, 132.4, 129.5, 127.2, 127.0,
126.9, 125.3, 123.9, 121.8, 112.5, 46.4, 44.6, 44.4, 41.3, 40.9, 30.9. MS
(ES+) m/z 490.0 (M+1).

4] 24.2

6-[4-Q-Z AT E X F B L)% B-1- A A %-3- B B (6- R %H-3-2)Buak
BREHY) 24 %, RARRERTIRYEEHTEL, A
3-RE-6-FRAENRE 22-(CFEAXAL)FTEES 6-[4-Q-ZRATFTEAX
FEER)RE-1-K R E-3-RBRE A, FEFMAISHNEERR (8%
&%), 1H NMR (300 MHz, CDCI3) ( 10.75, 8.62, 8.06, 7.75-7.50, 7.36,
7.03, 4.12-3.76, 3.36. 13C NMR (75 MHz, CDCI3) ( 167.7, 162.2, 160.1,
154.0, 152.3, 143.8, 134.1, 132.4, 129.7, 129.6, 127.3, 127.2, 126.94,
126.88, 126.7, 120.7, 112.2, 46.3, 44.6, 44.3, 41.3. MS (ES+) m/z 492.1
(M +1).

%34 25
6-[4-Q-Z A FERXFBLA)RE-1- A 4% -3- 28
(2-FF A A-2-8 AR T E)BLER 66 A,
¥ Dess-Martin periodinane (0.55 g, 1.3 mmol)# %] 6-[4-2-= &
WARFTBA)RE-1- AR E-3-RBQ-HAE-2-Z2TE)BLE (0.50
g, 1.07 mmol)iFA&R Y, ERMHAFIAMKRIERSD 208, REAT
B LEEHE, B 10% Na,S,0; &, 48f NaHCO; F= & /K% 4 2 ik,
AR NaSO, FRAMEF RS, AEREEHLELMTY, KT
BB - T T B4 TR 87% 5 R ehArALA Y (0.43 g). 'H NMR
(300 MHz, CDCl;) § 8.45-8.41, 8.02, 7.72, 7.63-7.51, 7.34, 7.00, 4.48,
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4.47-3.28, 2.00-1.94, 1.18-1.11, 1.10-0.82. *C NMR (75 MHz, CDCl;) &
204.4, 167.6, 163.1, 159.8, 144.9, 134.2, 132.3, 129.5, 129.0, 127.5, 127.2,
126.9, 121.8, 118.1, 112.4, 49.5, 46.3, 44.6, 44.4, 41.2, 18.7, 11.4. MS
(ES+) m/z 462.0 (M+1).

- k4] 26
6-[4-Q-BABEARXTBRE)RE-1-A]R%-3-RR
G-FEATH)BLE 4K

8 6-[4-Q-F BB AR T BE)RE-1- K RE3-RMG-FATH)
BLAE (0.078 g, 0.17 mmol)#) 5 mL THF R&ER T AT REAK
(0.071 mL, 0.212 mmol). 0°C 3345 2] 84 R4AH 15 447, REZRH
# 30 54, RERASMRFBARLHE 0°0C, REWRANZTEMK
(0.255 mL, 0.255 mmol). E B RAY 30 247, WMAEER 18 h.
BAMSIE 0°C B, MABEKRM., KiLE-4R-E (0.067 g). %
HRASY 3 h, REACRUBHE, ARfHBAMN. HRKFE,
FRALTRE, AhREEEELLFEY, A 20%TEHTLRT
B IR R BT B AR A4 (0.033 g, 2% &%), 'H NMR (300 MHz,
CDCl,) & 8.58, 7.98, 7.81, 7.75-7.68, 7.64-7.58, 7.43, 7.19, 4.03-3.88,
3.78-3.59, 3.21-3.20, 3.152-3.147, 1.65-1.50, 1.46-1.35, 0.85. *C NMR
(75 MHz, CDCly) § 170.1, 165.5, 161.7, 146.3, 139.1, 137.3, 135.5, 131.3,
130.9, 128.8, 127.9, 114.4, 45.6, 45.2, 44.96, 42.6, 39.5, 38.8, 27.1, 22.9.
MS (ES+) m/z 460.1 (M+1).

34 27
6-[4-2-Z A F AR TBA )RS 1- K% %-3- R R
(4-R K ) BLRE 69 4 A,
¥ 2-F-4,6-=F & %-135-=% (0.105 g, 0.60 mmol) e 2|
6-[4-2-= A F AR F B K )%k %-1-A L %-3-8(0.190 g, 0.50 mmol)
Fa F & Dok (0.07 mL, 0.63 mmol)#) THF (10 mL)%4(0 “C)iE#& F .0°C
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BBRERAY 15 2048, REZEBHIE 1 h. REMA 4-8FKE
(0.0765 g, 0.60 mmol). EEPLH 200 B, A TRTE (100 mL)HHF
B RS, AAK. £AK%%, ALK Na,SO, FRFRE., RER
Gifikshil, NLRLEB/TRTELAFE 67% FEUHFANEY
(0.164 g). '"H NMR (300 MHz, CDCL;) & 9.79, 8.08, 7.82-7.55,
7.36-7.28, 7.02, 4.10-4.00, 3.93-3.68, 3.35. *C NMR (75 MHz, CDCl;) &
167.6, 160.7, 160.0, 144.8, 136.2, 134.2, 132.4, 129.5, 129.2, 129.1, 127.2,
126.9,126.8, 126.7, 125.4, 121.8, 120.7, 112.6, 46.3, 44.5, 44.3, 41.2. MS
(ES+) m/z 490.1 (M+1).

LA 27.1
6-[4-Q-Z R FEX T BL A )% B -1-K A% -3- BB (5-FL=-2-K)BL ik
BRERY 27 5%k, RABRERTIRNGEZHTEL, A
2-RA-5-RAMERE A XBERE, BEAFRALSHHEGERNK
(36% &~ %). '"H NMR (300 MHz, CDCL;) & 10.32, 8.32, 8.27, 8.08,
7.83-7.47, 7.36, 7.02, 4.11-4.03, 3.92-3.71, 3.36. °C NMR (75 MHz,
CDCL) & 167.6, 161.4, 160.0, 149.4, 146.9, 144.4, 137.8, 134.1, 132.4,

129.5, 127.2, 126.9, 126.8, 126.7, 125.4, 121.8, 114.5, 112.2, 46.3, 44.5,
44.3,41.2. MS (ES+) m/z 491.0 (M+1).

F 7] 27.2
6-[4-Q-ZRFTEAXTB)RE-1- A PR%-3- AR
(2,2-= f-2-7H o2 -2- K TR )Bh Ak
BB R 27T HF %, REARBERTHIRNGEZHRAEN, A
2,2-= f-2-oR-2- 2 THERA 4- BRI, FIFASMaE
# X (49%). '"H NMR (300 MHz, CDCL) & 8.65,8.27, 8.01, 7.81-7.46,
7.38-7.32, 6.96, 4.43-4.31, 4.12-3.64, 3.32. *C NMR (75MHz, CDCI;) &
167.6, 163.3, 159.9, 153.4, 153.1, 149.4, 144.8, 137.2, 134.2, 132.3, 129.5,
127.4, 127.2, 126.9, 126.8, 126.7, 126.3, 125.4, 125.2, 121.95, 121.81,
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120.6, 120.5, 118.7, 115.5, 112.4, 46.3, 44.5, 44.4, 43.4, 43.0, 42.6, 41.2;
MS (ES+) m/z 521.2 (M+1),

L34 27.3
6-[4-2-Z A FTAXTBLA)RE-1- A |—E-3-B B8R
(2,2-= R-2-K T E)BL

BRERG 27T MF %, RARBRBLTHIRYELRTTK, A
22-Z B2 KA TBARFE BB, REFR LS ERK
(53%). '"H NMR (300 MHz, CDCL) & 8.17, 8.00, 7.71, 7.64-7.50,
7.41-7.27, 6.97, 4.17-4.01, 3.89-3.66, 3.33. 3C NMR (75 MHz, CDCl;) b
167.6,163.2, 159.9, 144.6, 134.6, 134.1, 132.3, 130.3, 129.5, 128.5, 127.3,
127.2,126.8,125.3,121.8, 120.3, 117.1, 112.4, 46.3, 45.3, 44.5, 44.3; MS
(ES+) m/z 520.2 (M+1),

%34 27.4
6-[4-2-Z A FEAXFBLA)RE-1-A]—_E-3- B R
[2-(3-AEE)-2-B LA B
BREAG 27 KTk, RERBEPPTIRGEEHRTRMN, A
2-RA-1-G-REX)LEAE 4-AXBEE, FRIFALSHNE E
B R (34%).m.p. 117-119 °C.'H NMR (300 MHz, CDCl;) 5 8.25, 8.98,
7.72,7.64-7.52, 7.35-7.23, 7.14-7.10, 6.97-6.78, 4.93, 4.05-3.31, 3.31. °C
NMR (75MHz, CDCL) ( 167.6, 164.5, 164.3, 161.3, 159.9, 144.8, 144.6,
144.5, 134.1, 132.3, 130.0, 129.9, 129.5, 127.5, 127.2, 127.1, 126.9, 126.8,

126.7, 125.4, 121.8, 121.4, 114.7, 114.4, 113.0, 112.7, 112.4, 73.1, 47.5,
47.0, 46.3, 44.5, 44.3, 41.2; MS (ES+) m/z 518.3 (M+1).

5% &4 28
6-[4-2-Z AT AR T BLE)RFE-1- KR %-3-ABRWR-
2- A8 BRI 0 B AR

183



200480021867. X o B 1 2E142/1540

Bl 6-[4-Q-ZRFTEEFTBEE)RSE-1-2 55 -3- K 8(0.400 g,
1.052 mmol)E & ¥ e A DMF (0.03 mL)#= EALBLR (0.5 mL). £ 70°C
BB RAWE R 175 h. RERSY, THALHIR, H-TBY
FEDET TR CmLFEAREIAMERATTIALE.

EEET, & 2-8E% (0.038 g, 0.395 mmol)F = TA: (0.1
mL)# =R TR CmL)ERTRF AL LBRARMEER (0.1315M,
2 mL, 0.263 mmol) . £EHHA L REY 4h, RERATHETE (100
mL)#&, ARFEKESR%E. A Na SO, FRAMEFZL. AL
bibik A W AR 5] 37% PR GFALSY (0.044 g). 'H NMR
(300 MHz, CDCL;) & 10.30, 8.35, 8.09, 7.75-6.69, 7.65-7.52, 7.35,
7.09-6.96, 4.10-4.02, 3.92-3.71, 3.35. “*C NMR (75 MHz, CDCl) §
167.7, 161.5, 160.1, 151.1, 148.3, 144.8, 138.2, 134.2, 132.4, 129.6, 127.2,
126.9, 126.8, 125.5, 121.8, 119.9, 114.0, 112.2, 46.4, 44.6, 44.3, 41.3. MS
(ES+) m/z 457.3 (M+1).

%34 28.1

6-[4-Q-Z AT A X T B )k E-1- AR %-3-R R 5-3- A BB
B 28 B F ik, AEBRELPTIREGEEZHRTEN, A
A3 A RS 2-RAMRE 6-[4-C-Z A TFTARXTBLA)-RE-1-4]
AR EBEAE, RGNS ERK (173% F%&), H
NMR (300 MHz, CDCL) & 10.81, 9.05, 8.70, 8.13, 7.87-7.57, 7.39, 6.95,
4.16-3.80, 3.40, *C NMR (300 MHz, CDCly) & 167.7, 162.3, 160.1,
148.6, 144.1, 132.4, 129.6, 128.1, 127.2, 126.9, 118.3, 112.1, 43.4, 44.6,

44.3,41.3. MS (ES+) m/z 458.3 (M+1).

%74 28.2
6-[4-Q-Z R F AR FTBRA)RE-1- K- %-3- A8
(2-7HR -2- 28 T AR ) BL A
BREAG 28 95k, RARELTVRNESHITEL, A
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2-wbR-2- K TEBARE 2-AERREE 6-[4-Q-Z AT EA-XFBE )RS
A-E PR3- REBRRE, FERFEALANEEERR (30%). m.p.
151-154 °C. '"H NMR (300 MHz, DMSO-d) § 9.07, 8.78, 8.43, 7.99-7.61,
71.52, 7.34, 3.79-3.60, 3.35-3.14. MS (ES+) m/z 485.3 (M+1).

% 364 29
6-[4-Q2-Z A F AR FBLA)RE-1-K R %-3-RBE(FKH[1,3]-
B} = 2 3R R -5-2 - F 2 BRI 69 A A%,

A. ¥ 6-[4-Q-ZRAFAXTFBLI)RS-1-K45-3-R 8L (0.300 g,
0.789 mmol)# =H. F 5 (12 mL)F= THF (6 mL)% & #& %4 3 £ 0°C, An
A N-F E ok (0.806 g, 0.789 mmol), EFEBRFMARTRA T B
(0.109 g, 0.789 mmol). 0°C $E#E 20 547, TRHMIHF 150 B, RLR
24, BREHETF_RFR (60 mL), ERASHE 0°C. L2PHi
¥R GmL)mEERT. FRASHIIEHSZ 100 mL & BT +.
MARPRZESEE, 10°C REXAWNE. REFRTROGHRHET =R
Fit (15mL), BEATFTTHIRA.

B. £ET, 5 4R &L LARFKREM#HEZ (0.053 M, 5 mL,
0.263 mmol) ¥ ZF A AN AMEBH —RKTHE (0.5 M, 0.52 mL, 0.26
mmol)iE&. FTEHHEAL 16 h. RAXRAY, BETRFE 93%*
R FALS Y (0.136 ).

% 764 30
6-[4-2-Z A FAXTBLA)RE-1- A |_%-3- A B-
(P -2- - AR B 0 B AR,

FTRBH 6-[4-Q-Z R FTEXTBE)RS-1-A - %-3-R K T &
(0.099 g, 0.25 mmol). #beZ-2-K-FHEE (0.7 mL)FRMALH (0.245 g,
0.5 mmol) ¥y At &, FAAEEEELLFTE 48% 7 B FrME
# (0.057 g). m.p.179-181°C. "H NMR (300 MHz, CDCl;) § 8.81, 8.59,
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8.12, 7.78-7.50, 7.37, 7.21-7.13, 6.93, 4.83, 4.17-3.66, 3.37. “C NMR
(75MHz, CDCL) & 167.6, 163.3, 160.0, 156.5, 149.0, 145.3, 137.0, 134.2,
132.4,129.5, 127.2, 122.5, 121.9, 112.3, 46.4, 44.6, 44.4, 41.3. MS (ES+)
m/z 471 (M+1),

% 364) 30.1
6-[4-Q-Z AT AXFBA)RE-1- A 1 5-3- K8 (2-
FH[1,3)8 — R &R RM-5-2K- T K )BE Ak

BWRBEAS 30 HF%, ARBREPRPTIRNETEHITER, A
2-F S [1,3]H = R R -5- A BRI 2- AT EABRRE, 173
AR MH G EH K (99%). m.p. 162-164°C. 'H NMR (300 MHz,
CDCL) & 8.02, 7.89, 7.72, 7.64-7.51, 7.34, 6.97, 6.72-6.63, 5.89,
4.10-3.63, 3.34-3.31, 2.81. *C NMR (75 MHz, CDCL) & 167.6, 163,
159.9, 147.7, 146.1, 145.2, 134.2, 132.4, 132.3, 129.5, 127.2, 127.1, 126.9,
126.8, 126.7, 121.6, 112.4, 109.0, 108.4, 100.8, 46.3, 44.5, 44.4, 41.2,
40.8,35.5. MS (ES+) m/z 528.2 (M+1).

52364 31
6-[4-2-Z B T RARK T B A )k %-1-5 -4 %-3-
, BB (2-FREA TE)BLEH AR

A HA4QEZATEAXTBRA)RE-1-ABRTE (3.58 g, 10.0
mmol)F* Lawesson’s iX#(2.12 g, 5.2 mmol) £ F X ¥ 4 RA M im# £
A4 b, RERE. AtggEHEANHFN, 7B 4-Q-ZRTF
EARETBREA)RE-1-RBRTE (287 g, 76%). 'H NMR (300
MHz, CDCL) ( 7.64, 7.54, 7.42, 7.21, 4.53-4.45, 4.27-4.19, 3.71-3.25,
1.42.

B. R 4-Q-ZATFAARRTBHEA)RS-1-RERRT 8
(2.1¢g,5.61l mmo)¥ —RFBEAZACER 30mL, 2:1)ERLER, BX
EHREA . BREWHWAET OB CE, Aief NaHCO3 RERF LKL
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#, B AK Na2SO4 TR, REFIRE-1-X-Q-ZRATEARE)FAR
B (1.47 g, 5.36 mmol), EXREH—~FUULABATT—F.

C. BhE-1-£-Q-ZAFERXE)FTHAE (1.1 g, 4.0 mmol). 6-
FRE-3- B BRQ2- IR HE T E)BLE (0.98 g, 3.98 mmol). K2CO3 (0.83
g, 6.0 mmol)#= n-BudNI (0.010 g)& —E 5 (10 mL)F M RESHImMKE
E#21h, RERE., AEEEERANLHNLY, NLRLEFTRP
T RFE 76% 5 B HFRLESY (142 g). mp. 117-120 °C. 'H
NMR (300 MHz, CDCl;) & 8.05-7.93, 7.65, 7.55, 7.44, 7.24, 6.98,
4.61-4.40, 3.98-3.40, 1.51-1.47, 0.73-0.64, 0.44-0.35, 0.07-0.01. “C
NMR (75MHz, CDCL,) & 197.0, 162.8, 159.6, 145.6, 140.2, 132.4, 128.8,
127.2, 127.0, 126.9, 125.5, 124.8, 124.4, 124.0, 121.8, 112.5, 50.4, 47.6,
44.2, 43.6, 40.0, 39.6, 34.4, 8.6, 4.2. MS (ES+) m/z 464.0 (M+1).

£ 32
B ERERFTEARTINEY: :
6-[4-C-Z AT AR T BA)RF-1- AR R-3-RRQ-FALTE)
Bt
6-[4-2-Z AT AR T BLA)RE-1-K R E-3- AR 3-4-AXE)
R A B

1-[1-(4- RER) TH]3-{6-[4-Q-Z AT AR F B )ykok-1-4 %
%-3-%}0k;

1-[3-(4-REKH) A R]-3-(6-[4-2- = AT AR FBLE)R%-1- K4
%-3-2 )Mk

3-FRE-N-{6-[4-Q-Z AT AR TFBLA)RE-1- K] RE-3-41 8
BEAZ;

6-[4-(2-Z T AKX F B A )RB-1-A )R %-3-RBE R OB,

6-[4-Q-Z R T ERTBE)RE-1- AR E-3-RBG-Z AT A%
R -2- 3R ) BB

6-[4-C-ZRTFTARXTBA)RE-1-ARBE-3-RRU-RATBA
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R AE)BLAE;

6-[4-Q-Z R FEARXFBLL)RE-1- AR E-3-ABG-ALTBA
FAE)BOEE;

6-[4-2-Z AT AR T Bt R )R %-1- KR %-3- KB T RABE

6-[4-C-Z R T AR TBA)RE-1- A %-3-H Bat TR A Bk,

6-[4-C-Z R FRAEFTBLE)RE-1-F A% -3-R B4R T XA BhRE,

6-[4-Q2-Z A F AR T B E)RA-1- K R %-3-RBRQ-AAXKL)B
)i 3 :
6-[4-2-Z R T EAXTBA)RE-1-A|-REF-I-RRE-AAXL)
Bui;

6-[4-2-ZRTFTEARXTBRA)RE-1-A R E-3-RBU-FREER)
[N

6-[4-Q2-ZRTF AR T BE)RF-1-RR%-3-RRQ-FAEER)
72"

6-[4-Q-Z A FARXFTBA)RE-1- A |25 -3- R BRC-R-KXL)B8t
Ji&;

6-[4--ZRATFAEXTBE)RSE-1- X EH-3-HRQ-RE-3-AX
A)BLRE;

6-[4-Q-Z AT ERFBLEA)RE-1-R|RE-I-RBRQCI-—FTEXR
AR)BLAE;

6-[4-Q-Z AT ERXTBEA)VRE-1- X R E3-RBRQS5--FEX
E- 3

6-[4-Q-ZRFTEAETBA)RE-1-R 5 -3-ABMQ6-—FAX
) BLRR

6-[4-Q-ZRFTERXTBAYRE-1- A EE-3-BHBQI-—FAXK
) BLRE,

6-[4-2-Z A F A KT LA )RS -1- A |45 -3- ARG5S FTAXK
) BLEE

6-[4-Q-Z R T EAXFBE)RAE-1- LR E3-HRCA-—FA-X
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A)BEE;

6-[4-Q-Z AT AR TBE)RE-1-R R E-3-RBRU-TA-XL)
BRI ; :
6-[4-Q-Z AT RARFBE)RE-1- KRB RRQ-TEA-RL)
BB

6-[4-Q-ZRAFTEAETBA)RE-1- AR5 3-RBME-A-2-FTAX
B,

6-[4-Q-Z AT EE LA )RE-1- KR %R-3-RBQ-A4-TAX
2 )BuEE; :

6-[4-Q-ZRAFAEXTBA)RE-1- AR E-3-RBRU-A-2-FTAX
BBk

6-[4-2-Z AT AE T BA)RE-1- AR E-3-RBRQ-A-5-FEAXK
) BREE;

6-[4-2-Z AT ARXTBE)RE-1- AR R-3-RBEG-A-S5-FAX
) B

6-[4-Q-Z R TFTEXTBE)RE-1- KR E-3-RBRG-A-FA)BL
i

6-[4-Q-Z AT A X TBLE)RE-1- LR B -3-RBRQ-A-FKE)Bt
R

6-[4-C-ZRFERTBA)RE-1-A R E-3- R BRU-R-KL)BL
B

6-[4-2-Z AT AR FBLA)RE-1-A |2 5-3- BB 4 —AFEL)
Bh s

6-[4-Q2-Z R F 2R T B A )RE-1-A)RE-3-RBQS5-ZARE)
Bt Rz ;

6-[4-Q2-Z R F AR T B )hE-1- £ -5 3- R BG4 AXK)
B ;

6-[4-2-Z AT AR FTBA)RE-1-R R R-3-ABQ,3-=AER)
Bl
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6-[4-Q-Z R T AR T BE)RE-1-A R E-3-RBRQ,6-= AEL)
B A ;

6-[4-2-Z AT AR T BLA)RF-1-K R %-3- KRR (TH-E%-6-K)
BB

6-[4-Q-Z AT EARXTFBA)RB-1- KR %-3- R B E-2- K8t
iz

6-[4-Q-ZRFTEXTBEA)RE-1-R R E-3- BB 2,3 —&4H
-1- K BB

6-[4-Q-Z AT AR TBLAVRE-1- A |RE-3-RBROAH-T%-5-%)
Bt e

6-[4-Q-Z AT EFXTBLEA)RE-1-A B -3- BB QH-[1,2,4] =
3K BR

6-[4-Q-Z AT AR T BLE)RA-1- KRB -3- A BG-TA-FEd
-5- 3K ) BhRE;

6-[4-Q-ZRFERXFTBLE)RE-1- LR B 3-BRG-FTA-FEe
-3-K)BhRE;

6-[4-Q-Z A FAEF B A )RS -1-R KB -3- K B (IH-®-3-14)
B AR

6-[4-Q-Z A FEEXFTBE)RE-1-R | E-3-H B G-FA-1H-v
3K ) B

6-[4-Q-ZRTFEETFTBA)RB-1- K5 3- BB E-2- L Bt
Jée;

6-[4-2-= AT AR T LR )% F-1- KR % -3- R85 -2- A Bt
i

6-[4-Q-Z AT EARXTBLA)RE-1- KRR E-3- B BMU-TE-HR
22 ) Bh A

6-[4-Q2-Z AT AR T B A)RB-1- AR5 3- A ME-AK-23-=
S BT -4- 2K ) BLRE

6-[4-Q-Z AT AR T BLA)RE-1- £ | B-3- AR (6-AMK-1,6-—
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ST -2- ) BEAE

6-[4-2-Z AT EEXF B E)R%E-1- KR %-3-RR(2-AK-1,3-=
$ 72 R IR [3.1.0] T-3-H5-4- 2 ) B e ; ,

6-[4-(2-= R F AR T B A )R %-1- K -5 -3- R B (5-AK-4,5-=
£.-1H-vth w320 ) B Rk ;

6-[4-Q-ZRAFTERXFBE)VRE-1- KR E-3- B8R [1,34] 8=
-2- K B

6-[4-Q-Z A FEARXFBA)RB-1- KRB 3- R EL2- A8
P

6-[4-Q-Z AT EART B A )R E-1- AR E-3- KB 2,3 S
-5-F BR Ak

6-[4-2-Z AT E-EFBA)R%E-1- AR5 -3- R B wbog-2- A 8

6-[4-Q-Z A FERXFBRE)RE-1- AR B-3- R -3- X B
6-[4-Q-Z R FEAXFTBE)RE-1-R R B-3- Rz -4- K Bt

6-[4-Q-Z AT AR T B A )R B -1- AR B 3-R B (6-RAK-1,6-=
£.[1,3,5] =% -2-2)BhAk;

6-[4-Q-Z A F AR FTBLE)RE-1-K 155 -3- LB (5- F-Hh"e-2-
A)BRRE;

6-[4-Q-Z AT ERXTBA)RE-1- AR E-3-REBRU-RA-XK)
B ;

6-[4-Q-Z AT ERTBLA)RSE-1- KR %-3-REC-RE-XK)
B ;

6-[4-Q-Z R FTARXTBA)RE-1- AR B-3-RBEE-RE-XX)
B ;

6-[4-2-Z A F AR T BLE )RS -1- K )R 5-3-RBRE-RE-RR
2-3) B
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6-[4-2-Z A F A X T BE)RA-1- B RF-3-BBRA6-= F L8
e -2-3) B Rk

6-[4-Q-Z A FEAEXFTBLA)RE-1- K > B -3- 2 8 (2-R-"1R-4-
Bk, ‘
6-[4-2-Z A F AR FBLEA)RB-1- KR %-3- R B (1H-) % -6-
BR)-BLiE; ‘

6-[4-Q-Z A F A X F L)%k %H-1-A 4% -3- K B (1H-"%k-4-2)
B

6-[4-Q-ZAF AR T B AR E-1-A %5 -3- KB (1H-7] = -5-14)
Bt A ;

6-[4-Q-Z R F AR T B A )RE-1-A | 5-3-RBAH-%=-6-2)
[

6-[4-Q-ZATFARXTFBA)RE-1- KR E-3-RBRI-F R-E
-2- 2 ) BRI

6-[4-Q-ZRAFTARXFTBA)RR-1-A|RB-3-RRG-TA-E
-2-2 ) BB

6-[4-(2-Z AL F AR T BLE )R B -1- A 1R % -3-R R (5-AK-4,5-=
£.-1H-[1,2,4) ==k -3-3 ) Br Ak ;

6-[4-Q-ZRAFEARXFTBA)RB-1- K |5 -3- B BOAH- Kk
-2- ) B

6-[4-Q-ZRFEARXTEE)RE-1-R | RE-3- KB 6-F ER%E-3-
E-SY. ¥

6-[4-Q-Z AT AR TBEA)RE-1- K 1R E-3-RB6-TFAARS
-3 ) B

6-[4-Q-Z R FTEARXTB A )R SE-1- % E-3-HBG-R-FXE)BL
Je;

6-[4-2-Z AT AXFBLA)RE-1- AR %-3-RBG-A-2-FAXK
) BB 4

6-[4-Q2-Z AT AR FBA)RE-1- A R%-3- R BRQ-A-3-FAXK
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) B

6-[4-Q-Z R FEARXFTBE)RS-1- L RAE-3-RBRQ5-ZRKEKL)
B R ;

6-[4-Q-ZRFEXTBE)RE-1-£ | RE-3-BBQ-A-5-FAX
H)BLk;

6-[4-Q-Z A FTEARTBE)RR-1- KR E-3-RBQ-A-6-TEX
R)BLAE; |

6-[4-Q-Z AT AR TFBA)RF-1-R|RE-3-RBRE-RA-2-FTAEX
E)BLEE;

6-[4-(2-Z R T AR T B )R B -1- K Ja%-3- KM 4-R-3-FEAFK
E)BuRE;

6-[4-Q-Z AT ARTEBE)RE-1- AR %-3- B HME-A4-FEX
B9 ¥

6-[4-Q-Z AT EAXTBE)RE-1- AR E-3- B BQ-R4-FEX
H)BhAE;

6-[4-C-ZRATFTEAEFTBAVRE-1- R R E-3-RBQ-R-5-AEL)

N
6-[4-2-Z AT AR T B K )R % 1- AR E-3-RBG-R-2-AER)
Bt iz ; .
6-[4-2-Z AT EETFTBE)RE-1- KR B-3-RBQ5-—AEL)
B R

6-[4-Q-ZRTFEARXTBA)RE-1-A R %-3-RBQ6-—RERL)
BB ;

6-[4-Q-Z A FRARXFTBLA)RE-1- K] RE-3-ABQ-ZATAX
B,

6-[4-Q-ZRAFAETBA)RE-1- R |HRE3-HBE-ZATAXK
) BLRE; g

6-[4-2-Z AT AR T BLA)-RE-1-A R E3-RBG-ZAFTAX
) BLRE; \
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6-[4-Q-Z R FTEAXFBLA)RE-1- AR5 -3- R B XL BLAE;
C6-[4-Q-=RTAXTRA)RE-1-R]RE-3-RBG-R-2-FRE
R )BEAEE; |
6-[4-Q-Z R FAXFTBA)RE-1- KRR R-3-RRQS5-=FEE
KA )L |
6-[4-C-Z AT ERXTBHEA)RBE-1-A A 5-3- R BQ-RA-4-FEAE
A)BLAE;
6-[4-Q-ZRFEEXFTBE)-RE-1-AREI-RRUE-FEREXE)
W M
6-[4-Q-Z R T AR TBLA)RE-1- AR 5-3-ARQ-TAREER)

W

- BB
6-[4-Q-Z R FEEXFTBLEA)REB-1-Aid%-3-BBRGE-FAREXE)

Bz ; |
4-({6-[4-C-Z R F A X FBLA)RE-1- AR E-3-H AR A)-K
VBV B

4-({6-[4-Q-Z R TFTREAEXFBA)RB-1- AR B-3-F A8 E)-XK
¥R

2-({6-[4-Q-Z AT AR T oK)k % -1- AR %-3-HEIRE)-F
VR V&

2-({6-[4-Q-Z R F AR FBA)RB-1- AR E-3-HEAJRK)-XK
¥R
6-[4-2-= R T AR F B A)RAE-1-H % -3-RRG4-—AFL)
BLAE | |

1-[1-(4- R K FE) LA ]3-{6-[4-C-Z AT A X T B £ )R%-1-K)-
ik -3- K k.

364 33
1% R N ST AS AR T BRI 6 R I BE-4 B A
S48, A Bl 7 40 7E M
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1% F SCD B&#= Brownlie % A #) PCT 2 F % F| ¥+ WO 01/62954
W $BiE G ALK RIS T iR, BB TARARREHAE A SCD # 4 A 69
D BT RAAR 64 4 & s

BE2ERRAS%E B ER)RBT, ¥R GHEKNES. K
Bk R R ICR PREREABEFLNBRX LR, ZRFAR
0.9% NaCl Z& 7 Behtht, A&, FRATALHE, REFNKA, FF
A BAERE 4°C Ti4T. A 4 R Potter-Elvehj'em EEHRE,
A4 0.25M B .62 mM BB 474 & (pH 7.0).0.15 M KCI. 1.5 mM
N-BFRER. 5 mM MgClL A 0.1 mM EDTA #35& ¥ (1:3 wiv)
ATIES Rk, AR RE 10400 x g TENHH 20 min, BRELHH4
i, Ad=ETROFLR EFR, £ 105000xg T&H S
60 min. A B/ REARBEHEABRAREEZRERF TH
FlH BT, HAE-T70°C TRAE. B PN EaIKTROHEHZ.
AehFaZEaAmEuNEEaRA.

DB RBARE RS —RIET

¥ 2 mg HEAZTOREE 15 ml FHRERTERELRE 333
pM # 0.20 pCi KW (1-1°C AZHE). 4 42 mM NaF. 0.33 mM
Jo % BLik. 1.6 mM ATP. 1.0 mM NADH. 0.1 mM %8 A 4= 10 pM
RO RENTRTREPRIRL., KT FERANRR, &
i 15 P4 HRBARBGTORERE, BERE, SHIEBHA.

e TR AER: A 10% KOH LR B ReY, RE#H %R
W88, A BF;# st —& Fam, B3 HRAM E#%MHPLC)
DM BT B, '©1£4 Hewlett Packard 1090. R &A 205 nm =&
TR F) A BB 4Y Series IT &35k, 4 BARRKEE AN HRLE
¥ B171 &, Beckman, CA) (] “CAEMAE 97%K F)Fnik 4k 24
nBondapak C-18 (Beckman)iL A %4 #) B A L& K48 ODS (C-18)
Beckman (250 mm x 4.6 mm i.d.; 5 pm #2). AAZ % 1 mL/min
B LHEEIK (955 viv) AR B> BB TE, AX5TROHFEN
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stb, SRS TE., THERK, TAILHT A ELEGOR
HEEEETLOS MBI T B,
AFBEARAR fo il 2tz 2 JATEF B, TR FRZK
I 5t AR AR ARG Bh-28 B8 A K A0Fe BB M I HI4EA .
BAZRETHARMNKEY, RARARBRLEWETETHHA
SCD W4 M EM., BEBRRAALERBUEDHTEZRETHREY
% SCD B #& b R 2 5L 8.

LA S

AWRRAEFRANF/XFERBRATHAGHALBEA., £
BEAFHBmY. 2EFHTF. SFREH. SFRFHTFERES
Fl R FREXGIARIEARFE.

MERHP R TP TUAERGR, FEHTHIENB Y, KX E
ZHATRAEXAYGEAERRET R, TS RRERLRA G F
R AESFER, Bk, BRTRmaRAZRANS, KEPRZIRA.
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