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AREPFEAFRIBIEBHSRN TSN FTE, BT HESHE
E%ﬁ%%%%ﬁﬁ%ﬁ%¢ﬁm%+m%,
|
R3—A )
R2-A3§A;]:: S>—J—R5 ()

L. G-Ro

£F RO; R1; R2; R3; R4; R5; Al; A2; A3; A4, QA= JEAH T4
it 4 4-3L.

ARAHF

AL PR ABRARMY RBaES %, A Ta 2-R-MEAFR
Fo N-BAR BT 46 4] & X 169 £ A1 R AT AR £ F i N-BRAK 89 R IFoko R R4
FHtoked,

Rk EH YT LT REEAA DLTHAA HHAT T GRS LEH
(D. A. Horton, G. T. Bourne, M. L. Smythe, Chem. Rev. 2003, 103,
893-930). BitsF AR I| A B EMRL $ BRFURAALEETFAFTEHN
Ko XA A KAk oM A IR R DB T K ASHER AT
KAkt S RBAF S ENEHREMIERNGRD, HRFEREB LRI
AFNEAG B E RS EEZZE(W. Wienen, M. Entzeroth, J. C.
A.Van Meel, J. Stangier, U. Busch, T. Ebner, J. Schmid, H. Lehmann, K.
Matzek, J. Kempthorne-Rawson, V. Gladigau, N. H. Hauel, Cardiovascular
drug Rev. 2000, 18, 127-156; N. H. Hauel, H. Nar, H. Priepke, U. Ries,
J-M. Stassen, W. Wienen, J. Med. Chem. 2002, 45, 1757-1766.).

LR, RFRLRREFFRLYGAERRTF LAHHER. Flik

14
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FIt Bl 3RSkt R Rkt T A TR B A, el otk A IREA
FEAA. FREA. FFEDH. FRRA . FTHHNPXFEHA K
YA GERA . RABFREARSY.

R CANE S PUEY £ TP TR UL
— A REF ERAFHRERK. SEIARGRELEEZAR, £5EA 72
N-BRAR 84 R FFok et % RS R FFoked 98 Al RIRAFHIRENHE, £5H
ERYTRAFARBFEETAREEMN S VIR DLERDEE G B
Z B PR, HARAKBKEFEEAZRP. N Preston, in The
Chemistry of Heterocyclic Compounds, Vol. 40 (Eds.: A. Weissberger, E. C.
Taylor), John Wiley & Sons, New York, 1981. P. L. Beaulieu, B. Haché, E.
von Moos, Synthesis 2003, 1683-1692. D. Yang, D. Fokas, J. Li, L. Yu, C. M.
Baldino, Synthesis 2005, 47-56; Y. M. Yutilov, Adv. Heterocycl. Chem., 2005,
89, 159-270). 3tsl, FF&F MR X TV W4 & FFFoked & R4
FHoked, posh, SAIRFR, REAEEEILERA T N-BRREK ke
IRGRBAEENME, pREXMH, LRBERHAL.

ERCAZRET A TR T A G Rl LB M-BLT R, 12
RIVFFRAEERA 2-OR-FHIEF IR EH], Wei Deng. Ye-Feng Wang.
Yan Zou. Lei Liu. Qing-Xiang Guo £ =ANEH F#HAT 1-8-2-FK XL
KFBRE, N-FX CBLAE fortbe bt -2-BF 4918 BK (Tetrahedron Lett. 2004, 45,
2311-2315), ¥AA Artis Klapars. Xiaohua Huang. Stephen L. Buchwald,
E—AEHPRAT 1-8-2-AEKE KT B ABRIK(J. Am. Chem. Soc.
2002, 124, 7421-7428), R, EFTELRE Lk P RA L ERTATEF k6
JEH T AR T RSk R R A R okek 6 KRB A K. susbh, 2-HK-
SRR Fe N B AL R UBBA R Bo7 h -Bia g A M,

KA N-BAR G Rk R R A FT K 9 PR R A B iR 2R
¥ A FEat B B MM R B B e Rk B R e MR ARG, TR REAR £ 49
BAKA., B, KA THEHHRRLE R F 6 LD E AL W
FEMR R AT RARA A .

15
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& AL

AERRSH X 4 2-AK-PER T2 A X T GBRARBLET 4 E X 1
H AR ES T N-BRARG R R R R AR kb gy A AR
RIRAF A RIER, B REA—F & 2A B LB A 694R 0091884
i, AT hBRAE - R-AAETBREFAX IV P ERGRD. ERALXAS
—Z @Y, RATEIMEALRANEXN IV FEKRME T RERLFRILE
ABFETR2). ETRTA “—453%” TR E T T B 1 AR RA
W B “—RRRAL” ), RAEENEBTEFE T RGETESE 1
AT G RAT, BHFENBFREBRBENT b T TR, IBRKT %
B R TR K695 T H Q3R T4 R N-BRARM K Fokek X,
AR R 3ed. EHRBLBHBAL., BRLEANFE. —45
BERMEEHBOBZEEZIREN ST %, BRIEFHRIETA NS
Fa AR #H ., I, REFHESTLEWERARSHELHHE, €N
TURRGRFFIHA EETARM.

R4 0 R4

|1 ;\|I+ (@) ' P|+
R3—AZ" “o” )k SAL N
b + H—N" >y —= R37A | 5 $ 5% 1
RITASNA S L R2—AY A
' § R '?4 NN
! o 1@ L
(n () (V) RO
R4
(Al N
R3—A? 1
—_— N—J—R5 (1)
\
R1 QRO

Ktk

AERHE—AHER LW, FER LW 25 LR
Ko Al T K AE R 0 R AR K LAy 4 78 b T ot
CETTERTS

16
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s

Al. A2. A3 Fo A4 LIRS AR TRER T, HE5EMEsE
WBRR T —RH RAE T F IR R,

Q&

«(C1-Ce)-T At A, H & BAt A RIS R14 301 5 3 2 B4R,
Z B KA,

-(C3-C8)-FR A, P INREKRBBRMRRAK R14 I 5 338 F4K,,
ZBRARREBAK,

«(Ce-Cra)-F 5, o FARBRRIM RI3 HAm T HPRR, =
B, ZBRARRWBRK; RHF

-(C4-C14)-Z 7K, b 25 A RBIRR R R13 LIk 5 338 B,
ZBA. BRI,

J &

M4,

(C1-Ce)-TAe i, H o BB ARMIAR KA R14 AR 5 30 IR,
ZBAREZBAKX,

(C2-Cq)-Tdk, F MR ABIARRAM R14 B bdk 5 300 BB,
SRR EZBRA,

~(C2-Cg)-T ki, H T b RAMIAR KA R14 IR 5 308 B,
ZEAAREEBAK,

-(C3-Cg)- 32 A, H ¥ 32 A RBIARRM R14 HbIR 7 2 2 BAX,
Z AR KR,

(Ce-C14)-F A, F ¥ FEARBRARIM RI3 BT ERR, =
B, ZBRAAORAK; XA

-(C4-C14)- 35 2, Fdr 4 5 A AR R R13 IR 5 308 IAK,

17
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ZBA. ZBRARRWERA,

RO. R1. R2. R3. R4 # R5 Ik IR EI X KRE, HHAE

a) &&T,

b) -(C1-Cq)-3t %, ¥ RERMBAIME RI3BRK—KREZK,

¢) &,

d) XEEA-, L P REEAARAMBRIM RI3BRK—KREZR,

e) -(C1-C3)- BRI,

f) -N(R10)-(C1-Cq)- 2, FHPiARMBARM R13 BR—KE=
R,

g) -(Ce-C14)-F 2, H¥ FERBIARIA R13 HobiR 5 3 2K,
ZBAX. ZBRARKWERA,

h) -(C4-C14)-%F 5, H b &FERMIBARIAM R13 bR 5 3 2 B
K —BAR. ZBARIWEBRA,

i) -(C3-Cg)-3Ri2 &, £ ¥ Ak 303 K RIS R13 b Ik 3 30,5
B, —BAK. ZBRAREERNK,

j) 2 1.2.3 R4/ A R ARANERRE T 3-£ 7-LHRREKL,
HF BT R ORI R AR RA R13 b dh 5 3 A, B ZBRAK
R IEAK,

k) ~O-CF3,

1) -O-(C1-Cq)- 33, HPREARBEBARRIM RIZBR—REZR,

m) -NO2,

n) -CN,

0) -OH,

p) -C(0)-R10,

q) -C(0)-0-R11,

r) -C(O)-N(R11)-R12,

s) -N(R11)-R12,

t) -N(R10)-S02-R10,

v) -S-R10,

18
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w) -SOp-R10, EF n & 1K 2,

x) -SO2-N(R11)-R12, K&

y) £ Al. A2, A3 K A4 PH—AREANAARBTFHELT, Rl
R2. R3X R4 FEV —NREE, R4

R1 # R2. R2 # R3 &% R3 # R4 5EMNEBHYRTF—RHBRELS
K% 0.1, 2. 3R4MLAR. AREHLBRTY 5-£ 8K, LPAT
BRI RMIARIAM R14 BAR—K. K. ZARDTK,

R10 2 8ETF, -(C1-C3)-RABER(C1-Co)-1 4,

R11 F= R12 2k 5 3AR Rl X AR, FAZ

a) BT,

b) -(C1-Cg)-$24, H T A RBMIARR R13 4L bl 5 0 L IRR, =
BARK =B,

¢) -(C6-C14)-F 2, H ¥ FERHIRK R R13 b ik 5308 5K,
ZEBRARREZBRAK, X

d) -(C4-C1q)-ZF A, H P E2FEARMIBNRRAL R13 LI 5 3 £ B
Rv ZBRERZBA,

R13 K%, -NO2, -CN, =0, -OH, -(C1-Cg)-%t&, -(C1-Cg)-H &
&, -CF3, X&X-, -C(0)-R10, -C(0)-O-R17, -C(0)-N(R17)-R18,
-N(R17)-R18, -N(R10)-S032-R10, -S-R10, -SO,-R10, HE+ n 2 1 % 2,
-SO2-N(R17)-R18, -(C¢-C14)-F 2, H ¥ FE AR R R14 iz S
HEBR, ZBRKZIRK, (C4-Crq)-ZF%, P LFERBRRR
X R14 fR Ak 5 0 2 BAK,, —BRARR ZBAK, -(C3-C)-3RE R, Hdprid
TR R AR KA R14 HbIR 5 3 AKX, XE s
EKZ 1. 2. 3X4ANLEA R AREM BB TFH3-2 7-LHREL, £+
AT R SRR BRI AR RAR R14 b IE 5 3 B, BB ZRAK,

R14 2 #%. -OH. =0. -CN. -CF3. -(C1-Cg)-}&. -(C1-Cq)-5% &
#. -NO3. -C(0)-OH. -NH3. -C(0)-O-(C1-Cq)-32&. (C1-Cg)-3 £ 5%
BA . -C(0)-NH-(C1-Cg)-5tA . -C(0)-N[(C1-Cg)-B%]2. -C(0O)-NH3,
-S-R10. -N(R10)-C(0)-NH-(C1-Cg)-%t%, H-N(R10)-C(0)-N[(C1-Cg)-%

19
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A2,

R17 #= R18 &bk SARR R AR, H AR

a) 2RT,

b) -(C1-Cg)-}t. 5,

¢) (Ce-Crq)-F%-, A&

d) -(C4-C1q)-#F A,

T 7 ik 636, AR, B, BRARERFENGEFET,
12 X 11 1454

R4 0
| 1 Ih‘l+
R3—AZ" ~o”
| 3 l + (i)
R2_ >~ 4
? X
R1

HE+ R1. R2. R3f/ R4 2o X I v AT ENL, A
X & Cl. Br. I. = #8885 (triflate) X /L. T #4885 (nonaflate),

5X M teeMH B E,
O

H—l?l J=RS ()

Q—RO
£+ Q. J. ROFR5 X 1 FAEX,
RIFEX IV b9
o
1 + -
R3__'?‘2’JA\ ! N\O
Re—A , //Z (V)
N
R1 / J-R5
Q-RO

HAEZRMN AR ZBERNGAETHX IV ILSHEARX TEH, UA
1Lk do s X TS A LA TR PoTRT 6 3.

2) REPALFGER THEEX 1My F ik, £+

Al. A2. A3 F» A4 HSENMNZBNHER T —RE KL R, R, ik
%, W, HR, ZERETENEITFARRIEFTR,

20
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Q=

(C1-Ce)-T Ik, H ¥ Tl RAKIRAR R R14 M bIR 5 3b F BAX,
ZEBARR B

((C3-Cq)-FBE, HFIR2ERBIRARIN R14 0Tk 5 30 BB,
ZBRARR B

FA, AP RXERBIARRAM R13 K sbIk 5 b BAR. —BRK. =&
KREWBRAK; A

(Cq-Cia)- R F A, AP RFAEarrgsd. K& RAH- %
). REFRSfoked X, RAEAL, TERAE, KRESRTHREA. Xk
s FobekA . FoREY . EH KK (benzothiophenyl). R HFIE
L KPR R, b= R, Bitwed K. KA, FoRE
s e K daH-mEe K. eRek R BSFoRobmaak. Fofubeh k. ¥
ik, HEEHRE. 45— Akl . —FEee k| A 13- 8 S
ixﬁaf“‘f{ 1,3- =R AN 33-—8[1,3,4]FEE2 L. 6H-1,52-—%
A, ZRexIF2,3-b]-W AR E. @Ak, skef K (furazanyl). ke
sk ";Ivalé%i;&‘ sked B 23- S4B A, IH- A, —&"%L. F
gE A, gRA. SH-SBIRA. ARRmA. FXF_EdmE. F
AR FATIRAL AIRA. kR, ek, AR AL R
e . IS FREekokR . FRERRS A, 2-FIEeek . BRAA K
% (ketopiperazinyl). "Gk . FsZH (naphthyridinyl). N&FEokE.
MEoep K. 1,2,3-B8 e 3K, 124 B8 e K 1,25 M8 = K 1,348 —mk
AL 12-BE-AEIRERE. 12-BALRAIE. 14-AREBFERL.
14-F8e R E A, 1,2-08% K. 1,3-F5A. 14885 K, B, ek
A BB SRR THRA. SAFRFRA. FrA. bk uaik.
weEFE A . 9EEE X (phenoxathiinyl). R L. 23-—REBAL. %kE
A ovke ik, #ema, B, mbehd. abmil. bl ehedek
o 2 L osthed HF[3,4-bHE . vdR L. wbmRSFEe K| abezfeked K Wb
e 2. s (pyridinyl). PR E (pyridyl). U A sheRA A ek
RITER A . vteok R . 2H-vheb R wbeR . Bedgk R | ebok R | 4H-EE

21
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A BENE, £THA. WRAHA. WEFEHkL, WHEAHhL. T
S, WaRHA. WEMWRE. v EREY K (tetrahydrothiophenyl).
WoaA, ek, 6H-1,2,5- K —%F A, 123 ek k| 124K b i
125-F = K, 134-F - | RERA, 12-R54. 132524, 14-
REA, 13-Ee R, Eeb R Red s K oRebok R, R BRAKT
A B ifRed K, R K| R Steoked K | ALK TEL. %
ARGk A . FAE XK (thiophenolyl). 30 (thiophenyl). Erhi . 1,2,3-
ZRA 124-Z% K, 135Z%4. 123- =244, 123- =4, 124-
= 125-Z0 K 134- = R felbeb X, S B P A5 A KA,
R R13 sk 5 302 A, B, BRI IR

J&Z

e,

«(C1-Ce)-T I, HF Bt RAIRK R R14 S0 5 3, B BAK,
ZBRAREZERAK;;

(C2-Ce)-TH A, HF BHFERBIRRAK R14 I8 5 302 A,
ZBAREZRAK,

«(C3-Co)-FJ2A, HFIRBERMIAR R R14 IR 5 30, B IRAX,
SRR EZIA;

FAE, P RERMIRARAL RI13 b Ik 530 B AK,, —B4K, ZIR
REGEBAR; RAH

«(C4-Cre)-#F 2, EFHFE4 b XHTEUHH L AMBKIIK R13
AR 5 B, AR, ZIRAR R,

RO. R1. R2. R3. R4 f= R5 bl S AR KA E, H L2

a) &RF,

b) F,

¢) Cl & Br,

d) -(C1-Cq)-be i, HFREARBIRKIM R13BK—KE =X,

e) -(C1-C3)- AL,

) &, AFRERBBRARIM RIS BRR—KEZX,

22
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g) (C4-C14)-#F X, K ¥ #F Ko b LA R SUH BRI R
R13 b AE 5 i R, R, ZRARDERAKA,

h) -(C3-Cg)-3FI2 A, 3 F Ar ik 3002 K RARIRAK R R13 bk 5 3%
BA. B ZBRARWIAK,

i) 3-£ 7-7URREL, L hrkE
M. LA R AERARR. 12" TEHE. 1,3-=
R A (diaziridine). =R &AM (diazirine), —IE=, —Ek . 5] =&,
ZI R 1,3- R4 IR (1,3-dioxolene). 1,3- =& FLIRRAE. k. %k
FUEed b, 2-F0Eekok, BRAGWR, BAARE. Dok, 1,2-BAARIKELK.
1,2-FAA SRR 1 4-B R LR ER. 1,284, 13-4, 1,4-E%, E
W, AERAR. AEARTHR. FATK. %P R, b, gk, o
M owpbebelR, wbebT. wXER. WLBE. EUE. e, eheBobr. veERER. b
Aok, WERAAW. WEAAH. WARE., WE, weg, E ook g ek
1,2-°8%. 1,3-8%. 1,4-K%, 1,380, Kok Eedbr | efodok, g it
RERTHR. ARG, K, 1,2,3-=%. 1,24-=%. 1,3,5-=%. 1,.2,3-
Ze 3 1,2,4-=7, H R R13 #sblE b2 RA. —BRAK. =
FRAR B, T BXAR,,

j) -O-CF3,

k) -0-(C1-Cg)-52k, HPRERMBEARRK R13 BK—KE=ZX,

1) -N(R10)-(C1-Cyq)-52 5, HPiiRBIRARM R13 BRRK—KE =

TH. KA. K43N
B, 14-=°7EH. —

A s

= %
N 7

m) -CN,

n) -OH,

0) XAK-, HFREARBBAREIBERI3IBRR—KEZK,
p) -C(0)-O-R11,

q) -C(0)-N(R11)-R12,

r) -N(R11)-R12,

s) -N(R10)-SO2-R10,

23
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t) -S-R10,
v)-SO,-R10, A ¥ n 212,

w) -S02-N(R11)-R12,

x) -C(0)-R10, K%

y) £ Al. A2, A3 R A4 FH—AESAAHRERFHHEALT, RI.

RIXRAFES—ANATAEE,

R10 R 2R F. -(C1-C3)-AAMEZ~(C1-Ce)-F A,

R11 #= R12 4 sbd&k 5 AR R X AR, HEAZ

a) 2&RT,

b) -(C1-C4)-5e A&, H ¥ RARBIRAIM R13 bl 5 2K, —
BRI ZBEN,

o) FE, B P REARMIARIAM R13 HL I 3 3 BB, IR =
BAX,,

d) -(C4-C14)-HFXK, P EF X4 b A ELHBRBBRAKRK
R13 bk 7 3 AR, IR R AKX,

R13 Z F, Cl, -CN, =0, -OH, -(C1-Cg)-bt&, -(C1-Cg)-E L,
-CF3, X & 3 -, -C(O}-R10, -C(0)-O-R17, -C(O)-N(R17)-R18 ,
-N(R17)-R18, -N(R10)-SO2-R10, -S-R10, -SO,-R10, % n £ 1 & 2,
-SO2-N(R17)-R18, F &, H 9 KA RMIARRA R14 S 3k 5 3, 8 BAX,
ZBRARRZBA, (C4-Cre)-#F A, HF 25K EXATR B AM
BAR R R14 M 5 30 R B, IR K ZBAX,, -(C3-Cg)-SR12 4, 3
W BT i 302 K R AR IR R A R14 b ik 5 3 2 AR, —BRARAR ZRA, XK
& 3-F 7-ARREL, Hde B AR U BRI A R14 b3 5 3
BB ZBRARH B,

R14 £ F. Cl. -OH. =0. -CN. -CF3. -(C1-Cg)-$#. -(C1-Cq)-%%
£, -C(0)-OH. -NHp. -C(0)-0O-(C1-Cq)-$t. -(C1-Cg)-SEAEBLAL
-C(0)-NH3, -C(0)-NH-(C1-Cg)-%t# . -C(0)-N[(C1-Cg)-% %]+ —S-R10.
-N(R10)-C(0)-NH-(C1-Cg)- 5t & R~N(R10)-C(0)-N[(C1-Cg)-5 A2,

R17 #= R18 & 32 3 A0 F R ARF, HHZ

7
"
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a) &RT,

b) -(C1-C4)-¥e2,

o) KA, A&

d) -(C4-C14)-# %%, A

X ZCl. Br 1.

3) AKXPETERA THEX 1LSHey7iE, £+

Al. A2. A3 #= A4 5EMNEBGRR T —RY AL f KR UWENGTE

EFIRRF R,

Q ARA,
J R ENEE, (C1-Ce)-Thti, R BAuERBIARM R14 HLIR

FIHBEBAR,. ZBARREZBAR,; FE R

R2.

RO. R1. R2. R3. R4 # R5 kbl 3 AR R AF, HHE
a) &&T,

b) F,

c) Cl,

d) Br,

e) -(C1-Cq)- Y.,

f) -O-(C1-Cq)-3tk,

g) -C(0)-0O-R11,

h) -S-R10,

i) -C(0)-R10,

h) 72 Al. A2. A3 X A4 PHAISIAARETFHHEILT, Rl
R3X R4 FPEY —ANAREFE,

R10 & £&FHA(C1-Cq)-S2 2,

R11 &

a) BT, XA

b) -(C1-Cq)-5t%,

R14 % -(C1-C8)- & K -C(0)-0-(C1-Cy)-5uk, HEH

X & CI. Br k1.

25



200880021896. 4 oM P E13/35m

BEARRAFEFATHE AQERFENCRZZIHGER: L+ X
. I f= IV A%, RAEAFH, BARRAZTEGRES ZRYTEN
HRAREE, AR BT RACFEM G RO A RTAKRA.

PR e FEmeEad: X FR ZFR H=FX. LH. O
Sk, —FATBAE., n-FARESKIR, —FABE. —FRMR. (2-
WHRACR)BRUE., KK, HZFERIFTR, RHLTX,

AL F kT T BABEA RIS Y, LAERTZARA
ReFp4) BT 4R K BALFE L RGFRX IV AW BB R HATE
o REIR, XY BRAE LS EG Y EAE LS BEAREE T4
WM. BEBE. fnd. BEEAY. RBREFFBRERKLAS
R AR A AR, ik R R BRAT R BEBRAT, e Al R BRAA,

BERAETX IS 2-gRK-AEFRERT TN, THH
EEAATFX IS 2-R-FEEFR, L1ZE28EF, TAHA
WRAETX I 2-0R-ARFZ 14 FTL TR,

AT ik A AEAR R A TRE: RORKEFASKY. 22
TH| QIR RIRTF: RAAID). BALAT). BILRDFEALFD). HKikh)
PEARF) A LA (D).

BERAETFX NS 2-AR-AEEFTRH 0.1 BR%-30 BER%
# B AR . AR TR A LB AT X 1896 2- I R-FER
BA1ER%E I ERY%.

ATk PARR G BAR A ok R B TR, FFT AL A A THREY:
LB  NNF R NN-ZFE-Th-12-—8. NN-=F X-T¥kx-1,2-
B N-TEACLZB NN-—FRA LB .NNN-ZLF K. NNN,N-
W e, RX-1,2-3RT R AX-1,2-FR T =, RX/RX-1,2-31
S, NN-ZF R 12- KT, NN-—TH-12- KT . NN-—
AE12-FET R, 1,3-A=R. 1,2-FX 0. FE=. PR, TR, 9-%
ez, 9- B R 4-FEAR, RERKE. 4-(2-7524B£)E K8, 1,2-
Z5-1-2-(2-" T R)- T #)-3,6-7 7% —FR . [1,10]3F 8ok, 5-AH2-[1,10]3E %
ok, riEBok. R EE. 2.2-FEEok-4,4- — R BN 3 (bicinchonic acid
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sodium salt, bea). 1-(4-T ) BALHRES . 2R R Bt 2h s dh . 8-z
ok AR, —FTRARACER, W TEL, -2 AR TR, 3-Fiuw
BLi. L —Bf. wbeg, 2-R/ALAwkee., 2-2aknw, -, 4- 8k ke,
2-T A, 2-RAA-6-F Ay, 2-(RAFTHAAR). 2-(BAF AumR).,
-5 -6- T, 2 FEREAME., 4-—FRLAAAWZ, 2-2-B1 2
A)-o . 4T AR, 3-TBLERATE., 2- KA. 4-F KR, 4-
FFBAAE. 2-Q- B A )uor. 2-F AR, 2- KB, 31 A
BE. 1-Q-"eZ )RS, - 2-hur KA. -0 A LERTES. 2-Q-—LRAA
ATH)RR, 4-Q-ZCERETH)WR. 2,6-—-BRT AW, (S,5)-2,6-
I (4-F 7 E-2-HErd k-2 F)RboE . 2,30 W R, 2,6- — FBR. 3.5-
I P B, 1,3- - )Rk, 2,3- -3k 23T AR, 2,23t
P 2,2- 2k, 4,40- T K 2.2- ekt 3-BR AT, 2-F AR 2-(2-
FRAR ). 3- AR F X2 (3-hydroxipicolinamine). 3-# %
e FER . 2,2°:6°,27-= 0o, 2-F EE. 6,6’-—=-2-F A, 24-—F
ke, 2,6-—F Aobie-0-2,3-— 8. 2,6-—F A 24,6-=F Kekrz,
I BEAE . R FER LES. SFIEER LB, ek, 2-FESuk. 8- A ebuk,
8- LBLEASOR, 2-F A -8-A AR, 7,8- Kk, 2-F A8k, 2-3K
"9k (2-quinolinethiol). "£ok-4-F 8. 2- KA A4Sk TR, 24-F K Sk
M. 8-TRABMHSAERIAE, 8-BA S MRSk, 4-RB-T-(ZRATFR)-
ok, 8- RS- FAB—KAY . S-FHABIREEL . Fobak, Fobek3-
FER KA. 1,4,5-ZREE. Bk, FHEBE. $%. 4-8ET=.
LARRKA . HRE. N-FRAHRB. NN-ZFRAHRBKR. HRERTE. #
2B, B . o-RRKR. HEBR. FHARNK p-RHEHK.

RARLFARA RN -1,2-30 T —feFe N-F R T Bk,

BERAETX LW 2-RR-PEFBRESWH 0.1 B R%-60
B RY% B EERAR, BBRAAGTRAEBALTX I A% 2-BR-FHE
FIEA S BERY%-15 BRY%. &A A ARAAAT4RB A 2 6 Befetk,

B F B 1 60°C-150°C #9iR B#4T. A RBEH Y 90°C-110°C,
B BEAEREETRET AFATERT, FlrEBRELATERARL

27



200880021896. 4 o 1 3E15/36m

AR. RGBS 3 ) B (h)-48 B (h).

BEX IV LM ERZ —TRY BB, TAKAERRBN. €T
AR —REEZFRBITEMS>ETRAOFATEE SR 2,

ATFTR2 GEANRALANG HFEBEMNRERFREFEAN, £
FXIV AKX I[N RTEYGREY REHTEY, LESR B L/ T
B g Al A, PIEERFRR FHEMGEEA: T8, LB, #ABE.
LB, R8T, ZFATBUE. wiekd., e, sf—FX, 2T,
K, FR, PR H=ZFEARCH. LT, L. 28, —8F%.
ZWRATEBE., R, TR R R, RKL TR,

BEALRAFT®F, T2 FATFERERERMWAERATilik 12
RIRFUAT E4]: Hy/lLA 4R, Hy/Pd-C. Hp/PtO72. Ha/Ru. NaBH4/NiCly.
NaBH4/FeClp. H3PO2/Pd-C. Sn/HCIl. SnClp/HCl. Fe/HOAc. Fe/HCl.
FeSO4/HCl. Fe/FeSO4. Zn/HCl. Na3S #= Na2S204. H #8692 Fe/HOAc
A B T8 B B IRAL B KA

B HFB, 2 /& 80°C-140°C HBm E#IAF. TURANEEASY
110°C-120°C. FHR 2 ¢4 R BB 18 A 15 547 £ 120 o0-4F.

FARE RO JAZ T AR ERABHEARAAR Sty F KR, do
Glho B BALAR Gtk . AAMNEHEE. MABEIR. Lo btk Bl
RMEBHKA G FHERME R, AL RAEEARE S EME RS
5 B AR &35 (HPLCO).

BT 5 B Ao e ALB L ARLR A 77 i RAF W 6 T ik R AABRBEAA
RAT#kgnt], debllei@id @ 0mE TRk, KEBAE. FHER
RI, BB, &8, AR LN EN R EAREANG/ERMAELE, K
i 0 7 ik CLAEAL PR T T e AR o ik

“(C1-Cg)- 37K “-(C1-Cg)-E A4y EH| £ 6.4 1. 2. 3. 4. 5. 6.
7 RS NRRTFHIRARR, EHlhFR BFE. A, BZA. 2
A, AEA. TEA. 2THA. K&, BAL. TA. EASFL AR
BERAMGEFMER, FRE FTE -FEATE. FAA AL, 2.2-
ZFATA 2-FARE, -FARE. FTE. ATEA RTA. &K
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A TR, RTERRAL,

“-(C2-Cg)- M A" H“-(Ca-Cq)-EH A" EHI A4S 2. 3. 4. 5 K 6
AEBRTFHHR, HliehTHi. -ABE. 2-ABEAEHRL). 2-TH
AL 3THA, 2-FE2-THA, 3-FEA2-THE. S-THAR 13-
-9

“(C2-Ce)- A7 K4 (Ca-Ce)-BR AR EH R4 2. 3. 4. 5 X 6
NEBFERE, BlinAh ThA. 1-Aki. 2-GBEAR 2-THA,

RiE(C3-CR)-HF A" BB AHTRBAZL, LAHE4L 3. 4.5, 6.
7R 8 NHFERTFHHRBAZRL, wIHAE. KTEA. KAEL. FTA.
FRAZRARFR, FLTREBRKEF/R TR Fo b, RibfaRiz LR
toFe SN2 Ao A SRR AR T A,

AiB“Al. A2. A3 F= Ad fsbik 5 ik G R TFRERFHE5EME
BORR T —RYBRBENFTARRR TR ABR B iFpR, g, B3,
L, B, ZBRRWEALS M EL.

RiBE“(Ce-Cr4)-F R HEBAHRY 0.4 6-14 NMERTFHF%RBR,
(Ce-C14)-F R EFRER, Bl 1-F25F 28K, BEELH) 4w 2-84
AL 3-BEEEA 4BREL, BEIFE., XL, ZEA RN RLS

RiB4(Cq-C1q)- 2 F A RIBHE P 4-14 NRBRTFF e4—ANR B
i ERARGLERTFREGER., —HRRAZFIKRE, EHZH)4=vR
A RAEIRAH-eE e ). RARFREE, RARREL. TEE
A RERTHRA, otk K, Xk, K Enp . XHFERL,
FIFUEe IR, oo K, XfF=wb . Fifweb i, X4 FE L X
FAamep R ehed ., daH-Fe . cRuRR. ROt oS RKibebd
AL gk, T ECBRAK . 45-ZENErak A, RS K —EER R 13-
ZEREISIA 13- RERREE. 3,3- A [1,34]EE %A 6H-1,5,2-
A ZRkEIF2,3-b-wARrkrhA . kb, skrAR. skedi A
skedopi k. sk L 23- —SARH A, IH-" A, 8% A. PRAFL.
gk, 3H-BIRA. FRSFekvhid. FERF_AkdhA. FlE. B
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ZEEIRA. FBIRA. ek, FEe k. FEel . FoEekekk.
FlEep X | FlEedok . Bk R, 2-FEedgk R BREARERA. Dok
A Burh . ANE&FAeA, Eoe R, 123-E e i 124 e X
1,2,5-BE = K | 134-E b X | 12-BARLKEIEA. 1,2-BALINRK
A, 14-RREFERA. 148 RER, 12-2X. 1,3-E%E. 14-
MEek . MEEedbr K. MEedofl, e X RENRTHREA. EEFFRA.
ok, FERkAK. %A vERRA. IEEL, 9ERA. 238
ZEAR. kAL RS Bk, B, wbvlAk. bR, wbedbnk
hedobk R . wbed A, bR SF[3,4-bvbnE. AR, ebuE e A bR S
oo X | sbnE SFeRed B wbe . ke, ERRRL. keSS abeR R
AL ovbeRaka . 2H-eg R dbeg R, vbedakR, oBekE . 4H-SRE. £
Bk, £THREA, WRAKHA. WEAFTRL. waASREL. WaKH
A, wEekngl . WEEA. WEEYA. wWREK, Wik, 6H-1,2,5-
Mok A, 1238 R 1248 e R 12,58 K| 1,34 e
AL BEA. 1285 K, 1385 K. 14555, 138k, e i
e Rk, R R, AR TRA. Bk, Ry AnE
e, By dbeRed K BRI TRRA. AAKDeRAE. KRB A, FAA.
ek, 1,2,3-2% 4. 124-2%%. 135-=%%. 123-=4%. 1,2,3-
=X, 12,4-= K, 1,2,5- =K. 1,3 4- =4 falifeb 3k,

Rig“@4 1. 2. 3RANEARTFH 3-£2 7-AHRREBELZRH AT
B ZeIRes Ay YEBE. REFRTHE. K5, REXRAH. 14-—REF
B, 12-="TEH. 1,3-="(&H. 14-="T&E. —fAR. —8RKEK
A, ek —IEeR ) @R, 1L3-ZRBH M. 1,3-—8A %
FpiEeg | FREegoR, FREmEE. 2-FREedek, BRSOk, BAARE. DUk,
1,2-BAAA TR 1,2-BAALIR R, 1 4- B R AR, 1,2-85, 1,3-
ek, 14-MEk, MEek, SR A. KEXRTHR. FATK. %% %
A A NS AT AT S A DAY S A A A S
Rt beSLTER . beguk. WEARH. WRALH. WRATE, WR. W,
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ok, o, 1,2-8%. 1,3-8%. 14785, 13780, e wfedpr
ek, ol BRI THR. RSk, B, 1,2,3-2%. 1,24-Z%.
1,3,5-=%. 1,2,3- ="K 1,2,4- =7,

AKER1IF# R2. R2 7= R3&# R3 o R4 HEMERN BT —RY R
BAKE0. 1. 2. 3RANLEAR. ARANLETH5-E 8- TR 24
WA FTEIRA: TRE. REXRAR. REXTFR. KEFRFR-2-8.
REA. RTE. FFR. RFEH. 14-—REFER. 1,2-="TEH. 1,3-
=R REBE. 1,4-ZTRE . [12] =R EFFRE-3-00. [1,3]=RERFIH-2-
B, [1,4] —RERFR, —EE, i@, 14 =REHFFR. 1,3-—8 %
FBS B ZRAERAS . 13- ZREFAMH. kb kb, ke, ok
Mgk, FERE, R, rEedek, R, FlEek | FlEed . FIE
ok, 2-F-HErdkek, BRI DeR. BRARE. ok, 12-RAALEIER. 1,2-
SRS 1L4-R ALK AER. 1,2-8%, 1,385, 14184, ALK
A, [L4JRREFTRFR. I3RRKRERFR-2-00. BLHFR. REF
Fht-2-BR. BEed. vkeZ. vhk. R, vk, wbtZ. . . k.
stheds | eibedtepbed . wphedbr . vthedtopk, AR, vHUE. UEUE. whe&. wheRoR.
oAb ER . Rk, 5,6,7,8-W9 &-1H-7T F B -2-FR. Waskd. WA,
WAL, Wk, Wek, ook s ok 120K% . 13085, 1455,
ek, 13-, ey, wEedok, Ee k. AR TR, ARAD%k, &
. 1,2,3-=%. 1,24-=%. 1,3,5-=%. 12,3- =K 124-=%,

RiE4(C1-C3)- AR R I R AR E-FHL, LTUAR G
W4 d F# & E: -CF3. -CHF2. -CHpF. -CHF-CF3. -CHF-CHF,.
-CHF-CH2F . -CH2-CF3 . -CH2-CHF2 . -CH-CHF . -CF-CF3 .
-CF2-CHF3 . -CF2-CH2F . -CH2-CHF-CF3 . -CH3-CHF-CHF; .
-CH2-CHF-CH2F. -CH2-CH2-CF3. -CH2-CH2-CHF3 . -CH»-CH»-CH>F.
-CH2-CF2-CF3. -CH2-CF2-CHF32. -CH2-CF2-CHaF. -CHF-CHF-CF3.
-CHF-CHF-CHF2 . -CHF-CHF-CHF . -CHF-CH>-CF3 .
-CHF-CH2-CHF?3 . -CHF-CH2-CHF. -CHF-CF3-CF3. -CHF-CF3-CHF> .
-CHF-CF2-CH3F. -CF2-CHF-CF3. -CF2-CHF-CHF3 . -CF2-CHF-CH,F.
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-CF>-CH2-CF3. -CF2-CH3-CHF2. -CF2-CH2-CH2F. -CF2-CF2-CF3.
-CF3-CF3-CHF3 &.-CF2-CF2-CH)F.

AR A A RN, KR, RRE, HALBEANER.

RiE« = FUPABE R 48 = AT BER 4G B X = AT AR BLER

RBCHRTAABKRE”ZH 1,1,2,2,3,3,4,4,4- 7 f-1- T 55 BR &9 B8 X,
1,1,2,2,3,3,4,4,4- 7L B-1-T AR BL B,

RiBE Al. A2. A3R A4 FH—AREANAARBETFHHEAT, RI1.
R2. R3 X R4 ¥ £V —ANTRELEZHBEL T KB TF FBETEERKG KR
£, Bl Al ZREFHALA2. A3 AdEZAHEKRT, VAL RITA
fHHR1. R2fe R3 & HERTHHALTHRAL®E. =R R1. R2
Fo R3 AR ERTFRRZE Db)-X) T BEWEREAZI—, B RIIRARM LR
A, EAIF A2 ZOHRARTFHALAI A A4 EAHKRT, AR R o
R3 RALEHE Rl # R2 & A HEEFHHATHRAELRLSE. R Rl
Fo R2 RARERF RA b)-x) TR REZ —, N RIAK AR E AL,

HBETFROMLSH T HAFERBER T TAKKIR I AR R HE
R S MA, X()ALAH T vhid shsd e F AR 3K sk F 2t s R AR 64 7 XA 2
AT B Fe MR Fr/ R AR 2 i S AR IRAH T KA, Bl devh 91N se 4k b
B RAE., REPP BT RFM R RFMRRESY, ARG AL
st f AR A dE 3T B A RRA Y. AKX P OEXDHRFTRE TR L
KPR RS, HF L OIEFTA bl 6 SRR ARG REY . X)L
ST IAM R E RAMAR Z ARSI XFHERREXFMIR)E LG
AT, REARG AL E FMRGRLE 7 FHK, THRFTA ke
E/Z ®Ad. AK L QIEXNLESH e A L E M X.

T A G| doil it & 548 €36 E/Z F AR 2T R MRS B ) £t
Mk, AR ILF LT RSN ek B A BAY A AR, Blieil it F
AR &3k RAB LIS, Bleil i A A E MR RBRAT G AT AR
HATE R, TARLF -G XS HETABERA TR FE R AR
b4 AP H R B TR A AR EN RN RIRAF.

TR A F 414 X (DA 6438 ) A R A2 F 42 A 69 A2 26 AT K
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4y 3 R AR B RAR BRI, £HSHATENTHHR

WAL, RE, eNToES PR ENSTBRED R

YA
7 I o “AN-H

RS HF S, RBERYFAAETRREMUGBRF.

st AT EFEXO) T Rk KRR IR A 4 KA e
e SRAZ b PR IR, T AT AR SRS oked 3, R RSk o A A ) AL
FIANEFRKRER FHTRARTNEEMN. Hlde, LTABLF 2-FEEH
skek G4 K H KL 2-FTREMERARA G EREEEFTABEEAANX
Froked AT 24 A BB T R oked, TR TR B AR AT 6 T AR
FAE 242 BB A A A LA RSEILAECNYE 2D,

$ A3, AL B AR E A A AT Rk R R AR IR IR A
b o R A S ATIEAR, FERAHEHKAE RO. R1. R2. R3. R4F RS,
Blde, fEPFIE R AT REiL S FrE B A deritidy. £ BARE. £
A S A FAB A EALT A ARG R A BRI, AR RAETIAAES
ARA(DA RN R AT, FEAEGREGTRETIAES —FH
F AT BUEL 64 B B3 4T, Blde S4 A H e RA 5 AL E R R B AR
ot ARG E T RAF B R E KR A A B G RBE, HAERE AR
AL TR TALBRRBERE. TAMEALETRE LR ARFARL
KRECEHGMANRAANEARER, L TUMEL ZH XML, Flde
B AL KA A F A LA A FRALRGZLAN. T ARSHUIRE SAT LA
R L.

B FERAEEAFRFRLRREFI AL L, BEXEHAT
Hob Bt B H AR BARKRE, IMAEN ETAERAE#URE TS
XA b B EARRA, RE E4osb N F BRI BRI AL RIF B AL,
B4 B AR ERR. Rd, RBERBEATESRE S ERREFHF
5T AARBIEARA R KSR EAEFTF AL,

EX 1A s| &z, @A A RS RAMEHLAHRZ
TEE AT AR A A XTI Y R EEASRT BT 6 R E R ALK E)
FAWGERA, RBiTiEFAoRFAHRPERB RGNS ERE, X
b4 R A AABIEARAR T #He(JLF)3m Greene and Wuts, Protective
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Groups in Organic Synthesis (A #L&-& ¥ 694& 47 K), Wiley, 1991 & P.
Kocienski, Protecting Groups ($3* %), Thieme 1994). 4F4 A4 H 64 5%
BITARBRA, L TAEME TR BHTARBIT AN RELL RS
TARE TR, R ALTUAEA BARGEL, FELABRBREETRE
HiF R, EAXHGBERRZLRFBHEAAR S426)(Burgess K (Ed.) Solid
Phase Organic Synthesis (B 4874 #L&-%), New York: Wiley, 2000). #l4e,
TAREBHLEALAAERFEAGZRTERXTHMEEE, ST LEME
S RIBERIT A TFA & AT R ST IEA RS LET R

BAmitAe b A Fheik . R RAERE G5 RATHRORIR B 09 B R £
HEHATRABNRALERT LY. #ld J. L. Kristenansky, I
Cotteril, Curr. Opin. Drug. Disc. & Development., 4(2000), 454; Lidstrom,
J. Tierney, B. Wathey, J. Westman, Tetrahedron, 57(2001), 9225; M.
Larhed, A. Hallberg, Drug Discovery Today, 8 (2001) 406; S. Caddick,
Tetrahedron, 51 (1995) 10403 F #5if 9 —3L B M,

KA MH AR ETRGHERA R ETHEZOAEE, LLRAEY
THIA M, OB FBA(COOH)H XIMLEH 8 A6 3 @456
S BARLERBEIEEE, Pl 8. R4S, ARLFARE
P @& EEBE TS, Al T RERWAE, RAEEETHE
AR B, PTRAMES o TH, —Fk, =¥k, L. =
LB LRSI T, RHLAW T 0.4 6 sdt 2 B 4 RE X
BRI A do by RALBR R 5 A AR B A AR BR T A B Ak 3, AT IR AR A o 2
B, SURBL. ALBR. AEBREBEEL, ATEANRBAMBAITER, TR,
BER. AARER. LB, ERBR. RHR. AR RTR. LRR. §5
B, BB, TARISTRRR. B QS AR AR IR
Fo i o) KIS LT A A AR E F(REE)ALE, FLORERLN
LE A

T it KA ARAR Con g FRT ERFX TSN E, Fldo
BT X, T A5 RALRA PBR BB B Ko F 450, R@idra
BEFXHREETFTIBMLECERA. ALRLCEXN TSR X
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Hegd, A TFAEITHSHERREIBEER THY, 28 Tk
A X 1 A AT — T A5 6 o B AR RAE A ) &£ 38 LT R 69
#4 AL K6 A HE.

AERF—F ORRBEALAFT EHEAX T EWELTHY.
WA RS BAW. REX. FAEN. FKREM. FFEDAH. F
kA KA Fe R PRSI B A T AR,

sesh, TR X 119 A4S &L Eehis i R I E HPE R
AR R, SMTUAKAK [, Flidd i ABRKREXETRE
845 3K A7

VAT EASIIE T 414 KL AT ATANSHOGERA GBI, REE
2, BATHTFALALS T GHLAFRERTR, KAMABERARERHE
f, ST VAR A SR P 3K 8 Rt Fo b ik 6 SR RALR G BRALANE Y.

5 ]

b A YA BRARLETRFPERA B = R OB f LGB, #lw
LR A ZRTEBARERTAN, RLEA QLI REEPLRE T E#
kAL, EXEFAT, RATELESTR, #HleikesikT
Bk, TUARFRSRTLSAHPTARGEH XeGeW, el

ZRTEBREREBREGH K.
RN EE:

G i cal
=¥ LA DMSO
LR g EtOAc
Meig BT &/ & FAB
LR HOAc
& /AR itk HPLC
5 R B o) BAn &k ik LC-MS
7B mp

A Ph
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T A tBu
ZATER TFA

FHEM) 1 2-F £ -1-F A TH-FRH ok,

e
N—pp,

FEALAKFTES mL)F 6§ 2-8A KK (125 mg, 0.5 mmol). N-F i
LB (81 mg, 0.6 mmol). Cul (4.8 mg, 0.025 mmol). N-F X Z —(4.4
pL, 0.05 mmol). B48£47(212 mg, 1 mmol)#) B A€ AT RAKkB 3 44F.
REA 100°C FAn#kiAY 18 h, 2#/E, A 3 mL KKMBREHiEi
Varian cartridge Chem Elut 12198007 7%, F ZERCEFk. #HRA
HE-F 10 mL K EEBR F 44 (279 mg, 5 mmol)#. 5 /£ T =7 30 4.
EBETHRER, ¥REGHEE TIHFRBRENERTHA TR TEEFEIR,
i# i 4] &R HPLC 4L R 690 = 4, RAF K & BRAFALS (82 mg,
W& 73%). mp 46-48 °C. "H NMR 6 2.63 (m, 3 H), 7.32 (d, J = Hz, 1 H),
7.47 (t, J = Hz, 1 H), 7.53 (t, J = Hz, 1 H), 7.66-7.72 (m, 5 H), 7.88 (d, J = 7.2
Hz, 2 H); °C NMR § 12.6, 111.8, 115.1, 125.3, 127.1, 130.2, 130.3, 132.9,
133.8, 152.2, 158.3. HRMS (FAB): C4HsN, [M+H'], #+F4&: 209.1079;
ERME: 209.1072, FL A 25 mmol AARHATE R L, A 75%8 KR KT
KEFH39 g). B 2-RAEXKA01 mg, 0.5 mmol), VA 80% & ICE KT
A8 /= 4(83 mg).

FZH) 2 5-F-2-F A-1-F A TH- 5,

of N
RO
N~ph
12 4-F-1-8-2-F XK (118 mg, 0.5 mmol)F= N-FKE TBLA(81 mg,
0.6 mmol)¥E A Aeke A, ARIE FTHA] 1 bR RUF i H EArML S
4, KIFEEBKRRAFHNLASH (68 mg, KEH 56%). mp 109-111°C.'H
NMR (DMSO) 6 2.52 (s, 3 H), 7.22 (d, J = 8.6 Hz, 1 H), 7.34 (d, J = 8.6 Hz,
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1 H), 7.48-7.59 (m, 5 H), 7.86 (s, 1 H); °C NMR 5 13.5, 112.2, 116.4, 123.9,
126.9, 127.9, 129.7, 130.1, 133.9, 138.5, 154.0, 157.0. HRMS (FAB):
CiH,N,Cl [M+H'], 3 H4E: 243.0689; SLR{E: 243.0684.

FHH) 3 2,7-=F H-1-F R 1H-KHkee,

W @4 F K FERG mL) P & 2-:8-3-A5 K F X(108 mg, 0.5 mmol). N-
F AT B8] mg, 0.6 mmol)F R X-1,2-28 T —A&(6 pL, 0.05 mmol). 5%
B 47(212 mg, 1 mmol). BHLARAI) (9.5 mg, 0.05 mmol)#) K A& AT &A
i3 3 o4k, ARG 100°C FimiR44 18 h, 43/5, A 3 mL KKE
R #i8 it Varian cartridge Chem Elut 12198007 i$7%, F TBER LB 7 k.
B RAHET 10 mL K BEBE P A Q279 mg, 5 mmol)#HFE T R
30 547, ERETRER, HRGWET TIFEREMNERT A TR
LEs R, B4 EA HPLC SRFHHZ Y, RF AR EBARARA
1644 (46 mg, 41%). mp 107-109°C. "H NMR (DMSO) 5 1.83 (s, 3 H), 2.34
(s, 3 H), 7.02 (d, J = 7.8 Hz, 1 H), 7.22 (t, J = 7.8 Hz, 1 H), 7.53 (d, J = 7.8 Hz,
1 H), 7.55-7.63 (m, 5 H); >C NMR $ 13.3, 17.1, 114.8, 121.7, 123.0, 125.5,
128.6, 129.4, 129.9, 136.0, 144.5, 151.2, 157.2. HRMS (FAB): C;sH;sN,
[M+H"], +348: 223.1235; FRME: 223.1231.

SHHl 4 5T B2 F A1 KA TH K oked,

iy

N-pp
1% 4-7-3-P4 B ¥ A5 (140 mg, 0.5 mmol)F= N-F K LB (81 mg,
0.6 mmol)E AT kaAtHE, ARIEFTHA) 1 P HEL 6G RAOAT 5 SAFANE
4, HFAFEE G BRKRARAASH(B0 mg, 67%). mp 88-90°C .'"H NMR
(DMSO)  2.61 (s, 3 H), 3.88 (s, 3 H), 7.07 (d, J= 8.9 Hz, 1 H), 7.25 (d, J =
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8.9 Hz, 1 H), 7.38 (br s, 1 H), 7.65-7.73 (m, 5 H); °C NMR & 12.5, 55.9, 97.7,
112.6, 114.7, 126.9, 127.8, 130.2, 130.3, 132.8, 133.1, 151.2, 157.6, 157.8.
HRMS (FAB): C;sH;sN,O [M+H], #FM8: 239.1184; EAME: 239.1180.

S 5. 2-F 1K1 H okl 5.9 B T 9.

0
\>_
N—pn

127 4-38-3-PE R K F B FES(130 mg, 0.5 mmol)fe N-FE X TELAE (81
mg, 0.6 mmol)¥E HALHE A, HRIEZAEH) 1 F LG EMF 5| &7
ety , AT T &4 S RAFARALAH(78 mg, 59%). mp 108-110°C. '"H NMR
(DMSO) 6 2.55 (s, 3 H), 3.78 (s, 3 H), 7.30 (d, J = 8.2 Hz, 1 H), 7.52-7.71 (m,
5 H), 7.92 (d, J = 8.2 Hz, 1 H), 8.30 (br s, 1 H); °C NMR 3 13.6, 52.1, 110.8,
118.5, 124.7, 124.8, 127.0, 129.7, 130.1, 134.0, 137.9, 153.7, 157.8, 166.2.
HRMS (FAB):C;¢H;sN,O, [M+H'], #+J44: 267.1134; L RIE: 267.1128.

B 6: 2-FA-1-FKE-1H- K FFoked-5-F B,

o)
-
N—pn

12 4-—F A F A -1-8-2-A K K (155 mg, 0.5 mmol)F= N-F K Tt
(81 mg, 0.6 mmol)VEAACHeATH#, R4BEHH) 3 FTRAKMT HH &
ARERAL A, AT RS G RARAA (30 mg, HKEH 25%). '"HNMR
(DMSO) 6 2.50 (s, 3 H), 7.31 (d, J = 8.3 Hz, 1 H), 7.61-7.68 (m, 5 H), 7.82 (d,
J =83 Hz, 1 H), 8.25 (s, 1 H), 10.10 (s, 1 H); °C NMR  13.6, 111.4, 120.1,
124.2, 127.0, 129.8, 130.2, 132.3, 139.1, 154.7, 158.3, 192.4. HRMS (FAB):
CisH;sN,O [M+H'], #HHA8: 237.1028; FERME: 237.1024.

B 70 1,2- =K 1H-F 5K,
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e
N—ph
a) Pk

1 1-88-2-FE £ K125 mg, 0.5 mmol)F X FBLEE(118 mg, 0.6
mmol)VE YA AH, ARIEEHF 1 FRE G EMF %5 SR,
FARAE G ARRARRILASHO5 mg, 70%). mp 105-107°C. '"H NMR
(DMSO) 6 7.24 (d, J = 7.9 Hz, 1 H), 7.35-7.62 (m, 12 H), 7.84 (d, J = 7.6 Hz,
1 H); *C NMR 6 111.0, 118.1, 123.7, 124.1, 127.5, 127.9, 128.4, 129.2, 129.3,
130.0, 130.2, 135.5, 136.2, 139.3, 151.3. HRMS (FAB): C;sH;sN, [M+H'], #t
FAE: 271.1235; EK@4E: 271.1230.

b) —4AR K

¥ 64K KT KA5 mL)F & 1-88-2-A KK (124 mg, 0.5 mmol). N-
KA - K FBAE(118 mg, 0.6 mmol). Cul (4.8 mg, 0.025 mmol). N-FEXZ
Z (4.4 pL, 0.05 mmol). BEER47(212 mg, 1 mmol)#§ B A F AT RAKR
43 3 4547, 4 100°C FAe# 18 h B AERAEE (10 mol H F)Ferk BEBA(S
mL), R/ 3B R RS AT A 30 247, BB 10 mol HFKAH
& R iRA Mt — T M 30 247 BRE T REEN A TR LER
HE AT BR B B AR T IR . TIRA AR S-S RK B LR
B REEITHEE HPLC 44LR G4, KT BACRAFALILS (90 mg,
KEH 67%).

FHA) 8 1-FE-2-wbew-3-A-1H-F ke,

1% A 1-m2-2-F5 X K (125 mg, 0.5 mmol)FXBBLE (119 mg, 0.6 mmol)
M A RS HE, ARIE TP 1 P HE G R T R4 SAFENE Y, KIFH
&, Bl AR AR AL (91 mg, 67%). mp 110-112°C. 'H NMR (DMSO) &
7.26 (d, J =7.3 Hz, 1 H), 7.32-7.63 (m, 8 H), 7.86 (d, J = 7.6 Hz, 1 H), 7.89 (d.
J=7.8 Hz, 1 H), 8.62 (d, J = 3.0 Hz, 1 H), 8.72 (br s, 1 H); °C NMR & 111.0,
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118.7, 123.8, 124.0, 124.4, 125.4, 127.6, 129.5, 130.2, 135.2, 136.4, 137.7,
140.3, 148.6, 149.6, 158.3. HRMS (FAB): C;sH\,N; [M+H'], 3t F44:
272.1188; SEM4E: 272.1180.

£ 9: 1-FE- 2+ AT H- Kok,

N
@ \: C13H27
N—~ph

18 A 1-7-2-AE & K (125 mg, 0.5 mmol)F= A & ZEBLRE(182 mg, 0.6
mmol)E YA I, RIE TG 1 PG RMF K EAFAANEY,
AR & RAFRAL A M (160 mg, 85%). 'H NMR (DMSO) 6 0.74 (t, J =
6.9 Hz, 3 H), 1.14-1.28 (m, 20 H), 1.68 (p, J = 7.6 Hz, 2 H), 2.83 (t, J = 7.6
Hz, 2 H), 7.14 (d, J = 8.1 Hz, 1 H), 7.29 (dd, J = 8.1, 7.7 Hz, 1 H), 7.47 (dd, J
= 8.1, 7.7 Hz, 1 H), 7.56-7.68 (m, 5 H), 7.74 (d, J = 7.7 Hz, 1 H); °C NMR
5 13.9, 22.0, 26.3, 26.4, 28.3, 28.4, 28.7, 28.8, 28.9, 29.9, 31.2, 110.7, 116.9,
123.5, 123.7, 127.2, 129.6, 130.1, 134.2, 135.0, 137.6, 154.7. HRMS (FAB):
CoHigN, [M+H'], #+F4E: 377.2957; SLAME: 377.2953.

FAH) 10: 5-(1-FA-1H-FHFoked-2-2)- KB T 8.

1 ) 1-AE-2-FE R K (125 mg, 0.5 mmol)Fe S-FAFAE F Be- K BR F 85
(141 mg, 0.6 mmol)tk A& HH, B RHES 1 F R0 EMUT HH &
AL, HAEAD G RARAEA AP (66 mg, 43%). '"H NMR (DMSO) 8
1.50-1.74 (m, 4 H), 2.27 (d, J = 7.2 Hz, 2 H), 2.89 (d, J = 7.5 Hz, 2 H), 3.52 (s,
3 H),7.22(d,J=8.1Hz,1H),7.38 ((AR4 t,J="7.6 Hz, 1 H), 7.46 (BA B &Y
t, J = 7.6 Hz, 1 H), 7.52-7.72 (m, 5 H), 7.79 (d, J = 7.8 Hz, 1 H); °C NMR &
23.3, 25.3, 25.4, 32.2, 50.9, 111.3, 115.6, 124.3, 124.4, 126.8, 130.0, 132.4,
133.2, 133.4, 153.9, 172.3. HRMS (FAB): C;sH;;N,0, [M+H'}, ++J44.:
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309.1603; EME: 309.1595.

FH 11: 1-4-F A FE)-2-F A1 H-FHoked,

N—
N
©/ \Qo/
1 ) 1-82-RE A K (125 mg, 0.5 mmol)Fest F A LBLRA(99 mg,
0.6 mmol)¥E HATHeATHE, RIETAH) 1 TGRS HHFEAFHNE
Y, AR E BARRIFHEILS (86 mg, 72%). mp 121-123°C. 'H NMR
(DMSO) 6 2.61 (s, 3 H), 3.87 (s, 3 H), 7.23 (d, J = 9.1 Hz, 2 H), 7.28 (d, J =
8.7 Hz, 1 H), 7.52 (dd, J = 8.1, 7.4 Hz, 1 H), 7.48 (dd, J = 7.8, 7.4 Hz, 1 H),
7.59 (d, J = 9.1 Hz, 2 H), 7.83 (d, J = 7.8 Hz, 1 H); °C NMR 5 12.6, 55.6,

111.7, 115.1, 115.3, 125.1, 125.3, 128.4, 132.5, 134.1, 152.3, 158.2, 160.2.
HRMS (FAB): C;sHsN,O [M+H'], +F4&: 239.1184; SERME: 239.1179.

SHA] 12 2,4-=F R-1-3R A 1H- R Hoked

L
N—ph

18 ) 3-8 -2-RH A ¥ X (108 mg, 0.5 mmol)F= N-FK KX T B (81 mg, 0.6
mmol)/E h AL 46 A #, RIE T 1 P HE G EUF EHSAFANED,
31348 & B AR AFAAL A (37 mg, 33%). '"H NMR (DMSO) 6 2.46 (s, 3 H),
2.55 (s, 3 H), 6.88 (d, J = 7.3 Hz, 1 H), 7.04-7.11 (m, 2 H), 7.50-7.64 (m, 5 H);
3C NMR § 13.8, 16.3, 107.5, 122.5, 122.6, 126.8, 129.9, 135.1, 135.3, 150.3,
158.3.

FH#4) 13: 1-Q-F BA-XH)2-F A 1H- Kokt
N :_—( S
S
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1% ) 1-32-2-P5 % K124 mg, 0.5 mmol)fe N-2-F £ K K)- LB (99
mg, 0.6 mmolytf AASHEAH, RIEEHA) 1 F 8L KT EH 5 EAFA
Ay, A% G EARRAREMNLAS P60 mg, 50%). '"H NMR (DMSO) &
2.29 (s, 3 H), 3.73 (s, 3 H), 6.88 (d, J = 8.1 Hz, 1 H), 7.08-7.18 (m, 3 H), 7.31
(d, J=17.6 Hz, 1 H), 7.41 (d, J = 7.9 Hz, 1 H), 7.54-7.58 (m, 2 H); °C NMR &
13.5, 55.6, 109.6, 112.9, 118.2, 121.0, 121.5, 121.9, 123.5, 129.0, 130.7, 136.2,
142.4, 151.9, 154.6.

FH] 14: 1-2-R-FRK)-2-F K- 1H-F okt

Cl

Sav

12 1-8-2-A A K (124 mg, 0.5 mmol)F= N-2-#KK)- LELE(102
mg, 0.6 mmol)VEAAHEAH, RIEEHS] 1 F 8L 6 KT kG E&AFAL
Ay, HARE EBEARRARARILS (74 mg, 61%). 'H NMR (DMSO) §
2.63 (s, 3 H), 7.34 (d, J=7.9 Hz, 1 H), 7.41 (t, J=7.9 Hz, 1 H), 7.48 (t,J
=7.9 Hz, 1 H), 7.64 (d, J = 8.6 Hz, 2 H), 7.82 (d, J = 7.9 Hz, 1 H), 7.92 (d, J
= 8.6 Hz, 2 H).

R 15 2-F A2 -1-@-FARAEARD-1H- KR
i“f»@«

1 1-85-2-A5 A K (124 mg, 0.5 mmol)F= N-(4-FHAKRK)- LBLEE
(109 mg, 0.6 mmolyik A HA, RIEFZHH 1 FREGEMT EHE
ALY, PAFE € EARRAREAAS P (74 mg, 58%). '"H NMR (DMSO)
& 2.58 (s, 3 H), 2.64 (s, 3 H), 7.37 (d, J = 8.1 Hz, 1 H), 7.44 (dd, J=8.1,7.3
Hz, 1 H), 7.48-7.52 (m, 1 H), 7.54 (d, J = 8.8 Hz, 2 H), 7.61 (d, J = 8.8 Hz, 2
H), 7.86 (d, J = 7.3 Hz, 1 H); °C NMR & 12.6, 14.3, 111.8, 115.1, 125.2,
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126.7,127.5,129.3, 132.7, 133.8, 141.5, 152.2, 158.2.

EH#H) 16: 1-(4-8-KK)-2-F L -1H-FK ok
N=<_
©/N ;/ > ~Br

1 1-AR-2-FE A K (124 mg, 0.5 mmol)f= N-(4-:& K K)- LBLAE(128
mg, 0.6 mmol)f AALHEAH, RIEEHH) 1 FREE G LM EHEATA
Ady, HiRE EEARRIFLS (109 mg, 76%). 'HNMR (DMSO) d
2.63 (s, 3 H), 7.34 (d, J=7.9 Hz, 1 H), 7.41 (t, J=7.9 Hz, 1 H), 7.48 (t,J
=7.9 Hz, 1 H), 7.64 (d, J = 8.6 Hz, 2 H), 7.82 (d, J = 7.9 Hz, 1 H), 7.92 (d, J

= 8.6 Hz, 2 H); °C NMR § 12.8, 111.7, 115.4, 123.6, 125.1, 125.2, 129.3,
132.5,133.3, 134.5, 152.8, 157.6.

EAH) 17: 2,4-=F K- 1-RE-1H-FHKee-5-F R T B

jﬁ
\O N\>.
N-pn

18 4-3-2-F A -3-RE A KT BR T B8 Ao N-FKIK TBLE(81 mg, 0.6 mmol)
M HATHE A, ARIE T A 3 R RN R B S AT, RIFR
&, E AR ARA A4 . "H NMR (DMSO) § 2.49 (s, 3 H), 2.62 (s, 3 H), 7.18
(d, J= 8.6 Hz, 1 H), 7.28 (d, J = 8.6 Hz, 1 H), 7.52-7.61 (m, 6 H); °C NMR
13.5, 14.7, 51.8, 108.0, 123.7, 125.9, 126.9, 129.7, 130.1, 130.2, 134.0, 136.5,
138.0, 152.8, 167.2.

T 18: 5-F-2-F £ 1- KA 1H- K H ke
F

O

N~ph

1 1-18-4-F2-FH R F A N-F L TBLE(S1 mg, 0.6 mmol)VE A2t
A, ARIB T 3 P REE G RT H R EATANA Y, RFRERKR
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RS 4(69 mg, 61%). '"H NMR (DMSO) 6 2.49 (s, 3 H), 7.17-7.32 (m, 2
H), 7.61-7.73 (m, 6 H).

FHA] 19: 5-38-2-F A -1- R AV H-Koked
Br N
N
1 2,5-— 8 A A K (140 mg, 0.5 mmol)Fe N-FK XK TBLE(81 mg, 0.6
mmol)tE ALk AHE, ARIBERB] 1 bR KRG HH AR Y,
FAFE & B ARAFALAS (87 mg, 61%). 'H NMR (DMSO) 6 2.52 (s, 3 H),
7.18 (d, J = 8.8 Hz, 1 H), 7.43 (d, J = 8.8 Hz, 1 H), 7.58-7.68 (m, 5 H), 7.98
(br s, 1 H); *C NMR 6 13.5, 112.5, 115.5, 119.5, 126.4, 126.9, 129.6, 130.1,
134.0, 139.0, 154.2, 156.8.

E M) 20: 1-Q2-F K-1- KK 1H-FHoked-5-K)- TR

Ty

N~pp
12 1-(4-12-3-FEE K L) TEF(122 mg, 0.5 mmol)Fr N-FKIK TBA (81
mg, 0.6 mmolyF A4 A, MRIEFZH] 1 34 8 KAUTF K H E478
o4, HARE 6 BACRIFEILS Y (78 mg, 62%). 'H NMR (DMSO), &
2.54 (s, 3 H), 2.68 (s, 3 H), 7.27 (d, J = 8.6 Hz, 1 H), 7.58-7.71 (m, 5 H), 7.92
(d, J = 8.86 Hz, 1 H), 8.35 (br s, 1 H); °C NMR § 13.8, 27.0, 110.4, 117.9,
123.5, 126.7, 129.7, 130.0, 132.4, 133.9, 137.9, 153.8, 157.2, 197.0.

FZHA] 21 6-R-2-F A-1-F A1 H- R HRen

P,
F N~ph

18 1-38-5-F-2-FH A KA NoR A TBLEEST mg, 0.6 mmol)H AL
AR, RIE EHH] 3 FIEE G ENT HH SRS, R EBRK
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FEALAH (75 mg, 66%). 'H NMR (DMSO) 6 2.50 (s, 3 H), 7.11 (d, 1 H),
7.21-7.29 (m, 1H), 7.59-7.69 (m, 5 H), 7.79 (br's, 1 H).

LA 22: 1-RE-1H-KFFk

N
[
N—ph
a) Wik

1% B 1-A-2-FE A K (124 mg, 0.5 mmol)F= N-F K- FBLE(73 mg, 0.6
mmol)VE A ALk AR, ARIE FHEA] 1 F 3K 6 KT & F SATRAS Y,
F A3 € B ARRARAILSH(70 mg, 72%). 'H NMR (DMSO) § 7.28-7.33
(m, 2 H), 7.49 (d, J = 7.3 Hz, 1 H), 7.59-7.68 (m, 5 H), 7.79 (d, J = 6.9 Hz, 1
H), 8.56 (br s, 1 H); >*C NMR & 110.6, 119.9, 122.4, 123.6, 123.9, 127.6,
130.0, 133.1, 135.9, 143.8.

b) —4R R AL

1 ) 1-7R-2-75 A K (124.5 mg, 0.5 mmol)Fe N-F - F BLAE(73 mg, 0.6
mmol)VE A A4 AH, ARIE L] 7 bR G RUT R SRS,
FAFE & BARRATALA (70 mg, 72%).

T 23 6-F EHE-1-F A 1H-FHRe

N
J P
0 N—pp

1 2-FR4-F B AE-1-A A K (140 mg, 0.5 mmol)F= N-F K- F BLE(73
mg, 0.6 mmolyVEAARIATH, ARIEFEHRS] 1 TR 6 RMT HFEAFA
Ay, AT R RIRAFAAL S H(62 mg, 56%). 'H NMR (DMSO) 6 2.58
(s, 3 H), 2.64 (s, 3 H), 7.37 (d, J = 8.1 Hz, 1 H), 7.44 (dd, J = 8.1, 7.3 Hz, 1 H),
7.48-7.52 (m, 1 H), 7.54 (d, J = 8.8 Hz, 2 H), 7.61 (d, J = 8.8 Hz, 2 H), 7.86 (d,
J =173 Hz, 1 H).

T 24: 2-F K-3- KK 3H-F ket -4-F B Y Be
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\>_

Ph
™o 0

1 2-i8-3-FEA K T B T B Ao N-RX X TBLE(81mg, 0.6mmol)1E A&
ekt AR T 3 PR R T IR R AARAILAY, FFRE B
}EREAL A4 (40 mg, 30%). 'H NMR (DMSO) 6 2.41 (s, 3 H), 3.08 (s, 3 H),
7.39-7.63 (m, 7 H), 7.96 (br s, 1 H); °C NMR $ 14.1, 51.8, 117.2, 121.1,
123.0, 124.9, 137.0, 139.3, 139.6, 137.0, 140.2, 155.2, 165.7.

% 364 25: 2-‘f’%-LK%.EJH-@I&:*&%[4,5-b]vttﬁ‘,
~—N
-
Ph

18 8 3-8 -2-F8 k"2 (101 mg, 0.5 mmol)Fe N-FK K ZLBLE(81 mg, 0.6
mmol)¥E A AL AR, RIEFZHB) 3 FRR G RMUT HH SIS,
FTAB G H MR RATEIL S (49 me, KEH 47%). 'H NMR (DMSO) §
2.54 (s, 3 H), 7.35-7.68 (m, 6 H), 7.77 (d, J = 8.8 Hz, 1 H), 8.58 (br s, 1 H);
3C NMR & 14.0, 118.9, 120.1, 126.8, 128.5, 129.6, 130.1, 133.9, 143.0, 151.6,
156.7. HRMS (FAB): CsHp,N; [MAHJ3HEAEA: 210.1031; ERMEH:
210.1026.

34 26: 2-F K-3- KA 3H-KEHF[4,5-b]HR.

>
Ph

1 ) 2-38-3-FE A k72 (101 mg, 0.5 mmol)F N-3KHK TBELAZ(81 mg, 0.6
mmol)VE A AL AHE, RIE TP 3 F REE G KT K SARENEY,
AT R G M IR AR AL A (55 mg, 53%). 'H NMR (DMSO) 5 2.48 (s,
3 H), 7.24 (dd, 1 H), 7.53-7.63 (m, 5 H), 8.02 (d, 1 H), 8.20 (d, 1 H); °C
NMR & 14.6, 118.3, 125.9, 127.4, 128.7, 129.3, 134.1, 134.3, 143.0, 148.7,
152.9. HRMS (FAB): C;sH;N; [M+H'], 3t F4&: 210.1031; 5 R4A:
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210.1027.

L) 27 5-F BA2-F A -3-FK K 3H-K 5 [4,5-b] L.
N
L
Ph

1% ) 2-38 -6-F F A -3-A8 A" (116 mg, 0.5 mmol)fe N-3K 2 TBLAE(81
mg, 0.6 mmol)VEHAAeHHE, ARIEFZHH) 3 FRhk g KA K H &AM
odh, FAFEE EBARRFRILSM(112 mg, 94%). mp 114-116°C. 'H
NMR (DMSO) 6 2.56 (s, 3 H), 3.76 (s, 3 H), 6.85 (d, J = 8.6 Hz, 1 H),
7.53-7.68 (m, 5 H), 8.12 (d, J = 8.6 Hz, 1 H). °C NMR & 13.8, 53.4, 107.7,

122.9, 127.0, 128.0, 128.4, 129.2, 132.6, 144.1, 150.3, 161.1. HRMS (FAB):
C;H,N;O [M+H'], ++H4E: 240.1237; FERME: 240.1234.

gé?'@'fﬁ'] 28: 2,5-— ‘?;_E_E-3-$.}_$_3H_w)]’;p§h9‘1’-[4,5_b] pbbn;‘io

1 ) 2-38-6-F £ -3 K k72 (108 mg, 0.5 mmol)F= N-F K TBLA (8]
mg, 0.6 mmol)ytE HRIEAH, RIE LIP3 P RER 6 R EH A
ety , KAFAB &M i RAFHAL A M (57 mg, 51%). 'H NMR (DMSO) 6
2.42 (s, 3 H), 3.31 (s, 3 H), 7.11 (d, J = 8.0 Hz, 1 H), 7.51-7.63 (m, 5 H), 7.89
(d, J = 8.0 Hz, 1 H); °C NMR 5 14.6, 23.8, 118.0, 126.1, 127.7, 128.7, 129 4,
132.1, 134.8, 148.3, 150.9, 151.1. HRMS: C,,H;,N; [M+H'}, + F44:
224.1188; KMME: 224.1184.

EHAH) 29: 3-(1-F A -1H-FH ket 2-K)- R R LB
0

Sy

1% 1-8-2-R5 2 3K (124.5 mg, 0.5 mmol)F= 4-F K -B K T Bt-T B L&

O/\
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(133 mg, 0.6 mmol)y¥F AR 4eHHE, RIBFEHEH] 7 (—4AR )T L &5 R MU
7 kB EATERIL A Y, KT BARRAFAEAL S H(68 mg, 46%). 'H NMR
(DMSO) 6 1.12 (t, 3H), 2.88 (t, 2H), 3.10 (t, 2H), 4.03 (q, 2H), 7.21 (d, 1H),
7.39 (m, 2H), 7.65 (m, 2H), 7.72 (m, 3H), 7.78 (d, 1 H). [M+H"]: 295.15.

L H#AH] 30: 1-Q2-R-FKE)-2-(BE)-K THR)-1H-FFk=k
Cryr
1 1-AR-2-FE % K (124.5 mg, 0.5 mmol)F» N-Q-R-FK£)-3- XX B
BEAE(154 mg, 0.6 mmol)HE HATIEATHE, ARIE TS 7 (—4ARAL) T #hid 4G
RANTr ik B AT AW, KAF BRIRATRERIL A4 (35 mg, 21%). '"H NMR
(DMSO) 5 6.73 (d, 1 H), 7.03 (d, 1H), 7.31 (t, 1H), 7.39 (m, 4H), 7.58 (d, 2
H), 7.70 (m, 1H), 7.75 (m, 1H), 7.79 (m, 2H), 7.88 (dd, 2H). [M+H"]: 331.08.
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