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REBAREF R, AIRBRRAR IR ARA. B BF. ORRA.
A, RA. AR AL P 3R &3 -RP-ORM
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M B RAR TR A, BE-RCAHREA. GRE. TBRE. K2
A, FR. FRA. A, FmEARA. £FAREFRA.
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1-E AR A 1-RARE A, ARk, - R#%A. I-RKA
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o AT XX T I M 24k BT 2 SUA4 ARAEABAE 1 BRAX
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Bundgard, H., Design of Prodrugs (A7 253X +t) (1985), pp. 7-9, 21-24,
(Elsevier, Amsterdam)). % T #7 2§ &9 it +& 3% 4% F Higuchi, T., et al,
"Pro-drugs as Novel Delivery Systems (8] 244 A3 Rl %4k %) ", A.C.S.
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TR H IARAE P R AEAR P X A4 i 6 My AR R A AR KPR B BHRAL
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ROZ B 4 5 Mo A F B2 3 LR S Uk 0 B AR 4

HF-RALA. A HEA. BRA, IAREA. REARA, FRARA
IR A EHRBRARGBARA . FEBARGFE, FRRA
A AR IRR A IR RN BT EAREA. FHIR
AR 2 5 AR BRAT R IR G 42 7 AL

RE&- s h E Bt ik; B
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HF—R* AWK,

EBXI)AMF, F—%aFEHTe@aX (s, &L

W

YA -S-;

R'A -S-;

R*®& R**#) # -R°-S-C(=NR*)N(R*R’;

RPER* & Aikiiit g &. A, §&. gL, -R-OR". -R-CN.
-R%-NO,.-R.-N(R®),. -R*-C(O)OR®. -R°-C(O)N(R®),- -N(R®)S(O)R’.
-S(0),0R’. -S(0),R*Z-S(O)N(R®),, ¥ Ft& I3 H1X2Hp
B H0. 132;

R®. R, R¥AR*& A sk g A A §F. dRKEA. -R-OR’.
-R®-CN. -R®-NO,. -R-N(R®),. -R®-C(O)OR®. -R°-C(O)N(R®),.
N(R*S(O)R’. -S(O)OR’. -S(0),R*A-S(O)N(R®),, # ¥t& A1k
FIAH1H2HpE&- 840, 1R2;

RAR & A M A BRI A

RO&- ) 2k 55 30 A0 3 4 ok B4k 3 4k 69 T A4k

HF-RAE. i IRELA REERE. FLRBRAGTRE. £
MR IRBE R . R BRRF A, ERRRGF L. /£
WIAR GG A AR BRI AR AR BRAR g 2 57 A3
fEL B 0 B 50K

RP& A A A3, B

HE-ROABE.

B XM P, H—KEFEHQ-{2-({[RA(RAL)F L]

BRI} T HR)-4- 8RR AR} 3R ) T A AUk
4o b UK AR PR 6B XS M T, F— KT EHBX

(Id)fea-4h:

94



200880006800. 7 oo 5E53/176m

£

Y#-0-. -S-HK-NRH-;

R'AMFHE, -O-. -S(0)y- (G Fp#H0. 132). -C(0)-K-NR?Y-;

R®, RPAR*& framit AA. KA. BF. 9RKL. -R-OR’,
-R.-CN. -R.-NO,;. -R.-N(R®),. -R®*-C(O)OR®. -R°-C(O)N(R®),.
NR*)HS(O)R’ . -S(O)OR’ . -S(O),R® . -S(O)N(R?), .
-R%-S-C(=NR*Y)NRHR’ . -R5-0-C(=NRY)NRHR’
-RE-CENRHYN(RYHR A -RE-NRT)-CENRHYNRYR, P t&- At
HoA1X2Hp& g 40, 1R2EHE FR®. RPAR* T 6 £V — Mk
5 Hit B -RS-S-C(=NRHN(RYR’. -R°-S-C(=NRY)N(RYNRHR’.
-R°-O-C(=NR*)N(RHR’ . -R°-C(=NR*)N(RHR’
-R.-C(=NCN)N(RHR’ & -R®-N(R")C(=NR*)N(R*R’;

R¥®, R®. R* RMER™&-grimitfgsa. wi. 9F. gL
R-OR” . -R-CN . -R-NO,. -RN(R®Y,. -R®-C(O)OR®.
R*-C(O)N(R®),. -N(R®S(O)R’. -S(0).0R’. -S(0),R®. -S(O):N(R®),-
-R%-S-C(=NRH)N(RHR’ . -R®-0-C(=NRY)NR"R’
-R.-C(=NRY)N(RHR’ & -R°-N(R")-C(=NRHNRHR’, L Ft& g1k
W13 2H0p& A 40, 1R 2HAHE TR R®. R*. R¥AR* T # £

yo— A gk o2 o & B -REAS-CENRHNRHR?
-R%-S-C(=NRYNRHN(RHR® . -R%-0-C(=NR*)N(RHR’
-R°-C(=NRYN(RHR’ . -R°-C(=NCN)N(RHR’ V3

-R°-N(R")C(=NR*)N(R*R’;

RZARE A XA &I A

ROZ B 3 35 3 A A0 S B R A LAk R R A 0 T b B4k

HF-R'AA. A HRE. A IRKRA. RARARA. FREBRA
IR FRIBARAIRBR IR FRBRAR T, FRRA
b ERIRRM AL, FRRARGEIRERA. FiER
ARG Z F R R AF R B G Z F I AR

RE&EAMIAEIRIEL; B

H—ROA A,
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ERBX(AWEY T, —FhFTEA T HBX(dEH, L+

YA -S-;

R'AMFLE. -O-. -S(0),- (B Fp#H0. 132). -C(0)-K-NR)-;

R® % R® % g %% % # #& f -R-S-CENRHNRHR’
-RS-S-C(=NRHNRHN(RYHR®> . -R%-0-C(=NR*)N(RHR’
-R°-C(=NR*)N(RHR’ . -R°-C(=NCN)N(RHR’ Y3
-RS-N(R)C(=NR*)N(R*R’;

RPER™& Arkiiit f & A, B E. gARKL. -RE-OR’. -R*-CN.
-R-NO,. -R*-N(R?),. -R*-C(O)OR?. -R*-C(O)N(R?),. -N(R*)S(O)R’.
-S(0)OR’ . -S(0),R®. -S(O)N(R®),. -R°-S-C(=NR“)N(R"R’.

-R°-O-C(=NRHN(RHR’ . -R°-C(=NRY)NRHR’ B
-RS-N(R")-C(ENRHNRHR’, £ Pt& A 2 4H 12 Hp& A #0.
13%2;

R® R*. RMAR™& it A A ik, N&. gA%L. -R-OR.
-RS-CN. -R%-NO,. -R.-N(R%),. -R®-C(O)OR®. -R°-C(O)N(R®),.
NRHS(O)R’ . -S(O)OR’ . -S(O),R® . -S(O)NN(R®), .
-R%-S-C(=NRHN(RHR’ . -R5-0-C(=NRHNRHR’
-RS-C(=NRY)N(RHR’Z -R*-N(R")-C(=NRYNR*R’, L Ft& A1k
WA 1R 2HpE A A0, 1K2;

RYZROE | 2 5 ¥ SRR A

RO B 2 5 3 4 A0 4 A ALk 3R 4k 0 T2 e A4k

HF-RIAHE. A WA A gRBEA. REARA, FRERA
IR FRBRARG IR IR FRIRAG SR, FSRA
B EI A ERRARHERA, ERRARHETFREARA. FRK
ARG 2 35 IR RAT R IRAR Y 2 T A

REEABIHAAIE;, B

HF—ROA A,

EAXADASH T, H—FEHEFEHTHEKXAA)LESY, H

W

YA -S-;
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R'AF4E. -O-. -S(O),- (L Fp#H0. 1K2). -C(O)-H-NRY-;

R® % R® & B ¥ % # % f -R-S-CENRHYNRYHR’
-R°-S-C(=ENRYNRHN(RYHR® . -R®-O-C(=NR*)N(R"R’
-R°-C(=NRHNRHR’ . -R°-C(=NCN)N(RHR’ B
-RS-N(RYC(=NR*)N(RHR?;

RPBR*A ik sibit A KA. B E. gAKRA. -R-OR’. -R*-CN.
-R.-NO,. -R5-N(R®),. -R*-C(O)OR®. -R°-C(O)N(R®),. -N(R®)S(0).R’.
-S(0)OR’. -S(O),R*Z -S(O)N(R®),, H ¥ t& A Ik iH1X2Hp
A B H0. 1R2;

R®. R¥* RMAR™& A st & %A 8%, 5R%A. -R-OR',
-R®-CN. -R®-NO,. -R®-NR®),. -R*-C(O)OR®. -R°-C(O)N(R?),.
NR*S(O)R’. -S(0)OR’. -S(O),R*Z-S(O)NR®),, H ¥ t& A 1k
ZHHIR2HpE B H0. 12;

RZRE AR ¥ h AR A

RO B 22 35 30 H AL F A B H AL A 3R T4k 09 At AR 4

F-RTAHEA. . HE. A IAREA. RASEA, FRRA
IR A, ERBRRIR A, FRBRANFA. AREAA
B BRI E . FRRARGERERL. FiER
ARG 2% 55 R BRAT L IRAR G 22 I A

RE&E A IAEIIAE; H

HF-ROABA.

ABXIALEH T, H—FHRFEA L THEANA)LES, H

e

YA -S-;

R'#-S(0),- (L FpAH0. 132);

REZR**# % -R°-S-C(=NRHNRHR’;

RPER*A kit HA. WA BE. §AL. -R%-OR". -R°-CN.
-R%-NO;. -R%-N(R®),. -R*-C(O)OR®. -R*-C(O)N(R?), . -N(R*)S(O)R’.
-S(0)OR’. -S(0),R*E-S(O)N(R®),, HFt& AM I 12 HD
&8 AH0. 13k2;
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R*®. R¥* RMAR* & A ik A A A §&. gAKE. -R-OR'.
R°-CN. -R®-NO,. -R-N(R®),. -R®-C(O)OR®. -R®-C(O)N(R®),.
N(R®)S(O)R®. -S(O)OR’. -S(O),R*ZA-S(O)N(R®),, £ Ft& A 2k
ZHA 12 HpE- A A0, 132;

RAR S A M 53 h S I

RO&- & 11 52 30 A 10 F AR R A AR S X4k 09 bt A4k

H—RAHEA. A, EE. kA gL RASAKE. FRRA
IRR R, FRRARMIBEARA ., FRBRAKGFE, FRBRA
B Fr . AR A IR, R IR ASA . FiL R
AR 22 3 A RAF R BRAR G 22 5 A

R*& Gk 2.3 h A3k, H

HF-ROABAE. |
EBXAD)AW T, H—REHFEH L THAI(I)NEY, &L

¥

YA -S-;

R'#-S-;

R®&R**# % -R%-S-C(=NR*)N(RYR’;

RPER*E& gk sibit f &. ik, §F. gL, -R-OR’, -R°-CN.
R®-NO,. -R®-N(R®),. -R*-C(O)OR®. -R°-C(O)N(R®),. -N(R*)S(O)R’.
-S(0)OR’. -S(0O),R*Z -S(O)NR®),, H Ft& f Mk 132Hp
&8 A0, 1R2;

R® R¥* RMEAR™& A ik A A A §F. 9ARKEA. -R-OR’.
-R.-CN. -R-NO,. -R.-N(R?),. -R*-C(O)OR®. -R°-C(O)N(R),.
N(R¥S(O)R’. -S(O)OR’. -S(O),R*Z-S(O)N(R®),, # Ft& f ik
ZHAIBR2HpE B AH0. 12R2;

RAR S A2 WA AR5

RO& A 3 b 1 4R R H A 4 R U4k 09 T2 AR 4

HF-RAHE. k. AL BREEKA, FRBRRGITEL, £
B GIRE AR . FRBRRGFA, FRBRKGFRA. £
IR IR . AR ERAR A e RO A AR IR G £ 35 R
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AF 3% BRAK Y 48 T
R&amaAhaImA;, A
H—-R°AKLE.

A8 XA e, H—F#kF EHE-{2-(([REAERAL)T K]
BRI} T A )-4- AR PR 3R ) T A AU

KL\ H—F @A LWEY, LabHHhTHETHRY R F
BT A A E 4o L R AR AT 6 R ALE Y, F AR MK,
stak FMIK, ZEFMARLRSY, XELHHTHEZHLE. BEH
1A AT 25

AR ZHF O —FFTEHHHAEY, LaeBHHTHEL
QIR A A F AKX TN LR B XS WHIERFTE, L
RFEMAIR ., TR PR, 2 FHERRLREY, IFELHEMTHES
. ERHRATH.

AEPHEHF N D —FRFEHGWEEGY, LabHHTH
Z IR R Feis A M E 4o LR B XUy Eh T £, £
IARFMAR, st FMR. ZRFMARREREY, B LAY THE
2 E . BRI EAE ., |

AEPAA—FEARTHARINLNY, RBEARGERARS
L, AKX 4L A ERIERRESHTE, L¥x
Fik QAR ERNELDWL T LR AREN I LATE G REL AL
A4, EIARFHAR, st MR, EREFMARRERESY, AL
BT HE ., BN RITE, RBFERTARETNHHELY,
Frik B ea it @440 LT R E ARG M T R, L3k HF
MR, stk FAR. EERFMARRLREY, RELHHTEGE.
BRI RATH, FhYTHRZOBEYA.

BA @ —EkFEALFESEARLGRAIARRESHLE
HILS M G AR LR F B ARG AL,

BHEH —EkFTEHLTRERADRAIEKEL AT LA,

BiZERFER, RAEFHRSEHL T RAEEAL TR AL
HHEENDEERER. HEVOEEIAERH. ferroportinfk . #H4A
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JLde &, 450 % 7. Bantudk/RiLAE . FEMNER AR, gracilelFE4E. &
F kA A A MR, BRI REFT AL T RABRERTA
MR EZRER.

B & F — R F A I T KK A K MERAR AT KA

BB — RS R I P AR sk R AT AR

BHEEH—ERFTEALEFPRRARARRSRIL AT ER
fh@Fa. TR, BRRFEAA), KE D@ T o, RRERT
fr, DAL AT R . RAEM SRR LMK T . LR RS
# M R fo(dyserythropoeitic anemia). R & B E Ak PhokiE . & BRER g Be bk
ZE., BENSEAEOOE. ARAEZTORZE. FHEARFTE
SAE. MiAdkmFEIRAEE. AR & G o JE (aceruloplasminemia) & x-
e SRR ) LA

AT F— TG EAHRLT LA R FTADX G R RIS
SRk AR ZEEBAERB(CIEALS. MpFEEKR. MERRFERIER
o). S R (LSS AR AR AR AL . Bt b R B R R e bk K
%), RE(EIBELAFTEAEREFHFLPHARSR). BE. RBEERD
. AEBAERAT R, BARRAT RS R R(EHEHIV. ERRRRAKEH
BRR),

AEPW R —Fss EAHLEBILHMREAL T G577 5EDMTLE A
A8 % 644k K R RAEH IS WA R F 457 HDMTLE HAB X 69 7% F7a K,
EAREN TR, AP RFEORESHEEEZNEILDIMDLTIERAKRE
#4e EBTR 09 KRR A4, S ARFAIR, TBRFAMIK. B FHMIK
RERASY, RELAYTHELOE, BRI, A ETAK
T WA, TR MM a4 Q8 do L FT iR 6 KK AE- M8 52k
FE, EIARFMIK, tkFHIR. ZEFARILREY, ALY
W EZ . BRI RATSH, Y THELHBRYA.

FiZFERFEY, —FHEFTEAHLF LEADMTIE (I 5DMT14)
JEFE KA, DMTI6) 7 MK -3 ),

BZERFTEY, DT EAL T HILHWAITL TG
A K EFADMTI-# 4 &
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AL PSS Y EAR TG R E R MM EET ARG T,
ALK AMAH &5 F) A M E R

KK R B he AL B K AR TR e B A A
i Esdy, ET@ESEYDMTIE MR, KkdpHIDMTIE MR, £
S REALF A T T4 KA.

Rz X AR EHILHIMRAARFT GRBRES, AP HK
FUSASTEF T RLDIYHEFT LRI RFTEEE), Hls
WAL EFRDFSFAAZAE RGO KLFTSE, RE5HIL
HM AT 6 B F 4k A AL H LS M AT IE T A S R EIKG %S F.
g A IR E ST AEN ERiFE, RBTFEHKEOEIS
MERETELRTH 2 V4 5B840FG44E), BTl hF
B EOSMBITRFHROFASEARE. Hlde, 45%RA LG4 E
AW TR FRTRAEIINGLFELSE. BB IRN TR gETHF
IR & LA AR B PR AF LR AT AR 4% 48, &R id id dwMRIF=/2 SQUID
BRERARAMNFTFEF O FFTREE. LECARBIE. )T 4
AFTHRELTRHA XS LCRERALE . S RLXAGEHRT,
REHLS TR FRER T A ZHKELE.

B, KiE4E@ 0z R A54RBATEARE. Kik
o, kX PAKR AT LN, Bl L MR R T EF(LIERRRT
FHMnEERER. FEADELRE K. ferroportindk 7. # 4 )L
& ERE . Bantudk UL E . JEMERB AT, gracilesz A48, 3t
FR AR MEFKA, AR TRAA R, £ &EFT T,
{2 5T & T M 41 28 0 % 3K 338 Jn 5 5] AR B Ao dy BAFERAR R A7),
Fogk K (B )R AL, REBRATEAFE AR T e
R AWM Mil&, AT LOQEERRTFHFET LBFa. T4, 4
Fodr WA, AKE DT, R @R . PO RTR
fo. FAEMESZSRIEHERT L., SERERFFRET L, REARK
BRPNROE . R ERBUMBEAR 2 g, RAEMAERATOLE,. DRAREE
iz, FHEALARFTEOIME. WOk EEZREE. RAEEE
A JE B x-3% 40 B 4k R AL da I R
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AL EHR PN L ZGSEAAKLATER, LT HLHD
b WSS TS TFEADIY T HEFTRS S, IHHSRRE AL ACKEE
RILTF B MR AT LA (BB ERRTEE RO EERLER. HFE
f &, F & . ferroportink & . A )L & F A K. Bantudk LA
. MR AT, gracileZF 4R, EF K AF@EHEFLR, AR
TRHA R, HPEET Rk, 2TdTHT amie 7 IR5)3E e
F 5| Ak BORIE An do TAFERAR R FT), Aedk Kb (B fn ) ikoR 7 AT KRS 4E
faRRTFrt HER oBFa. TR, BR8P ER)), KE @R
fo. PR AR . ATk R AT R AR SRR O T
fo, e A RS E R R . RER KR RE . RERBRS B 2 E
EAE AT O RE., RRABERGHRZE. FHEALFFHRELE,
MiAdktEERAEE. RAEERE oERx-EHGHKRLMICHE R o,
4k AT R AL T AT AT 2 TR R (CLIEALS. makm. MERR.
M RFHRR). SRR (LIEFIRBAREA ., S o b 5 dn F IR A Fo
ot EAE). KMARFRBRE(QEXT K RFUT R FHRR
#RE). BE. RS ERBGM. FBEHWR. BHERITRFEERE
FHHIV. AR REKEBER)T LA HRSREE,

A K BAAA M Ao 0,4 K K BAALA- 4 64 B 4864 +T 18 128 5 DMTI
SEME, KA HIDMTIER, BATF%F4%A. AitiE S ~DMTI4 L
PP E RIS EFE Ak & ERERGEEFFIIRGKEAT
FAER, EHEBLEERERZDIESRKFRAKLATEN, &
F bk o &K IRE RO FIEABRK R P EREREFZNAKE, miEmA
BRGE BEHRER, B4, BFHIAL, EEFONEFRAAT
£ K e dn & IE R ER, ERUEATARAL. ATRERY . X TR, M
B oh BL R AR AE . ABIR IR BOS IR AT L E AA. AP FHARETHE
45%A LS E QR SR ERES. ERERREZRERT,
HARAKG R F B4 h o 6,04 R E (HFE)F # &4k6p2l LR E
AAEAN DG ERERGILBRAT 0%t FE—4 L RE R b4
4, P& R T2 -FHFEAE 95 2 T4+ 49C282Y.

DMTIZE ML EERKE NIRRT R, HPETHL, Ja@mie
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SRR, EEBRSHEREEERT o, FERKEER TR, @
FARAE R, ARBRERZ . B RE G A 2
BRI AE R T RO PR FEREAERF, BAHALEKARTRGE
JE. T 380 FDMTI1 89 £ A3 Bd it s, 2 GDMTI#4RIK
3 hmZ A A BB £ BE(Morgan® A, Blood Cells Molecules and Diseases
(3R a-F 5 ¥k 5%), 2002, 29:  384-399).

EAIESE R TDMTIE# 4o K IF B AR EAFTARER. K
BHER AT AR L TR OEA L AT ERE. A LRIF
¥Rt . AT MARAR TR AL RAE R AR BT B A ob . ARA R kb
B RAK. BACREEY. bk b RBIER L L. DMT4)REAE
REDRIBFRAMEHT T RFRERATRALECX R ENEL
¥e,

BT MvAsh, DMTIEA BT & E LA, XIRALATEIE
Fa 0T % 49 1T 8 4k BB P 494 A (Ferguson¥F A, Am. J. Physiol. Renal.
Physiol., 2001, 280: F803-F814), F+ ELDMTI1:& 3 B 454kid it 424k & G 1%
#r £ KM 4 42 (Fleming % A, Proc. Natl. Acad. Sci., 1998, 85:
1148-1153). HALH LA H R E T KRG, DMT1H7HH T &
i) 2 B A A GGDMTLA T4 2 b Rk bk el .

DMTIE T AR ZRReI4kE T LARERA. O TFAXLRER T
JE P kR AT TEFE LT AR ERAOBRAEFRRATRMEA, A
B AL I A R E M F XIRG B, DMTI374H|F] 7T & A4 A A
KA B 4k 00 &, A C A E i B b X E IS A AR A
(LehmannF A, 2006, J. Med. Genet., 2006, 43(10): e52; SchenckF A,
Top. Magn Reson. Imaging., 2006, 17(1): 41-50).

MR AR, & FHekBICF 694 rs, DMTIE HA S 186 B3
R (mk/miye R RAKE D armpot R o, HLAHSSM T oty EHX.
B, B MR EERE RGBS SR 4 IEH RIS
A HUM AR, AHFESDMTIALAR T HH REhfe”: mk/mk
WE KL R AR R A, KR YIS B 2 S DMTIE & #
B R T f &EILE S hfe) (LevyF A, J. Clin. Invest., 2000, 105:
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1209-16). stsh, EHFHEHOEZRERGARLEFOARLI T,
R KR ZELAEDMTIE RE L3 i, DMTIE R AR & ENERT
MEHFFOLELRRRZAERREG R L AT AT F 6K
(Zoller¥ A, Gastroenterology, 2001, 120: 1412-1419). X & I &4
FADMTI—fR b A A T AR AMERAGEIT R, HAHLAT
R BN DEETRNERGETR. AT H#H—F LBFDMTIEHE T
YA RATHBTIE, BARAFRCIEERFSEETHRAMALKER oL
)4 XBIK, Haoirf4 RF (Lynch¥ A, Blood, 1989, 74:
2187-2193), ‘

B R AA BAAEATH TAEAAH T RGE, 2 RKLANESHF ek
KA e TiE i AL LA R4z F4kiE 2 DMT1 &
ARBAMEER, mAFeRFs%A. AEREEABATELEAL
H, XEMMAH AR ENHRGEEES RARAKARIXELBILETE
-1 (NRAMP)F 418 & FBF A KIHH . @8F, KREXALEHET
PP DMTIHE M, MRIpH DMTIRIKIE d 4 4% F i3 R g 09 e
. B, RKEARSWBEGAS ZDMTIH5, BRLT A Tié778
HiEH . K HIDMTE W d s & 694k 5. 4E A DMT1# 4] 7] 69 R
K RAA LT LB I WREAL F A FEAKEF RAMRFF )5k
FAE, R PshiFe SR il AARRBET AR, #)
do o KU 894 BRI 7 M,

KK A A A L4 KK BRS04 A 4R ok 7T ) T 06 57 T
BRIl b 5 )2 B T4 E F KRR b 6 B AR ey A5 M & XA RAR
REEIK . RABF/RERKE, PlekPH L. FR. ShEiHK. FAE,
B, FERBEEFRE. FRBBEZ ., SHRBEYRE . BRFF
st 5 LB 69 IR E (ShethF A, Annu. Rev. Med., 2000, 51: 443-464).

AR AA YA LA KK A b 064 7T A T8 75 R TR
REHXGhEERER, LIFBERRTHFELOEERLERFHL
W& ERER. DFRNLETRERAZETFS, B2 FTHSEE
K, Blhod F4h 060 B4R ARG A SRR, X RRBES
JERE ., #A I & FILE R A T IR LRI IR, A R AS LA
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JBF 6945 E R,

KK AA A A R K BAE M b B L A4 5T A F 06 7 R
Br#rmsk B A, BBt AT E, ATERNPELT R, BHR
BB RR MR o LeMARRAYHLE. MEHniLE, 254K
RHER, T HREAHRGHARFT X, Btz et s
SRR, BREBAF, AALARET RAAF0, JHHRFR, <
JEAe R R, HrfndkA i Al E R ER T FRTRERBE., Hraskd
AR W18 T AR MO k38 K, R HIRA TR iR A R R
WS EWARRE, A ELARRRESHAE., @4
DMT1E Ml 4k 6B, TV b sk A2 R #r48 X 694k A2 R #1, JF
X 1 AADMTIIP FI R 6 57 % .

sk, @ T4k F A LB R AR K A4 AR 6 B M EU(E H )8
B, KERNASYF QA RKEPASYG GBS E T HELEY
DMTI1#E M, HKikdPHIDMTLE M fm SRk F4E06e ), ETHH
K F) AP 2R FEA .

AERA YT @4 R E RS Y 6 B4 ia o4 /£ 5 DMT1 %
M, KA HFDMTUE M G —BNEL, THEARIRTIELDFH
BB ARG AE BT R . R, REANES YOS RL NS
W6 A A e T AR ERK IR T g —RAME, T AR TiERE
M AE 6 TT 4R KR T 69 P 38 LAk ATESH AR P A L,

SR M, ARABAE R A TR AR R AR (Fe™ )Rk 89 % A4k sk SRk i 4
A R A IAK R AA- A FDMTLE M, ik 4 DMTIE M4 48
F. —HX A F R IE TR EA B P DMTLE M6 88 7 69485 F], MK
FAARL AR A, B F 0 R 4R E (A A ARSI 4 Fe) il
AT F ey E 5 R E AR T RAN TR, S EATalk
ey B ) DMT1694R s E M, R E R EDMTIMR Z it % &K
E5Fe, R EBASEGE, REHMILEY. PFethill &R Z
BRI RAE B R TP AF 698 F) & # DMT1 3 48 (Picard ¥ A, J.
Biol. Chem., 2000, 275(46): 35738-45F=Wetli% A, Chem. Biol. 20069
A5 13(9): 965-72). &, EH—HMHXTF, fB&HA LR FH R
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FEAEMNBER BN F @R LCRT @GR E T, MIAHALADMTI
6 tm o IR ¢ 48 R A € £ B A (Gunshin % A, Nature, 1997, 31;
388(6641): 482-8).

R T P AKX N RDMT1 69 M e 447, 1% A 48 F) 694 m)
BA, Bl EHA. RS HAFICHERR R AT, AKCaco2u it % fe”
J F X A% 49 42 W (Alvarez-Hernandez % A., Biochimica. et. Biophysica.
Acta., 1991, 1070: 205-208). XA 4845 £ F 4860 G £ T 4T, VA
1245 m sk s 2+ EIADMTIR A, XA, TRAMAR, LELAEL
B4k 4 IR (Raja% A, Cell. Biochemistry and Function, 1987, 5:69-76;
Leppert¥ A, J. of Pharm. Sci., 1994, 83:976-981)3 VA B k&4 M40 ki
(Vaghefi¥ A, Reprod. Nutr. Dev., 1998, 38:559-566), 3 ¥ #%%8 & Ussing
EPREFEERENKE ST, AXEERNT, 9% AKABHRKEZ
SRR, Bk, BB iZA s s E 4k S E i 4 ER
PR

XA G A R mIe b AT, REAEARRARTR T RAETH
HEFP AR RS XEAF A EZBE G MICRAR T HIT, RAARIEARA
B3 e 1 F T KR RRAR ST 604 69 S B 7 ik

T B A SRR F RXRLAESY, AEAEBRELZTE
T lahdh bR TR, BA RSB AFTEA, HFEERD A
FH. AXE5 T ALY FARERS T ARG T A -TRE KL AL
AW G AR N E

Blde, A8 R FTEIA A K FARA 4458 T vd —AYak B2 5 4Rk
ZREMSTAE, LEFHESEADMTIRRAFE MG LA, &Rl
¥ohe, fedh R X AR RIER KL ANSHEAATDMTIE K, HKik
FrHEDMTIE MR S, doilid Esks 2 K R P W ndn 54K 8 ZPTIER
RARAE, XK QAR PIE LSS, UEMERBA Bt NhE
EREROLRB AT ERGALARERT T BT AL P IET] 6
DMT1iE & & & 54k 5B,

HFE, B Z AR ARG HEIORETRIREFEIET, Hlhor
A, RiBiLHkF RKRefino% A, Am. J. Clin. Nutr. 1983,
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37:904-909; Redondo¥ A, Lab. Animal Sci. 1995, 45:578-583; Frazer%¥
A Gastroenterology, 2002, 123:835-844), x4, i1 i34 E R
IR A VAR e dn 3R A AR R AR RO (Rajasr A, Br. J. Haematol., 1988,
68: 373-378). XM g, G4 TIRELSH AR RTRE
BT R4kEE, RBINE hFL. #HEEFal0R. &
GBI R MR K REZNOYR T REANTEOEK. A,
Ao BT 8 IR 22 O AP ¢S MR 09 BOMCR M X Sk Sh A P g 4kE £
TERBEKAHO Y P HATXLEZE, FRIEZBHTHRR+45E
5 LA B 3 E XA P WA A 4 09 T 3K

kA AT A K RARA B2 T B = DMT147 %) F) £ B it — 4k
R Gy B —FFH X, XLARAT AT EH4ERA, Hlieil iy
W & EIE R (LevyF A, Blood, 1999, 94:9-11). #h4&! do &, % I% J%
(Huang% A, J. Clin. Invest., 2005 115:2187-2191). (-2-3%& & (de
SousaF A, Immun. Lett., 1994, 39:105-111). ¥ ¥ &% f(Ciavatta®F A,
Proc. Nat. Acad. Sci., 1995, 92:9259-9263). frit4k%& & it 'V (Craven®
A, Proc. Nat. Acad. Sci., 1987, 84(10):3457-6 ) Z H €K& ] ertmfiet B
fr, #4440 TR0 shak: MERgBid+ 38 MHeL RékE
¥, RBITH B oFek. BTG5, RGBTSR KR KR
BEENAOMRTIRGATENEK., F, B BEIEmEaLTH

FRAT Ak 6 BOMCR R /{Lﬂ’*‘@b% THKIEE.

BE, REPGRIAETRFFEXLEREHRT I RE O RAA
AR T 5%. %%#ﬁi%ﬁi’f&féﬁo.l pg/KgZ #3100 mg/KegihE, m A
BARALZAEAH0.1 ng/KgE45100 mg/Kghh ¥, RAEEZTEINIFZ
T VAR ST 4% 09 (“mg/Kg” Z 384 T Lo 69 MR B KgIk 491 a-4h
mgk). ST (RFEN FHE TR Z A E X F100. FhHEEL
ICsfA & F)EAKF 10 uM, Kt/ F1 pM, fmRARZAIL TS50 nM. ICs
(AR E-50%") A ARK AR T, A4 IR, X RIFF50%
HDMT1ATE B ST 4.

ERZRHH—RIEF, KELPLESY S TIRIPRARR AR T4
ARG FER AR Frodk, AFRTH TEF4EARERLF XY
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RIARKRFAREH L EEH.,

ERAEPAH—REP, REPLSWEB A R ER T RIS
ME LT E A, REBLHW T LT H4kEAIMENGERIARKS
a5,

RAEAAK s m 5L

AEPLEFBRARALFT AT GRL RSN HHEEY. &
—FZHRFTEF, RLXRAFRAEMESY, L a2HYTHZHHIKR.
TR ) AR F 9 RL A, SBBLTH, Kiaailand,
RAREAEN, LETHKEPTDMTL, Kk HDMTL, AGTHKE
.,

#9522 B T R AR I 25 R GAEAT T 422 09 8 25 o5 Rt AT4 7 X
RE L WAL MH XKL PEAY XL BN TEZHEGLH. 6
BB i E R KRS HE L HMTIEZTIAR, FHEH I A 44
RHERLR GBS, BT RLN G S HEE DB R EK,
FER. BRARAAEXGHA, FlehHl. KRE HK. . K
ook, AL EHA BAR. B SRR REKR. STEMH
KA EoMH BB EROEERRT IR, A, 2K, BN, B F
sb. EF. B, MERREAN., ALBEAHAEME I, CHEATIE
B, FHARA. LA, AR RERRBEEER. BRARLAGHHHALS
B, AAFE TS ERRS AT EZ L TIZAEHET R EDTH
Ay, WATARRELSNBEMRIR—FXENHNEREGHA, X
4 R AT AHE—HF AL, @ ERERY KOG RLARE D RS
TEMNEANF TR, H|E XA R 6 KR T R RARAABBAA R 2
R EM G I, Blhe, KA The Science and practice of Pharmacy (%)%
H# 5 KRK), H 200 (F R H Z 5 5 A F 1% (Philadelphia College of
Pharmacy and Science), 2000). 4T 694064 T8 2o T4 20 76 77 A K
FHARE PSR B M THZLHE, URERLAGRKFIET X
AR IAIRE.

ATAL R 4 B WL iB A QIEATAT A8 e A F] SR F) £ A
BB THRZOER, TREYTEZHEKROIERE FRFFTHEZ
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B iR SR AR = A B RARGAEAT A, FHETALH R ALH T
LW EN., AUTEZABRCIEERRTRIK, Hldk. K H
A= LB %, REMINGTON’S PHARMACEUTICAL SCIENCES (& 544
%125 %) (Mack Pub. Co., N.J. current edition) ¥ # 2h 4T 2 698,
R AR I E R R 6915 taitt,

AERGHEMBEHTAA BRIBRAE XN, —F @, HARH#i
A, EAFEEWMA B R F XA X, BKRTARIK, LT85 0%
Blde 0 JRAEK . T IESHRARKTT A T 40BN 2 6 AR

LA T aRAe B, AYESWRLEAYERIBRAEX, L+F
B4R, FiRAK. BFRBEEN XE @S ERLF HAMA B4R KRR
BT .

VA AL O RS2 A 64 BlARL a4, ST EH A K. B
¥, BHAF. AA. RE. ofE R REMUB X, XA EKRA
B EREH —F RS A EHARERNRTRABKR, I, TUAE
—FREFFTINWR: HwRFTRAEL. CRAEE. MAHEE.
HER KPR FEEF]; Hdoimdy. VBRI GRE A, ki
BR. A3 P40, Primogel. ERIEMFAMBA,; o il 5 BR4E X
Sterotex#] TAE #); H iR A SALEMBAN; Hde B4R XA 0938 4
F; ke . KGR T B IAGTHAF AT, ARE EA.

Lo A E AR EGIREN X, BT LR ERNGWR
VASE, HTSH 4 4o iR T 8% ik 6 RARBAK.

BT HRAH X, Blhedbdl. EE. 2k, LHREF
. EAHBRAF R, ZRRTHED RS S, KBEH#E, St
MR E, RABEMART AL EIAS, SH —F R % A
Flo BRA . ZAEER ARG RN, EESETEHLHGELY
P, TASH —FHREFHE@ERN. BREAMN. BEHN. 28H. &BF
F. BAF ., BEMNBFLH.

AEPHRIRG YUY, ReLAHRR. BFRRELE EMH
X, HTELA—FREFTH AR LHFEN, Bl AK, ER
R, MAATREK, MBIER. FEaAMm, TRAEERNXEFNR

109



200880006800. 7 oo 5E68/1756m

BB A R E R B ES e REL S, BB, Hh. AoBmR it
CHERN; B FRIMNAERTRTENRAN; B iR oiR X EH7
BREANIWEMNF); He LW LRGSR, Hhe LB . AR
H RO E AR, ARE L RMARA RIS ELAD A, %
¥ B PRI R BN B BB R BIRF RG], —RBEHFERS A Z )
P . ERRHAKRHRBAER . TEHBHAEGMWRLELE.

BRASE IR B I 2R 0 R4S 25 ) 6 R R I IRAR B M 40 A L2 AR AT B
FFELER BTN —FTHARLRNLSY . BF, RAPLSHELLY
THEHEV001%. HABORAHE, ZETHAGHETEN0.1%
E470%. ikt R MBEWEH £94%5 £550%4 ALK RLEH.
&AL AR E G DS A IR, £ G I F B SA AT
AL ANAE D EE190.01%ZE10%.

RE PG BB H TR IS, EXMHFLT, BIRTELR
BAEER. LRE. REIBBAER. B, ZRRT KSR
THMF: B, FLIE. RO 8. ¥, 7ih, oK
AN, ABSUA Afe R, AR T HETAAIL L Hms
ME . BREZ IS, NASYTOURZAMHNXETLEKE. A
B F T oA AL RS WREH £01%E2510% wiv (F- L4k A8
).

A S WA T AB Je Ao H 697 XA AL 25, R EEM
PR, B, BEAMA AN T AR A IE S AR M
WA A AR AR, EH R OB RRTELIE. TTLlEAET
—B%,

AE A B 4T 04K E BRIGRATN ZRH BT X &
AR B, ZASWT AT RIALEERL G LRI THWR.
TR LRI R M BT A Ve, BTk A FleiE. REALE AN
REF . XA, THERR>EANPRKETF.

B AR S RARTY XA KL A S 4h 0o~ a5 KA A4,
MBI At A R . TTAZRE N R AERA E S5 e ik,
BR % HEFR. BaRIEFIK.
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AL R AT b A B A AR B e AL AR, K
BABERAAETEMRE, REAREAIRSHRGREE SRR E
R E ., TERLBRRELGE AR, RBL5REERS;HEL R
RE#ATHEE, KRELANEY O AERTAEA. AR ZARIKEE
%, NBEFTHRS., ABRKHELZLIELENRE. RFHE. W, L
BEF, BT —RMRHEE., KABEAARLE T FKEBF T # Z%E
%8 B

T8 S AR 04 7 R B B AR R RGBS, Blhe, L%
B ARK NIEH 5 L AABKETFAT s R R & EFRELESH
BN HYELESY. TRMEREERR, ARSY YRR EF RO
B, REEERAAEENF XEALANRSCH I ENEA, DRE
WA KIEREZARG T O ERRH O EF,

REPWASMIL AN THZHEUNETAREL T, AL
HEMmEE, QFEARAGERWLESMEGFN,; LEHGRHEERE
YR BT A KR, EH R, RE. —REERS. BABKRE; A5
Z XG0 E; HewigE; Hpas; ERGKRARARREHS EK;
BEZ AR, 8%, 7 LAY BFHNEET0 Ke# s dme)
##50.001 mg/Kg(Br0.07 mg)Z %5100 mg/Kg(BP7.0 g); 457 A XA T
#(xF70 Keri #Lzhdh dn 2)%90.01 mg/Kg(Br0.7 mg)Z %950 mg/Kg(Br3.5
g); B A BAFEARLGETTO Kegrii L 5)A4 291 mg/Kg(BF70 mg)
Z2225 mg/Kg(Br1.75 g).

ARG A XA ZE B AMRS, AARRLLENZR
B, 122, RALENZH B4ATAARAMRBATET, oAl RABRBEARA
B RSB T A ZAARAR(A), BldoBerkowHF A%, The Merck Manual
(MerckF#t), % 168%, Merck and Co., Rahway, N.J., 1992; Goodman%
A % # , Goodman and Gilman’s The Pharmacological Basis of
Therapeutics (Goodman#= Gilman #9746 57 F 49 25 B F X ah), % 105K,
Pergamon Press, Inc., Elmsford, N.Y., (2001); Avery’s Drug Treatment:
Principles and Practice of Clinical Pharmacology and Therapeutics (Avery
sy WARBEFZAETFHREE LK), H3MK, ADIS Press,
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LTD., Williams#=Wilkins, Baltimore, MD. (1987), Ebadi, Pharmacology (%4
32 %), Little, Brown and Co., Boston (1985); Osolci al.% %, Remington’s
Pharmaceutical Sciences (& #4|25%), % 185K, Mack Publishing Co.,
Easton, PA, (1990); Katzung, Basic and Clinical Pharmacology (##h5 &
%32 F), AppletonfzLange, Norwalk, CT (1992)).

%‘ié‘%’?ﬁﬁ’%’%éﬁ ER=E ﬁ‘é'ﬁkkz FEH, RWRERWGE, £
GRHEALE—FZLY. BF, BAAKRIHNEF4E, KTk
SYHRENE. ?.)&)3 , N RE, AR AXERATEARR
3R, 5RT AP KA vT 3k 20 25 RIK R AT 3T % R 3 5 34T
sTiZAmEFEECERGLCTB A F/RA WL T, REARLESHF/R
WAMBHNEZTE, TAHEMEEDY, iz, EHLDY
¥, RiLtGEZTH AR KEDW(AEA. REKET). BFLDY(CIE
B, LE, FBFER). SEEFIBEEIR. KA. RTEAELR)
BRRERAEXSY B (LIEB BN HEILHY. EBEFY, REegEZTEH
Kby, BEE—B FHLERN. RELOETHAHA,

stFHFEAME, RALTAHARENREBERALAN G HELSME
ARLARIE IT 69 B B AT 200 BAFR IR, Bk R @, FRF, %z%&
Bl w AR A £50.0001 mgZE 1 gty RABALESY, Bk THIES
HER, R EEER YT RS, kFﬁi&%mm%%
BRGHR . REGEHIH A AKET, EFBcctk F4AKE M £0.001
mg.-r_ #4950 mgE RS . HBES W THELF RE KB ENRE K FiE

FECREA). k%éﬂAiﬁJ BIEH oAt . FHAS YR 5

AT R AR RS A . X S 2 SR T R T RARE SRS, JX‘VR%«TQ‘JIU?H
% E AR ALY .

$ﬁ%%@A%ﬁLL£M$%ﬁ¢a%%ﬁﬁﬁﬁm%,u&ﬁ
sHEHAHGE, RETHERSOGRE. FERERER. LEBERLH
RE OIESERKRE H5EREZ, ﬂ%ﬁ%&@#@%ﬁ?éﬁﬁ%%&ﬂ%%-%@\
MEFRHF . TEBARZGERS T EEB £ 4 £ 3,845770 5
4,326,525 5 & P.J. Kuzma et al.,, Regional Anesthesia 22(6): 543-551
(1997), HAIHFTFARIESS,
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ARAHAEMETR IR ALHKRLZEE, ATHR. 252K
éw?%ﬁ% AABEARAAR Cdn 2 BN (CPD)ME R, 44
FRFA BABRFHBBTARERRE B F EH B AR5
éﬁﬁﬁi/%:‘ﬁ e gk,

AL RL BIELSLFTHMALIMEDY Y AEAN T ERZG L
BEE. URETOLOARGYAEARF By ECBG TR Y L
HAE B K ERBAE XA R A Kb Bz a4, T PCTH
F) 5 WO 98/500165 A7 i 64 ) F 36 hm ik & 9%t

B A A T ARIRIE L 4G 7 ik QBB IMAH(RGK)., LR TEL. R
BB E4. BISARNES. FAEADAE FELEEGFIA DGR AKE
BT Yt L2t AR LR), RAUBRBEARAR THRIEA IR A
iz s A, AR BAMIRN .

KIESEBIRTHAET RARSHERES T, KURERA
REBRBHET LA F RO, #KA. BA. LTF. ABH%F). HH.
Y EARTEANEEFoMiEEEZRTEONMAXGECEAR.
BEeIT %

RERAAM AL TTRER T TH R —f R LERKLAK
LM ER—FTRE AT L C LT REE, IMEH LA THE. Hlde, KK
AT ERLEEFNES, R, A XBIRSH, L EEaH
QIE [ T ék*é/a\%'] 15 &n%%ﬁﬁ % (deferasirox) (ICL-670). 2 4kHF
(deferiprone) & X4k 4k; “rimie st A & (EPO), #|4erh-EPO. o), 4
DMT1 & M7 %) 7 69 KA RS WL T 5 #HRIT K97 k484, g R
A8 AT £ A,

AL PR QUL R TR E N AL ANESHE TR S L
CREPADR—FFREFHC BTN AGETRED IR, BRIER
&%%im,%MVT&%E*#&%ﬁ@ﬁﬁEﬁam&ﬁﬁ$ﬁw
oy, RIAFNREFHINEF, “Ue7 T GQIERLNIEME H —FiE 7
FegFA . RIFANFTHINEF, “@e7T OERLAES NS H —F%
ﬁ%'ﬁ*%@& MRAE R F MR, e T B RLANESME 5
—FEF R B F . FR AHRBEG MY LI ERRT AL P
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Zig
Bt X &

AL PLRBERFNE, EoAOAS—HREHALANS WA
Weaodh. ZAMNELOIEXTERAZLMBESMLETREN, vA
Bl AXFHBFEEHEAGARAS., AR AL EHT —AREZ
NEAGF T EMEASY . Flde, X LT T AL H &K
HEHGE. S RREBHARAR R, BAFREF/RE AL
M T RE ZRHRQLE Fo/R B, Hlde, Tﬁﬂﬁtfﬁ%%/
REFBHU S E RS E R/ AE SR EIRY ) fesl 6 e
AKANA S

ATREFEHTT RALANSY, FATHAX)EY, £
SARFMAR. steRFMAA. EEFMRIE RS, RFELHH T
T BRSO 2 6 Bk

_ﬁ\'_\:P@\ \ m. n. R'. RPARw £ X X AL % T8 X (D)

1B~ Pt 58 S8 ARAE

AR, T XA F ATt X BRREF/RE L4
RA XA A FBAETIA Y A T AHFH.

FARBBAAR LT AEBH L, ETFTLEGTHF, FHEMLES
M E AT E 2@ SR ARy, IHGETRACELL. &
. RARRE. EAGEIRPAOFE = RATARARFE
TR AB AR TA—FTATARE, RTAZFRATARAR=ZTA
Wi, wWaRmA. FEAF. FRA. RABMAHZE LR A G
ERTAEL, FAREAF. FHRANE LR A CE-COR (HEF
RAHA. FRAIRFIRA), FFREAFR, =FEF, FARNES
iR h. FTARFRARE,

PRIp R AL B ARIE AATBIEARA R Cdn Ao A AT 69 AR B R AR
A RAGIR,
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PR3P 8 N B 5 e 463iE T Greene, T. W. and P.G.M. Wauts, Protective
Groups in Organic Synthesis (F WA R MEAFA) (2006), 4™ Ed., Wiley
¥, R RLTARSWRE, deWanghfg X 2A2-B K F LS.

AARABBARAN LR, RARLPNAH I TR ATE
MALTHRALA HEZEN, BLTERLTHLDIY, REEFKT
ZRH, A REHEZF WG RLALESY ., ZHGHTEST H I
BEHDE", KREARRESWG A RSB OASERLAYTERA,

T AR E XA ERK RS WG Tk, TAEMB, KA
BARAAR G518 T K7 ik R T RAIRIEAAR Skt ik 4 &% Lo
oty ETVAEMB, RARBAAR 95 ke T AT L 675 X,
FURE BAISLES, FARIEE BSBARAL, H & AR HIES B
AT TFXHHCRLAESY. BF, ALIWASH TR A H Sigma
Aldrich. Lancaster Synthesis Inc.. Maybridge. Matrix Scientific. TCLA
FluoroChem USA%¥#9kR, HARERAARBBEAAR Lsn bl B AR(S
B , 4| 4= Smith, M.B. and J. March, Advanced Organic Chemistry:
Reactions, Mechanisms, and Structure (Z5¥HHAF: RE. WAL
#), 5th edition (Wiley, December 2000))3X 35 A& 3 AT i 4] &-.

BT F iR R XA AL 36 AT B M 3K A8 B AR RARBBEAAR &
Fo b 77 ik RAB TR AT 7 EH &

BEATREXFT, BRIEFIAHEZL, TR RPARM MR
A B de L ABAE X T8 X (). @ X (Ta). @X(Ib). @ X(Ic)&kE X
(Id)tea-4h P& 3L
A, BX(IaEHZ 4 &

do E X RE A6 E T K P AITE 68 X (a)yfba4h A 4o L LK 9
A BT i 64 18 X (DALE 4, BLAEBARIE VA T R X1 Frid 6 — i #2
B RSk, EFR'A-C(0)-, RPAR™H A -R°-S-C(=NRY)NRHR® (& F
H—R*AHE, ROAAHRH T FH)AR®. R*. R¥. R*. R®. R*.
RM¥AR*& B 4w £ UKL O ZHF R AT,
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B A 1
R2b CN Bng R3b THF, E ‘/}lib
' -
R2c R2e R3e R3C
R2d R3d
(101) (102)
NBS, CCl,, itk
R T B (AL,
Bk

(la)

JF A L RS X A3 AT 8 1 K AL B ARIE R AR ANA R &
fatl 7k KRB LRI AT T EFE. BT, EREX]IF T HEE

K(la)yfb a4 :

1% 318 X (101) LA 5 18 X (102)4& KX 7] (Gringard reagent) /&
BT BLEL A & A 38 K (103) T ik A4, %38 X (103) I At &4 /2 B
M TR AT AR B X (104)8R K44 . AN-BART ZBLE i
K (10410 b4 80 77 A 18 X (105) =i o, RERRBEERE, &

A RZ B X ().

KA, BEBARIE S A T R N1A T ATk 6 — A2 R RAL N
4@ XN s %, £ FR H-CO-, RPAER* % %
-R.-S-C(=ENRHYN(RHR® (£ F H#—R*AH &, R°AH A BR A & F L) HRY,
R%, R¥M, R*. R*®, R*. R¥AR v L L RK AW L3 £ P ATE,
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HXA R KR

B A 1A

Q
* R R% - RE O O R%
R

NBS, CCL, &t R®
B (EALA)

(204)

NH
%NH HNﬁ/ 2
S

» R | R®

ch O O R3C

2e R3e
R2d RTR R3d

(1a)

BT oA ER R X eGALHEHAT B, KA B ARIE AR AA R
Sty ik RBIERLAT O T HFE. BF, ERLXNIAT =T 4

&8 X (It

1%38 X (2017 8% 5 18 X (202)Bt I 5 1L &M £ & B AL R
SH T, A e RRT O (E RSN R H)E0)8 2 B A
Fo i do 42 R PR T 8K BR 48, 69 A 09 A 2 T 43604 & A 18 X (203) B8R X 1L 4
M. AN-2RT BT et 18 X (203)1b4-40 8 40 = 4 18 X (204) =21k
o, RBRARBRERE, FAEKRKLAGGEX(a Lo,

KA, FRBARIEIA T R N IBY ATk 6§ — AP RERAK
0938 X (layf a4, £ FR'A-0-. -S(0),- (L FpAH0. 1K2)HK-NR?)-,
R®&R*3# 4 -R%-S-CENRONRHR (A +F H—R* A ELRPAA AR AH T
¥ A)HER®, R*. R¥. R*. R®. R¥*. R¥AR & A4 EX KL
FHRFEFHE, EXARNE, AR &S A ABRERF k.
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B X 1B
RO 0 Ox-OR' RO, o OR
R2® R'H X R® L REZBEL R2® . R3b
+ »
ch ” Rze R3e R3c ch ) , R3c
e e
R R3d R RURT L
(301) (302) (303)
HO OH
2b Z
BH3 R R ]! R3b
R% 3c
R2e R3e R
(304)
Br Br
R2b, 3b
PBrs i R! R
~ ch 3c
R2e R3e R
(305)
H2N NH
FNH HNﬁ/ 2
R S S
> R2b R3P
R1
R% 3c
R2e R3e R
R2d R3d

(la)

F T A B RE X 6 AT 46 A1 #H T B W 3K AL B ARIE AR EAAT &
frt) F ERBIRINF g7 E4E&. BF, EREXNIBY =T H&
i X (layfea-4:

138 X(301)bodh 5B XGBONESWEL REIBIKEMH T A4
W4T T120°CZ200°CTF 1844 & 438 X (303) B ILA4. AiEdm
o R TFAR-9 Sk AWML RANERZ B, A ZH XS
#(304). 18 X304 —Z AN W E = BBR , &4l X (305)
ZReY, REVUARGRESRE, FEALAHEX(aLedH.

RE, RBARE A TR XICT AT iR 64 — A2/ KA AL
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6938 X (layfe a4, £ FR'A-0-. -S(0),- GEFpA0. 12)%-NR")-,
R*ZAR# % -R*-S-C(ENRONRYR® (7 B —RAH £, R°H SLARA &
¥ A)AR®, R*. R¥. R*, R®. R¥*. RMAR™¥ 4o L X KK A %
oy EF AR, BAXhRREL:

B X1C
+
RZc R2e R3e R3C 0
R e R3e
R2d R3d

(401) (402) (403)

NBS, CCl,, it &4t R

4a‘¥ﬁst(1)§ﬂca*

2d R2e R3e

R3d

(404)

FR R i 2 S
2d RZe R3e

B T vd B R X 6 AL 4 A AT B ésL“’* ‘J%E’«%i\éﬁ BEAAR &
Fn 0 F ik R AB LR LT S & , B X1CE 4o F 4] &
18 X (TIayfb o

138 K (A0 A M 58 XA A WEL REMBELHA T ACu
B F F120°CE200°C FAH4E-vA & 438 X (403)=F K& . FN-
B R T BT BB X (4030440 i Ak = A 18 X (404) =B o, K
BRI E L, FAERKRGEX (e w.

KA, HBARE A T RE X 1DF T ik 6§ — A2 5 R A AR AL
498 X (Tayfe a4, £ FR'A-0-. -S(0),- (FFpH0. 13:2)HK-NRY-,
R®ER¥H 4 -R-CENCN)NRYR® (XA FRU A, RAAAR DT
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£), XRRPAR™#H-RE-CENRYNRYHR (AL FH—RAH A, ROAAHR
RéAH T &), BR®™. R*. R¥. R*. R®. R¥*. R*AR* ¥4 LXK
KA ERFTEFHR, AXAHRIE, AR AmL:

B X 1D
OOR’ OOR' R2b COOR'
R2b R1H X R3b g—) /I: i,{%ﬂ{ R1 OOR’
. » R2c R3b
R ey R2d R% o3 R
ad
(501) (502) 503
HO, OH
R2b ] R3b
BH3 R
RZC RSC
2 3
R RN " R®
(504)
CN N
_\ _/CN 2b 3b
P RA e
[ R
R20 R3c
2 3
R2d R®R © R3d
(505)
i) HC1 (A4h), T
i)NH,CN, ¥ &%
AN
JAI-NHz
Cl
CN NC\ Y
HyN ’l\i N= NH2 HoN NH HN NH2
R2b R3b 2b R3b
Rl R Rl
RZC R3c RZC R3c
2 3e 2 3
R2d R R R3d R2d R°®R ¢ R3d

(1a) (la)

B Fvh £ RRL K WAL 56 AHHE T 7 T K AL ARG AR B AAR &
bt 77 iE RB LA F k4%, BF, EREXNIDF =T #4&
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@ X (layit a4 :

138 X (50 5B XG)LEWESL RZIBIELMNT T A4
AT T120°CE200°CTF &4 vA = £ 38 X (503bE-H . F i defa R
T A k-1 Aok v A 6938 B A R 8 X (503) a4 e R BR B A H)
AR X (504) =AM A M. 18 X (504Ma M 5 (FRATH)=
PABEEwERRT_FARCKEYBRFET RS AR X
(505) R Ao, 1418 X (5051ba-th 5 RALM A (F R)48 R A = 4
AKX A B X (a)fo s, EFR¥ARYH A -R-C(ENRHYNRDHR® (B
H-R'ABE, RAAZAR AL TLR), K&, Eifdofla RRT LEWE
AP A RAR AL A X (505, RESH AR LA F AR
£ A ehiE X (layba4, H+R*¥ER*HH-R-C(ENCN)NRYR’ (& F
R'AE, RASER AT TH).

RE, BEBIRIE LT RE XIEF ATE 6 —RRAZ A KA A KL
# X (laes4, EFRHA-0-. -S0),- GEFpH0. 1H2)HK-NRY-,
RZA R 4 -RS-CENRYNRYR® (X FH R A, RRAKHER A T
AA), ER®. R*. R¥. R*™. R® R¥*. R¥AR*¥ 4w EX KL A
EFEF AL, BXAHRINE:
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(601) (602)

B R X 1E

2b
LS 70 S &Fy R
RZc 3c
R2e R3e R

(603)

Br Br
NBS, CCl,, it fife RR - R3
T Bt (BEARF),
ch R3C
R2d R2e R3e R3d

(604)

ZCN

CrClyMn

NC CN
4T Kot R R
R2e R3e
R2d R3d

(605)
H HN
\,\AI-NHZ H2N NH
Cl _ R2 » R3
R2¢ R%
RZd RZE R3e R3d

(la)

BT vA b BOEL Kt AT 56 AT B ) K AL B ARIE R AR AA R &
fot) 7 ERBIARIAFT 6T EHE&, BF, EREXNIETY o TF &4

i X (lafea-4p

138 X (601 )b 5 8 X (60214 WE L R BIBBAEM T £4R
B A F F120°CE200°CTF 184 vA = 4 18 X (603)=F K540, FN-
B AR T BRI B 5 A A1 (603)i2 46 = 4 18 KX, (604) =2t ¥, REKE
i X (604) =254 5 A M 2 b4 IDA-F 69186 R B A = A&
# X (60544, 1218 X (605)1L4M 5 FAb A (F AR = 4

A& g8 X (layiba4h .

122



200880006800. 7 oo 5E81/1756m

RE, BBARE AT RE XIFF ARG —BAR T RS RALH
4938 X (la)fb a4, £FR'A-0-. -S(0),- GEFpH0. 18K2)K-NRY-,
RPER*H 4 -RE-NR)C(ENRYNRHR (R + H—RUA A, ROAA, R
H T LA AR’ AHEA), HR®. R*. R¥. R*™. R®. R, R*AR*H 4
EXRZPHEHRGTET L, BAXHRARER:
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R X 1F
HO.__O O OH HO o o OH
R R'H X R® BHERZMK R . R
+
RZ% R2e R3e R3¢ R2¢ R3c
R2d R3d de Rze Rse de
(701) (702) (703)
HO OH
2b
BH; R - R3
2
R™ % 3 R
(704)
Br Br
R2. 3b
PBr, R! R
I ———— 2¢
(705)
NC CN
2h
NaCN R R! R%®
R2¢ 3
R
R2d R2e R3e R3d
(706)
NH, H,N
2b
R R1 R3b
BH3
R
(707)
’E i HZL
HN
N NH HN”  NH
® 9 %
HZNILN H2 OTs R R1 R3b
RZ¢ S/. ); 3%
R
R R3d

(1a)

B F A L ROEL K 6 AL 46 AT 3 1 K AL B ARSE RATURILARAR &
Fob) 7 ik RB RN 6 7k F &, BF, EREXIFT T H#&
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18 X (laytba-#:

EELERZM@MBEEMT. ERAAET. F120°CE200°C T 4218 X
(70144 5 18 X (702404 184 vA = 4 38 X (703) =B o4 . A i
o2 R IR F B0 % -v9 ok v B A 6938 R A 38 R B X (T03)ML 44 49 &
BRES R H, AR X(704)=F £ kA, ik E#iE X (704)E-4 8
R, FARX(705)=2ed. REARAERE, 748 KX(706)

a4, @it defe NIRRT AR -9 Akt B AW 6938 R F) 8 R il X
(7064044 A = A 38 K (707) = B ENAY . Aol RRTF_F AL
LB AELET, #BX(T0NEYEH e RRT1I- K= §F
PR P R aR BR 3 69 BK 2 (amidinium)iX A BE , & A AR 9 6918 X (layth 4
.

B. i# X (Ibyt. &4 69 4| &

do E X RK A E KHT R F AL 68 X (b)be v E XL
A & B i 638 (D)W A B BARIE A T BORL X2 P ik 6 — AR A2
B kAR, £FR'H-C0)-, RPER™H 4 -R5-S-C(=ENRYNRHR® (& +
H-R'AYEA, RPAAARHEFE), AR®. R*. R¥ R*. R¥. R%,
R®. R*. RMER*#4 £ XKL A8 365 EF A,
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)Y W)
R2b R2 RZb "
R%¢ CN BrMg R3® THF, &% R3®
L — =N
R R2e R3e R3¢ R3¢
R29 R2d R3d R R R% R3e g
(101a) (102) (103a)
R2 R2b
O AN~
N
3
R29 2 R2e R3e R®¢
R (1040) R
NBS, CCl,, it fifp R
¥ P 5 (A, OO O
3c
RZB R3e R
R (105a)

B F vk £ B X egA 4 HAT R w‘a éx“ BARIE RARBEARAAR &
$nt F ERBEARAILNFHF EHE. BF, EREA2Y =T F&id
KX (b a-4:

1238 X, (101a) AL A4 5 18 X (102)4# KK F] /£ B AT R E VA &
A4 8 X (1032) B ARALAH, 1218 X (1032) I Bt &4 FE BR LA F K AR
AT ik 18 X (1042)BA K AL A-4 . FIN-EAR T = BL T i 4064 (104a)i8
to = & 38 X (1052) =2 1bad, REAABGRERELE, FERLPAHE
K(IAbYea4.

RE, BBARE ok TR R 2AF AT i 69 — A A2 5 kA AR AL B
4@ X A%, £ R A -CO-, R*ZR™ ¥ #
R.-S-C(=ENRONRYHR® (- + & —R*AH &, R°ASARAH T F 2)HR®,
R¥*, R¥M, R*. R*. R%. R*®. R¥*, RM¥MAR**#H 4w kL KK ¢ £
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FEPHE, LXARRE:
B X2A
R? 2b
RB(OH)2 R3b ééﬁ%% R%. R a N
X ‘ 1 R
R2f RZS + R3e R3° R2f CO O Rsc

2d
RZQ R RZe RSE
R3d

(201a) (202) R
(203a)

NBS, CCl,, it &4 R%
4a%(4&4w O
O O RSC
RZe R3e

(204a)

H2N7¢NH HN < NH2

(ib)

F T vA B RR K # AT 4 A HE T 7 W 3R AL B ARIE AR EAAR &
foth 7 ik B AN F O F kR &, BF, EREX2AT 0T 414
i@ X (Ib)ie o4

EEBBABEREFMHT . Ao RRT W (= FKAEM)4E0)
8 4 B R A F) B il 4o {2 TR TR T AR BR4B. 69 Ak 09 A5 2 T 4238 X (2012)0 BR
5 1@ X,(202)Bt 2 5 14184 vA & A8 X (2032)8R K 4b-4h. FAN-iE
AR T —BL I B i X (203apib o484k, &8 X (204a) =264,
RERARIRESRE, FERLPEX(IbYLEY.

KA, BLBARE A T RE X2BF AT ik 6 —RAZ - RS ALY
838 X (Ibfead, L PR A-0-. -S(0),- (£ FpH0. 1HK2)K-NR?)-,
R®Z R34 4 -R6-S-C(=ENRONRYR® (B + # —R*A &L, RPA A ARH T
¥ A )HR®. R*. R¥. R*. R¥. R®. R®. R*. R*AR*¥4= L LK
KA ERFETHE, AXARRE, HRZ AR I AIRARF
b
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(301a)

BEL 2B

BH,

PBr3

ik

R'O ,
R R#® 0 O0=/OR
3b
AL
R R%
2g 2e p3e
R R R°R R
(303a)
RZC sz OH OH
3b
of CO R1 R
R R3C
2g 2e R3e
R R R*R R3d
(304a)
R2% R2P Br Br
3b
wc RSO
R
3¢
R29 R2e R3e R
R R3d
(305a)
H,5N
2 SFENH HN§\/"“"2
RZC R2bS S
Ty
R
Rac
29 2e p3e
R R R°R R

(Ib)

F T vA LB X G AL 6 A AT B M AL AR RABEAAR &
fat) 77 ik RB AR AT 7 x4 &. BF, ARHEX2BF 3o T #l &

i@ X (Ibib a4 :

ELREZMBBEHNT. EARAET. T120°CE200°CTF£1E X
(301a)yik a4 5 18 X (3024 1B 4-vA & 4 i X (3032) —BR1L&4h. A
FH e AT AR- P Ak E AN ERMNERZ R, FAZHERK
a4 (304a). 1218 X(304a) — K ALoM G Z B ALBER B, FAHEX
(305a) =R &4, KRB AARMKE RS, A KK 68 X (Ibba.

KA, BBARIE A T R N2CT TR 6 —fA2 5 Ko AL
4938 X (Ib)fea#, L FR'A-0-. -S(0),- (L FpAH0. 132)H-NRY)-,
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R®&R*#) 4 -R6-S-CENRONRYR® (£ FH—R* A A, ROAAARH
TP A)ER®, R, R¥M. R*. R, R®. R®. R*. R¥AR*¥4r L X
REPHEHRFEFIE, BXHARE:

B R K 2C
R2b
R2S R™H X R® &S
L, - w OD
R2f R2e R3e R3c
R2 R20 R3d R2e R3e
(401a) (402) (403a)
Br
NBS, CCl,, :»zulq
FO8WA), o OO
RZe R3e
(404a)
H2 N%NH HNYNH

2b S

{;

(Ib)

A F A £ R K GG AT 46 A4 T B M 3 AL B ARIE RABBEARAR &
fo b 7 ik XA I AT EH &, BF, EREA2CT 0T 44
18 X (Ibyfb a4 :

ELREMBBHEMNHT. AAHAET. T120°CE200°CTF 42l X
(401a)it a4 5 18 X (402104 #1458~ vA = A 38 X (4032) =5 A4 o-H.
JAN-:2 R T =B 2R 45 18 X, (403a)10 44 12 40 7= 4 38 X (404a) =& 1L
Sy, RERBRBRERE, FERELAEX(Ib)LED.

C. B X (I o4t 4 &

do b L ARK A6 R £ T AT 68 X (o) h 4o £ LA
WEE AT iR 638 X (DAL &4 AL B ARIE A T R K3 F Arik o) — MR A2
B kAR, £FR'A-0-. -S(0),- EFpH0. 1H2)HK-NR)-, R*A
R**3 4 -R°-S-C(=NRHYNRHR® (X FH—R*HE, RRAKZHAR AT F
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£), BY. R® R*. R® R, RMAR* ¥ KK Ay EL#kFT LT H
#, HXARRKE, AREABIRARERFTIRL:

B K3
R'O o R'O. O R'O 0 O~_OR'
R | N R RIH L5 RZMEIK a /N R’ R
X * > R\
R2C Y Rac R3e ch Y R3e R3C
R3d R3d
(801) (802) (803)
3 o 1 3b
- R2b = R R
\ Y
” R3e RSC
R R
(804)
Br Br
» R \ v
o R3e R3c
R R3d
(805)

(Ic)

AT vh LB XA A AT R ﬁ'@ X A @z#ﬁﬁz&éﬁi&&*/\ﬁ &
foth FiERBIRIAF G5 E4E&. BF, EREX3F 0T 4l &HE
K(le)e4:

B REMBKEMNT. EAHHET. T120°CE200°CTF 14l X
(801)4bA-# 5 i X (802)1L A4 184 vA = A 18 X (803) —Bfb &% . A i
o2 R F AR -9 Sk v A A 9L R AL R iZ b, FAR
X (804 —#Z FE bW . B =i BkEE X (804) — AN ASH K EHZK

5iaw B, FABXNBOS)=ELEY, RERAHGRERE, FAK
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A R 438 K (I a4 .
D. i#8 X, (Id1b &4 ¢ 5 &

o EX KK A ERT R F ARG A XA A 4o L LA
WL P A 64 18 X (DALA 4 LA B ARIE VA F R R4 F AT 69 — A2 /7
kb EFR'A-0-. -S(0),- (EFpH0. 13H2)HK-NRY-, R*EAR™
¥ 4 RE-S-CENRHONRYR (X FH—R A A, RRAAHAR A B TR,
HY. R®, R*. R®. R*. R¥AR** ¥ AL AW EHFEF L, B
XARKE, AREABIIARERFHA:

B_EL X4
R'O o R'O. _O R'O._-0O o OR'
2b - . R3b
N> L+ R RIH &R BME R2°// R
Y- / s s Y R3c
P R9¢ R>® R2c R3e L2
R3d
(901) (902) (903)
HO OH
BH3 3b
> R2b ~ R1 R
/)
Y R3c
R2C R3e
R3d
(904)
Br Br
PBI’3 3b
_ R2b = R1 R
- /
Y R3C
RZC R3e
R3d
(905)
H2N YNH HN§(NH2
M S S
> o R3b
R ~ / R1
Y R3c
RZC R3e ad
(d)

FF A L ROE K WAL AT 7 1 K AL B ARIE AP AAR &
Fo b 7 ik XA LR TF W F E A& B, ERE XAT 4o F #&E
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KAd) ka4

ELREGBHKRENT. EAHAET. T120°CE200°CTF 48 X,
(901)1t. 5% 5 18 X (902)1 8- 1BA-vA /& 4 38 X (903) —BR1L&-# . ) ih
Y2 R PR T A - w9 Sk v 2 A4 6938 R L Rz B A, FAR
K (904) = E o4 . B =i akE:8 X (9004) —HZANEME £ ZL
g B, FABXO05)=EESY, REABKRERE, FAL
£ 9 418 X 1Ak a4 .

VA% B BB XA 6 4o BT S &6 PR R E BALE4
18 it KA ARA R Cdn bt 5 ik 2 & i A-3E 64 RAURA AU BL AL
BEa T ALY TG, KR EEH6G 37T 8 I KA R
BARAR Csn b 37 AR AREE T A L5 B BB,

AT B T H &8 X a-4h 69 F BAR 6 5 & 690 T 41 &2
Bl X (e F & 0A T EabiEA I8 F AR B RHAKRLHN, {2
B A A3 ARL AT B R4,

#1461
1-(1-#% TH)-2-(6-(1-Z TR B K 5 &

%1 A (2-F B KA )84 (2.26 g, 10.00 mmol)F XK L& F ey Ht 3R
A4 P R E A T EORILAR IR R (8.40 mL 3 MIZI&, 25.0 mmol). # R
SMER MR ECAFECRDATHRFLL, AHERZEE, AR
BEIRB K, MABRMTRIFLE, ZAERNUAKFI-(1-ET
£)-2-(6-(1- TH)X A A)K(2.17 g), &~ % #H84%: 'HNMR (300 MHz,
CDCl;) & 7.58-7.52 (m, 2H), 7.27-7.12 (m, 4H), 6.83-6.77 (m, 2H), 5.21
(q, J = 6.5 Hz, 2H), 2.45-2.32 (m, 2H), 1.56 (d, J = 6.5 Hz, 6H).

%) 42
2,2-FRK KT R4 &

28 K FE(4.02 g, 20.00 mmol). 2-FE K F B8 (3.08 g, 20.00
mmol). #%BE47(5.85 g, 42.00 mmol)Z4R#r(1.27 g, 20.00 mmol)-F 7K (20
mL) ¥ ¢ RAMAEFHE P T130°CE140°CTF A3 h, AFHLiE.
R BRAREBRBILATAZ G EEIRKNG22-FEA KT 8 (5.40
g), =& $98%: mp 226-227°C; 'H NMR (300 MHz, DMSO-ds) & 13.10
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(s, 2H), 7.80 (dd, J = 7.6, 1.5 Hz, 2H), 7.46-7.38 (m, 2H), 7.36-7.28 (m,
2H), 7.07 (dd, J = 7.6, 1.2 Hz, 2H).
#14-2.1
6,6’-F A R (3- A T B ) 4 &

ARE A 2T ik A2 5, B#ATIE AT, 12A5-5-2-
FARTRARE2L-ALRXTHRE2-L-5-ARKTHRRAL, KFELEE
WK E96,6-FERGB-REATFR), & %EH92%: 'H NMR (300 MHz,
DMSO-ds) § 13.45 (s, 2H), 7.61 (dd, J = 9.1, 2.9 Hz, 2H), 7.35-7.29 (m,
1H), 7.11 (dd, J = 8.5, 5.3 Hz, 1H); MS (ES+) m/z (M-1) 309.0.

1 4-2.2
2-Q-BAXREFL)-S-ARX TR H &

B &2 TR 6942 F, B#ATIE XAEM R, AS5-A-2-
FARFTERARAE2-AEARXTRE2- 2 RXTRAL, RFELEEIKRK
B92-2- B A KA FE)-5-AXTE, F£591%: 'H NMR (300 MHz,
DMSO-dg) & 13.28 (br s, 2H), 7.86-7.79 (m, 1H), 7.63-7.55 (m, 1H),
7.44-7.22 (m, 4H), 6.95-6.86 (m, 1H).

#1423
2-Q-BAEREARE)A4-FEAXT R4 &

RIFE LB L2 F ke fep, B#ATEXBEORE, £A2-2-4-
FERFTBRARBE2-ERXTRE2-AARXTRALE, KFELEBHKRK
B2-Q-BARKERL)4-FEAKXTE, *%4596%: 'HNMR (300 MHz,
DMSO-ds) & 13.01 (s, 2H), 7.80 (dd, J=7.6, 1.5 Hz, 1H), 7.72 (d, J= 7.9
Hz, 1H), 7.44-7.37 (m, 1H), 7.35-7.28 (m, 1H), 7.19-7.14 (m, 1H), 7.04
(dd, J=7.9, 1.1 Hz, 1H), 6.92 (s, 1H), 2.19 (s, 3H).

#1424
2-2-REFEAI)-S-FEAEXT B 494 &

ARAE o H E&2F TR e A2 5, BB ATIE A4 E, 12 H2-18-5-
FEARXTHRARL2-ERXTRE2-AEARXTHERRA, KFELEEIK
KEG2-Q-RERAFRL)-5S-FRARKTEH, FF493%: 'HNMR (300
MHz, DMSO-ds) § 13.11 (s, 2H), 7.86-7.81 (m, 1H), 7.36-7.28 (m, 2H),
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7.27-7.24 (m, 1H), 7.20-7.13 (m, 1H), 7.13-7.07 (m, 1H), 6.72-6.99 (m,
1H), 3.80 (s, 3H).
#)%-2.5
2-(2- R -4-RREBA)-4-FEAXFTRGH| &
AIE 4o B &2 PR 0942, HATIE RABMI R, 12 5-5-2-
FRAEKFTRRE2-AERATRE2- LA FERXTRRAE, RIFELE
Bl ARK 89 2-(2- 28 2 -4- AR A A A)-4-F AR F B, & % $92%: 'HNMR
(300 MHz, DMSO-dg) 8 13.1 (s, 2H), 7.74 (d, J = 7.9 Hz, 1H), 7.59 (dd, J
= 9.1, 2.9 Hz, 1H), 7.39-7.30 (m, 1H), 7.22 (dd, J = 8.5, 5.4 Hz, 1H),
7.14-7.07 (m, 1H), 6.75 (s, 1H), 2.16 (s, 3H).
%) %-2.6
2-Q-A A -A- B FRAFRL)-5-F RAKT R4 &
ARE LR B2 P ik A2, B#ATIERAEA BT, 12 5-5-2-
FARTHERL2-ALRXTHRE2-LS5-FRARXTRRAE, KFEL
& EAOR92-Q- -4 RFEAARL)S-FRARTE, F£589%: 'H
NMR (300 MHz, DMSO-d;) & 13.30 (s, 2H), 7.59 (dd, J = 9.2, 2.9 Hz,
1H), 7.32-7.21 (m, 3H), 7.09 (dd, J = 8.7, 2.9 Hz, 1H), 6.81 (dd, J = 8.7,
5.3 Hz, 1H), 3.78 (s, 3H).
w1 4-2.7
2-2-H A -A-RFREAI)-A4- AR T R 6% &
ARB B L2 P T4, H#ATIE RAB K, 12/ 5-2-2-
FHEARXTHRARBR2-ALRTHRE2-L4-RARXTHRRE, KFEZALER
PR 2-2- B B -A- R EAFHL)-4-BE T B, FE$H95%: 'H NMR
(300 MHz, DMSO-dg) & 13.0 (s, 2H), 7.87 (d, J = 8.4 Hz, 1H), 7.64 (dd, J
=9.0, 2.7 Hz, 1H), 7.53-7.38 (m, 2H), 7.30 (dd, J = 8.4, 2.0 Hz, 1H), 6.68
(d, J = 2.0 Hz, 1H).
#)4%-2.8
2-QQ-BAFRAAL)I-FRARKT R4 &
RIBE R E2F TR 0425, BH#4TIE X4 BT, A 2-8-3-
FEARFHRARS2-ERXTRE2-AARXFTRAL, RFEZLERKRRK
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892-(2- B A KA HA)3-FARXTE, &£ $92%: 'HNMR (300 MHz,
DMSO-ds) & 13.09 (s, 2H), 7.89 (dd, J = 7.7, 1.5 Hz, 1H), 7.50-7.40 (m,
3H), 7.33-7.23 (m, 1H), 7.18-7.09 (m, 1H), 6.48-6.43 (m, 1H), 2.19 (s,
3H).
#42.9
2-QQ-H AR AARHA)-5-F AR T BR 4G 4] &

BB &2 e, BT EXEORE, #A2-£-5-
WHARTHRARK2-ERXFTRE2-AAXTRRLE, KFEXLERKRRK
892-2- B A K EBA)-5-F AKX TR, &% $90%: 'HNMR (300 MHz,
DMSO-dg) & 13.07 (s, 2H), 7.80 (dd, J= 7.7, 1.5 Hz, 1H), 7.59 (d, J= 1.5
Hz, 1H), 7.40-7.33 (m, 1H), 7.31-7.21 (m, 2H), 7.10 (d, J = 8.0 Hz, 1H),
6.92-6.87 (m, 1H), 2.31 (s, 3H).

#14-2.10
2-Q-BEF AL 4- R R T BROG 5 &

RIBE L E2F TR 9425, B#t4TdE KA K, 142 /2-8-4-
ARFTRAB2-ERXTRE2-ZARTRASE, RAFELERKKY
2-2-B A FARA)A-RAT B, FEH95%: 'H NMR (300 MHz,
DMSO-ds) & 13.28 (s, 2H), 7.86 (d, J = 8.4 Hz, 1H), 7.81 (dd, J=17.5, 1.7
Hz, 1H), 7.56-7.44 (m, 2H), 7.37-7.29 (m, 2H), 6.81 (d, J = 2.0 Hz, 1H).

#&2.11
2-Q-B A FEAL)-A4-RER T R H &

RIB L E2P AR 9425, Bt4TdE R4 K, 142 A2-18-4-
AAFTRAS2-LERTRE2-FZARTRALE, RKFERLEERKRKLY
2-2-BAFKARA)4-AXT B, FEH91%: 'H NMR (300 MHz,
DMSO-ds) 8 13.20 (s, 2H), 7.94 (dd, J = 8.7, 6.2 Hz, 1H), 7.83-7.77 (m,
1H), 7.58-7.45 (m, 2H), 7.40-7.34 (m, 1H), 7.14-7.05 (m, 1H), 6.51 (dd, J
=10.2, 2.6 Hz, 1H).

| #]4-2.12
2-2-BAREAL)-1- AT RG 4 &
RIBE B &2F TR WA 5, BT XA R, 1 A2- 18R F
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BRARA2-EXTBRE2-RARXFTRRE, KFELEERKRKN2-Q-H
ERABA)1-AFEE, =% 4$H94%: 'HNMR (300 MHz, DMSO-d;) &
13.20 (s, 2H), 8.20-8.12 (m, 2H), 8.06-8.03 (m, 1H), 7.93-7.90 (m, 1H),
7.69 (4, J = 8.4 Hz, 1H), 7.61-7.52 (m, 2H), 7.16-7.06 (m, 2H), 6.29-6.26
(m, 1H).
#]4-2.13
2-Q-B A -4-REEFHL)-1- AT B 5 &
ARBE B B2 P Tk 6942, HHATIERAEAG T, 12 5-A-2-
HAXTHRA2-FAARXTRE2-LRTRALE, KEFEZLEERKK
02-Q-B I 4- AR EFHL)1-A T8, *£591%: '"HNMR (300 MHz,
DMSO-ds) & 13.65 (s, 1H), 13.41 (s, 1H), 8.21 (d, J = 8.5 Hz, 1H),
8.20-8.15 (m, 2H), 7.74-7.68 (m, 2H), 7.66-7.57 (m, 2H), 7.18-7.05 (m,
1H), 6.32 (dd, J = 5.2, 9.0 Hz, 1H).
# %214
2-(2-F H-4- R E AR )-4- K T BG4 &
ARIE s B2 PR AR A, BLUEATIE AR BLE, 1A 5-A-2-
FARFTERARE2-AARXTRE2-LA4-ARXTRALE, RFIZALEH
ARG 2-2- B R -4-BRE A AL 4-BE T, FEH96%: 'H NMR
(300 MHz, DMSO-ds) & 13.33 (s, 2H), 7.95 (dd, J = 8.7, 6.2 Hz, 1H),
7.63 (dd, J = 9.0, 2.8 Hz, 1H), 7.53 (dd, J = 8.7, 5.5 Hz, 1H), 7.46-7.38
(m, 1H), 7.11-7.01 (m, 1H), 6.40 (dd, J = 10.3, 2.5 Hz, 1H).
#5215
2-Q-B A -A4-RBFEAARIL)45-Z AR TR 5) &
ARIE 4o B2 PR 09 A2, ELEEATAE RARG B, 128 5-4-2-
AR TERARE2-AARTERE2-245- AKX FTRRI, RFEL
& EKIK692-2- B A -4- AL ARR)45-— AKX T B, FEH92%: 'H
NMR (300 MHz, DMSO-dq) & 13.52 (s, 2H), 7.89 (dd, J = 10.9, 8.4 Hz,
1H), 7.63 (dd, J = 9.0, 2.5 Hz, 1H), 7.45-7.32 (m, 2H), 6.85 (dd, J = 11.4,
7.5 Hz, 1H).
%) %-2.16
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2-(2-F A -4- B R A AR)-5-FH AR R T B 49 4] &
HBAFE I E2F TR A2 A, H#ATIE A4 E, 148 5-5-2-
RARFTERARE2-AEARTRE2-LS5-AMARTHRRALE, RKFEHE
B K 69 2-(2-FR 2 -4- BUR A A AL )-5-FH A K T B8, 75 & 4 93%: '"H NMR
(300 MHz, DMSO-ds) § 13.65 (s, 2H), 8.60 (s, 1H), 8.14 (dd, J=8.9, 1.5
Hz, 1H), 7.78-7.61 (m, 2H), 7.57-7.45 (m, 1H), 6.83 (d, J = 8.9 Hz, 1H).
#14-2.17
2-(2-FR I -4- BRI ALI)-3-FE I K T BR 64 4] &
RIE I H E2F TR 942 F, H#ATdE A4EM 5K, 12 5-A-2-
RARXRTRAE2-AEARXTRE2-L3-MAXTRAE, RFERE
B KK 69 2-(2- B 2 -4- B AR ) -3- A R R T B, & % 4 73%: '"HNMR
(300 MHz, DMSO-dq) 8 13.62 (br s, 2H), 8.09 (dd, J = 7.8, 1.4 Hz, 1H),
7.95 (dd, J = 7.8, 1.4 Hz, 1H), 7.85-7.76 (m, 1H), 7.63 (dd, J = 9.0, 3.0
Hz, 1H), 7.33-7.24 (m, 1H), 6.66 (dd, J = 9.0, 5.1 Hz, 1H). |
%1 4-2.18
2-2- BB -A4-(E AT ROREHRL)S-ARF R4 &
ARFE I E2F TR NGRS, BT 4R E, 12/ 5-5-2-
BRERTRARB2-AERXTRE2-A-5-CRATRRTRRE, RKFE
L EBERKRG2-Q-BEA-ERTFR)REARL)S-ARTER, FFH
95%: 'H NMR (300 MHz, DMSO-d) & 13.51 (br s, 2H), 8.10 (d, J = 1.7
Hz, 1H), 7.73-7.56 (m, 3H), 7.51-7.41 (m, 1H), 6.87 (d, J = 8.5 Hz, 1H).
#14-2.19
5- LB AR -2-Q2- AR A KA K F R 4G %) &
ARIE Ho ) B2 F TR 942 5, BLATIE RAEME, 1A S5- LBt
A2 B RFERARE2-ERTRE2-AEARXTHRALE, RIFEZALEEARK
REG5- LBl K -2-2- R AR AR T B8, * % 5 98%: 'H NMR (300
MHz, DMSO-ds) & 13.66 (br s, 2H), 10.22 (s, 1H), 8.04 (d, J = 2.4 Hz,
1H), 7.81 (dd, J = 7.7, 1.5 Hz, 1H), 7.63 (dd, J = 8.6, 2.4 Hz, 1H),
7.38-7.30 (m, 1H), 7.26-7.17 (m, 2H), 6.84-6.77 (m, 1H), 2.03 (s, 3H).
#14-2.20
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2-(2-H Ik 4R E R AR5 AE T B4 4 &

ARIE o B2 Pk e A2, BHEATIE AAEM R, A S5-A-2-
FA R FTHRARBE2-AERTHRE2-E5-AFRATHRAL, KFEALEH
AR 89 2-2- R B -4-REEAAL)-S-AR TR, *%%592%: 'H NMR
(300 MHz, DMSO-dj) & 13.55 (s, 2H), 7.82 (d, J = 2.5 Hz, 1H), 7.61 (dd,
J=9.1, 2.5 Hz, 1H), 7.47 (dd, J = 8.6, 2.5 Hz, 1H), 7.43-7.29 (m, 2H),
6.88 (d, J = 8.6 Hz, 1H); MS (ES-) m/z 325.1 (M-1).

#4-2.21
6,6 -FR I (3-A K F BR) o4 4 &

ARE B B2 Tk 69 A2, B#ATIE R4 E, A 5-2-2-
RAERTRRB2-AARTRE2-2-5-BRAFTHRRE, RFEZALEE
KR 896,6- A RGB-RAXFTHR), ~%#H86%: 'H NMR (300 MHz,
DMSO-ds) & 13.50 (s, 2H), 7.82 (d, J = 2.4 Hz, 2H), 7.52 (dd, J = 8.5, 2.4
Hz, 2H), 7.11 (d, J = 8.5 Hz, 2H).

#4-2.22
2-(2-(AR F A)-4- AR AEAL)-S- AR F B eh 4 &

ARAE B B2 PR AR A, BHEATIE RAEG BT, 1A 5-5-2-
AR FTERARBE2-ALRXTERE2-L5-ARTCBRRAE, KIRELEH
IR 89 2-(2-(2 F 2)-4- BRAARKL)-5- R AR T B, = % 4H98%: 'HNMR
(300 MHz, DMSO-d) & 7.64 (dd, J = 9.2, 3.0 Hz, 1H), 7.54 (dd, J = 8.6,
6.0 Hz, 1H), 7.37 (dd, J = 9.2, 3.0 Hz, 1H), 7.27-7.17 (m, 2H), 6.52 (dd, J
= 8.9, 5.1 Hz, 1H), 3.67 (s, 2H).

#4-2.23
2-Q2-(F ¥ R£)-4- R AR LRS- X TR 4 &

ARE LR E2P RIS, BRITIE RGBT, #AS5-K-2-
RAERTHRRA2-FARXTRE2-ES5-ARXLHBRALE, REFEZALEH
BOR 4 2-2-(R F 2)-4-B R AL ARI)-5-BK T B8R, & % 4 95%: MS (ES-)
m/z 339.1 (M-1).

#)£-2.24
2-2-(A T A)RABRL)K T B4 &

138



200880006800. 7 o EIT/175m

ARIE B &2 b TR A2, BRFTIEERAENRE, #A2-2XKT
A2 2 RFTRE2-RARXTRRAE, FAEZLEBKRKRNG2-Q-(A
HEVKEABRA)KTE, &% 483%: 'HNMR (300 MHz, DMSO-d) &
12.78 (s, 2H), 7.88 (dd, J = 7.7, 1.5 Hz, 1H), 7.51-7.40 (m, 3H),
7.39-7.31 (m, 1H), 7.31-7.24 (m, 1H), 7.19-7.11 (m, 1H), 6.50 (dd, J =
8.2, 1.0 Hz, 1H), 3.64 (s, 2H).

#14-2.25
2-Q-BAEFEARL)-5-ARX TR 5 &

ARABE B E2F AR S, L#ITIERBEHRE, £A5-A-2-
RARXFTHRRR-AEARXTEE2-EXTRAL, RFELEBKRRK
B2-Q- B AR EAR)5-BKFTE, FE491%: 'H NMR (300 MHz,
DMSO-ds) & 13.29 (s, 2H), 7.82-7.79 (m, 2H), 7.47 (ddd, J = 9.2, 8.1, 2.0
Hz, 2H), 7.41-7.34 (m, 1H), 7.14 (dd, J = 7.5, 1.1 Hz, 1H), 7.04 (d, J =
8.5 Hz, 1H).

#)4-2.26
2-Q-HBEXRAHL)5S-CERT LR T B H &

ARIE doH) &2 PriE 6942, ELEHATAE R4 LR, A 2-R-5-(=
AFRVKTERARA2-LERTHRE2-HAARXTRALE, RFEALEEHK
K9 2-Q-RAREARL)-S-(ZARFTH)RTER, & %488%: 'H NMR
(300 MHz, DMSO-ds) & 13.63 (s, 2H), 8.10 (d, J = 1.6 Hz, 1H), 7.82 (dd,
J = 2.8, 6.3 Hz, 1H), 7.71 (dd, J = 1.6, 8.6 Hz, 1H), 7.60-7.50 (m, 2H),
7.46 (dd, J = 2.8, 6.3 Hz, 1H), 6.95 (d, J = 8.6 Hz, 1H).

% 4-2.27
2-(2-F H-4-(F AR B )R A AIR)-5- AR F 8L 69 %] &

ARIE o B &2 PR 642, EB#ATIE A4 E, 1A 5-A-2-
RARTRARS2-AARTRE2-2-5-(FARBARTRR N, RIF
2R EBHRRG2-Q-H L4 (FTAFBRL)RERL)S-ARXTH, £ %
#53%: 'H NMR (300 MHz, DMSO-dg) & 13.67 (br s, 2H), 8.31 (d, J =
2.0 Hz, 1H), 7.82 (dd, J = 8.5, 2.0 Hz, 1H), 7.67 (dd, J = 9.1, 2.9 Hz,
1H), 7.63 (dd, J = 8.5, 5.6 Hz, 1H), 7.53-7.42 (m, 1H), 6.87 (d, J = 8.5
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Hz, 1H), 3.19 (s, 3H).
%) 4-2.28
2-(2-FH H-4-(NN-—F 2 RARBEE)F I IL)-5- AR T B 69 4| &
ARE B E2F AR, BSATIEXANBRE, £AS5-RA-2-
FARFTERLE2-AARXTRE2-A-5-— FARRBARTBRR A,
KR ERLEBRRG2-2- KA -4-(WN-=F A BABA) K IA AL )-5-
KT B, % 489%: 'HNMR (300 MHz, DMSO-dq) § 13.65 (s, 2H),
8.12 (d, J = 2.1 Hz, 1H), 7.70-7.60 (m, 3H), 7.53-7.43 (m, 1H), 6.87 (d, J
= 8.5 Hz, 1H), 2.56 (s, 6 H).
#14-2.29
4-(2-F K -4- B AR R AR )RS -3-F B4 4| &
ARIE B B2k BTk e 2, BHATIE ABEAG R, 12 5-A-2-
A RTERREL-ARRKTRE4-2En 3-FHAN, RFEZLER
KA 4-Q-B A -4-RR LR )ESD3-F B, F%4590%: 'H NMR
(300 MHz, DMSO-d) & 13.05 (br s, 2H), 8.43 (d, J = 2.5 Hz, 1H), 7.59
(br s, 2H), 7.33-7.21 (, 1H), 6.86 (br s, 1H).
#14-2.30
2-Q2-H A -4-BFR AL )YED-3-F R B &
ARELH B 2P TR A2, BSATIE XA AT, 14A5-5-2-
RARFTHRARB2-AARTERE2- 2K 3-FHRR L, KFEALEH
K 8 2-Q2-F A -4- RFE A AL )ED-3-FE8R, F%591%: 'H NMR
(300 MHz, DMSO-dg) & 13.05 (br s, 2H), 8.43 (d, J = 2.5 Hz, 1H),
7.70-7.47 (m, 2H), 7.33-7.19 (m, 1H), 6.95-6.74 (m, 1H).
#14-2.31
2-(2-B B -4- R BRA)-4-(F A B AR T 8L o9 4] &
R R E2F TR A2 5, AT RN KRE, 1485-5-2-
FRARFTERARL2-AARTRE2-A-4-(FRABBI)VK TR, RF
EREERKN2-Q-BEA4-AREAL)A-(FTABBEORTER, %
4 85%: 'H NMR (300 MHz, DMSO-ds) & 13.93-13.01 (m, 2H), 8.04-7.96
(m, 1H), 7.92-7.85 (m, 1H), 7.77-7.66 (m, 1H), 7.63-7.52 (m, 1H),
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7.43-7.28 (m, 2H), 3.04 (s, 3H); MS (ES-) m/z 369.1 (M-1).
%) 4-2.32
4-(4-8-2-F ARAARL)3-FAFH 4 &

AR B B2 TR G942, B#ATIE A4AEM IR, 1A 4-2-2-
FERABRE2-AARTRE4-£3-FEAFTHRLE, KFEILEH
ARG 4-(4-F-2-F A XA BAL)3-FAFH, F%£H41%: 'H NMR
(300 MHz, DMSO-d) & 7.70 (s, 1H), 7.55 (d, J = 2.3 Hz, 1H), 7.49 (dd, J
= 2.3, 8.3 Hz, 1H), 7.42 (d, J = 8.3 Hz, 1H), 7.35 (dd, J = 2.3, 8.3 Hz,
1H), 6.63 (d, J = 8.3 Hz, 1H), 2.33 (s, 3H), 2.24 (s, 3H).

#43
2,2-F KB = WS 6y H)&

#12,2-F i — K FB(1.37 g, 5.00 mmol)F F B82(40.0 mL) ¥ #4933
BRPRMBETRABRA. WRAVEDALBE THRHE2h, BRTE
H A UBAERBEREZERY, Aiefoskig SAERBIKEE, RN
FrATE., EATFREER. 2B EEZAEEAKRRKRN22-AAE -
F P B — FES(1.48 g), FF $H98%. 'HNMR (300 MHz, CDCl;) § 7.82
(dd, J = 7.7, 1.6 Hz, 2H), 7.51-7.43 (m, 2H), 7.42-7.34 (m, 2H), 7.12 (dd,
J=17.7,1.6 Hz, 2H), 3.73 (s, 6H).

#)4-3.1
6,6’ -Fi ik X (3- ALK T BL) = F &5 64 1 &

ARIFEAo B &3P AR, BAATIERBHRE, #£A6,6° -k
RB-ARKFRYRA2,2-AA KT, KFE G EEKRKIN66-FAE
R(3-AKFE)—FE, % 4H88%: 'HNMR (300 MHz, DMSO-d;) &
7.66 (dd, J = 9.0, 2.9 Hz, 2H), 7.39-7.31 (m, 2H), 7.17 (dd, J = 9.0, 5.3
Hz, 2H), 3.75 (s, 6H).

% 4-3.2
5-F-2-2-(F E&ZE )R AR TR T B 69 4] &

ARIE 4o &3 Pk e A2 A, B ATIE RAERBUE, A 2-Q-A L
FEBA)-S5- AR FTHEARE22-AEA KT, RIFEZREBKRIRES-
A-2-C-(FPEBEARARAETRTE, S F$H93%: MS (ES+) m/z
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321.1 (M+1).
#1433
5--2-2-(F BB AR)-4- A AR ARV K T R T B 494 &
I Lo b B3F TR AR5, BT RBRE, #A2-Q-H 4
G- BF RS- FE AR TR AA—KTE, RIFEAEH
HOR B9 5- R -2-Q-(F REBR)A-AERXKERI)VRKTRT B, R A
87%: '"H NMR (300 MHz, DMSO-d;) & 8.62 (d, J = 2.6 Hz, 1H), 8.17 (dd,
J =9.0,2.6 Hz, 1H), 7.76 (dd, J = 9.0, 2.9 Hz, 1H), 7.73 (dd, J = 8.5, 5.3
Hz, 1H), 7.62-7.53 (m, 1H), 6.87 (d, J = 9.0 Hz, 1H), 3.91 (s, 3H), 3.68
(s, 3H).
% 4-3.4
5-#-2-2-(F BB AR)-4-(Z AT )R A ALK T BR T 85 49 %) &
ARIE Ao B &3P AT A A2, B ATIE A4 LT, B A2-Q- A%
A-(ZRFR)REARL)-S- AR TFRARE2,2-AE-KTHR, FFEL
& B AR 69 5-8-2-C-(F & R)-4-(Z A F R F A ALK T 8L ¥ 85,
= % £94%: 'HNMR (300 MHz, DMSO-d;) & 8.14 (d, J = 1.6 Hz, 1H),
7.77-7.69 (m, 2H), 7.65 (dd, J = 8.7, 5.5 Hz, 1H), 7.58-7.48 (m, 1H), 6.92
(d, J = 8.5 Hz, 1H), 3.86 (s, 3H), 3.68 (s, 3H).
#143.5
5-2 A -2-Q2-(FAB )R AHARIOR TR F B 694 &
BB 4o B3P TR 942 5, B ATAE AAEey ik, A 5- LB
E2QBEEXREAF IR TR 22-AEA KT, KFEZALEH
CAORE5- B 2-Q-(FREAORABRA)K TR T ES, FE4H86%: 'H
NMR (300 MHz, DMSO-d) & 7.83 (dd, J = 7.8, 1.5 Hz, 1H), 7.32 (ddd, J
= 8.5, 7.3, 1.5 Hz, 1H), 7.20-7.08 (m, 2H), 6.91 (d, J = 2.6 Hz, 1H), 6.71
(dd, J = 8.4, 2.6 Hz, 1H), 6.67 (dd, J = 8.2, 0.9 Hz, 1H), 5.83 (s, 2H),
' 3.82 (s, 3H), 3.59 (s, 3H).
%44
1-(B T R)2-(6-F R)RB)m )Ry 41 &
#2,2°-F ik — K FER —FE(1.20 g, 3.97 mmol)T T &/ & 7k
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(1/1, 40.0 mL)R4AH F 64 B 5 R T R o R AL4542(0.68 g). HF RS
ERFRETFHH16 h, Dhntof B ANERITA CREBIRSY.
) BRBRAA T IRA A, 1L I8 FF IR AR 2R 69 1-(F F 28)-2-((6-(7
B A ) B E)K(0.95 ), FF$H97%. 'HNMR (300 MHz, CDCl3) &
7.49-7.43 (m, 2H), 7.32-7.09 (m, 6H), 4.74 (s, 4H), 2.15 (s, 2H).
% 4-4.1
5-#-1-(F F A)-2-(4-A-6-(B F 2R ARG H &

ARE Ao &4 L2 5, B#ATIE 409 E, £A6,6-FK
W(3-AFRFE) = FEEARA2L-AA_RKTR T, RFELEEK
KA S-F-1-(F2 T A)-2-((4-R-6-(2 F AR AR, * % 4H84%: 'H
NMR (300 MHz, CDCl3) & 7.25 (dd, J = 2.9, 9.3 Hz, 2H), 7.08 (dd, J =
5.5, 8.6 Hz, 2H), 6.95-6.85 (m, 2H), 4.71 (s, 4H).

w1 4-4.2
(5-A-2-Q-(BFROREAAL)R LT E 4 &

BB &aF oA s, BHATEAEHRE, EAS-A
2-Q-(F ABE AR EAR TR T BARA2,2- A KT8 — T,
FREREBAMKGG-A-2-Q-(FFR)VRLARLVKL)TE, X4
88%: 'H NMR (300 MHz, CDCl;) & 7.42 (dd, J = 7.4, 1.4 Hz, 1H),
7.30-7.21 (m, 3H), 7.17 (ddd, J = 9.0, 7.1, 1.4 Hz, 1H), 6.94 (dd, J = 7.7,
1.0 Hz, 2H), 4.76 (s, 2H), 4.69 (s, 2H).

%1 4-4.3
Q-Q-(FFR)-5S-FARAARLHR LT EGH &

RIEA | E4F FTiE g2, BT RN E, #HA2-Q-R A
FERE)A-FRAREFTERL2-AA_FKTR_Fis, KFEIALEHE
HREG(2-Q-(BFHR)S-FAREARB)RA)FER, % 480%: 'H
NMR (300 MHz, CDCl3) § 7.50 (d, J = 7.5 Hz, 1H), 7.41 (d, J = 7.7 Hg,
1H), 7.26 (t, J = 7.0 Hz, 1H), 7.14 (dd, J = 11.0, 7.8 Hz, 1H), 6.93 (dd, J
= 7.7, 1.3 Hz, 1H), 6.89 (s, 1H), 5.31 (t, J = 5.1 Hz, 1H), 5.23 (t, J = 5.1
Hz, 1H), 4.52 (d, J = 5.1 Hz, 2H), 4.46 (d, J = 5.1 Hz, 2H), 2.16 (s, 3H).

% &-4.4
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(2-2-(BFFHR)-4-F ERARERA)VRA)FE2 09 4] &
R4 &4T TR A2, B ATIE ABEe9 B E, A 2-Q-R 4
EBA)-S-FREARFTHRARE2Y- AL _RTHR _TE, KFELE
EWMJ: B Q2-Q-(ETFR)4-FARAFRAARFTIFEE, & FH85%:
MS (ES+) m/z 259.1 (M-17).
%) 4-4.5
(5-#-2-2-(F F )-5-F AR AR F B2 09 41 &
ARIE o B4 TR 942 5, BLEATHE RARGG LT, A 2-Q- AR
4-BEEFRL)A-FRERTERA22- A KT HR _FEe, KFE
K& BARKRA(5-R-2-Q-(B T R)-S-FAREALRL)TE, £
76%: MS (ES+) m/z 261.1 (M-17).
#)44.6
(5-#-2-2-(FFA)4-FEARERR L) TR0 45
ARIE o b BAb TR 942, B ATIE KA R, 1 2-2-A L
A-REARAE)S- T EARTHAAL-HA K TR -_TE, #47
ZREBEKRKRGG-A-2-Q-(FBFR)4-FARAREALOHRXLFEE, ~
% 4 88%: MS (ES+) m/z 277.1 (M-17).
#)&-4.7
(4-R-2-(4-A-2-(B T ROREABA)V R ) FE2 694 &
ARBE Ao bEA P TR AR, B ATE R E, A2-Q-RA
G- BEAFRE) AR EXTRAB2Y- A KT T, KFEL
& B R 8 (4-R-2-(4-R-2-(B F R)R AR AT 8, > £ 498%:
MS (ES+) m/z 281.1 (M-17), 283.1 (M-17).
%) %-4.8
(2-Q-(B T H)-6-F AFREAL)RL)FEE 614 &
RABdo | EAaF PTR QA2 A, BHHATIE ARG E, A 2-Q- B A
6-FRARREAE)VEFTRAR2-AA_KFH T, KIFEAECE
AR E (2-Q-(BF A£)-6-F ARXEAL)KAEA)TE, &~ £H88%: MS
(ES+) m/z 243.1 (M-17).
% 4-4.9
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(4,5-=#-2-Q2-(FF AR XA RK)FEGH &

RIE A B EaF TR A2, BATIE RN B, 2 A2-Q- B %
REBE)45-Z AR T ERRE22-AA_RXTR-_FE, RFELE
Bl Rk 89 (4,5- = R-2-Q-(R T R)RAAL)RL)FE, &4 74%:
MS (ES+) m/z 265.1 (M-17).

#14-4.10
Q-Q2-(HFFHR)-4-FARERLRK) TR 4 &

AR do B &4 FTiR 6442 5, BBATIE X409 E, 1 A2-Q-% 4
S-HEAFRABRB)VKFTBRARL2- AL _KTHR _Fis, KFEALEE
KRG 2-Q2-(BFR)4-FAEAREALRA)FTE, mFH74%: MS
(ES+) m/z 243.1 (M-17).

#&4.11
(4-R-2-2-(FF R)REZRIOR L) TRz 69 4] &

ARE Ao B4 PR A, L ATIE R4 E, A 2-Q-5 4
AL 4-FERFTBRARS2,2-AEA - RTR_FE:, KIFEZALEEK
KRG (4-R-2-Q-(FF R)REAL)RL)TE, FFEAH79%: MS (ES+)
m/z 263.1 (M-17), 265.1 (M-17).

% &-4.12
(4-R-2-Q2-(BF )R EAL)R L) FEE ¢ 44

RIFEo B EaF A2 R, BBATIE R K, 1 A2-Q- B &
FERL)4-BRFTBRARAB22-AEA_RKTR_FE, AFEZALEEHK
KRG (4-A-2-Q-(FF RORERL)KE)TE, FE4H75%: MS (ESH)
m/z 247.1 (M-17).

%1 4-4.13
2-(1-(F F )R 2- £ )R E)F B2 69 %) &

AR Ao B B4 PTG AR , ELHATIE R4R 9P E, A 2-2-5 K
REARER)-1-AFRAE22-FAE KR T, AHFEZLEFKRK
HQR-(1-(FF )R 2- AR FEE, ~FAH78%: MS (ES+) m/z
279.1 (M-17).

%) %4.14
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(5-#-2-(1-(F F AR -2- A A )R A) T 82 69 #] &

BB S &4F TR F, BAFERENRE, #A2-Q-R4
4-BREEFR)-RATHBRARAE2-HA_KTR-_TE, KFELE
B ARAK 6 (5-R-2-(1-(B F )R 2- A )R )T B, *FH81%: MS
(ES+) m/z 297.1 (M-17).

1 4-4.15
(4-#-2-(4- F-2-(F F RO)R AR RK) T 82 69 4] &

ARIEJo B G4 PriE A2 5, BHATIE A0, 12 2-Q-5 %
A-REREAR) - AR TEAR2- A KR _TEE, KFEL
& B ARR 4G (4-A-2-(4-R-2-(2 F AR A BRI T B, 7 £ 4H89%:
MS (ES+) m/z 265.1 (M-17).

#1&-4.16
(4,5-= #-2-(4-A-2-(F F R)R ALK )T EE 69 3] &

RIFE Ao EaF PR/, L ATIE KA LR, A 2-Q-RA
A-BEARIE)A5-— RKTHARA22-RA_KTE _FES, KIFE
& BARK A (4,5- = R-2-(4-R-2-(BF ROFREAR)RA)FTE, %
$79%: MS (ES+) m/z 283.1 (M-17).

) &4.17

(5-A-2-Q2-(FF R)4-(EZRAF AR AL E)F 82 69 4] &

RFEhob EaF ey fe s, LHITELEORE, AS-A
2-Q(FEABEA)4-CERATR)-FAAR)KTETERARS22-HLA =
AFYR_FE, AFELECBRKRRAG-A-2-Q-EFR)4-(EZATR)
FEFBAIORA)FEE, FF4H98%: 'H NMR (300 MHz, DMSO-dg) &
7.74 (d, J = 0.9 Hz, 1H), 7.51-7.42 (m, 2H), 7.39 (dd, J = 10.1, 2.9 Hz,
1H), 7.25-7.14 (m, 1H), 6.75 (d, J = 8.2 Hz, 1H), 5.60 (t, J = 5.4 Hz, 1H),
5.46 (t, J = 5.4 Hz, 1H), 4.58 (d, J = 5.4 Hz, 2H), 4.44 (d, J = 5.4 Hz,
2H).

%1 44.18
(5-BA-2-2-(BF )R AAL)FT LTI 64 &
MRIE Lo SaF TR A2 R, EuATIE AR T, RAS-RE
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2-Q-(FEBERVFABRA)K TR FTEENRA22 AL _RATR T8,
FIFEALEGEKRKAG-BA2-Q-BTFA)REAR)RRL)-TE, #%
#91%: MS (ES+) m/z 262.1 (M+1).
#%4.19
1-(F HK)-2-((6-# F AR AT )R KGH &

ARE o 5| &4 TR 942 5, EutATdE R4AEe R, 1 A2,2°-(F
ERB B RKFTR - FEEARELY-RA-_RKTHR _FES, RFEL
Gk 1-( T A)-2-((6-2 FARANT HERA)R, FE488%: !
NMR (300 MHz, DMSO-dg) & 7.48-7.40 (m, 2H), 7.19-7.09 (m, 2H),
7.08-6.99 (m, 2H), 6.88-6.80 (m, 2H), 5.04 (t, J = 5.5 Hz, 2H), 4.17 (d, J
= 5.5 Hz, 4H), 3.00 (s, 3H).

%45
(5-A-2-(2-(Z F 2)-4- A XA BRI FEF 09 4] &

FET70°C T #H5-8-2-Q-(FAZEL)4-AHARXEARI)VK T 8 T &5
(0.94 g, 2.57 mmol)#Am £ 40 2.A4.44(0.39 g, 10.30 mmol)F w9 &7k # (30
mL)¥F ¢ BF R P, HRAHIEI15 min, &RiFH0FEG mL). HR
S EIRERE, RERmaF 8 b4 KiER (10 mL)., FiEaH
P15 h. SEANEIA LB TEFEIRKAR, AT IRA TN
Ak, LRFEATPRSE, RFELEBKRRGG-A-2-2-(E
W )-4-A R KR AHA)VKA)TEE(0.71 g), /&% $88%: 'H NMR (300
MHz, DMSO-ds) & 8.26 (d, J = 2.5 Hz, 1H), 7.92 (dd, J = 8.7, 2.5 Hz,
1H), 7.55 (dd, J = 8.7, 5.7 Hz, 1H), 7.42 (dd, J = 10.0, 2.8 Hz, 1H),
7.27-7.17 (m, 1H), 6.67 (d, J = 8.7 Hz, 1H), 5.44 (br s, 2H), 4.61 (s, 2H),
4.44 (s, 2H).

%46
(5-#-2-(2-(F F 2)-6-A A R AR F B3 49 ) &

% 2-(2-F I -6-AH A K LA I)-5- A K F #.(1.45 g, 4.30 mmol) T
£.7k (55 mL)F &9 BB R TR A A IR v ek v B A R R (14.00
mL-Fw &k wh P 6d1 MiE%, 14.00 mmol). ¥ RAWERIERE T
HERRBRAMTENSmL), EARTBREN, FHREREHETT
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BR L BE(75 ml)F . KB B4 kEizink, AARRMATE, Sk
FAELTFRE, FFEFEEHKGG-R-2-Q-(FF RL)-6-F AR AR
AORA)FEE(1.02 g), FFAH73%: 'HNMR (300 MHz, DMSO-dg) &
7.85-7.80 (m, 2H), 7.72-7.63 (m, 1H), 7.24 (dd, J = 9.9, 2.8 Hz, 1H),
7.03-6.94 (m, 1H), 6.73 (dd, J = 8.6, 5.5 Hz, 1H), 5.53 (t, J = 5.5 Hz,
2H), 4.49 (d, J = 5.5 Hz, 2H), 4.39 (d, J = 5.5 Hz, 2H).
#4-6.1
(5-F-2-(4-A-2-(FF F AR AAA)V KA T 83 04 41 &
ARIEJo B o PTiR AR, B ATAE KA E, 2 2-Q-K 4
4-BEEHRE)5-AK T BRARAE2-Q-FZ A -6-ARLBRL)5-AXRT
BRE MR, RAFER G R (5-R-2-(4-R-2-(F FR) KAL)
FEVF B, FHH51%: MS (ES+) m/z 281.1 (M-17), 283.1 (M-17).
#14-6.2
(5-(TAMBA)-2-2-(F F A)REAE)RL) T B 0441 &
ARFE o FE6F AN, LHATEXLENKRE, HAS-TBLE
E2-2-HBARKABREVE T BRARKE2-2-F A -6-F A FAEAE)-5-AK
TREMBERE, FREELEHRGG(TEBEL)2-Q-(FFR)RL
FEYVKRE)FE, &% $52%: 'H NMR (300 MHz, DMSO-dg) &
7.41-7.36 (m, 1H), 7.11 (d, J = 8.3 Hz, 1H), 7.09-6.98 (m, 2H), 6.83 (d, J
= 2.5 Hz, 1H), 6.53 (dd, J = 7.5, 1.5 Hz, 1H), 6.44 (dd, J = 8.4, 2.5 Hz,
1H), 6.00 (s, 1H), 5.24 (s, 1H), 5.06 (s, 1H), 4.52 (s, 2H), 4.35 (s, 2H),
3.11-2.91 (m, 2H), 1.14 (t, J= 7.1 Hz, 3H).
#14-6.3
5-F-1-(8 F 1)-2-((4-2-6-(F2 T AR ARt 4 &
ARIEJo B E6F PR GAE A, B TIE R4 K, 12 6,6-7k
R (3-RF T BR)RA2-2-F AL -6- A AR EARL)-5- AR T B 5 AR
K, FRIFERLEBRRKGS-R-1-(F TF H)-2-(4-R-6-(F F H)RKL)%
£)K, &£ 498%: "HNMR (300 MHz, DMSO-d) & 7.52 (d, J = 2.5 Hz,
2H), 7.27 (dd, J = 8.3, 2.5 Hz, 2H), 7.02 (d, J = 8.3 Hz, 2H), 5.46 (t, J =
5.5 Hz, 2H), 4.47 (d, J = 5.5 Hz, 4H).
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%) %-6.4
2-(5-#u-2-{[4-R-2-(F2 T R )- KRB KR TEz ey 1 &
RIBEwH E6F AR R, BT X4 E, HA2-2-(&
¥ 3)-4- SR AR I)-5- AR T B 2-(2-5 A -6-AH A F LA AL )-5- A
RPBRE MR AL, FIFERE B HRARE2-(5-A-2-{[4- A-2-(F F &)-
FAVAEIERA)TE, =% 486%: 'H NMR (300 MHz, DMSO-ds) &
7.29 (d, J = 10.2 Hz, 1H), 7.19 (dd, J = 10.2, 1.8 Hz, 1H), 7.06 (dd, J =
6.8, 1.8 Hz, 2H), 7.00 (s, 2H), 5.47 (s, 1H), 4.73 (s, 1H), 4.48 (s, 2H),
3.56 (t, J = 6.8 Hz, 2H), 2.83 (t, J = 6.8 Hz, 2H).
#14-6.5
2-(5-R-2-(4-A-2-(F T RORAARA) K L) LB 4 &
RFEHEoF TR F, BHITERBEGRE, £A2-Q-(R
W H)-4- R A )-5- AR T BARH2-(2-F A -6-A R R AR A )-5- A
FFBREMBR A, FFERLEBKRKRG2-5-R-2-(4-A-2-(FFH)XK
ERAVEAYLE, * % $86%: 'HNMR (300 MHz, DMSO-dq) § 7.35
(d, J = 2.3 Hz, 1H), 7.31 (d, J = 2.3 Hz, 1H), 7.25 (dd, J = 8.5, 5.7 Hz,
1H), 7.17 (dd, J = 8.5, 2.3 Hz, 1H), 7.19-7.06 (m, 1H), 6.75 (d, J = 8.5
Hz, 1H), 5.46 (s, 1H), 4.76 (s, 1H), 4.45 (s, 2H), 3.59 (t, J = 6.8 Hz, 2H),
2.83 (t, J = 6.8 Hz, 2H).
#%-6.6
2-2-Q- (¥ AR ALK TLEHH &
RIE o H Eob Tk a2/, B TIE RSN RE, ®A2-Q-(R
FEOR AR T BB 2-Q-RA-6-MAEAREHK)S-ARXTFTRE
BRI B L, HRAFER EhIKAG2-Q-2-(F FRFEARLF L) TE, &
# 5 89%: MS (ES+) m/z 243.1 (M-17).
%) %-6.7
(5-F-2-(2-(F F AR A AR A)F B2 o9 5 &
ARIE Ao d| &6 Frik 6942 5, ALATIE RAE M E, A2 [2-A
AR A)VRAS- AR T ERARE2-Q-RA-6-AEARAAL)-S-ARTF B
5B, RIFEREBKRKRGG-R-2-Q-(FFH)REARLRK)
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WE, % #85%: 'HNMR (300 MHz, DMSO-d) § 7.60-7.50 (m, 2H),
7.36-7.29 (m, 1H), 7.22 (ddd, J =8.9, 7.9, 2.0 Hz, 2H), 7.05 (dd, J = 7.7,
1.1 Hz, 1H), 6.96 (d, J = 8.3 Hz, 1H), 5.44 (br s, 1H), 5.28 (br s, 1H),
4.48 (d, J = 3.9 Hz, 4H).
#)4-6.8
QR-Q-(FEFR)4-(EZAFROREFR LR TEG 4 &
AR EoF TR, BHTEREHRE, A2 [Q-R
A EAYVRAET]-S5-(Z AT )R T BARA2-(2-BU3k-6- A1 A R L AR )-5-
ARFTBREMIREI, RFEALECEAKRRKRGQR-Q-(HRTFH)4-EAT
E)VEEHA)EL)FEE, * % 483%: 'HNMR (300 MHz, DMSO-d;) &
7.76 (d, J = 1.4 Hz, 1H), 7.61 (d, J = 8.0 Hz, 1H), 7.50-7.45 (m, 2H),
7.35-7.30 (m, 2H), 6.84 (d, J = 8.0 Hz, 1H), 5.58 (s, 1H), 5.29 (s, 1H),
4.58 (s, 2H), 4.48 (s, 2H).
#146.9
(5-F-2-(2-(2 7 2)-4-(F A B AR A ALK L) TR 41 &
RAE o & 6F TR A2 5, BBATIE RGBT, M 2-Q-H %
A-(F AR AR AIL)-5- AR F BRARH2-(2-4 Hh-6-#H K K KB
E)S-AARAFTREMTRE, RFELERKKRGG-R-2-Q-(FF
H)-4-(F AR AR L) TE, F%H480%: 'H NMR (300
MHz, DMSO-dg) & 7.96 (d, J = 2.0 Hz, 1H), 7.61 (dd, J = 8.3, 2.0 Hz,
1H), 7.51 (dd, J = 8.3, 5.7 Hz, 1H), 7.41 (dd, J = 10.1, 3.0 Hz, 1H),
7.25-7.16 (m, 1H), 6.73 (d, J = 8.3 Hz, 1H), 5.64 (t, J = 5.0 Hz, 1H), 5.47
(t, J = 5.7, 5.0 Hz, 1H), 4.60 (d, J = 3.0 Hz, 2H), 4.44 (d, J = 3.0 Hz,
2H), 3.13 (s, 3H).
#14-6.10
(4-(4-7)-2-(F F )R K AK)-3-(F F K)-NN-= F AR e BLiz 69 4] &
ARE e B B6F ik 942 5, B ATIE AR, A2-Q-RE&
A4 (N N-ZF R BARBE A )R A A)-5- AR T BARAR2-Q-Z A -6-A &
FEBA)S5-ARKT BRE MR, KT E A MK 6 (4-(4-R)-2-(F
VHEO)REAL)3-(FFR)-NN-Z F R KRB, 7 & AH88%: MS
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(ES+) m/z 355.1 (M-17).
#%6.11
1-(B F 1)-2-((6-# F AR RSB )R o) 4] &

I E6F PTiR 442, BBHATIE KA R, 82,2 -7 Bt
A KT BARA2-2-R A -6-A AR EAI)-5-ARFTBRE M,
KEFZREERRKRG1-(BTH)2-(6-2 FTEARLRBLA)R, FHH
88%: 'H NMR (300 MHz, DMSO-d) & 8.02-7.92 (m, 2H), 7.81-7.68 (m,
4H), 7.60-7.49 (m, 2H), 5.39 (t, J = 5.66 Hz, 1H), 4.50 (d, J = 5.42 Hz,
4H).

#14-6.12
5-#-1-(F F A)-2-((4-A-6-7 F AR KB R ) Ky 41 &

R &6F PTiE 92 5, BBHATIE KA E, 12/ 6,6"-7 Bk
R RG-AE T B A2-Q- B -6 A RARL)S-ART RS MK
B, FIFEREERIKGS-A-1-(FF L)-2-(4-A-6-2 F £ X FE)%
BEEOR, HRELEAFATT—HRE. MS (ESH) m/z297.1 (M-17).

#)4-6.13
1-Q2-# TA)-2-((6-(2-% TR L) A ) F ey 4 &

ARIEdo B &6 PTik ehAE 5, EL#HATIE A4 BUE, 128 2-2-((6-
BPRREVAE)ER) TBRBR2-Q-B A -6-F AR LEAL)-5-AXTF
BRG MM B, RAF Z MR 691-Q2-52 TH)-2-(6-2-Z THR)XK)
BAYVK, &% HA73%: '"H NMR (300 MHz, DMSO-dg) § 7.30 (dd, J = 7.5,
1.3 Hz, 2H), 7.24-7.17 (m, 2H), 7.16-7.09 (m, 2H), 6.94 (dd, J = 7.5, 1.3
Hz, 2H), 4.67 (br s, 2H), 3.56 (t, J = 7.2 Hz, 4H), 2.84 (t, J = 7.2 Hz,
4H).

%) %-6.14
(5-#-2-(4-(FF F R )yEwn-3- A A E) R L) T B¢ 4 &

BRI dEob TR a9, B ATIE RN E, A4-Q-B A4
4R E ARG -3-F AR 2-Q- B A -6- AR L) AKT
BRE BRI R L, IR E MR 6 (5- A -2-(4-(F F R)E%-3- KAL)
RKAVFE, &% 472%: 'HNMR (300 MHz, DMSO-dq) 6 7.68 (d, J =
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5.4 Hz, 1H), 7.23 (dd, J = 9.9, 2.9 Hz, 1H), 7.19 (d, J = 5.5 Hz, 1H),
7.06-6.96 (m, 1H), 6.89 (dd, J = 8.6, 5.5 Hz, 1H), 5.48 (s, 1H), 5.20 (s,
1H), 4.58 (s, 2H), 4.42 (s, 2H).
#14-6.15
(5-B-2-(3-(F2 F R ) E-2- A A)F L) T B 645 &

AR B E6F T A NALF, BHITERENRE, #A2-Q-RK
4-BAEARE)ES3-FHEARB2-Q-BE-6-AHARERL)5-AXTF
BR 5 Ak BORL , FRAF 2 oAb id Ik 69 (5-B-2-(3-(B F R )yEw-2- s k)
FA)FEE, % #81%: 'HNMR (300 MHz, DMSO-dy) & 7.52 (d, J =
3.3 Hz, 1H), 7.47-7.43 (m, 1H), 7.25 (dd, J = 2.8, 8.5 Hz, 1H), 7.05-6.96
(m, 1H), 6.92 (dd, J= 5.5, 8.5 Hz, 1H), 4.53 (s, 2 H), 4.38 (br s, 2H), 4.25
(d, J = 1.0 Hz, 2H).

#1%-6.16
(5-F-2-(2-(F2 T 2)-5-(F A B AR A B A )F L) T B2 04 4 &

RIELe b EoF Tk 925, B ATaE R4k, A 2-Q- R4
4- BRI )-4-(F A A B )R F B 2-Q2- A A -6- A A KA
E)5-AEATHREMBTR AL, KRFZHEHRGG-R-2-Q (AT
B)-S5-(FRABBE)VFEEAI)EAL)TE, FF4H44%: MS (ES+) m/z
325.1 (M-17).

| #&7
R (2-(i8 F AR)-4- BRI BR 69 %) &

6 (2-(2-(# F A )-4- B R A AL )-5- R K K) T B2(0.71 g, 2.51
mmol)F KK L8 (40.0 mL)F 694 R F — K A =205 (2.04
g, 7.52 mmol). ¥ RAMEKRERE THIEI6h, AKREE, FAB4E
FrgFEE. EET P REER, RFELEERKRKRARQ-(GE T K)-4-
AFEAHFIE(1.00 g), = E $H95%: 'H NMR (300 MHz, CDCL) § 7.19
(dd, J = 9.2, 2.3 Hz, 2H), 7.13 (dd, J = 8.7, 5.5 Hz, 2H), 6.97-6.89 (m,
2H), 4.62 (s, 4H).

#47.1
(2-CG& F H)-4- BRI (2-(G- F A)-4-AH AR KRBT 0 41 &
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BB ETF RS, LRITEEEORE, £AG-A
2-Q-(BF R)-4-AAREAL)RL)FEARSQ-Q-(AF H)4-AXK
EAA)S-AEATEL =R N, RIFELEBRMRKGQ-GETF
H)-4- B F ) 2-GE T H)-4-FHE R F)BIR, 7 E 4 66%: 'HNMR (300
MHz, CDCl3) & 7.22-7.16 (m, 2H), 7.16-7.09 (m, 2H), 6.98-6.88 (m, 2H),
4.62 (s, 4H).

#14-7.2
3 FHR 4 (2-2F A4 FRKLAFRA)-NN-Z F R KRB0 H &

ARIEJo B & TP PTG A, ELuATIE X460 T, 1A 4-(4-A
2-(BFHR)REBRK)-3-(BTFA)-NN-— FAREBBEAREQ-2-(TF
H)-4-BFRAARL)-S-RAFR )T EREL =SB R, RIFELEBKR
B3-8 F K -4-2-38 FA-4-BRAEBRR)-NN-Z F R RKmRBEE, THH
66%. MS (ES+) m/z 498.1 (M+1).

#1473
2,2’ -FR B (G T A)F) 8 4] 5

ARE 4o H| BT P L B2, BtATIEXBORE, A1 (BT
H)-2-((6-7 F A F )R BLA)RAH (2-2-(F F 2£)-4- 8K B IK)-5-
ARKR)TEL Z BB B, RIFZXHERKRRG22-ABAR
(GEF£)XK), FE£A47%: '"HNMR (300 MHz, DMSO-d;) & 8.04 (dd, J
= 7.9, 1.1 Hz, 2H), 7.77-7.72 (m, 2H), 7.67-7.60 (m, 4H), 4.83 (s, 4H).

1 &7.4
4,4 -F B IR (3-(GR F AR)-1-8K) 88 %1 &

ARIE 4 & TP TR A2 5, BBHATIE KRR AE, 1A 5-A-1-(
FA)-2-((4-R-6-2 F AR KB B AR KA Q-Q-(FE T A)4-AFRA
BA)-5-AARE)FEE L = 2B R, RFEREBRRIKRGLL-FBE
AR (3-GEFA)-1-AK), FHE #21%: '"HNMR (300 MHz, DMSO-d;) &
8.17 (dd, J = 5.6, 8.7 Hz, 2H), 7.58 (dd, J = 2.7, 9.6 Hz, 2H), 7.50 (ddd, J
=2.7,8.2, 8.7 Hz, 2H), 4.78 (s, 4H).

%) 4-8
2,2-(F A R ) =K T B F B 49 41 &
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FN-F R ARE AR T 8 F85(5.00 g, 30.27 mmol) & 2-# K F 88 F
B5(7.62 g, 29.09 mmolya T =T A& (50 mL)¥. KA 47(2.80 g,
20.0 mmol). 47#(0.53 g, 8.34 mmol) & #4147 (0.42 g, 2.21 mmol).
RAWMAECRTMMKT0 h, ALk, EAZTREERRFEAEAFR
MsT OBy, AKkEk, TRIALE, AAZFRERRFELHR
EMENEAY, RFERAECEAKRRG22(FARR_A)=KT
B = FE(1.32 g), FEH15%: 'HNMR (300 MHz, DMSO-ds) § 7.21
(ddd, J = 8.3, 7.5, 1.7 Hz, 2H), 7.16 (dd, J = 7.5, 1.7 Hz, 2H), 6.88 (dd, J
= 8.3, 1.0 Hz, 2H), 6.81-6.73 (m, 2H), 3.06 (s, 6 H), 3.01 (s, 3H).

%149
2,2°-FBRIL R T B 4G ) &

2.2 -BRE = K ¥ E(0.55 g, 2.00 mmol)5 & #tEL44(1.30 g, 6.00
mmol)F K (15 mL) ¥ RA. R4 AE RS T T140°CT Ae i3 5
Hm B —4r & ALEE45(0.40 g, 6.00 mmol). RAYm#M2h, EALETF
REEF. AATEHERZAY. ELAZTRESHAWERY, KT
EREERKG2-FEBA K FTHO0.60 g), ~EH98%: 'H NMR
(300 MHz, DMSO-d) & 13.56 (s, 2H), 8.00 (dd, J = 1.2, 7.7 Hz, 2H),
7.75 - 7.60 (m, 6 H).

%1 4-9.1
6,6-Fk B I (3- A K F 8 )¢ 4 &

ARIE A EF FTR 9A2F, BEATIE AL R, #A6,60-FA
W3- AE T B)RA2,2-AREARKTE, KFEZLERKIKRG6,6-58L
AERG-RETFE), &% #495%: 'HNMR (300 MHz, DMSO-ds) § 13.76
(s, 2H), 8.11- 8.03 (m, 2H), 7.58-7.49 (m, 4H).

#1410
2-2-((6-F F AR LR EVF ) TR 4 &

H2-Q2-((6-F A F AR )AL EK)TH(2.00 g, 7.57 mmol) £ &
AT A S BALA KA (1.21 g, 30.3 mmol, 40 mL) ¥ ##7 h. ¥ RE4
AR 3 B B AR B A A R RO R TR B R GF TR, RIFER EBRRK
692-2-((6-F F R XA A)VKR)L#(2.17 g), FFEH95%: 'HNMR
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(300 MHz, DMSO-ds) & 12.36 (s, 2H), 7.31 (dd, J = 1.5, 7.4 Hz, 2H),
7.25-7.15 (m, 4H), 7.03 (dd, J = 1.5, 7.4 Hz, 2H), 3.69 (s, 4H).
#&11
3-(AF 2H)-4-Q-(A FA)-4- AR AL )R 1) 5] &

@ (5-A-2-(4-(BF 2)Ew 3- LA E)RA)F 8 (0.64 g, 237
mmol) F = & F 4 (20 mL) ¥ 49 5 H 5 & F K m L A B2 (2.80 mL,
23.00 mmol)H ¥ RA Y HEFEHRILBE T16 h, AKEkE. ¥AIE
oE, ARBMATRFIR. ELAZFREBERET, KEEHAE
bR 3-(R T R)-4-Q-(A T A)-4-AFE LA YES, FE4H98%: 'H
NMR (300 MHz, DMSO-dq) & 7.84 (d, J = 3.2 Hz, 1H), 7.74 (d, J = 3.2
Hz, 1H), 7.43 (dd, J = 9.4, 2.9 Hz, 1H), 7.19-7.10 (m Hz, 1H), 7.02 (dd, J
= 8.5, 5.6 Hz, 1H), 4.89 (s, 2H), 4.59 (s, 2H).

#4111
3-(AF A)-2-2-(AF H£)-4-RAEARKLYER 694 &

WIS B) & 11F ik e A2 /r, B ATIE R0 E, A G-R
-2-(3-( T AR )Ry -2- A AR KAL) T BEAREG-R-2-4-C2 F A)yE5
BABREKE)TE, REFEMREEHRO(ATE)2-Q(AT
A)-4-RELARLYEY, FE4H98%: 'HNMR (300 MHz, DMSO-d;) &
7.43 (d, J = 5.5 Hz, 1H), 7.19 (d, J = 5.5 Hz, 1H), 7.15 (dd, J = 8.7, 3.0
Hz, 1H), 7.06 (dd, J = 8.7, 5.5 Hz, 1H), 6.96-6.88 (m, 1H), 4.78 (s, 2H),
4.67 (s, 2H).

#&11.2
2-(AF A)-4- AR E)2-(RF 2A)-5-(F A s i) KRB 49 4] &

RBEBwHEINFHAGES, L#TIELEENRE, #AQ-G-
R-2-F T AEARA)S-FRABERL)FEARLG-R-2-G-(BTF
ARy 3- A ALK )T B, RFENLEBKRRGQ-(RA T HK)-4-R
FA)2-(RF £)-5-(F A sBe )R L )FR, & % $84%: 'HNMR (300
MHz, DMSO-ds) & 7.83-7.76 (m, 2H), 7.59 (dd, J = 9.5, 2.9 Hz, 1H), 7.47
(dd, J = 8.7, 5.7 Hz, 1H), 7.35-7.33 (m, 1H), 7.33-7.26 (m, 1H), 4.97 (s,
2H), 4.86 (s, 2H), 3.12 (s, 3H).
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#)&12
4-F-2-(4-A-2-F A REH)-1-F ARG 4 &

Ym0 245(0.19 g, 1.00 mmol). N,N-—F FEH A B %8 (0.42 g,
3.00 mmol). &8 45(3.25 g, 10.00 mmol). 5-f.-2-F & K8 (1.07 g, 7.50
mmol)& 1-i& -4-#.-2-F £ ¥ (1.32 g, 5.00 mmol)F ="&%(10 mL)¥ &9
RAMAEFHE P F1200CTim#k16h, DIERERE, A TBRTE
(200 mLY# A, fthAe sk B SAAKER Q2 x 20 mL)#ik, KB
MTFRFEE, EATFREIERFBIA TR A BT LK
A, RBZEFHEBRKRGE-R-2-4-R-2-F ARKAR)-1-FEX
(0.42 g), 7 % #39%: '"H NMR (300 MHz, CDCl;) 6 7.89 (dd, J= 8.3, 2.2
Hz, 1H), 7.46 (d, J = 2.2 Hz, 1H), 7.39 (d, J = 8.3 Hz, 1H), 7.21 (d, J =
8.1 Hz, 1H), 7.09 (dd, J = 8.1, 2.0 Hz, 1H), 6.77 (d, J = 2.0 Hz, 1H), 2.39
(s, 3H), 2.19 (s, 3H).

#&12.1
4-F-1-F E2-2-FAS-MARE)RG 4 &

ARE Ao S 12F TR GAE, BHATIE XA T, A 2-5-4-
AR T RRE-24-A2-FARES-R2-FEARBRE, RIFELE
Bl ARG 4-R-1-F A 2-Q-FA-5-AAXEL)K, FE4H30%: 'H
NMR (300 MHz, CDCl5) § 7.89 (dd, J= 8.3, 2.2 Hz, 1H), 7.46 (d, J= 2.2,
Hz, 1H), 7.39 (d, J = 8.3 Hz, 1H), 7.21 (d, J = 8.1 Hz, 1H), 7.09 (dd, J =
8.1, 2.0 Hz, 1H), 6.77 (d, J = 1.9 Hz, 1H), 2.39 (s, 3H), 2.19 (s, 3H).

#412.2
1-8-3-(4-A-2-F AR AHK)-2-F AR 4 &

A4 b & 12F TR 9424, B#ATE R BE, 1M 2-5.-6-
P RARA-E4-R2-FTEARELA2-ZAATRRE, RKFERLEE
R 1-R-3-(4-R-2-F A REA)2-F AR, FH4H75%: 'H NMR
(300 MHz, CDCl3) & 7.08 (d, J = 8.0 Hz, 1H), 7.02-6.92 (m, 2H), 6.83
(ddd, J = 8.7, 8.7, 3.1 Hz, 1H), 6.72 (dd, J = 8.9, 4.9 Hz, 1H), 6.50 (br d,
J=8.1 Hz, 1H), 2.35 (s, 3H), 2.19 (s, 3H).

1 &-12.3
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4-F-1-(4-A-2-F R REA)-2-F R K44 &

ARIE B B 12F TR 942, E#ATIERALEG R, 1A 2-2-5-
B RAREL-E 4 R2-FARE4-A2-FEARBR A, ARFELEH
PR A-F-1-(A-A-2-F AR A AL)-2-FAR, FE4H5%: 'H NMR
(300 MHz, CDCL3) & 7.19 (d, J = 2.6 Hz, 1H), 7.02 (dd, J = 8.7, 2.6 Hz,
1H), 6.94 (dd, J = 8.9, 3.0 Hz, 1H), 6.81 (ddd, J = 8.7, 8.7, 3.0 Hz, 1H),
6.70 (dd, J = 8.9, 4.9 Hz, 1H), 6.51 (d, J = 8.7 Hz, 1H), 2.26 (s, 3H), 2.19
(s, 3H).

#412.4
4-R-2-(4-F-2-F R K EA)-1-F ALK 51 &

RBH E12F R 942 5, B#ATIE R4E09LR, 12 2-18-4-
AT ERAL-EA-A2-TARE4-A2-FEARBRE, RFELER
R 4-R-2-(4-R-2-F A RAA)-1-F AR, FEH66%: 'H NMR
(300 MHz, CDCl3) & 7.14 (dd, J = 7.7, 7.7 Hz, 1H), 6.96 (dd, J = 9.0, 2.8
Hz, 1H), 6.90-6.76 (m, 2H), 6.65 (ddd, J = 8.2, 8.2, 2.5 Hz, 1H), 6.26 (dd,
J=10.2, 2.5 Hz, 1H), 2.26 (s, 3H), 2.18 (s, 3H).

#412.5
4,4 -F A R(1-8-3-FE R H &

ARIBE B & 127 TR A2, HATIE XA RE, EA4-5-2-
WARKBRES-B2-FTEARHH1-E4-8-2-FEARXRE, RFEILE
Bl AR 694,47 - R AR (1-A-3-F A K), &% %69%: 'HNMR (300 MHz,
CDCl3) § 6.93 (dd, J = 8.9, 3.0 Hz, 1H), 6.78 (ddd, J = 8.5, 8.5, 3.1 Hz,
1H), 6.61 (dd, J = 8.9, 4.9 Hz, 1H), 2.24 (s, 3H).

#1%12.6
4-F-2-F H-1-Q-F R4 EREL)R G5 &

RIE4 RS 127 TR 6442, BATIEXARG LR, 12 2-3-5-
FEA T FRE1-2 AR -2-FHEREA-F2-FRARAB R A, FIFERHF
& EARRAAR2- P RE-1-Q-T A4 A REL)E, Z%H88%: 'H
NMR (300 MHz, CDCl,) & 8.14 (d, J = 2.7 Hz, 1H), 7.95 (dd, J=9.0, 2.7
Hz, 1H), 7.05-6.91 (m, 3H), 6.51 (d, J = 9.0 Hz, 1H), 2.45 (s, 3H), 2.14
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(s, 3H).
#5127
4-2-2-F HK-1-(4R F RAL) K9 4 &

ARAB 4B & 12 Tk W42 5, ELabATAE K4E09 LK, R A2-8F
FRAEL-E4-A2-FEAXEL4R2-FEARXBRE, RFELEBRKR
W A-R-2-F R 1-(ARFREL)K, F%589%: 'H NMR (300 MHz,
CDCl3) & 7.27-7.00 (m, 5H), 6.73 (dd, J = 7.8, 0.9 Hz, 1H), 6.62 (d, J =
8.7 Hz, 1H), 2.27 (s, 3H), 2.26 (s, 3H).

#4128
1-5-2-F A -3-(4R F RAL)V R 41 &

ARIE ) & 12F ik ey A2, EATIE RAE R E, A 2-8F
FERAEL-L4-A2-FAXE-R2-FEARXBRE, RFELEBKK
B1-8-2-FA3-(ARFRAL)R, &% 486%: 'H NMR (300 MHz,
CDCl5) & 7.30-6.98 (m, 5H), 6.74 (d, J = 8.1 Hz, 1H), 6.60 (d, J = 8.1 Hz,
1H), 2.36 (s, 3H), 2.26 (s, 3H).

#14-12.9
4-F-1-F R -2-(AF F REAEK)R eG4 &

ARB B & 12F Tk eAE . BtATIE R4 R, A2 T
FRAE-EA4-R2-FEARES-R2-FEAXBRL, FFELEBKRK
B4-R-1-F A-1-(ARFXEL)K, FE$H75%: 'H NMR (300 MHz,
CDCly) 8 7.31-7.04 (m, 4H), 6.97 (dd, J = 8.1, 2.1 Hz, 1H), 6.82 (d, J =
7.8 Hz, 1H), 6.65 (d, J = 2.1 Hz, 1H), 2.29 (s, 3H), 2.26 (s, 3H).

#4-12.10
4-R-1-FR2-Q-FRAAMEARAIRN 4 &

ARE Lo E12F TR WA R, HHATIEXAENHKE, 1EA2-5-5-
FER T RERAEL-EA-R2-FERES-R-2-FARBRE, RIFELE
B ARK 49 4-R-1-F K -2-2-F A 4- AKX EHL)R, FEH58%: 'H
NMR (300 MHz, CDCl3) & 8.19-8.14 (m, 1H), 7.99 (dd, J = 9.0, 2.7 Hz,
1H), 7.28-7.11 (m, 2H), 6.92 (d, J = 1.8 Hz, 1H), 6.62 (d, J = 9.0 Hz, 1H),
2.43 (s, 3H), 2.16 (s, 3H).
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#&-12.11
4-5-2-F K-1-2-F A -4-A AR EIR)R G4 &

ARIE Ao B B 12F PR 942 5, BB ATIE A4 BLR, 128 2-5L-5-
PR P RERZEL-E4-R2-FAREL-Z-2-FRARBRE, RIFEALE
B K 49 4-2-2-F & -1-Q-F R 4-AEAXEL)R, FE24H543%: 'H
NMR (300 MHz, CDCl3) & 8.17-8.13 (m, 1H), 7.96 (dd, J = 9.0, 2.4 Hz,
1H), 7.32-7.18 (m, 2H), 6.88 (d, J = 8.4 Hz, 1H), 6.56 (d, J= 9.0 Hz, 1H),
2.44 (s, 3H), 2.16 (s, 3H).

#512.12
4-8-2-F R -1-(ARF REOF G4 &

ARE LS S 12F TR AR, BATIE AN E, EA2-mF
FARAEI-E4-A-2-FAXE4A-2-FERBRA, RFELERKRK
H4-F-2-F E-1-(AFFREA)R, FF#4H77%: 'H NMR (300 MHz,
CDCly) § 7.29-6.62 (m, 7H), 2.31 (s, 3H), 2.25 (s, 3H).

#1413
3-(E A )-4-(2-CG& F H)-4-F AR EAKL)FTH G4 &

B 4-(4-8.-2-F AR FEARI)-3-F A FH(1.20 g, 4.38 mmol) T W&
WEGBS mL)T OB F R R mH ELRHONENRT B LM
(1.59 g, 8.80 mmol), A& FAnit BALFK F B(0.10 g, 0.44 mmol). HF iR
SHERATHEILRZh AR TROT0 mLHEFAKLE. 28BH
B, MABATIRTEE. ALTPRGIERTA LR TE A X
A, RIFELECERRKRGI-GE T A)4-2-(8 FHR)4-AFXKKARK)F
J5(0.385 g), =% 420%: "HNMR (300 MHz, DMSO-ds) 8 8.03 (d, J =
1.8 Hz, 1H), 7.81 (d, J = 2.3 Hz, 1H), 7.64 (dd, J = 1.8, 8.3 Hz, 1H),
7.50-7.38 (m, 2H), 6.91 (d, J = 8.3 Hz, 1H), 4.83 (s, 2H), 4.74 (s, 2H).

#14-13.1
1-(G& 7 2)-2-(2-C& F H)-4- AR EL)4- ARG 4 &

RIBE s & 13F ARG RF, B#TEREHIE, 4A4-R
2-(4--2-F E KRR 1-F A RAKA4-(4-2-2-F A REHL)3-F R
FHEN-ERT_BEBRRAE, KFZHEHAKKGI-(GETF
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H£)2-2-G& FR)4- AKX EA)4- 8K, F%$26%: '"H NMR (300
MHz, CDCl;) & 7.19 (dd, J = 8.5, 3.0 Hz, 1H), 7.16-7.13 (m, 2H),
7.05-6.96 (m, 1H), 6.88 (dd, J = 8.0, 3.7 Hz, 1H), 6.68-6.60 (m, 1H), 4.79
(s, 2H), 4.53 (s, 2H).
#4132
1-G& F 2£)-2-2-(G& F 2)-5-A KA 3)-4-F ARG 41 &
RIBELH & 13T TR NAZ S, B3ATIE KA E, A 4-R-1-
W -2-(2-F A -S-AE AR R B R 4-(4-2-2-F AR R AR 3-F A
FHEN-ERT - BEBERALE, ARHFEZHEBAAKRGLI-(ETF
A)-2-(2-(G& FHR)-5-2 KA A)-4-AE K, & FH12%: Re=0.25(TX%).
#4133
2-(& FH)-1-2-G& F A)-4-RARAK)-3-A K694 &
REBWHEI3PHEGEES, BHTELREORE, HA1-R
3-(4-A-2-F A REHN)-2-F A RARB4-4-R-2-FAREAL)3-FA
FHEN-ERT_BLEBRAE, RKFE28EEKKG2-(ETF
£)-1-Q-G& FRAR)4- A XK EK)3-AK, FEH50%: 'H NMR (300
MHz, CDCl;) & 7.25-7.13 (m, 3H), 6.99 (ddd, J = 7.8, 7.8, 2.9 Hz, 1H),
6.87 (dd, J = 8.9, 4.7 Hz, 1H), 6.66-6.58 (m, 1H), 4.79 (s, 2H), 4.51 (s,
2H).
#4-13.4
2-(G& ¥ 3)-1-(2-G& F A)-4-A XA )-4- AR 4 &
BEwHE3PHAAEAGRS, BHTERBEORE, #ZA4R
1-(4-A-2-F R R EH)-2-F A RARB4-(4-R-2-F A RXEAL)3-F A
FHEN-ERT-BEBERE, RFEEBKRRG2-(ET
H)-1-Q-GE FA)4-REXAL)4-AK, FE#H37%: 'H NMR (300
MHz, CDCls) § 7.42 (d, J = 2.2 Hz, 1H), 7.22-7.15 (m, 2H), 6.98 (ddd, J
= 8.9, 8.9, 3.0 Hz, 1H), 6.88 (dd, J = 9.0, 4.6 Hz, 1H), 6.68 (d, J = 8.7 Hz,
1H), 4.56 (s, 2H), 4.51 (s, 2H).
%1 4-13.5
1-G& F #£)-2-Q2-CG& F 2)-4- AR A ) -4- ARG 5 &
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ARIE S B 13F TR AL 5, BATIE AN RE, #EA4-R
2-(4-A-2-F A REAK)-1-F A RKRE4-(4-2-2-F A RXEHAL)-3-F &
FHRENERTBZRAE, KREZGEHKARGI-GEYT
H)-2-Q2-(R F A)-4-AREL)4-AK, = %%28%: 'H NMR (300
MHz, CDCl3) & 7.40 (dd, J = 8.5, 6.3 Hz, 1H), 7.21 (dd, J = 8.5, 3.0 Hz,
1H), 7.02 (m, 1H), 6.92 (dd, J = 9.0, 4.7 Hz, 1H), 6.78 (ddd, J = 8.2, 8.2,
2.5 Hz, 1H), 6.41 (dd, J=9.9, 2.5 Hz, 1H), 4.62 (s, 2H), 4.0 (s, 2H).

#14-13.6
4,4 - B (3-(8 F AK)-1-8 K4 H &

ARIE | B 13 P PRk bg A2 5, EEATIE R4 E, ®A44-A
A (1-R-3-F A FRORB4-G-R-2-FEAREAHAL)3-FEAFHEN-2
RT_BEEBER M, KAFEEHEBRIKREGLL-RARNGB-(£TFHE)1-A
), % %10%: '"H NMR (300 MHz, CDCl;) § 7.17 (dd, J = 8.4, 3.1 Hz,
2H), 6.99-6.91 (m, 2H), 6.75 (dd, J = 9.0, 4.6 Hz, 2H), 4.55 (s, 4H).

#1413.7
2-(GE& F 3)-1-(2-(G& F 2)-4- 2R A )-4- A KK ) 41 &

ARIE o & 13T TR AR 5, BATIE RN R, A 4-5-2-
FR-1-2-F R -4-A R R A AR 4-(4-2-2-F R FREARAL)3-F A
FHEN-ERT-BREBRAE, RFERLEBKRKRG2-(ETF
HE)-1-2-GEFR)4-AFEERE)4-HE K, £ 438%: 'H NMR (300
MHz, CDCl;) & 8.36 (d, J = 2.7 Hz, 1H), 8.16 (dd, J = 9.0, 2.7 Hz, 1H),
7.30-7.23 (m, 1H), 7.10 (ddd, J = 7.8, 7.8, 2.7 Hz, 1H), 7.01 (dd, J = 9.0,
4.5 Hz, 1H), 6.75 (d, J = 9.0 Hz, 1H), 4.69 (s, 2H), 4.48 (s, 2H).

#14-13.8
2,2°-F A (8 F X))o H] &

ARIE 4o & 13F PR A2, BMATIE RS E, ®A22-R
AR (FER)RAL-G-R-2-FAREARL)I-FEAFHEN-ERT =
BRI AR A, RAELEBRKRKRN2,2-AEAR(GEFA)R), FFH
23%: 'H NMR (300 MHz, CDCl) & 7.47 (dd, J = 7.5, 1.5 Hz, 2H), 7.27
(ddd, J = 7.8, 7.8, 1.8 Hz, 2H), 7.12 (ddd, J = 7.5, 7.5, 0.9 Hz, 2H), 6.84
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(d, J = 8.1 Hz, 2H), 4.65 (s, 4H).
#14-13.9
2-(G& FH)-1-2-GR FR)OREL)-4-AF 69 4 &
ARIEde b & 13 PRk 6942, BBATIE R4 R, A 4-2-2-
B -1-(AR F R R RRA4-G-R-2-F AREHL)-3-FRAF K EN-
BERToBEEER A, RFEAECEKRRKRNG2-(ETF E)1-Q-(GBFTR)
FEAEL)4-RK, FH#428%: 'HNMR (300 MHz, CDCl;) § 7.51-7.42
(m, 2H), 7.33-7.09 (m, 3H), 6.83 (d, J = 8.1 Hz, 1H), 6.76 (d, J = 8.7 Hz,
1H), 4.61 (s, 2H), 4.57 (s, 2H).
#)4-13.10
2-(8 F H)-1-2-G& F A)REHK)-3-A XK # &
ARE e H & 13F prik a9 e 5, B#ATIE RN RE, 25 1-8.-2-
A 3-(AF T RE)FRNRA4-(4-R2-2-F AREARL)3-FEATHEN-
BERT B RBERA, RFELEEKRKNG2-GRFA)-1-Q-(GBFR)
K EAL)-3-F%, F%$25%: "HNMR (300 MHz, CDCls) § 7.49 (dd, J
= 7.5, 1.8 Hz, 1H), 7.34-7.12 (m, 4H), 6.89 (d, J = 8.1 Hz, 1H), 6.72 (dd,
J=17.5,7.5 Hz, 1H), 4.81 (s, 2H), 4.61 (s, 2H).
#4-13.11
1-G& F 3)-2-2-C& F )R A )-4-A K 4| &
ARIE S & 13F T2 5, Bt T A E, 1 A4-A-1-
R 2-(ARF R R )RR A4-G-R-2-F A FRAHRL)-3-FEATHEN-
BRT BB RER A, RIFELEBKKRGI-GETFTR)2-Q-(BFR)
FEL)4-RK, % #424%: 'HNMR (300 MHz, CDCl;) 6 7.49 (dd, J
=17.5, 1.8 Hz, 1H), 7.39 (d, J = 8.1 Hz, 1H), 7.32 (ddd, J = 7.5, 7.5, 1.8
Hz, 1H), 7.18 (ddd, J = 7.5, 7.5, 1.2 Hz, 1H), 7.08 (dd, J = 8.1, 2.1 Hz,
1H), 6.90 (d, J = 8.1 Hz, 1H), 6.78 (d, J = 1.8 Hz, 1H), 4.61 (s, 2H), 4.59
(s, 2H).
%) £-13.12
1-GE F #£)-2-(2-(G& F 2)-4- A L K B )-4- ARG 5 &
ARIE L B 13F ik 6942, BATIE XA E, A 4-R-1-
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A -2-(2-F A4 R R AR RARB4-(4-R-2- F AR EHL)-3-F A
FHEN-ERTBEZBRAE, KREAECEBHAKRGI-(GRT
£)-2-2-G& FH)-4-AEAFEHL)4-2K, FEH19%: 'H NMR (300
MHz, CDCl;) & 8.38 (d, J = 2.7 Hz, 1H), 8.16 (d, J = 9.0, 2.7 Hz, 1H),
7.47 (d, J = 8.4 Hz, 1H), 7.25 (dd, J = 8.1, 2.1 Hz, 1H), 6.99 (d, J = 2.1
Hz, 1H), 6.87 (d, J= 9.0 Hz, 1H), 4.67 (s, 2H), 4.52 (s, 2H).
#4-13.13
2-GE& ¥ H)-1-2-(G& F £)-4-BF A H)-4- A Kt %1 &

RIBE B & 13F TR GAR S, B TdE R0 R, EA4-R-2-
FHE-1-Q-F A-4- A AR BB RAKB4-4-2-2-F EAREARIL)3-FRA
FHEN-ERT_BERAE, RFELEBEAKRGLI-(ETF
£)2-2-(2 FR)-4-FAFEEL)4-RFK, FEH35%: 'H NMR (300
MHz, CDCl;) & 8.37 (d, J = 2.1 Hz, 1H), 8.17-8.08 (m, 1H), 7.53 (d, J =
1.8 Hz, 1H), 7.35 (dd, J = 8.7, 1.8 Hz, 1H), 6.95 (d, J = 8.7 Hz, 1H), 6.80
(d, J=9.0 Hz, 1H), 4.68 (s, 2H), 4.49 (s, 2H).

#1413.14
2-G FA)-1-2-GE T AR)XAL)-4- X0 5 &

AR o & 13 PR A2 5, BbATIE RAERIE, 12 4-5-2-
A4 F R AR RKRA4-G-R-2-F A REHRL)-3-FAFH 5 N-
BRToBLRRE A, RFELERAKN2-(GEFL)1-Q-GETA)
EEA)4-AK, ~%$37%: 'HNMR (300 MHz, CDCl5) 5 7.46 (dd, J
= 7.5, 1.5 Hz, 1H), 7.29-6.82 (m, 5H), 6.76 (d, J = 8.1 Hz, 1H), 4.65 (s,
2H), 4.56 (s, 2H).

#)4-13.15
R (2-(i& F )R LK) 69 F) &

ARABEdo b B 13F Tk 6942 5, B#ATIE R4RE K, 1A AT
KA RIERAL-G-R-2-FERERL)I-FPAFHEEN-ERT BT
BB L, HAFE K EBRKAGRQ-GEFE)RLRIE, FFH97%:
'H NMR (300 MHz, CDCl3) & 7.45 (d, J = 7.3 Hz, 2H), 7.29-7.11 (m,
6H), 4.69 (s, 4H).
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%414
1-(3 ¥ £)-2-((6-(3 T )R LA )R 6) 41 &

A 2 2-BA KT R4 &

¥ £ 8440 (40.00 g, 1000.00 mmol)i&im £ 2-2-RIEFEAL)K
¥ 8% (72.00 g, 282.35 mmol)#9 /K (600 mL)IE& F . HRAHEAL6 h,
A ERERE S, A TEQ x 100 mL)%k % T B4R FH £80°C
TESAZT TR, KEFZLHERAKIREG22-FE KT E(74.88 g),
% $97%: 'H NMR (300 MHz, DMSO-dq) & 13.12 (s, 2H), 7.80 (dd, J
= 7.6, 1.5 Hz, 2H), 7.46-7.38 (m, 2H), 7.38-7.30 (m, 2H), 7.07 (dd, J =
7.8, 0.8 Hz, 2H); MS (ES+) m/z 273.2 (M-1).
B. 1-(#F3H)-2-((6-(Z FA)RA VARV e) 4] &

#12,2°-H ik = K ¥ 8£(50.00 g, 182.46 mmol)#y v £.7k (130 mL)
KA R T BB R Skl P A MK (570 mL 1 ME#&, 570.70
mmol). REHRBEFEZXRLBEFARTHEI6Oh, A FE(100 mL)
B BB RS RAY, RERMAKE00 mL). A 8F8% B R A4ARE
BB L R E, AERKAR, EATPHRTEFTEXS
M. EHEZEFF60°CTFRAFEIK, RIFELEHEBKRKRNLI-(ET
£)-2-((6-(F2 F £)X L) A)K(42.46 ), FF$95%: 'H NMR (300
MHz, DMSO-ds) & 7.49-7.43 (m, 2H), 7.32-7.09 (m, 6H), 4.74 (s, 4H),
2.15 (s, 2H); MS (ES+) m/z 230 (M-17).

#1415
1-(2-5UE T )-2-((6-(2-F Ak TR )R L)) E = S B 2 49 41 %

A R (2-GE F )R VRIT 69 #] &

¥ = & 4B (3143 mL, 33324 mmo) R A F M EI(E T
H)-2-((6-( F )R F)F AL )FK(41.00 g, 166.62 mmol)#y T & (1000
mLYER Y. RS AERIIRE T AR THIE h, RERHEK3BE00
g). FBEHWEHZHIHARETIEFLELTYRE. $EAYE
LR ELS, RFEEGERKRGRQ-GE T H)FRL)HIN(47.50 g),
= & 477%: "H NMR (300 MHz, CDCl5) 8 7.46 (dd, J = 7.4, 1.6 Hz, 2H),
7.29-7.12 (m, 6H) 4.69 (s, 4H).
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B. 1-(FA& FH)-2-((6-(FI F AV ISR )VK — 3 B 69 & A%,

PR (2-(E F )R )FH(31.90 g, 86.24 mmol) A& F 44 (8.88 g,
181.10 mmol)F 7K (5 mL) & LB (150 mL) ¥ #9 %4 /£ R F ©#16 h.
RYE B ELBbt, B EAYET L8 TE(1000 mL)F . A #ER 4T
BAMNE, SRFEATTRE., ALY AH LRLE/THREL S,
RKFZRREERR1-(FA T ) 2-((6-(RA T R)RA)HA)R
(20.00 g), /% #488%: 'H NMR (300 MHz, CDCl3) § 7.56 (d, J = 7.6 Hz,
2H), 7.36 (dd, J = 7.6, 7.6 Hz, 2H), 7.28 (d, J = 7.7 Hz, 2H), 7.11 (d, J =
7.7 Hz, 2H), 3.84 (s, 4H); MS (ES+) m/z 287.2 (M+23).

C. 1-(2-BIE TIH)-2-((6-2-BA VRV AV — S BR 3h 69 4] &

B 1-(RE T 2)-2-((6-(R AR FAR)R K )R ) K (12.00 g, 45.33
mmol) 49 &9 £ 7k "% (500 mL) 7k Ak F & iF N A w9 Sk v F AR
(120.00 mL 1 Mi%E&, 120.00 mmol). ¥ K AL RA W EE AT /£ R T An
#16h, AHERFEREFARKAIOMLERFER. AEBROGT%)HEE
BAGpHAL IR AT £242, BEMIMLERFE EBK. ¥HMEFREY
BEHE16 h, B TEL(S00 mL)F# itk R BRI EZALEF F60°C
TF%, RFEGERKRKNG1-Q-REATHE)2-((6-Q-ARETHE)RAE)
ME)VK =% 8 8.00g), F%451%: 'HNMR (300 MHz, DMSO-dg)
5 8.45-8.16 (br s, 6H), 7.45-7.21 (m, 6H), 7.07-7.01 (m, 2H), 3.15-2.95
(m, 8H); °C NMR (75 MHz, DMSO-d¢) & 137.7, 133.2, 131.2, 129.8,
127.9, 30.7; MS (ES+) m/z 273.4 (M+1).

#1&16
1-2-8A T H)-2-((6-Q-RA T AR LB ALK ey 4 &

ERTERET @ 1-(72 F £)-2-((6-(2 T A)FRA)RE)R (049 g,
2.00 mmol) & AL (A FA)= F A B (2.48 g, 10.2 mmol, HR#EF.
Zaragoza¥ A, J. Org. Chem. 2001, 66, 2518-2521%|%)F & A (8.0 mL)
e AR SRR A =% AR GHEQ2.2 mL, 12.6 mmol). #FRA W
FE97°CTF #2408, KB HRAK(0.40 mL, 22.2 mmol). FRESWHE
97°C T HHEL15 0, KB R AK(Q5 mL)A KR 2 #(2.0 mL). A T
LB (3 x 30 mL)F BURA Y. A R KBB4 T IR A M EFFid ik,
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AR REGERER, BTk EN(TETE/TIHK, 1/5HLELRY, K
FEREHKMG1-Q-8A THA)-2-((6-(2-F 2 THE)F ) I)K(0.25
g), F % #443%: 'HNMR (300 MHz, CDCl3) & 7.36-7.23 (m, 4H), 7.20
(ddd, J = 7.6, 7.6, 2.0 Hz, 2H), 7.05 (dd, J = 7.6, 1.5 Hz, 2H), 3.10 (t, J =
7.3 Hz, 4H), 2.65 (t, J = 7.3 Hz, 4H); ’C NMR (75 MHz, CDCl;) § 138.5,
133.6, 132.1, 130.3, 128.7, 128.2, 118.9, 29.9, 18.1; MS (ES+) m/z 293.3
(M+1).
#1417
1-3-FUk B 2)-2-((6-G-RAE A A) K L)L) K 6 4 &

¥4E: 5 DALY 69 RA WA 8F 204547, ARBE R0 Sk
(10 mL). 4-# T & #k22 (1.0 mL, 6.8 mmol)& 7K (3.8 uL, 0.27 mmol).
BRAMAERSRZE FHFINE, KRB HAAH K045 mL, 6.80
mmol) & R (2-(i& F )X £ )#4%.(0.25 g, 0.68 mmol). FEIRFLiRE T H
iz RS 16/ 1 H iR At Fo RAL4RE R (25 mL). A T TE(3 x 30
mL)¥RZAH. AAKABRATRESFHOANEFLE., EAZF
Reg gk, BT EM(TBMTE/TH, 1/5HEAY, RIFELE
R 69 1-G-FUE A HK)-2-((6-3-RA R AR R)FAE)K (.16 g), & F A
75%: 'H NMR (300 MHz, CDCl;) & 7.28-7.10 (m, 6H), 7.03 (d, J = 7.3
Hz, 2H), 2.91 (t, J = 7.6 Hz, 4H), 2.35 (t, J = 7.6 Hz, 4H), 2.05-1.92 (m,
4H); *C NMR (75 MHz, CDCl3) § 140.5, 134.2, 132.1, 130.1, 127.8,
127.7, 119.5, 32.9, 26.0, 16.8; MS (ES+) m/z 321.3 (M+1).

#1418
AR R T R 4G )

A, ZARF KT R 4 &

F0°CTF £ 1504 A $2-F A F H(13.50 mL, 115.00 mmol)# £ K
v9 &7k (100 mL)E R T & iE R An2-F AR E 8 044(55.2 mL, 166.0
mmol). ¥ T IFERA AT AERAAT ek 16/, K& M8 T4 (50
g) k. A TBTEG x 20 mL)FIRRA M A K30 mL)zk &4 549
HE, ARKRBH TR, SREIEALZTRE., @A TRFO
E20% B LB 694 B BLEG ik BAT AL KA, FFZEPHR
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49 A% P R AT 2R (23.10 g), & F 4 97%: 'H NMR (300 MHz, CDCl;)
8 9.77 (br s, 1H), 7.32-7.15 (m, 8H), 2.26 (s, 6H); °C NMR (75 MHz,
DMSO-d;) & 180.6, 131.1, 129.3, 125.9, 20.5; MS (ES+) m/z 210.3
(M+1).

B. AR RIK W R 44 4] &

P AR R AT L A(19.2 g, 91.8 mmol)F 1-AE (120 mL)&6 N
#8(80 mL) ¥ 4 RAMAERZEREE FHILI6 it A1 MARKAMER
e, B R F G x 30 mL)FBRRA4 A K30 mL)zkAA 49
HME, MAKKBEH TR, SRFEAEZPRSE, BLRTEFO
E20%C B CBS A L6 ik EAT LR AW, RFEZRERK
WK AR FE A FER(15.70 g), 7 & 482%: mp 66-67°C; 'H NMR (300
MHz, CDCl;) § 7.42-7.17 (m, 8H), 2.44 (s, 6H); °C NMR (75 MHz,
CDCl5) 200.8, 139.0, 138.1, 131.4, 131.1, 130.3, 125.4, 20.7.

#4-18.1
(4-#-2-F AR (AR T 3R F 87 64 ) &

ARdE 4o %) & 18 PRk 6942 F, HLEATIE AR T, A 4-5-2-
AR BMERB-FTEAREBWEL 2 FTEAXHRE, REAR
MM TFRE, RFZERHROG-R-2-FRERE)ARTFRL)TF
FEE$68% (2@ FHK): 'H NMR (300 MHz, CDCl;) & 7.40-7.15 (m,
5H), 6.96 (dd, J = 9.7, 2.4 Hz, 1H), 6.92-6.80 (m, 1H), 2.46 (s, 3H), 2.39
(s, 3H); '*C NMR (75 MHz, CDCl;) & 199.4, 167.7, 162.4, 142.1 (d, Jor=
8.9 Hz), 139.1, 137.9, 135.0, 133.2 (d, Jor = 9.3 Hz), 131.2 (d, Jor = 28.5
Hz), 129.9, 125.5, 118.4 (d, Jo.r = 21.3 Hz), 112.4, (d, Jcr = 21.4 Hz),
21.0, 20.5.

#&18.2
(5-#-2-F AR (4R F R K) F 8R4 &

RIS & 18F ik e A2 F, HMATIE RO RE, 1£A5-7-2-
FARABMERS2-FEAREBNELE2-FRAFHRAE, REAR
PEAAE TR, FRAFEH R S-R-2-F AR T RRK) T &R,
FEH91% (£PFHK): 'H NMR (300 MHz, CDCl;) & 7.46-7.38 (m,
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1H), 7.37-7.31 (m, 2H), 7.26-7.23 (m, 2H), 7.15-7.06 (m, 1H), 7.05 (dd, J
= 8.9, 2.7 Hz, 1H), 2.52 (s, 3H), 2.40 (s, 3H); °C NMR (75 MHz, CDCl;)
8§ 199.3, 162.1, 158.8, 140.5 (d, Jor = 5.6 Hz), 138.6, 137.9, 133.4 (d, Jor
= 3.5 Hz), 132.8 (d, Jo.r = 7.2 Hz), 131.6 (d, Jc.r = 7.2 Hz), 130.6, 125.6,
117.8 (d, Jo.r = 20.9 Hz), 116.5 (d, Je.r = 22.4 Hz), 20.8, 19.8.
#1419
(5-8-2-F AR (AR F R A) F 80 69 4 &

%) 5-R.-2-F A KA M B(3.00 g, 17.60 mmol). K BL4(11.50 g,
35.20 mmol). w9(= XL H)42(0) (1.02 g, 0.85 mmol)F KK F K(60
mL) ¥ &) RA4 b K AR F K F BER(4.60 mL, 35.20 mmol). # R A&
A AR CT Ahl6 iy, AHERBBE, H AR GrE T HERE,
WA LB TES(S0 mL)BAFEALT P REE R, BIATKFOE
20% 2. B T B8 69 4% 5 e Bl 0 B ik BAT AL A, RIFEL &R
(5-2-2-F R X B)ARFTEREL)FEG3.20 g), FF#75%. 'HNMR (300
MHz, CDCl3) § 7.42-7.26 (m, 5H), 7.22-7.16 (m, 2H), 2.47 (s, 3H), 2.34
(s, 3H): *C NMR (75 MHz, CDCl5) & 199.2, 140.7, 138.7, 137.8, 136.2,
132.7,131.7, 131.7, 131.3, 130.8, 130.7, 129.5, 125.6, 20.9, 20.0.

#4-19.1
(4-8-2-F AR ) (AR T RHK) T 87 oG 4] &

R4 R & 19F TR G425, BB TIE R4 R, HRA2-FH&
FEBERAES-FR-2-FERAMBRE54-R-2-FAXFTBRARAE, HKF
ZERAHIRGG-R-2- T ERE)ARTRA)F 8, =% H75%: 'HNMR
(300 MHz, CDCl;) § 7.41-7.35 (m, 1H), 7.28-7.71 (m, 6H), 2.41 (s, 6H).

#1420
R (2-(i8 FA)RKK)F 86y 4] &

P AR W R A FBA(1.00 g, 4.80 mmol). N-:E2K T —BLEA(1.69 g,
9.60 mmol)& it f ALK F BL(0.005 g)T @ HALEK(60 mL) ¥ #) BiF R A
EATARAAT RN, FRERSMAIERX R EF TR,
AT PRERKR, BEA TIT0E20% L8 LB 6945 B 2L BLeg ik
EM e EAY, FRERLEBKRRGR(Q2-(G8 FA)REL)TFE(0.33
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g), /&% #20%: mp 113-114°C; 'H NMR (300 MHz, CDCls) § 7.33-7.27
(m, 1H), 7.25-7.17 (m, 5H), 6.96-6.83 (m, 2H), 2.28 (s, 3H), 2.22 (t, J =
6.0 Hz, 3H); *C NMR (75 MHz, CDCl3) 8 199.4, 167.7, 162.4, 142.1 (d,
Jer= 8.9 Hz), 139.1, 137.9, 135.0, 133.2 (d, Jer= 9.3 Hz), 131.2 (d, Jo.r
= 28.5 Hz), 129.9, 125.5, 118.4 (d, Jor = 21.3 Hz), 112.4, (d, Jor = 21.4
Hz), 21.0, 20.5.
#14-20.1
(2-(G& F 2£)-4- A K H)(2-GE F A)F 3) F R 69 41 &
ARIE o4 &20F FFiA 642 5, EHATIE A SEAG UK, 128 (4-A-2-
FRRK)AGRFTRE)FRARE AT RAFTREN-BERT B ER
B, RIFEEGEERKNQ2-GE T RA)-4- R I)(2-G- F )RR T &,
ZEH17%: mp 98-99°C; 'H NMR (300 MHz, CDCl3) § 7.53-7.45 (m,
2H), 7.38-7.20 (m, 4H), 7.02-6.94 (m, 1H), 4.84 (s, 2H), 4.82 (s, 2H); "*C
NMR (75 MHz, CDCl3) & 197.8, 165.9, 142.1 (d, Jo.r = 8.4 Hz), 138.4 (d,
Jor= 8.3 Hz), 134.5 (d, Jor = 9.2 Hz), 131.8, 131.4, 131.1, 128.1, 118.8
(d, Jer=21.5 Hz), 115.0, (d, Jo.r = 21.5 Hz), 30.7, 30.0.
%1 4-20.2
(2-(G& F H)-5- AR HK)(2-G& T 2K A) T 8 64 #) &
AT 4o 20 PriE 042, BATIE XA E, A (5-R-2-
FRARBEFTRE)FRARA AT RATIREN-BRT Z B LB R
R, RAFZERRKRAQ-GETFTRE)-S5-AFRDQ-CEFR)RA)FT IR, &
% A10%: mp 118-119°C; 'H NMR (300 MHz, CDCl3) § 7.53-7.50 (m,
3H), 7.35-7.30 (m, 2H), 7.02-6.94 (m, 1H), 7.03 (dd, J = 8.6, 2.6 Hz, 1H),
4.87 (s, 2H), 4.79 (s, 2H).
#)4-20.3
(2-GE F 2£)-5-RF£)(2-G& F )R )T B84 ) &
ARIE 4o %) & 20F BT 642, BLBHATIE RAEM BT, A (5-A.-2-
FERA)ARTFREL)FRRSARFTRATRENENRT ZBLRER
B, RAZERLERKRKRGQ-GETA)-S5-AFXL)Q-BFHXLTF
BR, 7 % 435%: mp 152-153°C; '"H NMR (300 MHz, CDCls) § 7.42-7.26
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(m, 5H), 7.22-7.16 (m, 2H), 2.47 (s, 3H), 2.34 (s, 3H).
#14-20.4
(2-G& F A)-4-RFL)(2-(GR T 2)K L) T B8R 69 %l &

ARIE 4o 5] 20  PTA QA2 5, ELtATIE RAEMBE, 1A 4-R-2-
FERR)ARFT RN FRRBE AAFRATREN-ZRT B EER
B, RFEREERKEGQ-GETFH)4-RRXL)Q2-GEFA)RK)TF 8,
=% £20%: mp 152-153°C; "H NMR (300 MHz, CDCl;) § 7.52-7.50 (m,
2H), 7.45-7.43 (m, 2H), 7.35-7.33 (m, 2H), 7.30-7.28 (m, 1H), 4.30 (s,
2H), 4.77 (s, 2H); °C NMR (75 MHz, CDCl;) & 197.4, 139.8, 138.8,
137.0, 136.8, 134.1, 132.7, 132.4, 131.8, 131.7, 131.6, 130.9, 128.3, 30.6,
29.6.

#1421
2-Q2-((6-FA F ARA)RB)RIL) TH 64 51 &

ERBBETEL-(FTFRE)2-((6-(FF2)FRL)MEL)K3BSS5 g,
14.40 mmol) T #.45 (50 mL) ¥ 4 L3 E & F — KM R Ao A BLR(10.50
g, 144.00 mmol). ¥ RAYEREEE FHRHIFS I FELE FPRE.
B EAMAET LB TEE(150 mL)¥ FAtefe KR AAEREE. AL
KARBATRANEF LR, EATFYRERR, BERRYWETLE
(GO mL)¥. AFXRPBE T ARFETHRAM(2.10 g, 43.20 mmol)#) K
GmLys@afmECEERT. FROVEDAIGHFEALTTRSE.
¥ HEAYET LB TES(150 mL)F A KkE. A RKEBRATHRA
MEHiTE, AATFRERR., BEA LR TE/THE/S)RMLEGA
EH AR A, RAF 2R E IR 692-2-((6-FE F AR KR)
2.1 g), ~&H54%: 'HNMR (300 MHz, CDCl3) § 7.51-7.46 (m,
2H), 7.32-7.12 (m, 6H), 4.77 (s, 4H).

KA 1
2-(1-{2-[2-(1-FR AR TR R AR R} TR F ARG — SR B 2 ¢4
AR
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NH2 H2N
? ] 2HBr

@ FLIR(0.17 g, 0.22 mmol)F 7K & et H B iF R F FInd48% AR 8
Kk, PEHIZRAWHI0 min, RE—KMEHm1-(1-Z T HK)-2-(6-(1-
#2LA)YKEHR)RK(0.26 g, 0.10 mmol). H5iZ BA M £80°CTF HE43 hit
A3 BB E ., GRAY T R de LEL(2.0 mL). BT RIKE BRI
¥ AERA T TR, FIF2-(1-2-[2-(1-BR AL THR)EERIFR AT
B)F ANk — 528 % (0.19 g), &% AH54%: 'H NMR (300 MHz,
DMSO-ds) § 9.22 (s, 4H), 9.03 (s, 4H), 7.64 (d, J = 8.8 Hz, 2H), 7.35 (t, J
= 7.0 Hz, 2H), 7.22 (t, J = 7.5 Hz, 2H), 6.75 (d, J = 8.2 Hz, 2H), 6.22 (s,
2H), 5.44 (g, J = 6.8 Hz, 2H), 1.76 (d, J = 6.8 Hz, 6H); MS (ES+) m/z
358.6 (M+1).

FE 4111
2-[2-(2-PR A AR TR R AR )T R A = SR Bk 09 & R

H2N NH NH2
} S { 2HBr

ARIBE o EB P RIS, BAFIEXBGRE, AR
F R )-2-((6-( F AR L) RARE-(1-2 TL)-2-6-(1- B TH)XK
SRR, BFELEEMRG2-[2-Q-R AL FEARAAL)F AR
Bk =558 B3, & % $74%: "H NMR (300 MHz, DMSO-d;) 8 9.28 (s,
4H), 9.10 (s, 4H), 7.63-7.59 (m, 2H), 7.41-7.32 (m, 4H), 7.15-7.10 (m,
2H), 4.65 (s, 4H); MS (ES+) m/z 363.6 (M+1).

EAA]1.2
2-[2-(2-Bk A AR T A -4- BRI F A - F AR = S8 BR 2L 694 R
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HZNYNH
S
2HBr
F

HZNYNH
S
S
A do LA TR AR, BATIE RAEM KT, 128 G-A
2-Q-(BFR)RARIRXR)FEARE1-(1-2TK)-2-(6-(1-F TH)XK
AR, RFEREEKRKA2-[2-Q-FREAE T R -4-ARXLAARL)F
RS2 8%, &% 469%: 'HNMR (300 MHz, DMSO-d;) §
9.23 (s, 4H), 9.06 (s, 4H), 7.56-7.51 (m, 2H), 7.34-7.29 (m, 2H),

7.27-7.23 (m, 2H), 7.01-6.98 (m, 1H), 4.61 (s, 2H), 4.58 (s, 2H); MS
(ES+) m/z 381.1 (M+1).

E41.3
2-[2-(2-BR A AR T A -5-F A KA BRA)-FRIF A EOE R L4
o3

HNYNHZ HZN\KNH
S ' S
gjl/s\é 2HBr
BB RO FTHAGES, BHATEXEORE, £A
(2-(2-(# F 2)-5-F A RAAA)RA)FEAS1-(1-2 T 4)-2-(6-(1-#
CRYFREI)K, RFZLEBKRRE2-[2-Q-FRAEARA T RS- FAR
EAAE)-FRIFAMG S 28, % $35%: 'H NMR (300 MHz,
DMSO-ds) & 9.24 (br s, 4H), 9.09 (br s, 4H), 7.57-7.51 (m, 1H), 7.47 (d, J
= 7.8 Hz, 1H), 7.35-7.25 (m, 2H), 7.18 (dd, J = 1.0, 7.8 Hz, 1H),
7.05-7.01 (m, 1H), 6.97 (d, J = 1.0 Hz, 1H), 4.61 (s, 2H), 4.55 (s, 2H),
2.18 (s, 3H); MS (ES+) m/z 377.1 (M+1).
4] 1.4
2-[2-Q-MR A B T R -4-F R R EAIR)-F R FGR B 4
AR,
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HzNYNH
S

eas!
B RGBT AN RS, BHTEABOKE, EA
(2-2-( T £)-4-F RA R )RR FEERA1-(1-52 T 4)-2-(6-(1-
AURREI)R, RIFELEBRREG2-[2-Q-RAEAE T E4-F &
ERBEBRA)-F R GG 8E, % 457%: '"HNMR (300 MHz,
DMSO-ds) & 9.23 (s, 2H), 9.19 (s, 2H), 9.06 (s, 2H), 9.02 (s, 2H),
7.45-7.53 (m, 1H), 7.32 (d, J = 8.6 Hz, 1H), 7.26 (d, J = 2.8 Hz, 1H),

7.18-7.24 (m, 2H), 6.99 (dd, J = 2.8, 8.7 Hz, 1H), 6.80-6.72 (m, 1H), 4.61
(s, 2H), 4.51 (s, 2H), 3.77 (s, 3H); MS (ES+) m/z 393.1 (M+1).

H2N\l¢NH
S
2HBr

FH#HI1.5
2-[2-QPRABRA T AS-FARLRA)-S- AT R FAKR—SERE
48 AR,

HzN\fNH HoN \fNH
S S
S 2HBr

Lh

AR EHAB) L AR GAR S, AT ARG KRE, #AG-A
2-(2-( T A)-5-FRAELAA)EA)FEARA1-(1-2 TA)2-6-(1-5
LERYKRER)K, RBEAECEMKRAG2-[2-Q-REARAFTES-FAXK
RS- AT A F AN SGER %, & & $32%: '"HNMR (300 MHz,
DMSO-dg) 8 9.23 (s, 2H), 9.17 (s, 2H), 9.06 (s, 2H), 9.02 (s, 2H), 7.50
(dd, J = 2.6, 9.5 Hz, 1H), 7.44 (d, J = 7.8 Hz, 1H), 7.23 (m, 1H), 7.19 (d,
J = 5.7 Hz, 1H), 7.15 (m, 1H), 6.88 (d, J = 0.7 Hz, 1H), 4.58 (s, 2H), 4.55
(s, 2H), 2.17 (s, 3H); MS (ES+) m/z 395.1 (M+1).

5 #4501.6
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g

By

2-[2-(2-BR AR AR F R -4-F BRI AI)-5- F A F AU —

WRAE e LB 1P ik 6942 5, BBATIEAAE0 M E, RAG-A
2-Q-(F T A)-5-F AA KAL) KA FEERAL-(1-7#2 T #)-2-(6-(1-
EUHRFRAEI)K, KFERLECEHRRG2-2-Q-REAE T E-4-F R
EREHAL)-5-AF A —S0EB 3, £ 4591%: 'HNMR (300
MHz, DMSO-dg) & 9.27 (s, 2H), 9.19 (s, 2H), 9.09 (s, 2H), 9.03 (s, 2H),
7.44 (dd, J = 9.5, 2.8 Hz, 1H), 7.27 (d, J = 8.7 Hz, 1H), 7.24 (d, J = 2.8
Hz, 1H), 7.19-7.10 (m, 1H), 6.97 (dd, J = 8.7, 2.8 Hz, 1H), 6.89 (dd, J =
8.7, 5.6 Hz, 1H), 4.61 (s, 2H), 4.53 (s, 2H), 3.76 (s, 3H); MS (ES+) m/z
411.1 (M+1).

L A41.7
2-[2-Q2-Bk A AL T A -S-R-RARR)-5-A-F R FAK GBI
8B~ A%,

H2N H2N
F : 2HBr

AR EHPI TR R, BBHITEREORE, AG-R
2-(4-F-2-(BF R)OREAL)KE)FBEAAL-(1-A T A)-2-(6-(1-2 T
%)Xi%)ﬁi FIFER G BRI 2-[2-(2-PR B F A -5-F-F AR
B)5-A-FRAFAG_SEBRE, F&H82%: 'H NMR (300 MHz,
DMSO-dy) 8 9.24 (s, 4H), 9.08 (s, 4H), 7.45-7.73 (m, 2H), 7.25-7.15 (m,
3H), 6.83 (d, J = 2.2 Hz, 1H), 4.62 (s, 2H), 4.59 (s, 2H); MS (ES+) m/z
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415.1 (M+1),

% #411.8
2-[2-Q2-PK EAA T A -6-F A RAAL)-FRIFAG =SB 694
23

HNYNHz HZN\(NH
S S
<l
S
BB R FTAHAENESF, BHTEXRLGRE, #£H

(2-Q-(#4 F 4)-6-F AR A B F L) T BAA1-(1-# T H)-2-(6-(1-5%
LAYREAR)K, RFEZAEEKRKRG2-[2-Q-IREAARA T E-6-F AKX
EAR)-FRIFAMG LB E, £ %593%: 'H NMR (300 MHz,
DMSO-dg) & 9.27 (s, 2H), 9.17 (s, 2H), 9.10 (s, 2H), 9.00 (s, 2H),
7.56-7.34 (m, 4H), 7.26-7.11 (m, 2H), 6.50-6.30 (m, 1H), 4.67 (s, 2H),
4.61 (s, 2H), 2.18 (s, 3H); MS (ES+) m/z 377.1 (M+1).

E#411.9
2-[2-(2-MR A BLA T A -45-Z FARRAARL)-F R AR AL R T 4Y
A AR

HoN HzN YNH
S
2HBr
F

NH

T

ope!
F

ARE A Za ) 1P TR 942 5, EuATIE R4 E, %A @4,5-
ZR-2-2-(F T A)FEBAR)EL) T ERS1-(1-2 TH)-2-(6-(1-2 T
FOYKRERK, RFEALEEIRKG2-[2-Q-RARA T L 45— REK
EHA)F AR A —F0R 8, £ 4594%: 'H NMR (300 MHz,
DMSO-d) & 9.27 (s, 2H), 9.23 (s, 2H), 9.09 (s, 2H), 9.06 (s, 2H), 7.77

(dd, J = 11.2, 8.2 Hz, 1H), 7.59 (dd, J = 7.4, 1.6 Hz, 1H), 7.37 (ddd, J =
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8.9, 7.3, 1.5 Hz, 2H), 7.19 (dd, J = 7.5, 1.6 Hz, 1H), 7.09 (dd, J = 10.6,
7.9 Hz, 1H), 4.61 (s, 2H), 4.60 (s, 2H); MS (ES+) m/z 399.1 (M+1).
F#41.10
2-[2-Q2-PR R BRA T R -4-F AR FRIFAG SRR E S
o3

H,N__NH
e

NH
T
F s 2HBr

REwERG P AAENES, BRFTEXRORT, #A
(2-Q-(3 F A)-4-F ARXEBA)RKA)FBRARL1-(1-5 T HK)-2-(6-(1-54
CEYRER)R, RIFEAERRRA2-2-Q-REARA TR 4-FEXR
A FAIFAR_SERE, Z£493%: 'H NMR (300 MHz,
DMSO-ds) & 9.20 (s, 4H), 9.04 (s, 4H), 7.52 (dd, J = 5.9, 3.2 Hz, 1H),
7.41 (d, J = 1.6 Hz, 1H), 7.28 (m, 2H), 7.18 (dd, J = 8.2, 1.5 Hz, 1H),
7.10 (d, J = 8.0 Hz, 1H), 6.93 (m, 1H), 4.60 (s, 2H), 4.53 (s, 2H), 2.28 (s,
3H); MS (ES+) m/z 377.1 (M+1).

FE 1,11
2-[2-Q2-PR A AR TR -5- R EAL)F R A= S0R B 694 &%

HNﬁ/NHz HoN YNH
S s
2HBr

gjs

Cl

HoN

B b 1P T 9425, HATHERENRE, RAG-K
2-2-(BFF A REAL)FIR)FEASL-(1-ZTHE)-2-(6-(1-Z TH)X
)X, RIFEREBRRA2-[2-C-REAAA T A-5-2 KA A )F
ARk —S0e 8k, F%£453%: 'HNMR (300 MHz, DMSO-dg) &
9.25 (s, 2H), 9.21 (s, 2H), 9.07 (s, 2H), 9.04 (s, 2H), 7.63 (dd, J = 7.4, 1.6

176



200880006800. 7 o B 1 Z135/1755

Hz, 1H), 7.57 (d, J = 8.3 Hz, 1H), 7.46 (dd, J = 7.4, 1.6 Hz, 1H), 7.40

(ddd, J =7.3, 4.3, 1.7 Hz, 2H), 7.28 (dd, J = 7.5, 1.6 Hz, 1H), 6.87 (d, J =

2.2 Hz, 1H), 4.61 (s, 2H), 4.60 (s, 2H); MS (ES+) m/z 397.1 (M+1).
A5 1.12

2-[2-(2-FR A AR T R -5- BOR A AR )F R ]-F AUk — SR BR 3L 696 A%,

HNYNHZ HZN\(NH
S S
gj/s 2HBr

BB ZAB 1T TR GARF, BRATERBARE, RA@-A
2-Q-(B F R)RAAE) KAL) FERA1-(1-2 T 4)-2-(6-(1-Z2 T H)XK
AR, BREALEEMKRMA2-[2-Q-FR AL T R -5-AFRAREL)F
Rk —Se8 i, &% 453%: 'HNMR (300 MHz, DMSO-d) &
9.24 (s, 2H), 9.21 (s, 2H), 9.07 (s, 2H), 9.04 (s, 2H), 7.62 (m, 2H),
7.44-7.39 (m, 2H), 7.30 (dd, J = 1.5, 7.6 Hz, 1H), 7.14-7.09 (m, 1H), 6.66
(dd, J = 9.2, 2.7 Hz, 1H), 4.61 (s, 2H), 4.60 (s, 2H); MS (ES+) m/z 381.1
(M+1).

F

FE 41,13
2-[2-(1-BR A A TR R - R A )F R F sk — 5008 B 2k 694 A%,

HNYNHZ HZN\f

S S

gj/s 2HBr

RIFPBwFEHRBIPHEGRES, BH#FEXEGRE, 44
Q-(1-(FF 2)R2- XA )X FEREL-(1-2 T H)-2-(6-(1-# T
BYREROK, FFEREBRMKG2-[2-(1-FR AL T AR 2-ARL)
F R F M SGE B, 5% $24%: '"H NMR (300 MHz, DMSO-ds) &
9.34 (s, 2H), 9.22 (s, 2H), 9.13 (s, 2H), 9.04 (s, 2H), 8.16 (dd, J = 11.7,
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5.3 Hz, 2H), 8.03 (dd, J = 6.8, 2.5 Hz, 1H), 7.83 (d, J = 8.5 Hz, 1H),
7.62-7.56 (m, 2H), 7.50 (dd, J = 1.2, 7.7 Hz, 1H), 7.09-7.05 (m, 1H),
7.01-6.95 (m, 1H), 6.21 (dd, J = 1.2, 7.7 Hz, 1H), 4.86 (s, 2H), 4.81 (s,
2H); MS (ES+) m/z 413.1 (M+1).
S 41.14
2-[2-(1-BR R B T AR 2- A AA)-S-RF R MRS 2R E S
o3

HNﬁ/ NH, HaN \KNH

S S

Fopcel

ARIBE L Z ) LT AT AR, BATIE R4 T, EAG-A
2-(1-(BF )R 2- AR FEARAKLI-(1-F T A)-2-(6-(1-2 T
BVYRER)VK, FFEARERKRKA2-[2-(1-FRARA T RR2- K5
E)-5-AF A FAG—FERE, FE4592%: 'H NMR (300 MHz,
DMSO-dy) & 9.38 (s, 2H), 9.22 (s, 2H), 9.17 (s, 2H), 9.05 (s, 2H), 8.15
(dd, J = 12.9, 6.6 Hz, 2H), 7.90-8.10 (m, 1H), 7.82 (d, J = 8.5 Hz, 1H),
7.70-7.50 (m, 2H), 7.46 (dd, J = 9.4, 2.8 Hz, 1H), 6.98-6.88 (m, 1H), 6.24
(dd, J = 8.5, 5.4 Hz, 1H), 4.86 (s, 2H), 4.81 (s, 2H); MS (ES+) m/z 431.1
(M+1).

34115
2-[2-(2-BR AL AR T I -5- BRI AR R)-5-ACF R AUk — 208 B 3 49
AR

H2N \( NH HoN YNH

S S
/EJ/S 2HBr
F

F

ARIBE A EHBI T AR RE, BHATIE A0 KRE, 145 @-R
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2-(4-A-2-(B T AR ARBR L) TEASL-(1-RTHL)-2-6-(1-£ T
B)REAR)K, KEFELERKKMG2-[2-Q-BR A FA T A -5- AR AR
RA)-S5-RF ARG —REBRE, FEH82%: 'H NMR (300 MHz,
DMSO-ds) & 9.23 (s, 4H), 9.07 (s, 4H), 7.64-7.52 (m, 2H), 7.44 (dd, J =
8.7, 5.7 Hz, 1H), 7.32-7.24 (m, 1H), 7.19-7.08 (m, 1H), 6.61 (dd, J = 9.2,
2.6 Hz, 1H), 4.62 (s, 2H), 4.58 (s, 2H); MS (ES+) m/z 399.1 (M+1).
F3411.16
2-[2-(2-FR E A F 2 -4,5- = AR AAK)-S-RF A AR SRR H#
8B A%,

HzN YNH
S

HZNYNH
S
/g)/s 2HBr
F F

F

ARE e B 1P TR S, LHFTIELEHNEE, #£AG,5-
ZR2-(4-R-2-(B T AR AR KR T BEARAL-(1-% L &)-2-(6-(1-
ZURREAIR, KFEZALEBKRRA2-[2-Q-RAAKX T K-4,5-=
AFEEARE)-S-AF LA S8, % 4$H94%: "HNMR (300
MHz, DMSO-d) & 9.24 (s, 4H), 9.08 (s, 4H), 7.74 (dd, J = 11.2, 8.2 Hz,
1H), 7.53 (dd, J = 9.5, 2.7 Hz, 1H), 7.35 (dd, J = 8.7, 5.7 Hz, 1H),
7.30-7.21 (m, 1H), 7.04 (dd, J = 10.6, 7.8 Hz, 1H), 4.59 (d, J = 1.5 Hz,
4H); MS (ES+) m/z 417.1 (M+1).

EHAB1.17
2-[2-(2-BREFA T A A- AR AR - AT A F A SRR E
495~ A%,

NH,

H,N YNH HNY
S S
Ay
F O,N
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WA 4o Eab] 1 ATE G2/, HATIE R4 E, %A G-A
2-(2-(F T HR)-6-A AR AARL) R L) FEAS1-(1-2 TH)-2-(6-(1-%#
ZEYRER)K, $BEAECEHMORY2-2-Q-KARLTE 45 =&
REFBE)S-RAFR AN 2L, FE486%: 'H NMR (300
MHz, DMSO-ds) & 9.49-8.85 (m, 8H), 8.01-7.86 (m, 2H), 7.78-7.70 (m,
1H), 7.45 (dd, J = 9.4, 2.8 Hz, 1H), 7.18-7.08 (m, 1H), 6.81 (dd, J = 8.8,
5.4 Hz, 1H), 4.63 (s, 2H), 4.61 (s, 2H); MS (ES+) m/z 426.1 (M+1).

F#51.18
2-[2-2-FR A AR F R -4- AR A BA)-5-(Z AT H)FRFAMGE SR
BR 3k 98- A%,

H2N\fNH HzN\fNH
S s
S 2HBr
F
F

Q

ARB A R 1P AR AR, HutATIE A4Re T, #AG-A
2-Q(EFA)(ZARATEVEAAL)-XA)TEAZLLI-(1-£T
F)2-(6-(1-RTHR)REL)R, FRFEREBRMRR2-[2-Q-REAL
FEA-REREBL)S-(ERTFR)FRIFABR LR LE, FFH
88%: 'H NMR (300 MHz, DMSO-d;) & 9.42-8.92 (m, 8H), 7.92 (d, J =
1.4 Hz, 1H), 7.65-7.50 (m, 3H), 7.39-7.28 (m, 1H), 6.88 (d, J = 8.4 Hz,
1H), 4.71 (s, 2H), 4.56 (s, 2H); °C NMR (75 MHz, DMSO-d;) & 169.0,
168.9, 164.7, 161.4, 143.0, 141.6, 139.3, 134.1, 129.7, 127.1, 122.4,
119.0, 118.7, 118.1, 117.9, 33.7, 33.3; "°F NMR (300 MHz, DMSO-d;) &
-60.9, -109.7; MS (ES+) m/z 449.1 (M+1).

#4119
2-[2-Q2-FR AR F A REBA)-5-BAF R ARS8 L6
o3

F
F
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H,N NH,

NH HN
T 7
g)/s\é\ 3HBr
NH»

ARIBE L FB 1P ARG S, BHTEXRORE, HAG-A
A2-Q-(BFRRARBRR)FERAL-(1-2 T K)-2-(6-(1-52 T K)
REK)R, FAEEREBKRREG2-[2-Q-BR A BA T AR ERBA)-5-2,
EAFR-FAKZAERE, FEH97%: 'H NMR (300 MHz,
DMSO-dg) & 9.45-8.81 (m, 8H), 8.92 (s, 1H), 7.60-7.41 (m, 2H),
7.32-7.20 (m, 3H), 7.17-7.07 (m, 2H), 6.98-6.81 (m, 2H), 4.70-4.53 (m,
2H), 4.50 (s, 2H); MS (ES+) m/z 378.1 (M+1).
% 3411.20

2-[2-2-FR A ARE TR A RFEFRL)-S-AFEF ARS8 E 0
AR

HoN__NH HZN\(NH
S S

\]%

.
F Cl

AR Ao Z B 1P RNFF, BRATEXEYORE, EAG-R
2-(4-F-2-( F AR L AA)K L) TEARE1-(1-8 T 1)-2-6-(1-2 T
FA)VREAXK, RFELEEMRKRN2-[2-Q-FREARL T K -4-RFKALR
E)S-RFAIFAMG S8, % 4H88%: 'H NMR (300 MHz,
DMSO-ds) & 9.24 (d, J = 10.0 Hz, 4H), 9.07 (d, J = 10.0 Hz, 4H), 7.66 (d,
J = 2.7 Hz, 1H), 7.53 (dd, J = 9.5, 2.7 Hz, 1H), 7.39-7.21 (m, 3H), 6.94
(d, J = 8.5 Hz, 1H), 4.60 (s, 2H), 4.57 (s, 2H); MS (ES+) m/z 415.1
(M+1). |
E#P)1.21

2-[2-(2-PR AL TR EARL)S- LA RAF A EOEBRE Y

AR,
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HNYNHZ HNYNHZ
S S
N
H

BBl PHRENGRESF, BHTEXZOGRE, A
Q-{A-(TAEL)2-(Z T A)RLAA I E L) FEHAEI(1-£T
£)-2-(6-(1-2 TH)FRAH)K, RFZRLEBRIRG2-[2-Q-BREARL
FAEERA)S-CAREAFA|FABRZELRE, EH90%: 'H
NMR (300 MHz, DMSO-d;) § 9.35-8.83 (m, 8H), 7.50-7.09 (m, 6H), 6.90
(s, 1H), 6.77-6.64 (m, 2H), 4.60 (s, 2H), 4.42 (s, 2H), 3.07 (g, J = 7.1 Hz,
2H), 1.14 (t, J = 7.1 Hz, 3H); MS (ES+) m/z 406.1 (M+1).

5 341.22
2-[2-(2-FR AR F A 4- AR EARIL)-5-AF A AL = SRR 2 o)
AR

H,N NH HoN NH
™oy

S
F S ? 2HBr
cl c

ARE EAG T EGER, LTI REHHE, HAS-R
1-( T 2)-2-((4-Re-6-(32 T ) F A A)VERA1-(1-5 TH)-2-6-(1-
RUR)RER)R, RFERLEBRRRG2-[2-Q-REAER T A -4-AXK
R AR 5-RF R FHIR—EGE B, & % $93%: '"HNMR (300 MHz,
DMSO-ds) § 9.24 (s, 4H), 9.08 (s, 4H), 7.69 (d, J = 2.4 Hz, 2H), 7.41 (dd,
J = 8.5, 2.4 Hz, 2H), 7.11 (d, J = 8.5 Hz, 2H), 4.58 (s, 4H); MS (ES+) m/z
431.1 (M+1), 433.1 (M+1).

F3#4)1.23
2-[2-2-Bk A B A T -4-AEARR)-S-AF A A AR SRR 4
o3

P
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ARE Ao TP P ARG, EHBATIE R4 E, #A2-(5-
F-2-{[4-A-2-(B FR)RAPAA )R A TERE1-(1-# T A )-2-(6-(1-
BUHRREA)R, AFEZALEBRRG2-2-Q-REAARETE4-AXK
EAE)-S-AF AR 3, % 481%: '"HNMR (300 MHz,
DMSO-ds) & 9.45-8.75 (m, 8H), 7.49 (dd, J = 9.5, 2.7 Hz, 1H), 7.36 (d, J
= 9.5 Hz, 1H), 7.24-7.03 (m, 4H), 4.57 (s, 2H), 3.45 (t, J = 7.2 Hz, 2H),
3.05 (t, J = 7.2 Hz, 2H); MS (ES+) m/z 413.1 (M+1).

S #45)1.24
2-[2-Q-PFR A AR T H-4-FF L AIK)-5-RF R FAMG =R B 4
AR

NH

HzNYNH )J\NHZ

S

&

F Cl

AR EHG 1P T RG4S, HRITEXEORE, £A2-(5-

f-2-(4-A-2-(BFOXREARLRL LEAE1-(1-2 T K)-2-(6-(1-%#
LEYRERR, RFEREBRKKRA2-[2-Q-RERATE4-RFEE
BA)-5-AF R FAMG S 8%, &% $74%: 'HNMR (300 MHz,
DMSO-ds) & 9.36-8.85 (m, 8H), 7.64-7.42 (m, 2H), 7.32-7.20 (m, 3H),
6.90 (d, J = 8.5 Hz, 1H), 4.56 (s, 2H), 3.48 (t, J = 7.3 Hz, 2H), 3.05 (t, J
= 7.3 Hz, 2H); *C NMR (75 MHz, DMSO-ds) & 169.7, 169.0, 140.9,

139.4, 136.7, 134.0, 132.7, 132.6, 130.4, 129.6, 129.6, 128.6, 33.6, 32.1,
30.4 MS (ES+) m/z 429.1 (M+1), 431.1 (M+1).

183



200880006800. 7 W B P F142/1750

£ 7411.25
2-[2-(2-BR A A TR KA A )F R AR — 208 B 2k 69 A AR

H

X .
HoN HNQT/N 2
S
S\é 2HBr

BB EHBIFHEGRES, BRTEEOGRE, A
2-2-2-(BFR)E L ALK L) CBERE1-(1-2 TA)-2-(6-(1-2 TR)
RKEAVK, RIFEREBMK2-[2-Q-FR AR CHEFEAL)F K]
FRk =R E, FEAH97%: 'H NMR (300 MHz, DMSO-ds) §
9.50-7.80 (m, 8H), 7.63-7.49 (m, 1H), 7.42 (dd, J = 7.7, 1.2 Hz, 1H),
7.37-7.20 (m, 4H), 7.08 (dd, J = 7.7, 1.2 Hz, 1H), 7.03-6.96 (m, 1H), 4.60
(s, 2H), 3.45 (t, J = 7.3 Hz, 2H), 3.04 (t, J = 7.2 Hz, 2H); °C NMR (75
MHz, DMSO-ds) & 169.9, 169.4, 140.1, 135.6, 134.9, 133.6, 133.0, 132.2,
131.5, 131.0, 130.2, 128.8, 128.5, 33.9, 32.3, 30.9; MS (ES+) m/z 377.1
(M+1).

F3#411.26
2-[2-2-PR AR F AR EAL)-5-AF R A M= SR B & 6946 &

HNTNHz HNﬁ/NHz

S
F s F 2HBr
Cl

ARIE Ao B 1P TR AR ., B#ATdE X420 E, A G-R
2-2-(FF AR ABZIOR )T EARK1-(1-F TH)-2-(6-(1-F TH)XK
AAVK, FIFELEBMRKRMA2-[2-Q-R A A TR RLRA)-5-8F
EIFM—SGEB %, % $94%: 'HNMR (300 MHz, DMSO-d;) &
9.48-8.93 (m, 8H), 7.72 (d, J = 2.1 Hz, 1H), 7.63-7.56 (m, 1H), 7.43-7.29
(m, 3H), 7.21-7.12 (m, 1H), 7.02 (d, J = 8.5 Hz, 1H), 4.66-4.59 (m, 4H);
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B3C NMR (75 MHz, DMSO-ds) 6 169.3, 169.0, 137.5, 136.1, 134.7, 134.3,
134.2, 133.9, 132.9, 131.7, 130.9, 130.5, 130.1, 129.4, 33.9, 33.5; MS
(ES+) m/z 399.1 (M+1).
e 1.27
2-[2-Q2-FR A B TR KA FAL)-5-(Z AT AR)F R F AN A8 8 3
89 B A%,

NH2 NH2
é/ \d:HBr

BB EEGIPHAENES, BHFTEXIRYGRE, 44
Q-Q(EFA)(ZATROVXRAA IR T ERAELL-(1-2T
H£)-2-(6-(1-R THR)R ALK, KFEREBMHRREG2-[2-Q-FREAAL
FARARL)S-(EATR)FRIA AR S BE, F£4594%: 'H
NMR (300 MHz, DMSO-dg) § 9.35-9.06 (m, 8 H), 7.95 (s, 1H), 7.70-7.40
(m, 5 H), 6.93 (d, J = 7.7 Hz, 1H), 4.74 (s, 2H), 4.60 (s, 2H); °C NMR
(75 MHz, DMSO-ds) & 169.2, 169.0, 142.9, 138.1, 136.3, 134.6, 132.0,
132.0, 131.8, 130.8, 130.3, 127.7, 126.6, 33.9, 33.3; MS (ES+) m/z 431.1
(M+1).

S 364501.28

2,2°-(F A R = A)(2,1- T F A )R -( F 4) = F Mk
(dicarbamimidothioate) = £ i &% & 494 A%,

NH2 H2N
F [ 3HBr

AR Z B P ARG, HBHATIEREHGEET, HA1-(E
¥ 3)-2-((6-2 F AR AT )AL EXRK1-(1-#2 T A)-2-(6-(1-7 T
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FVREL)E, KFEAEERRNG2,2-(FARK=E)R(Q2,1-ERK)
(I F )= F Bk .aé“u,%@i%k, % #475%: 'H NMR (300 MHz,
DMSO-ds) & 9.40-8.67 (m, 8H), 7.52-6.76 (m, 8H), 5.74 (s, 1H), 4.17 (s,
4H), 3.16 (s, 3H); MS (ES+) m/z 360.2 (M+1).
F#401.29
2-[2-(2-F ARAEARLAFTERERL)FR]-FEARABE SRR TG
AR,

H
HNy N

N NH
Y
S S
Ej/s. { 2HBr

RFAERAIF ARG S, BHFTEXMEGEE, #HAL1(E
FE)-2-((6-( F 2)F L)) RKRA1-(1-8 TR)-2-6-(1-B THE)R
FH)YK 1A F ARSI, KT E R E B AR EG2-[2-(2-F KRR
EAATEFRERA)FA]FAFARBR SR RE, £597%: 'H
NMR (300 MHz, DMSO-ds) 6 9.74 (q, J = 5.1 Hz, 2H), 9.48 (s, 2H), 9.15
(s, 2H), 7.58-7.55 (m, 2H), 7.36-7.27 (m, 4H), 7.09-7.06 (m, 2H), 4.67 (s,
4H), 2.87 (d, J = 5.1 Hz, 6H); >C NMR (75 MHz, DMSO-ds) § 165.9,
136.0, 135.1, 133.2, 131.5, 130.3, 128.9, 34.5, 31.2; MS (ES+) m/z 391.1
(M+1).

5 #6.411.30
2-[2-(2-PR AR F K -4- FUOR A AR )-5-(F A A B )T R F Ak — £
I8 B 3k A AR,

NH2 NH2
F | 2HBr
ARIE do TP 1 AT R GAE R, E#ATEXBORE, HAG-A
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2-Q2-(FFHR)4-(FABBRIRERL)- X FERAFI-(1-£ T
F)-2-(6-(1-Z2 THA)REH)K, AFEZLEBMRIREG2-[2-Q-FREAK
A4 RRERARAR)-5-(F RSB T R AR —SGRBRE, F£H
75%: "H NMR (300 MHz, DMSO-ds) § 9.36 (s, 2H), 9.27 (s, 2H), 9.18 (s,
2H), 9.08 (s, 2H), 8.08 (d, J = 2.0 Hz, 1H), 7.72 (dd, J = 8.5, 2.0 Hz, 1H),
7.66 (dd, J = 9.5, 2.9 Hz, 1H), 7.58 (dd, J = 8.5, 5.7 Hz, 1H), 7.42-7.30
(m, 1H), 6.86 (d, J = 8.5 Hz, 1H), 4.75 (s, 2H), 4.60 (s, 2H), 3.17 (s, 3H);
13C NMR (75 MHz, DMSO-d;) 8 169.0, 163.2 (d, Je.r = 249.6 Hz), 144.6,
142.0 (d, Jo.r = 8.6 Hz), 139.7 (d, Jcr = 9.2 Hz), 139.0, 133.8, 129.3,
128.2, 126.7, 126.7 (d, Jo.r = 3.4 Hz), 119.0 (d, Je.r = 23.3 Hz), 118.1 (d,
Jo.r = 21.4 Hz), 44.1, 33.8, 33.4; MS (ES+) m/z 459.1 (M+1).
S 3e47)1.31
2-[2-(2-BRIE AR F AR AR )F K )-F Ak — SR B3 4G A Ak

NH, NH,

HN)\S ? [ SANH

ARE o ZAEG PRI A, BBATIE R4 RE, £A1-2-

2 LHK)-2-((6-Q2-# THR)YR RV RAKAH1-(1-Z2 T X)-2-(6-(1- £ T

FYREIR, KA ZAEERIKRG2-[2-Q-RAAA FAREBAL)F

R Aok —5:e8 %, FFEAH79%: 'HNMR (300 MHz, DMSO-d;) &

9.13 (br s, 4H), 9.00 (br s, 4H), 7.40 (d, J = 7.5 Hz, 2H), 7.32-7.22 (m,

2H), 7.23-7.11 (m, 2H), 6.99 (dd, J = 7.5, 1.0 Hz, 2H), 3.45 (t, J = 7.2

Hz, 4H), 3.03 (t, J = 7.2 Hz, 4H); °C NMR (75 MHz, DMSO-d;) & 169.9,

139.5, 134.2, 132.2, 130.9, 128.7, 128.4, 32.3, 30.9; MS (ES+) m/z 391.1

(M+1).

5 #6452

2-[2-2-PR B F K -4- - R )-5- - R - AR —
B~ A%,

i
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H2N H2N
/g)/ { 2HBr

4Bk (0.42 g, 5.54 mmol)ifie £ R (2-(& F £)-4- KA X)) A b
(1.13 g, 2.77 mmol)-T LB (35.0 mL)*F 9 it H & F . HRAEME80°C
THI16 W RKXET. ¥aExksD El LB/ TR (1/5)4 b, HRIF
2-[2-(2-BR AR A PR 4R -EAERE)S-A-FR-FAG _SEBRE
(091 g), &% 482%: "HNMR (300 MHz, DMSO-dg) § 9.25 (br s, 4H),
9.08 (br s, 4H), 7.50 (dd, J = 9.5, 2.7 Hz, 2H), 7.26-7.19 (m, 2H), 7.16
(dd, J = 8.8, 5.8 Hz, 2H), 4.60 (s, 4H); °C NMR (75 MHz, DMSO-d;) &
169.1, 161.9 (d, Jor = 246.9 Hz), 138.5 (d, Jcr = 8.3 Hz), 135.7 (d, Jcr
= 8.6 Hz), 130.9 (d, Jor = 3.1 Hz), 118.4 (d, Jer = 23.3 Hz), 117.5 (d,
Jor = 21.8 Hz), 33.7; MS (ES+) m/z 399.1 (M+1).

F3452.1
2-{[2-({[AA (R EA)F ARV T A)4- AR KA} -5- AR FTEF
| Bk = SR BR AL 696 A%,
HNﬁ/NHz

NH2
S
/g)/ I 2HBr

ARAE S 2T TR A2 A, Bt ATIE R E, AR
F I )-4- AR ) (2-(GE F H)-4-A R R K)BIR AR R (2-(8 F HK)-4- A
RV, RIFERECERKRA2-{2-({[RA(BAX)FHAHAAF
B)4- B KL VRA)-S-HAFEAFABG A28 E 056 g), T&H
90%: 'H NMR (300 MHz, DMSO-dg) & 9.52-8.99 (m, 8H), 8.43 (d, J =

2.5 Hz, 1H), 8.02 (dd, J = 8.8, 2.5 Hz, 1H), 7.71-7.61 (m, 2H), 7.43-7.29
(m, 1H), 6.81 (d, J = 8.8 Hz, 1H), 4.80 (s, 2H), 4.58 (s, 2H); ’C NMR
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(75 MHz, DMSO-ds) 8 168.9, 163.5 (d, Je.r = 250.7 Hz), 147.2, 145.7,
142.3 (d, Jor = 8.7 Hz), 140.2 (d, Jor = 9.6 Hz), 133.7, 128.8, 126.0 (d,
Jer = 3.1 Hz), 125.5, 124.5, 119.2 (d, Jer = 22.9 Hz), 118.2 (d, Jor =
21.8 Hz, 1C), 33.8, 33.1; MS (ES+) m/z 426.1 (M+1).
523 4502.2
2-({2-({[RA (R R T AR T 2R)-4-[(= FARA)RBLA R A}
RA)-5- B F A F AR = 88 B 2 604 R

HzN\(NH HNYNHZ

RIFAo ERPI2TF TR G2 R, BRTERBORE, #HA3-2TF
A 4238 F R4 FORAFIE)-NN-Z F 5 E A BB K AR Q-2 F
F)-4- BRI, RFELE BRRG2-({2-({[RE(ZAK)TF A]
AT R)-4-[(= FARAL)BBLA IR AEL)-5- 8 F A F A= S
BBk, F%4A97%: 'HNMR (300 MHz, DMSO-d;) § 9.32 (br s, 2H),
9.22 (br s, 2H), 9.14 (br s, 2H), 9.05 (br s, 2H), 7.90 (d, J = 1.9 Hz, 1H),
7.65-7.55 (m, 3H), 7.41-7.31 (m, 1H), 6.88 (d, J = 8.5 Hz, 1H), 4.73 (s,
2H), 4.55 (s, 2H), 2.56 (s, 6 H); MS (ES+) m/z 488.1 (M+1).

F42.3
2-[2-(2-BR AR TR R AR B IR R -7 ARk = 502 BR 3 495 A,

N>—S S_<NH

N P NHz

aSTat
O

ARIE A E 2P B A2 5, ELBtATIE XA eg L, £ M2,2-
B (GE T AR)F)VRB R (2-(G& F R)-4-RF KM%, RFEZRLE
B oK 69 2-[2-Q2-FR AR AL T A R A BB ) F R - R Ak — SR BR &,

H
Ha
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7= % 49%: "H NMR (300 MHz, DMSO-dg) & 9.15 (br s, 4H), 9.02 (br s,
4H), 8.07 (dd, J = 8.0, 1.0 Hz, 2H), 7.85-7.70 (m, 2H), 7.70-7.60 (m, 4H),
4.62 (s, 4H); MS (ES+) m/z 395.1 (M+1).

K #4)2.4
2-[2-Q2-FREFA T A -4- AR A AL )-5- AT R R AR = SR B3
898 AR,
HN>__S S_<NH

ARIE 4o EABI2F TR LR, BATIEREHEE, £A44-
RABEAR(3-(& F ) 1-RFR)RARQ-(GR T A)-4-RF L), RF
2R EEKRKG2-[2-Q-FRAARR T A-4- B R EBBL)-5-AFA]H
Bk —Sie 8, &% $92%: '"H NMR (300 MHz, DMSO-dg) 8 9.13 (br
s, 4H), 9.02 (br s, 4H), 8.19 (dd, J = 8.8, 5.5 Hz, 2H), 7.64 (dd, J = 9.5,
2.6 Hz, 2H), 7.55-7.43 (m, 2H), 4.56 (s, 4H). MS (ES+) m/z 431.1 (M+1).

S #A4)2.5
@-{2-({[RA (R AR)F AL F A)-4-RAR KL} -3-K5 K)F
FF A = 2h B &k 6 A A,

HNQ( NHZ
wé

ARAE Ao LB 2F AT R WGAZ S, EBEATIE RAE K, 1£2A3-(R
B H)-4-2-(RF )-4- R R A AR )R KB Q-G F A)4-AKL)
R, RFELEERKGE-{2-({[RAEED)F AL T K)-4-
AR A 3B AT A FAM &8, %4$H98%: 'H NMR
(300 MHz, DMSO-dq) 8 9.53-9.14 (m, 8H), 7.83 (d, J = 3.2 Hz, 1H), 7.78
(d, J = 3.2 Hz, 1H), 7.47 (dd, J = 9.5, 2.8 Hz, 1H), 7.24-7.10 (m, 1H),
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6.99 (dd, J = 8.5, 5.6 Hz, 1H), 4.67 (s, 2H), 4.37 (s, 2H); °C NMR (75
MHz, DMSO-d;) & 169.6, 169.4, 161.3 (d, Jer = 245.2 Hz), 136.5 (d, Jor
= 8.2 Hz), 135.8, 133.3, 132.7 (d, Jc.r = 8.5 Hz), 132.0 (d, Jor = 3.0 Hz),
128.4, 127.9, 118.2 (d, Jer = 23.0 Hz), 117.2 (d, Jor = 23.0 Hz), 33.4,
28.8; MS (ES+) m/z 367.1 (M+1).
#4126
2-{[2-({[RACERA)F RV F R)-4-AF KA -3-8%9 28T
H AR — 38R 3k 6B A%,

HNQ( NH2
%ﬁ KSL 240

ARIE do LB 2F PR 942, B TIE XA E, £A3-(R
B )-2-Q2-(R P )4 AR LA L)E D RERQ-GE FHL)-4-5KK)
B, RAFEZREBRREGQ-{2-({[RA(ZRE)F AL} T )4
AEAVRA 3B R )P AFFG S8 E, ©X4H94%: 'H NMR
(300 MHz, DMSO-dg) & 9.70-9.25 (m, 8H), 7.82 (d, J = 5.4 Hz, 1H), 7.52
(dd, J = 9.5, 2.7 Hz, 1H), 7.28 (d, J = 5.4 Hz, 1H), 7.23-7.08 (m, 2H),
7.00 (dd, J = 8.8, 5.4 Hz, 1H), 4.76 (s, 2H), 4.59 (s, 2H); °C NMR (75
MHz, DMSO-dg) § 169.5, 169.2, 161.3 (d, Jc.r = 245.8 Hz), 146.0, 141.2,
136.3 (d, Jor = 8.2 Hz), 132.8 (d, Jer = 3.1 Hz), 132.6, 132.2 (d, Jor =
8.3 Hz), 130.2, 128.9, 118.2 (d, Jc.r = 23.1 Hz), 117.3 (d, Jc.r = 22.0 Hz),
33.2, 28.8; MS (ES+) m/z 387.1 (M+1).

E 2.7
2-{[2-({[RA (B AL T AL F A)-4- 2K KA }-4-(F A A58
B)F A A= 28 2k 49 A R
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HZNYNH HNYNHZ

S S
% s 2HCI
F
O=T=O

AR E A2 PR GGAZ A, AT A0, A Q-(A
T A)-4- AR AR T R)-5-(F ABLE)F AL RARQ-(GR F
A)-4- BRI, KFELEEMRKG2-{2-({[RA(BRAL)F K]
I FR)-4-ARAPRA -4-(F AR T ARG SRE, 7 F
$92%: 'H NMR (300 MHz, DMSO-ds) 8 9.50 (br s, 2H), 9.40 (br s, 2H),
9.36 (br s, 2H), 9.28 (br s, 2H), 7.83-7.80 (m, 2H), 7.64 (dd, J = 9.5, 2.8
Hz, 1H), 7.46 (dd, J = 8.7, 5.7 Hz, 1H), 7.33 (dd, J = 8.7, 2.8 Hz, 1H),
7.30-7.27 (m, 1H), 4.77 (s, 2H), 4.65 (s, 2H), 3.14 (s, 3H); °C NMR (75
MHz, DMSO-d) 6 169.1, 162.7 (d, Jo.r = 248.2 Hz), 141.9, 140.8, 140.7,
138.2 (d, Jo.r = 8.7 Hz), 139.8, 138.5, 132.2, 128.1, 126.2, 118.9 (d, Jc.r
= 23.6 Hz), 117.8 (d, Jor = 21.5 Hz), 43.8, 33.6, 33.2; MS (ES+) m/z
459.1 (M+1).

5 #.4502.8
2-{[2-({[AA(ZARA)F AL T R)4- 2 F KPR} -5-RAF A F
Rk — 58 B 3 66 AR

HN NH2 HNYNHZ

AR Ao FB2F TR AR S, BRATIEXAENHRET, ®A3-(GE
TR )-4-(2-(R T R)-4-RFARL)F W ABER(2-GR T A)-4-REKK)
B, RAFEREBRRG2-{2-({[REA(RRAL) T AHA) T 2)-4-
AFEAVRLS-BAFAFAMGR SR 8®E, &% 4594%: 'H NMR
(300 MHz, DMSO-d,) 6 9.41-8.93 (m, 8H), 7.98 (d, J = 1.8 Hz, 1H), 7.80
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(d, J = 2.3 Hz, 1H), 7.68 (dd, J = 8.3, 1.8 Hz, 1H), 7.57-7.43 (m, 2H),
6.88 (d, J = 8.3 Hz, 1H), 4.66 (s, 2H), 4.54 (s, 2H); >°C NMR (75 MHz,
DMSO-ds) & 168.8, 143.9, 140.8, 138.4, 135.4, 134.6, 134.2, 133.2,
131.6, 130.7, 130.3, 130.1, 118.5, 109.5, 33.5, 33.1; MS (ES+) m/z 423.1
(M+1).
S #.4502.9
2-[2-({[RA (B R L) F AR T &)-5-8 K B ]-4-7 3 F X 7 5k
ZEUR R 3 098 AR,

YNHZ NH2
S
ﬁj/ \é 2HBr

ARIEHo EABI2F PR AR, BB TIE XA E, £A1-GE
B HE)-2-Q2-GE F A£)-5-RARM)4-AA R KRARQ-(F F A)4- AKX
R)HIR, FAFERL E B ARG 2-[2-({[RA(RRA)F AL} T A)-5-
AXEAA-FAFEAFHABR _FEMRE, FEH65%: mp >220°C;
'H NMR (300 MHz, CD;0D) & 8.11 (dd, J = 8.4, 1.8 Hz, 1H), 7.85 (d, J =
7.8 Hz, 1H), 7.66-7.60 (m, 2H), 7.36 (dd, J = 8.2, 1.6 Hz, 1H), 7.11 (dd, J
= 1.7 Hz, 1H), 4.71 (s, 2H), 4.58 (s, 2H); °C NMR (75 MHz, CD;0D) &
168.8, 168.7, 153.6, 152.7, 147.5, 134.2, 131.1, 130.7, 130.5, 124.0,

123.2, 117.8, 117.3, 110.4, 28.3. 28.2; MS (ES+) m/z 426.2 (M+1)%&
428.1 (M+1).

HN

S #4512.10
2-[2-Q2-FR A AR F R 3-F2 R AR)-5-AF R AN = SR B3 o9&
3

NH2 HN NH2

&6,
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W4 EBI2F Tk A2 F, BT RAENRE, HA1-GE
T E)-2-Q2-C& F HK)-4- RAR B H)-4- B RRKHA R (2-(8 F HR)-4-AKK)
B, BAFER G B ARK2-[2-Q-PR AL T R -3-A K AL)-5-FF
A Ak =SB 2, % 4 90%: mp 204-206°C; 'H NMR (300 MHz,
CD;0D) § 7.42-7.24 (m, 3H), 7.24-7.15 (m, 1H), 7.00 (dd, J = 9.1, 4.6
Hz, 1H), 6.78 (dd, J = 7.8, 1.5 Hz, 1H), 4.76 (s, 2H), 4.53 (s, 2H); °C
NMR (75 MHz, CD;0D) & 169.5, 168.9, 159.3, 156.0, 148.6 (d, Jc.r = 2.9
Hz), 134.1, 129.3, 126.1 (d, Je.r = 8.1 Hz), 123.2, 120.9, 119.5 (d, Jer =
8.7 Hz), 116.1 (d, Jor = 24.5 Hz), 115.4 (d, Jor = 23.6 Hz), 114.1, 28.6,
26.7; MS (ES+) m/z 399.2 (M+1) 401.2 (M+1).

F42.11
2-[2-2-PR AR F K -4- AR EH)-5- AT R — SRR 05
R

NH2 NH2

ARAB 4 B2 F PR AR, HBHATIE A4 E, A 1-G&
B )-2-2-(8 F A)-4- AR EHL)4- AR KA R(2-(GE F H£)-4-AKK)
IR, RIREREGEMRIKA2-[2-Q-FR AR T A A-RKEAH)-5-RF
EI\Rmlk =S8, F£4590%: mp>230°C; 'HNMR (300 MHz,
CD;0D) § 7.59 (d, J = 2.5 Hz, 1H), 7.40-7.33 (m, 2H), 7.17 (td, J = 8.8,
3.1 Hz, 1H), 6.98 (dd, J = 9.0, 4.6 Hz, 1H), 6.82 (d, J = 8.8 Hz, 1H), 4.57
(s, 2H), 4.53 (s, 2H); °C NMR (75 MHz, CD;0D) § 169.0, 168.9, 159.1,
155.9, 152.5, 148.8 (d, Jo.r = 2.7 Hz), 129.2, 128.6, 127.1, 126.0 (d, Jcr =
8.1 Hz), 125.1, 119.1 (d, Jor = 8.6 Hz), 117.1, 116.0 (d, Je.r = 24.5 Hz),
115.3 (d, Jer = 23.6 Hz), 28.5 (m, 2C); MS (ES+) m/z 399.2 (M+1)A
401.2 (M+1).

3459212
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2-[2-(2-BR AR B F R -5- AR AA

BB RHBI2P TR AR, HIITIE XA K, ®A1-(G2
¥ 3HK)-2-2-CG& F H£)-4- A K AH)-4- B ARKA R (2-(iF F HR)-4-AKK)
B, RIFEREBARKA2-[2-Q-FK A AR A T I -5- AR A HL)-5-8F
RIFbk— S8 3%, #FAH87%: mp>240°C; 'HNMR (300 MHz,
CD;0D) & 7.57 (dd, J = 8.6, 6.3 Hz, 1H), 7.39 (dd, J = 8.7, 3.0 Hz, 1H),
7.26-7.16 (m, 1H), 7.05 (dd, J = 9.0, 4.6 Hz, 1H), 7.00-6.90 (m, 1H), 6.57
(dd, J = 9.9, 2.5 Hz, 1H), 4.58 (s, 2H), 4.51 (s, 2H); °C NMR (75 MHz,
DMSO-ds) & 169.6, 169.3, 164.6, 161.3, 160.3, 157.1, 156.5 (d, Jcr =
10.1 Hz), 150.0 (d, Jer = 2.6 Hz), 133.1 (d, Jr = 9.8 Hz), 129.1(d, Jo.r =
8.3 Hz), 121.6, 118.20 (d, Jor = 24.7 Hz), 117.4 (d, Jor = 23.25 Hz),
110.95 (d, Jor = 21.3 Hz), 105.0 (d, Jo.r = 25.8 Hz), 29.89; MS (ES+) m/z
383.4 (M+1).

x3412.13
2-[2-Q-FREBRAE TR 4-AKERL)5-AFRFAR LR 694
o3

NH2 NH2

Wi RGI2F TGS, Hi#fTiE 248698 E, #A4,4-
AR (3-8 FH)-1-ARFEWVREE Q-G F £)-4-RF L)AL, KIFE
K& B AROK 09 2-[2-Q- Bk A AR A T A -4- AR BA)-5-RF A F Ak —
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SR BR Y, &% $84%: mp >230°C; 'HNMR (300 MHz, DMSO-d;) §
9.28-8.96 (m, 8H), 7.46 (m, 2H), 7.23-7.12 (m, 2H), 6.83 (dd, J=9.1, 4.7
Hz, 2H), 4.52 (s, 4H); °C NMR (75 MHz, DMSO-dg) & 169.3, 156.6,
151.2 (d, Jer = 2.3 Hz), 128.1 (d, Jor = 8.3 Hz), 120.1 (d, Jo.r = 8.3 Hz),
118.1 (d, Jor = 24.0 Hz), 117.2 (d, Jer = 23.2 Hz), 29.95; MS (ES+) m/z
383.4 (M+1).
S 4502.14
2-[2-({[AA (B RA)F AL} T H)-4- 5K BIR]-5-F1 2 Bk
Z R B 69 E R

HZN H2N
/Ej/ (5\ 2HBr

ARIE 4o T2 FTIR A2, BHATIE R4 RE, RA2-GR
FE)-1-2-GE T )-4- AR B A)-4- A A K ARAR(Q2-GE F H)-4-AK
AV, RAF E A EBARKRE2-[2-({[RA(BRA)F AL T H£)-4-
AREA]S-AHAFEAFHAR LML, %588%: mp>220°C;
'H NMR (300 MHz, CD;0D) & 8.49 (d, J = 2.7 Hz, 1H), 8.24 (dd, J = 9.0,
2.7 Hz, 1H), 7.44 (dd, J = 9.0, 3.0 Hz, 1H), 7.31-7.14 (m, 2H), 6.91 (d, J
= 9.3 Hz, 1H), 4.74 (s, 2H), 4.52 (s, 2H); ’C NMR (75 MHz, CD;0D) §
171.7 (4, Jer = 11.6 Hz), 162.9, 162.0, 159.6, 150.2 (d, Jcr = 2.9 Hz),
144.4, 130.1 (d, Jor = 8.2 Hz), 127.7, 127.2, 126.8, 124.0 (d, Jcr = 8.9
Hz), 119.2 (d, Jo.r = 24.5 Hz), 118.7 (d, Jor = 23.6 Hz), 171.1, 31.4, 31.3;
MS (ES+) m/z 410.2 (M+1).

FH#42.15
2-[2-(2-FR BRI F R RAR)F AR AN — 20IR BR 2k 49 & A%,
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H2N

ARIE 4o RABI2F TR AR, BAFTIE RN T, 14/2,2-
FHER(GE T R)F)VRBER(2-G& F ) 4-RFE )RR, RFAEZALEHE
IR 69 2-[2-Q-FR A BAA FA-RER)F AR SRR, 73 A
39%: mp >220°C; 'H NMR (300 MHz, CD;0OD) & 7.56 (dd, J=7.5, 1.5
Hz, 2H), 7.43-7.34 (m, 2H), 7.26-7.16 (m, 2H), 6.88 (d, J = 8.4 Hz, 2H),
4.57 (s, 4H); *C NMR (75 MHz, CD;0D) & 172.4, 156.2, 132.6, 131.7,
126.1, 125.6, 119.5, 31.8; MS (ES+) m/z 347.2 (M+1).
?%mzm |
2-2-({[RA (B RA)F AR} FA)-4-RRRAF AR MR- R0L
BR 3k 0B AR,

H2N H2N

ARIE do EAE B2 PR g A2 5, EMEATIE RARGIBLE, £ A2-(GB
B H)-1-(2-G& F 2R EH)-4- B FARAR(2-G- F 2)-4- RF )R,
PR EREEKRKG2-2-{[REERADTAJREAFL)4-REE
RIFAFAMG—SE8ME, *%588%: mp > 220°C; 'H NMR (300
MHz, CD;0D) 8 7.62-7.53 (m, 2H), 7.45-7.34 (m, 2H), 7.23 (dd, J = 7.5,
7.5 Hz, 1H), 6.92 (d, J = 8.4 Hz, 1H), 6.85 (d, J = 9.0 Hz, 1H), 4.56 (s,
4H); *C NMR (75 MHz, CD;0OD) § 172.3, 172.0, 155.9, 155.2, 132.8,
132.1, 131.9, 131.5, 130.1, 128.3, 126.4, 126.0, 120.7, 119.9, 31.8, 31.4;

MS (ES+) m/z 381.2 (M+1),

% H#A12.17
2-[2-({[RA (B AL T AR T A)I-RRBAF AR AU =KL
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BR 2 698~ A,

H-N.__NH HoN NH
Y Y
S S
0 2HBr

0

AR Ao E AP 2T PTG A2 5, EATIE RN AT, HA2-GR
B H)-1-2-GB F A) KAL) 3-ARKAR(2-(G& F HA)-4- 2 KL)%,
KIFELEBHRRAG2-2-({[AA(BAS)FT AL FR)3-ARE
AIFA R SRR, &% 493%: mp 150-152°C; 'H NMR (300
MHz, CD;0D) & 7.60 (dd, J = 7.5, 1.5 Hz, 1H), 7.46-7.22 (m, 4H), 6.94
(d, J = 8.1 Hz, 1H), 6.82 (dd, J = 7.5, 1.5 Hz, 1H), 4.76 (s, 2H), 4.58 (s,
2H); *C NMR (75 MHz, CD5;0D) § 172.5, 172.2, 157.7, 155.7, 137.0,
132.9, 132.2, 131.9, 126.5, 126.3, 126.2, 124.2, 120.2, 117.6, 31.8, 29.6;

MS (ES+) m/z 381.2 (M+1).

Cl

£ #.45)2.18
2-[2-({[RA(BRAK)F AL FR)-S-AX AL F AR AL
B 38 89 4 %,

HoN

NH H,oN__NH
™Y
E;/O\é 2HBr
Cl
ARIBE 4o EBI2F T 69 F2 , B TIE XA E, A&
B E)-2-(2-(G2 F AR EH)-4-FARRA R (2-(E F RA)-4- AR )R,
KR EREBRRAG2-2-({[RA(RRARE)F AR T H)-5-A KA
AIF A FAM SRR, £ 474%: mp > 220°C; 'H NMR (300
MHz, CD;0D) & 7.63-7.53 (m, 2H), 7.49-7.40 (m, 1H), 7.28 (dd, J = 7.8,

7.8 Hz, 1H), 7.21 (dd, J = 8.1, 1.5 Hz, 1H), 6.98 (d, J = 8.1 Hz, 1H), 6.81
(d, J = 1.5 Hz, 1H), 4.59 (s, 2H), 4.56 (s, 2H); °C NMR (75 MHz,
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CD,0D) & 172.3, 172.2, 157.2, 155.4, 136.8, 133.7, 132.9, 132.0, 126.7,
126.5, 125.4, 124.9, 120.3, 119.0, 31.7, 31.4; MS (ES+) m/z 381.2
(M+1).
F#6402.19
2-[2-({[RA (BRI F AL T A)-5- 2 KA ]-5-0 K F K 51 B
ZEGEBR 3 6 AR,

fNH HszNH
ij/o\é\ 2HBr
NO,
Cl
AR A B2 F TR AR, HATIE KA E, HA1-G&
FAE)-2-(2-( T R)-4-F R K E R )4-RAERA Q- T A)4-A K
RVRIR, RAFEREBRKRG2-2-({[ARA(BAA)FT AL F H)-5-
AFRERAS-FAFAFHAB S0, &% H84%: mp>220°C;
'"H NMR (300 MHz, CD3;0D) & 8.51 (d, J = 2.7 Hz, 1H), 8.27 (dd, J =
9.0, 2.7 Hz, 1H), 7.65 (d, J = 8.4 Hz, 1H), 7.37 (dd, J = 8.4, 2.1 Hz, 1H),
7.19 (d, J = 2.1 Hz, 1H), 7.01 (d, J = 9.0 Hz, 1H), 4.74 (s, 2H), 4.56 (s,
2H); *C NMR (75 MHz, CD;0D) & 171.7, 161.2, 155.1, 144.9, 137.1,
134.1, 127.8, 127.5, 127.4, 127.3, 126.6, 121.8, 118.1, 31.4, 31.2; MS
(ES+) m/z 426.2 (M+1), 428.2 (M+1).
5 #6.4512.20
2-[2-({[RA (A F A A L F K)-4- AR AK]-5-A0 8 F A F 2k
ZSGR PR R 69 AR

HgNYNH HoN \KNH
S S
Cl NO»

RAE S EAHI2F PP G2 fF, ELUEATAR RARM R, 1M 2-(3R

H,N
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FHE)-1-Q2-(G& F 2)-4- FE R I)-4-A R XA RQ-(GE F H)-4- A K
R)VEIT, RIFER & B AR 69 2-[2-({[RA (R R T AJRA} T )4
RFEEAS-ARAFAFAR_ELEE, FFH91%: mp>220°C;
'H NMR (300 MHz, CD;0D) & 8.51 (d, J = 2.7 Hz, 1H), 8.25 (dd, J = 9.0,
2.7 Hz, 1H), 7.69 (d, J = 2.4 Hz, 1H), 7.50 (dd, J = 8.7, 2.4 Hz, 1H), 7.14
(d, J = 8.7 Hz, 1H), 6.98 (d, J = 9.0 Hz, 1H), 4.74 (s, 2H), 4.55 (s, 2H);
3C NMR (75 MHz, CD;0D) § 171.7, 171.6, 161.5, 153.1, 144.7, 132.6,
132.2, 132.0, 129.9, 127.8, 127.3, 123.3, 117.9, 31.4, 31.3; MS (ES+) m/z
426.2 (M+1), 428.2 (M+1),
F36412.21
2-[2-({[AA(BEA)F AR} T H)4- AKX AT EAF ARG SR
BR 3L 698 A%,

| H2N NH2
/E)/ \é 2HBr

ARAE o RG22 TR AL, BBATIERBEOERET, #BA2-GR
A )-1-2-CGE T A)K A A)-4- ARRBE R (2-G2 F A)-4- R FE A ),
FAFEREEARKRG2-R2-([ARA(ERA)FAIAL T L)4-AXKE
RIFAFABR_SERRE, FFH87%: mp > 220°C; 'H NMR (300
MHz, DMSO-d;) & 9.40-8.90 (br s, 8H), 7.57 (dd, J = 7.5, 1.2 Hz, 1H),
7.49 (dd, J = 9.0, 3.0 Hz, 1H), 7.42-7.15 (m, 3H), 6.90 (dd, J = 9.0, 4.5
Hz, 1H), 6.80 (d, J= 7.5 Hz, 1H), 4.56 (s, 2H), 4.52 (s, 2H); °C NMR (75
MHz, DMSO-ds) 8 169.6, 169.3, 159.8, 156.7, 155.2, 150.9 (d, Jo.r = 12.7
Hz), 131.7, 130.7, 128.4 (Jor = 8.1 Hz), 125.6, 124.4, 120.6 (Jor = 8.6

Hz), 117.9, 117.2 (Jer = 23.6 Hz), 30.3, 29.9; MS (ES+) m/z 365.3
(M+1).

il

* 3645)2.22
(6,6°-=F ABEK-2,2- = R )R (L F &)= F M= SR B 496 R
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HoN NH,

s s

HN NH
(34D e

AR do KB 2P TR AR, BT XA T, #EH2,2-
S(GE F H)-6,6"-=F R BERKARIEMislowF A, J Am. Chem. Soc. 1964;
86(9):1710-1733%] &)X A R (2-(i& F K)-4- AKX L), RIFELE B
RAR 89 (6,6 - = F RBR-2,2°- Z R)W (B FR) = A AR SRR, &
£ 493%: mp 146-150°C (&3%); 'H NMR (300 MHz, DMSO-dg) § 9.07
(br s, 4H), 8.98 (br s, 4H), 7.49-7.44 (m, 2H), 7.42-7.34 (m, 4H), 4.16 (d,
J =122 Hz, 2H), 3.88 (d, J = 12.2 Hz, 2H), 1.90 (s, 6H); '’C NMR (75
MHz, DMSO-de) & 169.1, 137.7, 136.8, 131.6, 130.5, 128.5, 128.2, 33.5,
20.0; MS (ES+) m/z 359.2 (M+1).

5 364502.23
BAR-2,2°-6,6"-W9 F v (2 F ) 3 AR SR B 2 494K

HoN NH,

s, S

HN NH
Q O 4 HBr
HN

NIV _<NH
HoN NH,

ARE A RHB2FEGER, HHFTEIEOGKRET, 44
2,2°,6,6°-79 (& F ) BE K (AR #EMislowHF A, J Am. Chem. Soc. 1964;
86(9):1710-1733 %1 & )RA R (2-(£ F & )-4-RE L), RIFEH ML
EA KRR BER-2,2°-6,6"-9 £ (L F L) F AW SEMRE, &
#53%: mp 233-235°C (Z.B}/TH%); '"H NMR (300 MHz, DMSO-dg) &
9.09 (br s, 16H), 7.69-7.55 (m, 6H), 4.06 (s, 8H); °C NMR (75 MHz,
DMSO-ds) & 168.9, 135.9, 133.5, 130.6, 129.9, 33.4; MS (ES+) m/z 507.2
(M+1).

5 #6.4512.24
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6,6’ - (R AEAAE TR )EK-2,2°- = F B — V5 = 508 BR 2 696 A%,

NH,

HN  HN=

s s
O 2 HBr

H,N
0
Gl

RIEHo ZBI2F TR GARF, BT RN E, £76,6-
(g FR)FEK-2,2°- = F 82 B (AR & MislowF A, J 4Am. Chem. Soc.
1964; 86(9):1710-17334] & )yRE R (2-(G& F 2)-4- AKX R)skx, RIFE
X & BARKE 6,6 - (BRI T A)KR-2,2-Z FRR = F B — SR 8%
%, FEH93%: mp 222-225°C (LB T AT A&); '"H NMR (300
MHz, DMSO-d;) & 8.93 (br s, 8H), 8.00 (dd, J = 7.8, 0.9 Hz, 2H), 7.86
(dd, J = 7.8, 0.9 Hz, 2H), 7.61 (dd, J = 7.8, 7.8 Hz, 2H), 4.16 (d, J = 12.2
Hz, 2H), 3.82 (d, J = 12.2 Hz, 2H), 3.52 (s, 6H); °C NMR (75 MHz,
DMSO-ds) 6 169.1, 165.8, 139.4, 134.5, 132.6, 130.2, 129.9, 128.6, 51.9,
33.2; MS (ES+) m/z 447.2 (M+1).

5 349)2.25
2-(6-(FR A AL F A KA B - 1-(R AR A TR — SR B 3 696 %

HoN \(NH HzNYNH

S S
I

SR

ARIE 4o B2 PTiR 0942 5, BLEATIE XA A LR, 12 A R (2-(i&
FAR)F )T EARK R (2-(8 F H)-4-AFKR)HR, RIFELEBKRK
B92-(6-(FR A AR T AR B A-1-(REA AT OR Kk B, 7
£ 4 40%: mp 239-240°C (##%); '"H NMR (300 MHz, DMSO-dy) & 9.21
(br s, 4H), 9.04 (br s, 4H), 7.63 (m, 4H), 7.45 (m, 2H), 7.25 (d, J = 6.0
Hz, 2H), 4.68 (s, 4H); °C NMR (75 MHz, DMSO-dy) & 199.1, 169.5,
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137.5,135.9, 133.1, 132.3, 131.9, 128.7, 32; MS (ES+) m/z 359.2 (M+1).

5 76.4512.26
2-(6-(FR A AR T )R OB A -1-(R AR T A)-5- AR SR B 3 0
AR
H2N\T;NH HZN\T;NH
S a S
I 2HBr

JC

£

ARIE o B 2P PR GAR S, BB TIE RN KT, BAQ-GE
A )-4- AEL)2-G- T A)EA) T RS RQ-GE T A)-4- AR K
%, KAFE R E BMIRE2-(6-(FR AR F )R B A -1-(RAARAA T
B)s5-AXR AL, &% 4AH37%: mp>250°C; 'HNMR (300 MHz,
DMSO-dy) & 9.35-9.85 (m, 8H), 7.72-7.59 (m, 3H), 7.53-7.42 (m, 1H),
7.44-7.28 (m, 3H), 4.71 (s, 2H), 4.66 (s, 2H); "C NMR (75 MHz,
DMSO-dy) 8 197.9, 169.5, 169.3, 139.9 (d, Jor = 8.5 Hz), 137.5, 135.8,
135.5 (d, Jor = 9.5 Hz), 133.9 (d, Jor = 3.0 Hz), 133.0, 132.1, 131.8,
128.7, 119.0 (d, Jo.r = 23.1 Hz), 115.5 (d, Jor = 21.4 Hz), 32.8, 32.5; MS
(ES+) m/z 377.2 (M+1).

5 5#15)2.27
2-(6-(BR AL T RO)FR B E-1-RAARA T R)4- AR QR EN
B AR,
HoN \(NH HzNYNH
S q S
2HBr

F

ARIE 4o B2 PT R AR, A#ATIE R4EN R, #BAQ-(G&
B R )-5- KA (2-(GE T A)F )T BRA RQ-(& F 2)-4- BRI
W%, A E L E BAOK A 2-(6-(R A A A F AK AR -1-(BR AR T
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E)4-AEK_EEBRE, & F4H58%: mp>250°C; 'HNMR (300 MHz,
DMSO-ds) & 9.31-8.91 (m, 8H), 7.75-7.69 (m, 1H), 7.68-7.65 (m, 2H),
7.55-7.42 (m, 2H), 7.37-7.28 (m, 1H), 7.08 (dd, J = 8.9, 2.7 Hz, 1H), 4.65
(s, 2H), 4.58 (s, 2H); °C NMR (300 MHz, DMSO-d,) & 197.7, 169.4,
169.3, 164.1, 161.2 (d, Jer = 248.0 Hz), 139.7 (d, Jc.r = 6.2 Hz), 136.5
(d, Jor = 3.9 Hz), 134.2, 134.1, 133.5, 132.7, 131.7 (d, Jer = 3.4 Hz),
128.8, 119.8 (d, Jer = 21.1 Hz), 118.6 (d, Jer = 23.1 Hz), 33.0, 32.1; MS
(ES+) m/z 377.2 (M+1).
5 36.4502.28
2-(6-(FR AR F )R BB A -1-(R AR T A)-4- AR SR B 0h

oA
H.N \(NH HZNYNH
S " S
[ 2HBr

Cl

RABdo REBI2T TR G425, BT XANRE, £AQ-(B
FR)-5-REA)2-(E TR F RS RQ-(E T H)-4-ARL)R
¥, KIFEREBARREG2-(6-(FR AL T RV RO A A-1-(REAR T
E)4-REX_EEME, &% 4H68%: mp>250°C; 'HNMR (300 MHz,
DMSO-d;) & 9.36-9.04 (m, 8H), 7.80-7.67 (m, 4H), 7.55-7.46 (m, 1H),
7.38-7.35 (m, 1H), 7.31-7.28 (m, 1H), 4.71 (s, 2H), 4.65 (s, 2H); °C
NMR (75 MHz, DMSO-ds) & 97.6, 169.5, 169.2, 139.5, 136.5, 136.4,
134.6, 133.6, 133.5, 133.1, 132.7, 132.6, 131.9, 131.2, 128.8, 33.0, 32.2;
MS (ES+) m/z 393.1 (M+1).

% #.412.29
2-(6-(Fk A B F )R A B A-1-GR AL T A)-5-A K=
AR

i B gk Y

F
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HZNYNH HNﬁ/NHz

S S
®

0 ¢

ARYE 4o Z B2 PTG AE 5, B ATIE R E, ARG
FA)-4-RRA)(2-G& F )KL F FRAKAR(Q2-GR F A&)-4- B KR
W, RAFERE BARR A9 2-(6-(FR A AR F )R BI-1-(BR AR F
E)5-RE AR, FF4H16%: mp>250°C; 'HNMR (300 MHz,
DMSO-d;) & 9.24-8.92 (m, 8H), 7.80-7.78 (m, 1H), 7.66-7.62 (m, 2H),
7.60-7.51 (m, 1H), 7.49-7.41 (m, 1H), 7.30-7.29 (m, 1H), 7.29-7.28 (m,
1H), 4.62 (s, 4H); (75 MHz, DMSO-ds) & 198.1, 169.4, 169.2, 138.6,
137.4, 137.1, 136.1, 136.0, 134.2, 133.2, 132.3, 131.8, 131.4, 128.7,
128.6, 32.8, 32.4; MS (ES+) m/z 393.2 (M+1).

5 3#412.30
2-[2-({[ A (B EK)F AR T HL)-5-F R AHA]-5-RF A F Ak =
ER-T SR

HNTNHZ HNTNHZ

O\é\ 2HBr
F

Cl

2HBr

Cl

ARIE Ao B 2F TR AR, AATIERAENRE, EA1-GE
WA )-2-(2-(GE F A)-4- AR EA)-4- B FRRAER(2-(G F 2)-4- R A K)
IR, RAFE A E B ARG 2-(6-(BR AR T AR OBA-1-(BRA AR K
R )-5-AE SR B 3, & & $93%: mp > 220°C; 'H NMR (300 MHz,
CD;0D) & 7.39-7.25 (m, 3H), 7.20-7.10 (m, 1H), 6.98 (dd, J = 8.9, 4.5
Hz, 1H), 6.75 (d, J = 7.7 Hz, 1H), 4.73 (s, 2H), 4.51 (s, 2H); >°C NMR (75
MHz, CD;0D) & 169.5, 168.9, 158.6 (d, Jc.r = 92.5 Hz), 155.0, 148.6 (d,
Jor = 2.8 Hz), 134.1, 129.3, 126.1 (d, Jo.r = 8.1 Hz), 123.2, 120.9, 119.5
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(d, Jor = 8.7 Hz), 116.1 (d, Jor = 24.5 Hz), 115.4 (d, Jor = 23.6 Hz),
114.1, 28.5, 26.6; MS (ES+) m/z 399.2 (M+1), 401.2 (M+1).

% 36413
2-(6-(RAFK A B A T A F IO A-1-(BRAR L)AL T IR &
L EXLR)

H H
-N S S N«
Y ARG
NH S NH
2HBr

%) 3 (2-( T ) FEE)FIE(0.74 g, 2.00 mmol)éy TEF(24 mL)E &
o 35 e B AR Bk (thiosemicarbazide) (0.37 g, 4.08 mmol). 1% 44 4
HAESCTIhFAHNERFERE. AAEZTHRLE. ¥REEAR
F# F80°CTF FiE164 8, HKFEREEMRKE2-(6-(RAMRK)FRATF
FOFREVRA-1-(BEMRAARATFT )R A28 E0.64 g), FFHA
80%: 'H NMR (300 MHz, DMSO-ds) & 8.82 (m, 10 H), 7.49-7.45 (m,
2H), 7.29-7.20 (m, 4H), 7.07-7.04 (m, 2H), 4.50 (s, 4H); °C NMR (75
MHz, DMSO-d;) & 165.1, 136.6, 135.0, 133.1, 131.4, 130.0, 128.7, 33.7;
MS (ES+) m/z 393.1 (M+1).

5% 36114
2,2’ - B AR (N-(= R T F 2K F BRI )4 A%,

NH,

NH,
HzN’J%N o o NJ\NHZ

%1227 — K F8(0.55 g, 2.00 mmol)&N-F & 59k (0.48 mL,
4.4 mmol)FN,N-—F X FEA(10 mL)B KA R T T F TEAATF
B2 B5(0.52 mL, 4.0 mmol). ¥R E RS WAERLEE TRHE2NH. &
VAL RA Y P RN, N-—F A F BLAz(10 mL) ¥ #948(0.59 g, 10 mmol),
# oy 2 B2 AK(0.95 g, 10 mmol) & F B£44(0.54 g, 10.00 mmol) /£ 3R3F 8 &
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TH &, RAKENFBIEEN (AT /T E=4/1)siLixtH, K
FEREBRRK2,2-FAER(N-(= R AL F AR T BLE) (0.055 g),
% 48%: mp > 220°C; 'HNMR (300 MHz, CD;0D) & 7.78-7.70 (m,
2H), 7.58-7.35 (m, 6H); °C NMR (75 MHz, CD;OD) & 170.1, 156.8,
136.8, 136.2, 134.9, 134.0, 130.1, 129.2; MS (ES+) m/z 357.3 (M+1).
35
1-(2-(2-(A R F 20) KAL) JR)MR (4- T A KA BR B8 ) 89 & A%,

HNYNHZ HNYNHZ

NH NH O3H
4

EIRBBET@1-Q-824 TH)2-((6-C-AA TRV RA)BRA)K
= # 8 3£(0.35 g, 1.0 mmol) & 1H-X H[d][1,2,3] = *-1- K BE T fed-F &
K A BB (M 4B A. Katrizsky ¥ A, Synth. Commun. 1995;
25(8):1173-1186%14) (0.67 g, 2.0 mmol) T N,N-—=F 3 F BEA (S mL)¥
4Rt F R = F % A TRR(0.70 mL, 4.00 mmol). B AL RA W
IR E THILI6D . RLERN @42 EN(—A TR/ FE, 4/1)
AL AY, KIFEREGERKRKMALI-Q-Q-(MATHR)REAZLF L)
IR(4-F L K AR BLBS) (0.04 g), = E H2%: mp >200°C; 'H NMR (300
MHz, CD;0D) & 7.69 (d, J = 8.1 Hz, 8H), 7.38-7.03 (m, 16H), 3.45 (t, J =
6.6 Hz, 4H), 3.04 (t, J = 6.6 Hz, 4H), 2.36 (s, 12H); °C NMR (75 MHz,
CD;0D) & 158.6, 143.3, 141.9, 139.9, 135.7, 133.2, 131.7, 129.9, 129.2,

129.1, 126.9, 42.7, 34.1, 21.3; MS (ES+) m/z 357.3 (M+1).

5 #1416
2-(6-(2-FR A THYR IR -1-Q-FR A TH)R G4 K

HNsNHy  HNg NH,
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F0°CTF @ £A4L42(0.22 g, 4.10 mmol)F F (5.0 mL)¥ #9$it# &
SR b R P R 64 = ¥ £.43(2.05 mL 2.0 MR, 4.10 mmol). 3%
SMEREBETRHHF2INHE, RERM2-(6-Q-FE LHE)KA)RL
1-Q-F A THA)K(0.12 g, 0.41 mmol). % RA M AE110°CTF HAH164
B SR £ R A5 B ARG RAM T LIRBAWFA T ERKEKRE,
KRR EAZYTFRAKERAVETHREEL R0 mL/5 mL)# iR
AR, TEBRASY, RERRFELZT TR, KFEZALERK
KA 2-(6-2-BR A T YR F)AR A -1-Q-BR A TH)KO.11 g), F&H
82%: 'H NMR (300 MHz, CD;0D) § 7.41 (dd, J = 7.6, 1.3 Hz, 2H), 7.30
(ddd, J = 7.6, 7.6, 1.3 Hz, 2H), 7.21 (ddd, J = 7.6, 7.6, 1.3 Hz, 2H), 7.07
(dd, J = 7.6, 1.3 Hz, 2H), 3.22 (t, J = 7.0 Hz, 4H), 2.86 (t, J = 7.0 Hz,
4H); *C NMR (75 MHz, CD;0D) & 172.0, 140.7, 135.4, 133.2, 131.1,
129.3, 129.2, 34.1, 31.8; MS (ES+) m/z 327.3 (M+1).

£ #416.1
2-(6-(FR 22 7 2R ) A -1-(IR AR F )R 698 &

H H
HoN NH,
S

AR 4o B0 PR 6942 5, Bt 4T RAZM R, & A 2-(6-(R
AT ORI R-1-(RE T R)RKRHE2-(6-Q-RA TR R A
1-R-AA TR, AR ERLEBARRG2-(6-(RA T A) KL AR
- T RO)K, & E $90%: 'HNMR (300 MHz, CD;0D) § 7.53-7.32
(m, 6H), 7.18 (dd, J = 7.6, 1.5 Hz, 2H), 4.08 (s, 4H); °C NMR (75 MHz,
CD;0D) & 170.9, 135.8, 134.3, 133.6, 132.5, 130.9, 130.0, 37.8; MS
(ES+) m/z 299.3 (M+1).

5 #145)6.2
2-(6-(3-FKR 2 A )R BB -1-G-BR A A ) K& %,
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NH H

HzN NHZ

ARIE o ZABI6F BTiE 6942 5, B ATIE RAEH K, 128 2-(6-(3-
FAAA)EL)RA-1-G-RA AR ERE2-(6-Q-REA CE )R A5
A-1-Q-RATHX, KRR Z R & BARREG2-(6-C-FREA AR I)BA
-1-G-BREA R E)EK, & £ 4 67%: 'H NMR (300 MHz, CD;0D) § 7.34 (dd,
J=17.6, 1.5 Hz, 2H), 7.27 (ddd, J = 7.6, 7.6, 1.5 Hz, 2H), 7.16 (ddd, J =
7.6, 7.6, 1.5 Hz, 2H), 7.05 (d, J = 7.6 Hz, 2H), 2.89 (t, J = 7.6 Hz, 4H),
2.54 (t, J = 7.6 Hz, 4H), 2.10-1.96 (m, 4H); °C NMR (75 MHz, CD;0D)
§ 172.8, 142.6, 135.4, 133.1, 131.2, 129.0, 128.7, 34.1, 33.3, 28.9; MS
(ES+) m/z 344.4 (M+1).

5347
2-(6-(2-(RABR ) T E) R ) B -1-Q2-(FUAKRA) T )R & %,

«N

norNspNHz  HaNG N

~ CN

F£0°C T 128 F R EA & AR AE2-(6-(2-R A& TH )R ) H-1-(2-
F A T H)K(0.35 g, 1.20 mmol)#) LB (10 mL)E&i0Ae. HFRAME
KRERETHHFICIHFALTFRE, FEARDETFEQ mL)F
F A B R AT E A RBATIER . B LR ARG x 30 mL)E Rz R
S, BARKRBANTRAFGHMNEFLE. AAZFTREERR.
BEAYETFENOmML)Y, KB RmEHK0.25 g, 6.00 mmol), ik
SMERBBE THRFICHIFALT T RYE., Bl EAN(TRTE
JEI%, 2 EAY, FFELERERKRG2-(6-Q-(REAKRL)TA)
EEVARE-1-Q(REAKRE)TA)KR @026 gy, & F H57%: mp
188-190°C; 'H NMR (300 MHz, CD,0D) & 7.35 (d, J = 7.3 Hz, 2H), 7.25
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(ddd, J = 7.3, 7.3, 1.5 Hz, 2H), 7.17 (ddd, J = 7.6, 7.6, 1.5 Hz, 2H), 7.05
(dd, J= 7.6, 1.2 Hz, 2H), 3.24-3.09 (br, 4H), 2.94-2.61 (br, 4H); °C NMR
(75 MHz, CD,0D) & 141.6, 135.5, 133.1, 131.2, 129.0, 128.9, 36.5, 32.1;
MS (ES+) m/z 377.3 (M+1).
S 3417.1
2-(6-((RABR L) F ) F A -1-(RAEKRA) T 2K E &

Ncu{\l NIJCN
HoN NH,
S

ARAR 4o LA TP PR 0942 5, BLbAT IR R AR A9 B, 42 A 2-(6-(R
EF ORI 1-(RA TR RKA2-6-Q-RATR)KE)RA
A-Q-RATEYKR, RFEREBARRKG2-(6-(RARE) T RR)RK)
B -1-(RAR )T )R, % 4$9%: 'HNMR (300 MHz, CD;0D) &
7.40-7.30 (m, 4H), 7.26 (ddd, J = 7.6, 7.6, 2.0 Hz, 2H), 7.16 (d, J = 7.6
Hz, 2H), 3.96 (br, 4H); MS (ES+) m/z 349.3 (M+1).

5 34507.2
2-(6-(3-(FA KR ) A A ) K ) B A - 1-G-(RAMKR ) A 2K 694 &
NC. +CN

I )

H,N NH,

ARIE 4o B TP TR 6942 5, Bt ATdE KA LR, 12 A 2-(6-(3-
FA A AR )R -1-G-FUAE A )RR 2-(6-Q2-RAK TE)R KRR
E-1-Q-FATHR, RFEZLEFRIKRE2-(6-C-(REMA)RE)R
A)FRA-1-G-(RAR L) A )R, & &4 22%: mp 155-157°C; 'H NMR
(300 MHz, CD,0D) & 7.31 (d, J = 7.3 Hz, 2H), 7.23 (dd, J = 7.3, 7.3 Hz,
2H), 7.10 (d, J = 7.6, 2H), 7.04 (d, J = 7.6 Hz, 2H), 2.85 (t, J = 7.9 Hz,
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4H), 2.65-2.34 (br, 4H), 2.00 (m, 4H); °C NMR (75 MHz, CD,0D) §
143.1, 135.6, 133.1, 131.1, 128.8, 128.4, 35.5, 34.4, 28.9; MS (ES+) m/z
405.3 (M+1).
5 3118
1,1°-(2,2- B A 3R (2,1-32 3K 3R ) = Bk 4 A A%,

-
sne

A, F2,2-#k — K043 g, 2.00 mmol) B K ¥ BLA F A AER
B%(0.65 g, 4.00 mmol)F & &I(15.0 mL) ¥ ¢ RA M IRFRE T H 1
h. KEAGEREFFLAEAZAT TR, RENN-Q2-AREARQ,1-Z
FEIR (R = E)REARE FAR) KT BLE(1.04 2), = F 4 94%:
'H NMR (300 MHz, DMSO-ds) & 11.40 (s, 2H), 11.39-11.03 (m, 2H),
7.92-7.85 (m, 4H), 7.63-7.54 (m, 2H), 7.50-7.36 (m, 6H), 7.34-7.21 (m,
4H), 7.16-7.08 (m, 2H), 4.95 (d, J = 5.5 Hz, 4H); MS (ES+) m/z 543.1
(M+1).

B. GINN-(2,2°-FIER(2,1- T KK (R = KR (FAR-T F
A)= K FBLAE(0.88 g, 1.61 mmol)#) B4 B iF R ¥ R Z AN (0.3
g)# K (15.0 mL)&E#& . ¥iZ R AECTHIF hitREE T, @id
AAEFEAERY, FRELERKRKRGLU-(2,2-ER(2,1-E XK
B)=HIR0.41 g), FFHT75%: 'HNMR (300 MHz, DMSO-dg) & 9.20
(s, 2H), 7.57-7.47 (m, 2H), 7.34-7.18 (m, 4H), 7.17-7.01 (m, 6H); MS
(ES+) m/z 335.1 (M+1).

5 7419

VA A BRI EAeh 7 X, FIRAE SBARMGARLMH, $1&AT
8 R K A
2-(2-PR AR A T AR -BEAR 220 F ) F AR
2-[2-({[AA (R A F ALY T R)-5-BKEA]-5-AF A F AN

o
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4,4-— F Bk — K F B8R,
& 4 F 4w

BT RAAL RS E R EFEAZRATIRFT Sty AT
REANSWERRALITANRLYR, HAATAEYER., LEER,
R AR T LA 69 B 4, fa R IR AR A AR 7 KR4I AR L 9.

LR ES XD
DMT 17 PR 2 (RS )

Z EAA T T SARIMER], A TFREFe 242 AR R EAR
KRGt P AS T R K A9 DMTL# MR A . X sl 2 sk ob 48 A LR
AIADMTIHEZ @it %, RARENBEDMTIMmics mEy. Lh
BAEEAZXDMTIH AL C MR R FIREDMTIZ 68, EA R RABX ML
A 41 4 (B 4K 562 48 FEL) R AT 48 fE.(H) 3= HepG3).

BB Z A5 XA DMTI ) 6%, @B R44&T AR B 457 %
Y BAKE, BN B AHHAFITE4KCFes P Fe)# Bl (Picard ¥ A,
J. Biol. Chem., 2000, 275(46): 35738-45%=Wetli% A., Chem. Biol. 2006
98 ; 13(9): 965-72), RBAEAIFEEL LR FRE A REH&FLELE
BN IR AR LR P 6 A RS £ (Gunshin¥F A, Nature, 1997, 388(6641):
482-8).

XM E TR FRIFF AN, @S ER R EMREGTHE
e FAEAF KRBT B2 YR ERMIAT), FIRRGEERS T
5 BRL Y pHARL I F 6% 9538 i RATRBARA T Sode b F ABEARSAT,

A F LA
% T AR KR AR

TR MR T AL AL A TR K R 69+ =3 M+ 4 B4R £
i, BiLREKBZHRROIAFIROFHERKEORFGBES
1&, 12430 Mskiez, b T4z s R, +3MF 9DMTIR A%
i, RE, 1 mgkgh T KBS B4k O IR KAH (R GKREL D
(iron challenge)”), W fEE /& 1/ 2 st 7 4% 69204338 m, LA E| &
RIS WK AT U RS, KA VNEE, ks E
6438 o e B 1K, A K AL MAkiE £ 230 mg/Kg£0.1 mg/Kg2 A
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H.

L B PR E, ALAHKEBNEHE TR TFTLKI]
P H T 1ICs, mM)ERAE, HTA”Z451 nME10 nMgICs)7E M4
%, “B”24%10 nMZ100 nM#ICs7E AT, “C"£45100 nMZ1.0 uM
HICsE A4 E, FHHLD'RZBFTRATLO uMAICsiEHAF, K1
F T RAR GG KA G5 B AR SEAEBIARRT AL

#1

3= 764 ICsoiE
kA
0 144 4 AR

1| 2-(1-{2-[2-(1-BR A AR TR )R B ]-R A} TA)-F Ak
L1 | 2-[2-Q-BR A AR FAREAR)FR)-FAGE =S8R L
1.2 | 2-[2-Q-BE A BRA TR A4-AFELARL)FR)- AR AL HE

1.3 | 2-[2-Q-BR AL T A S-FEREAAR)-FRIFAR R B E

14 | 2-[2-Q-BFE AL T A A4-FRARXARL)-FRIFAM-SBRE
15 | 2-[2-Q-BRAARA T A -5-F A REAL)-S-AF KR SR B E
1.6 | 2-[2-Q-BREAFAFTEAA4-FRAXAAL)S-AF RG-SR YE
17 | 2-[2-Q2-BR A AR F A -5-R-RAHL)-5-A-FR-F AR - KR8

1.8 | 2-[2-Q-BRABRA TR -6-FAREARL)-FRAIFAR_GRRE

1.9 | 2-[2-Q-FREAARA T A 4,5- — AR EHR)-FT RGBSR
1.10 | 2-[2-Q-PREAAA F 2 -4-F HFRAK)-F R F A SRR S

111 | 2-[2-Q-BR A F A -S-REAAL)-F AR AM LM

112 | 2-[2-Q2-BR A AAFAS-ARLARL)FR-FAKR SRR &

1.13 | 2-[2-Q-BREALAF AR 2 AR F A FABR_SLRE

1.14 | 2-[2-Q-PRAAE TR R2-AHIL)S-AF XA Rk i

1.15 | 2-[2-Q-PRAAE F A -S-AREAL)-S-RF A FABR R EHRE
1.16 | 2-[2-Q-PRAAZA TR 45— AFRAARL)S-RF R AR —SEBRE
1.17 | 2-[2-QQ-PREAARA TR A- R R AAR)I-AMAF R F AR SR

2-[2--PRAAA TR A4-RFEAL)S-ERTFEFRIAAKR - EER
#

h-

\,p

\*
P

l*

h-

\q-

‘.,

\*
#

\4-

#

=3
al o |lolalalololalalalalolalals|o|o|alelo|®

1.19 | 2-[2-Q-BRAARE F R RKBA)-5-BAF R A= ER M
1.20 | 2-[2-Q-BREARE F A 4-RFEAAL)-5-RF KA — SR B 3
1.21 | 2-[2-Q-PRAAAFTEAREABRL)-S-CHAAAF AR AMRZ LR E
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L&) N ICs7&
%% ez BT
122 | 2-[2-Q-PRABA TR 4-RRAHL)S-AF R | FABR AL L D
1.23 | 2-[2-Q-BR AL T A 4-FREAK)-5-RF R F M= SRR 3

*

1.24 | 2-2-Q-BR AR L A-RELAL)-S-ARF L FAB SR

125 | 2-[2-Q-REAATHAR )
1.26 | 2-[2-Q2-PR A ALA F AR A ALA)-5-
1.27 | 2-[2-Q2-BREARA F AR ERA)- ﬁ%@%%ﬁﬁﬁiaﬁhﬁ
1.28 | 2,2°-(F A &b = &K )R (2,1- Y -(TF )= F Ak = SR 2
1.29 | 2-[2-Q-FEAARAAL FERA-ZL)FTR-FEAAAG—QERE

f
W
Wmm

Sy
i
ki
:kn
&)
=
{1
(_\.
ﬁlﬁ‘“’
s
0
vlNol RviNoN v NoNKe!

2-[2-(2-PR AR F R -4-BOR B )-5-(F R st B ) F R A sk — AR
1.30 C
8 &

1.31 | 2-[2-Q-BR AL FTERAAL)FTR]-FAMK —SERE D
2 | 2-[2-QPREA AR TR A-B-RKAAL)-5-A-F R FAG - EE R C

- 2-{[2-({[RA (B RA) TR} T R)-4- BRI A} -5-A A F R 75 B
' i — SR R 3

2 2-({2-({[RA (B RA)FAIHA T A)4-[(= FARA)RBA )R AR .
' H)-S5-RFRFAM—SEERE

2.3 | 2-[2-Q-BREAARAFTEAREBBA)FR-F AR S8R L D

2.4 | 2-[2-Q-BRA AL T A A-FREBBIL)-S-RFAFABR AR D

)5 G-{2-({[RA (B RA)TRIRA LT R)-4-RARAA)-3-EHA)T A c
' Bk = 3 B 3

”6 C-{2-({[RA(BARX) T AIRA} T A)-4-AFRA AR} 3Ky )T A D

R

. 2-{[2-({[R A (B RA) T AL} T A)-4- RF AR} -4-(F LB b
' ¥AF AN %

2-{[2-({[RA(ERK)FRIAL FR)4-RRARAL-S-RAFT AR

28 W= feE s P
’9 2-[2—({[§E(ﬂ§k)§§)‘? AVRAY T H)-5- R R RR)A4-FAF A5 AR — b
938
2.10 | 2-[2-Q-REAA T A I-ARXEAL)-S-AF KM S ERE D
211 | 2-[2-Q-MRAAE F A A-RAREL)-5-RF Rk - FoR B E C
2.12 | 2-[2-Q-PRAEAA T AS-RRAAL)-5-RF A FAMGR - SERE C
213 | 2-[2-Q-PREAAE T EA4-AREL)-5S-RF R FAKR—AERE C
514 2-[2-({[RIAR (B 2K F AR T 3)-4-RARAIK]-5-A R F R F AN — c

s
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oy rEhLH fan
215 | 2-[2-Q-BREAAFTRARAL)F R FAAM SRR D
)16 2-[2_;@&(&%&?%1%&} FE)-4-BEAK]FAF AN SR B D
17 | 21 ;;[ AEEDFTAPAATFR)I-AXAA|TAR G AL R b
518 | T (i[ AEEL)FRAALTFE)S-RARAKRIFTAARMG_RLR b
210 | & [2-({[RAE (B EL)FRIFAEITE)-S5S-RARAK]-S-AHEAF ARG = D
SORBRH
200 | 1 ({[RA(ZRA)TRRLYF E)4-BRAA]-5-AHAF X7 Hh— b
FR R
g | % ;{%ﬂ(ﬁ&kfk)?%wﬁ%} FHR)-4-RERAAIFAAAGR R LR o
223 | BA¥K-2,2°-6,6"-0 A W (L V)9 F AR SoL B8 H D
224 | 6,6°-M(RAARLFTH)VKK22-—FR-_FEE S L8E D
225 | 2-(6-(BREAARE FR)R B 1-GR AR TR -G8 H C
226 | 2-(6-(R AL T R)R LKA 1-RARL FH)S- AR _F B H C
227 | 2-(6-(R A ARA FHROR BB A -1-(R A AL FH)-4- AR SRR D
228 | 2-(6-(BRAHRA FR)VKA)BA-1-(RARAFTL)4-RE_SE 8 D
229 | 2-(6-(RAARE T R)RAVKA-1-GRAAL FH)-S- AR KB E D
230 2{2-{{[5&%(&%; )T R} T A)-5-RFEBAR]5-RAF A A=A c
B
3 | ZE-(RERBYRE T E)RB)AL1-(RARBRE T LYK= AR b
% 3
5 1 1-Q2--(AR R T RO R A AL )F )M 4-F A R E) D
6 | 2-(6-Q-MAETHR)RI)HA-1-C-HRE TH)XR D
6.1 | 2-(6-(BR A FR)RK)AK-1-(BRATFH)XR D
6.2 | 2-(6-C-RAAE)KAVAL-1-G-IRARL)K D
7 | 2-(6-(2-(FAPRA) TR )R A -1-Q-(RUA R A) TR D
7.1 | 2-(6-((RARBK ) T AR AO)AE-1-(RAR )T )X D
7.2 | 2-(6-G-(FAMA) A E)E IR A-1-CG-(RAR L) AE)X D
8 | 1,1°-(2,27- A A (2,1-T F ) = ARk D
9 | 2-(2-BRABA TR -BOR2K TR )-F AU D
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BRMEQERGEBH TREGPGMRT. AZEZET, @SRE%
BRZRRIAEHIM B —REFRZ. RE, ¥k LBk
£, B IEZ HRA OB N RAEMESY. 13K/, BEME
fF kBRI E kA4, B AWK T L %KRE. 22, 2HWiE7H
W AREXEE A AW E, B AP EE B RHKRGRIL. FE4
ARARRN F R L AR aE T Glet. hitkEg. L@t
B FTIBSKBAKE G . EF MmO R A5 P B 5 A6 K ALK R
WS E R . e RA 6415, R A BT DMT14 £ 69 2 728 kI 8
oot 2t A B T8 T DM TR H 4 7

SRR RERBAFEVRET 5 —AFH X, L EFDMT1#H 47|
BERXHATH G #— Tk RAT P o oha. XLARBTHA F AL
A RATEA, Hlheilith it & F LA A (LevyF A, Blood, 1999, 94:
9-11,1999). % F & fo & & T & % (Huang¥ A, J. Clin. Invest., 2005
115: 2187-2191). B-2-#3 & & (de Sousa® A, Immun. Lett., 1994, 39:
105-111,1994). ¥ % & R o (Ciavatta® A, Proc. Nat. Acad. Sci., 1995,
92: 9259-9263). frit4k & & if ) (Craven®¥ A, Proc. Nat. Acad. Sci.,
1987,USA. 84(10): 3457-61)R L EAKE Lo smfi it R oo,

XA, PR ARBERSHMAELE KRN, SR FiE

BB i TR XM ha: ARHBEETMEFTRELE
‘l‘-—— BMeGIR RekiB g, RBTmFK. T Ol KEGATE
AT R B KR E T HAODR T RERK AT EZHNEK, RBFX
AR B4 KA R R RE —RAER, REKRT RREI. A
EHFATFT, BET A H — W NERAEKA [ AT Bied 76
Wb E I sk AR, s R EERT BT eET LR
B g ARHE

ARAAPFINRAGHAEZBREH. 2EEHEFAF. 2 FF
Wi, BsrEA. B EHwFRIESH EmRY, HUAELEILHFAR
BAF

BACKEAMUHET WELAAFHER, 128, BAFE
BREEHSETAERMMBRF|ZRKBYTCEA KR, B, TEZHEFTE
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FLARIA S A M AE PR A M4y, B ARZHHRMRT AL 6yt
ML, MAETEAMARAZRKGLESERMANELE,
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