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AT, C-C ok a sk, C-Cifsit, A A4 3%RAH
ROk, -C=CH; At Pk A o)k
J-h A, LRt 2-bqk ik 3k 3- (5, 6,
T, 8wA) sk, - (5, 6, 7. 8-wWA) -FEHik,
2-(5, 6, 7, 8wa)-+HX 3(5, 6, 7, $8wsg) -
b 2
3- (5, 6-=3)-2l-2-mtog X, 1-(5, 6-=4,) 211-2-ak =g 3t
2- (5, 6-=&) -1H-1-nteg X, 3- (5, 6-=4) -1H-1-wt o X
S-k b JF[2,3-clabme AL 0-2kwh 5 [3.2-Clab e A, d-=k v 9 [3,2-¢]
o AL Tk b [2,3-clabw Bk 6-ck wh 4R [2,3-clutre X, 5 —
Wit (3, 2 bt A, 5 (2, 3Z4) - kwh 2,3l
sk, 6- (2, 3 A)- hhif[32clmt A, 4- (2, 3-=8)
- kb [32-clwbsr TS (20 3-Z &) - ko 5 [2,3-clmt g &,
6- (2, 3 &) - ko hdf{2.3b[ate &, 5- (2, 3-Z&) - =%

b



ah i [3,2-blatue &, 0o (1, 3- &) - =koh 3 4-clubme &,
4- (1, 3-= ) - *khiA3d-clwemi %, 2- (57-=4&) - %«
A3A4blatz &, 6 (3, 4-= &) -2H-atwh A [2,3-cnt i &, G-
(3. 4-= &) -11-wtnh 3 4-claboe A, 7- (3, 4-= &) -1I-
abuh F14,3-clatmz A, 7- (3, 4-= &) -2II-atwh 4F[3,2-c]wt=x
. 5 (3, 4 #)-2H-mth F13.2clab A, 5- (3, 4-=4&)
1H-atwh 4 [4,3-c]atue &, 8- (3, 4-- &) -1-wtwh 5 [3,4-c] =t
wr k., 8 (3, 4--f) 2M-weeh i [2,3-clabx &, 7- (3, 4-
= 5 )-2H-at5h 5 [2.3b] b e A, 2- (5, 6-.= & )-1H-ntwh 5 [3,4-b]
aber k. 2- (S, 6-= &) -21-wth i [4,3-blwbew &, 6- (3, 4-
#, ) -2H-ab ok 51 [3.2-D] st o K
S-1H-ab e - |2.3-[wt e A&, 6-TH-abvi if[3.2-c]ateog &,  4-1H-at
vk 3 [3,2-¢] ot =t 7-1H-at ok jf [2.3-clmt oz &, 6-1H-ateg 4
[2,3-bjatoc &, S-1H-abvk 5 [3.2b]at 7 &, 5- (2, 3 — — &) -
1TH-nbok #[2,3-clate X, 6- (2, 3 — = &) -1I-wbv& 5 [3,2-]
abve k. 4- (2, 3 - &) -1H-nteg H[3,2-clmz &, 7- (2,
3 - =& ) -Ml-abek f[23-clmog &, 6- (2, 3 — =4) -1H-nt
ok 3(2,3-biater &, 5- (2, 3 - = & )-1H-ate% 54 [3,2-b]nt =z 2 |
6- (1, 3-=—&)-1H-+rg 5 [3,d-clatog &, 4- (1, 3-= & )-1H-
abed 5f [3d-clabor K. 2- ( 5,7-2 &) -1-ateg #{3,4-b]at et X,
7-2

6-1.7-— & 4, 6-2.7- 2 & 48 & SRR, T1.6-= B2

K, 5-1.6-— 8 4%, 526-- i 55, 827-— ik, 8-
L7-— 8 X, 718 ~& 34, 2-17-Z & %, 2-1,6-= f %
B, 615 -ama#ik. 66(1234-wa) -1,7-— A%k, 6

4



(1,2,3,49 4 ) 2,7-= a2 &, 7-(1,234w&a)-2, 6-— A #K,
7-(1,2,3,4-9 8) -1,6- =~ & 2%, 5(1,2,3,4-w&)-1,6-= &3 &,
5-(1,2,3,4-v9 &) -2,6-— R %, 8-(1234-wd) -2, T-—&%
A 801234-wa)-1. 7T-—@&rk, 7-(1,234-wmH)-1, 8-
SRk, 2-5,6,7.8-va A -1, T-—RRE, 2-(56,78-w4)

A, 6 RAE, 6-0234-vwH) -1, SRR,

L-&%, 2-%4, 5 (1234-wmg) -2a, 6-(1,234-wzg)
-F R

4- (2, 3-—&) -5 %, 5 (2, 3-=—4a) -1-% %,

S-X Aok, d-RHAekhak . 6-Fieka, T-RiFokvh A, S
= (2, 3-zZ&) - kdekvhA, 4- (2, 3-=Z&) - Xt
g &, 6 ( I —a)-Xkiervhik, 7-(2, 3—4)-%
it =k wh A&

4- (1, 3=4) - xjtxoh, 5 (1, 3Z4) -FXH %,

4-1H-=g % &, S-1H-= g %, 6 — 1 — =3k 2%, 7-11-73 % %,

4- (2, 3= &) -MH-wg= %, 5- (2, 3-=4)-1H-s% %, 6-
(2, 3-=&) -2k, 7- (2, 3-=4) -1I-=5 =% 2,

4- (1, 3-= &) M- & k. 5 (1, 3-=&) -1H-F &%
A

5-3,4-= &)-UI-2-% Gt stwh AL, 6-(3, 4 — = £)-1H-2-X jfat=h
X,

7-(3, 4- =~ @)-1H1-2- % jf at iy 2, 8-(3, 4 — = &)-1H-2-% jf ntsh
x,

5-(3, 4- = #)-2H-1- % jf abwh %, 6-(3, 4 — = £)-211-1- X % at b

-

]



7-3, 4-= A)-2M-1-F df et &, 8-(3. 4 - = 2)-21-1- X Jf ot b
i,
5-(1,2.3.4-w &) -4 A 6-(1,2,3,4-w ) - R,
7-(1,2,3,4-v9 &) -5t EH R 8-(1,2,3,4-v3 &) -Jt£H X,
5-(1,2,3,4-v9 &) -4H A 6-(1,2,3,4-v9 £, ) -4k 2,
7-(1,2,3.4-v9 4) -~F 4 % 8-(1,2,3,4-v9 §,) 4%

&t b TN
4ok . 5okl A, G-koR b TRk R, 8bRh X, 13K T
ﬁ,}ﬁﬂﬁ,mﬁﬁ&,&ﬁ%&,%¢%£,¢¢&£,}
¥ ek b, 2-K R K, 2-F bR R 2% wg b 4T
. 2-ed b, 3o gef e b Sogtuledok, S R3Sk K
5o -3k b, Aok R 3 R2-abg A 5-9 4 -2-abvk
K. 6-F R-2-abch K S-&-2-Kop A 3-ep b & Rk wh-2-
A EFeRer-2-0k 0 2HA1-X gfatnh-3-4 0 2 3- = &, K Jf ot wh
SedL 2. 3o AR dfoksh-2-0k, 1-7 AReked-2-0k ok k-2
A TSR B SRR B S 4, T-— AF 9t Eep-2-4, 4,
6-— F hogor-2-h, -y hEe-2-%, 2, 4 F RER-0-K,
2-9 doE ey -4- AW R FHer-6-0k 0 6-FUMA M-S A 5- &,
oo 5 [1,2-a] wbve-2-08, 1-H-ip-3- 2, 1-I1-2-7 & -7 -2-3%,
34-— R R-1-0, S4-f s A HROHA-K, 4 AR-2-A
By A RF AL G A

4- 8 3 -0- A-2-(F 8L )% %

4-7-2 (R 7 R BR)-F R



- &-5-F R -2-[( K 9 ) s ]-4 ot

4- B,-5-38 -2-[ (R v M) a)-F o,

4- & -5-7 R-2-[(X R 7 R)BL)-% 01,

4- B-5- K -2-[1(2.4- — BR-K )P KRR

4- 3 -5-7 -2 [{2- - R R) P K sk,

d- F-5-7 K -2-[[(4- A - )P K BR]-E 0T,

- f-5-i -2-[[d-R- % ) 7 R ]a]-% %,

4- #,-5-38-2-[[(2,4- = - KR X) ¥V K8k ]-F %,

4-A.-5-38 -2-[[(2- R- K K) P X ]-4 ¢

2-[(FR AP )AL |-4-45 o B,

2-[[4-a X)) 7 L)k ]-4-%m e Ao

2-(K A7 FUOR)-4-5 o e

#0346 4L AIDS 0 X TA Fop-site i fo ke R R IL A 40 0§
Fif &4, gL

Ryt frig - 3-NR R K92 W, ¢ R A7-H o
Rpg o=, -NH, X RisHe Rio 55 88 F—AH & Lt 5 &, 1-
Heh & A& T-doww A Ao

RUAFH T, 223A4C-Comn, C-CoEAML HE,
C-Cr s dh, =g v, C-C, =4 3 & & B0 &AL i UK 69 X
A B A TR AL A

4- §, H-6- R -2-(F B, )-w o,

d- 83 -0-72 3 -2-(CF B M) - o

-2 ~[(FR P A% %,

- F-5- ROR-2-[(R B W R84 o,



A5 -2-[CR L7 e

4 5.-5-7 R -2-1OF A T OO0 B

455 2124 = R-R A) P R]A-E %=

4- 5-5-7 M -2-[[(Q2- - %K) P AR K,

4- 5.-5-F 25 -2-|[(4- Ak )Y AR 0

f-5-58 2-|[(d- A0 P R AR -E 2

4 F-5-38 -2-[[(2.4- = R-K &) 7 K]A]-E %,

4- §.-5-38 -2-[[(2- &- £ R P KL)% o,

21K R W R eR -5 ol e

2-1[(4- & K )W R e )-4-% b

2-(3-at vz A WOk BR)-4- 4 o B Ao

2-( AW ) R

o7 05 45 i 67 4i AIDS o) OIA %) s ke b A BLIL S A O U6
Tkt 4y gt

R, i & & 0-11 3-NRGR ook ey rd, gt P+ R, £7-H 4o
R, 4711, -NIL & R fo Ro by B A F— A& 1-ateg e &, 1-
vib o B & 1-skut Ak

fh—faAem FMeLF, K1 6E% ~R AN S R AL
I 2-5 K o Ao & 18 60 R IE R & M

KT 6% ot Ao 5 L BLAL A 40 846 5 de ) 1167 #9404
Mo, B e 69 4 ALDS 6940 A 4n 2 % w36, 43, 59, 64,
1440 132400 vl B 5 & 4, 917, 26, 27, 32, 74, 76
82 £ 110 65 & I} 4k 10 4 4 . AT 4L A ¥ A 4548 AIDS k& 6914
A A F 5648 55 e T1 4t & A



A4 132 5% & £ w4y 5l sk 65 45 AIDS 4L & 4,

X1 tygog- i Ao to AL T A S Bl dk, —587
T RCAR R T VAN, B s B RS AR A ML T A AR
Mo k. TH ML A Y A A A LA R s, R STH R
$E 6 T A S, i b, &, AT 28 (THAM ) |
2-F A2- (P R) -1, 3o m, iR T A oA, dr.
CECE: S g

3 AIDS 65 X JA 5 o - &5 A Ao t5 R SEAL 8- T VA M 45 44 5 3
2o M, aMAALLALZAFGENRLMEY, B
SLAL A4 3T N T 4 77 A £ 05 5 4 4w AIDS

KiEAEEH ZHA (HRV) EF T VAL ZRAKZHEZ R
AR RAANERLI DS LATR A4, AXH5ET
Fla&timA, FLAAKRY SLHERALERFZASAELMNGE
AW .

TG e A o6 Fif bk (1) AR KRS AALE
HRAHFOHA, MEOERI D aFPAFRAEARLROE L E
g, Ao (2) LA @ 89 AIDS 69 e K defa) Yt X b H,
(blisopsoriasis (¢) LA fe M) A G4, € IEM & 2 M £, () 4E4T
AATCH &8 A(@Kaposi &, f T8 A60 4 2ZFHRA; A i
ob J e i F sk xb CD4 3k € s e 64 31 # o F 200/mm’ o5 8 A,

RSB T Ao, 80P EERAM, K&k, BFK&.
R A bR . AT HCE A8 001-%9 500mg/kg/ K, o FHRE TO AR
P AR B, A6 L M S A 4 10-49 2000mg |, dh % 100-4
1000mg | & L W 1-6 4,



B MmN gAERETHRaenty ke X IA L4
M, BGEHGRRGHIE, A EEAE, RERAAGTE. &
F. AR AR, T g AK N ) JLe 6 B T 6 e at A 45 R R B
BAA R ABAE N th, I LTl il A E AP X TA 44
Wk R KT AR A FHT LT AR LR A G,

AN T, 2 TV Fuobt 2 e 3k 69 % 4 T R M AR o I M & 3%
57 (75 0.2-25 100mg/kg/ £ ) . 33 ARC ( AIDS-4n £ 44 4 )
AIDS g5 A R M & o LM F 675 (% 1-# 500mg/kg/ X ) .

A X XTIA D F-AIDS Fog-bte R f o AR LS HT U 5 1
TR B S R N, LEAE M AZT . ddl,, ddC, 5
F-HFYH-AIDS W, i T o s AFORE: 5 EHEATF
% WO91/09849 | 4 1991 5 7 A 11 8k, A h@EATFS
WO93/01181 ., £ 1993 1 A 21 Bk, v 55 GBI HIRKD
B M,

A K YL AIDS 69 X IA 7B A fr L ARSI A M 2
WL AP A AL RO )RR, ABAARLR KT AEY
B AL, AR AT G e RO, A
AE RIS P A KO A 8, Al ARG P
KT #a A iE A R M. ik -t 5% AR T UK Y 8 0
AIDS Virus Reverse Transcriptase . I X MAri o1 5 X F Ak 2
65, EMBO 0 6 3333137 (1987) , P236L # 4 if 4
R85 ALt PNAS 90 0 4713-4717 (1993 ) 43 #1653, a4 51 ik 5.0
MM%&LMﬁwfﬁ&#mmmiﬁiwﬁﬁmzéAquﬁ
ASHIE AR 09 KT . & 37 C. R 48 Science,1125-1129(1981) 57

5



P W A R A A R A, 20mM A A, 60mM &
4y, 0.05%NP-40, 10mM g4 4, SOmM Tris PHS.3, 10 p
MY S]-47 92, 04 B Ut 35 86 -5' -85 M = 48, 10 p g/mI RNA e (%
rC A% rG )4 S p g/ml DNA 3 4 (& dG £ 5 dD 65k 4 40 b 8
w30 24, AH IR AT A A0 B E Al 4 DESL K EIF R
Bits ¥ 550, Ak KR A SNk, TR S
o, Ahkl o s iRt ( ICg AT EAGITH
( P236L ) &5 50% s Eeathdndh kA, iy M A&F) a9
H & 2 1C,, A,

FiEd T REGE LAMBELHTEALHKH, CHEALY K
P LE S N

VL A5 A A& K P AL AP AR A LA d A T R B,
BT A ALY 4RI T A AR, A ETE
RART W —AFHKXTHN FHAT, #H “Z," & “R",
b 07 R, RLT ERARTE MR e, B
il —AAFMOFARERETBEXGET, v, R LAA Z
CABRRE T CHAC(=Z2)0, A2 7, 47 2HEF. X218 R
fr R AR T A CHECHL-CRYMOI |, 5 2 R A R, % 1) A F —
MTERER, G FAALALFTAATH, PP bdd, A
HETTHTERARENE TSP T ERALLMOE T L,
LiE 5 P AR AAAE AL T TRAR NN, 5 ALK RS
HTEAGAMOE T E AR THTOEAIES Y, B, 4
LA F, RARBERANRGFRET L,

AR X AT AAL—-Fp T ARGRET. —#&



Kb, % o RFHPHALF NG, Bk, CH0-CHy
CH(R)-CH, £ 7 2 fR-1-7 RoA & AL A4, £, 45 ="

AEaAt, #l4e CHL=CR)-O-CII,, YLAHF “=" AT ZH,
1] 40 [IC=C-CHR)-CH,-CH,. & & —# & & # 5 X A 7:-CO-
H-C=0)-, bk BIJU I 0 & 2R 6,

RS () At o Foh— o LA RM X ATF. B,
A 4-8-2-Y At A8 X AFH N=C ( CHy) -
CH=CCI-CH=CIl, —# 2% (*) A-FHhLERMIIFGRE T,
ERLe R, SRk FEH sy 4 (k) -1-gok AT i -N-(CH,),-
N(C,H)-CH,-CIL, & .

PR EAE LS oy R IR (OR) SRR AR T RIH R
BLEAERTOHORKRAAY FHFRGEEH, SFFHEA
FUR KA F Loytofdbds, L HBEEFIILE K —F
o, -C (X)) (X)) -t ARA A TIRMTTUALALM
AFEROFAT ARG/ FRZ 4, 22, BARK LMY T
TR AR Z 0 6941 KR 8w, 5 by~ AR AH B T 3R -F
& (FE) mELELFRZ EAANFROZTF (AE) H, —4AR
RAEA LS — AR Ly, AR LS Fg X
P, o -ARAE (X)) 2 FoRAL (X)) AFha-#Y,
f il e F AR TR R R A S AT, PR T " &
“Lodm. MIET (X)) LT mASS -ARAKARX (X))
Aok B (B ) -8 5l T 8 BT 69 Al T 69 B AT

BT FOMARL O H, il T EREA AR
EHPHEFOTAL, b, SR TFERETFHTELA R, 4-C

-
¢



(=R, ) -T2 freh, 2 LHARAM GEHBATER (-
CO-) ), BB mAFRAERG BT ERAKLXa-R,; &p- R,
o E AR TSR AMBEAGEA KT TR AN, o
SHEFIMAMNMSE LF XA “a-R;ip- Ry " A A —
XER, LMWL T, a-R, fp- RoHEREXR T LT 5]-
Cla-R (B -R.)-. #lde, 5H=MmEF R, -C (=R) - #&
KXAAAA T ERARAA, AT FRAXRL a-
R.,:Bp-R.p, —, . a-Rey:p- Ro o F, 38-Cla-Rg )B- R
Dy e Cla-Re (B- Ry FF. £y, 5 - ER,, -C
(=Ry ) -, AdBA—HTERKEAX a-R:p-R,. FFHHH
afp 2d) N4 EARRKK (Fie, & TP EBREGE
), A TABETHELRER T EGRAL, £T A LE MK,
{2 a fo B 4L T VLA v,

BT EF THEAABRAART BT ERAL, 4B
A= TERANRETEZLALESLE-RBAT M E
Fo Pl -CARPH-CRPH- ( Cdr C 8 HEERZ XA F—Fo
Fog&BT) b, RARTUAGSE-BA (1) C & C2
e A A (2) SRR A (-0-) , Wabil X AR R
. 5 Rk Ry — ALk 2 8 426 4k 4o R ] -X-Y-H, X — 44k
A LA C AT XA CoakT Y., B, RERH
#, ik A6y LR A Rk 1 A& -CH,-CIL-0-CO-..." £5 2
TRAEET C, A, 28, YAFh LR A R —RH &
CO-O-CH,-CH,-" b, 2 — M MEAFTAPERABTC HARK.

TERRRAGERFHAHMAEL. - HALTENDL LA B

I8



e <C-C,7 , U <17 Ao 47 MEEHE, ATEEFTX
SRR kR T &, MEATMESTE eI, Bl C-Cule
A2” ARAF1AAE R TFOHRA (REFHMAHEFT, Tk
HElEBA) . Ahm ey aEe, T-AEBATFHEL
g WM AER TR, N, CC g A kriR Cl-
(CI1,),-O-CO-, gt n 20, 1X2, @i MrikZLFPRE
&%ﬂﬁ&ﬁ%ﬁ%ﬂﬁﬁaﬁ“(mg”ﬁf%%?%ﬁ&&i
B Ly (REE) kFe, RELEZEHINE, ( C-
C) RAABERGALY CC ik iR, AL “ C-C”
RAEEARGER TR, Ay, % CCoR AR AN (G-
Co) B (C-Cy) B Rp 2 sk AR AREH 2-6 MK R
FH, AT LA ER AT AL ARIRAFST
BAENAASAGERT, ks —A e LR EXEARLL I AR
I

SR A EX A At (k) RARY, AKXENARE
Salk et (%) PhAEdR TAEFLL
F iy Ko o Aoy CHARTS Mo L/ RFA
7,

AT 6 & A VAR IR AR

TLC A& 45 4 £ &, 1%,

& kRS AP TR N T kR & E,

THF 5% 4% 09 5% 9,

&k S0 09 B4 KR R

NMR ZHib (A7) srded, L3 2A5wF AT

I



%50 BG AR A 3 7 S AL 4 Ap ppm (O ) AR 8

IR % 45 4= sF £ &,

D kAL (ClHg)

MS A - /& #, vhomfe XA F/ 6 # #45 AF. [IM+HH] e &
B EBETmAR T, El drb Fas., Cl A7y s,
FAB A ikig BT & K.

- R Y.

BELEAE T (FR, -, -RA-8)

M5 TR ERA, folfh —ASNBIILFEAR
LA F O A ’ﬂT?-‘iJflfrﬁ)‘%:éi‘fﬁ,/\?f&%éﬁﬁa‘uﬂé\db‘
PH. B, pAMIETHE A RA AR AR,

atbot KA 4TI IUPAC & 4 ik i & L tyabg XA B, #l 4o 2-9b%
A (A 2-BARAKGaboT L) .

Lo N GE M ab . i A ] eh R ) vk BRIk A (viv) AR,

HIV 2 45 HIV-1 |

S HIV s oo Fedl 5t LA A B ARG TIAE
ey, = F HIV mp (s #) @ fn ke &, X IA o)g=t-
BERASTA T A A gk, 7 IV mi, g
F A AIDS ¥ & ARC 0935 A XTA 03 -840 & 47 £ 4 T WA
Heil Aok “ AIDS &) 2 m K46 . #FF “ AIDS 2 & A 4509 %
A7 XA %o -85 K Ao 1IN BEAT A W T VL K A 09 4 A B
5]

% 5.5)

20



R ERBLEFARE, TXHENEAPBET T8 445
KUY & AL S Ao/ A 5 36 K A W 60 % 4 5 ik, 4 BT K 8 5% 4
RARWEE, JFAFRHT 5 SR d AR LEAFHEE. K48
MR AA TGRSR AL 5 EB O EMA T AT
FRAEBWART RRBFR Al K,

Fab L Ha dqR-6-202- (2, 6 RERATHEL)
Feg;  (Cpd#l)

21



B4 F k6 K 2H Ak Ew — kA4 ( L6lg,
10.0mmol ) 25 ¥ S0% o m ( 10ml ) & RE N B4k A 4L A
( 440mg, 11.0mmol )W H K HAFBAKER . QL P HOAD,
6-— B-¥Rie (2.17. 10.5mmol ) A mh @R AE 1.5 0.
AELCHE, WEBK, Bk, RAEZATHh, NLBEL
an AR AR AL &4k, A5 245-246 T,

WRPFEFZP L6 - BRI EAE-LELREOLE, ANSEH
B AL 4 T ¥l 8 i F ik 4 O A

mp(C)

Ex./Cpd#2  4-f 1-2- (¥ 1) -6-F K 57 236-239
Ex./Cpd#3  4-{M-2- (2-P A XA PR A) -6-72 250-251
PN
Ex./Cpd#d  4-FX-2- (-7 R XA PHRL) -6-72  230-231
A g g
EX./Cpd#5  4-8A-2- (VX XATAA) -6-%  266-267
Ex./Cpd#6  4-8-2- (3= g P A AR FPAA) - 222-223°
6-7% 3k & vy
Ex./Cpd#7  4-8 5-2- (39 5 R A A TRL) -6- 206207
Ex./Cpd#8  4-8k-2- (4-7P (A XK PAK) -6- 231-234
Ex./Cpd#9  4- 8 A-2- (3-AAATVAR) -6-4  92-93



Ex./Cpd#10
e
Ex./Cpd#11
% K
Ex./Cpd#12
&% L
Ex./Cpd#13
£ S Ry
Ex./Cpd#14
6-# L 4 %

NMR: (DMSO-d) 8.01 (s, |H), 7.83 (d, J=7.8, 1H)., 7.74 (d, J=~7.8. IH), 7.45

(- AR PHRL) -6-24
4-f Rh-2- (IR ATHRA) 6-RA
4-5 M -2- (- A A FTRE) -6-72 %
4- 1, K -2-

(3-ARARXTRRL) 6-5

4-F Hh-2- (- RABEARXKRTHAR) -

84-85

194-196

208-209

263-264

(t, J=7.8, 1H). 6.55 (s, 2H, 4.95 (s,1H), 440 (s, 2H), 3.84 (s, 3H)

Ex./Cpd#15
Ex./Cpd#16
6- 35 K oL
Ex./Cpd#17
6-7: % o
Ex./Cpd#18
6-72 K g vt
Ex./Cpd#19
O- 72 A
Ex./Cpd#20
6-5 K F v
Ex./Cpd#21

- N-2- (4T IRFATHL) -6-

4-g K-2- (3,

-~ @ KR EL) -

S RFRTRAL) -

S-TRARPHRE) -

- AXRTHYL) -

S-S XA PHRR) -

-8 A-5-F L A-2- (FAA) -6-2 %

263-264

222-224

255

276-277

278-279

288-289

195-196



Rk Cpd#22 d-f A5 A-2- (FAR) G-z 170-17
& %

Ex./Cpd#2d 4-f &-2- (2-at RPHK) -G-2A  219-220
o

I Cpd#2d  d-f B -2-(2-0-0 Ak A P K] 214-216
6-72 K

Ex/Cpd#2s 4-fA-2- (Iabmc kPR R) -6-F2 & 210212
Ex./Cpd#26 4 - &4 2 - (1 -AATRR) 240242
6 - A ER

Ex./Cpd#27 d-fh-2- (2-R A PAA) 6-f2 X4  247-249
%

Ex./Cpd#28 45 A-2- (6.7-- R-2EARAPAR) - 281-283(d)
6-F2 X &

Ex./Cpd#29  d-f b -2- ( 2-k 4k K ¥ 6 & ) -6-72 &

b

& L

NMR. (DMSO-d,) 833 (d, J=8.4, [H). 799 (m, 2H), 7.76 (di, Jy=1.2, ] =7.6,
1H), 7.68 (d. J=8.4, |H}, 7.59 (dt, J;=1.2. J,=7.6, 1H), 6.58 (s, 2H}), 4.97

(s, 1H), 4.63 (s, ZH)

Ex./Cpd#30 4-8 3 -2- ( 6-8-5-4m %k P s ) -6-  254-255
prok & v

Ex./Cpd#32 4-g %-2- (E- X O AP 8 L) -6-72  253-254
ES e

Ex./Cpd#33 d-@ %-2- (ai R X)) -6-72 8 %5 193-198
ok 34 B oK 4- /R -6-RA-2-2,6- - R KA P R K)E

24



w3 Cpd#34)

48 A-6-7 A-2-2,6- = R E A P AR A) % % (1.33g,
4.94mmol; Cpd#1)fe 2-F & atoz (0.5ml) 2 POCKL(6mI) ¥ 2 14 &
RiLA, ATHRALAEOEMNE, MAREAGTH, ABaR 0
BH. BITKE, BB NS o) NHOH &% & G 45 &R 30 5
HoARE, KERA, Rk, AMTRELS, BAISC,

BAEEAG I - R RAF—LELRILE, RRAS
R ELERARERNTAE R FiELE 4

mp(T}

Ex./Cpd#34A 4- £ #-6--2- (¥ L) -4 % 112-114.6
Ex./Cpa#35 4R k-6-R-2- (2P LA APAL) - 120131
v
Ex./Cpd#36 d-f %-6-5-2- (T AXAVHA) - 97-99
%
Ex./Cpd#37 4 5 8-6-2-2- (&7 RXEPHRL) - 9596
%
Ex/Cpdi38 4 §84Z2- (3-ZATAKAPH 959
w) -k

ST
)



Ex./Cpd#39
% "
Ex./Cpd#40
% %
Ex./Cpd#dl
Ex./Cpd#42
Ex./Cpd#43
Ex./Cpd#d44
Ex./Cpd#45
e
Ex./Cpd#46
) &g
Ex./Cpd#47
£
Ex./Cpd#48
r) -Fx
Ex./Cpd#49
) -HE v
Ex./Cpd#50
A) %
Ex./Cpd#51
&) -
Ex./Cpd#52
A) -&ot

4-5 A-6-R-2- (7T REXATHR) -
- K-6-5-2- (4-FAEXETHLE) -
-8 h-6-8-2- (-RAEPARK) -F%
-HA-6-8-2- (F-ERATPHE) -E7
-HX-6-8-2- (-2 RXAETPHRE) -E%R
-5 K-6-R-2- (3-AXAPHRR) -F
4-F K-6-8-2- (J-MARXXTHR) -%
-8 K-6-8-2- ( P ABEARATHR
- FHK-6-F-2- (- RTREILPEY) -
4- 5 K -6-8-2- ( 3

v D RXAT R

-8 k-6-7-2- (3, - RRATHR

-5 R-6-8-2- (3 . S—REAVA
-5 R-6-4-2- (2, 4-FRXATH
G H-6-8-2- (3. S8 XATA

100

118-120

97-99

103-105

91-93

109

117-119

169-171

124-126

123-125

172

166-168

144-147

184-186



Ex./Cpd#53
Ex./Cpd#54
Ex./Cpd#55
Ex./Cpd#56
K- L
Ex./Cpd#57
Ex./Cpd#58
i) -E=R
Ex./Cpd#59
Ex./Cpd#6(
k) -#EE
Ex./Cpd#6l
Ex./Cpd#62
%
Ex./Cpd#64
% K
Ex./Cpd#65
Ex./Cpd#66

¥ 5619 67:

4- F L -6- R-5-31 O % -2- (k) E
4-FA-6-RS-FAA2 (FARRE) %
4-F R -6-8-2- ( 2-wbog AT AR ) R
4- & K -6- & -2-[2-Q- < F k)b w X P A

4R A6-R-2- (Imtx ATRERE) -EX
d-5A-6-F-2 - (1-BATAH

-F h-6-1-2- (2-B A PRAL) -EX
4- Lk -6-K-2- ( 6,7-Z R-2-F KT B

-7 Ah-6-F-2- (-2 EVHRR) E%
4- 5 H-6-7-2- (6--S5-NMATPRAL) -

4-5h-6-82-2- ( E-XCH A PRE) -

4-F-2- (2-F R waA) -E% 76-78
4-F Ik -6-R-2- (A ARRL) EX

149-151
83-85
185-187
151.5-154

159-161
114-117

98-101
125-127

150-152
157-159

117-120

137-140

Bl o d-RAG-R2- (3L XATRERMRL) -FR
( Ex./Cpd#67 )

27



Al 50%mCPBA ( 172mg, 0.50mmol ) & 52 4- 8 £-6-&-2- ( 3-
BERPREI) -%w ( 165mg, 0.5mmol; Cpd#d3 ) &5 — & F £
(10ml ) gt 40 17 0wk, did s Bk B4k, Al oBtshdf
FR, .2 216-217 €,

WA TP T OFT AR — L LRBBGEE, 24K
A-6-8-2- ( 2-BRVHLE) g5 ( ExJCpd#59 ) # k48 #,
THUMENLSH R B-6-8-2- ( -2 AT REHBRE) -F%
( Ex./Cpd#68 ) (f§.% 222-223C) .

Lt 69 0 & &R R6-8-2- (XA TRHAMA) -F9L
( Ex./Cpd#69 ) 94 &

M 30%H,0, (Iml) &3 4- 5 2-6-8-2- (3-L AR TPRR) -
£ (660mg, 2.0mmol; Cpd#43 ) 58 (Sml) SrALFE
A T200, MOKOCBEFR 4, AKX, Bl kN5
FedbRobik, MM E-TH, RE A% K%, @il & %2 hibLsf 3
s, A1 1 o o®/CRAR, K5 191-192 T,

Kbl 70 0 W& - RAS-R-6-R - 2- ( 2-RXTHRA) -
( Ex./Cpd#70 )

HA-RE-6-R 2- (2-Z A 7HL) %% ( 302mg, 1.0mmol,
Ex./Cpd#59 ) #-g 8 &4 ( 100mg, 1.2mmol ) & F 50% ¥ &
(3ml) &, jFaimped v (0.92M, 1.2ml, I.1mmol ) %% &

2R



., RMef- S AMEREAAEREF M OB LERR, MRk
Ay, MAsHE-TH, REAT R, @i & &b
WA, 15 S om/eEam, B8 158 T,

ARBFE P 7067 - R PHAF - L XEMHORLE, 2XA
4-F h-6-8-2- ( 2-atur KW e ) -5z ( Ex./Cpd#55 ) #1 4 4-
FOA-5-32-6-8-2- ( 2-mbm AP ARK) -%% ( Ex./Cpd#71 ) (%
£ 119-120C) , |
£ T2: $HE A, 6-ZBR2- (KEATHRRX) €=

A 3.25M NaOH ( 11.1ml, 36.2mmol ) & AKX €L L&
( 5.22g, 36.2mmol ) 5 & ( 52ml ) &k 5 kv kit 454 30
oA, EE R AR ERSHE, AT AR (4.3ml, 36.2mmol )
Fmh AR L, AHARERGHAATRSE, L&
e EBAGE RN A K, EENACERE, BE>320T,

WKt 72 09— T HIHAF - L LEHGAE, 2 FH
SN BERERARARERH, TSR FiEilLsd:

mp(<C)

Ex./Cpd#73 4,0- 72 E-5-¥ A X-2-Q- A XA P )%  248-249
"
Ex./Cpd#74 4,6- — {2 % -5-8-2-2- B AP ARX)-E% > 325
Ex./Cpd#75 4,6-— 2 A-5-F R-2-2- A X P #k)-%%  285-286
Ex./Cpd#76  4,6- — 52 5 -5-F-2-Q-ntoe £ P £)-%77  195(d)
Ex./Cpd#77 4,6-~ 72 k-2-(4-7 LA X A Ve X)-£ 207208
Fa T8 BH 4. 6-ZH-2- (FAA) -E5 ( Ex./Cpd#78 )

M POCLQROmI &3 2- (Fa k) 4, 6-—5 A% ( 5.95g,

29



25.4mmol; Cpd#72 ) dpmkwi 2 8 PECE I Ak R o T e
fiw ki3 oy POCL, R AT HBA K g 5F Kl B 4k & /AL
Wb fe KB E PIT-8 . M 8 OB R IUKE & 30k, RAF L RALH
fe A ASHMHIE, REMARE TR, TEFRIFTAEXR
b, KRG iﬁiié'i%’tﬁ?%{t,l BP ( 0.2mmHg ) 155-156 C, # #|4F
LA

NMR: (CDCly) 7.43 {m, 2H). 7.29 (m. 3H), 7.02 (s, 1H), 4.3_7 (s. 2H).

A F At T8 6 — A ROf - LA XM AT, 2N
S BRAERALEEH, TASGATENLSH:

mp(T)
Ex./Cpd#79 4,6-— #.-5-7 #, R2-2- KA Ve X)-%% 93-94
Ex./Cpd#80 4,6-— &-5-8-2-Q2-F A P A)-E % 80-81

Ex./Cpd#81 4,6-= &-5-F £-2-Q-2 A P HER)-E 109-110
Ex./Cpd#82 4,6-= #.-5-8-2-Q-nbog A F A RX)-E =R NMR
Ex./Cpd#83 4.6-- F-2-(4- L XX P 8L AK)-5F % 39-42

Cpd # 82: NMR: (CDCly) 8.58 (d, J=4.1, 1H), 7.67 (m, tH), 7.50 (m, 1H), 7.24
(m, 1H), 4.51 (s, 2H).

T 84 B & d-Koor A-6-7-2- (FaA) -Ew; Cpdiéd
Fd, 6-— &-2-( ¥R A )% (261mg, 0.96mmol; Cpd78 )

ETF-2&A&YLE (Iml) ¢, m=ck (0.17ml, 1.20mmol ) fo%

we ( 0.10ml, 1.06mmol )& %2 i A& % 2 K 4 60 )8, A o4 NH,CL

i



B RAERA, M Em &Mmdd, NAKSETRIFLAZERE. &

#EWALIT ARG, AL LS/TR M, .5 8586 C.
WMEFRE 84O R I HASF - B XEHOLE, 2XA

SEARAGREAREREH, TALSATELSW:

mp(7T)
Ex./Cpd#85 4-ntef 2 X-6-8-2-(F A )4 % 80-81
Ex./Cpd#86 4-°B4 -0-8-2-(FRA)-4E7 119-120
Ex./Cpd#87 4-1 & fA-6-E-2-(F A A)-E%  67-68
Ex./Cpd#88 4-m 3L-6-8-2-(F A L)% 136-138
b 89 & 4R R-5-FRA6-H-2- ( 2-BATFHRA) -E%

( Cpd#89 )

oA, 6-=&-5-F k-2 (2-FRPHRE) -E% ( 1.40g,
4.0mmol; Cpd#79 ) i Fork (10ml) &, Mk &ALk ( 2ml)
R, KRG EFHGE Pk 120C 2508, ARG, L&~
, RoKsFA %, .48 115117 U,

AR Kb 89 6 - R A — LA XBHORLT, =N
S A E L ARERN, TALS R TiES 4

mp(C)

Ex./Cpd#90 4- & X% -5-9 1-6-8-2-C-A X FALRX)- 156
%
Ex./Cpd#91 4- & -5-R-6-R-2-Q-A A P L)--¢ 160
d
Ex./Cpd#92  4- & -5-2-6- 8-2-Q-abvg £ 7 8L £)- 171-172
w7



Ex./Cpd#93 4- & % -6-#-2-(4-F LA X A ¥ & &)- 118.5-119.5
&
gkt 94 Hl & 4-JA-2- ((2-abme AP RL) -Emg; Cpdié94

6 4- 5 A -2-% her (0.40g, 3. 15mmol ) ¥ o8 ( 2ml ) #
¥+ mA 325MQ2.0ml, 6.5mmol) & f L. R wiisg 10
W, LA 22 CE, mA 2-7 Aateg & 44 *HCL ( 0.49g,
298mmol ) ., A wA b 1Sy, AEBAATERE. K
AGmET INHCI ¢4 mom o&R, NERLAKRSH T
Ar#) PH8 3 K&, MO olGabkmk. Migh gl 44,
fe AT AL AOAINE, NREETHRFAZTERE, X
& 133-134 T,

AT 90— MK — L XHHEOKLE, 2R
SRR ARERA, TUESATELSW:

mp(<C)
Ex./Cpd#95 4-8 X-2-(3-;8 A R P g i)-%% 111-112
Ex./Cpd#96 4-8 X2-2-Q3-F A X A ¥ B K)-F g 88-89
Ex./Cpd#97 d-f &-2-(3-at oz I 7 55 4L )4 »7 118-119 -
Ex./Cpd#98 4-&%-2-(2-%’?%& E S ¥ SEL L 115-116

Ex./Cpd#99  4- 8 3 -0- £.-2-(2- K jF K ok X P s AL)-  202-203
%

EX./Cpd#100 4- & R -6- £-2-12-(1- % A -1- 8 %) 194-195
K] -

Ex./Cpd#101 d- f 3 -6- 5-2-Q-3% O -1-% & 7 6 &)~ 122-123
& o7

32



EX./Cpd#102 4- 5 2-6- 8-2-(7- % 03 XA K )-F 2
Fap 103 HE 4 R-6-8-2- (1-ARATAE) £

A0T, #HF1-BA98 (227mg, 1.44mmol ) H 2| 50% £ 1t
# ( 69mg, 1.44mmol ) o9 £, 4K THF (4ml) % ¢, K 30 %
WE, mAARR2, 6-ZRE% (157mg, 0.96mmol ) H 4 22
CTHHF 72 08, BlefftakEst AR R4 AT XE. R
BB FoRTET AN x K AR, MARETF
¥, TRAATRE, ELLFFAHS, A1 2 LB LR/
CHE BB N RE/Y R EL S, KA 160-161 T

MAEREP 103 69— R P K452 XM GHE, 21
SR ARBEH, TUSR TR

mp(C)
Ex./Cpd#104 4- 5 % -6- &8-2-(F fuik)-$ 5 114-115
Ex./Cpd#105 4- § % -6- 5-2-Q-% X 7 A X)-5=7 130-131

Ex./Cpd#106 4- & % -6-&-2-3-F fL & X X ¥ # 24)-4 85-87
%

Ex./Cpd#107 4- 8 X -6-8-2-3-:2 ¥ R 7 fLR)-F v 96-98

T 108 ¥ & 4B A-6-8-2- (I-BARXRATHRR) -

#H AR A6-2-2- (7 RAAAPHRA) -Fw ( I6omg,
0.128mmol; Cpd#39 ) 5 ~& 7P (025ml) ¢, %445 0T
0 BBry ( 0.32mi, 0.32Zmmol, IM # =& FE &%) &5k
M. LOCTHEIAR %20 08, Bei2 b H., A%E, Nk
A RHA, i@ 30 04, AHEKE R, Bl OBk
¥4 ah shil, 8.5 147.5-148.5 C,



FF 109 B & R R-6-8-2- (F-FRAXREATRR) €%
( Cpd#108 )

LAERZTF, F 4-846-8-2-( -PRAEXRATHL) -E%
( 135mg, 0.50mmol; Cpd#108 ) # £ KOH ( 280mg, Smmol )
# DMSO ( 2.5ml) #Figd, mA 2-2% % ( 615mg, Smmol )
IHRFAE St AEBAKY., N UBRIKTHE, A
AR TR, dEFA RS, E#A AL ANHER, A1 3L
OB/ Tm, ELTLT,
Faet| 110 0 4 & 4- & X-6-8-2- -4 ( Cpd#110 )

od-fK-6-2-2- (47 RAXEPRL) -7 (11.0g,
39 15Smmol; Cpd#93)4e = 5. 8 ( 84ml ) —mwiiz 20 b
i, REAZGEL FHEMN, MAGHIHFHHS, KESC
Bk MR, N CBARA N B R, RETUTR, BE
> 320 C,
Faedl 111 0 # & -8 K-6-8-2-[2- ( 4-8) g X VA5
(Cpd#111)

M 3.25M(1.47ml, 4.8mmol) NaOH & ¥ 4- & R -0- 5 -2-58 4X =
7 ( Cpd#110; 614mg, 2.38mmol ) & & ( 1.5ml ) Bk 4R
SHRANSOT. WALR-2-ATP Rt B TREEZRT
Mo AR RS W ATk, SERMBGEAKFNK, KE M
ACERE, BE195C,

G TR LI 0 — 8 F B AF— e XM AT, =50
& 1869 RAUP K ( chloromethlylarene ) # k&4, T &R T
LS IR VR

LB



Ex./Cpd#112 4- 1 & -6- & -2-[2-(6- &) b = X F R

A -4
Ex./Cpd#113 4- & A -6- &-2-[2-(6- 7 K )wtg £ F B
]
Ex./Cpd#114 d- § % -6- £-2-[2-(4-F X )nb ot X ¥V &
x]-4E=

Ex./Cpd#115 4- & 2 -6- &-2-[2-(4-C ALk )abog X 7
% S Lk A

Ex./Cpd#116 4- 5 X-6- &
VoA ]
Ex./Cpd#117 4- & X -6-3
A%

Ex./Cpd#118 4- & X -6- &
Al-4

Ex./Cpd#119 4- & % -6- &
A -4 %

Ex./Cpd#120 4- & X -6- &
ab ot & P B A ]-F

-2-[2-(4- £ AR R ) ab s K
A-2-[2-Q3-F A )b X F A
A.-2-[2-(5-F R)abze X 7 A
2243 )b e R TR
2-[2-(4- 7 LK -6-F X )-
Ex./Cpd#121 4- & 5-6- &
W R k|-

Ex./Cpd#122 4- &, &R -6+ &,
Ao

-2-[2-(4,6- = F )b A

i

A 2-(2-(4- ¢ B )t ot &P AL

mp(C)
135-136

156-157

192-193

181-185

136-137

148-149

191-192

1884d

171-172
160-161

173-174



Ex./Cpd#123 4- 3 -6- £-2-[2-(4- 7 fLR)me oz £ 7
R SR L+

Ex./Cpd#124 4- 5 % -6-#.-2 [2-(4-(2-F &£ X))t
vt kPR 7

Ex./Cpd#125 4- f, 4-6- & -2-[2-(6- &-4- 7 R )tz &
¥ 3L

Ex./Cpd#126 4- & & -6- #-2-12-(4-5 % R A)abwz &
TR

Ex./Cpd#127 4- & & -6- & -2-[2-(4,6-= 7 X) %% &
PR ]-E %

Ex./Cpd#128 4- & & -6- #-2-[2-4- F %)tz X 7 &
Al-% %

Ex./Cpd#130 4- 2 & -6- £-2-[4-(6-F )& 5t & T &k
Ax)-4% =

Ex./Cpd#131 4- & % -6- £,-2-[2-(4- % ) ub oz X 7 5
A%

Ex./Cpd#132 4- § % -6- 8-2-[2-(4-F % K)at oz & 9
Bk ]-%

Ex./Cpd#133 4- & 3 -6- 5#-2-[2-(5- % £ )wb oz & T 4
-7

Ex./Cpa#134 4- §, 3 -6- 5-2-[2-(4- . & )mb oz £ 7 5
K-z

Ex./Cpd#135 4- 5 #-6-8-2-[2-U-(a -2 %, - F &)
FESET-F TP ¥ SR T

ki

191-192

156-157

171-172

168-169

180-181

214-215

165-166

161-612

139

191

180

140-143



Ex./Cpd#137 4- § £-6- £-2-12-(4-3% % X)=tox £ 7 162-163
A -5

Ex./Cpd#138 4- f % -6- £-2-[2-4-31 K L )wtwz £ 7 138-139
Bk )% o

Ex./Cpd#140 4- & 3 -6- &#-2-[2-(4,5- ~ 7 R)mbwz & 210-211
TR A]-F %

Ex./Cpd#142 4- &, 2 -6- R-2-[4-2,6- — 7 &) g & 132-138
L YL A

Ex./Cpd#143 4- & 3 -6- & -2-[2-(d-wt vk k5 sk )b oz & 205d

VoA A% %

Ex./Cpd#144 4- & 3 -6- &-2-[(5- & Kop-2- A F 2)58  100-102
R )-4% =

Ex./Cpd#145 4- 8 2% -6- £.-2-[2-(4-Q2-7T M )mboz 2 ¥ 115-117
Bk]-4w

Ex./Cpd#146 4- i % 2-[2-(4- =~ w B /&) mkue 207-208
WAL )-%

Ex./Cpd#147 2-[2-(4- & £-6- )% e £ s F & ]-wt  199-200d -
m-1- L4t 4%

Ex./Cpd#148 4- & J-6- & -2-[(=£ h-3- & ¥ %)) 5L 83-84
R]-% 7%

Ex./Cpd#149 4- 5 -6- &.-5- 2.-2-[2-(4- 7)) ab oz £ ¥ 172
Bk -4t

Ex./Cpd#151 4- § 3 -6- £ -2-[2-(4-(3- % &) wb =z & 144-145
VB k)



Ex./Cpd#I52 d- 5, 3\ -6- 3-2-[2-(4- 7. f L )by JL W

B - v
NMR: ((_‘D}(,)D) BO74d, I=5 2 TH L 812t 1H), 774 (d. J=5.1. 11, 622 (5. [HY. 4.53 1.
2HY. 2.64 (5. 3

Ex./Cpd#153 4- & A -6- 3 -2-|{ % 3f L sh-2-20 ¢ ) 118-119
A3

Ex./Cpd#154 4- 5 2 -6- 3-2-12-(0- = 7 2L 4 A -4-7  166-168
HK)abor X W B L -

Ex./Cpd#L55 4- & 2 -6- 2, -2-[(1T1- 7 -3- 0 W JL) s

ASEL 3
NAMR(CDOT) 747 720 6054 65 409, 430, 337

Ex./Cpd#156 d- & M -6-30-2-12-(4- 7 FU g & )mboz & 168-169
T kR o
Ex./Cpd#157 4- & 2L -0- 50 -2-{US)(-) ¥ 4 1 %) s 115-116
R4 %
EX./Cpd#158 4- {3 -6-3-2-[( X ji K -2- k-7 &) 155-156
HBAR)- 4 o
Ex./Cpd#159 4- 5 9 -6- 7,-2-[(211-1- % S bt wh-3- 00 110-113
W) 4K |- v
F A L1030 A1l A B0 H2 2P B R ) nb A T B |-
g ( Cpd#163)

A5 4 BN 6 F2 2P R L) b er P gL A -
( 100mg, 0.32mmol ) fosi & 7 g ke ( d8mg, L.06mmol ) i
THECOSml) b0 dh wr i 5 i o A A wy ( 25%, 24
Lo 0.107mmol ) Jiwaif it &4 | ob0b, o 29 B ® A 5 i it 51 5
ALk, BRG BE s, N D e A 0 Bk, LR 191-192 T,
BI04 4 & -8 -0- R 2H2-(- 52 P L) - AP B R -



oz ( Cpd#164 )

# & s (12mg, 0.32mmol ) &3 F THE ( 1ml ) +
AHEH 0T, N ARAGR2(2-G-F AER) -k FRRE]-E
ez ( 100mg, 0.3Zmmol ) 5 THF ( 0.5ml ) SR &@mEH Y
W SRR E EE SR L, Mok (1), INNaOH (1
W) Ak (3) RARNKANNCH CRHER. MABETRR
A% A, A R K R S RS 65 B 4k, 388 117-118
C.

RAEE ] 70 69— AL P WA~ L LRMGAE ZENA
) 48R 6-F-2-[2-(4-F 4R ) -aber KT R K ]-E 0w h Ak kB
T4 A T ik Lt

mp(TC)
Ex./Cpd#165 4-§ % -5-;8 6- £-2-[2-(4-7 )=t & 138-139
T A]-E T
Ex./Cpd#166 4- 8 & -5-:¢ — 6-&-2-[2-(4- % % &)t 146-147

AT R A]-4 5

ARAE T ] LD 69— o Wb 4 — ek A B & E, 24N
418 ) chloromethylavene # A2 45 & 41, Tl & & FiE L4 4
Ex./Cpd#167 4- & 3 -6-8-2-2,6- ~ A ¥ 2V &- 173-174
Ex./Cpd#168 4- £ 3 -6- &-2-[(2,3- = & X # <t *h-5- 153
AP R)HAR]-%
Ex./Cpd#169 4- 8 K -6- 5-2-[(5-% % 5 & #-3-% 217219
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¥R AR-E R
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AP R)RAK]-% R
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VR ] -F
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e -2- )T R BAR]-% R
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B AR - v
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e AN L
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BAR]-% ¢
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% %
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AR ]-% %
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&
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Ex./Cpd#182 4- £ A -6- f-2-[(5 4 #-3- % 7 ) s > 210
R4 %

Ex./Cpd#183 4-§ % -6- &-2-[(= h-5- 24 7 R) A R]- 190(d)
% % |
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% %

Ex./Cpd#186 4- i b -6- &-2-[(41 b & -5- & % %) sk 148-150
R ]-4 %

Ex./Cpd#187 4- & % -6- & -2-[[3.4- = £ -1- % £) ¥ 127-130
R AR -4

Ex./Cpd#188 4- & % -6-7-2-2-(5- ¢ L X )atx & 200
¥ SR L4

Ex./Cpd#189 4- & A -6- £-2-[2-@d-70 & A)atx A 7 134

7 B B

AR T et T2 09 2 WA 2 XRBOAE, 2XA
b6 R AECT AR ALK R, TASATEAGS A
Ex./Cpd#190 4.6- — 55 X -5- 7, -2-[2-(4- B ) X F R

-
gﬂg&:UDMSU)848(dJ-55J}U,7Jl(&IH)TA4(&1}D.4¢4®.2H)

AR T 78 0~ F AL XA RE, ZXA
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Ex./Cpd#191 4,6- = &.-5- &-2-[2-(4- K)o A P HL A -

NMR: (CDCly) 8.54 (dJ=5.5.1H). 7.77 (5, 1H), 7.39 (d, J=5.4,1H), 4.59 (s.2H)



52 #A] IC50 9‘;#3&.&-} 1C50 52 36,49) IC50
34 10 50 0.33 85 30
34A 2 sl ! 86 40 I
35 03 52 02 87 100 i
16 0.05 53 15 88 5 J
37 0.33 55 0.002 89 5
38 1 57 10 90 5
39 0.16 58 0.03 91 25
a1 0.2 59 0.036 92 !
. ,
42 0.5 60 10 95 1
43 0.14 61 s 96 50
44 0.6 61 0.02 98 5
45 0.11 .64 0.066 0.5
46 0.1 67 25 2
47 1 " 5 2
a8 0.5 1;69 20
49 0.06 84 10
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I] 5 #6451 1C50 ICS0 IC50
E 166 0.02 8.0 183 0.04
I 167 5.00 25.0 184 3.0
168 0.05 7@ 185 1.0
" 169 0@ 0.5 186 0.5
50pM
170 1N@ 0.5 187 0.6
50uM
171 1.0 05 188 50.00
172 - 50.0 1.0 189 ~1.00
173 10.0 0.02 192 0.02
174 0.5
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