[19] FEAREFMERR MIR=HNGE [51] Int. CI’
CO7D471/04

N . . N CO7D471/14 A61K 31/44
| =/\

*; (2] &P T HE BT 2t A61K 31/505 A61P 31/18

7 217 BiES 00817018, v comantoe 2t

221 : 00,

239 : 00) (CO7D471/14,

[43]1 AFH 200344 59 H [117 AF S CN 1409711A

[22] sRiFE 2000.10.19 [21] eige 00817018.5 | [74] &HcmEm EERRB(FE) GRAH
[30] fi54 REBA DEE X &£
[32]11999.10.19 [33] US [31] 60/160,329
[32]12000. 8.17 [33] US [31] 60,226,171
[86] Ef=ERiE PCT/US00,/28824 2000. 10. 19
[87]1 Efra% WO001/29037 I 2001.4.26
[85] #HAERME A 2002.6.11
[71] i A A0 BATFER — /R B B2 25 i A H)
teht 3% TP N
[72] %A B L« 45 M« IHRER
JeD %K H-FE
CM- L
R« OBy Eh A

BRI 2R 4520 BT 3345 160 T

[54] 2eA&#r  FHAE HIV 30 5% 8 30 0 57 A & 1

—EEEY
[57] #Z Rl R2

KB B R (1) 10 = 540 A4 8 H ST 54 W
R SRR MRS, RICHY E g X B)n (1)
RIS, BT HIV 005 RG], &% A N
BH LA A2 TS A WORAT &, & | R®

i % =M S 16 77 7 25 P G A U 32 O A
SE K T it BASR i% =3EAH

%1% 7 A AL B AR

ISSN10O0Z8-4274



00817018. 5 W #® E Ok B 1/200

1. —F X (Deg1eo4h:

(1)
RA ZARFMRTS Ko AR F R XGRS R EHF LTHET

5 BN, HF
nit g 0. 1. 2 4= 3;
A hix g vA T 63K

0.0 0.
0

H ¥ AR LR EETTMERA N-BALH T X
Frif A 3hdg 0-3 A BB, ATRERA Bl sit ) Crabisk.
10 -OH. Cium 8. -S-Ciudzas. OCFs;. CFs. F. Cl. Br.
I. -NO,. -CN #=-NR’R*;
W # N & CR;
X # N & CR*;
Y # N & CR*;
15 Z % N &% CR*:
EHRRW, X, YARZFHANRZN, WERGTRN,
R'it gy 0-7 AR ERMKE Cran g 0-5 A ERAL IR,
R2it f-R*, -OH. -CN, -OR*™, -OCHR*R®, -OCH,CHR*R?,
-O(CH,),CHR*R?, -OCHR*C(R*)=C(R?),.
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-OCHR™C(R*)=C(R™),. -OCHR**C=C-R*. -SR*. -SCHR*R™.
-SCH,CHR?*R?, -S(CH,),CHR*R?". -SCHR*C(R**)=C(R*"),.
-SCHR*C(R™)=(R™),. -SCHR*C=C-R*". -NR*R*,
-NHCHR*R*". -NHCH,CHR*R*. -NH(CH,),CHR*R*".
5 -NHCHR*C(R*)=C(R*),. -NHCHR*C(R**)=(R*"), #=
-NHCHR*C=C-R*;
R*i% & H. CH;. CH,CH;. CH(CHs), # CH,CH,CHj;
R? % H % R™;
R*i% iy 0-3 4 RTERAA T A, & 0-3 ANRUEBAKay Crs i
10 h 0-2 A RYBUR 4 Cos4etih . & 0-1 A RYERAR 8 Cos it i
g 0-2 A R¥ Bt Cag IRBA. B 02 A R RA,
ABASR 134k 5O, NAfe S ey BT 3-6 LKA,
i 0-2 A R™BRAK; |
H&, AE-NRPR™ &5 4-7 A3k, £F 0-1 AR Td O3 NR®
15 B
Rit g H. Ciudnsh. -OH. Ciu# 84 . OCFs. F. Cl. Br.
I. -NR’R®, -NO,. -CN. -C(O)R®. -NHC(O)R’.
_NHC(O)NR’R*®, -NHSO,R'. -SO,NR’R®, A& 4&H 1-4 /|
#tH O, NfuS ¢y BTy 5-6 TAFIK;
20 R¥i% f H. Ciuti. -OH. Ciut& 4. OCFs. F.
Cl. Br. I. -NR’R®, -NO,. -CN, -C(O)R®. -NHC(O)R’,
-NHC(O)NR’R*, -NHSO,R!. -SO,NR’R®, vAZRAH 1-4 4~
% f O. NAeS #4 BT 8 5-6 L&FIH;
HA4 R’ f= R*® —#eH & -OCH,0-;
25 R¥®i#% g H. Cutii. -OH. Ciuki& k. OCFs. F.
Cl. Br. I. -NR°R®, -NO,. -CN. -C(O)R®. -NHC(O)R’,
-NHC(O)NR’R*, -NHSO,R! #2-SO,NR’R**;
KA R*F2 R® —#H &-OCH,0-;
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R¥*i#% g H. Ciutt3. -OH. Ciuf4k. OCF;. F.
Cl. Br. I. -NR’R*®, -NO,. -CN. -C(O)R®. -NHC(O)R’.
-NHC(O)NR’R**, -NHSO,R!® #2-SO,NR°R’?;

3% R® f= R* —## &K-OCH,0-;

5 R, ko, ik g H Catisdt. -OH. Claliii.
OCF;. F. Cl. Br. I. -NR’R*®, -NO,, -CN. -C(O)R®,
-NHC(O)R’. -NHC(O)NR’R*, -NHSO,R'® #2-SO,NR’R**;

R*, fE#REAN, ik g H Cuiii. -OH. CiuaRA.
OCF;. F. Cl. Br. I. -NR°R*, -NO,. -CN. -C(O)R°.
10 -NHC(O)R”. -NHC(O)NR’R**, -NHSO,R'"° #=-SO,NR’R**;
R¥i% g H. F. Cl. Br. I. -OH. -O-R'". & 02 AR
BAX G -0-Cs.10 B3R . --O(CO)-RE. -0S(0),Ci4 22, -NRZR™,
-C(O)R". -NHC(O)R". -NHSO,R' #2-SO,NR"?R'**;
R*it g H. F. Cl. Br. I. -OH. -O-R'", & 0-2 4 R*

15 A AG-0-Caio B IR, -0S(0),Ciudtsh. -NRPR™*. ¢ 0-2 A~ R*
ARG Cre . @ 0-2 A~ R*EAR Y Ciyo s8R, W 0-5 A~ R*
BRI RE, LAEEFH 13/ %h O. NASHRRTH
5-10 &3 A, & 0-2 A R*BRAX;

ROFfR™* it Hie Catid;
20 A&, RAR* 5Ntk R—RESHME 0-1 A~ 0 NET
& 5-6 7LIK;
Rt § H. OH. Ciafii. Cram A NRR®;
Rt g H. Ciatfif Camit;
R¥it ) H. (Crsm ). ClealmE it (ClamBI)F A,

25 Coto FRMBE. (Coro FROFEBA. (Coao F4) FABA,
CiamE)BEAAAEC B8R EL. Copo FEERLARL
(Cia g )AL, CaARAFA. Kﬁ-ﬁa A
(Ciu BB L) F A Fa(dh NRPR¥BAX 4 Crs s R BE

&

W
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Rk f Crast AR

Rt f Cretp k. Cre BRMEA. & Cos R AINRE) Cre i
CorsdiMik. Coehdrik. CieIrluik;

RP# R it f H. Clstnfidfe Cos R A

5 A&, RPFRPTikdefr—RM MK 4-7T LK; Fo

RPit f H. Cisttdh. ComARtist. Cisttfik. Cus
s, Coghtk . -O-Coshbtifh. -O-Coesb it
NRPR', Cj¢ 5% 3 F2-0-Cs6 IR,

2. —HAAER I YL YREBF L THZHELX, £+
10 Rlit oy 1-7 A B EFRAH Ca iR L,

R?i% f-R*. -OH. -CN, -OR*, -OCHR¥*R?, -OCH,CHR*R?,
-O(CH,),CHR*R?, -OCHR*CH=CHR?". -OCHR*CH=CHR%,
-OCHR*C=CR?, -NR¥*R*, -SR*, -SCHR*R®.
-SCH,CHR¥*R®, -SCHR*CH=CHR?., -SCHR?**CH=CHR™ #

15 -SCHR*C=CR?";

R*it f H. CH;. CH,CH;. CH(CH;), # CH,CH,CHj3;

R2b 4 H X ch;

R™ it B & 0-3 AN R¥MBRA F 2. b 0-3 4 RUERAR#9 Crs ik
# 0-2 A~ RUERAK 89 Cos i, b 0-1 AN ROFRA 89 Crs b A

20 i 0-2 A RMERAX Y Cas it sh Ao 0-2 A RBAR A KA

RP# R*, AHARMA, ik H Cukik. OH.
Ciutt& . F. CL Br. I. NR’R*® NO,. -CN,

C(O)RS. NHC(O)R’. NHC(O)NR’R*®, VAR AH 1-4 A
g O. NA=S ey RF 1ty 5-6 TH&FK;
25 K& R fo R*®* —A2 4 & -OCH,0-;

R¥®#= R*, kB, it g H Cattzk. OH.
Ciats§4t. F. Cl Br. I. NR°R®, NO,. -CN.

C(O)R®, NHC(O)R” #= NHC(O)NR’R™;
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£# R¥F= R*® —#e 4 & -OCH,0-;
R*i#t f H. Cl. F. -OH. -O-Ci¢t. & 0-2 4~ R*EAR Y
-O-Css B3R, -OS(O%Ciutith. -NRPR!2, & 02 4~ R*
B Cluii. & 02 ANR* B4Ry Cos IR, W 0-5 4
5 RBARE KL, ABAH 134K A O, N Sy RT
b 5-6 LA A, & 0-2 4 RPEEAX;
R’ R™ 4kt ff H. CH; 4= C,Hs;
RSt § H. OH. CH;. C,Hs. OCH;. OC,Hs#= NR’R*®; #o
R’ B CHs. CHs. CH(CH;),. OCH;. OC,Hs#» OCH(CHs),.
10 3. —FAAEK 2 b, LF:
A Rit

\;‘f \ ‘;"f\ SN N
g 8 !
NOREE G

{
o]

R'i% § CFs. CFs. CHF,. CF,CH; A=k Rk,
R2# g -R*, -OH. -CN. -OR*. -OCHR¥R?. -OCH,CHR*R®.
15 -OCHR*CH=CHR®. -OCHR®CH=CHR*. -OCHR*C=CR® #=
-NRzach;
R*:i% f§ H. CH;. CH,CH;. CH(CH;), #= CH,CH,CHj3;
sz % H £, ch;
R¥i% B 0-3 4 RIEFARH FTA. b 03 ARBRH Caln k.
20 B 0-2 A RYEAR ) Cos bt b 0-1 AN RUERARAY Coa bl iAo
& 0-2 A~ RM B84 Cop FRARE,
R’. R® R®#R*, A& Lk HAN, ik f H. Caki.
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OH. Cis3g &4, F. Cl. Br. I. NR°R™. NO;.
-CN. C(O)R®. NHC(O)R”#= NHC(O)NR’R™;
A R A= R*® —#H &-OCH,0-;
R, Ak BIE, ik f Ho Catid. -OH. Cusmgik.
5 OCF;. F. Cl. -NR°R%, -C(O)R®#=-SO,NR’R**;
R¥# 4 H. F. Cl. Br. -OH. -O-R". & 0-2 A~ R*E&X#y
-O-F Ak, i 0-2 A RPERARG-0-2R T 4. & 0-2 N REEK 49
-O-%4. -O(CO)-RP, -0S(0),Ci4 %4 -NRPR'™, -C(O)R",
-NHC(O)R". -NHSO,R' #=-SO,NR"?R'?*;
10 R*i% B H. Cl. F. -OH. -O-Cisitfk. @ 02 A~ R*ERHg
-0-Csi0 B IR, -0S(0)Ciuti k. -NRPR™, & 0-1 A~ R* B89
Ciutit. & 02 A R¥EMA Y Cos IR, & 0-2 4~ R IR 4
FA, ABAH 134 h O. Nf= S e§4 T4 5-6 T4
FA, w014 R¥EUK; |
15 R’ R™3 %k § H. CHs A= CoHs;
RS:t f H. OH. CH;. CHs. OCHs;. OC,Hs#= NR’R™; %
R’it f CH;. C;Hs. OCH;#= OC,Hs;
RUst g P, 2. ®A. FREA. T, K&, T, CF. CHCF;.
CH,CH,CF;. -CH-3k @A Fo3R R4
20 RZfFR%maith Ho ¥4, 2. AL FoL. THE RiF
F A,
RBig H. F4. 2£. AL, FEA. TA. K& THE
Cre @AM A. FHRA. TRE. REL. FREK,
T&A. NRPR™, smEmik. TR, KAAREFIRTRE,
25 4. —FHBFNEZR I GO MIABF ETHRIGEH X, LF:
R! % CF;. CF,CH; & CHF);
R%i# f-R*, -OH. -CN. -OCH,R®. -OCH,CH,R?.
-OCH,CH=CHR®., -OCH,C=CR® #=-NR*R*;
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R2 5 H & ch;
R¥# A 0-3A4 RUBRAAFTA. & 03 AR EAE Cali ik,
t 1A ROUBUK Y Cos sttt Ao 1 A RYERAR Y Coa b
R, R® R®#R*, A&KBAN, kg H Caiki. OH,
5 Cis 8. F. Cl. NR°R*®, NO,. -CN. C(O)R®,
NHC(O)R” #= NHC(O)NR’R**;
& R’ = R — 4 s-OCH,0-;
R, A&k, #zitg CHy. -OH. OCHs. OCFs. F.
Cl #2-NR’R**;
10 R¥:it § H. F. Cl. -OH. -O-R''. -O(CO)-R".
-0S(0),Ci4 % 4. -NRR'* $2-NHC(O)NR'*R'%;
R*#t g H. Cl. F. CHs;. CH,CHs. & 0-1 A~ R*EAX#y
HEL. & 0-1 AR¥EK e -FA-IRAL. & 0-1 AR®
BARART A, 1 02 A REBRAMRL, WASH 13448
15 O. N#fuS ¢4 8F ¢4 5-6 L&A, & 0-1 A~ R*EAR,
R Zesr ik f 2-nbme R, 3-wbme k. 4-mbne gk
vk k. 3-vkrhiAR . 2wk 3-oEep Al 2-MEn A
2ok . A-FREed f o 2-sked d 0 vepkH | gReE L
LSBT 3
20 R’#» R¥™ it  H. CH; A= CyHs;
RSit f H. OH. CH;. C,Hs. OCH;. OC,H;#= NRR*; &
R’it & CHs;. C,Hs. OCH;#= OC,Hs,
5. —FRAER 1 AR AHF L TRILHEHX, L.
n#0sx1;
25 A FRAEiR A N-Bibd X;
R' % CF;. CHF, & CF,CH;;
R?it f-R*. -OR%*. -OH. -CN. -OCH,R®. -OCH,CH,R*".
-OCH,C=C-R®. -OCH,C=C-R®. -NR*R*, -SR*,



00817018. 5 A B k5 E8/20M

-SCH,R®, -SCH,CH,R®. -SCH,CH=CHR* #=
-SCH,C=CR?;
R2b7‘§7 H & ch;
R®it By 0-2 A RTERK G F . b 0-3 ARG T A, & 024
5 RYBAL AL, & 02 AR BKRMTIHFL. & 02 MRERK
9 - M. & 02 A RUBRAKey 2-@t A, & 0-2 A RYBRAX,
BTk, b 02 ARYBUKE) 1-Fmkk . & 0-2 4 RYERAK
4 2-F ke Ao dy 0-1 A RBURSG IR A L
R, A&k B, Mk h CH;. -OH. OCHs. OCFs. F.
10 Cl #-NR’R**,
R¥:% f H. F. Cl. -OH. -O-R", -O(CO)-R". -0S(0);Ci4 42 .
_NR!ZR!% #-NHC(O)NRIZRW;
R'it g H. Cl. F. CH;. CH,CH;. # 0-1/ R*ERAX.84 |
FEk. & 0-1 A RHRARH 1-FL-ZKAL. & 0-1A4AR"
15 B IRT . & 02 A REIRARMEL, UBRAH 134Nt f
O. N#u S #§24 BT 44 56 L&A, b 0-1 A~ R¥EAX,
Hbpriddein it g 2-vbndh . 3-abme ik 4-mboe L
-k, 3-ekehih. 2-Eep . 3. 2-ME Ak
DoEek B 4-FREed H | Deskep B ek oReE A
20 A SRSl Y38
R>#= R¥®3% ik ) H. CH; A= CyHs;
RS:t &) H. OH. CH;. CHs. OCHs;. OC,Hs#= NR°R™;
R’i% g CH;. C,Hs. OCH;#= OC,Hs;

R® % H,
25 6. —FFARFEK 4 SR EHF ETEZHEHX, LF:
niz g 0k 1;

At h
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000

O=-—2

Bitf F#. z&. ®#L. -OH. Cl. Br. -S-CHj;
W % CR?:
5 X 3 CR*:
Y # CR™*:
Z % N % CR*;
R'it 4 CF;. CHF,#= CF,CHj;
R®it §-R*. -OH. -CN. -OR*, -OCH,C=C-R*,
10 -OCH,C=C-R?® #=-NR**R*;
R* 3 H:
R?® 4 H:
RE#t g 0-3 ARTBK T, & 03 AR BKMGTHE. & 034
RYBKREEA. & 03 ARUBRKMF-AE. & 03 AR BRRHY

15 THA. & 02 AR E&H -AHL. & 02 AN RBUK
8 2-A A, & 02 ARBEKRE 1-Btik. & 02 A~ RURAK
& 2-A kA
R’ # H;
R*®3 H. F. Cl & Br;
20 R34 H;
R 4 H;

R, kBRI, ik Ho FH. &, -OH. Cy
&AL, OCFs. F. Cl. Br. I. -NR’R*®, -NO,. -CN.
-C(O)R®. -NHC(O)R’. -NHC(O)NR’R*, -NHSO,R' %=

25 -SO,NRR*;

10
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R¥# g H. F. Cl. OH. -OR'. -0SO, ¥ 4. -NR"?’R'* %=
“NHC(O)NR’R*,

Rt f H. F. -OH. -O-F & . -OS(O),CH;. # 0-1 4
REFRGIRAA. & 0-1 A RFEBAMHATHE. K&,

5 N-ehok gk . 2-vbme gh . 3-sibem gh | 4-mibre i . N2-9 3 -
N1-vkrg 2. N-wkre g, N-stbekoks skofe N-okok 3L
R® 4 H;:

Rt g H. F1. 2. AL, R4 CHhHFALRIKRAL;, &
RPAR%Pmshg H Fh, 2. . FRLATAHL,

10 7. —FRAN R 1 SR LA F ETHRZHELX, LA
A4 B A X (Io):
_ W F(J ‘\\RZ
~Z7 N
éa
(Ic)

8. —FA A BR 1 S YREHF ETHLHELX, LA
#AAd A KX (d):

(1d)
15

9. —FrR AR 1 94 R 2hF T2 69 A X3 N-
FMHF X, HF XSt
T-F-5-(RRm A F R8H)-5,10- = £-5-(Z R F )R Fb][1,8] =&
A,

11
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7-R-5-(F 48)-5,10- = 8-5-(Z A F L)1 [b][1,8] = £A&,
T-R5-GRT A F RA)-5,10- 2 £-5-(Z A F R HADI1L8I= K
7-R-5-(TEA)-5,10- = £-5-(Z A F L) K HF[b][1,8] = R,
T-R-5-(72)-5,10- — &-5-(Z A F 2R [b][1.8] = &&,
7-2-5-(iE A EA)-5,10- = F-5-(Z A F H) X5 [b][1.8] =R/ &A,
T-5e5-(F 7 BA)-5,10- 2 £-5-(= AP ) KA1, 8] = &,
T-8-5-(T £)-5,10- = £-5-(Z AT £)%H#DI[1,8) = A&,
T-8-5-(F fk)-5,10- = £-5-(2 T 2K [b][L81= R
7-5-5(S)-GR A A F £ HL)-5,10- = 5-5-(Z £ F L)X F[b][1,8] = &

7-R-5R)-CGR A A F A H)-5,10- = 5A-5-(Z £ F 24) K H#[b][1,8] = £
1525 A A L5, 10-2 Be5-(Z R T 2R H IS = R
T-R-5-(2,2,2- Z R G RHA)-5,10- R -5-(Z AT £)FF0][1,8] =&

7-R-5-(Be A BA)-5,10- 2 R-5-(Z AT AR H[bI[1LSI = &,
7-F-5-(T£)-5,10- = £,-5-(= A7 £)F H[b][1,8] = £,
T-Re5-(3F AT RA)2-F 4-5,10- = 8-5-(Z AT £)RIF[BI[L.8]

ZRE,

T-F-5-(E T £)-2-F £-5,10- = &-5-(= . F £) 3% 5#[b][1,8] = &
T-R-5-(2- 3R A& TR)-2-F 4-5,10- = 5-5-(Z A F £) % 5[b][1,8)
ZRE,

T-R-5-(BR A A F RA)-5,10- = R-2-(FAE)-5-(Z AT A)ERH
[4,5-b]& 7k,

7-R-5-(F T BA)-5,10- 2 8-2-(T A )-5-(Z AT R)ER (4,5

12
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bk,

7-R-5-(F BA)-5,10- = 5-2-( T ALA)-5-(Z AT £ )25 [4,5-b]
ok,

T-5-5- QAR T A)-5,10-= 2-(FAR)-S(Z AT R)FR
F[4,5-b]Euk,

TRSGR AR T RAE)S,10-= 85-(Z R TR PERIA,5-DI%
e

T-R-5-GR A A RA)-5,10- = 8-5-(Z AT £)RA B8] = RA,
7-R-5-(F A A AA)-5,10- = 5-5-(Z AT AR HAb)[1,8] = AE,
7-F-5-(N,N-— ¥ £ B A4 T AHA)-5,10- = E-5-(Z AT £)%K5F
[b][1,8] = &&,

T--5-(N-"Bpok b LA RUR)-5,10- 2 852 R F )R HADIIL8]=
AR,

7-5-5-((1-F AR A ) F AIL)-5,10- 2 £-5-(Z A F L) KH
[b][1,8] = &E,

7-8-5-3,3,3- = AA-1-844)-5,10- = &-5-(Z A F A K [b][1,8]
—REK,

7-R-5-(3F 7 2 FAFIA)-5,10- = £-5-(Z AT AL)EHD][1,8] = &
7-8-5-(F A RL)-5,10- = £-5-(Z AT L) FH[bI[1,8] = 2L,
T-R-5-(TAEK)-5,10-Z £-5-(Z A F L)EH[b][1L.81 = &,
(S)-7-R-5-(3 7 A T A4)-5,10-Z £-5-( = A T 4) R [BI[1,8] = .
(R)-7-5-5-(FR A £ T 3 )-5,10- = £-5-(Z £ F £) K H[b][1,8] = &
7-§-5-CGR A A T BA)-5,10- = £-5-(Z A F £)RH[b][1,8] =K
T-F-5-GR A A TRA)-5,10- = &-5-(Z A F F)FRFFD][1,8] = &

13
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T-F-5-0k 7 B L)-5,10- = £ -5-( = £ £) K [b][1,8] = A,
T-F-5-CE A FIL)-5,10- = F-5-(= £ F £) K H[b][1,8] = £,
7-5.-5-(FR A 2 F E)-2-F H-5,10- 2 5 -5-(= A F £)E F[b][1.8]
7-5-5-(GE T £)-2-F £-5,10- = 5-5-(= £ F 2£)F F[b][1.8] = £,
T-R-5-(R A TH)-2-F £-5,10- = K-5-(Z AT L)%K [b][1,8]=
T-5-5-CBRT A T E40)-5,10- = 5,-5-(= £, F £ )57 5[4,5-b]%
.,

7-8-5-(F B4)-5,10- = 5 -5-(= F. T 257 5[4,5-b] ok,
(S)-7-R-5-GR A A F RA)-5,10- = 5-5-(Z A F BRI [4,5-0]%
W

(R)-7-5-5-CGR A A T 824)-5,10- = 5,-5-(= £ T £ )82 5[4,5-b]%
%R,

T- 5N A L )5, 10-= B-5-(Z AT A BRI [4,5-b]%
.,

TSN L )-S5, 10- 2 B 5-( 2 AT VB R [4,5-0]
Eok,

7-R-5-((4- F A1) A-1-H4)-5,10- = £-5-(Z A FLER
3#[4,5-b]Ewk,

T-R-5-(R-1-F4)-5,10- = £-5-(Z A T )3 5 [4,5-b]% %,
T-55-(NN-2= AR A-1-4)-5,10-= 652 AT AR
[4,5-b]Ek,

7-F-5-(F £A)-5,10- = £-5-(= R T L)% 5 [4,5-b)% %k,
T-R-5-(G-s A T A4)-5,10- 2 R-5-(2 AP AR)ER 4,501

R,

14
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7-5-5-0 A RR)-5,10- = B-5-(Z AT R H4,5-bleokk,
T-5-5-(k A A )-5,10- = £-5-(Z FUF A)%57% 51[4,5-b]swk,
T-F-5-(N,N-— 9 & & 3 7, 3)-5,10- = &-5-(= & F L )gwe H#[4,5-
b]sik,

T-8-5-F A A T RA-5-Z A F £-5,10- = S-F F[b][1,8] = A 1-
E4uH,

5-H 7 A FAR-T-B-5- 2 AT R-5,10- = S5 5F[b][1,8] = A&,
7-#-5-Z 8 F A-5,10- = S-S5 [b][1,8] = RA-5-4F

7-F-5-Z FF £-5,10- = £- 3551 [0][1,8] = RE-5-85,

S-HAAT RAT-R-5-Z AT A-5,10-—R-F50b][1,8] — A 1-
F4edh,

7-F-5-F-2- e EAR-5- = AT £-5,10- 2 S- R H[BI[1,8] = R 1-
X

7-R-5-(1-F -2 A T EA)-5-Z T 5-5,10- = K- 5 [b][1,8]
—RE -4,

7-R-5-Q- KA A -TEA)-5-Z £ F £-5,10- = £ -KF[b][1,8] = &
A 1-f4edh,

(7-8-5-Z A F 4-5,10- = &-FFF[b][1,8] = RA-5-2)-7+ A -8z,
(7-R-5-Z AT A-5,10- = £- KA [b][1,8] = RA-5-4)-HK T A T A-
fee

7-8-5-Q2-3F A - T A)-5- = A F A-5,10-Z & -FF[b][ 18] =R E
1-84k40,

5-BR T AT AAL-T-R-5- = AT 24-5,10- = S-K A [b)[1L,8] —RE 1-
FAuH,

(7-F-1- B -5- = AT 2-5,10-= £ - 3K H[b][1,8] = HE-5-£)-F 5
BB,

5-T AT EA-T-A-5-2 AT A-5,10- = £- K5 [b][1,8] = f&-2-

2
=

i

b

15
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7-8-5-(HR-2- 2 F EA)-5- 2 5UF #-5,10- = £-F F[b][1,8] = &
5-T #h-7- - 5- = T 45,10 = K- [D][1,8] = KA,
7-R-1-F-5- = AT £-5,10- = S-K F[b][1,8] = F 2-5-82,
T-R-5-FRAA T BA-5-Z A F A-5,10- = K- FH[b][18] = K&K 1-
fk4,

T-R-5-Hmg-2- 2 F AR -5- = FUF 4-5,10- = £- K 5 [b][1,8] — R & 1-
fAH,

7- B850 -2- 4 F K -5- 2 AUF A-5,10- = - K5 [b][1,8] = &K,
5-BR AT RA-T-A-5- 2 AT A-5,10- = R-FF[b][1,8] = KA 1-
f4k4,

T-R-5-osg-2- A F R -5- 2 AT A-5,10- = R -K S [b][1L8] = RE,
3,7-=8-5-3 AA T AA-5-Z AT £-5,10- = 8- [b][1.8] = &
3,7-ZR-5-FR A A F AH-5-Z A F £-5,10- = & -FH[b][1,8] = &
A 1-84Lh,

3,7- = F-5- R A -5-Z LT £-5,10- — &R H[b][1,8] = £ 1-Adb
1,

5-Q2-FR A - H)-T-B-5- Z AT £-5,10- = S -3K4[b][1,8] = £
5-2-F A A-TA)-T-A-5-Z 5 F £-5,10- = £- K FF[b][1,8] = f &
1-84L4%,

3,7-ZR-5-3F A A F AHK-5- = AT £-5,10- = £-FH[b][1.8] = &
A 1-84e4,

5-Q2-F A A&-TRE)-T-R-5-Z 8 F £-5,10- = £- K F[b][1,8] — fL A&
1-84k4,

3-A-S5-H A AT EA-T-8-5- = AT K-5,10- = R-FFF[b][1.8] =&
R
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3-A-S5-RAA T BA-T-5-5- Z AF H-5,10-— &-F A [b][ 18] = &
A 1-84cd,

7-R-5-7 T BH-5-Z AT #-5,10- = A% 5 [b][1,8] = £ 1-A4b
,

5-T K-7-8-5- Z A7 #£-5,10- = S -E 5 [b][1,8] = £ 1-B4edh,
(S) 3-F-5-F A A F R A-T-F-5-Z FUF #-5,10- = 5- 3K 54 [b][1,8]
ZRE 1-A4edp,

(7-8-5- = B F 35-5,10- = &K [b][1,8] — fAR-5-4)- 7 82,
T-R-5-7 T BH-5-Z FF #£-5,10- = K-F 4 [b][1,8] = R -84k
M,

7-F-5-F R I -5- Z AT £-5,10- = £ % 4 b][1,8] = A& 1-Fuk
4,

FERER T-8-5- = A F £-5,10-— &5 [b][1,8] = F & -5- 4 ¥ Bs,
T-§-5-F A A5 2 AT A-5,10- = KK [b][1,8] = FLE 1-Hdb
4,

(7-#-5- = #F A-5,10- = R - R [b][1,8] = AE-5-2)- T A,
T-8-5-Z AT A-5,10- = R-FIHF[b][1,8] = fA-5-F &,
3-3-5-3R B A F RIET-A-5- 2 AT H-5,10-= K- H[b][1,8] = £
A 1-R4ed,

5-TA-T-F-5-Z U F £-5,10- = 8- K H#[b][1,8] = A2 1-Ated,
5- = AR T A-T-8-5-Z A F £-5,10- = K- F 5 [b][1,8] = &
T-R-5-F REA T HE-5- = FF H-5,10- = K-KHF[b][1,8] = K& 1-
fd,

T-8-5-7+ T 2-5-Z FUF 4-5,10- = 5-R 5F[b][1,8] = &K 1-Rfb
M,

7-R-5-REH-5-Z A F£-5,10- = &-FKHA[b][1.8] =R K 1-F4b
1,

17
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(S) 7-#-5-7+ T BA-5- = T #-5,10- = K-35+ [b][1,8] = & & 1-

44,

(R) 7-F-5-F T A -5-= P %£-5,10- = K-FEH#[b][1,8] = A& 1-

A,

(7-8-5-= 5. F £-5,10- — & -F H[b][1,8] = A E-5-£)- T #E,
7-R-5-Q2,2- = /A BHE-TA)-5-Z £ F £-5,10-— & - F[b][1,8]

ZRE,

7-8-5-Q-F B EL-TH)-5- = A F £-5,10- = &-FF[b][1,8] = £

2-(7-R-5-Z 8 F A-5,10- = -3 FF[b][1,8] = A&A-5-4)- .82,

7-R-5-(2-7 A BHR- T HR)-5- = 8 F #£-5,10- = - K F7[b][1,8] = &

A 1-84k4,

(R) 7-#-5-2-7% A R - T H)-5-Z A F 4£-5,10- = £- 3K FF[b][1.8]

E S-SR VIA'S |

(7-F-5- = FUF #£-5,10- — B3 F[b][1,8] = AR -5-2)- TBEAR T

Bg,

(7-#-1- B -5- = AU F #8-5,10- = &- K5 [b][1,8] = RA-5-K)- LB

R T B,

(7-#-5- Z . F 3-5,10- = A-3K 57 [b][1,8] = RA-5-£)- T &,

7-8-5-3F A F E A -2-F sk (sulfanyl)-5- = £ F 2£-5,10- = &%

"2 F[4,5-b]E%k,

7-R-5-7 T 8 A-2-F #A-5-Z 2 F 4-5,10- = &%= 5+ [4,5-b]%

#,

5-FAA-T-F2-FAHL-S-Z AT £-5,10- = & -"F7 5#[4,5-b]%

%

7-8-2-F ALAR-5-(vHng 2- 8 T BUL)-5-Z AU F 2-5,10- = &= 5

[4,5-b]*& ok,

T-2-5-FR A A F EA-5- = A F A-5,10- = S -7 5 [4,5-b]E ok 1-

18
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44,

T-R-S5-FRAA T A5 1-Z 8- T H)-5,10- = £- K5 [b][1,8] =
A 1-E4edh,

S5-I AR A F AS-5-(1,1-Z f- T A)-7--5,10- = K- F 5 [b][1,8] =
5-FR A A T EH-5-(1,1- = f- T A)-7-#-5,10- — & -3 £ [b][1,8] =
A 1-84L4p,

7-2-5-(1,1- = - T &)-5-7% T 8A-5,10- = K- K7 [b][1,8] = &,
T-2-5-(L1-Z 8- T A)-5-F T 8A-5,10- = & -F 5 [b][1,8] = A&
1-24t4p,

(R) 7-8-5-F A A F AA-5-(1,1-= 8- T 4)-5,10- = £- 3 5F[b][1,8]
ZREA -84k,

(S) 7-§-5-3R A 2 F A -5-(1,1- = - . 4)-5,10-= &K F[b][1,8]
—ZRER 1-84u4,

3-F-10-FR A A F AAL-10- = S F£-9,10-—5-1,8,9-= R -8
3-F-10-2R B A FAA-10-Z A F £-9,10-=5-1,8,9-= F . 4- & 8-
FAed,

3,6-—F-10- 3R A A F A A-10-= A F £-9,10- = &-1,8,9- = F &-

B et

],

?

.

3]

N

3-R-10-F T AL-10-Z A F £-9,10- = K-1,8,9- = .2
SRA0FT R0 AT £910-2 501 8.9-2 A-B 8-He
#,

7R 52 AT -5 R AIE T A-5,10- = S A b][1,8] = £E,
75 B 5B R FIL T £-5,10-= S -F H[b][1,8] - FE 1-
Aded,

7-F-1,5- = £-5-(N- T 2 FUE T A)-5-( = £ F L) K H[][1.8] = £

19
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Jn

7-8.-5,10- = £&-5-(N-7# B A R A F 4)-5-(
A,
7-2-5,10- = £-5-(N-7 A 2 -N- T A FE F HL)-5-(Z /U F 28K 5
[b][1,8] = &%,
7-8-5-(NN-Z T A SR F 40)-5,10- = £-5-(Z 8 F £) R FE[b][1,8]
S-(TBERA T H)-T-R-5,10-— &-5-(Z A F &) [b][1.8] = &E,
5,10- = & -7-8-5-(N-F #5 B F 2£)-5-(Z A F A) [b][1,8] = &E,
5,10-Z &-7-#-5-(FF A A BERA T R)-5-(Z A FA) [b][1,8] =
5,10- = &-7- #-5-(% A A guanadino F2)-5-(= & F &) [b][1,8]1=
L5-Z &-T-R-5-(N-+ A F 2)-5-(Z /T 4) [b][1,8] = FA-1-(N-
f4u4h),
5-(NN-= Z £ A F 2)-5,10- = &-7-F-5-(= £ F £) [b][1,8]=
A-1-(N-84t4),
5,10- = £-5-(N,N-— F L 2K F 45)-7- #-5- (»%L‘?’ﬁa) [b][1,8] = &,
A-1-(N-24t4%),
7-2-5,10-Z £-5-(N-F A A RL T A)-5-(Z A TFA) [b][1.8]1=A&E
-1-(N-84t40),
7-R-5-(N,N-Z LA FH F 2)-5,10-— &-5-(Z A F 4&) [b][1,8] =K
A-1-(N-R4bdn), &
7-8-5,10- = £-5-(NN-Z F AR FHK)-5-(Z A FA4) [b][1,8] = &
A-1-(N-84k4p).

10. —F# FAEcY, EOeRHF ELTHEIHNBRFETARE
AR R 19 bR L F ETHE S EH K.

11. —#6s7 HIV Rt F ik, EF5 3038 TEENMAETH

BEEAAREGRFER 19 NS MREHF L THZ LR

#. 5 A)F S [b][1.8] =

20
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E
12. —Fy497 HIV BB W F ik, Z5EOIBHEASL T T E2RME
JT 648 26T A R EAY:
(@) —Fr A &K 1-9 91ddh; &
> (b) Z—Frix ) HIV # 4% R B 4) 71 A= HIV & & a7 4] F 6940
o,
13, —FAAERK 12675 %, LT AMREEREETHALA
AZT. ddC. ddl. d4T. 3TC. delavirdine. efavirenz. &% 3i-F. Ro 18,
893. trovirdine. MKC-442, HBY 097. HBY1293. GW867. ACT.
10 UC-781. UC-782. RD4-2025. MEN 10979 #= AG1549 (S1153), #Eq
RE G B E| Fik f 7V 7R % | ritonavir. indinavir. amprenavir.
nelfinavir. palinavir. BMS-232623., GS3333, KNI-413. KNI-272,
LG-71350. CGP-61755. PD 173606. PD 177298. PD 178390. PD
178392, U-140690 #= ABT-378, |
15 14, —FRAER 13 6975k, LT AL s Ragdr4) Ak f
AZT. efavirenz #= 3TC, #F7ik & & Baip 4% F)ik f 7V A7k % . ritonavir,
nelfinavir #= indinavir,
15, —FF AR 14 695 %, AT @48 X847 4 AZT,
16. —FrAR A1 &K 14 8975k, LT Easnsiy
20 indinavir,
17. —F R Fi677 HIV B EHBFE, CLIEETARXTY. £
—AR—NVA LR E R E P
(a) —Fr A &K 1-8 e4iLbdh; A&
(b) £ —Frix § HIV 1% 45 K837 4|5 = HIV & & 8547 4] 71 6914
25 &,
18. A Fi 77— A1 &K 1-9 e94LE4.
19. —HiRA) 2R 1-9 (9 M A% 77 HIV B F ey Bhp e 4l &+
89 A 1

21
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FAAE HIV i£ 45 ZBE3p 4| F) 6948 46-04 — R AL 44

5 & B AT
AE A —R 3 B ZIAeY, o5 B AAE HIV 18 48 B dv 4|
ey ZIHeH . SR L Z A 89 B R e Ao b e KA &
R 1 ZTACE M6 T7 A F VR Y T i AR MR AT & 3K
F, ABH| G K Z I P a4k Fa gy ik,
10
EPHF
AR R iE st R A, AR RS AHEHIV) 1 (HIV-1)
R 2BMHIV-2), AREF LS L BEIPRRRK, FIFHEERIELES
AE(AIDS)H X B, HIV o RS fa bk g ANMKAL A2 T m Ik 84, {2id
15 ® A BA AIDS X B JE(ARC), #E LR A AIDS, % Bk
R EGREH, EFRBIH HEEKE, RAREAREHK
FLHE R LA PR B
AIDS %% HIV-1 X HIV-2 &7 AL E L RrEEE ARG E
R. RERLERROERERBITREFRGRP I ERT L8
20 BEOEHREMIC LY CDABEaMES, REAIHETEIA
TAmemetAzmiet. —BWE, ZRFIRTHLELBEGIE,
FikfE T mIeIE, FMAL RNA, mEikegde, 55586, $A
43 RNA £ #4& DNA ¢9it42. % & RNA M55 4 # =% DNA
. gl 694k DNA RSB A AR, ML R A F»
25 K-S0k
RNA R &-Bgi4 3509 7 2 DNA 24K 2% & mRNA ., Ak
# RNA & 83F 2914k gagpol 4 3FAF., KE% %544 HIV
TOBAEBTIARKKREEG. Ak, HIVEOH A A AT ERE

22
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M BIL, ERFHAREREL T RN TER TEREMG R E,

BRHYARE LG, FRANEHREKR, 2—FFAde, B
AR R ERRFFRLBERGN T @i, sk, RELLTEE,
T 4183 04 h SR 09 B, RRAEFTH A, FIRFER

5 ERPINERAD LHESERTHBED M FER, XHEFRY
e Z ERFIEZ A B, B AT —HEE G 645 75 T A 6
FART 4t 7 —HBEZAQEALMER, BRERTTARERETSF
BRI KT, RESSTHENLERE LRGBS SIN, EXSHK
BT, WwREASEHF T, HIVIIREINEELZGTE, #17

10 MAMWREL A, ERLTRAEFD. LAAFTHRCLTXAE
LT, THHLT.

A HIV@AZRRT, Z2VHINREHESBIAARZRRES
Wi e (1) mEdkst T-4 e mIo R B oL amieds & 690 20
%, (2) $#+%7 % RNA %% DNA (4% 8, RT), #(3) £ HIV

15 E G BHhe T gag-pol & 8& .

BH A R4S, Brsd RNA 6 /%4 DNA ¢946 R 382 F,
hlRECEZEMLT — A Fias7 AIDS 9IARIT iE. XA T TR
BRI R OREL A, BAAiEmERARKABILE RNA §,
7 18 T AL St F DNA, 813 5] A LW 1% 4% KBS M fo il &, 7 AR 5

20 DNA # &5 854, =T vA43ik HIV-1 Z 4.

EF LT —RFHAELS S lisss AIDS. #lde, HF
£, 4o 3-B RA--HESF(AZT). 2,3 - B A M (ddC). 2°,3°-
S ESE (AT, 27,3 - BLEAMF(ddDF= 27,37 - B -3 -FR 4
BTC)L B F AL X HEALT, L& HIV £i# 4 FEERT)NE& ) 45

25 AR B A LY,

— ANER W T SEARBOE AR -4 HIV i 45 B 49 4] F) (NNRTIs)#9
ZR. AT, SEIE LR FIESER FavE o bk B
(quinazolinones)f£ ¥ 4| HIV i 4% k8, TREr X677 HIV B AiE 77

23
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AIDS 7 & 2 H E e,

£ B &4 5874430 #8638 T A Fi6 77 HIV 69 RIFPERBRAF -2 FiE
B dra| R . £ EEA) 5519021 #5iE T A T X 64K BESR BR 64 k-
A 18 48 K Be a4 A

5 A¥ XAHBRE, ZTRAEO,
EP 0530994 #= WO 93/04047 #53& T % T X(A) 895 4okB 69 HIV

1 5 R BT F)
Rl R2
i
(e & n/kz
r'z“

(A)
£ GREMHARA, PR TUAH, Z7FAR2 O, R*TUZ KRR

Regre ik, RBURGAHE. RBRK e, RIRRAROIRITA.
10 KA R B IRE F A, o R T AR QIERRAE AR
t % FFAH .
WO 95/12583 4448 T X, A ¢4 HIV i# 46 ZEEI7 41 H) . £z 9k
¥, GREMALR, RAR'TUEZH, ZTUA O, R ZRNKeG4
WA S BARaE, A RURINEA, A, AR RA. WO
15 95/13273 A% T WO 95/12583 t44kb-M 2 —, (S)-(-)-6-F-4-3R & -
3 4- =5 -4 (22 1) T e 24)-2(1 H)-rik ok B Y TR 3t HR A AK..
T 4| &orb ok BREG A F v, 1R LR GRS F L, AT A
# X k¥ A gk Houpis 3, Tetr. Lett. 1994, 35 (37), 6811-6814;
Tucker %, J. Med. Chem. 1994, 37, 2437-2444; % Huffman 4, J. Org.
20 Chem. 1995, 60, 1590-1594,

24
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DE 4320347 334 7 T X &7k rd ok A

R3
Y R?
=~ N~
L L
X

#% RAEFRA. BRRALRK, KESWHF RIS ZAL B 8 —5

AN

7] o
5 BP4 B A7 1% 4% R EEIT B F 69 T, 12X 3 HIV &4 T4 1 69
W%%Fih& B, s 4 seit—F 5 HIV A &3S eh e ¥
FRE—FEEHE K.
AR ARRE
10 B b, AKIAE—AB 652 34T 64 1 4 KB4 )

AKX A —/NB RIS HIVRENF F ik, Z5E6
BT EERMIET OB IIETALENE Y —FF KA GHAE
%,L%ﬁ%%iﬁﬁi%“%i
AEIRE H—/N B HRBAESG T HIV RENFH R, EH%6
15 9T E B ARG T E LT KT T 7L b BE A @,
ﬂ“?liﬁﬂi] eG4 et Fa(b)—FP 2 —F A _Eit ) HIV 1 4% % 840 4 5|
HIV & & Ba 47417 6910540
AE B FH—A B Y R LA S5 R B 4o T A A4
Y, COUSHFLETEZHBERFETARETNE ) —THALAY
20 AW HR A F LTHZ &KX,
ARE R 7 —/ B R TI477 699769 Z 3 o4,
ALK B —A B 6 RIS 57 HIV B ety
B e) & 6 R L,
e LB B HBERLAHFGLRCEFER, Xk B LU

25
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THAGBRAFHEFERHIL. FEZRA XDELSY, aiF
AT ZRFAMAET X, LHRFURY XeyREY . LoH. WHY
KKXAHF ETHZGEH X

R\ R?

£+ R RL R n. AL B W. X, YHRZWTIHENL, IHEX
#1845 K BT H) F) .

VEXCESTE S IO F R |
10 [1] B, £F—ANEAEFTEY, KLARBEXDOIFNEH:

1

&

REZRFHURHE X, ZARFURE XGRS, S48, TH
ARLHFETHEZHEBX, E+
nitf 0. 1. 2 4= 3;

15 AHAHATER:

26



00817018. 5 oM P ZE6/1601

oI o
O O R
~ N\
o)

P A AREAGIRIRTFTuER A N-Bfem X
Frid AZRdg 0-3ANBEAK, ATEEBMRE Bk f C i,
-OH. C, #%4t. -S-C, 24, OCF,. CF,. F. Cl. Br.
5 I. -NO,. -CN #=-NR°R*;
W # N 2 CR’
X % N 3 CR¥;
Y 4 N & CR*®;
Z # N & CR¥;
10 EHRBRW. X, YR ZFHAANZN, WNEAHGFEN;
R'it gy 0-7 MR ERNKE Catiifod 0-5 A HERARMTRAL;
R?ik §-R*, -OH. -CN. -OR%*, -OCHR?*R?, -OCH,CHR*R?,
-O(CH,),CHR*R?®, -OCHR¥*C(R>)=C(R>),.
-OCHR*C(R*)=C(R®),. -OCHR®C=C-R®. -SR*. -SCHR>R?.
15 -SCH,CHR*R?, -S(CH,),CHR*R®. -SCHR*C(R™)=C(R?),.
-SCHR*C(R*)=(R®),. -SCHR*C=C-R*, -NR*RZ.
NHCHR*R?, -NHCH,CHR*R?®. -NH(CH,),CHR*R®.
NHCHR®*C(R*)=C(R?),. -NHCHR*C(R®)=(R?), 7
-NHCHR**C=C-R?;
20  R®™itf H. CH,. CH,CH,. CH(CH,),# CH,CH,CH,:
R* 2 H & R*;
R*it f oy 0-3 AN RYEK G FA. & 0-3 A RUBRAREY C ik,
# 0-2 A~ ROBERARHY Cos 2. o 0-1 AN ROBAR Y Cy bbb i

27
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B 0-2 /N RY¥ERAR ) Co 3. o 0-2 AN R B g £,
ABSH 134 H O. Nf= S ¢4 R-F493-6 LHKE,
W 0-2 A~ R¥EAX;
KA, EE-NR*™R*™ &5 4-7 LM, £+ 0-1 AEFd O %K NR
5 B
Rt f H. C ks, -OH. C s &%, OCF,. F. Cl. Br.
I. -NR°R*, -NO,. -CN. -C(O)R’. -NHC(O)R’.
-NHC(O)NR’R*, -NHSO,R'’. -SO,NR’R*, A B AH 1-4 4
#EH O. NS ey /R T8 5-6 LLFH;
10 R®#% g H. C k. -OH. C A4, OCF,. F.
Cl. Br. I. -NR°R*, -NO,. -CN, -C(O)R®. -NHC(O)R’.
-NHC(O)NR’R*, -NHSO,R!®. -SO,NR’R*, A B AH 1-4 /»
% B O. NFo S 694 R T8 5-6 L4531,
KA R’ Fo R* —#H & -OCH,0-;
15 R*#% f H. C . -OH. C &A% . OCF,. F.
Cl. Br. I. -NR°R*, -NO,. -CN. -C(O)R®, -NHC(O)R’,
-NHC(O)NR’R*, -NHSO,R' #2-SO,NR’R*:
KA R*® A= R® —#H s -OCH,0-;
R*#% g H. C k4. -OH. C k& 4. OCF,. F.
20 Cl. Br. I. -NR°R*, -NO,. -CN. -C(O)R®, -NHC(O)R’.
-NHC(O)NR’R*, -NHSO,R'® #=-SO,NR’R*;
A R®Fo R* —#H & -OCH,0-;
RY, E&HKHA, ik h H C ik, -OH. C &L,
OCF;. F. Cl. Br. I. -NR°R*®, -NO,. -CN. -C(O)R®.
25 -NHC(O)R’. -NHC(O)NR’R*, -NHSO,R!® #=-SO,NR’R*:
R, E&HAERN, ik H Ckid. -OH. CmaL.
OCF,. F. Cl. Br. I. -NR’R*, -NO,. -CN. -C(O)R®,
-NHC(O)R”. -NHC(O)NR’R*. -NHSO,R'" #=-SO,NR’R*;
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R¥it g H. F. Cl. Br. I. -OH. -O-R!. ¢ 0-2 4 R*®
BAXEG-0-Cy 0 IR, -O(CO)-RB. -0S(0),C 42, -NRIZR!%,
-C(O)R". -NHC(O)RB. -NHSO,R! #=-SO,NR!?R!2;

R‘#t g H. F. Cl. Br. I. -OH. -O-R', 1 0-2 4/~ R*

5 BAXE9-0-Cy 1 IR, -0S(0),C, 4. -NRZR'>, ¢ 0-2 4~ R*
B Cig i, & 0-2 AN R¥ERR 44 Cy o IR, & 0-5 AR
BAREEE, UBRSH 1340 hH O, NA S #h4 BTt
5-10 &K A, & 0-2 A RERA;

RoFaR* ik f HA C im 4,

10 KA, ROAR*HEN1iE86 R—ARLEAH AL 0-1 40K N EF
& 5-6 TIK;

R°it f§ H. OH. C %4 . C A 4% NRR®,

Rt Ho Cytedhdfe C ik,

RU% 8 H. Crat . Coimflmi. (Cumat)sa.

15 Coro T RIIE . (Copo FHORMRBA . (CoppFH)THEBE.
Cra B HARAC BB, Coo FABEEL
CamBBEA. ClARASA. REASABA, 22
(CiamEBIA)#H K Fo(d NROR®* AR C ) #

Rt f C kA,

20 RUst ) Clotidh. Ca R, B Cog RIBAIRMK Y C k.
Cosdelith. Cootbtrit. C ERiat:

RZ%Ff R4 sik § H. C Bl C FRE L,

KA, R RI*P Tk —HeH K 47 TIK; Fo

RPs# ) H. Ciobidh. ClaBiRisk. C AL, Cp

25 A, Coedbseih. -O-Co bt -O-Co sttt
NRPR'®, C, 483 A2-0-C, B IR,

2] £A—AFREFTEY, REARM I LR X(IWLAY, L4

Rt Ay 1T ANEERKE C A FREAL;
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R*it f-R*, -OH. -CN. -OR*, -OCHR*R?, -OCH,CHR*R?,
-O(CH,),CHR*R?®, -OCHR*CH=CHR?. -OCHR?**CH=CHRZ,
-OCHR*C=CR?, -NR*R%*, -SR*, -SCHR?R?,
-SCH,CHR*R?®, -SCHR*CH=CHR?. -SCHR*CH=CHR® #=

5 -SCHR*C=CR?:

R*i% § H. CH;. CH,CH,. CH(CH,),#= CH,CH,CHj;

R2b 7!7 H 53(4 ch;

R¥*i% g o7 0-3 AN RVBARA T, b 0-3 A~ RUERKH9 C 0k
# 0-2 N RUERARE Cos Btk & 0-1 AN RYBRK Y C, 4k ke 2

10 B 0-2 A R¥EAK Y Cys Rip Aoy 0-2 A~ RMOER&K 49 KA

R'#= R¥, EHERENN, ik g H. C kL. OH,
Cut& &, F. Cl. Br..I. NR’R*® NO,. -CN.

C(O)R®. NHC(O)R’. NHC(O)NR’R®, WA B AH 1-4 /
%8 O. N#uS 6948 Fth 5-6 L4 5 K; |
15 R # R = R¥® — A2 s -OCH,O-;

R*®#= R*, A& ABAN, M2k g H C %4, OH.
Cu¥e& . F. Cl. Br. I. NR°R*, NO,. -CN,

C(O)R®. NHC(O)R’ #= NHC(O)NR’R*;

KA R*Fa R® —&H s%-OCH,0-;

20 R'it  H. Cl. F. -OH. -O-C, . & 0-2 4~ R*BUX#)
-0-Cy 5823k, -0S(0),C L # 4. -NRI2R'>, & 0-2 4~ R*®
BARE Cudih. & 02 AN R¥ERAKH Co B3R, & 0-5 4
R*BARMFEL, ARESH 134 ik H O. NA S & RTF
) 5-6 LHRFZ, w 0-2 4 R*BRK;

25 R®#= R® sk it f H. CH, #= C,H;;

R°# 4 H. OH. CH,. C,H;. OCH,. OCH,# NR'R®; #a

R'i g CH,. CH,. CH(CH,),. OCH,. OC,H,# OCH(CH,),.

[B] A —ANFAFTEF, RAELPLR e LATR G XML, £

30



00817018. 5 oW P ZE10/1607

P
A it f

YN YN SoAan T YA
~ 0 «
,E:j  # 51[::] ’
{
o

5 R'it § CF,. C,Fs. CHF,. CF,CH,#= 3R fk;
R?i f-R*, -OH. -CN. -OR*. -OCHR*R?. -OCH,CHR*R?.
-OCHR*CH=CHR?®. -OCHR*CH=CHR*. -OCHR*C=CR? #=
-NR*R?*;
R*i& f H. CH,. CH,CH,. CH(CH,),#= CH,CH,CH,;
10 R?® % H & R*;
R*i% g o 0-3 AN RYERAKay F A, & 0-3 4 RUERMKaY Cateik.
B 0-2 A~ RYBRAR G Cousdte k. & 0-1 AN RUBRRey Co sk 3k
Faw 0-2 A RMER ) Cog SBA
R}, R*® R®»#=R*, A&Ak B, ik fh H. CLo54.
15 OH. C #&%. F. Cl. Br. I. NR°R*™, NO,.
-CN. C(O)R®. NHC(O)R”#= NHC(O)NR’R*;
KA R’ Fa R*® —#2 7 & -OCH,0-;
R, EHKAkHIE, kg H Cuki. -OH. CmaAL.
OCF,. F. Cl. -NR°R®, -C(O)R®#=-SO,NR’R*;
20 R¥it § H. F. Cl. Br. -OH. -O-R". & 0-2 A~ R* &K ¢
O-F AL, § 02 A RBAMG-O-FKT . & 0-2 4~ R¥EAKRHY
-0-E . -O(CO)-RB, -08(0),C, 4. -NR?R'*, -C(O)R",
-NHC(O)R®, -NHSO,R" #2-SO,NR'*R!?;
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R¥i# f H. F. Cl. -OH. -O-R''. -O(CO)-R®,.
-0S(0),C ., #.4 . -NRZR'? #2-NHC(O)NRR'?*;
R*it & H. Cl. F. CH,. CH,CH;. & 0-1 4~ R*&RNX#)
KA. & 0-1 4 REBUK e 1-FAKAL. & 0-1 4 R¥
5 BARKATA. & 02 A RPBRAGERL, AEAH 134Nk f
O. NA=S &4 BT48). & 0-1 A~ R*EKby 5-6 THRIAE,
EP AL AL 2o, 3brR k. bR
2-rkei k. 3-mkvdhAh. 2ol 3wl 2-BEed K
Q-vEe B 4-FREed . 2-oked g vBehgk . URURAL.
10 PHed ot AR Fr ok o A
R¥#= R*®¥ it § H. CH,#= CH;;
Rt § H. OH. CH,. C,H,. OCH,. OC,H,# NR°R®; &
R’it & CH;. C,H,. OCH,#= OC,H;,
[5] ALIH B —/ FHhFE 0I5 LA EH X (Dieods, LF:
15 n* 0z 1;
A AT A N-BiedhH# X;
R! 3 CF,. CHF, % CF,CH;,;
R?it f-R*. -OR*, -OH. -CN. -OCH,R?*, -OCH,CH,R?.
-OCH,C=C-R?, -OCH,C=C-R?*®, -NR*R¥*, -SR*,
20 -SCH,R?*. -SCH,CH,R®. -SCH,CH=CHR? #=
-SCH,C=CR?;
R2b 717 H 5&« R2c;
R¥# gy 0-2 /N R¥YERKATFTA. B 03AR IR THE. & 024
REBRAR& AL, b 02 A REBRARM THA. & 02 A RUERK
25 0 1-AmM . B 02 A RUERMKH 2-BMA. & 024 RURAK
kA, B 02 AARBKE I-FkE. & 0-2 4~ RUBRAK
& 2-A kA A d 0-1 AR AL,
R*, A&k, ik f CH,. -OH. OCH,. OCF;. F,
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R'it g H. Cl. F. -OH. -O-C 454 . & 0-2 A R*EMA 8
-0-C, o B3R, -0S(0),C 354 . -NRPR'2, i 0-1 A~ R* Bk ¢4
Cradtih. o 0-2 A~ R*ERKRtg CysaK3R. & 0-2 A~ R*IRAX8g
FE, ABEH 134 f O NAw S 694 R2F 64 5-6 T4
5 K%, @ 0-1 AREK;
R’A=R™ ik  H. CH, #= C,H,;
R®it f H. OH. CH,. C,H;. OCH,. OC,H,#= NR°R*; &
R7i% g CH,. C,H,. OCH,#= OC,H;;
RU TR, A RmA. FRA TA KL, THA. CF,. CHCF,.
10 CH,CH,CF,. -CH,-3k A A A A A
RARPmi s H. FE. 2k AL FoExk. TEA A&F
KA, ~
RP#t g H. FA. 2&. A&, FEA. TH. K& TA,
Cos BREE. FAE. TRE AAL. FAKL.
15 THHME. NRPR™”, Ak, HTHA. KARAFIKRTARL.
[4] AL F —AFkF EOiEw LR X(IMLsd, £+
R' % CF,. CF,CH, $ CHF,;
R?i% f-R*, -OH. -CN. -OCH,R®. -OCH,CH,R?,
-OCH,CH=CHR?., -OCH,C=CR? #=-NR*R*;
20 R? 34 H % R*;
R¥# g & 0-3 AN R¥ERA4G T, o 0-3 A RUERMR4g Cpa ek,
® 1 AN RUBRAKE Cpp 805 4 d 1 /4 RYEUR e Cy stk
R’. R*® R®#R*, &K ENN, 3k h H. Chtik. OH.
Ca 8%, F. Cl. NR’R® NO,. -CN, C(O)R®,
25 NHC(O)R” #= NHC(O)NR’R*,
KA R A= R*®* —#£/ 5%-OCH,0-;
R*, EHRERM, ik f CH;,. -OH. OCH,. OCF,. F.
Cl #=2-NR°R’;
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Cl #=-NR’R*:;
R¥i% & H. F. Cl. -OH. -O-R', -O(CO)-R". -0S(0),C 5% .
-NR"’R'** #2-NHC(O)NR '’R"**;
Rt  H. Cl. F. CH,. CH,CH,. #& 0-1 A~ R®*ZuX ¢4
5 FAA. & 0-1 AREBURE 1-FH-FRA. & 0-1 H~R*
BARH TR, & 02 AMARPERAMHFRE, ABASH 134 h
O. Nfa S #44R-F4 5-6 LKA, & 0-1 A~ R¥IRAK,
B ALK ALY 2wk, 3-ukre . d-nbrr i
2-vk oAk, 3-vkedAh. 20 3w 2-MERk
10 Q-vEed g 4-FREed o D-sked | vlobk ok AL
Pttt A kR A
RfR* ik f H. CH, = C,H,;
R®it f§ H. OH. CH,. C,H,. OCH,. OC,H,#= NR’R%;
R’i%& B CH,. C,H,. OCH,# OC,H;;

15 R H.
[6] AK By H —FEHF EOIEw LR X(IMed 4, L+
nit g 02X 1;
Aith
~ N ~ \N \;‘I“ SN
l Y |
HOEHN SIS

o ;
Bit g ¥4, ok, &AL, -OH. Cl Br. -S-CH;;

20 W # CR?
X # CR*;
Y # CR*;
Z % N 3, CR*;
R'it § CF,. CHF,#= CF,CH;;
25 R §-R*. -OH. -CN. -OR*. -OCH,C=C-R™.
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-OCH,C=C-R? #=-NR*R%;
R% 3 H;
R? 4 H;
R*i#% gy 0-3 A R¥ERAG TR, § 03 AR EBRRHTH. & 034
5 RIEARGGEAE. & 03 A RUEBRARHMFAEA. & 0-3 A RUEKH
TH. & 02 ANRYBURE 1-F% A, & 0-2 A RPERA
4 2-F . & 0-2 A~ ROERR#Y 1-A ke . & 0-2 A~ RO
0y 2-F ek
R34 H;
10 R* % H. F. Cl % Br;
R*® 4 H;
R* 4 H;
R*, A&HKHEAN, kg H FHh. k. -OH. Cy
&, OCF,. F. Cl. Br. I. -NR°R*®, -NO,. -CN.
15 -C(O)R®, -NHC(O)R”. -NHC(O)NR’R**, -NHSO,R'#=
-SO,NR°R*;
R¥:it f H. F. Cl. OH, -OR!. -0S0, ¥4 . -NR"R'* u
-NHC(O)NR’R*;
Rt A H. F. -OH. -O-%&4#. -OS(0),CH,. & 0-1 4~
20 R*IRARMIRAL. & 0-1 A REBRARGGIRT A, KK,
N-ropk gk . 2-sibme k. 3-mbmd k. 4-mbse k. N2-F K-
N1-wkez g N-wkze it . N-sbefogr ofe N-vkoh ik
R® 4 H;
Rl H T4, ok AL, FAL CHXAXFAAL F
25 R2ARPmskf H Fh. 24, B, FALFIRAL.
[7] REZEAE B —/FaF K OIERL T TR EA (o)Al 2
oW
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(Ic)

[8] A& BR®Y 7 —/NEsFE O P AR A4 B A X (Id) &7 s

164
R? R
W N
~Z7°N
éa
(I4)
5 AERE H—ANEaFELIEXDORSY, P
AL G

\f]I\/\B—B \-"efl \N \f]l\/\_:_B \I\IHENQ-‘IB
_ N¢l ’ ;11' N& B, b N',N ) /LL"L. N4'J ;%’
A FAE A N-BALH T X,

AL B —/ERFELIEXNONESY, L+
Ak B

RN PRI
..--.B 2
/E;; ' }JWQ&

10 A FRfFik H N-B T XK.,
BEA—ANRAEFTEF, REAREARXRA

;ﬁn
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Z
N
Y
)

BEFH—AFRFRY, ARXARE AKA

5 BEH—ANEhFEP, REPRLE A KD
s X \f\ \f \'N \f SN
S -a@ e ':a'T/)

\;f Ny, o ~& NG o)
;JLNJ > Ao ,gEij
o}

EFH—AFaFET, RERARE AKX L N A N-Rdh R X,
EFH—NEHRFTETY, KLXARE AL LG N IZN-BAHH
10 e
ARERH 7 —ANFEHF R OEXDEY, HLF:
W # CR?;
X 4 CR*,
Y # CR®; #=
15 Z % CRY,
REPQ FH—AFE#kFEaFENIEH, L+
W # CR?;
X # CR*,
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Y 34 CR*®: #o
Z it f N #= CR™,
AE A B —AFaTRaFENDREY, L+
R?i% f-R*. -OH. -CN. -OR¥*, -OCHR*R?. -OCH,CHR*R?,

5 -O(CH,),CHR*R?, -OCHR*®CH=CHR?®, -OCHR*CH=CHR?. -
OCHR*C=CR?®, -NR*R*, -SR*. -SCHR*R?®, -SCH,CHR*R®,
-SCHR*CH=CHR?. -SCHR*CH=CHR* #=-SCHR*C=CR®,
AL H —AFkF RO, L+

R?# f-R*, -OH. -CN. -OR*. -OCHR*R?, -OCH,CHR*R?,
10 -OCHR*CH=CHR?®. -OCHR*®CH=CHR?*. -OCHR*C=CR? #=
-NR*R?,
AL B —/NFEHTROIFEXNDSY, L+
R?i% f-R¥*, -OR*, -OCHR*R?. -OCH,CHR*R?,
-OCHR®CH=CHR?. -OCHR®CH=CHR?. -OCHR*C=CR? %=
15 -NR?R?*,
AEBR H—NFsyEaFEXDe, L+
R*i% f &g 0-3 N RYEAK e F AL & 0-3 4 RUBRAKE C sk,
B 0-2 M RUBRR Y Co bk, d 0-1 A RUERR ) Cos i bk
# 0-2 A RYEAAK 8 Co g Ay 0-2 A~ R¥BRAR GG F A
20 REP G B —ANEHFEaEXDLeY, L+
R¥it B &y 0-3 AN R¥EMA G FA. & 0-3 ARUBRAKHY Ca ek,
B 1 A RURRE Cpy st fod 1 AN RUBRK GG Cpy s b A,
RERH—ANERFREOENOEY, £+
R*it iy 02 NRYERAK&GFH. & 03 AR BAKATH. & 024
25 RUZReGAA. & 02 A RBKRE THA, & 02 AR
8 1-AEA. & 02 AN RUBRE 2-RHH K. & 0-2 4~ RUEAK
Tk E. & 02 A RUERMRE 1-FkkE. & 02 A RUERA
¢ 2-A ko dy 0-1 A R B ER A,
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KL H—ARr RaEXAMLeH, £+
Rt f H. Cl. F. CH,. CH,CH,. & 0-1 A~ R¥* &84
FFEE. & 0-1 A RERMAReY 1-FHA-KEHA, & 0-1 4/~ R
BAREIRT . b 02 A RPBMREGRE, URESH 134 A
5 O. NA=S#y4&BF4. & 0-1 A~ R*ERMKH) 5-6 THRIEZ,
R AR RINALf 2-beg . 3-buE . 4-mbue A
2-eked b 3-mkvdAl. 2-Emp . 3-Eep il 2-BEe
DvEed g 4-FrEed g 2-sked g cReRgh. URTRAL
SR Ty -3
10 AL H —AFkGEOFNOMESY, L+
- R*#H,
REP FH—ANEHkG OIS, £
Rt  H. F. -OH. -O-% & 4. -0S(0),CH,. w 0-1 4~
REBAR IR AL, b 0-1 A RPIRMIRT L. KK,
15 N-vopk b, 2-mtbog 3k, 3-sbme i, 4-sbue 3. N2-F k-
Ni-vkez . N-skrz . N-sibegtg 4= N-ska ik, A
[7] AK A Ad e X(IMe4, REZKRFMAREX. =
RFEMRT KGR, oM. MHEHAXAEBHF ETHEZHHE
X, RAL-BAHHX, L+ XOEHith:
20 sAp. A 1. £2. &3, &4 Fefl T e Adh:
T-R-5-(R A A F R 4)-5,10- = &-5-(Z A F A)FKH[b][1.3] =R
7-8-5-(F £4)-5,10- = £-5-(Z AL F ) FIHF[O][1 8] =A%,
7-8-5-(R T A F AH)-5,10- = &-5-(Z A F H2)FH[b][1,8] =5
7-8-5-( LEA)-5,10- = £-5-(Z A F AR HB][1.8]1 =R A&
7-B-5-(F£)-5,10- = £-5-(Z A F £)FHH[b][1.8] = /K&,
7-F-5-(E R EA)-5,10- = £-5-(Z AT L) RHAD][L] = /&,
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7-8-5-GF R EA)-5,10- = £-5-(Z AT A) KA [b[1,8] = £,
T-8-5-(T £)-5,10- 2 £-5-(Z A F A)FHA[I[1,8] = £ 2,
7-F-5-(F FAh)-5,10- = £-5-(= FL T 2) 3K H[b][1,8] = £,
7-2-5(S)-CGR A A F A H)-5,10- = &-5-(= £ F 1)K F[b][1,8] =
TS (R)-(5R A A& P E)-5,10- 2 -5-(= £ P £)E A D][1.8]=
T-R-5-Q2-R A T H)-5,10- = £-5-(Z . F L) E H[b][1,8] = &
TR52.2.2- 2 R RE)-S,10- 2 E5-(Z AT 2)EH [1,8]=
7-R-5-(kk 7 A (propargoxy))-5,10- = £-5-(= £ F £) K H#
[bI[1.8] =& &,

7-R-5-(T4)-5,10- 2 £-5-(Z AT AR BI[1L.8] = AK,
T-R-5-(RAA T AI)-2-F %-5,10- Z £-5-(Z AT A)RH
[b][1,8] =&,

T-F-5-(E T A)-2-F £-5,10- = K-5-(Z A F £)RKHF[b][1,8] = £
T-R-5-(2- R AA T A)-2-F 3-5,10- = R-5-(Z AT AR [b][1,8)
T-85-(R AP FUE)-5,10- = B2-(F AR E)-5(2 AP R VER I
[4,5-b]&sk,

TS T RA)-5,10-= £ 2 FAR)-5-(2 A T R)FH 4,5
bl

T-8-5-(F fAk)-5,10- 2 £-2-( P ALEL)-5-(Z £ F A )8 5[4,5-b]
£k,

7-R-5-(2- R AR T EA)-5,10- 2 £2-(FAA)-S-(Z AT R)E%
F-[4,5-b]5 9k,
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7-R-5-CGR R A T 8H)-5,10- = £-5-(Z 8 F A )& 5 [4,5-b]%
#K,

7-R-5-(R A A RA)-5,10- = &-5-(Z A F ) FFF[b][1,8] = £ %,

7-R-5-(F R A RIA)-5,10- = £-5-(Z /T H)F I [b][1,8] = £,
7-8-5-(N,N-Z F KR THHK)-5,10- = 4-5-(Z /L F R)RH
[b][1,8] = &A&,
7--5-(N-"Bopk k. 2 5K)-5,10- — & -5-(Z 4 F AR5 [b][1,8] =
7-2-5-((1-F AR R L) F £H)-5,10- = A-5-(Z R F R)F 5
[b][1,8] = & &,

7-8-5-(3,3,3- Z A AR-1-8H)-5,10- = £-5-(= A F A£) K54 [b][1,8]
ZRE,
T-R-S5-GRAA T ARA)S5,10- = R-5-(Z A F R)FIHP][1L8] =R,
7-8-5-(F A& A)-5,10- = £-5-(Z A F ) F 5 [b][1,8] = fUE,
7-R-5-(CARAL)-5,10- = £-5-(Z A F ) K H[b][1,.8] = &&,
(8)-7-R-5-CGRAA T H)-5,10- = &-5-(Z A F ) FK 5 [b][1,8] = &
2,
(R)-7-8-5-(BF R A T 3)-5,10- = &.-5-(Z £ F L) K H[b][1,8] = &
7-#-5-CGRARA T 8H4)-5,10- = &-5-(Z A F )RS [b][1.8] = &,
7-#-5-GR A A TRMA)-5,10- = R-5-(Z £ F £) K H[b][1,8] =
7-#-5-(FF R AR RAL)-5,10- = &-5-(Z A F )R [b][1,8] = A&,
7-8-5-CGRERAL)-5,10- = &-5-(Z A F 2 FSFb][1,.8] = A&,
T-2-5-GRRA T AA)-2-F 4£-5,10- = &-5-(Z A F L)X+
[b][1,8] =& &,
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fLH,
5% A A ERAT- RS- = AT 4-5,10-— AR H[b][1,8] — A,
7-f-5-Z BT A-5,10- = £- R [b][1,8] = £ &-5-7F,
7-f-5-Z BT A-5,10- = S-S5 [b][1,8] = R A-5-8F,
S-SR AA T EA-T-#-5-Z /U F 4-5,10- = AR R [b][1,8] = & 1-
a4,
T-8.-5-F-2- e A A -5- = AU F £-5,10- = &- K5 [b][1,8] = fA 1-
£k,

7-8-5-(1-F 2w F & )-5- = A F £-5,10- = R-K F[b][1,8]
—REA 1-Riedh,
7-8-5-(2-ZF R A LRA)-5-Z A F £-5,10- = &-F 57 [b][1.8] = &
R 1-Bdei, ,
(7-8-5-Z A F 4-5,10- = £-KHF[b][1,8] = RA-5-£)-7+ A &-
- |
(7-R-5-Z 8 F 4-5,10- = &3R5 [b][1,8] = AA-5-K)- AT AT A
-,
7-2-5-Q2-2F A - T HR)-5- Z 8 F 4-5,10- = -5 [b][1,8] = &
1-84L4
5-RT AT EA-T-A-5-Z A F £-5,10- = R-3K 5 [b][1,8] = A& 1-
F4LH,
(7-#-1-FH8-5- = BT 4-5,10- = £-FFF[b][1,8] = AA-5-2)-7*
SE SR
5-IRT AT RA-T-50-5-Z AF 4-5,10- = £-F 5 [b][1,8] = A
2-B%,
7-8-5-(boe-2- K F BAL)-5- = A F £-5,10- = S-S5 [b][1.8] = &
5-T £-7-F-5-Z FF £-5,10- = &- K3 [b][1,8] = R &,

7-8-1-B4-5-Z £ F £-5,10- = &K H[b][1,8] = £ &R-5-82,
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7-R-5-(E T #)-2-F 4-5,10- = £-5-(Z AT £)E H[b][1,8] = £
T-R2-5-CGR A& TH)-2-F #-5,10- = & -5-(= £ ¥ 25) K 5[b][1,8]
T-R-S-(RT AT 8H)-5,10- 2 &-5-(Z AT A)FRHA[4,5-b%
#,

T-F-5-(F 8A)-5,10- — 5-5-(Z £ F )52 £ [4,5-b]4k,
(S)-7-8-5-CGRAA T £HL)-5,10- —R-5-(= AT £)F = H[4,5-b]
ok,

(R)-7-R-5-CGR A A T R H)-5,10- = £-5-(Z £ F £)"%7% 5[4,5-b]
ok,

7-F5-(N-JR R 3 TR )-5,10- = £-5-(Z LT A )72 S£[4,5-b]ok
%R,

T-R-5- (Nt 2 LB )-5,10- 2 852 A F R)ELH[4,5-)
ok,

7-R-5-((4-F okoA-1-2) B-1-8.48)-5,10- = & -5-(= £ )z
F[4,5-b]%w%,

T-8-5-(A-1-F4)-5,10- = £-5-(Z L F )52 H[4,5-b] 8.,
T-R-5-(NN-= F KA B-1-4)-5,10-Z £-5-(Z AT R )FRH
[4,5-b]odsth,

T-F-5-(F BAE)-5,10- = £ -5-(= £ T 2578 7[4,5-b]k,

T- RS- T A)-5,10-= £-5-(Z AP R)IER A 1,50k
s

T-R5-(H A R A)-5,10- 2 £-5-( 2 T )R H4,5-D]% 0,
T-R-5-(0k A EHL)-5,10- = £-5-(= AT )57 H[4,5-b]4k,
TSN N-2 P BT A)-5,10-= £-5-(= BT R )ERHF[4,5-
blEk,

T-8-5-RAA T RA-5-2 AT 4-5,10- = £-KH[b][1,8] = £ & 1-
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7-R2-5-F A AT AI-5-= FF£-5,10-= &K H[b][1,8] = KK 1-
f4kdy,

T-R -5k -2- 2 T A -5- = AU F A4-5,10-=
£,

7-F-5-ong-2- R T AR5 2 E T AR-5,10- — S - SF[b][1,8] = &
S-SR AR F RA-T-R-5-Z 7
AL,

7-R-5-okme-2- 20 F AR -5- = 50T A-5,10- = S-S [b][1,8] = &
3,7-—H-5-FF R A F RA-5- = A F H-5,10-= F-FF[b][1,8] =
3,7-—&-5- AL T R A-5-= AT £-5,10-— - XK [b][1.8] =&
£ 1-Hdvd, |
3,7-—8-5- K A-5-Z A F £-5,10- = 5- K FF[b][1.8] = £ X 1-A4b
4,

5-2-3R A A-TH)-T-F-5- = AT H-5,10- = 8- K F[b][1,8] = £
5-(2-FR A E- T A)-T-F-5- Z AUF £-5,10- = A - K SE[b][1,8] = AR
1-84e4h,

3,7-Z8-5-FR A A T BA-5- = AT K-5,10- = A- K [b][1,8] = &
A 1-84L4p,

5-Q2-FFE £- TR T-A-5- Z A F £-5,10- = H-KH[b][1L.8] = R E
1-84L4p,

3-F-5-FRAA T AT H-5-Z AT A-5,10- = £- R FF[b][1,8] =
3-R-5-R AT AA-T-A-5-Z A F £-5,10- = K- 5[b][1,8] =
AR -84k,

N

FIH[b][1,8] = A& 1-

il

¥ H-5,10- = &K H[b][1,8] = K& 1-
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)=

T-F-5-F T BA-5-Z T £-5,10- — 5-F H#[b][1.8] = £& 1-F4b
W,
5-THK-7T-R-5-Z #F 55-5,10- = £- 3K 5 [b][1,8] = R A& 1-F4kdy,
(S) 3-R-5-3R A £ F AA-T-F-5- = LT 2-5,10- = S5 [b][1,8]
ZRA 1-84L4,
(7-R-5-Z A F 2-5,10- = £~ [b][1,8] = RA-5-1)- F 85,
T-F-5-F T RA-5-Z B F £-5,10- — K-35 [b)[1,8] = f& 1-Fdk
4,
T-ReS-F A EH-S- 2 AT 4-5,10- = £ 5 [b][1,8] = fA 1-He
#,
TEER 7-F-5- = AT £-5,10- = S - F[D][1,8] = RE-5- K T A,
T-F-5-F A EI-5- = FUTF 4-5,10- R -KA[b][1,8] = £ 1-Bdk
9,
(7-F-5-Z A F £-5,10- = £ -K FH[b][1,8] = RE-5-2)- T,
7-F-5-Z FUF £-5,10- = K- K 3[b][1,8]= EL/?\ - B,
3-i-5-2R R A T ESL-T-F-5- = AT £-5,10- — S-F H[b][1,8] =
A 1-84kdh,
5-T A -7-f-5-Z AT £-5,10- = £-F I [b][1,8] = £5 1-R4udh
- R R A T AR5 Z AT A-5,10- = R-K 5 [b][1,8] = &
,
T-F-5-FF A B T H-5-= T 2-5,10- = &K H[b][1,8] = KX 1-
a4,
T-F-5-F T £-5-= T £-5,10- = S- % [b][1,8] = £ 1-E4L
M,
T-f-5-% ftk-5- 2 AT 45,102 K- I[1,8] = AR 1-5d
9,
(S) 7-F-5-F T AH-5-= f T £-5,10- — K- X FH[b][1.8] = £ 1-
A,
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(R) 7-#-5-7 T BA-5-= A T 5£-5,10- = £- K H[b][1,8] = £ A& 1-
f4t4,

(7-R-5-Z T #-5,10- = £ -F 5 [b][1,8] = £ 3-5-24)- 82,
7-R-5-(2,2- 2 REM-TH)-5- Z FF £-5,10-= &K F[b][1,8]
ZRE,

T-2-5-Q2-7+ AEIR-TH)-5- Z FF #-5,10- = K- F 5 [b][1,8] = &
2-(7T-8-5-Z fF A-5,10- = &-FH[b][1,8] = R EA-5-24)- L8,
T-R-5-(2-7 A EA-TH)-5-Z T £-5,10- = F-K 5 [b][1,8] =
A 1-84L4p,

(R) 7-#-5-Q2-7+ R EI- T H)-5-= A F £-5,10- = &-3%5[b][1,8]
—RE 1R, .
(7-F-5-Z R F £-5,10- = 5 - 3K F[b][1,8] = FE-5-£)- LERAT

(7-#-1-FA-5- 2 A F A-5,10- S - K FA[B][ 18] = RAA-5-£)- 2

(7-F-5-Z A F £-5,10- = S- K H[b][1,8] = FLE-5-£)- T,
7_}%‘&_5_}1 ng\?g’hg_z-‘?@ﬁ}_@(sulfanyl)—ii ﬁh qjg_s’lo‘__‘_fh-ﬂff .
nZ 3[4,5-b]Ewk,

T-R-5-F T RS -2-F Ak -5- = AUF %-5,10- = &%z 5 [4,5-b]%
%K,

5-F R -T-R-2-FHLA-S-= AP £-5,10- = & -7 H[4,5-b]%
7,

T-R-2- P ARA-S-(RIE-2- F RAb)-5- = FUF £-5,10-= R-goz o
[4,5-b]"% 5,

T-RSFAART RES-Z AT A5,10- 2 BRI [4,5-b] %o 1-
FeH,

T-R-5-3R AA T R A-5-(1,1-2 - T 4)-5,10- = K- F[b][1,8] =
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RE -84,

5-TR A A F AAL-5-(1,1- = f- T A)-T-£-5,10- = & -3 54 [b][1,8] =

RE,

S-TRA A T RE-5-(1,1- = - TE)-T-£-5,10- = & -3 5 [b][1,8] =

A 1-8404,

7-2-5-(1,1-= 8- LH)-5-7 T £AL-5,10- = £-F 5 [b][1,8] = £

7-R-5-(1,1- = - T A)-5-F T 8 3-5,10- = & - K 5[b][1,8] = REA

1-84e4,

(R) 7-R-5-FK A A F EHA-5-(1,1- = £- T £)-5,10- = K -K 5

[bI[1.8]1 = fE& 1-84ed,

(S) 7-£-5-FR A A F AA-5-(1,1- = £- T #)-5,10- = S -3 5 [b][1,8]

ZREA -84,

3-F-10- 3R AA T AA-10- Z FLF £-9,10- = 5-1,89-= £ -4,
9-= &, Z:-

3-H-10-2R A A F RA-10-Z AT £-9,10- = R-1,8.9-= f -1 8-
Ftedh,

3,6-=R-10- 3R A A F fA-10-= A F £-9,10- = K-1,8,9- = R -
&,

3-8-10-F TARA-10-= A F £-9,10-=5K-1,8,9-= f -1,
3-8-10-5+ T AA-10-= A F 5£-9,10- 2 £-1,8,9-= R4 8-Adk
#,

T-R5-2 AT A-5-F B BT 5-5,10- = SR D181 = A,
T-R-5-Z AT A-5-F B AL T A-5,10- = K- K FH[b][1,8] = A& 1-
e,

7-8-1,5-Z &-5-(N- TR EA T 2)-5-(Z AT L) FIH[b][1.8]= &
7-8-5,10- = £-5-(N-F & £ B T 4)-5-(Z A F £)KH[b][1,8]1=
A,
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7-3-5,10- = £-5-(N- 7 A A -N-Z AR FL)-5-(Z A FL)HFH
[b][1,8] = & &,
7-5.-5-(N,N-= Z L £ L F 4£)-5,10- = £-5-(= £ F 2£) 3 5 [b][1,8]
5-(TBRA T H)-T-5-5,10- 2 &-5-(Z A F &) [bI[1,.8] =&,
5,10- = £-7-#-5-(N- F 558 A F 2)-5-(Z A F &) [b][1,8] =&
5,10- = &-7-A-5-(F A ABLEAE T A)-S5-(Z AT A) [b][1L.8] =K
x,
5,10- = &.-7-#.-5-(F m & quanadino ¥ £)-5-(= A F &) [b][1,8]=
AR,
1,5- = £-7-8-5-(N-F R A T H)-5-(Z A F 4) [b][1,8] =R &-1-
(N-£1k4h), |
5-(NN-= Z A £ F H)-5,10- = &-7-#-5-(Z A F ) [b][1.8]=
HE-1-(N-R140),
5,10- = £-5-(N,N-= F L 8K F £)-7-R-5-(Z /) F &) [b][1,8]=
AE-1-(N-844),
7-8-5,10- = £-5-(N-F R A EE FHL)-5-(Z A F
Z-1-(N-84c4n),
7-8-5-(NN-Z Z £ B4 F £)-5,10- = A-5-(= A F &) [b][1,8]=
FEA-1-(N-Ad), A
7-8-5,10- = £-5-(NN-Z F A EA T A)-5-ZAF L) [b][1.8]=
AA-1-(N-Bd4cth).

AERH—NEHFTERELF HRIRA A N-FW T X g 7f 2
et .

AL PLRAEF GG R LY, COSHF LTHIOGEKP
BAAREH XA ALHF L THELYOEH X,

5 0.4 K Z A b L A-dh Andd ) 09 J5 i QL6 8 R A A4S

b

) [b][1.8] =%
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MBI ZARFHRGTE X HZARFMERE X REH. LE 4.
Eah X, EAHHXALEF ETHRL BN XL WAL
77 ik
BER—AFAEFTEY, ARVRBIETT HIV BRI Tk, &
s 7k QIELTEERNETNBEIEAARTHNDEHRILS
FETEZ G EH X,
BEFH—ANFRTEY, KRLNREE ST HIV BRI Tk, %
7k QAERA T E ERAIE T B LI A K E N
(a) X(D&yLe; A
10 (b) £V —#Fitx f HIV # 48 KB 37 5] 7] A= HIV & & 847 4] 7] 69
e,
B T oA Bog 7 HIV Bt 75 ik F e94hit o) 4 46 R B Ip Bl Alik g
AZT. ddC. ddl. d4T. 3TC. delavirdine. efavirenz. A% 3. Ro 18
893. trovirdine. MKC-442. HBY 097. HBY1293. GW867. ACT.
15 UC-781. UC-782. RD4-2025. MEN 10979 #= AG1549 (S1153). A
F oA bigs7 HIV B o 7 ik o a9k 09 & & B4y &I Al ik g 2 B0
% . ritonavir. indinavir. amprenavir. nelfinavir. palinavir, BMS-232623.
GS3333. KNI-413. KNI-272. LG-71350. CGP-61755. PD 173606.
PD 177298. PD 178390. PD 178392. U-140690 #= ABT-378,
20 BEH—NERTRET, HiREBEITHFLEH AZT. efavirenz Fo
3TC, mE G Bayrd|F ik f 7y 4A£FR % . ritonavir., nelfinavir #= indinavir,
ER—ANEHRFETY, ERBIHANAH AZT.
ER—ANFEHRIFETY, EQBHHH A indinavir,
BH—ANFERFET, REARBE—FA TE77 HIV RS
25 mﬁ,Eb%mﬁﬁﬁgﬁ‘E~¢a—¢uiﬁﬁm$§*%;
(a) K(Dayedh; A
(b) B —#bik ) HIV if 42 8405752 HIV & & Bdp 4171 64
o4 .
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BEH—ANFEHRZEY, REVRBEA FI457 00360 Z b4,
BEB—ANEHRTETY, REPRBEH G K4 4£45F HIV
Rty 2 dh e ) & 64 A i,
EXH BAL PO SEARBEGELT, ALBTARKE
5 BALCHEHXT. REAPELOIEEATEG AL AHHLES &
TR 4G, HiZEME, RAPHIEFTAETA R LT VAR &k
BATT LB FhF E—REABRALAHECERFTE, ML,
—NEHET RGEFTEZEERETEH R AT AT R EHFT L
1ETARTR L C B EME, AREFIIEHRTE.
10
23
RLZBERE, AREPGIEYSFH R ARG R T, AT
VAG B h KFE MR X BRINH %A X, KUK S s dofTH] &3 E
MK, Blde, BISNHRY XGIFHRE T AFELGLLR
15 Ao, BRIEEARIEA TH L TR FRFHERTE X, TEOE
—APLEM G FTA 69 FPEeG . dExTaRAKGS . ShIEaR 69 XA B P A &
JUAT M4 X,
AL PITH 04 BNT RL RIS F 6 BT 4 PTH B E .
Fliik LA MR RTFA B A EHREGARLRT, @id—4&
20 G #5)F, 2R ], AQREEAERFR. REFHRLEE
% C-13 #= C-14,
e AL b P R 6, TR REFRELAFLHEL.
S ERAT R, R BROFEELABTHEBRTHY LA
A#thofeti a2 k. 6158, KiEF “Cp i K “C.Cpki”
25 EB# 603 C,. C,. Cu Cpu Cyu Cou Gy Gy Cofe Cotish.  “Cyy
A" BHREIEC,. C. G C sk, A6 T4 a4, {2 RRT,
R, LA EAL FARA. ETHE HTHE RTHA. EAL
AP R, “BRELA" BROBEAHTHERETHY. §—AK
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10

15

20

25

—ANVA L8 B FE IR 4k Ao B 440 RIS A2 £ (4] 3e-CvEw, H 4 v
=1-3 40 w=1-Q2v+1))., GRIEEGEHIOIE, 2RERTF, ZAFLE.
ZRTHE. 222- =R THE. 333-ZRAAL. AR CEFER AL,

“GRA” R FBERAEEY. BASTHR TG L2 e

B Qw%”E% €3£ C,. C,. Cy. C,. C5u G4 Gy Gy G,

Fo Cro AL, Aok pleds, 2RRF, AL CRE. £
ﬁ%£~#@ﬂﬁxiTi£~ﬁT££\ﬁTﬂ£~i&ig%

PREI. “HRA” BREFEBFGIL, wIRRE. KTEAXK

TR, Co Rt &8 036 C,. C. Gy, Coifm C,EREA.  “440F
AK” BEROIEH 4R L BMA 124 HF B 03— AR —IL B8R

Pofa B -BR AR, PTESAETT BT b H e 091 ETAEE 5 L, 4T
Wik, mEAF. Cu A &ERe3C,. C. C,. G C Co. G,
Cofm Crotibtin k. “4bihi” BROFEHAMRIHBMA RS AE

B AR L BB =4, BTk S48 I T8 £ ik bk 69424
REEL, Tk, ARAF. C Bt &84 C,. C,. C,.
Cs. Cq Cyu Cyu Cofm Cpbbt it

TSR, CBARA RO “BE” BARA. RARL. B
REABRAL, “MREF AFEATIEG. MEREFHE X i
BT BET. AFAR. TEBUR. ARBART.

o R LT R 6G,  “HFH R “FREL BRSO EIBETF
G FE, Bl RAREL, o Aey, “BRIR” R OB
HAEAL” BIALATIEZ 3. 4. 5. 6 R T-TLEIRKWIR, R 7. 8.
9. 10, 11. 12 & 13-7USRIRRK =R, JLF t94EA4T — AT vA R 4o Fadd .

AR b R AN . XA R H s, 2RRTF, KE
A RTA FRAE. FTE. AL ARKE. FEL. [3.3.0]
ZHFR. 430123 F. [440] KA. R22]—KFHK. B
A KA BX 238t ARREASmERL,

Jo AT R 6, KRB IR R “RIRAR” BRBIHS. 6K
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T-LEIRRER, KT, 8. 9 & 10-TIIREIR, FATEKINT A2 40 A
8. A Ref g X0 F e (Fke), LR RG#E TR 1, 2
3RANIEZH A N, OF S &R FURI CIEETREILHE, £
Frid IR E P, 4T LR L6 IR EF R L, RAsmd R
5 TR EA. BRATARERLRF E6H 8 N-Fibdp e4 3
KA, PTRERIRT AL = AR MG EITR R T RBERF Lk
A, e RAE RIS RIEE N, IR R TAAEBE
TRAERRT LRI, e R4FH480, £ L6 T vAFikdk
B4, SEZERLG SH O BFhisiE 1, Dbk
10 BT B TABAR, HRAZLRIK LG SH O RF L R 1
o RSB R 6y, KB “FAREIA” BIRFLEH S, 6&7m$%w
RIK, KT 8. 9K N0-AMILLEHFHR, FALFHREHERETFF 1. 2.
3RANBLZA N, OF SHILRBRTFLHMR. HLEZFHERTR LY
S O RFeyEHFET 1] |
15 R KB 035, RMRT, rmh, T FRE. Fifoker st
Rtk FFsmArekupih . FIEp. Kt X
el RHF = RFwek . RKFFEEed | KA ReEe A
Fotokedoi . ek daH-ofed . ek R AredhA
bbbk, Aok, T+ Resakik. 2H,6H-1,52-— &%t . + Kk
20 “hF([2,3-b]eg fexodh . 5,10- ZE-K DI, = REL. skodfh. =
PR oRKedubn L oRkebeR . ke TH-%3lek & | indolenyl. — &
AR FREA. BlRA. 3H-RA. FERFkdhA, RS-
g, Aol FoRGIRA. Sl Fedekd. g
L FRER AR rEel L RAL . NA oSkt BE ek 12 3-
25 PE e gt 1,24-BE —ed | 12 5-0E ek f 13 4-ME e F | BEed
oA REe R, MEedobr AR egue . dEumAk. FEeROR. kA
k% k. phenoxathiinyl, %EEAf . 23-—RAERL. AL, %
sk R 4k BRI M. et oBeh gk wbedA.
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bl mbedobt R bbbk, wbed R mAsR L. SRR FMERE. e
SFToRd. s irRek . PR R (pyridinyl). A, ERA. HR
FH[4,5-blkah il . bebbu il wbefoksh . 2H-uteg 2R wg R vk
dhA. ek AH-sR k. BB L. ATHA. wWHckhE. @
5 Sk WwareukA . 6H-125-8 —vh A | 12,38 e K | 1,2.4-
e 2S5 o R 134 e L R, ek ey
E UhPis SO S SO A S S Lo S S L SR
. 123-=v i, 124-=vd A 125-Zek g | 134-=v & Folfed,
. SR Hlhel LRGSR AR ML LIELEA,
10 Yo e SLBT A &, “HIV # 4% K BE37p 4| A]” Z 4048 HIV 1245 X 8(RT)
MEFAEETHF 4. BF RTIHHFN G EH 0E, BARET,
AZT. ddC. ddI. d4T #= 3TC. FE-i%3 RT 74|56 £ s, {2
& F delavirdine (Pharmacia and Upjohn U90152S). efavirenz (DuPont).
A %3 (Boehringer Ingelheim). Ro 18 893 (Roche). trovirdine
15 (Lilly). MKC-442 (Triangle). HBY 097 (Hoechst). HBY1293 (Hoechst).
GW867 (Glaxo Wellcome). ACT (Korean Research Institute). UC-781
(Rega Institute). UC-782 (Rega Institute). RD4-2025 (Tosoh Co. Ltd.).
MEN 10979 (Menarini Farmaceutici)f= AG1549 (S1153; Agouron),
Je TR,  “HIV ZA B4 A7 Tadsdrs HIV 248
20 G At . ) 6,35, 12 RIRF i A FF % (Roche, Ro31-8959). ritonavir
(Abbott, ABT-538). indinavir (Merck, MK-639). amprenavir
(Vertex/Glaxo Wellcome). nelfinavir (Agouron, AG-1343). palinavir
(Boehringer Ingelheim). BMS-232623 (Bristol-Myers Squibb). GS3333
(Gilead Sciences). KNI-413 (Japan Energy). KNI-272 (Japan Energy).
25 LG-71350 (LG Chemical). CGP-61755 (Ciba-Geigy). PD 173606 (Parke
Davis). PD 177298 (Parke Davis). PD 178390 (Parke Davis). PD 178392
(Parke Davis). U-140690 (Pharmacia and Upjohn)#= ABT-378. .72 #
45 @357 F WO 93/07128. WO 94/19329. WO 94/22840 #= PCT
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¥ 35 US96/03426 +F &) 30K & & B 374157 .
e LT AR, “HFLTHZGE” BT HeiTE
Yy, F P B A-dh 8 it ] & AR BR 2 R aked B ARSI, B L
LG T O, BT, sk E A oo LA L A
5 PR, BMAARBRYBEELEIANLESF. BHFETEZY
b 60,3545 4o oy 3B - Fb ALES A HUBRTY AR 64 BEARAL A 64 AL AE- &
HERF4EE. Bldo, IHOFTHE-FHE QFEARLITA § B
o B, SURBR. FABR. RULRRER. BRER. AHBRF & AR GAH
BMAc LB, RBR. RIABR. CERER. AUB®ML. JLER. FRE. B
B, ATARBR. FLRMBR. FMER. BORER. AADRER. RTEK.
BRE. RVE. KB, sTRAERHR. 2-LBREARTER. 55
B, TERBB. TR, L3R, 2. 2UBRE,
AEPHHF ETHEZ AR TRITFTIAE 5%, A B
REM A BARA WA, —RRI, KA 4G 3k TR X ok
15 1AMt i BB B T A BN F T FZHSE N BARBRENKT
REFWEA T, RAEZFEGROSYF B KB & —REH,
RIEAEKNFAL CBE. TEATES. THE. AR, SEni
&) B 3] AN Remington’s Pharmaceutical Sciences, % 17 #&, Mack
Publishing Company, Easton, PA, 1985, 1418 W+ X M., FEAF AR
20 5| AL AP,
ESFTR 694545 “HF LTI RESENEFFIBTELE
K, EARATEHEAFFHMGELER, RALEGENE. R,
BB R 2 by AT 04 22 AL/ KUK Fo AR RL 64 S g 9] RR K HF K JE 69 AR S 4k
W RAt. oA/ RFNE .
25 BT LA AREAMGERAE O RGeaE. £h5 M
B I, KL TIAARM G X4FE,. Bk, KL
PREROIERALNERRY AWM T HEAT RS WEH
A EMYEsdh. “ITH” TROBIETEMLE S BIK,

FH-

e

NOE

10
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LA B L TR HEZTH N, ATEBRERAFTRRLY
W E AR, KL B IR ALE T ELSHFHER
B kbl &, 454 0 5 XOR AT BAS AR T vl vl AL 22 A A 7 3L A
AHERAY. Tl EL. RARGLEE TR L
5 A ey AL BAEH, SREANGITHL T RIS ELEN, Tk
PRAp I RN BLRT Rk B e 50 BB RSB 693,
WA R QE, BRRT, RAANSH LB FRERANT
B, YEARATRITAN. AR EHATH EH N CmitHiL. Cy,
BEA. CLRBABAE. CopuF A, CooFREHE. C o F ik
10 FREHEE. CLRABRARA CLmALARE. CowF AHEARAC,
CEARHA. CLMARASA. RAREBEFRRACLRALR

“FERIAW A TR M BB &L B JL R ¥ 5
BEA R E, FEERE e T A 6 RS AT ALA. A
15 KR E AT A,
“BAREY” BIRARRA “BARE” RATIHEZGRT LG A
H— A L SR Tk B 4R E R B4, ATRAFR
EHRTFHIEFTH, ABRFTRERAFARZ e, E—NBRA
EARAFP=0)ARR, MizkT LY 2AMEETFHER.
20 “BRHKE” BROIERL ARSI NE L CEEARS
BKAER 6E, RERRY 910 ) BE-4 15 £ A 74| HIV
R 3657 HIV B )2 R 69 F . AW e BRI 1 B 45 A 49 BX
A HERALTF S MR R(EXFIFILT, F374) HIV 2 4)
K TFiX e OthtE A B — ey i R AR LTt e hnFoc R, NA AW
25 ElYE A, +4od Chou #= Talalay, Adv. Enzyme Regul. 22:27-55 (1984)F7
#, —fkB, WEERERMENAHGTRERETTRALNR
BEEE, RBEAOLBHBAY M. it REFRRR—
EHEHBHKRAT, WEMEATAE L -6y & R4 ik,
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AR
AL AW T VAVATT HBBRARIBAE AR AT #e o b — 20 5 7% 41
& . AZPGESWHT ARE TR F ik, vABRSBA VAL F AR
Eo by T i, RAATIBIEAA ] BAE o2t iX ok F ik o s it kA
5 B, HEEFE A, ARRTFFRGMESE, ATIAHE—
BAEZ X RBL T NESEALY, ETEGALY, R AFCF,
A, (28Tl 2G4 R B F & 644247 — A,
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SEM

)I(l /W\ HOzC\ O
Y\Z/ \ﬁ/ Xy

[e]
0
Y.

\Z/ H/ Xy
B
.k
)I(I/ w\ i ‘
Y. N
\z/ N

)I(l/ I 7 I
Y\z/ ! N

FA2 1 BT FA/ETARE 2-FRBERZ B R L, 55| =-
B G H: A, A PPA TRz LITE] B, 4R 478, 344 TBAF
5 AAET, @ith TMSCF, L&EF2 D, A b Tie Dk
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1, REERyPiFE F

BAAFE 2
CF,
D, F XWK N
]
’ — / / /
Y\z N” N
G
FaC. R?
X'W\ \
¢ — Yoz »
~Z7 NN
H
H

ARFE2ETT DF&yFMk, F30eMm G, KEHEGMG
5 TARH B ity Grignard XA R, KA E T 5 AL BiXH R
W EAFE H
%7 %—Eh‘ RA FMAL 2 HPLC RGBT KA 5 4-F] ded2 I BER
(camphonic chloride) 3547 = I AE xf ok &4 B A6 5 5 (Jo Thomas J.
Tucker %, J. Med. Chem. 1994, 37,2437-2444 FiiE), X (D)&4-F s
10 LT R AR A ST AR B34 A (%e Mark A, Huffman 4, J.
Org. Chem. 1995, 60, 1590-1594),
AL A ECHIELEA T T=HMERSEGHLTEPH TR
ERHR, HhXEFAETRERATHARLY, FRTHE it
TS,
15
5% 3.1
ATEABFHEEENT: “C AFHRKE., “d &5
R, “dd” RFAANRE,  “eq” X “‘equiv’ A FHE, “g £
T, “‘mg’ RFEL, “‘ml” AFEHF, ‘H £ATF&R, “h” £
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TR, ‘m” RFZESE, M AFER, “‘min” RRo4,
“MHz” AFk#hif, “mp” AFhL, “MS” AFF#, “nmr
R NMR” %k FAmLRE, “© AF=Z8%, “TLC” AT4E
B, “CDI” R 7# 4 —okek, “DIEA” &7 =5 & £ 2, “DIPEA”
5 ATZHAACK, “DMAP” Arx—_FiALwm =z, “DME” &
TZFTRETLK, “EDAC” £F 1-G-—FEAEARHL)-3-T 45—
Treiirdt, “LAH” &x& 4248, “MCPBA” 4-rla-FAit%
Vi, “TBAF” A FafAwWTHA4E, “TBS-Cl” A7+ TA-FTLA
Frete k8, “TEA” RT=Ch, “PPA” R-T3%Hi#, “SEM-CI”
10 AT 2H(ZFAFTARBCEATALA, “TMSCF” AF=ZfAFh
Z¥HRERNE, “THF ATrw&rckh, “DMF” A7 F 4 FEuk,
“TFA” R TFEZATH, “NCS” &7 N-ARHEMBLME, “EtOAc”
AT LB LB, F “LDA” A F R AL E4E,
AR EAET S, RARTES, KEHFRRMGEH,
15 B TLC MM B, BRE #ATIER R A T B #EAT R 4% 640t ie], BT
RERF A THZY., —FTATBRE. Ok aLFEE45TFHTF
B, PTA R CERNHRFEK., TBARTESD LK, KI2EBF
o8y, 15 & A Mel-Temp AL 5% L84 F 0 £.m48 0 F B AR E, HEW
AR EEAR EHAT BT AEAT LR E AP 290 64 98, Fi HPLC
20 9B R FHARSAT, AL $5>99% EE &g stakik,
AT 7 ik AR TR 5 20 IR PRI, &K EHH)H
BT BARSW, 2R AT T A TARE FHBIET 7 E 61
CEY .

25 FEHA 1
7-R-5-CRARA T AH)-5,10- = &-5-(Z A F L) R HF[b][ 1.8l =R A4
B AR
Fik A I 4-RARFB(18.3g, 144mmol)Fe 2-F AKX IEEL(24.6g,
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144mmol) £ F 3 (250ml)F #4457 3 N iF. ERA DA T
Fokt Fa Bk BR E4A(200ml F= 500ml) 44 RAodh & 3B AL B3 30 4, T
FEAFRHILE EH R 1 (32g,85%), ETAFH—FLeibmitA,
#i B. F170C, # 1(30g, 114mmol)£ PPA (35ml) 4484
5 M 1.5 . A IN & 844E00mD#H Rz R4, B S0%E 4
WA pHIAT £ 2, ReidiE. & BMIEHAEF T/RAE0m)F,
A IN S 8A4ush3% pHAAS £ 8. iR F2KAB EH K5 2 (22.8g,
82%), ©TAFE #t—F it A .
7 C. % 2(8.31g, 36.lmmol)F= SEM-CI (9.55ml, 54.2mmol) £
10 DMF (100ml) ¥ #3244 ¥ A\ EAt4h(60%, 2.89g, 72.3mmol), itk
HRE, AU TEQIOMDARER LY, M iaFa e £4H(3x200ml)
FattFe FAAR(SOml) k%, FREABL)IFREEL. EHEREH(T
Y/ LB B, 5-10%), REIFEIG Gk, AT T LR,
FE| A G E4H KM 3 (9.02¢, 69%).
15 Fi# D. & 3(7.84g 21.8mmol)#F= TMS-CF, (4.82ml, 32.7mmol)
Fe kA4 THF (0°C, 150ml) #4345 % F Aa . TBAF (IN f& THF #,16.3
ml). #1047 6, A LB TE(QOmDHBR LY, Fiofskig
£40(3x150ml)Fese o RALAA(SOm) e ide, T IR(FABR4E)HMERL,
R EM K, BENTIR T L&, F3]4%48EH K4 4 (8.0,
20 86%).

Zi% E. ¥ 4(4.00g, 9.30mmol)F=3% & £ F A2 (1.08ml,
11.2mmol)/£ DMF (50ml) ¥ #4%% P e A §444(0.63g, 15.7mmol),
BWHARE, A TE G E(100ml)AH 45 B 4 , 467 B BE £.4h(3x70ml)
Fotb Ao RAAAQ0m) 2, TIR(FRBRAE)FMER L, 3 RAREH

25 ¥HRih S, ETRAFH—FimizA.

Zik F. 4% 5(% 9.30mmol)#f= TFA (5ml)£ =& ¥ 5.(40ml) F &4
BAREFBETHRELNE. AR LE0mD)HER Y, MAie
Fo bk B A 4A(3XT0m]) Fodb o RALAAQR0mI) 2k %, FIR(FAB4E)HF B E
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AE, RERERY. EWN(TIR/ TBRTES, 20%), A &K T3 &4
kY., K EMNTEF LR, FE A3 E EMmstikimey 6 (2.06g,
63%, 2+ F % E % F).

LD @
L0 - @6%3

OIZ

o SEM 3
Fo OH FsC o
@f,j,o
a SEM Ie SEM
FaC o)
N7 SN
H
6
5 LA 2
7-8-5-Z 28U F E-FHH[0][1,8] = R A 448 A%,
CF3
Cl X
s s
N N

Fi% G 3% 6 (1.41g, 3.98mmol)#y TFA (14ml)iik it it &,
BREZLZB LY, REAGWET A FHEG5ml) P, RAibfskik f40
- (3x20m)Ftafe fAm(SmD) gk, TROLBRE)FTRERL, 7248
10 EdamB R, RLAETRTHE, FEARBEHRY 7(1.01g,
90%).
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F #1453
T-8-5-(LEA)-5,10- — £-5-(Z A F A)FRF[B][1,8] = RE 4G E &
ik H. 4% 6 (31mg, 0.088mmol)f= THF(0.2ml)#4 2,82 (3ml)ik &
A4 N, A CER G EEQGOmD)AFRE R LA, F A BB A.44(3x25ml)
5 Foto o RACAA(SmI) %, FIRGABRAL)FRERL, 2 aEHK.
EM(TE/ TR, 20%), FRaéemi. FEM R rfdir P
mn, FFE| A& &4 A K4 8 (18mg, 63%).

E At 4
10 7-RS-(ETH)-5,10- 2 5-5-(Z AT A)E I b][1,8] = A8 &
%1 & 7(86mg, 0.304mmol)é# THF (3ml)#44-(0°C sk F e
ARALT #£4£(0.460ml, 0.915mmol), #EH 10 547 /5, A TER L ES(30ml)
HRER Y, FiafRiRE4M(3x25ml)Fte i e sa(Sml) ki, Fig
(BRI AERL, REENHRERRY ., EM(THR/ TR TE,
15 20%), FEOEHR, FANTETLE S, FRHQELER[H RN
(24mg, 23%).

KA 5
7-8-5-(L#)-5,10- Z £-5-(Z AU F )R F[D][1,8] = KA 49 4-A%,

20 ik ). & 7(30.0g, 0.106mmol)f K (3ml)# 444 2p(15°C )ik F
AN T EAF(IN £ Tk, 0.530ml), LR S, A T8 T E(20m))
WRER LAY, FAAaAaBR 840 (3x15ml)fetefo RALAA(Sml) ks, F1E
(FRBRER)FF BB R A, FERAREIRRY . BAT(T I/ TR T8, 20%),
FRIGEHR, FANTEF LR, F25 4 EMHH K4 10 (12mg,

25 34%).

Fik K. 3% 3 (1.96g, 4.80mmol, W 4-FAK-2-F L5 5
B LB 2-RRMBBRAE H A4 B, @it 2 A, BA CAHR)F
L4t 8) 69 iR A TEE(15Sml) F & 97 30 o4, iBitakiE itk
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B, BEEL, HEREBKR, BWM(THR/TERTE, 20%), &
ZAFE| & EAr K89 37 (580mg, 33%),

cl
NN
. = CCLOD -
. S
N7 N
Fic. o-Me
cl N
467  _H ) s
N7 N
H
FsC Me
7 ° | 9
P,
NN
H
FaC
, o N
10
7 . »
N7 N
H
0 0
cl cl
(X 7@5@”
5
N7 N se N N”
SEM SEM
3 3"

5 K H#A] 6
RACIR R A TSR AR,
Zik L. @A AKTE(5.0g, 50mmol)#y THF (50ml)#44-(0°C)
& P se A BH;oTHF (IN & THF &, 70ml). F2:8 Fi#iitae, A
KERGRE ., K6 R U TEE(SOm)#4, A IN 85 (3x30ml)
10 Fetofn AL (10ml) sk ik, FREABL)FRERL, BRI A E Y
Koy 11 (4.3g), ©TAE#—FHmizm.
Z & M. 3% 11 (4.3g, 50mmol). I, (12.7g, 50mmol). = % 4(13.1g,
50mmol)Fesked (3.41g, 50mmol) £ = &, T 12(140ml) ¥ ¢4 R A- 3k 2
DY BRERZZREY, BEM(THR). RLERIAEERKkDe
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10

15

20

12 (6.3g, 64%).

Z# N. ) 12(0.245ml, 1.06mmol)# THF (5ml)¥F #54(-78C)
BUR P e AR T £42(1.25ml, 2.13mmol), B EFBRFHEIE 1 D ud
J&, WiZE BB RAH(E-T8C), A riEi4E(IN £ LB/ K T,
1.06ml), KEZZRLEMRKETR, KEFLHH 1 i, 5313

RP S
k L >}> M f N ﬁ
COH HO | BiMg
11 12 13
KA T

7-2-5-CGR A A FARA)-5,10- = 8-5-(Z AT AR [b][1L,8] = A&
b2 AR, |

Z i O. 3% 7(50mg, 0.177mmol). *F & F A(0.031ml,
0.355mmol)#y DMF 2ml)iz&#t3 1 6, A L8R LES(Q0m)F#rix
B A, RibAaiEeE4n03x15m) it 84 (Gm)ikik, TG
BR4R) TR ER L, FEZEERY, BEWN(TIH/ TR TE, 30%)1F 2]
aeEhR, FEAKTEKE YL A, F2 48 EL AR 14 (20mg,
42%).,

&A1) 8
7-R-5-(RERI)-5,10- = £-5-(Z A F ) FH[L][1,8] = AR &%
7% P. % 7(50mg, 0.177mmol)#= 3 f(0.024ml, 0.266mmol)#)
DMF (3ml)i%i& F A RAL4A(EF). B 155475, Al B 85 (20ml)
WHZ R 4, FMietst B E4n(3x15Sm)Ftaf R AL 4A(Sml) kg, F
RABRAL)FFBERL, FERERRY, EM(TR/THEK LB, 30%)
BEREERY, KLOTRA—RTRY SR, FEAHLOEL
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10

an A K 89 15 27mg, 41%).

T-8-5-(3,3,3-Z A.A-1-4)-5,10- 2 £-5-(= FLF £) K H[I[1,8] = £

7 #% Q. & 7(50mg, 0.177mmol)#= 3,3,3- = £,/ B2(0.040ml,
0.355mmol)é§ DMF (3ml)&% F e A 4L 40T 8). itk 15 540,
RAaf RACEIE R IZ R R, B CB LB QOmDHE R, Fl4bAt 64 540
Gx15mhAetafe RA4A(SmI) Bk, FIRGRB4AE)FBAERL, 1334
EIRY . FHMTIE T L, 534864 9K 16 (54mg,
77%).

CF3 FsC. NH
P, p —— s
N N N N
H
7
14
. FsC. NH
P |
BRSO e
S
N N
H
15
CF.
Fsc O/\/ 3
Q d«a
7 —_— ~
N7 N7
H
16
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SEA#A5) 9a

T-A-5-obmg-2- K F K-5-Z UF A-5,10- = £-F5H[b][1,8] = A& 494

o3

#ER. F-718C. RAAT, ¥ 2-F Atz (5.0ml, S1mmol)F= LDA

5 (50mmol)#) THF (S0ml)izi@ 4t 3 DB, AN R 40192 7, HiZR A

W F-18CHLAE 30 047, REM 3004 LERETER. AefE

AR Z B L, KB LB GBS (SOmD)AEAE, FlAaAaK BR 240

(3x30ml)Fettofe RACLA(SmD) Bk, TIRRERAR)FBUERLK, T34

ERRY . BI(LBRTBS/ Thx, 40%) 13350 & EIE K, HFEMR=
10 AF AT YL, [ HILE ELRH KRG 19 (645mg, 20%).

£ #.45) 9b
3,7-—8-5-Z AP £-5,10- — K- K FF[b][1,8] = R A-5-B 45 A A%,
FiE S, R L K4E4 20 (100mg, 0.33mmol)#= NCS (49meg,
15 0.37mmol)&y 53 A BF (Sml)EiR A R AR TR 15 94F. A TR TE
QOm)##iz K4, A IN HCl (3x10ml)Festfo AL 4h(Sml)ie %,
FREABRL)FREAL, BEFEHK. AR TRV HE, 73
HIE E4 i A 3-FRRAL7E 21 (102mg, 92%).

oYY & O
P N~ N7
. :
20 21

20
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Fo B AR B (100mI) B R 3% B %A, A TBR T ES(2 x 200ml)$2
B, KA IFA MY, TIR(ABRE)IFREFIAFR EbR
M. HEM(ZRALE, 15-30% 8L T 8s-Tdt, #ERB)IFE A%
& R4 &9 BT S =45 23 (11.6g, 61%).
5 % % BB.2-B A -N-(4-BMRFL)3-— R B Loog iy 4 & g
BAABHE. Wmin. BET. @AARZERRAANATE 100.0ml
oy BRIEA T, 12 2-F-3- =R OB bR 23 (2.75g, 14.4mmol)Fa 4-
FRFIEET 3%K-TEB P S haih 2R 14 D 0F. 4201 B iRA
), BIREEKLKE. AKGERIFEGIZERGY, AKRAH
10 ¥4, B CERTE(3 x 150ml)4R IR, JA) B Koo H oA ALE T 1R,
B (R4, 10% T8 TBS- T 4R)133) 4 & G E Rt BT E = 4h 24
(2.15g, mp 73-74°C, 432 53%).
7% CC. 4-RZe-T-2-9-— R F AV w ey 4] & &K BeH # A
HEARAND 4 50.0ml 6 BRIEAT o R, HBER 1504
15 Shen 2-F A -N-G-FRFL)-3-Z A T Aoz (2.5g, 8.8mmol).
RIZB LR ERIEE EH A sk, T23CHHE48 . Ak
(250g) - RAZ B L, s Pl B BR B 4h(30-32g) ¥ Fu. i2JEFL & EIRIE,
RKBFFEETIR, 152 23g 8% AT =49 25, ETAE#
—F ¢4t 4% F (mp 232-2337C),
20 % ik DD. T-2-9-F A A F 8A-9-— A F A-4- R L7 44,
IR EA A A E . ABF LA § 250.0ml ¢ B &R BT
AN 4-F 2e-7-8,-9- = F F 75 (2.0g, 7.56mmol). IR & £ FEE(0.82g,
11.4mmol, 1.5 % B)#= £k DMF (50ml). FREART, ¥ila e
FRAIME-10C, KREM 10 4P 5-dthe A EAL4A(60%8) b &%),
25 F O-SCH A Z AL REY 3 o, RERAKFER., A LB TEQS x
200m)RIIF 2|69 RAH, RMERRE, FRFRE. REF(ZA
1ok, 25% L8R LBS- THi-1% = Th), 133) 1.4g A3 A EBKHHE
Z 4 26 (mp 83-84°C, 55%).
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S 34 10
7-8-5-(FR A A T £ )-5,10-Z R-IN-FAR-5-(Z R F A)F 5 [b][1,8]=
RE LR

i U. 4% 17 (150mg, 0.424mmol). mCPBA (3-FAXit 3K F #)

5 (91mg, 0.424mmol) 4y =& F G ml)iE &3 2 ) 8. A LER T ES(10ml)
WRZ B LY, A IN A 8AAGx10ml)Fetafe RAL4A(Sm) k4, F
BRABRAL) AR AL, REMGFERERY. EM(TRTE)FELE
R, AR Tt ad, FEALGELR[H KL 18
(56mg, 36%),

m@ @fr

17 18

10 Fik Z. R FHAARITF M HPLC 45, v4>99% EE 43 2|(R)
Fa(S)xt BRAK,
e 11

T-R-5-FR @A F EIE-5-Z AT 5£-5,10- = &-FHF D)1, = RA(ET
15 ey RAE 5 F X =Clagaa
F ik AA. 2-8-3-Z R OB AR 6 5] &,
FEEA AR, A, BEW. R4, RERRA
AT 4 1000ml 3-37 B & JEH T Ae A= F & 2 A(20.2g, 30ml, d=0.722,
0.21mol)F= THF (200.0ml), 4iZimkA3£-20C., A 30 54PN iE
20 TR 4269 TR (2.5M, 86ml, 0.20mol), F-20°CH 4% B A RA4h
30 H4F, REAHE-T8C, A 5 54PN 2-Frtkew(11.3g, 9.4ml,
0.1mol), F-78CHHZR L RAM 4 1 8F. A 15 4P A T
BR L E8(24.8g,0.01mol), F-78CHHFZR L RS, 2 e, Al
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RAL S

1 )LDA (2 equiv)
o’ SN THF - 78 °c AcOH-Hgo

2.) F,CHCO,Et B %
61%

CHF,

CHF, V/\ CHF, O

R HSO, (1 5 equw)
—— YY) @Ej/j
23°C X, Z  DMF-0°C

N7 N
25
CHF -P
McPBA 5 . 3°
e N
CHgClz'n P
NN
o)
27

ARAE A ZH5) 11 P IGR 6 7 4] & L34 12-14,

5 kA& 12
T-f-5-3R A A P RA-S- FLUFK-5,10- = 5K H[b][1,8] = F
900mg, mp 137-138C,

FE314) 13
10 T-R-5-2-FR A K- THRA)-5- = AT #£-5,10-— £-KHF[b][1,8] = A&,
274mg, mp 148-149°C,

k745 14

T-R-5-o-2- K F A-5- — T £-5,10- = &K HF[b][1,8] = £K, 17mg,
15 mp 204-205°C,
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A 15
3-R-T-B-S5- R R A T BAR-5-Z BT A-5,10- = AR [b][1,8] = RA
b4 B,
7 3 EE: Al N-RAX 3% 24 BL T2 B2(316mg, 2.38mmol)4k 22 28 (800mg,
5 2.38mmol)éy 5+ R EF(l6ml)iaik ., HIFE| G BFRMME 90C, 4K
—¥) 85k, ek 10 5478, BAIGIRLIE, FZE EhEhHE
23CH k% AL KB M4BT LB LB A KZ 1], Al LBk 854 x 25ml)
RIKAD, THRABRAN) ST A MR, FEZEERIKR, A
(= FAAE, 65% L8 8- T £ 100% 88 T.85, 455 % Bi)iF 2] 5F
10 E =4 29 (372mg, 55%).
4o 11, 535 DD pra, AISRALTELRE, 23] 7-5-2-
F-9-FFAHA FAL-9- — £ F 2 -4-F 227722 (141mg, mp 169-170°C).

CHF, o—} CHF,
N“N ’ NN
28 29
15 LA 16
7-R-5-F AR F AH-5-= #F 5-5,10- = £- K7 [b][1,8] = A& 1-&
14 64 B~ A%,
7k FF: GQERABARLERFRAANTH 10.0m] & B EIEHR
AN 7-8-9-FR AR T A -9-— B F A -4-R 2772 (1.4g, 4.15mmol)
20 Fo LK R F 4 (50ml), 4k A2 A MCPBA (1.23g, 4.64mmol), -F 23
CHH#H 4. AR T RFRFZRARESY, Ribfkig f4nE
&3 x100ml). FHKaik, FROEAERE). REFIEEREY, ¥
HiB itk BRI, 1 %= T8 TES) sk, 33 1.03g A%
HREBRE T-R-5-F R A F RIE-5-= A F 2-5,10-= &-FKH[b][1,8]
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10

15

20

25

ZREA 1-A44h(mp 185-186°C, 1F& 70%).
AR 2 16 A8k 64 k4 &L 64 17-20,

£ 345 17
T-F-5- AR T BIR-5- = ST 2-5,10- = S-KH[b][1,8] = A& 1-£,
4, 102mg, mp 166-167°C.,

) 18
7-F-5-(2-3F B B T BAL)-5-= FL T £-5,10-= S-F H[b][1,8] = £LE 1-
FAb4, 164mg, mp 175-176°C,

4 19
7-R-5-ooR-2- 2 F Ah-5- = FUF £-5,10- = & -F F[b][1,8].
#, 9.2mg, mp 210-211°C,

A 1-£

I
ol

F 345 20
3,7- —8-5-FRAA T BA-5-— A F £-5,10- = £-KHH[b][1,.8] = KA 1-
F4v4h, 84mg, mp 163-164°C.

=64 21
5-TA-T-2-5-Z 8 F 4-5,10- = S-S [b][1,8] — A 64 4%,

Fik GG TRAAAT, # 7-8-9-Z A F H-4-R Zrr72(396mg,
1.5mmol)#4y THF (10ml)i& 24240 £-78°C. J 15 H4FigheiE T 242,
iz B RA F-18CHH 5 o, Fiefe RACAR IR R IZ B,
AT TE(3 x20ml)RE., Fl BRRASFH O AIE, FRAKRE.
AR EM(ZBACAE, 10% LBR LBS- - 1% = TRRFE| TS 4 5-T
A-T-RS5-— AT A-5,10-— A -FHF[B][1,8] = A, AL ED
K4 (10mg, 2.1%).

ARE 2 F A6 21 13 84 7 ik 6] &S24 22,
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45 22
5-(2-FR A TH)-T-R-5-— B F £-5,10-— - F5F[b][LE]| = R A,
29me, FEA8 b KA, MS m/z 335.1122 (M" + H) C,gH,,CIF,N,.,

5 RAE 6

F20H3 CF,CHg
n 1) LDATHF/-78°C @ \O\C‘:’S[j
x”~NZ  2) CH4CF,CO4E AcOH/Hp =

X =Cl, 31 X=Cl,33
, X-Cl 35
X =F,32 X=F,34 X=F,36

o

H4CF H3CF
% H,SO 3Wir2
ARHSO, x [>—chz0H X CHyCO3H, AcOH
it 2 TFA,90°C | & CICH,CHoCL, 1t
lt‘i N ' H N 2L.F2Ul
X = Cl, 37 X =Cl, 39
X=F,38 X=F, 40

;:
S H#eA5) 23 Fo 24
T-2-5-£-5-(1,1-Z R T £)-5,10-= 53K H#[b][1,8] = RAGBA= 7- A
-5-#35-5-(1,1- = A T #)-5,10- = R3S [b] [1,8] = R A4 & A
10 Fi¥xHH 2-8-3-2,2-— R ABE )2 (33)e 4] &: F-20C,
%) =5 % & f(11.8ml, 84.00mmol) £ %7K THF (80ml) ¥ #9#t Hm & +
EAe £ T £42(2.5M £ T8 ¥, 32.0ml, 80.00mmol), F-20CHtiiz A
SLiRAd 30 4, REAIZE-T8C, KRB, iEhe 2-Frkez(3.82ml,
40.00mmol), F-78CHHAFE| & E W& 3 /N0 20 547, A5 iEAn
15 22-—RABTE, T-78C 3.8 40 5475, Fief FALi KSR
(AOmIERZ B, A LB TE(2 x )RR, F KR ASFHAINE,
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GERMA TR, A RERGE. R EA(15%C 8 2 8- T 4073 3]
AR EhRA ey 33 (3.544g, 175 86%).

AR I ik HH b 3 6y F k4 & 2-7.-3-(2,2-= B, 7 B2 )i
(34).

2-F S -N-(4-FARFEE)-3-(2,2- = A A B L2 (35) 84 %) &-:

ikl FRET, & 2-8-3-Q2-=f & BLA)17(33) (3.190g,
15.52mmol)4£ 10:1 ZB-7K(38.5ml) & iR ik A & P A\ 4-RAR KA
(3.000g, 23.28mmol). iz B AL Rb-pieik ZiR A A 21 D EF. R
R RBERLRAY. B CRUBHERINREREGH, A
toFeBR BR A AN/K R (A0ml) F A=, B LER LE(2 < )3RBL. A HAKu%
AFGHIE, BREBATR, TEFLTRE. R EF(10%T
B Z8S- 5135 4 % & B ke 35 (3.740g, 13% 81%) (m.p. 85-86
C). ’

B 7 ok I P4 6957 3% 41 & 2- 2R -N-(4- RARFAL)-3-(2,2-
= A A B ) (36),

T-R-5-#-5-(1,1- = A T H)-5,10- = &35 [b][1,8] = RAGBT) 4y 4
&

ik 11 A REEB(Im)A 32 2- 5 -N-(4-FARFE£)-3-(2,2-= £
7 Bt ARk 72 (35) (190mg, 0.640mmol), FEi& FHHA ML EN S
Bk 47.5 0 et. RAAFERBR AR R(ISm)ERIZ R AL, R TERT
BE(3 x MR, A HAKRALSFHHEIE, 2ABETIR, TRAFL
KRG, ik BAA(50% L BR TES- TR )13 3] AR & € B4R 49 37 (173mg,
%% 91%) (m.p. 188-190°C).

HIBEF % I bR k& T-A-5- 2 A-5-(L1I-Z /R G A-
5,10-= &K H[b][1,8] = RA(38).
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A 25
T-R2-5-(R A A F EL)-5-(1L1-Z R T #)-5,10- = K5 [b][1,8] = A&
(39) 44 | &

7k KK: # T-8-5-24-5-(1,1- = R T £)-5,10- = A 3 5[b][1,8]
—#A(37) (173mg, 0.583mmol) /£ 28 & £ F £2(1.2ml, 14.58mmol)F #4
BB R AN = A LB (446pl, 5.83mmol), H4F 3| e9ER T EIR
Fhedk 3B 15 4. ATIRBER L RS, REDWEREEN
(40% ZBR T B5- The) ST B A Kk & & B4R 64 39 (176mg, 5%
86%).

E 345 26
ARABLE T = KK ¥Rk 6y 7 E 48 7-R-5-CRRA F 8 44)-5-(1,1-
ZRTH)-5,10- = AR HF[b][1,8] = R E(40).

) 27
T-8-5-CGRA A F R H)-5-(1,1- = FL L #£)-5,10- = H K FA[b][1,8] = R &
1-N-£ b4 (41):

FikLL: FERTF, A T-82-5-GraAFTEAL)-S-(1,1-=8.2
£)-5,10- =5 K 5£[b][1,8] = £ E(39) (156mg, 0.445mmol) f£ £, 7K 1,2-
ZHRHEQm) Y ey B IR A it LER(32 Wt%E LB T, 1220],
0.579mmol), FE&TF 15 I 8E, A 1:1 8§ 10%FRARAAIR 4h/ 40 F2 5K
B SN R (10m) R Rz BEL, A LBE T2 < )4RBK. A Kskik
SR IE, ZRBETIR, TEFAZRE. REEN(10%TF
BE-— 8, W 425 5 b % € B 4ked 41 (160mg, 3% 98%) (m.p. 65-66
C).
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5745 28
MAB 7k LL R 6 5 k41 & 7-R-5-CR A A T &4)-5-(1L,1-= &
Z.#)-5,10- = £ H [b][1,8] = K A-1-N-RAb 4 (42).

5 RAZT

CF,CHa

HaCF2Co_OH HaCF2C. CN
cl ~ TPA O NacN, pMF @
l P g 2 = t - ‘ 2
N N @/}IU N N N N
H H

X =Cl, 47 Xs=Cl, 49

X =Cl, 37
X=F,38 X=F,48 X=F,50

HaCF2C._CHO aHaChe CH(O-i-Pr)2
DIBAL, CH,Cl, @ | N, (FPrO)sCH, p-TsOH /ﬁ
—————————————— P
-50°C FPIOH, CHoClo, t NN
H

NN
H

Cl, 81 X =Cl, 53
F

X=Cl,
x 552 X=F.5'»4

HaCF > A
Et,SiH, TFA O Ny  MCPBA l \
CHClp, t NN CHoClo, 1t Nid

X=Cl, 85 X=
X=F,58 X =

k345 29
7-5-5-854-5-(1,1- = 8T £)-5,10-= SR F[b]{1,8] = R A(49) 44 41

T 4

10 %k MM: # 7-R-5-#2 4-5-(1,1-= R T £)-5,10-= & FF[b][1,8]
ZHEA(37) (1.620g, 5.393mmol) £ = A 2B (1 1m]) F ¢4 R HEZR T =
AT Ak 16 B, AT RE R RAY, REWZRIEEN
(90%-95% Z.BL TBS- Tk, #E sefl)shih, 133|4% & E4Rey 47
(1.460g, 3% 97%) (m.p. 151-153°C).

15
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7-8-5-(1,1-= 8 T H) K [b][1,8] = R A (48)AR 4B £ 77 ik MM F #ik
& F kR &,

7-8-5-FAE-5-(1L1-= R T H)-5,10- = SR [b][1,8] = A (49) 8 #
%

Fix NN: FEBETF, & 7T-2-9-(1,1-=# T H)-4- 547122 (47)
(1.440g, 5.167mmol) 4 %7K DMF (25ml)é) 44L&  Aa A NaCN
(533mg, 10.334mmol), FERT 15 1iE, A 1.1 é94eFa B A4
IR/ K (SOm)EE R Z B L, J CBRCE(3 x )3IR., F K EE
FHAIE, GRABETIR, TRFATRE. ik B4(20%-40%
LB T Bs- TR, HE P2 A& € E1key 49 (1.106g, 75 70%).

A4 30
7-#-5-FA-5-(1,1-= R T £)-5,10- = S K H[b][1,8] = RA(S0)HR 4% £
7 ik NN W 343k ¢ 7 i 414

7-5-5-F B -5-(1,1-= 8L T £)-5,10- = &K H[b][1,8] = RA (D& 4
&

Fik 00: F-78C, & 7-F-5-FE-5-(1,1-= R T #£)-5,10-=
FF[b][1,8]= £.E(49) (862mg, 2.820mmol) & /K — & F H(35ml)
th it ik ¥ % An DIBAL (1.0M £ =R ¥+, 8.46ml). F-50C 3
VB 40 4P, B INHCIGSmD)BRiZEE, A LB GE(3 x )i’
B, A HKREASFOAIE, ZRBETIE, TEFALTRE.
Wik BAT(30%-50% LB TS - Tke, 45 eBL)IF 2] 4 % € Blkeg 51
(706mg, #F% 81%).

L 32
7-8-5-F B A -5-(1,1- = R T #)-5,10- — 8K H[b][1,8] = HA(52)1R &
FE7 ik OO b #5iR 6 7 k%) &,
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% 4] 33
(= TS LELE WHREES RF SLEEES TN (RIS E3
(53)6 #14-

F&PP: FEET, & 7-8-5-Foi-5-(1,1- = 2 #£)-5,10-=
5 £ K H[b][1,8] =R A(51) (619mg, 2.005Smmol) /£ £, /KB F 8 = 7 A £
B&(30.0ml, 134mmol). F7KF /& EZ(10ml)F= oK =& F 1 (10ml) ey 3,
s % e p-TsOHeH,O (763mg, 4.010mmol). FEETF 18 J &f
J&, F4eFasR BR S 4hKER QSm) B RZ BT, F LB B2 x ) IR,
R BB HHNE, GHBETIE, SEFATRE. ik
10 EAHT(30%-40% LB T BE- Tkx, B RBLFE] A4 & & B4k 53
(400mg, #F& 49%)vA B 45%E) ik F ¢4 B4 51 (280mg).

%A 34
7-#-5-=F R AL T A-5-(1,1-= R T H)-5,10- = KK FH[b][1,8] = A&
15 (SHARIEAE 77 7% PP P Rk o 5 sk 41 &,

FE 3] 35
7-8-5-7 A BA T A-5-(1,1- = A T 4)-5,10- = £ R H[b][1,.8] = A&
(55)k %) &
20 Z%&QQ FEERT, @ 7T-2-5-ZFAAAFA-5-(LI- =R T
#£)-5,10-= £ K H[b][1,8] = £ E(53) (360mg, 0.876mmol)fE %7K = £
Tt (4ml) &g 55 HE R P AN = R CBR(8ml)Fe = T A A 47.(6.0ml,
36.44mmol). FEERT 4 IHE, AZREEZRLREY, REW
4Rk BEA7(30%-40% LB L BS-Tudx, #E hbl)shib, B3 AL EH
25 ¥4y 55 (248mg, #F% 80%) (m.p. 148-149°C),

F ) 36
T-F-5-5 A B T A-5-(1L,1-= A T £)-5,10- = § X H#[b][1,8] = AR
(S6)R4B 1277 % QQ F Hhik by 77 ik 41 &

(i
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%k #645) 37

7-R-5-F RAL T A-5-(1L,1- =R TH)-5,10- = S35 [b][1,8] = R A-

1-N-F AL (57) 44 %) &

Zi#%RR: TEBT, @ 7-2-5-FREAFTE-5-(L1-Z A TH)-

5 5,10-— & K F[b][1,8]= & A(55) (108mg, 0.306mmol) £ == &, F #%(3ml)

I P e A MCPBA (F2 X 77%, 103mg, 0.459mmol). T Zi&

T 250 15 5485, A 11 65 10%EAXBLBR 4R /46 A2 3% BR R 4N K ISR

(0mI)BR % B R, A L8 LS (2 x )3RIR, A B KA F A IE,

ZRBAATIE, TEFATRE. k& EF(C%T B- & T )2

10 A k& & El4Rkey 57 (102mg, 3% 90%) (m.p. 56-57C),

5361 38
7-F-5-5 A BA F E-5-(1,1- = R T H)-5,10- = FRF[b][1,8] = K-

1-N-F At #1 (58)AR4E £ 7 ik RR P 5k 6477 414,
15 '
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RAZ 8

CFs FiC, CN
F.
TLO = L0
7 - =
7 59 §y N

B

o )_
FsC, F3C e}

N g

61

T2

62
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Vil

545 38
7-#-5-Z 8 F 2-5,10- = SR H[b][1,8] = RA-5- 69 41 &

5 7% SS: %) 7(5.01g, 18.8mmol)#y DMF (80ml)ix#& F Az A KCN
(1.47g, 22.6mmol), HIHZE 4 30 54F. /A LB LES(100ml)#4
Z, RAeFak B R 4A(3x60ml)Fetefe RALAA(10ml) 2k, FIR(FABR4E)
FREAL., ETHEMCRCETHEREGY, FEAHBEH KL S

(5.06g, 13& 92%),
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E 34| 39
7-#-5-Z 8T 2-5,10- = £- R HF[b][1,8] = RA-5- F B 49 4 &

ik TT: ¢ 59 (4.81g, 16.4mmol)#y = £, F £2(100ml) &4 5k 4(-50
C)z# ¥ sux DIBAL-H (IN £ =& F45 %, 49.2ml, 49.2mmol), #

5 Hoxnl P, REDNSHERIZRE, KB T-50CH INHCI KE,
R CER LB (B0m) A Z R Yy, FAeFe s B £ 4A(3x60ml)Fatbfe £
AA(10mD) i, FIR(FABRE)FFBIER L. £ Thide LB LBS T+ AF
BREH, B AHBEH K 60 (3.15g, 1F% 65%).

10 % #4540
5- 25 AR FA-T-5-5-Z 8 F 4-5,10- — S K S [b][1,8] = KA 44 41
&
7 % UU: R ALER (54ml, 1.02mmol)Ae A ) 60 (302mg, 1.02mmol)
Fa o ¥ ER = ZE5(0.85ml, 5.1mmol)#) ZEECml)E& b, iz B L4t
15 HiER, A CBRTEQCOm)HERE, Atofmii £44(3x20ml)F4bf £,
A(Sml) s, TROARBRE)FRERL, FAAHFEERMY 61,
REMAE #—F iz A,

K] 41

20 7-#-5-F R A FA-5- = AT £-5,10- = KK H[b][1,8] = R 64 41 %

7% VV: % 61 (310mg, 0.779mmol)#4 TFA (3ml)iai& F i& An

BH;eMe,S (0.219ml, 2.34mmol), 4z R EMitiid &, A 8 LA
(Goml)##, A IN R AA4(3x20ml)Fost o B4 (Sml) ik ik, F 1AL
BREVFRERL, FR—ZEHRKY. £4H HCIEN £ =&~

25 B, Iml)ey FEESml)FHHZ KR G4 18k, A LB ZEGOm)#
FZ R LY, FAiakark g 840 (x20ml)Ffetbfe Fbsh(Sml) bk, Fii
(BRI AL, REARERRYY 62, REWATH—FHh
15 .
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64 42
7 ik WW: &% 5 63 (85mg, 0.198mmol)Fe = 7 2 4 4%,(0.320ml,
1.98mmol)#4 = & F 5.(0.3ml)i % F e TFA (0.6ml), %i% B 4%
bR, A R CEGOmDAE, Aefst ik £4(3x20m)F bt A
5 A4 (Sml) sk, TIR(BRBRAR)FMERL . BAT(T 3/ CEL TS, 20%)
KB, 1FEALG EH KL 64 (ETIEFHEE) (58mg, 19%)%= 4
B EHRE 65 (ETHETHEE) (15mg, 1FF 23%).

F ) 43
10 T-F-5-vibrd-1- 30 F R -5- = S0 AK-5,10- — SRS [b][1,8] = A&

7 % XX: & 65 (682mg, 2.17mmol)F= = & /9 2 2 4(1.13ml,
6.52mmol)# DMF (10ml)i & % Ao A F 558 £.(0.336ml, 4.34mmol),
FHZ R A 2 N eF . R CER TES(30m)# A, A 1IN HCI (3x20ml)
Fotofo KAL) s, TIR(BAE4LE), AEHEEFFRERL.

15 BN (T LB TER, 20%) 55 G4, FEALEERY. AR FHEM
I b A, 1534 G e Ky 66 (688mg, 3% 81%).

7% YY: ¥ 66 (26mg, 0.066mmol). #trd(22mg, 0.33mmol)Feit
FAB AT/ DMF (3ml)F 49844 F 100°CHE# 6 o od, A T8k T8
(GOmD)AE, AieFfask g £40(3x20ml)Fettfo BAL4A(Sml) ek, F)2

20 (FABRAR)FT M /E AL . BM(TH/TB TEE, 30%)55. 84, B3 ALER
Kih., ETHPHE, 7248 EHKRM 67 (12mg, 15 50%),
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Az 10
C'\E\/L Piv-Cl, TEA, CHiCly ;Cl\(j\ +BuLi, CRCOELTHE HO__ OH
o -78°C (18% CF:
N/ NH, 0C £ rt (quant) N/ NHPIv 78 °C (18%) l 3
n N NHPiv
i 72
Cl
6N HCI, DME kc‘ N CF, Ph3COH, p-TsOH-H,0, MeCN \Ej CFy
B #.(90%) N " 24 h, (57%) NZ SNHT
73 74
F
OH
LDA (2 eq), 2-® o F
@ e0, 2-RHR _ AcOH:H,0(4:1)  © N
THF. -78°C (61%) - A, 24 h (65%) | P
N N N
H
7 7

MCPBA, CH,Ch
1, 4 h (60%)

E
F
NN G c
conc. H;804 CPA, TFA, RT
- ————————————
rt, 30 min N/ N/ 90 min (88%)

(83 %) H
77
RF O—P

l\
N ﬁN‘l’
o-
79
FFO—-)\ Fo._)\
F
c 4 N °| I\
I I
”N/ NNN
80 81

%] 44
3-F-10-Z A F £-9,10- = K-1,8,9-= f Z-E-10-8

5 FikZZ: EAHE 0CH 2-84-5-F ez (5g, 38.89mmol) &
ZHRF(75Sml) 64 BiF R P A AR T 89 = TH(9.7ml, 70mmol),
SRJE A 10 54 i Ao dr X BLE(7.2ml, 58.33mmol), #Hz R EH, HA
LR EER, Aeffas(00m)FRZEE, A 50%
TBk- T RS (2 x 200mIAR IR, A £ 7K (2 x 100ml)isk A5 69 4 AL
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B, BRBAET R, SREFREFIXEZECHRY, FLETF 50%
0 LEBE TIR T 694 (100ml) F Fif it b g ok Az it ik, AL E
2| 86g (XE)AH LG CEIR Tl, & RE#H—Fsibmiz .,

5 N-[5-%-3-(2,2,2- Z F-1,1- =5 T 2)-2-w72 £ ]-2,2- = F £ R BLAR e A

7%,
ik AAA: F-78C, F 10 5-4bé) N-(5-8-2-toz #£)-22-= F

A ABLE(2.5g, 11.75 mmol)4y THF (50ml)iz & & i# ez T £42(1.7M
FSHBF, 15.2ml, 25.85mmol), F-78°Ci#tikiZ A a4 3 N it, &Ae

10 NEZF B TEE(4.2ml, 35.25mmol), F-78°CH5iZ Rt 15 4
B, AR LBRETR. FRRETHRHESII0 045, i@
it i Ande Fo B A A% (100ml) 5 R 3% BEL 4 Be F 28 (150mD A=K
(150mDz jg]. A #&HAK(A00m)AFAE, A Tm(150m)#HE, #F
HRE, KERG G T2 A% T1802.85g, 718.5%), ZEH—F

15 s TiE A

1-(2- 2 -5-FAK-3-w152 30)-2,2,2- = B, B 69 A A%,
% i% BBB: 4% N-[5-8-3-(2,2,2- = #-1,1- = % T & )-2-vk5% £ ]-2,2-
Z P A ABLE 72 (1g, 3.23mmol)i% F 6N HCl (12mD)F=—F &4t 2%
20 GCml)égRAM ¥ Hheh £ 110C 2 0F, AHEFEE, HiZAM
BAMANKT , BIESRIMANEEESNEE . A S0%T B8
LB LER b iR A 4 (2 x SOmI4RERIZRAW, J #/K(50ml)skEa-3
AWE, ZHRBAETIR, REFH K EEBKY 73 (0.66g, 90%), ©
RE#—F i miE A,
25
1-[5-82-(Z R F A RA)-3-vbme £]-2,2.2- = R TEAGG A AR,
7 i CCC: 4% 1-(2-8 A -5-RAR-3-772 ££)-2,2,2- = A, T FA(4.86g,
21.69mmol). =R F & F5(6.78g, 26.02mmol)Fast-F a8 —K
241(0.41g, 2.16mmol)ia T £ ¥ B A Dean-Stark Bfe =) 7 A 5 8 44
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200ml &4 B JRIEHF 69 THE(TSm) ., Aotk Z @R 16 INEE, A0
BRM %AW, B OB CE(100m)##E. AlefsK8 f.4h(2 x 100ml).
2K (1 x 100m) 2o 5A LB FH R4, BAT(ZRALEE, 20% T Ek- T 0%)
132 A% € B4R =4 T4 (5.76g, 57%).

1-Q2-FAR-3-Ab s R )-1-[5-8-2-(Z R F A RI)-3-mkme £]-2,2,2- = B T
B 69 6%,

% DDD: F-78C, i#iti#heiE T A42(2.5M £8P, 3.2ml,
7.9mmol)4: 32 = F & % :(1.08ml, 7.71mmol)é4 THF 5%, vA{EiiE
BEARFETF-65C. F-78CH K 1 I o, H# 2-FAKrkw2(0.435ml,
4.62mmol ) AR FFIRBEAKT-70°C i B mABZREYH P, F-78C
BWH 3 bHE, FS5-R-2-(ZFKFARL)-3-g £]-2,22-Z 8. T
AR (1.8g, 3.82mmol & 20ml THF & )&y 8% id B iZ B LA+, viisit
mEARRL-T0C, FT-I8CHIZRZM 1 By, REF 90 547iR
METIR, BHFHI30 0405, Eiatbie B (S0m) B R Z B,
1 3 T8 2B (150ml)F=7K(100ml) jd) 4 Fe.. A 2E/K(100ml) A4
B, ZARBAETERFRE. A CB(100ml)sr 2172 6 Bk, 173
H Az E ARG ETE 4 75 (1.37g, 61%), ©AE#H—F it A,

3-R-5-#A-5-Z AU 2-5,10- = S kse 37[2,3-b][1,8] = A 49 A A%,

7 % BEEE: 4% 1-2-8A-3-wog 2)-1-[5-82-(= X F LA & HL)-3-
st #£]-2,2,2- = #, 2,82 (3.6g, 6.2mmol)iEF &8 (36ml)Fa 7K (9ml) ¢4 ik
ARF AR ECR, 24 DB, BRI EEIRFMAL
¥ . i IE R ANFKER RANEZ R M E e, F LER GBE(2 x 75ml)
PRI, A RAKA00mD)ZRASFHFIE, ZRABETIRIRE. &
M (= FAEE, 40% LB TS -THRMF B A K & & ER BT E =4 76
(1.22g, 65.2%).
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= 31) 45
3-R-10-30 A F A A-10- = A F A£-9,10- 2 £-1,8,9- Z AA A& A&,
%3 FFF: F2:BTHRHE 3-R-5-2L)-5-(ZRTH)-5,10- =4,
sthoz #[2,3-b][1,8]-= £ (50mg, 0.166mmol) a4 R AAEL(1.5ml)iE . 30
AAVE, WL R R i e B B BB HE 69 40 F B B SRR IR
A LB CEEQSmDIRIR. A 2KQSmD)kAA AR, ZABRE TR
RYE, 15| HERAFRE R IR 77 (38.7mg, 82.5%), ZBARAFE#t—F
CRR

3-F-5-CGRRA T EAL)-5-(Z AT £)-5,10- = Sreme 5[2,3-b)[1,8] = &
R,

ik GGG: A=A (14, 0.18mmol)&L 22 5- = L F A-3-84K
wbe 34[2,3-b][1,8]= £ (20mg, 0.056mmol)#4 3R /& 2 F 82(1.5ml)is %
FH 90 4b. RGEE, BREWET LB TEQSDDF, Aot
HEEAA(25m]). HARQSm)Z, BEABETIR. RS, B45EM(=
FALAE, 20% LB TES- TAL)IF R 2H & E B4k ed 78 (22mg, 87.7%, mp
188°C).

F 4] 46
3-F-5-CGRAA T EIL)-5-(Z A ¥ #£)-5,10- = &z 54(2,3-b][1,8] = &
A 9-N-EALH) 44 8%,

7%k HHH: A 1 4a-2RE X T B3R 3-2-5-CGR Ak T &
H)-5-(Z AT H)-5,10- = Kooz 5[2,3-b][1,8] = £.£(0.02g, 0.056mmol)
R T R@m)Ea At FERTHAE 4 D0, A6 EBRAMER
BE L, A Zf FHEQOm)FKQ0ml)Z A 458, B HKERER
WE, ZRBALTRE. REFEM(CRMAE 60%TLER LE-TKE
100%ZBR B 2 5% T B -— R Fi5, HERM)TE 125mg 6 & F
4K 79 (60%).
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ket 47
3-A-5-(FFAA FEL)-5-(Z A F £)-5,10-= & etz [2,3-b][1,8] = £
A (10)438 12 7 3% GGG J 4434 44 7 5 A-4(55mg, 15%).

5 F ) 48
3-A-5-(FAA T AML)-5-(Z A F H)-5,10-= Rk 5F[2,3-b][1,8] = &
H9-N-FAb (1 DARIE 7 3% HHH 4414 64 5 3% A .(35mg, 82%).

#AAz 11

F

e F .
£ H OH
a R ¢ % H,S0,70C
| N | N NCS(1.1eq), n-BuOH I N | N ,SO, -
N/ N N/ = i7%.(68%) N/ N N/ 1h, (21%)
H H
76 82
c cl RALTH c 4 ° Cl
)
I T TFA, 1t . I N I N
N SN SN 2 h, (57%) N N N
83 84

A 49
3,7-—8-5-F A4 -5- 2 5 F £-5,10- = Rz F[2,3-b][1,8] = B 64 A
A

10

Fik I & 3-8-5-F4-5- = A F £-5,10- = & stz #[2,3-b][1,8]
15 —#.3(0.23g, 0.76mmol) &4 iE. T B2 (Sml)ia & F Ae A N-F XL 24 5L T
f(0.11g, 0.84mmol), F 120 CHt kR LM 1 B, 122 R HH%
HEZIBAMAZMEFEBEELAT. F LB CEQOm)IRIRITE 64 R
A4, B ERQOMDEAFIE, ZHBAETIR. REFA TRAE,
7244 € B4Ry 82 (0.175g, 68.1%),
20
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5k 3645 50
5-Z AT 4-3,7-Z o 51[2,3-b][1,8] = R 19 A&
ik 11 F70°C, ¥ 3,7-—F-5-24-5-= AT #£-5,10- =&t

vz 5F[2,3-b][1,8]= £.&(75mg, 0.223mmol) &) ;K s7EL(2.0ml) s @ i+ 1
5 N, RE TG, i iRE i B Aefa 3K B 24k 1Y B) VB A 09

BRE, BB CEQSmRIR, A HAKQSm)kARE, ZHE

ST, REFIH AR E B 83 (85mg, 21%), ZEARALF L —

s mAL A .

10 E 345 50a
HRAE L F % GGG F#HE F i:4& 3,7-—8-5-GL AL T RHA)-5-=
T H-5,10- = &tk 57[2,3-b][1,8] = £.3(84) (10.5mg, 57%).

wAz 12

FoH
2 HF,C._-CN
¢ Ny, Nacn, bmr O N
A J — »
NN n NN
H
HF,C._-CHO a1 HFECs, (CH(O-HP1)z
DIBAL, CHzClp cl (FPO);CH, pTSOH | ~
“Tsc FPIOH, CHoClo \ N

L

HF,C, HF,
1. BHyMepS, TFA -Me,S, TFA © \ MopBA
2. HCI MeOH, 1t CH2012 nt

3 Iz
O~-Z+ /

15
53645 51
T-F-5-F I -5-(= AT H)-5,10-= S FEH[bI[1,8] = £ IR (92) 84 1 -
#ik KKK: TEET, @ T-89-(ZRFA)4-A&T= O
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(1.28g, 4.84mmol)#4 7K DMF (30ml) &4 4t #£%5% & A2 A NaCN (711mg,
14.51mmol). FZE&TF 15 085, AKASOM)ERZEE, R T
ZBS(3 x )R, J BRI A A A IE, AR TR, HEHA
AR RyE, Wik EM(Z8ALE, 30% LB TES- TR )T 3 A AR & B4R
4y 92 (747mg, 3% 53%).

A A5] 52
T-R-5-(Z AT AL)-5-F BL-5,10- — S ESF[B][1,8] = £E(93)49 41
%

ik LLL: F-78C, & T-5-5-fA&-5-(Z A F£)-5,10- =8 K
F[b][1,8]= £.2(92) (747mg, 2.55mmol)é4 K. 7K = &, F 47.(40ml) &g 3t 4
R F i@ Am DIBAL (1.0M A= ¥4, 7.67ml), F-50C 3 J 045,
J 1.0 NHCI (40m)BFRiZ R, LB CES(3 x 4RI, M HKkskik
SHHIE, ZARBMTER, TEFATIRG. ki EN( AN
A%, 30% LB L ER-TRMT B 1 € B4R 93 299mg, 55 39%).

A& 53
T-F2-5-(Z AT A)-5- = F R EA T 4-5,10-= SR [b][1,.8] = R E(94)
a4 &

FiEMMM: FEBTF, & 7-8-5-(=fF A)-5-FBL4-510-=
S F[b][1,8] = £.2(93) (294mg, 1.0mmol)#) £, KB F 8 = % ) £ B
(8.24ml, 36.98mmol)F= F. 7K 5 /8 BE(Sml) 44 HEHE 53R F A A p-
TsOHeH,O (380mg, 2.0mmol). FEi&TF 1.5 1 iE, ATREZR
Fidh, Heik BH(=EAbrE, 30%0 B LES- T HR)IT 3] 4% & B4k 4y 94
(132mg, 5% 34%),
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) 54

T-2-5-(= 8 F 3R)-5-7% R B T A-5,10-= SR [B][1,8] = &R (95)

o) &

%% NNN: FEETF, & T-2-5-(ZRFHL)-5-—FRELAFTHE

5 -5,10- = S K H[b][1,8] = £ (94) (50mg, 0.13mmol )¢y = &, &8 (2ml)

B IR R T Ae N - F AL E A 436, 0.38mmol). FEIRT 14

DS, B LON fEALAAE RIZ R Redh, F LB TER(3 x )R,

BRBETRSFOANE, TEFALTRE. BFHNEERY

YT FEE(3ml), A AN HCI &) Z 85 3R(100u)mm gk, TEE
10 WA 3 B, AAAAEER B4 KR (SOm)BE RiZimk, LR TE

G x)RE. ZHBRETRESFHANE, TRFAZTKRE., UZE

1F %R G miFE) 95,

35645 55
15 7-R-5-(= A F 25)-5-7F R AR F 4-5,10-= &K 5 [b][1,8] = R A-1-N-
2ALH (96) ) % &

7% 000: TEERT, & T-2-5-(Z=AF H)-5-7F A AL T £-5,10-
Z R EFF[b][1,8] = £E(95) (44mg, 0.13mmol)#y = &, F . (3ml)#d
7k Jn A MCPBA (77% max, 44mg, 0.19mmol), FZEi&% T 16 0B
20 ., A 116 10%5RAR R BR 49 7K 5 78 40 F R BR B 40 K A& (10mI) B R
R, B UROEQR )RR, AEKEASIFOAIE, Z2HAR
T, EFATRG., Rk EMN(CEMNAE SHNTE-—RTH)F
B h L1 kK by 96 (6mg, 3% 13%).
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7 102 103
FoC, /—NH
Ci | N
N~ N
H
104
%345 56
7-R-1,5- = &-5-(N- T A ZE F HK)-5-(Z /8 F )R H[b][1,8] = R A
% &
5 % 7 (1.77g, 6.26mmol) &4 K. 7K Z i (20ml) 84 753 F Ae A FE £ F 4%

(6ml), 3% A DBU (1.9ml, 12.52mmol). FFi8 T2 50kt 2
NEF, REBHKETOCL N, $ZREMWAEHETR, MARR
Fo AR T, Al CEALESIRIR, ZHB4ETRANAL, LB HRE.
iB 1T AE BAT(20% L BR T Bs/ Tl ) bbb 4 = 4y, 1334 & €50 KM X
10 #9102 (1.74g, 81%),
# 102 (1.74g, 5.06mmol)F= Ak .45 = 7K A-4(5.70g, 25.26mmol)
F2 B (6ml) F 49 %A B M E 60°C, K& Ak HCI (6ml), F 60
CHHE RO BR300 54, AEREZELY, A IN KB4 F]
FTHHEREYIAT ZpH 12, A LB TEIRIKAD, ZHBATRAM
15 A8, LIEHIRGE, #72] 1.38g(87%)8y 103, 5 & mMf, HRHa
AR
185 103 (100mg, 0.32mmol). 24X, Z4%5(0.118ml, 0.48mmol)#F=
7% B4 47(133mg, 0.96mmol) /£ T (2.5ml) F #9844 F 70°C Aadk 2 )
B, FZBRERASMMMAKY, AR FRIRI, ZHRBEETERA
20 pAR, R, AAEEI(50%TEE LB/ CIE>5%F B2/ =5 F
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WAL 4, #F2) 46mg (42%, mp 142.3-144.2°C)e4 104, 4%izdh
FNCB SR T EEREL LR,

% 36145 57
7-8-5,10- = &-5-(N-F A A RA F 2)-5-(Z AL F L)X F[b][1,8] =&
Ay H) %

FsC_,—NH
cl N
»
N” N
H
105

¥ & 103 (100mg, 0.32mmol)F= % & (0.026ml, 0.35mmol) /£ F &7
(1.6ml)F ¢y iRShB#E 0C. BTN JUAKBEER, FZ R Rb
Y E pH4, IR ARBR. FiZmmitit 15 24, REAR
B AN E A 4H(22mg, 0.34mmol), iz B 4pitik 3 e, FlEHMEHEIR
RETR, REERMPNRFEBREMNT. A CRCERR, BE
ZHBRAATIR, IR RSE, 452 116mg (100%, mp 182.2-184.8°C)
A EBKME 105, BEZMFNTIRGERTY BER AL LA,

A 58
7-8-5,10- = £-5-(N-F R EA-N- A AR FH)-5-(Z A F H)HRH
[b][1.8]= fA a9 4| &

F3C
a

N
H

'S
N
X
N/
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564 60
S-(TBAEA T H)-7-8-5,10- = &-5-(Z A FA) [bI[1,8] =R A4 4 %

o
FoC, —~NH
L~
N“ON

H

5 FEET, % EEF(0.180ml, 1.9mmol)#= A %] 103 (60mg, 0.19
mmol)égeksg (Iml)iz & . AL R EGIER 2 e, FEMEAKF,
A LB LB RIR, ZABRETRANAR, LERFRE, RebRK
HRE, AR TR LEK, 7335 45mg (67%, mp 271.6-273.2
CYA R 4w X4 .
10
L4 61

5,10- = £-7- #-5-(N- F 22 8E F 4)-5-(Z 2. F L) [bI[1.8] = R4y 414

l('}
O:IS__
FaC. NH, FsC NH
] C F\Cf%l
NN N~ N
H H
106

FERBT, ¥ Fa58 5 (79mg, 0.45mmol)Ae A ] B 106 (F45 &
B 1 897k, A T-F-5-(Z 8T B)-1-R 471 Ak A R4 B AH &)
15 Fa = Z(0.146ml, 1.05mmol)éy — & FQmDegai ¥, 1 e,
HZ B RAMRAKT, AR FHIRI, LB IERA VAR,
HRHREEZRGY, RAR_RTRERTZEEERL LR,
RIF A R E 4 T X ey ARA 4040 (47Tmg, 33%, mp 234.9-237.4°C
().

20
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F 0C, #BidAe N JUFKREER, 45 104 (76mg, 0.21mmol)F= ¥ &%
(37%#4g K., 0.040ml) f£ F B2 (2.5ml) ¥ ¢4 :%4-4h A £ pH4, 15 &
A, ke N FEPEA(21mg, 0.32mmol), Wik B RA- Btk 3
JNEE, BlERHME L RERE TR, REFZERMAIRKE SN
v, AERETE, AATRERE4EKE. 2HRBETER
AR, idiEHFRYE, #%3) 76mg (99%, mp 139.6-141.2°C)4:204024,
R IZ RN T BB T REIR AL Mtk dh.

T-R-5-(NN-Z Z A T 3£)-5,10- = 5-5-(= AT £) A B][1,8]=

F0C, Bkl JUHKEEE, 35 104 (110mg, 0.32mmol)Feil &
LB ETECGm) P ey ERAE pHA, 15 5408, A RLEHMEL
4h(44mg, 0.66mmol), 1¢iZ R RAWEMRETIR, 2 W5, HiZ
BRI AT, AR T IRRIR, SHBRETR
AAAR, LIEFFRYE, 72| 48mg (40%, mp 115-117 C)FA o4,
RIZMFTNTIREER T R E B AL k.
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53645 62
5,10- Z &-7-#-5-(F A ABLEA F 2)-5-(Z 2 F A)[b][1,8] = R34y
S

O
NH:

=
.

FaC
F

N” °N

AR FeH) 61 ek, WBidA F TEAENS T REE, $&4F
2i4bA-4h (mp 228.6-229.4C).

545 63
10 5,10- = £-7-#-5-(+ A & guanadino F #)-5-(= £ F &) [b][1,.8] = A&
8 4] &

N
o T

|
N
H

A\ 7 §Yo
X

FFIRT, %8106 (50mg, 0.17mmol)F= = Z A2(0.24ml, 0.17mmol)
15 ¢ DMF (1ml)i&& & Ao A 5fB% 5 & 2L 88(0.017ml, 0.17mmol). ##
Vet E, iz B REMMNKT, AR TR, HILETEE
MNBFAART, ARFER. REBAMETRIZER, TEHF
Reg., =R FIRkEF T o) BIRKEY, 52 25mg (38%, mp
273.2-275.0C) A4 @ & B4R X b4 A7 4.
20
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545 64
1,5- Z &-7-8-5-(N-F A A F 5)- S-(Z A F £) [b][1,8] = A &A-1-(N-5&,
A4 )&
FaC NH, FaC NHBoc FaC NHBoc
F F.
N A F :
I l J l > l D
N~ N7 N7 N S o
H H N Né_
106 107 108
FoC, ,—NH2 FoC, ,~NH
F N F AN
—_— )/ — f]
N .
) )
o o)
109

FEET, @k 106 (1.0g 3.5mmol)fE Z A (32ml) ¥ ¢4 i & F
FaN = T A(0.975ml, 7.0mmol), #X/& A2 Boc,0O (0.885ml, 3.9mmol).
HiZ B RAMIAE 1.5 DB AR AR & T. F LR TERR
BoKAR. REZABETRANA, LEFRE, A dHE
10 H(50% 8L LEs/ Tax)shdb, 733 1.0g (75%) & & B4 X 49y 107,
FFiE&TF, ¥ 107 (1.1g, 2.3mmol)F= MCPBA (1.1g, 3.4mmol)f
ZRAFTRASml) ¥ 6B H 2 e, KRR R L RS MAANEE
Fork B EAN T, AR THIRIKR, SABETIERANA, TEFR
4. AT B T BA(5% T B/ R T )ik, 1F2] 906mg (79%)
15 A2 &8R40 64 108,
FFBT, 4% 108 (413mg, 0.73mmol)/£ TFA (3ml)F #4ix kIt 3%
1hef, A2 TFA, A IN 84045 T e955 8 485 £ pH 11,
R CBR LEERIKAR, 2B T BRA PuAE, L8R4, 193] 218mg
(95%)H A7 & B4R T X 64 109,
20 F0C, AN JUFKEEER, i 109 (218mg, 0.70mmol)F= &
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AR(0.56ml, 0.76mmol) £ F &% (3.5ml) ¥ ¢4 i& A £ pH4. 15 5475,
Fa AR S A4 (48mg, 0.73mmol). 1% 1Z R RAM i E E BRI
Bk 15 00t, HESRAMMAFEBEAMAT. ATHRETE,
B LB UESRIRR T kA8, LB TIREA VA, TERFRE,
#2%) 213mg (86%, mp 172.1-173.6 C )it ik X g A7 ad, 14
I B ZE R RE Tk,

% H#fF] 65
5-(N,N-= Z A& T 4)-5,10- = £-7-#-5-(= AT )3 H[b][1,8] =
AE-1-(N-BAe) 8 51 &

F 0°C, Bithe A JUREKBEER, 54 109 (60mg, 0.19mmol)Feit
T4y LEREAE T E(1.0ml) Y 49k AE pHA, 15 5478, AR
S4b4h(26mg, 0.42mmol). 12iZ B RS RN E LB FHA 1.5
i, WEHFZRSUMAFEREATY. LERETE, AL®
LESIRIF| T oykA0. BABRETRAIAD, LIEFFRE, Bids
EH(10%F B/ 28k ) st 48 = 4, %3] 60mg (86%, mp 166.9-168.6°C)
AFRAA M, RN TBRIER T RER AL MR,
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£ 4 66
5,10- = £-5-(N,N- = ¥ 2 2K F 25)-7- 8-5-(Z A F A)[b][1,8] = &
1-(N- 84 4) ¢4 4 &

F3C "{\
F N
»
N™ N
H (@)
5
Wit FHHF] 65 B 5k, M 37%0 FEIERARL LB, $&4F4
¢ A-#(mp180.5-182.2°C).
53645 67
10 7-2-5,10- = &-5-(N-73 " A RK F 2K)-5-(Z A F H)[b][1,8] = A &-1-
(N-FAt4) 89 41 4

FoG~NH
cl N
P
NN
H 6

ARIE E ) 64 8975 %, @it ke 103 KA 106, #|&472810
15 A-#(mp 169.9-172.1°C).
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SEH15) 68

7-2-5-(NN-Z TR H A F K)-5,10- = R-5-(= £ F 2)[b][1,8] = £ A
1-(N- £ Ak 4h) 44 41 &

,

FoG, ,~NH2 FaG
cl ~ ci .
2 2
N N N N
o o
110

ARIE S A 65 TR &7k, ik 110 (1R3E £ 64 64 &9 7

%, FM 103 &?ﬂy#@#@ﬁ%ﬂr%d%), #| & A7 S (mp 153.7-155.4
C).

10 SEH45] 69

7-2-5,10- = 2-5-(NN-Z T ARA F H)-5-(Z A F H)[b][ 18] = £ &
1-(N-FAL )84 % &

ARAB RAEH) 66 895k, w 110 4| &A7 1044 (mp 151.3-153.5
C).
15
R VA LBk 77 i 9T vA A AR A FALA- 4.
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A 1*
R FaC_ R?
[ s
N N/)z
H
% 2 R? B R*® | MP (C) MS BTk
(M+H)
21 [O-FFAAFHE H Cl | 166-167 355 AB,CDEF
22 | O-F 4 H Cl | 126-127 391 EF
23 |O-SATHAFHA H Cl |183-184 369 EF
24 | O-T 4 H Cl |221-222 329 H
25 | OH H Cl | 206-207 301 D,F
26 | O-E &AL H Cl |155-156 343 H
27 | O-F A%k H Cl | 147-148 343 H
28 | ETH# H Cl | 133-134 341 G,
29 | O-F 4 H Cl |207-208 315 H
30 | O-32 & &£ F £(S) H Cl | 146-147 355 z
31 | O- R AL FTAR) H Cl | 146-147 355 Z
32 | Al TR H Cl | 150-151 353 LM,N,I
33 (0-222-= R H Cl |153-154 383 H
34 | O-fe Rt H Cl |174-175 339 EF
35 | za H Cl | 148-149 312 G,J
36 | NH-3R /& 4 H Cl | 132-133 340 G,0
37 | NH-# A4 H Cl |126-127 342 G,0
38 ONN-—¥x£E#2 |H Cl |223-224 372 G,Q
3
39 | NH-(N-"Zek )z |[H Cl | 174-175 413 G,0
40 | O-(I-FRAHFAL)F |[H Cl |172-173 369 G,Q
3
41 | 0-333-Zf. AL H Cl | 166-167 397 G,Q
42 [ NH-3% A £ F A H Cl | 163-164 354 G,0
43 | NH-9¥ £ H Cl | 186-187 314 G,0
44 |NH-Z % H Cl | 149-150 328 G,0
45 | SR A KL T HE(S) H Cl |68-69 353 LM,N,I
IELTIEN H Cl | 68-69 353 LMN,I
47 | O- R B AL TR H F | 166-167 339 G,Q
48 | O-;R AL TR H F | 154-155 353 G,Q
49 | O-# A& H F |161-162 325 G,Q
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50 | NH-% 4 H Cl |236-237 376 G,P
51 | O-5k A ¥ A 2-9 % [ Cl |185-190 369 AB,CD,EF
52 | ETH 2-%% | Cl [115-118 469 H]I
53| ALt 2-F# | Cl 368 L M,N,I
54 | A H F | 173-174 309 LM,N,I
55 | H F |[218-219 294 LM,N,I
56 | OH H F |186-187 285 D,F
57 | NH-F#+#& 3 H Cl |131-132 340 6}
S8 |O-SRTHATA H Cl |157-158 353 H
59 | O-5R TAF A 2-0H [F [110-111 369 H
60 | 2-sitmg B P A H Cl |[193-195 376 R
61 | TA H F |93-94 325 I
62 | 2oty K F A H F |210-211 360 R
63 | 2-nboz £ ¥ A (R) H Cl |89-90 376 R
64 | O-3R B £ F & 3-Cl | Cl |166-167 390 H
65 | KALTH H F | 143-144 337 I
66 | O-3RF £ T A& 3-Cl  |F |[156-157 373 HU
67 | E A H Cl |210-211 315 D,F
68 | (Prtde s ok) P& H Cl |187-188 393 T
69 | O-3AFA F & 2-F3 | Cl |185-190 369 AB,CDEF
70 | ET# 2-%% [ Cl |115-118 469 H,1
ESEYS 2-¥# | Cl |140-143 368 LM,N,I
72 | O-FKAmA TR 2-S-¥ | Cl [NA 402 AB,CDEF
#*
73 | 0-FTH 2-S-¥ | Cl |NA 404 EF
#*
74 | O-F 4 2-S-¥ [Cl |[NA 438 EF
F 3
75 | O-2-stheg L T 4 2-S-¥ | Cl |NA 439 EF
. g3
76 | O-3FAAF £ H Cl [ £ 356 E,K,F
77 | O-FATHAFR H Cl | % 370 EKF
78 | O-® 4 H Cl [ £ 316 EKF
79 | O-Zr &AL F () H Cl | & 356 EKF
80 | O-5F AL FAR) H Cl | & 356 EKF
81 | O-N-skuz £ 7 & H Cl | £ 413 E,K,F
82 | O-N-stetpp t &t | H Cl | & 415 EKF
83 | O-(N2-¥ %)-Nl-%« |H Cl | % 399 E,KF
F A&
84 | O-A £ H Cl | & 442 EK,F
85 |O-NN-—Fx &4/ [H Cl |& 344 EKF
%
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86 | O-F % H Cl [ & 387 E,KF
87 | O-3-mkmz L F 4 H Cl | £ 392 EKF
88 | O-} @A H Cl | A& 393 EKF
89 | O-t & A& H Cl | ® 340 E,KF
9 |O-NN-—FhEXZ |H Cl | % 373 E,KF
3
Ol IN-ZHARA TR H Cl |1423-1442
2 IN-FAARLTRA |H Cl |182.2-184.8
93 |N-FAL-N-Z£A &K |H Cl |139.6-141.2
ATHE
9 INN-—ZARE PR [H Cl |115-117
95 | LEBLRA FTA H Cl |[271.6-273.2
96 |N-PA#HBMATR |[H F |[2349-
237.4(d)
97 | FAABERATL |H F |228.6-229.4
C
98 | A3 guanadino ¥ | H F 273.2 -
-4 275.0
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& 2%
R O 4 N
LA
N~ B
%5 | R B R*™ | MS (M+H) | A-mo ik
9 |O-FALFH S-¥# [Cl |402 AB,CDEF
100 | O-FTH S-¥4 | Cl 404 EF
101 | O-F 4 S-¥#4 |[Cl [438 EF
102 | O-2-sbmg A P 2L S-¥% [Cl [439 EF
103 |O-RALATE H Cl 356 EKF
104 | O-3rTHAFA H Cl [370 EKF
105 [O-9¥ 4 H Cl |[316 EKF
106 | O-3R A& T A (S) H Cl |356 EXF
107 | O-3r A A F £ (R) H Cl [356 E.K,F
108 | O-(N-koz £)T % H Cl |413 E,KF
109 | O-(N-stbet itz ) T & H Cl |415 EKF
110 | O-(N2-F #£)-N1-"k% | H Cl  [399 EXKF
A
111 |0-AL H Cl |442 E,KF
112 |O-NN-—®x &A AL [H Cl [344 EKF
113 | O-¥F4 H Cl |387 E.KF
114 | O-3-sttog L ¥ H Cl  |392 EXF
115 | O-% @ik H Cl |393 E,K,F
116 | O-=& H Cl |340 EKF
117 1 O-NN-—9HAHLH |H Cl [373 E.KF
118 |O-srAA T H Cl
119 | T4 H Cl  |347 AB,CD,EF
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£3*
R3a FaC Rz
2 3
N N/)2
H y
0]
%5 | R’ B R* | MP (C) MS 7 ik
(M+H)
120 | O-%R A A F 2 H Cl | 165-166 371 HU
121 | O-% % H Cl
122 | O-3A TR P& H Cl
123 | 0-Z 4 H Cl
124 | OH H Cl |274-275 317 U
125 | O-E A H Cl
126 | O-F A% H Cl
127 | ETH H Cl
128 | O-F 4 H Cl
129 | O-3R & & F £(S) H Cl |114-116 371 U
130 | O-%F A A FA(R) H Cl
131 | srAA T H Cl
132 | 0-222-Z R £ H Cl
133 | O-teEH £ H Cl |172-173 355 U
134 | H Cl
135 | NH-3 & £ H Cl
136 | NH-5# /& % H Cl
137 |O-NN-—¥ 4 #4 2 |H Cl
3
138 | NH-N-"opk & 7, % H Cl
139 | O-(1-F AL AHH)F |H Cl |167-168 385 U
&
140 | 0-333-=Z AL H Cl
141 | NH-3R A4 F & H Cl
142 | NH-9¥ % H Cl
143 | NH-Z 4 H Cl
144 | SRR K TE(S) H Cl |120-121 369 U
145 | KA L THAR) H Cl
146 | O-FF AL F H F |193-194 355 U
147 | O- 5K AL T HE H Cl |[97-98 369 U
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148 | O-# A A H F
149 | NH-% % H Cl
150 | O-3r AL F £ -9 3 [ Cl |225-227 385 U
151 | ET A 22w i [l
152 | srAt TR 2-F 4 [ Cl |205-207 384
153 | ik H F
154 | p% H F
155 | OH H F
156 | O-3R T A F 2 H F |171-172 369 HU
157 | NH-# & £ H F |206-207 356 o,U
158 | 2-mbrg L P & H Cl |251-252 392 R,U
159 | 2-sthmg 2 P H Cl |303-304 408 R,U
160 | O-3L H A F #(S) H F |115-116 354 HU
161 | O-3R @A ¥ & 3-Cl Cl | 244-245 406 S,HU
162 | St 3-Cl Cl |[214-215 406 S,LU
163 | ILAL TR H F | 196-197 354 LU
164 | O-3R & A F £(S) 3-Cl Cl |223-224 406 H,U
165 | O-38 & & T E(R) H F | 153-154 354 LU
166 | O-3R A 2 F 2 3-Cl F [191-192 389 H,U
167 | O-F T4 H Cl |165-166 373 HU
168 | T4 H Cl |161-162 357 LU
169 | O-3% A& £ F 2£(S) 3-Cl F | 173-174 389 HU
170 | O-F T4 H F | 142-143 357 H,U
171 | O-F &4 H F | 156-157 343 H,U
172 | O-F A4k H Cl |115-116 358 H,U
173 | N-F R A ¥ H F |[172.1-173.6
174 {NN-—Z A &L 9% |H F | 166.9-168.6
175 [NN-— PR EAFHE [H F |1805-1822
176 |N-# AL ELFE |H Cl |[169.9-172.1
177 INN-ZZHAREFH |H Cl |153.7-155.4
178 INN-—PHA AL TR [ H Cl |151.3-153.5
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& 4%
R3a AR
PR
N
(Oh
%% | R R! B R*® |t Mp C
179 | O-3k A AL F 2 CHF, H Cl 0 83-84
180 | O-3R A F A& CHF, H F 0 137-138
181 | O-3r AR Tk CHF, H Cl 0 148-149
182 | 2-wbog P 2L CHF, H Cl 0 204-205
183 | O-ZR A £ F & CHF, 3-Cl |F 0 169-170
184 | O-sr @ L ¥ CHF, H Cl 1 185-186
185 | O-3 A A T & CHF, H F 1 166-167
186 | O-Fr A A & CHF, H Cl 1 175-176
187 | 2-sitmg 2 9 4 CHF, H Cl 1 210-211
188 | O-3F HA F 2 CHF, 3-Cl |F 1 163-164
189 | ETH£ CHF, H Cl 0 pi)
190 | 2-3rm&)T K | CHF, H Cl 0 it
191 | O-s kAL FA CF,CH, |H Cl 0 65-66
192 | O-skm A F A CF,CH, H F 0 132-135
193 | O-skmA T & CF,CH, H 1 199-202
194 | O-F @A CF,CH, H Cl 0 148-149
195 | O-F A4 CF,CH, H Cl 1 55-57
196 | (S) O-sxH AL F 4 | CF,CH, H Cl 1
97| R)O-5x&ETF |CFCH, |H Cl 1
2®
198 | R AAL TR CHF, H Cl 0
199 | BAAL TR CHF, H Cl 1
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10

N ” :}1
(Oh
42| R? R! B R*® |t Mp C
200 | O-3R @A F CF, H Cl 0
201 | O-3rAA T & CF, H Cl 1
202 | O-3RAA F A CF, 3-Cl |Cl 0
203 | O-F T CF, H Cl 0
204 | O-FTH# CF, H Cl 1

ARAR Ot 7 ik 8115,

AR A IR, AR A IR (),
T TR 6 F T I TARR Lk o7 ik KB AR
K@Dy ENFRTES R T &

— &3, Blde, AL e RS 10 £44-, ARBE—ANFHG], 2
F RS A EA a F OHATR LA KRR Bz M F 240

.
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% 6
gF3C. R2 PR FsC
RIS 2 Ryms B
ENA N | N B AN ani-gzzzj\ I‘\;Si
N H o N NB
) H
b
FsC_R? s
RIS N OK .__FZHC\ e
> | A gr X 8 g ik
N" B RT——, | — R | =;
| ” g g
y N NTN2
Ho o
. 0]
e £
FoHC, R? FoHC, R? &
T N m y O
] P . - R¥ °
A A AN s P _{IT}
N H e) N~ N2
] H .
h
CH l
Fo.C.__R? (':HS (PH"’
LT >0 O ___cm &
i N,/I B Ra' f o ~N ¥ (\:ﬁrN
N / P AN
o H H ¢
0
3 k 1
R R
N N R p g
R'—-'/N"Z;'B \F lN’)BR3"\ [N
NN H o ST
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R FiC, R? FsC, _R?
RS"‘_:—\ I \ﬂ\l\ R3' TS l X d R3' TN i N
PNTNTB T Qe AP TR A A
H o H
b a r
CH,
F2HC R2 FQHC R2 FgC R2
" XY S P = - S Xy, 3
N N N"B
N N NNN
s t u
CH,
1
F.C_R?
o SN
R——_1 1 _
NNTNB
H
v
%8%[B R* [R
205 |H 7-Cl |-OH
206 |H 7-Cl |-O-F 4
207 |H 7-Cl |-O-Z%
208 |H 7-Cl |-O-E@AAL
209 H 7-Cl | -O-F &4
210 |H 7-Cl |-O-T X%
211 H 7-Cl | -O-CH,- 3k F&
212 |H 7-Cl |-O-CH,-(1-¥ A K& L)
213 |[H 7-Cl | -O-CH,CH,-3 /A £
214 |H 7-Cl |-O-CH,-3fk T £
215 |H 7-Cl |-O-CH,CH,-3%: T £
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216 H 7-Cl [-O-¥ 4

217 H 7-Cl  |-0-222-Z /. T4
218 H 7-Cl [-O-Z & F i

219 H 7-Cl  |-0-333-Z /A&
220 H 7-Cl | -O-¥ &k

221 H 7-Cl  |-O-@mA

222 H 7-Cl | -O-CH,CH,-N(CH,),
223 H 7-Cl | -O-CH,CH,-(N-"Zsk 3£ )
224 H 7-Cl1 | -O-CH,-3-wt7z %
225 H 7-Cl | -O-CH,-4-stkoz 35
226 H 7-Cl | -O-CH,-2-sk " 3k
227 H 7-Cl | -O-CH,-3-vk " 3
228 H 7-Cl1 | -O-CH,-2-#&wr 3k
229 H 7-Cl | -O-CH,-3-"&wy 4
230 H 7-Cl | -O-CH,-2-FEw& 4
231 H 7-Cl | -O-CH,-2-7& =k
232 H 7-Cl | -O-CH,-4- 3 WEei 2
233 H 7-Cl | -O-CH,-2-%k=¢ &
234 H 7-Cl |-NH-F %

235 H 7-Cl |-NH-Z %

236 H 7-Cl | -NH-E &%

237 H 7-Cl | -NH-F% &£

238 H 7-Cl |-NH-T %

239 H 7-Cl | -NH-CH,-3% & &
240 H 7-Ct | -NH-CH,-(1- ¥ % 3F & £)
241 H 7-Cl | -NH-CH,CH,-3% & %
242 H 7-Cl | -NH-CH,-3RA T 4
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243 H 7-Cl | -NH-CH,CH,-3+ T £
244 H 7-Cl | -NH-¥#

245 H 7-Cl | -NH-222-Z &R A
246 H 7-Cl |-NH-Z £ F 4%

247 H 7-Cl | -NH-333-=Z A £
248 H 7-Cl | -NH-% & &

249 H 7-Cl | -NH-#k & &

250 H 7-Cl | -NH-CH,CH,-N(CH,),
251 H 7-Cl | -NH-CH,CH,-(N-"%sk £ )
252 H 7-Cl | -NH-CH,-3-stbuz
253 H 7-Cl | -NH-CH,-4-vtk7z 2
254 H 7-Cl | -NH-CH,-2-v v £
255 H 7-Cl | -NH-CH,-3-v% vy £
256 H 7-Cl | -NH-CH,-2-"&w £
257 H 7-Cl | -NH-CH,-3-&#%r &£
258 H 7-Cl | -NH-CH,-2-FE=g
259 H 7-Cl | -NH-CH,-2-v&r4 #
260 H 7-Cl | -NH-CH,-4- - FEei 2
261 H 7-Cl | -NH-CH,-2-skws
262 H 7-Cl | -¥ i

263 H 7-Cl 1 222-Z /A

264 H 7-Cl |[-ZRAF A

265 H 7-Cl | -9

266 H 7-Cl |-Z4%

267 H 7-Cl | -F#

268 H 7-Cl | -F&EE

269 H 7-Cl |-T#
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270 H 7-Cl |[-®TH

271 H 7-Cl |[-&TA

272 H 7-Cl | -A

273 H 7-Cl | -CH,-CH,-3% & £
274 H 7-Cl | -CH,-CH,-(1- ¥ £ I F& £)
275 H 7-Cl | -CH,-CH,CH,-2R /& &
276 H 7-Cl | -CH,-CH,-32 T &
277 H 7-Cl | -CH,-CH,CH,~3R T %
278 H 7-Cl | -CH,-¥ %

279 H 7-Cl | -CH,-2,2.2-Z . T %
280 H 7-Cl |-CH,-Z# F £

281 H 7-Cl |-CH,-333-Z &4
282 H 7-Cl | -CH,-% & &

283 H 7-Cl | -CH,-te & 4

284 H 7-Cl | -CH,-CH,CH,-N(CH,),
285 H 7-Cl | -CH,-CH,CH,-(N-"Zsk )
286 H 7-Cl | -CH,-CH,-3-vth7z £
287 H 7-Cl | -CH,-CH,-4-7t7% £
288 H 7-Cl | -CH,-CH,-2-7k it £
289 H 7-Cl | -CH,-CH,-3-7k i &
290 H 7-Cl | -CH,-CH,-2-&"% #
291 H 7-Cl | -CH,-CH,-3-"&% £
292 H 7-Cl | -CH,-CH,-2-BE» 2
293 H 7-Cl | -CH,-CH,-2-v&=& 3
294 H 7-Cl | -CH,-CH,-4- 5 W& £
295 H 7-Cl | -CH,-CH,-2-s = 3
296 H 7-Cl | -C=C-(2-OH)Ph

297 H 7-Cl1 | -C=C-(3-OH)Ph
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327 H 7-Cl | -CH,CH,-Ph
328 H 7-Cl | -CH,CH,-(2-C1)Ph
329 H 7-Cl1 | -CH,CH,-(3-Cl)Ph
330 H 7-Cl1 | -CH,CH,-(4-C1)Ph
331 H 7-Cl1 | -CH,CH,-(2-F)Ph
332 H 7-Cl | -CH,CH,-(3-F)Ph
333 H 7-Cl | -CH,CH,-(4-F)Ph
334 H 7-C1 | -CH,CH,-(2-OH)Ph
335 H 7-Cl | -CH,CH,-(3-OH)Ph
336 H 7-Cl1 | -CH,CH,-(4-OH)Ph
337 H 7-Cl1 | -CH,CH,-(2-OMe)Ph
338 H 7-Cl | -CH,CH,-(3-OMe)Ph
339 H 7-Cl | -CH,CH,~(4-OMe)Ph
340 H 7-Cl | -CH,CH,-(2-CN)Ph
341 H 7-Cl | -CH,CH,-(3-CN)Ph
342 H 7-Cl1 | -CH,CH,-(4-CN)Ph
343 H 7-Cl | -CH,CH,-(2-NO,)Ph
344 H 7-Cl | -CH,CH,-(3-NO,)Ph
345 H 7-Cl1 | -CH,CH,-(4-NO,)Ph
346 H 7-Cl | -CH,CH,-(2-NH,)Ph
347 H 7-Cl | -CH,CH,-(3-NH,)Ph
348 H 7-Cl | -CH,CH,~(4-NH,)Ph
349 H 7-Cl | -CH,CH,-(2-NMe,)Ph
350 H 7-Cl | -CH,CH,-(3-NMe,)Ph
351 H 7-Cl | -CH,CH,-(4-NMe,)Ph
352 H 7-Cl | -CH,CH,-2-vitmz £
353 H 7-Cl1 | -CH,CH,-3-vit2z £
354 H 7-Cl | -CH,CH,-4-wit7e £
355 H 7-Cl | -CH,CH,-2-7% #h 3
356 H 7-Cl | -CH,CH,-3-v% wf £
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298 H 7-Cl | -C=C-(4-OH)Ph
299 H 7-Cl | -C=C-(2-OMe)Ph
300 H 7-Cl | -C=C-(3-OMe)Ph
301 H 7-Cl | -C=C-(4-OMe)Ph
302 H 7-Cl1 | -C=C-(2-CN)Ph
303 H 7-Cl | -C=C-(3-CN)Ph
304 H 7-Cl | -C=C-(4-CN)Ph
305 H 7-Cl | -C=C-(2-NO,)Ph
306 H 7-Cl | -C=C-(3-NO,)Ph
307 H 7-Cl | -C=C-(4-NO,)Ph
308 H 7-Cl | -C=C-(2-NH,)Ph
309 H 7-Cl | -C=C-(3-NH,)Ph
310 H 7-Cl | -C=C-(4-NH,)Ph
311 H 7-Cl | -C=C-(2-NMe,)Ph
312 H 7-Cl | -C=C-(3-NMe,)Ph
313 H 7-Cl | -C=C-(4-NMe,)Ph
314 H 7-Cl | -C=C-3-vitrz &
315 H 7-Cl | -C=C-4-vitoz £
316 H 7-Cl | -C=C-2-»kvh £
317 H 7-Cl | -C=C-3-vk v £
318 H 7-Cl | -C=C-2-"£mr £
319 H 7-Cl | -C=C-3-"£w%r £
320 H 7-Cl | -C=C-2-BEwnd £
321 H 7-Cl | -C=C-2-"& ik #_
322 H 7-Cl | -C=C-4- 7 MEnd 3t
323 H 7-Cl | -C=C-2-wfkms
324 H 7-Cl | -CH,CH,-3 & £
325 H 7-Cl | -CH,CH,CH,CH,OH
326 H 7-Cl | -CH,CH,-CH(OH)Me
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357 H 7-Cl | -CH,CH,-4-ek v 1.
358 H 7-Cl1 | -CH,CH,-3-& "3
359 H 7-Cl | -CH,CH,-2-BE= 3
360 H 7-Cl | -CH,CH,-2-"&mk 3t
361 H 7-Cl | -CH,CH,-4- 5 FEod 2
362 H 7-Cl | -CH,CH,-2-sk v 3
363 H 7-Cl | -C=C-zr @ £

364 H 7-Cl | -C=C-Ph

365 H 7-Cl | -C=C-2-vtboz %
366 H 7-Cl | -C=C-3-sthz s
367 H 7-Cl | -C=C-4-stmz &
368 H 7-Cl | -C=C-2-vk v &
369 H 7-Cl | -C=C-3-vk v £
370 H 7-Cl | -C=C-2-"&%r %
371 H 7-Cl | -C=C-3-"&mr 4
372 H 7-Cl |-C=C-;r&m &

373 H 7-Cl | -C=C-Ph

374 H 7-Cl | -C=C-2-vtkvz &
375 H 7-Cl | -C=C-3-wkg 3k
376 H 7-Cl | -C=C-4-rtboz £
377 H 7-Cl | -C=C-2-"k-hi &
378 H 7-Cl | -C=C-3-sk "%
379 H 7-Cl | -C=C-2-"&=r £
380 H 7-Cl | -C=C-3-&Ewr 4
381 H 7-Cl | -CH,CH,-3%r & 4
382 H 7-Cl | -CH,CH,-Ph

383 H 7-Cl | -CH,CH,-2-sit7z £
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384 H 7-Cl | -CH,CH,-3-vtsz &
385 H 7-Cl | -CH,CH,-4-#ttox
386 H 7-Cl | -CH,CH,-2-7% * &
387 H 7-Cl | -CH,CH,-3-7k s &
388 H 7-Cl | -CH,CH,-2-&% %
389 H 7-Cl | -CH,CH,-3-"£% %
390 H 7-Cl | -C=C-:r@mi

391 H 7-Cl | -C=C-Ph

392 H 7-Cl | -C=C-2-wtre %
393 H 7-Cl | -C=C-3-7tb72 ik
394 H 7-Cl | -C=C-4-vitoz 2
395 |H 7-Cl | -C=C-2-sk ik
396 H 7-Cl | -C=C-3-rk oy £
397 H 7-Cl | -C=C-2-&% 2
398 H 7-Cl | -C=C-3-&» 4
399 H 7-Cl |-C=C-:rm %

400 H 7-Cl | -C=C-Ph

401 H 7-Cl | -C=C-2-wttoz &
402 H 7-Cl | -C=C-3-wikoz &
403 H 7-Cl | -C=C-4-sitoz &
404 H 7-Cl | -C=C-2-v4%a %
405 H 7-Cl | -C=C-3-v& 74
406 H 7-Cl | -C=C-2-£% %
407 H 7-Cl | -C=C-3-s&w%- £
408 H 7-Cl | -CH,CH,-3f /& A
409 H 7-Cl | -CH,CH,-Ph

410 H 7-Cl | -CH,CH,-2-stoz
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411 H 7-Cl | -CH,CH,-3-wtt72 &
412 H 7-Cl | -CH,CH,-4-stkmz
413 H 7-Cl | -CH,CH,-2-7k " %
414 H 7-Cl | -CH,CH,-3-7k s &
415 H 7-Cl | -CH,CH,-2-"&=% %
416 H 7-Cl | -CH,CH,-3-&"-#
417 3-Cl |7-Cl |-OH

418 3-Cl |7-Cl |[-O-F4

419 3-Cl  |7-Cl |-0-z4

420 3-Ct  |7-Cl |-O-E&#&

421 3-Cl  |7-Cl [-O-%&#&

422 3-Cl  [7-Cl [-O-Thi

423 3-Cl |7-Cl1 |-O-CH/3 &4
424 3-Cl |7-Cl |-O-CH,-(1-F %3 & &)
425 3-Cl  |7-Cl |-O-CH,CH,-3R&
426 3-Cl  |7-Cl |-O-CH,-3r T4
427 3-Cl |7-Cl |-O-CH,CH,-3%R T £
428 3-Cl  [7Cl1 [-O-%4&

429 3-Cl [7-C1 |-0222-=RT%
430 3-Cl |7-Cl |-O-Z&#F 4

431 3-Cl |7-Cl |-0-333-Zf&AA
432 3-Cl  |7Cl |-O-%m&A

433 3-Cl  |7-Cl |-O-%&%

434 3-Cl |7-Cl |-O-CH,CH,-N(CH,),
435 3-Cl  |7-Cl |-O-CH,CH,-(N-"Zst )
436 3-Cl  |7-Cl |-O-CH,-3-vim2 %
437 3-Cl [7-Cl |-O-CH,-4-vtkve
438 3-Cl  |7-Cl |-O-CH,-2-sk7h
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439 3-Cl  [|7-Cl |-O-CH,-3-skvh %
440 3-Cl  |7-Cl |-O-CH-2-%w 4
441 3-Cl [7-Cl |-O-CH,-3-&w-3k
442 3-Ct  |7-Cl | -O-CH,-2-FErit £
443 3-Cl  |7-Cl |-O-CH,-2-7&w
444 3-Cl | 7-Cl |-O-CH,-4-53WEok
445 3-Cl | 7-Cl |-O-CH,-2-sk=& £
446 3-Cl  |7-Cl |-NH-F#

447 3-Cl |7-Cl |-NH-Z %

448 3-Cl [|7-Cl |-NH-E&#%

449 3-Cl |7-Cl |[-NH-R&%&L

450 3-Cl  |7-Cl |-NH-T#

451 3-Cl |7-Cl |-NH-CH,-3k#& &
452 3-Cl  |7-Cl |-NH-CH,(1-F#£I3r &)
453 3-Cl |7-Cl |-NH-CH,CH,-3r &
454 3-Cl | 7-Cl |-NH-CH,-3R T &
455 3-Cl  |7-Cl |-NH-CH,CH,-%R T 4
456 3-Cl  |7-Cl |-NH-¥#%

457 3-Cl  [7-Cl |-NH-222-Z R4
458 3-Cl |7-Cl |-NH-Z#F#%

459 3-Cl |7-Cl |-NH-3,33-=Z A &4
460 3-Cl |7-Cl |-NH-#% &%

461 3-Cl | 7-Cl |-NH-se@& &

462 3-Cl |7-Cl |-NH-CH,CH,-N(CH,),
463 3-Cl |7-Cl | -NH-CH,CH,-(N-"Hst )
464 3-Cl | 7-Cl | -NH-CH,-3-wto2 3
465 3-Cl  |7-Cl | -NH-CH,-4-sk=z
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466 3-Cl |7-Cl |-NH-CH,-2-7k £
467 3-Cl  [7-C1 |-NH-CH,-3-vk"h %
468 3-Cl |7-Cl |-NH-CH,-2-%&% %
469 3-Cl |7-Cl |-NH-CH,-3-&% %
470 3-Cl  |7-Cl | -NH-CH,-2-FErd 5
471 3-Cl |7-Cl |-NH-CH,-2-"&r
472 3-Cl  |7-Cl |-NH-CH,-4-f-MEed 3
473 3-Cl  [7-Cl |-NH-CH,-2-%kw: 3
474 3-Cl  |7-Cl |-¥4

475 3-C1  |7-Cl |-222-ZH.T %

476 3-Cl |7-Cl |-ZfF4

477 3-Cl [7-Cl1 [-¥4

478 3-Cl  |7-Cl |-zi

479 3-Cl 7-Cl | -A@%k

480 3-Cl  |7-Cl |-Bmi

481 3-Cl |7-C1 |-TA

482 3-Cl |7-C1 |-®BTH

483 3-Cl [7Cl |-RTA

484 3-Cl |7-Cl |-A&ik

485 3-Cl |7-Cl |-CH,-CH,-%@& £
486 3-Cl  |7-Cl |-CH,-CH,(1-F £ &)
487 3-Ct |7-Cl |-CH,-CH,CH,-%r &£
488 3-Cl [7-Cl |-CH-CH,-3R T £
489 3-Cl |7-Cl |-CH,-CH,CH,-3% T 4
490 3-Cl  |7-Cl |-CH¥4%

491 3-Cl  [7-Cl [-CH222-Z&# T4
492 3-Cl |7-C1 |-CHAZ# ¥4
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493 3-Cl  |7-Cl |-CH,-333-Z& A4
494 3-Cl  |7-Cl |-CH,-% @&

495 3-Cl 7-Cl1 | -CH,-k & £

496 3-Cl |7-Cl |-CH,-CH,CH,-N(CH,),
497 3-Cl | 7-Cl | -CH,-CH,CH,-(N-"Bsk )
498 3-Cl | 7-Cl [-CH,-CH,-3-sitmz &
499 3-Cl | 7-Cl |-CH,-CH,-4-vtt7% &
500 3-Cl  |7-Cl | -CH,-CH,-2-v4"h ik
501 3-Cl | 7-Cl |-CH,-CH,-3-sk7h ik
502 3-Cl | 7-Cl |-CH,-CH,-2-"&%r %
503 3-Cl | 7-Cl |-CH,-CH,-3-&%r 3
504 3-Cl | 7-Cl | -CH,-CH,-2-FEwg 2
505 3-Cl  |7-Cl |-CH,-CH,-2-"&wg
506 3-Cl  [7-Cl |-CH,-CH,-4--WEed
507 3-Cl | 7-Cl |-CH,-CH,-2-krk 2
508 3-Cl |7-Cl |-C=C-(2-OH)Ph

509 3-Cl |7-Cl {-C=C-(3-OH)Ph

510 3-Cl |7-Cl |-C=C-(4-OH)Ph

511 3-Cl |7-Cl [-C=C-(2-OMe)Ph

512 3-Cl |7-Cl |-C=C-(3-OMe)Ph

513 3-Cl |7-Cl [-C=C-(4-OMe)Ph

514 3-Cl |7-Cl |-C=C-(2-CN)Ph

515 3-Cl [7-Cl |-C=C-(3-CN)Ph

516 3-Cl |7-Cl1 |-C=C-(4-CN)Ph

517 3-Cl |7-Cl |-C=C-(2-NO,)Ph

518 3-Cl |7-Cl [-C=C-(3-NO,)Ph

519 3-Cl |7-Cl |-C=C-(4-NO,)Ph

520 3-Cl |7-Cl |-C=C-(2-NH,)Ph

521 3-Cl |7-Cl |-C=C-(3-NH,)Ph
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522 3-Cl [7-Cl1 |-C=C-(4-NH,)Ph

523 3-Cl [7-Cl |-C=C-(2-NMe,)Ph
524 3-Cl [7-Cl |-C=C-(3-NMe,)Ph
525 3-Cl |7-Cl |-C=C-(4-NMe,)Ph
526 3-Cl  |7-Cl |-C=C-3-wkrz i

527 3-Cl | 7-Cl |-C=C-4-vtboz %

528 3-Cl  |7-Cl |-C=C-2-skvh £

529 3-Cl1  [7-Cl |-C=C-3-v47h i

530 3-Cl  [7-Cl |-C=C-2-&w%r £

531 3-Cl  |7-Cl |-C=C-3-Zwyi

532 3-Cl | 7-Cl | -C=C-2-FEng

533 3-Cl  [7-Cl |-C=C-2-sgwm

534 3-Cl | 7-Cl | -C=C-4-FHEwn 3
535 3-Cl  |7-Cl | -C=C-2-skm: s

536 3-Cl  |7-C1 |-CH,CH,-3% & %
537 3-Cl |7-Cl |-CH,CH,CH,CH,0OH
538 3-Cl [7-Cl |-CH,CH,-CH(OH)Me
539 3-Cl |7-Cl |-CH,CH,-Ph

540 3-Cl |7-Cl |-CH,CH,-(2-Cl)Ph
541 3-Cl |7-Cl [|-CH,CH,-(3-CI)Ph
542 3-Cl |7-Cl1 |-CH,CH,-(4-Cl)Ph
543 3-Cl [7-Cl [-CH,CH,-(2-F)Ph
544 3-Cl [7-Cl |-CH,CH,-(3-F)Ph
545 3-Cl |7-Cl |-CH,CH,-(4-F)Ph
546 3-Cl |7-Cl |-CH,CH,-(2-OH)Ph
547 3-Cl |7-Cl |-CH,CH,-(3-OH)Ph
548 3-Cl |7-C1 |-CH,CH,-(4-OH)Ph
549 3-Cl |7-Cl |-CH,CH,-(2-OMe)Ph
550 3-Cl |7-Cl |-CH,CH,-(3-OMe)Ph
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551 3-Cl |7-Cl |-CH,CH,-(4-OMe)Ph
552 3-Cl |7-Cl |-CH,CH,-(2-CN)Ph
553 3-Cl [7-Cl |-CH,CH,-(3-CN)Ph
554 3-Cl  |7-Cl |-CH,CH,-(4-CN)Ph
555 3-Cl |7-Cl |-CH,CH,-(2-NO,)Ph
556 3-Cl |7-Cl |-CH,CH,-(3-NO,)Ph
557 3-Cl |7-Cl |-CH,CH,-(4-NO,)Ph
558 3-Cl |7-Cl |-CH,CH,-(2-NH,)Ph
559 3-Cl |7-Cl |-CH,CH,-(3-NH,)Ph
560 3-Cl |7-Cl |-CH,CH,-(4-NH,)Ph
561 3-Cl |7-Cl |-CH,CH,-(2-NMe,)Ph
562 3-Cl |7-Cl |-CH,CH,-(3-NMe,)Ph
563 3-Cl |7-Cl |-CH,CH,-(4-NMe,)Ph
564 |3-Cl | 7-Cl | -CH,CH2-H7 A
565 3-Ct  |7-Cl |-CH,CH,-3-#it=z &
566 3-Cl  |7-Cl |-CH,CH,-4-wk=z &
567 3-Cl |7-Cl |-CH,CH,-2-v4 vk
568 3-Cl |7-Cl |-CH,CH,-3-s&%hi
569 3-Cl {7-Cl |-CH,CH,-4-"%a
570 3-Cl  |7-Cl |-CH,CH,-3-&w%4
571 3-Cl |7-Cl |-CH,CH,-2-FE=k £
572 3-Cl [7-Cl |-CH,CH,-2-%&r4 4
573 3-Cl  {7-Cl |-CH,CH,-4-FWErd 3
574 3-Cl  |7-Cl |-CH,CH,-2-sked 3k
575 3-Cl  |7-Cl |-C=C-%x@m#A

576 3-Cl [7-Cl |-C=C-Ph

577 3-Cl  [7-Cl | -C=C-2-vthoz

578 3-Cl  [7-Cl | -C=C-3-stbr st

579 3-Cl  |7-Cl | -C=C-4-sitm2 ik
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580 3-Cl  |7-Cl |-C=C-2-rkrhit
581 3-Cl | 7-Cl | -C=C-3-skwh ik
582 3-Cl  |7-Cl |-C=C-2-&w% 3
583 3-Cl | 7-Cl | -C=C-3-"&wy 4
584 3-Cl  |7-Cl |-C=C-#@#

585 3-Cl |7-Cl |-C=C-Ph

586 3-Cl  |7-Cl |-C=C-2-sitme
587 3-Cl 7-Cl | -C=C-3-rtkmz i
588 3-Cl | 7-Cl |-C=C-4-wtt7% %
589 3-Cl  |7-Cl |-C=C-2-skvh i
590 3-Cl | 7-Cl | -C=C-3-svh
591 3-Cl | 7-Cl |-C=C-2-"&£%%&
592 3-Cl | 7-Cl |-C=C-3-"&%i
593 3-Cl  |7-Cl |-CH,CH,-#%r#& £
594 3-Cl  |7-Cl |-CH,CH,-Ph

595 3-Cl  |7-Cl |-CH,CH,-2-#t"2 &
596 3-Cl  |7-Cl |-CH,CH,-3-st7z 4t
597 3-Cl  |7-Cl |-CH,CH,-4-sit7z &
598 3-Cl  |7-Cl |-CH,CH,-2-7kwf
599 3-Cl |[7-Cl |-CH,CH,-3-kwt i
600 3-Cl  |7-Cl |-CH,CH,-2-"£% %
601 3-Cl | 7-Cl |-CH,CH,-3-&% £
602 3-Cl  |7-Cl |-C=C-%xFm£

603 3-Cl  |7-Cl |-C=C-Ph

604 3-Cl  |7-Cl |-C=C-2-toz i
605 3-Cl | 7-Cl | -C=C-3-wtkoz i
606 3-Cl | 7-Cl |-C=C-4-stoz £
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607 3-Cl  |7-Cl |-C=C-2-skvh
608 3-Cl  |7-Cl |-C=C-3-skrhi#
609 3-Cl  |7-Cl |-C=C-2-&w%r i
610 3-Cl  |7-Cl |-C=C-3-&mpA
611 3-C1  |7-Cl |-C=C-%rhAR %

612 3-C1 |7-Cl |-C=C-Ph

613 3-Cl  |7-Cl |-C=C-2-wkuz
614 3-Cl | 7-Cl |-C=C-3-wtbmz
615 3-Cl  |7-Cl |-C=C-4-wtmz s
616 3-Cl 7-Cl | -C=C-2-sk7@
617 3-Cl | 7-Cl | -C=C-3-skvh £
618 3-Cl  |7-Cl | -C=C-2-&wp#
619 3-Cl  [7-Cl |-C=C-3-&%r#
620 3-Cl  |7-Cl |-CH,CH,-3%r#&
621 3-Cl |7-Cl |-CH,CH,-Ph

622 3-Cl |7-Cl |-CH,CH,-2-vh 2 %k
623 3-Cl |7-Cl |-CH,CH,-3-wtbez sk
624 3-Cl |7-Cl |-CH,CH,-4-vtog
625 3-Cl | 7-Cl |-CH,CH,-2-v% %%
626 3-Cl  |7-Cl |-CH,CH,-3-skvhi
627 3-Cl  |7-Cl |-CH,CH,-2-&= £
628 3-Cl |7-Cl |-CH,CH,-3-&w%#
629 2-Me |7-Cl |-OH

630 2-Me |7-Cl |-O-F 4

631 2-Me |7-Cl |-O-z4

632 2-Me |7-Cl |-O-E&#&

633 2-Me |7-Cl |-O-F@&i

634 2-Me |7-Cl |-O-T ik
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635 2-Me {7-Cl |-O-CH,-3R&E A

636 2-Me |[7-Cl |-O-CH,-(1-F L3R %A &)
637 2-Me |7-Cl |-O-CH,CH,-3f & &
638 2-Me |7-Cl |-O-CH,-37 T4

639 2-Me |7-Cl |-O-CH,CH,-3+ T %
640 2-Me |7-Cl |-O-3F#%

641 2-Me |7-Cl |-0-222-Z R4
642 2-Me |7-Cl |-O-Z/#FA

643 2-Me |7-Cl |-O0-333-ZfA AL
644 2-Me |7-Cl |-O-%s&mAi

645 2-Me |7-Cl |-O-gemi

646 2-Me |7-Cl |-O-CH,CH,-N(CH,),
647 2-Me |7-Cl |-O-CH,CH,-(N-"Zsk i)
648 2-Me |7-Cl |-O-CH,-3-vt7z &
649 2-Me |7-Cl |-O-CH,-4-7tbo% %
650 2-Me | 7-Cl | -O-CH,-2-7% it %
651 2-Me |7-Cl |-O-CH,-3-vkvh
652 2-Me |7-Cl |-O-CH,-2-"&% %
653 2-Me |[7-Cl |-O-CH,-3-"&% £
654 2-Me |7-Cl | -O-CH,-2-BEed 3
655 2-Me |7-Cl | -O-CH,-2-&w 4
656 2-Me | 7-Cl | -O-CH,-4-5-WEnid 3
657 2-Me |7-Cl | -O-CH,-2-skrd 3
658 2-Me |[7-Cl |-NH-% 4

659 2-Me |7-Cl |-NH-z %

660 2-Me |7-Cl |-NH-E&i

661 2-Me |7-Cl |-NH-f%&%
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662 2-Me |7-Cl |-NH-T 4

663 2-Me |7-Cl |-NH-CH,-3(#& &L

664 2-Me |7-Cl |-NH-CH,-(1-F A& )
665 2-Me |7-Cl |-NH-CH,CH,-3 % & £
666 2-Me |7-Cl |-NH-CH,-3#R T4
667 2-Me |7-Cl |-NH-CH,CH,-3R T &
668 2-Me |7-Cl |-NH-¥#

669 2-Me |7-Cl |-NH-222-Z AT 4%
670 2-Me [7-Cl [-NH-ZH F A

671 2-Me |7-Cl |-NH-333-Zf#&%
672 2-Me |7-Cl |-NH-#% &4

673 2-Me |7-Cl |-NH-}k& &

674 2-Me |7-Cl |-NH-CH,CH,-N(CH,),
675 2-Me |7-Cl | -NH-CH,CH,-(N-"Zk 1)
676 2-Me | 7-Cl | -NH-CH,-3-wt7% %
677 2-Me |7-Cl |-NH-CH,-4-vttvz £
678 2-Me |7-Cl |-NH-CH,-2-vk7h
679 2-Me | 7-Cl | -NH-CH,-3-sk "k %
680 2-Me |7-Cl |-NH-CH,-2-"&% £
681 2-Me |7-Cl |-NH-CH,-3-"&% %
682 2-Me | 7-Cl | -NH-CH,-2-FErd 3t
683 2-Me |7-Cl | -NH-CH,-2-s&=k
684 2-Me | 7-Cl | -NH-CH,-4-5-MErk £
685 2-Me |7-Cl |-NH-CH,-2-ofw 3
686 2-Me |7-Cl |-¥#

687 2-Me |7-Cl [-222-ZR T A

688 2-Me |7-Cl |-ZHFL
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689 2-Me |7-Cl |-F4&

690 2-Me |7-Cl |-z

691 2-Me 7-Cl -F A

692 2-Me |7-Cl |-R&E%

693 2-Me |7-Cl |-Thi

694 2-Me |7-Cl |-®BTHh

695 2-Me |7-Cl |-&T4h

696 2-Me |7-Cl [-Aut

697 2-Me |7-Cl |-CH,-CH,-3f &3k
698 2-Me |7-Cl |-CH,-CH,-(1-F £ 3 &%)
699 2-Me |7-Cl |-CH,-CH,CH,-3##A& &
700 2-Me |7-Cl |-CH,-CH,-3r T

701 2-Me |7-Cl |-CH,-CH,CH,-3A T #
702 2-Me |[7-Cl |-CH,-¥4#

703 2-Me |7-Cl |-CH,-222-=Z#. T
704 2-Me |7-Cl |-CH,-Z A ¥4

705 2-Me |7-Cl |-CH,-333-Z&A&#&
706 2-Me |7-Cl |-CH,-% &4

707 2-Me |[7-Cl |-CH,-4e®%

708 2-Me |7-Cl |-CH,-CH,CH,-N(CH,),
709 2-Me |7-Cl |-CH,-CH,CH,-(N-"Zk k)
710 2-Me |7-Cl |-CH,-CH,-3-wit=2 £
711 2-Me |7-Cl |-CH,-CH,-4-st=z
712 2-Me |7-Cl |-CH,-CH,-2-sksh
713 2-Me |7-Cl |-CH,-CH,-3-vk %k
714 2-Me |7-Cl |-CH,-CH,-2-s&#%
715 2-Me |[7-Cl |-CH,-CH,-3-s&wy 4
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716 2-Me | 7-Cl | -CH,-CH,-2-BEwnd 3
717 2-Me | 7-Cl | -CH,-CH,-2-s&wd 2
718 2-Me 7-Cl | -CH,-CH,-4- 5-BEwd 3t
719 2-Me | 7-Cl | -CH,-CH,-2-2f i s
720 2-Me |7-Cl |-C=C-(2-OH)Ph
721 2-Me |7-Cl |-C=C-(3-OH)Ph
722 2-Me |7-Cl |-C=C-(4-OH)Ph
723 2-Me |7-Cl |-C=C-(2-OMe)Ph
724 2-Me |7-Cl | -C=C-(3-OMe)Ph
725 2-Me |7-Cl |-C=C-(4-OMe)Ph
726 2-Me |7-Cl |-C=C-(2-CN)Ph
727 2-Me |7-Cl | -C=C-(3-CN)Ph
728 2-Me |7-Cl |-C=C-(4-CN)Ph
729 2-Me |7-Cl |-C=C-(2-NO,)Ph
730 2-Me |7-Cl |-C=C-(3-NO,)Ph
731 2-Me |7-Cl |-C=C-~(4-NO,)Ph
732 2-Me |7-Cl |-C=C-(2-NH,)Ph
733 2-Me |7-Cl |-C=C-(3-NH,)Ph
734 2-Me |7-Cl |-C=C-(4-NH,)Ph
735 2-Me |7-Cl |-C=C-(2-NMe,)Ph
736 2-Me |7-Cl |[-C=C-(3-NMe,)Ph
737 2-Me |7-Cl |-C=C-(4-NMe,)Ph
738 2-Me |7-Cl |-C=C-3-wt7z £
739 2-Me |7-Cl |-C=C-4-vttvz 3t
740 2-Me | 7-Cl | -C=C-2-v% " £
741 2-Me |7-Cl | -C=C-3-vk "%
742 2-Me |7-Cl |-C=C-2-Ew% %
743 2-Me |7-Cl |-C=C-3-&=% %
744 2-Me | 7-Cl | -C=C-2-WEw
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745 |2-Me |7-Cl |-C=C-2-s&wk i

746 |2-Me |7-Cl | -C=C-4-3WEek it
747 |2 Me |7-Cl | -C=C-2-zkrk i

748 |[2-Me |7-Cl |-CHLCH, %A%

749 [2-Me |7-Cl |-CH,CH,CH,CH,OH
750  |2-Me |7-Cl |-CH,CH,-CH(OH)Me
751 |2-Me |7-Cl |-CH,CH,-Ph

752 |2-Me |7-Cl |-CH,CH,-(2-Cl)Ph
753 |2-Me |7-Cl |-CH,CH,-(3-Cl)Ph
754 |[2-Me |7-Cl |-CH,CH,-(4-Cl)Ph
755  |2-Me |7-Cl |-CH,CH,-(2-F)Ph
756 |2-Me |7-Cl |-CH,CH,-(3-F)Ph
757 |2-Me |7-Cl |-CH,CH,-(4-F)Ph
758 |2-Me |7-Cl |-CH,CH,-(2-OH)Ph
759  [2-Me |7-Cl |-CH,CH,-(3-OH)Ph
760 | 2-Me |7-Cl |-CH,CH,-(4-OH)Ph
761 |2-Me |7-Cl |-CH,CH,-(2-OMe)Ph
762 |2-Me |7-Cl |-CH,CH,-(3-OMe)Ph
763 |2-Me |7-Cl |-CH,CH,-(4-OMe)Ph
764  |2-Me |7-Cl |-CH,CH,-(2-CN)Ph
765  |2-Me |7-Cl |-CH,CH,-(3-CN)Ph
766 |2-Me |7-Cl |-CH,CH,-(4-CN)Ph
767 |2-Me |7-Cl | -CH,CH,-(2-NO,)Ph
768 |2-Me |7-Cl |-CH,CH,-(3-NO,)Ph
769  |2-Me |7-Cl |-CH,CH,-(4-NO,)Ph
770 |2-Me |7-Cl |-CH,CH,-(2-NH,)Ph
771 |2-Me |7-Cl |-CH,CH,-(3-NH,)Ph
772 |2-Me |7-Cl |-CH,CH,-(4-NH,)Ph
773 [2-Me |7-Cl |-CH,CH,-(2-NMe,)Ph
774 |2-Me |7-Cl |-CH,CH,-(3-NMe,)Ph
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775 2-Me |7-Cl |-CH,CH,-(4-NMe,)Ph
776 2-Me |7-Cl |[-CH,CH,-2-vib=z %
777 2-Me |7-Cl |-CH,CH,-3-w=z %
778 2-Me |7-Cl |-CH,CH,-4-wtuz 3t
779 2-Me |7-Cl |-CH,CH,-2-vk "k
780 2-Me |7-Cl |-CH,CH,-3-v%v##
781 2-Me | 7-Cl | -CH,CH,-4-% "k
782 2-Me |7-Cl |-CH,CH,-3-"£% %
783 2-Me | 7-Cl |-CH,CH,-2-BErd 2
784 2-Me |7-Cl |-CH,CH,-2-s& = #t
785 2-Me | 7-Cl | -CH,CH,-4-5KEei 2
786 2-Me |7-Cl |-CH,CH,-2-skw s
787 2-Me | 7-Cl |-C=C-i;@&E i

788 2-Me |7-Cl [-C=C-Ph

789 2-Me |7-Cl |-C=C-2-wtox £
790 2-Me |7-Cl | -C=C-3-sb"® 4
791 2-Me | 7-Cl | -C=C-4-wtoz £
792 2-Me | 7-Cl | -C=C-2-vkvh £
793 2-Me |7-Cl |-C=C-3-sket ik
794 2-Me |7-Cl |-C=C-2-"&%#
795 2-Me |7-Cl |-C=C-3-&%£
796 2-Me |7-Cl |-C=C-3r&mit

797 2-Me |7-C1 |-C=C-Ph

798 2-Me | 7-Cl |-C=C-2-stt=z %
799 2-Me |7-Cl |[-C=C-3-wtoz i
800 2-Me [7-Cl |-C=C-4-witoz £
801 2-Me |7-Cl | -C=C-2-vk v £
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802 2-Me |[7-Cl |-C=C-3-skvhik
803 2-Me |7-Cl |-C=C-2-&w%ri
804 2-Me |7-Cl |-C=C-3-&E%
805 2-Me |7-Cl |-CH,CH,-3%¢ &4
806 2-Me |7-Cl |-CH,CH,-Ph

807 2-Me |7-Cl | -CH,CH,-2-7thoe Ak
808 2-Me |7-Cl |-CH,CH,-3-wtmg it
809 2-Me |7-Cl |-CH,CH,-4-stmg 3k
810 2-Me |7-Cl |-CH,CH,-2-sk "k
811 2-Me |7-C1 |-CH,CH,-3-#khk
812 2-Me |7-Cl |-CH,CH,-2-E%4k
813 2-Me |7-Cl |-CH,CH,-3-&%#
814 2-Me |7-Cl |-C=C-zr@m#%

815 2-Me |7-Cl |-C=C-Ph

816 2-Me |7-Cl |-C=C-2-wkog
817 2-Me |7-Cl |-C=C-3-sikrz #
818 2-Me |7-Cl |-C=C-4-wkog sk
819 2-Me [7-Cl |-C=C-2-wk-hik
820 2-Me |7-Cl |-C=C-3-vkvdhift
821 2-Me |7-Cl |-C=C-2-&m#
822 2-Me |7-Cl |-C=C-3-&wk
823 2-Me |7-Cl |-C=C-%rAi

824 2-Me |7-Cl |-C=C-Ph

825 2-Me |7-Cl |-C=C-2-wkrg
826 2-Me |7-Cl |-C=C-3-stom it
827 2-Me |7-Cl |-C=C-4-wkrz %
828 2-Me |7-Cl |-C=C-2-vk"h ik
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829 2-Me |7-Cl |-C=C-3-skvhi
830 2-Me |7-Cl |-C=C-2-&wi
831 2-Me |7-Cl [-C=C-3--&=%-
832 2-Me |7-Cl |-CH,CH,-3ké
833 2-Me |7-Cl |-CH,CH,-Ph

834 2-Me |7-Cl |-CH,CH,-2-wt"2 %
835 2-Me |7-Cl | -CH,CH,-3-st=z &
836 2-Me |7-Cl |-CH,CH,-4-stt=2 3
837 2-Me |7-Cl |-CH,CH,-2-vk"h
838 2-Me |7-Cl |-CH,CH,-3-khk
839 2-Me |7-Cl |-CH,CH,-2-&% %
840 2-Me |7-Cl |-CH,CH,-3-&%-4
841 2-OH |7-Cl |-OH

842 2-0H |7-Cl |-O-F4&

843 2-OH |7-Cl |-O-z%

844 2-OH [7-Cl1 |-O-E&#&t

845 2-0H |7-Cl |-O-%&%i

846 2-OH |7-Cl |-O-T4k

847 2-OH |[7-Cl |-O-CH-# &4
848 2-OH |7-Cl |-O-CH,-(1-F %3 &)
849 2-OH [7-Cl |-O-CH,CH,-3&#& 4
850 2-OH |7-Cl |-O-CH3< T4
851 2-OH |7-Cl |-O-CH,CH,-3&AT %4
852 2-OH |7-Cl |-O-F#%

853 2-OH |7-Cl |-0-222-Z R4
854 2-0H |7-Cl |[-O-Z#¥Fx

855 2-OH |7-Cl1 |-0-333-=Zf &A%
856 2-OH |7-C1 |-O-%@&#i
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857 2-OH |7-C1 |-O-#:&A

858 2-OH [7-Cl [-O-CH,CH,-N(CH,),
859 2-OH |7-Cl | -O-CH,CH,-(N-ssk 5
860 2-OH |[7-Cl |-O-CH,-3-wt7z i
861 2-OH |7-Cl |-O-CH,-4-sitez sk
862 2-OH |7-Cl |-O-CH,-2-vk" %
863 2-OH |7-Cl |-O-CH,-3-7k v £
864 2-OH |7-Cl |-O-CH,-2-"&% %
865 2-OH |7-Cl [-O-CH,-3-"&% %
866 2-OH |7-Cl |-O-CH,-2-FE=i 3
867 2-OH |7-Cl |-O-CH,-2-s&rd 3
868 2-OH | 7-Cl |-O-CH,-4-FBEr 3
869 2-OH |[7-Cl |-O-CH,-2-wkrd #
870 2-OH |7-Cl |-NH-F4

871 2-OH [7-Cl |-NH-z 4

872 2-OH [7-Cl |-NH-iE &%

873 2-OH |[7-Cl |-NH-% &4

874 2-OH [7-Cl |-NH-T#£

875 2-OH |7-Cl |-NH-CH,-3f& &
876 2-OH |[7-Cl |-NH-CH,-(1-¥ £33 & L)
877 2-OH |7-Cl |-NH-CH,CH,-3% & %
878 2-OH |7-Cl |-NH-CH,-3RT 4
879 2-OH |7-Cl |-NH-CH,CH,-3R T £
880 2-OH |[7-Cl |-NH-¥#£

881 2-O0H |7-Cl |-NH-222-=Z#Z%
882 2-OH [7-Cl |-NH-=Z £ ¥

883 2-0OH |7-Cl |-NH-3,3,3-=f.&&
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884 2-OH |7-Cl |-NH-%&i

885 2-OH |7-Cl |-NH-# &%

886 2-OH |7-Cl |-NH-CH,CH,-N(CH,),
887 2-OH |7-Cl |-NH-CH,CH,-(N-"Zsk i)
888 2-OH | 7-Cl | -NH-CH,-3-vttoz A
889 2-OH |7-Cl |-NH-CH,-4-rtt=z
890 2-OH |7-Cl |-NH-CH,-2-7k "k £
891 2-OH |7-Cl | -NH-CH,-3-7%i# &
892 2-OH |7-Cl |-NH-CH,-2-&% #
893 2-OH |7-Cl |-NH-CH,-3-&% £
894 2-OH |7-Cl | -NH-CH,-2-BEwi #
895 2-OH [7-Cl |-NH-CH,-2-&nd
896 2-OH |7-Cl |-NH-CH,-4-5-REwg 3t
897 2-OH |7-Cl |-NH-CH,-2-skn 3t
898 2-OH |7-Cl |-¥Fx

899 2-0H |7-Cl [-222-=Zg £

900 2-OH [7-Cl |-Zf %4

901 2-OH |[7-Cl |-wx

902 2-OH [7-Cl |-z#

903 2-OH |7-Cl |-®#&

904 2-OH |[7-Cl |-B&E4

905 2-OH |7-Cl |-T4

906 2-0H [7-Cl |-BT#£

907 2-OH |7-Cl |-&T4

908 2-OH |7-Cl |-X#&

909 2-OH |7-Cl |-CH,-CH,-3*#& %
910 2-OH |7-Cl |-CH,-CH,-(1-F % 3 & £
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911 2-OH |7-Cl |-CH,-CH,CH,-3%&
912 2-OH |7-Cl |-CH,-CH,-3%x T 4

913 2-OH |7-Cl |-CH,-CH,CH,-3%% T %
914 2-OH |7-Cl |-CH,-¥4#

915 2-OH |7-Cl |-CH,-222-Z R A
916 2-OH |7-Cl |-CH,-Zf T4

917 2-OH {7-Cl |-CH,-333-=Zf.&%&
918 2-OH |7-Cl |-CH,-% &%

919 2-OH |7-Cl |-CH,-#@& £

920 2-OH |7-Cl |-CH,-CH,CH,-N(CH,),
921 2-OH {7-Cl |-CH,-CH,CH,~(N-"Zsk )
922 2-OH |7-Cl |-CH,-CH,-3-vik"z
923 2-OH |7-Cl |-CH,-CH,-4-vtoz %
924 2-OH |7-Cl |-CH,-CH,-2-sk=hi
925 2-OH |7-Cl |-CH,-CH,-3-sk#hik
926 2-OH |7-Cl |-CH,-CH,-2-s&%r 3
927 2-OH |7-Cl |-CH,-CH,-3-&% 3
928 2-OH |7-Cl |-CH,-CH,-2-FE= %
929 2-OH |7-Cl |-CH,-CH,-2-"&r=k
930 2-OH |7-Cl |-CH,-CH,-4-7-FEod 3
931 2-OH |7-Cl | -CH,-CH,-2-ked 3t
932 2-OH |7-Cl |-C=C-(2-OH)Ph

933 2-OH |[7-Cl [-C=C-(3-OH)Ph

934 2-OH |7-Cl |-C=C-(4-OH)Ph

935 2-OH |[7-Cl |-C=C-(2-OMe)Ph

936 2-OH |7-Cl |-C=C-(3-OMe)Ph

937 2-OH |7-Cl |-C=C-(4-OMe)Ph

938 2-OH [7-Cl |-C=C-(2-CN)Ph
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939 2-OH |7-Cl |-C=C-(3-CN)Ph
940 2-OH [7-Cl1 |-C=C-(4-CN)Ph
941 2-OH |7-Cl |-C=C-(2-NO,)Ph
942 2-OH |7-Cl |-C=C-(3-NO,)Ph
943 2-OH |7-Cl |-C=C-(4-NO,)Ph
944 2-OH |7-Cl |-C=C-(2-NH,)Ph
945 2-OH |[7-Cl |[-C=C-(3-NH,)Ph
946 2-OH |7-Cl |-C=C-(4-NH,)Ph
947 2-OH |7-Cl |-C=C-(2-NMe,)Ph
948 2-OH |[7-Cl |-C=C-(3-NMe,)Ph
949 2-OH |7-Cl |-C=C-(4-NMe,)Ph
950 2-OH [7-Cl [-C=C-3-stez s
951 2-OH (7-Cl | -C=C-4-vtrz %
952 2-OH [7-Cl |-C=C-2-ek-h i
953 2-OH [7-Cl |-C=C-3-vk-dhi
954 2-OH [7-Cl |-C=C-2-"&wy £
955 2-OH |[7-Cl [-C=C-3-"&w#
956 2-OH |7-Cl |-C=C-2-KEw 3
957 2-OH |[7-Cl [-C=C-2-s&wd
958 2-OH |7-Cl |-C=C-4-FFEogs
959 2-OH [7-Cl [-C=C-2-wkn
960 2-OH |7-Cl |-CH,CH,-3&& £
961 2-OH |7-Cl |-CH,CH,CH,CH,0H
962 2-OH |[7-Cl |-CH,CH,-CH(OH)Me
963 2-OH |7-Cl |-CH,CH,-Ph

964 2-OH |7-Cl |-CH,CH,-(2-Cl)Ph
965 2-OH |7-Cl |-CH,CH,-(3-Cl)Ph
966 2-OH |7-Cl |-CH,CH,-(4-Cl)Ph
967 2-OH |7-Cl |-CH,CH,-(2-F)Ph
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968 2-OH |7-Cl |-CH,CH,-(3-F)Ph
969 2-OH |7-C1 |-CH,CH,~(4-F)Ph

970 2-OH |[7-Cl |[-CH,CH,-(2-OH)Ph
971 2-OH |7-Cl |-CH,CH,-(3-OH)Ph
972 2-OH |7-Cl [-CH,CH,-(4-OH)Ph
973 2-OH |7-Cl |-CH,CH,-(2-OMe)Ph
974 2-OH |7-Cl |-CH,CH,-(3-OMe)Ph
975 2-OH |[7-Cl |-CH,CH,-(4-OMe)Ph
976 2-OH |7-Cl |-CH,CH,-(2-CN)Ph
977 2-OH |7-Cl |-CH,CH,-(3-CN)Ph
978 2-OH |7-Cl |-CH,CH,-(4-CN)Ph
979 2-OH |7-Cl |-CH,CH,-(2-NO,)Ph
980 2-OH |7-Cl |-CH,CH,-(3-NO,)Ph
981 2-OH |7-Cl |-CH,CH,-(4-NO,)Ph
982 2-OH |7-Cl |-CH,CH,-(2-NH,)Ph
983 2-OH |7-Cl |-CH,CH,-(3-NH,)Ph
984 2-OH |7-Cl |-CH,CH,-(4-NH,)Ph
985 2-OH |7-Cl |-CH,CH,-(2-NMe,)Ph
986 2-OH |7-C1 |-CH,CH,-(3-NMe,)Ph
987 2-OH |7-Cl |-CH,CH,-(4-NMe,)Ph
988 2-OH |7-Cl |-CH,CH,-2-fit"z
989 2-OH |7-Cl |-CH,CH,-3-sitme ik
990 2-OH |7-Cl |-CH,CH,-4-stbg
991 2-OH |7-Cl |-CH,CH,-2-skwhit
992 2-OH |7-Cl |-CH,CH,-3-rkvhit
993 2-OH |[7-Cl |-CH,CH,-4-7kst
994 2-OH |7-Cl |-CH,CH,-3-&%-#
995 2-OH |7-Cl |-CH,CH,-2-FEwi 3
996 2-OH |7-Cl |-CH,CH,-2-&= 4t
997 2-OH |7-Cl |-CH,CH,4-5-FEek 2

137



00817018. 5 oW B OE117/160H1

998 2-OH |7-Cl |-CH,CH,-2-%k=
999 2-0H |7-Cl |-C=C-srim i
1000 |2-OH [7-Cl |-C=C-Ph

1001 [2-OH |7-Cl |-C=C-2-wbre i
1002 [2-OH |7-Cl |-C=C-3-mtrz it
1003 [2-OH [7-Cl |-C=C-4-stoz
1004 [2-OH |7-Cl |-C=C-2-skehit
1005 |2-OH [7-Cl |-C=C-3-vkepst
1006 |2-OH |7-Cl |-C=C-2-s&w#
1007 [2-OH [7-Cl |-C=C-3-s&wy#
1008 [2-OH |7-Cl |-C=C-ZR&\4i

1009 [2-OH [7-Cl |-C=C-Ph

1010 [2-OH |7-Cl |-C=C-2-wtrz s
1011 |2-OH |7-Cl |-C=C-3-wtez s
1012 |2-OH |[7-C1 |-C=C-4-t"z
1013 [2-OH |[7-Cl |-C=C-2-vkvt#
1014 |2-OH |7-Cl |[-C=C-3-rkrhf
1015 [2-OH [7-Cl [-C=C-2-"&%-£
1016 [2-OH |[7-Cl |-C=C-3-&%-#
1017 |2-OH |7-C! |-CH,CH,-#%&%
1018 |2-OH |7-Cl |-CH,CH,-Ph

1019 |2-OH |7-Cl |-CH,CH,-2-7t"z 4
1020 |[2-OH |7-Cl |-CH,CH,-3-stt"z 4
1021 [2-OH |[7-Cl |-CH,CH,-4-vl"= 4
1022 |2-OH |[7-Cl |-CH,CH,-2-s4"a4
1023 |2-OH |[7-Cl |-CH,CH,-3-*-h
1024 |2-OH |7-Cl |-CH,CH,-2-"&%r#
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1052 |2-OH |7-Cl |-CH,CH,-3-"&#% &
1053 |H 7-F |-OH

1054 |H 7-F  |-O-F4&

1055 |H 7-F  |-0-z4

1056 |H 7-F  |-O-E&/AL

1057 |H 7-F | -O-F &AL

1058 |H 7-F  |-O-T4

1059 |H 7-F | -O-CH,-3%x /@4
1060 |H 7-F | -O-CH,-(1-F £ A£)
1061 |H 7-F | -O-CH,CH,-%R & £
1062 |H 7-F  |-O-CH,-%A T &
1063 |H 7-F | -O-CH,CH,-3+ T &
1064 |H 7-F  |-O-¥%%&

1065 |H 7-F  |-0222-Z 8.4
1066 |H 7-F |-O-Z/AF%

1067 |H 7-F  |-0-333-Z /AL
1068 |H 7-F  |-O-% @A

1069 |H 7-F | -O-3 &k

1070 [H 7-F | -O-CH,CH,-N(CH,),
1071 |H 7-F | -O-CH,CH,~(N-"Gsk )
1072 |H 7-F | -O-CH,-3-vi"2 £
1073 |H 7-F | -O-CH,-4-wt72 &
1074 |H 7-F | -O-CH,-2-"kvh £
1075 |H 7-F | -O-CH,-3-vk"h &
1076 |H 7-F | -O-CH,-2-&% %
1077 |H 7-F | -O-CH,-3-&w% %
1078 |H 7-F | -O-CH,-2-REe4 3
1079 |H 7-F | -O-CH,-2-7&= 3
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1025 [2-OH |7-Cl |-CH,CH,-3-&%#
1026 |2-OH |7-Cl |-C=C-#%@& A

1027 2-OH 7-Cl -C=C-Ph

1028 [2-OH |[7-Cl |-C=C-2-v=z ft
1029 [|2-OH |7-Cl |-C=C-3-wtb=z it
1030 |2-OH |7-Cl |-C=C-4-skoz %
1031 [2-OH |7-Cl |-C=C-2-skvhi
1032 {2-OH |7-Cl |-C=C-3-vkvhit
1033 |2-OH [7-Cl |-C=C-2-&E% %
1034 |2-OH |7-Cl |-C=C-3-&wri
1035 |2-OH |7-Cl |-C=C-%& 4

1036 |2-OH |[7-Cl |-C=C-Ph

1037 [2-OH |[7-Cl [-C=C-2-wkez
1038 [2-OH |7-Cl |[-C=C-3-st=zst
1039 |2-OH |7-Cl [-C=C-4-wtkoz £
1040 |2-OH |7-Cl |-C=C-2-vkvh
1041 |2-OH |[7-Cl |-C=C-3-rk-fs
1042 |2-OH |7-Cl |-C=C-2-£%r#
1043 |2-OH |7-Cl |-C=C-3-£%#
1044 [2-OH |7-Cl |-CH,CH,-3& %
1045 [2-OH |7-Cl |-CH,CH,-Ph

1046 |2-OH |7-Cl |-CH,CH,-2-stb=z st
1047 |2-OH |[7-Cl |-CH,CH,-3-#t=z &
1048 |2-OH |7-Cl |-CH,CH,-4-vtboz &
1049 |2-OH |7-Cl |-CH,CH,-2-k =i
1050 |2-OH [7-Cl |-CH,CH,-3-sk=#i
1051 |2-OH |7-Cl |-CH,CH,-2-E#% %
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1080 |H 7-F | -O-CH-4- 5 REed 3
1081 |H 7-F | -O-CH,-2-skrik &£
1082 H 7-F -NH-¥ 2

1083 |H 7F |-NH-z 4

1084 |H 7-F | -NH-E &AL

1085 |H 7-F | -NH-F&A

1086 |H 7-F  |-NH-T &

1087 |H 7-F | -NH-CH,-3x & L
1088 |H 7-F | -NH-CH,-(1- ¥ 3R & &)
1089 [H 7-F | -NH-CH,CH,-3% & %
1090 |H 7-F | -NH-CH,-ZR T £
1091 |H 7F | -NH-CH,CH, 3R T &
1092 |H 7-F  |-NH-¥ 4

1093 |H 7-F | -NH-222-=Z R4
1094 |H 7-F | -NH-Z/&F4

1095 [H 7-F  |-NH-333-ZfA4
1096 |H 7-F  |-NH-% &4

1097 |H 7-F | -NH-%:&E&

1098 |H 7-F | -NH-CH,CH,-N(CH,),
1099 |H 7-F | -NH-CH,CH,-(N-"Zsk i)
1100 |H 7-F | -NH-CH,-3-sitez £
1101 |H 7-F | -NH-CH,-4-vtb7% %
1102 [H 7-F | -NH-CH,-2-vk s 35
1103 |H 7-F | -NH-CH,-3-vk & £
1104 |H 7-F | -NH-CH,-2-"&% £
1105 |H 7-F | -NH-CH,-3-E% %
1106 |H 7-F | -NH-CH,-2-FE= 2
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1107

H 7-F | -NH-CH,-2-& i 2
1108 |H 7-F | -NH-CH,-4-F-MErg 2
1109 [H 7-F | -NH-CH,-2-2k = 3
1110 [H 7-F  |-F4
1111 |[H 7-F | 222-Z R T A
1112 |H 7-F  |-ZfFL
1113 [H 7-F  |-94
1114 |H 7-F  |-T4&
1115 |H 7-F  |-mAi
1116 |[H 7-F  |-FEL
1117 |H 7-F  |-Tx
1118 [H 7-F |-BTA
1119 |H 7-F |-k TH
1120 |H 7-F  |-&%
1121 |H 7-F | -CH,-CH,-3%f A& £
1122 |[H 7-F | -CH,-CH,-(1-F £ 3 /& £)
1123 |H 7-F | -CH,-CH,CH,-3 /& £
1124 |H 7-F | -CH,-CH,-3%x T £
1125 |H 7-F | -CH,-CH,CH,- 3% T £
1126 |H 7-F | -CH-¥#
1127 |H 7-F  |-CH,-222-Zf. T4
1128 |H 7-F  |-CHA-Z A F &
1129 |H 7-F  |-CH,-333-Zf.® %
1130 |H 7-F | -CH,-% & &
1131 |H 7-F | -CH,-te & i
1132 |H 7-F | -CH,-CH,CH,-N(CH,),
1133 [H 7-F | -CH,-CH,CH,-(N-"Zopk )
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1134 |H 7-F | -CH,-CH,-3-stbez £
1135 |H 7-F | -CH,-CH,-4-vt7z 3
1136 |H 7-F | -CH,-CH,-2-vk s .
1137 |H 7-F | -CH,-CH,-3-vk s £
1138 |H 7-F | -CH,-CH,-2-s&w
1139 |H 7-F | -CH,-CH,-3-s&m £
1140 |H 7-F | -CH,-CH,-2-KErd 3
1141 |H 7-F | -CH,-CH,-2-s& i £
1142 |H 7-F | -CH,-CH,-4- F-BEvog 2
1143 |H 7-F | -CH,-CH,-2-sk =
1144 |H 7-F | -C=C-(2-OH)Ph
1145 |H 7-F | -C=C-(3-OH)Ph
1146 |H 7-F | -C=C-(4-OH)Ph
1147 |H 7-F | -C=C-(2-OMe)Ph
1148 |H 7-F | -C=C-(3-OMe)Ph
1149 |H 7-F | -C=C-(4-OMe)Ph
1150 |H 7-F | -C=C-(2-CN)Ph
1151 |H 7-F | -C=C-(3-CN)Ph
1152 |H 7-F | -C=C-(4-CN)Ph
1153 |H 7-F | -C=C-(2-NO,)Ph
1154 |H 7-F | -C=C-(3-NO,)Ph
1155 |H 7-F | -C=C-(4-NO,)Ph
1156 |H 7-F | -C=C-(2-NH,)Ph
1157 |H 7-F | -C=C-(3-NH,)Ph
1158 |H 7-F | -C=C-(4-NH,)Ph
1159 |H 7-F | -C=C-(2-NMe,)Ph
1160 |H 7-F | -C=C-(3-NMe,)Ph
1161 |H 7-F | -C=C-(4-NMe,)Ph
1162 |H 7-F | -C=C-3-utmz ik
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1163 |H 7-F | -C=C-4-vtbroz £
1164 |H 7-F | -C=C-2-vk v &
1165 |H 7-F | -C=C-3-vk s
1166 |H 7-F | -C=C-2-"£%#
1167 |H 7-F | -C=C-3-s&wmr £
1168 |H 7-F | -C=C-2-BEe
1169 |H 7-F | -C=C-2-s&ri 3
1170 |H 7-F | -C=C-4- 5 Wl 3
1171 |H 7-F | -C=C-2-skmi &
1172 |H 7-F | -CH,CH,-3% /& %
1173 |H 7-F | -CH,CH,CH,CH,0H
1174  |H 7-F | -CH,CH,-CH(OH)Me
1175 |H 7-F | -CH,CH,-Ph
1176 |H 7-F | -CH,CH,-(2-Cl)Ph
1177 |H 7-F | -CH,CH,-(3-Cl)Ph
1178 |H 7-F | -CH,CH,-(4-C1)Ph
1179 |H 7-F | -CH,CH,-(2-F)Ph
1180 |H 7-F | -CH,CH,-(3-F)Ph
1181 |H 7-F | -CH,CH,-(4-F)Ph
1182 |H 7-F | -CH,CH,-(2-OH)Ph
1183 |H 7-F | -CH,CH,-(3-OH)Ph
1184 |H 7-F | -CH,CH,-(4-OH)Ph
1185 |H 7-F | -CH,CH,-(2-OMe)Ph
1186 |H 7-F | -CH,CH,-(3-OMe)Ph
1187 |H 7-F | -CH,CH,-(4-OMe)Ph
1188 |H 7-F | -CH,CH,-(2-CN)Ph
1189 |H 7-F | -CH,CH,-(3-CN)Ph
1190 |H 7-F | -CH,CH,-(4-CN)Ph
1191 |H 7-F | -CH,CH,-(2-NO,)Ph
1192 |H 7-F | -CH,CH,-(3-NO,)Ph
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1193 |H 7-F | -CH,CH,-(4-NO,)Ph
1194 |H 7-F | -CH,CH,-(2-NH,)Ph
1195 |H 7-F | -CH,CH,-(3-NH,)Ph
1196 |H 7-F | -CH,CH,-(4-NH,)Ph
1197 |H 7-F | -CH,CH,~(2-NMe,)Ph
1198 |H 7-F | -CH,CH,-(3-NMe,)Ph
1199 |H 7-F | -CH,CH,-(4-NMe,)Ph
1200 [H 7-F | -CH,CH,-2-vtbvz £
1201 |H 7-F | -CH,CH,-3-sttoz it
1202 |H 7-F | -CH,CH,-4-wtboz
1203 |H 7-F | -CH,CH,-2-7% v &
1204 |H 7-F | -CH,CH,-3-7k v &
1205 |H 7-F | -CH,CH,-4-7k v %
1206 |H 7-F | -CH,CH,-3-&w% £
1207 |H 7-F | -CH,CH,-2-FEwd 3
1208 |H 7-F | -CH,CH,-2-"& & £
1209 |H 7-F | -CH,CH,-4- 5= 2
1210 |H 7-F | -CH,CH,-2-k = 3
1211 |H 7-F | -C=C-:m 4

1212 |H 7-F | -C=C-Ph

1213 |H 7-F -C=C-2-wtkoe it

1214 |H 7-F | -C=C-3-wbmz st

1215 |H 7-F | -C=C-4-vtmg s

1216 [H 7-F | -C=C-2-kuf 2t

1217 |H 7-F | -C=C-3-k=h i

1218 |H 7-F | -C=C-2-"&% %

1219 |H 7-F | -C=C-3-&mr 4

1220 |H 7-F  |-C=C-3*: &4

145



00817018. 5

B

B B 9125/16051

1221 |H 7-F | -C=C-Ph

1222 |H 7-F | -C=C-2-vitoz &
1223 |H 7-F -C=C-3-rikmz £
1224 |H 7-F | -C=C-4-vitoz &
1225 |H 7-F | -C=C-2-vkwh it
1226 |H 7-F | -C=C-3-vk vt %
1227 |H 7-F | -C=C-2-&% it
1228 |H 7-F | -C=C-3--&%#
1229 |H 7-F | -CH,CH,-%k & £
1230 |H 7-F | -CH,CH,-Ph

1231 [H 7-F | -CH,CH,-2-#tto% £
1232 |H 7-F | -CH,CH,-3-vtoz 2
1233 |H 7-F | -CH,CH,-4-sthoz £
1234 |H 7-F | -CH,CH,-2-7k v £
1235 |H 7-F | -CH,CH,-3-v% v}t
1236 |H 7-F | -CH,CH,-2-"£% %
1237 |H 7-F | -CH,CH,-3-"&% %
1238 |H 7-F | -C=C-zrA &

1239 |H 7-F | -C=C-Ph

1240 |H 7-F | -C=C-2-sikmz 2
1241 |H 7-F | -C=C-3-witmz #
1242 |H 7-F | -C=C-4-wtoz 2
1243 |H 7-F | -C=C-2-rkh
1244 H 7-F -C=C-3-vk v 1
1245 [H 7-F | -C=C-2-"&% 3
1246 |H 7-F | -C=C-3-s&wy 4
1247 |H 7-F | -C=C-Zr @£

1248 |H 7-F | -C=C-Ph
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1277 |3-Ct  |7-F |-0222-Z .74
1278 |3-Cl |7-F |-O-Zf 94
1279 [3-Cl |7-F [-0-333-= g AL
1280 [3-Cl1 |7-F |-O-%m|i
1281 |3-Cl |7-F |-O-p:&i
1282 |3-Cl |7-F |-O-CH,CH,-N(CH,),
1283 |3-Cl |7-F |-O-CH,CH,-(N-"%ok )
1284 |3-Cl |7-F |-O-CH,-3-sit"2 £
1285 |3-Cl |7-F |-O-CHp4-wttre &

1286 |3-Cl |7-F [-O-CH,-2-skwh
1287 [3-Cl |7-F |-O-CH,-3-skrib
1288 |3-Cl |7-F |-O-CH,-2-&w4
1289 |3-Cl |7-F |-O-CH,-3-&w%£
1290 (3-Cl |7-F |-O-CH,-2-MEs
1291  |3-Cl1 |7-F |-O-CH,-2-v&nd
1292 |3-Cl  |7-F |-O-CH,-4-%REek &
1293 |3-Cl1 |7-F |-O-CH,-2-skwsd st
1294 |3-Cl [7-F |-NH-9¥4&

1295 |3-Cl |7-F |-NH-z i

1296 [3-C1 |7-F |-NH-E&LE

1297 [3-Cl |7-F |-NH-B@&L

1298 [3-Cl |[7-F |-NH-TA

1299 |3-Cl |7-F |-NH-CH,-Zr@ i
1300 |3-Cl |7-F |-NH-CH,-(1-% £ 3% &)
1301 |3-Cl |7-F |-NH-CH,CH,-3% &4
1302 | 3-Cl 7-F -NH-CH,-3R T £
1303 |3-Cl |7-F |-NH-CH,CH,3% T %
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1249 [H 7-F | -C=C-2-vstkoz &
1250 |H 7-F | -C=C-3-wtbez
1251 |H 7-F -C=C-4-vthmz 3
1252 |H 7-F | -C=C-2-vkvh
1253 |H 7-F | -C=C-3-sk v 1t
1254 |H 7-F | -C=C-2-Zmr 4
1255 |H 7-F | -C=C-3-&w A
1256 |H 7-F  |-CH,CH,-3%r A& £
1257 |H 7-F | -CH,CH,-Ph

1258 [H 7-F | -CH,CH,-2-skvz 4
1259 |H 7-F | -CH,CH,-3-wth=z %
1260 |[H 7-F | -CH,CH,-4-wtt5z 2
1261 |H 7-F | -CH,CH,-2-vk v £
1262 [H 7-F | -CH,CH,-3-s s i
1263 |H 7-F | -CH,CH,-2-&" 4
1264 |H 7-F | -CH,CH,-3-Ew% 2
1265 |[3-Cl [7-F |-OH

1266 [3-C1 [7-F |-O-F4

1267 [3-Cl |7-F |-0-zi#

1268 |3-Cl |7-F |-O-E@mi

1269 |3-Cl [7-F |-O0-Fmi

1270 |3-Cl |7-F {-O-T4

1271 [3-Cl |7-F |-O-CH, -%@&i
1272 |3-Cl |7-F |-O-CH,-(1-F A& H %)
1273 [3-Cl |7-F |[-O-CH,CH,-% &£
1274 |3-Cl |7-F |-O-CH,3fr T4
1275 |3-C1  |7-F |-O-CH,CH,-% T £
1276 13-Cl  |7-F |-O-%4
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1331 |3-Cl |7-F |-BRT4A
1332 [3-Cl |7-F [-xi
1333 |3-Cl |7-F |-CH,-CH, % @& A
1334 |3-Cl |7-F |-CH,-CH,-(1-F £ & L)
1335 |3-Cl |7-F |-CH,-CH,CH,-3 & £
1336 |3-Cl |7-F |-CH,-CH, 3T i
1337 | 3-Cl 7-F | -CH,-CH,CH,-3 T £
1338 |3-Cl |7-F |-CH-¥4#
1339 |3-Cl  |7-F |-CH,-222-ZfR.TA
1340 {3-Cl |7-F |-CHr =& ¥4
1341 |3-Cl |7-F |-CH,-333-Zf.Fmi
1342 [3-Cl |7-F |-CH,-% &%
1343 | 3-Cl 7-F -CH,-4 & A
1344 13-Cl |7-F |-CH,-CH,CH,-N(CH,),
1345 |3-Cl |7-F |-CH,-CH,CH,-(N-"Zok i)
1346 |3-Cl1 |7-F |-CH,-CH,-3-#t"% &
1347 |3-Cl |7-F |-CH,-CH,-4-wt7z %
1348 |3-Cl |7-F |-CH,-CH,-2-k "%
1349 |3-Cl |7-F |-CH,-CH,-3-&"h %
1350 |3-Cl  |7-F |-CH,-CH,-2-&% £
1351 |3-Cl |7-F |-CH,-CH,-3- &%
1352 |3-Cl  |7-F | -CH,-CH,-2-EEwi #
1353 |3-Cl |7F |-CH,CH,2-%" £
1354 |3-Cl |7-F |-CH,-CH,-4-F-REn s
1355 |3-Cl |7-F |-CH,-CH,-2-oknd
1356 |3-Cl |7-F |-C=C-(2-OH)Ph
1357 [3-Cl |7-F [-C=C-(3-OH)Ph
1358 [3-Cl |7-F |-C=C-(4-OH)Ph
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1304 |3-Cl |7-F |-NH-¥%

1305 |[3-Cl |7-F [-NH-222-ZfZ%
1306 [3-Cl |[7-F |-NH-ZfF%

1307 | 3-Cl 7-F | -NH-333-Z A4
1308 [3-Cl |7-F |-NH-%&4&

1309 [3-Cl |7-F |-NH-%=&L

1310 [3-Cl |7-F |-NH-CH,CH,-N(CH,),
1311 |3-Cl |7-F | -NH-CH,CH,-(N-"Zok i)
1312 |3-Cl |7-F |-NH-CH,-3-st72 %
1313 [3-Cl |7-F |-NH-CH,-4-sit=2 3k
1314 |3-Cl |7-F |-NH-CH,-2-k%h %
1315 |3-Cl |7-F |-NH-CH,-3-skvhit
1316 [3-Cl |7-F |-NH-CH,-2-&% &
1317 [3-Cl |7-F | -NH-CH,-3-&% &
1318 |3-Cl |7-F | -NH-CH,-2-ME=& 3
1319 [3-Cl |7-F |-NH-CH,-2-&=k &
1320 |3-Cl |7-F |-NH-CH,-4-5MErd 2
1321 [3-Cl |7-F |-NH-CH,-2-zkmg
1322 [3-Cl |7-F |-¥%

1323 |3-Cl |7-F |-222-=Zf A
1324 |3-Cl |7-F |-ZfFA

1325 |3-Cl |7-F |-¥4

1326 [3-Cl |7-F |-zx%

1327 [3-Cl |7-F |-®%

1328 |3-Cl |7-F |-p&%k

1329 [3-Cl |7-F |-Tx

1330 |3-Cl |7-F |-BT#
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1359 (3-Cl [7-F |-C=C-(2-OMe)Ph
1360 |3-Cl |[7-F |-C=C-(3-OMe)Ph
1361 [3-Cl |7-F [-C=C-(4-OMe)Ph
1362 |3-Cl |7-F |[-C=C-(2-CN)Ph
1363 |3-Cl |7-F |-C=C-(3-CN)Ph
1364 |3-Cl |7-F |-C=C-(4-CN)Ph
1365 |[3-Cl |7-F |-C=C-(2-NO,)Ph
1366 [3-Cl |7-F |-C=C-(3-NO,)Ph
1367 |3-Cl |7-F |-C=C-(4-NO,)Ph
1368 [3-Cl [7-F [-C=C-(2-NH,)Ph
1369 |{3-Cl {7-F |-C=C-(3-NH,)Ph
1370 |3-Cl |7-F |-C=C-(4-NH,)Ph
1371 |3-Cl |7-F |-C=C-(2-NMe,)Ph
1372 |3-Cl |7-F |-C=C-(3-NMe,)Ph
1373 [3-Cl |7-F |-C=C-(4-NMe,)Ph
1374 |3-Cl |7-F |-C=C-3-skez it
1375 |3-Cl |7-F |-C=C-4-strz it
1376 |3-Cl |7-F | -C=C-2-v£vh i
1377 |3-Cl |7-F |-C=C-3-skvhi
1378 [3-Cl |7-F |-C=C-2-&wm
1379 |3-Cl  |7-F |-C=C-3-&w%
1380 [3-Cl1 |7-F |-C=C-2-BEwi #t
1381 [3-Cl [7-F |-C=C-2-&Ew s
1382 |3-Cl |7-F |-C=C-4-%WEo £
1383  [3-Cl |7-F |-C=C-2-skwi st
1384 [3-Cl |7-F |-CH,CH,-%Ré& £
1385 |3-Cl |7-F |-CH,CH,CH,CH,OH
1386 |3-Cl |7-F |-CH,CH,-CH(OH)Me
1387 [3-Cl |7-F |-CH,CH,-Ph
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1388 |3-Cl |7-F |-CH,CH,-(2-C1)Ph
1389 [3-Cl |7-F [-CH,CH,-(3-Cl)Ph
1390 |3-Cl |7-F |-CH,CH,-(4-Cl)Ph
1391 |3-Cl |7-F |-CH,CH,-(2-F)Ph
1392 |3-Cl |7-F |-CH,CH,-(3-F)Ph
1393 [3-Cl |7-F |-CH,CH,-(4-F)Ph
1394 |3-Cl |7-F |-CH,CH,-(2-OH)Ph
1395 [3-Cl |[7-F |-CH,CH,-(3-OH)Ph
1396 |3-Cl |7-F |-CH,CH,-(4-OH)Ph
1397 |3-Cl |7-F |-CH,CH,-(2-OMe)Ph
1398 |3-Cl |7-F |-CH,CH,-(3-OMe)Ph
1399 |3-Cl |[7-F |-CH,CH,-(4-OMe)Ph
1400 |[3-Cl |7-F [-CH,CH,-(2-CN)Ph
1401 [3-Cl |7-F |-CH,CH,-(3-CN)Ph
1402 |3-Cl |7-F |-CH,CH,-(4-CN)Ph
1403 |3-Cl |7-F |-CH,CH,-(2-NO,)Ph
1404 |3-Cl |7-F |-CH,CH,-(3-NO,)Ph
1405 |3-Cl |7-F |-CH,CH,-(4-NO,)Ph
1406 |3-Cl |7-F |-CH,CH,-(2-NH,)Ph
1407 |3-Cl |7-F |-CH,CH,-(3-NH,)Ph
1408 |3-Cl |7-F |-CH,CH,-(4-NH,)Ph
1409 |3-Cl |7-F |-CH,CH,-(2-NMe,)Ph
1410 |3-Ctl |7-F |-CH,CH,-(3-NMe,)Ph
1411 |3-Cl |7-F |-CH,CH,-(4-NMe,)Ph
1412 |3-Cl |7-F |-CH,CH,-2-w"%
1413 |3-Cl |7-F |-CH,CH,-3-&"% 4
1414 {3-Cl |7-F |-CH,CH,-4-wt"%
1415 |3-Cl |7-F |-CH,CH,-2-&"h%
1416 |3-Cl |7-F |-CH,CH,-3-v
1417 |3-Cl |7-F |-CH,CH,-4-7&hx
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1418 [3-Cl |7-F |-CH,CH,-3-&%#
1419 | 3-Cl 7-F | -CH,CH,-2-MEw 3
1420 | 3-Cl 7-F -CH,CH,-2-"& vk 3
1421 |3-Cl  |7-F | -CH,CH,-4-5WEed #
1422 |3-Cl |7-F |-CH,CH,-2-sk=k 3
1423 |3-Cl |7-F |-C=C-zr@m A
1424 |3-Cl |7-F |-C=C-Ph

1425 |3-Cl |7-F |-C=C-2-wtrz it
1426 |3-Cl |7-F |-C=C-3-wtmz it
1427 [3-Cl |7-F [-C=C-4-sitmz i
1428 [3-Cl |7-F |-C=C-2-ekvf it
1429 |3-Cl |7-F |-C=C-3-vkhi
1430 |3-Cl |7-F |-C=C-2-&w%i
1431 [3-Cl |7-F [-C=C-3-&m £
1432 |3-Cl |7-F |-C=C-xr@ i
1433 |3-Cl |7-F |-C=C-Ph

1434 |3-Cl |7-F [-C=C-2-wh=z i
1435 |3-Cl |7-F |-C=C-3-wtsz i
1436 |3-Cl |7-F |-C=C-4-wtoz
1437 [3-Cl |7-F |-C=C-2-vkvhi
1438  [3-Cl |7-F |-C=C-3-sk=hi
1439 |3-Cl [7-F [-C=C-2-&w i
1440 [3-Cl [7-F |-C=C-3-&% &
1441 [3-Cl |7-F |-CH,CH, -3 @&%
1442 [3-Cl |7-F [-CH,CH,-Ph

1443 |3-Cl |7-F |-CH,CH,-2-stoz %
1444 |3-Cl |7-F |-CH,CH,-3-t %4
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1445 [3-Cl |7-F |-CH,CH,4-wt=z i
1446 |3-Cl |7-F |-CH,CH,-2-skwhf
1447 [3-Cl |7-F [-CH,CH,-3-sk vtk
1448 |3-Cl |7-F |-CH,CH,-2-&% £
1449 |3-Cl |7-F |-CH,CH,-3-&#%
1450 | 3-Cl 7-F | -C=C-;r/m &

1451 [3-Cl [7-F [-C=C-Ph

1452 |3-Cl |7-F |-C=C-2-wtez it
1453 |3-Cl |7-F |-C=C-3-wrzx i
1454 | 3-Cl 7-F | -C=C-4-rthoz £
1455 |3-Cl |7-F |-C=C-2-vkviit
1456 |3-Cl |7-F |-C=C-3-skei it
1457 |3-Cl |7-F |-C=C-2-&%i
1458 |3-Cl |7-F |-C=C-3-"&wri
1459  |3-Cl |7-F |-C=C-3)k@4i
1460 [3-Cl [7-F |-C=C-Ph

1461 |3-Cl |7-F |-C=C-2-ttmz
1462 [3-Cl |7-F |-C=C-3-wtoz
1463 |3-Cl |7-F |-C=C-4-wbmz &
1464 | 3-Cl 7-F | -C=C-2-sk £k
1465 [3-Cl |7-F |-C=C-3-skvh i
1466 |3-Cl |7-F |-C=C-2-&Zw% &
1467 |3-Cl |7-F |-C=C-3-&urf
1468 [3-Cl |7-F |-CH,CH, & &%
1469 |3-Cl |7-F |-CH,CH,-Ph

1470 |3-Cl |7-F |-CH,CH,-2-wt=z %
1471 |3-Cl |7-F |-CH,CH,-3-wt"% &
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1472 |3-Cl |7-F |-CH,CH,-4-stoz %
1473 |3-Cl |7-F |-CH,CH,-2-skvf i
1474 | 3-Cl 7-F -CH,CH,-3-v% v %
1475 13-Cl  |7-F |-CH,CH,-2-"&w
1476 |3-Cl |7-F |-CH,CH,-3-&% &
1477 |2-Me |7-F |-OH

1478 [2-Me [7-F |-O-F A4

1479 |[2-Me [7-F |-O-z4&

1480 |2-Me |7-F |-O-E@mA

1481 [2-Me [7-F [-O-B®Ai

1482 [2-Me [7-F [-O-TAi

1483 [2-Me |7-F |[-O-CH,%k@&m%A
1484  |2-Me |7-F |-O-CH,(1-¥ £ 3K A L)
1485 |2-Me |7-F |-O-CH,CH,-3r &£
1486 |2-Me |7-F |-O-CH,-3%RT 4

1487 |2-Me |7-F |-O-CH,CH,-3%¢ T &
1488 [2-Me |7-F [-O-%4

1489 [2-Me |[7-F [-0-222-Zf. A
1490 |2-Me |7-F |-O-Zf 94

1491 |2-Me |[7-F [-0-333-ZfA&K
1492 |2-Me [7-F [-O-¥%®mA

1493 |[2-Me |7-F | -OB@mA

1494 |2-Me [7-F [-O-CH,CH,-N(CH,),
1495 |2-Me |7-F |-O-CH,CH,-(N-"%ot i)
1496 |2-Me |7-F |-O-CH,-3-wtoz
1497 [2-Me |7-F |-O-CH,-4-wkoz £
1498  |2-Me |7-F |-O-CH,-2-vkwhi
1499  |2-Me |7-F |-O-CH,-3-skwh
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1500 |2-Me |7-F |-O-CH,-2-"&wy %
1501 |2-Me |7-F |-O-CH,-3-&#%#
1502 | 2-Me |7-F |-O-CH,-2-EEw
1503 |2-Me |7-F |-O-CH,-2-"&=k 4
1504 | 2-Me |7-F |-O-CH,-4-FHEwnk 3
1505 |2-Me |[7-F |-O-CH,-2-wkn 2t
1506 [2-Me |[7-F |-NH-9¥4&

1507 |2-Me |7-F |-NH-zZ i

1508 |2-Me |7-F |-NH-E@&AE

1509 |2-Me |7-F |-NH-2@/i

1510 |[2-Me |7-F |[-NH-TA

1511 |2-Me |7-F |-NH-CH,-3%k &4
1512 |2-Me |7-F |-NH-CH,-(1-% £ 3% /& &)
1513 |2-Me |7-F |-NH-CH,CH,-3k & £
1514 |2-Me |7-F |-NH-CH,-3+rT 4
1515 |2-Me |7-F |-NH-CH,CH,-3)) T &
1516 |[2-Me |[7-F |-NH-¥4#

1517 |2-Me |7-F |-NH-222-Zf.CT 4
1518 |2-Me |7-F |-NH-ZA ¥4

1519 |2-Me |[7-F |-NH-333-ZfAL
1520 |2-Me |7-F |-NH-¥%&4L

1521 |2-Me |7-F |-NH-#:&£L

1522 |2-Me |7-F |-NH-CH,CH,-N(CH,),
1523 |2-Me |7-F |-NH-CH,CH,-(N-"Zok 1)
1524 |2-Me |7-F |-NH-CH,-3-#t=z %
1525 |2-Me |7-F |-NH-CH,-4-w=z &
1526 |2-Me |7-F |-NH-CH,-2-vk "% £
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1527 |2-Me |7-F |-NH-CH,-3-
1528 |2-Me |7-F |-NH-CH,-2-"&%#
1529 |2-Me |7-F -NH-CH,-3-=&w 3
1530 |2-Me |7-F | -NH-CH,-2-KEng 4
1531 |2-Me |7-F |-NH-CH,-2-v&= 4
1532 |2-Me |7-F |-NH-CH,-4-5BEwd 3
1533 |2-Me |7-F |-NH-CH,-2-%k= 3
1534 [2-Me |7-F [-¥4

1535 |2-Me |7-F |-222-=f.z %
1536 |2-Me |7-F |-Zf 9%

1537 |2-Me |7-F |[-#4

1538 [2-Me |7-F |-zi

1539 [2-Me |7-F |-&@4

1540 |[2-Me |7-F |-B;&i

1541 [2-Me |7-F |-TA

1542 |2-Me |7-F [-BT4

1543 [2-Me |7-F |-®mTAi

1544 |2-Me |7-F |-XAi

1545 |2-Me |7-F |-CH,-CH,-3% @& £
1546  |2-Me |7-F |-CH,-CH,-(1-F £ 3R F& %)
1547 |2-Me |7-F |-CH,-CH,CH,-%# %
1548 |2-Me |7-F |-CH,-CH,% T4
1549  |2-Me |7-F |-CH,-CH,CH,-3<T £
1550 |2-Me |7-F |-CH,-¥#

1551 |2-Me |7-F |-CH,222-Zf. 01
1552 |2-Me |7-F |-CH,-Z=f T4

1553 |2-Me |7-F |-CH,-3,33-Z AL
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1554 |2-Me |7-F |-CH,-#& 4
1555 |2-Me |7-F |-CH,-#e&&
1556 |2-Me |7-F |-CH,-CH,CH,-N(CH,),
1557 |2-Me |7-F |-CH,-CH,CH,-(N-"Bok )
1558 |2-Me |7-F |-CH,-CH,-3-stoz i
1559  |2-Me |7-F | -CH,-CH,-4-st=z
1560 |2-Me |7-F |-CH,-CH,-2-skvh %
1561 |2-Me |7-F |-CH,-CH,-3-skv# sk
1562 |2-Me |7-F |-CH,-CH,-2-"&wy
1563 |2-Me |7-F |-CH,-CH,-3-"%%y 4
1564 |2-Me |7-F |-CH,-CH,-2-FEwnd 3
1565 |2-Me |7-F |-CH,-CH,-2-&wk 3
1566 |2-Me |7-F |-CH,-CH,-4-FREnd 3
1567 |2-Me |7-F |-CH,-CH,-2-ked 3
1568 |2-Me |7-F |-C=C-(2-OH)Ph
1569 [2-Me |7-F |-C=C-(3-OH)Ph
1570  [2-Me |7-F |-C=C-(4-OH)Ph
1571 |2-Me |7-F [-C=C-(2-OMe)Ph
1572 |2-Me |7-F |-C=C-(3-OMe)Ph
1573 |2-Me |7-F |-C=C-(4-OMe)Ph
1574  |[2-Me |7-F |-C=C-(2-CN)Ph
1575 |2-Me |7-F |-C=C-(3-CN)Ph
1576 |{2-Me |7-F |-C=C-(4-CN)Ph
1577 |2-Me |7-F |-C=C-(2-NO,)Ph
1578 |2-Me |7-F |-C=C-(3-NO,)Ph
1579 |2-Me |7-F |-C=C-(4-NO,)Ph
1580 |2-Me |7-F |-C=C-(2-NH,)Ph
1581 |2-Me |7-F |-C=C-(3-NH,)Ph
1582 |2-Me |7-F |-C=C-(4-NH,)Ph
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1583 |2-Me |7-F |-C=C-(2-NMe,)Ph
1584 |2-Me |7-F |-C=C-(3-NMe,)Ph
1585 |2-Me |7-F [-C=C-(4-NMe,)Ph
1586 [2-Me |7-F |-C=C-3-wt=z

1587 |2-Me |7-F |-C=C-4-toz it

1588 [2-Me |7-F |-C=C-2-skvhi

1589 |2-Me |7-F |-C=C-3-skwhi

1590 |2-Me |7-F |-C=C-2-£%#

1591 |2-Me |7-F |-C=C-3-&%%

1592 |2-Me |7-F | -C=C-2-FEeoi #

1593 [2-Me |7-F |-C=C-2-"&wk 3

1594 |2-Me |7-F |-C=C-4-5WEoi 3t
1595 |2-Me |7-F |-C=C-2-wk= 3t

1596 |12-Me |7-F |-CH,CH,-%k&m &
1597 |2-Me |7-F |-CH,CH,CH,CH,OH
1598 |2-Me |7-F |-CH,CH,-CH(OH)Me
1599 |2-Me |7-F |-CH,CH,-Ph

1600 |2-Me |7-F |-CH,CH,-(2-Cl)Ph
1601 |2-Me |7-F |-CH,CH,-(3-Cl)Ph
1602 |2-Me |7-F |-CH,CH,-(4-Cl)Ph
1603 |2-Me |7-F |-CH,CH,-(2-F)Ph
1604 |2-Me |7-F |-CH,CH,-(3-F)Ph
1605 |2-Me |[7-F |-CH,CH,-(4-F)Ph
1606 |2-Me |7-F |-CH,CH,-(2-OH)Ph
1607 |2-Me |[7-F |-CH,CH,-(3-OH)Ph
1608 |2-Me |7-F |-CH,CH,-(4-OH)Ph
1609 |2-Me |7-F |-CH,CH,-(2-OMe)Ph
1610 |2-Me |7-F |-CH,CH,~(3-OMe)Ph
1611 |2-Me |[7-F |-CH,CH,-(4-OMe)Ph
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1612 |2-Me |7-F |-CH,CH,-(2-CN)Ph
1613 |2-Me |7-F |-CH,CH,-(3-CN)Ph
1614 |2-Me |7-F |-CH,CH,-(4-CN)Ph
1615 |2-Me |7-F |-CH,CH,-(2-NO,)Ph
1616 |2-Me |7-F |-CH,CH,-(3-NO,)Ph
1617 |2-Me |7-F |-CH,CH,-(4-NO,)Ph
1618 [2-Me |7-F |-CH,CH,-(2-NH,)Ph
1619 |2-Me |7-F |-CH,CH,-(3-NH,)Ph
1620 |2-Me |7-F |-CH,CH,-(4-NH,)Ph
1621 |[2-Me |7-F |-CH,CH,-(2-NMe,)Ph
1622 |2-Me |7-F |-CH,CH,-(3-NMe,)Ph
1623 |2-Me |7-F |-CH,CH,-(4-NMe,)Ph
1624  |2-Me |7-F |-CH,CH,-2-st"% #
1625 |2-Me |7-F |-CH,CH,-3-stoz it
1626 |2-Me |7-F |-CH,CH,-4-stoz i
1627 |2-Me |7-F |-CH,CH,-2-7k "k
1628 |2-Me |7-F |-CH,CH,-3-skwhi
1629 | 2-Me |7-F |-CH,CH,-4-7k st
1630 |2-Me |7-F |-CH,CH,-3- &% £
1631  [2-Me |7-F |-CH,CH,-2-EEwi #
1632 |2-Me |7-F |-CH,CH,-2-£w=& 4
1633 |2-Me |7-F |-CH,CH,-4-5MEwk 3
1634 |2-Me |7-F |-CH,CH,-2-wn 3
1635 |2-Me |7-F |-C=C-%R@A

1636 |2-Me |7-F |-C=C-Ph

1637 |2-Me |7-F |-C=C-2-wt7x% £

1638 |2-Me |7-F |-C=C-3-wtez it

1639 |2-Me |7-F |-C=C-4-wik=z it

1640 |2-Me |7-F |-C=C-2-vkvfft
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1668 |[2-Me |7-F |-C=C-3-skvfit
1669 |2-Me |7-F |-C=C-2-&w#
1670 2-Me | 7-F -C=C-3-r&m A
1671 [2-Me |7-F |-C=C-zr@\i
1672 |2-Me |7-F |-C=C-Ph

1673  [2-Me |7-F |-C=C-2-strz s
1674 |2-Me |7-F |-C=C-3-wtuz it
1675 |2-Me |7-F |-C=C-4-wtrz it
1676 [2-Me |7-F |-C=C-2-skrhi
1677 |2-Me |7-F |-C=C-3-ek=hi
1678 [2-Me |7-F |-C=C-2-&w
1679 [2-Me |[7-F |-C=C-3-&w#
1680 |2-Me |7-F |-CH,CH,-3%c@#
1681 |2-Me |7-F |-CH,CH,-Ph

1682 |2-Me |7-F |-CH,CH,-2-tt"% %
1683 [2-Me |7-F |-CH,CH,-3-wt %
1684 |2-Me |7-F |-CH,CH,-4-stboz
1685 |2-Me |7-F |-CH,CH,-2-vvh#
1686 |[2-Me |7-F |-CH,CH,-3-*% "
1687 [2-Me |7-F |-CH,CH,-2-*E%#
1688 |2-Me |7-F |-CH,CH,-3-"&w)#
1689 [2-OH |[7-F |-OH

1690 [2-OH |7-F [-O0-¥4

1691 |2-OH |7-F |-O-z4

1692 |2-OH |7-F |-O-E@%

1693 |2-OH [7-F |-O-B&4

1694 [2-OH [7-F [-O-Tx

1695 |2-OH |7-F |-O-CH, -%#®4i
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1641 [2-Me |7-F |-C=C-3-skvtyft
1642 |2-Me |7-F |-C=C-2-Z% £
1643 |2-Me |7-F |-C=C-3-&%
1644 |2-Me |7-F |-C=C-Zr@Ai

1645 |2-Me |7-F |-C=C-Ph

1646 |2-Me |7-F |-C=C-2-wt"z i
1647 |[2-Me |[7-F |-C=C-3-wt=z it
1648 |2-Me |7-F |-C=C-4-st"x st
1649 |2-Me |7-F |-C=C-2-vk7hi
1650 | 2-Me |7-F |-C=C-3-vkrhit
1651 |2-Me |7-F |-C=C-2-Ewu#
1652 |2-Me |7-F [-C=C-3-&Ew-i
1653 |2-Me |7-F |-CH,CH,-% @&
1654 |2-Me |7-F |-CH,CH,-Ph

1655 |2-Me |7-F |-CH,CH,-2-stoz
1656 |2-Me |7-F |-CH,CH,-3-wkvz st
1657 |2-Me |7-F |-CH,CH,-4-vtkoz
1658 |2-Me |7-F |-CH,CH,-2-vk-di
1659 |2-Me |7-F |-CH,CH,-3-v°hi
1660 |2-Me |7-F |-CH,CH,-"&% i
1661 |2-Me |7-F |-CH,CH,-3- &%
1662 [2-Me |7-F [-C=C-;r@ i

1663 |2-Me |7-F |-C=C-Ph

1664 |2-Me |7-F |-C=C-2-trz s
1665 |2-Me |7-F |-C=C-3-wtmz it
1666 |2-Me |7-F |-C=C-4-sitmz st
1667 |2-Me |7-F |-C=C-2-skvhfk
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1696 |2-OH |7-F |-O-CH,-(1-F £ 3xm& )
1697 [2-OH |7-F |-O-CH,CH,-3r &£
1698 |[2-OH |7-F |-O-CH, 3T %
1699 |2-OH |7-F |-O-CH,CH,-%T 4
1700 |2-OH |7-F |-O-¥F i

1701 [2-OH |7-F |-0222-=Zf.C4
1702 |2-OH |7-F |-O-Zf 94

1703 |2-OH |7-F |-0-333-Zf.&4
1704 |[2-OH |7-F [-O-B%@&i

1705 [2-OH |7-F |-O-%&i

1706 |2-OH |7-F |-O-CH,CH,-N(CH,),
1707 {2-OH |7-F |-O-CH,CH,-(N-"Bok )
1708 |2-OH |7-F |-O-CH,-3-t % &
1709 [2-OH |7-F |-O-CH,-4-wtrz
1710 |2-OH |7-F |-O-CH,-2-vkrh#
1711 |2-OH [7-F |-O-CH,-3-kv#
1712 [2-OH |7-F |-O-CH,2-&w% %
1713 |2-OH |7-F |-O-CH,-3-&w% £
1714 |2-OH |7-F | -O-CH,-2-FE=d 3
1715 |2-OH |7-F |-O-CH,-2-s&w #
1716 |2-OH |7-F  |-O-CH,-4-FREwnd 3
1717 |2-OH |7-F [-O-CH,-2-skw
1718 |2-OH [7-F |-NH-¥4%

1719 |2-OH |7-F |-NH-z i

1720 |{2-OH |7-F |-NH-E &4

1721 |{2-OH |7-F |-NH-B&%&

1722 |2-OH |7-F |-NH-T4
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1723 |2-OH |7-F |-NH-CH,-3 /&
1724 |2-OH |7-F |-NH-CH,-(1-¥ £ 3r &)
1725 |2-OH |7-F |-NH-CH,CH,-3f #& %
1726 |2-OH |7-F |-NH-CH,-3kT 4
1727 |2-OH |7-F |-NH-CH,CH,-3x T 4
1728 [2-OH |7-F |-NH-¥i

1729 |2-OH |7-F |-NH-222-Zf.Z 4
1730 [2-OH |7-F |-NH-ZfA%i

1731 [2-OH |7-F |-NH-333-=Z &4
1732 [2-OH |[7-F |-NH-% &%

1733 |2-OH |7-F |-NH-#:&E

1734 |2-OH |7-F |-NH-CH,CH,-N(CH,),
1735 |2-OH |7-F |-NH-CH,CH,-(N-"%ok %)
1736 |2-OH |7-F |-NH-CH,-3-vwtvz £
1737 |2-OH |7-F |-NH-CH,-4-vtkvz
1738  |2-OH |7-F |-NH-CH,-2-vk w# %
1739 |2-OH |7-F |-NH-CH,-3-v%*% %
1740 |2-OH |7-F |-NH-CH,-2-&w%y £
1741 |2-OH |7-F |-NH-CH,-3-&% £
1742 |2-OH |7-F |-NH-CH,-2-FEw: 2
1743 |2-OH |[7-F |-NH-CH,-2-"&» %
1744 |2-OH |7-F -NH-CH,-4- 53 FEed 2
1745 | 2-OH |7-F |-NH-CH,-2-zkr=& &
1746 |2-OH |7-F |-Fx

1747 |2-OH |7-F 222-Z R T A
1748 [2-OH |7-F |[-Zf%¥i

1749 [2-OH |[7-F |-¥x
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1777 |2-OH |7-F |-CH,-CH,-2-"&w 4t
1778 2-OH |7-F -CH,-CH,-4- - e
1779 |2-OH |7-F | -CH,-CH,-2-%kv 3
1780 |2-OH |[7-F |-C=C-(2-OH)Ph
1781 [2-OH |7-F |-C=C-(3-OH)Ph
1782 |2-OH |7-F |-C=C-(4-OH)Ph
1783 |2-OH |7-F |-C=C-(2-OMe)Ph
1784 |[2-OH [7-F |-C=C-(3-OMe)Ph
1785 |2-OH |7-F |-C=C-(4-OMe)Ph
1786 |[2-OH |7-F |-C=C-(2-CN)Ph
1787 |2-OH |7-F |-C=C-(3-CN)Ph
1788 |[2-OH |7-F |-C=C-(4-CN)Ph
1789 |2-OH [7-F |-C=C-(2-NO,)Ph
1790 |2-OH |7-F |-C=C-(3-NO,)Ph
1791 |[2-OH |7-F |-C=C-(4-NO,)Ph
1792 |[2-OH |7-F |-C=C-(2-NH,)Ph
1793 [2-OH |7-F |-C=C-(3-NH,)Ph
1794 |2-OH |7-F |-C=C-(4-NH,)Ph
1795 |2-OH |7-F |-C=C-(2-NMe,)Ph
1796 |2-OH |7-F |-C=C-(3-NMe,)Ph
1797 |2-OH |7-F |-C=C-(4-NMe,)Ph
1798 [2-OH |[7-F |-C=C-3-mtrz i
1799 |2-OH |7-F -C=C-4-vibme %
1800 |[2-OH |7-F |-C=C-2-sk-it
1801 |2-OH |7-F |-C=C-3-skvhi
1802 |2-OH |7-F |-C=C-2-"&%#
1803 [2-OH |7-F |-C=C-3-&mr#
1804 |2-OH |7-F |-C=C-2-FErd 2
1805 |2-OH |[7-F |-C=C-2-"&s:#
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1750 |[2-OH |7-F |-z%

1751 [2-OH [7-F |-®&%

1752 2-OH 7-F -FAk

1753 |2-OH |7-F |-Tx

1754 |[2-OH |7-F |-BT4£

1755 [2-OH |7-F |-&T4i

1756 |2-OH |7-F |-A&it

1757 |2-OH |7-F |-CH,-CH,-3f@& £
1758 |2-OH |7-F |-CH,-CH,-(1-F % 3:K&i)
1759 |2-OH |7-F |-CH,-CH,CH,-%x @& £
1760 |2-OH |7-F |-CH,-CH,-3f T £
1761 |2-OH |7-F |-CH,-CH,CH,-3~ T %4
1762 [2-OH |7-F |-CH,-¥4#

1763 |2-OH |7-F |-CH,-222-=Zf.CT 4
1764 |2-OH |7-F |-CH-=Z & ¥4

1765 |2-0H |7-F |-CH,333-Z R AR
1766 |2-OH |7-F |-CH,-#%s&mi

1767 |2-OH |7-F |-CH,-#&& i

1768 |2-OH |7-F |-CH,-CH,CH,-N(CH,),
1769 |2-OH |7-F |-CH,-CH,CH,-(N-"%sk )
1770  |2-OH |7-F |-CH,-CH,-3-vt=z 4
1771  |2-OH |7-F |-CH,-CH,-4-vtto% 3
1772 |2-OH [7-F |-CH,-CH,-2-skeh#
1773 |2-OH |7-F |-CH,-CH,-3-sk=hi
1774 |2-OH |7-F |-CH,-CH,-2-&% 4
1775 |2-OH |7-F |-CH,-CH,-3-&% %
1776  |2-OH |7-F | -CH,-CH,-2-MEr& 2

165



00817018. 5

B

B 5146/16010

1806 |2-OH |7-F -C=C-4-J3-WEvd A
1807 |2-OH |7-F -C=C-2-f g 3

1808 |2-OH |7-F -CH,CH,-3< & 4
1809 |2-OH |7-F -CH,CH,CH,CH,OH
1810 |2-OH |7-F -CH,CH,-CH(OH)Me
1811 |{2-OH |7-F -CH,CH,-Ph

1812 [2-OH |7-F -CH,CH,-(2-Cl)Ph
1813 |2-OH |7-F -CH,CH,-(3-Cl)Ph
1814 |2-OH |7-F -CH,CH,-(4-Cl)Ph
1815 |2-OH |7-F -CH,CH,-(2-F)Ph
1816 [2-OH |7-F -CH,CH,-(3-F)Ph
1817 |2-OH |7-F |-CH,CH,-(4-F)Ph
1818 |2-OH |7-F -CH,CH,-(2-OH)Ph
1819 |{2-OH |7-F -CH,CH,-(3-OH)Ph
1820 [2-OH |7-F -CH,CH,-(4-OH)Ph
1821 |2-OH |7-F -CH,CH,-(2-OMe)Ph
1822 |2-OH |7-F -CH,CH,-(3-OMe)Ph
1823 |2-OH |7-F -CH,CH,-(4-OMe)Ph
1824 |2-OH |7-F -CH,CH,-(2-CN)Ph
1825 |2-OH |7-F -CH,CH,-(3-CN)Ph
1826 |2-OH |7-F -CH,CH,-(4-CN)Ph
1827 |2-OH |7-F -CH,CH,-(2-NO,)Ph
1828 |2-OH |7-F -CH,CH,-(3-NO,)Ph
1829 |2-OH |7-F -CH,CH,-(4-NO,)Ph
1830 |2-OH |7-F |-CH,CH,-(2-NH,)Ph
1831 |2-OH |7-F -CH,CH,-(3-NH,)Ph
1832 [2-OH |7-F -CH,CH,-(4-NH,)Ph
1833 |2-OH |7-F -CH,CH,-(2-NMe,)Ph
1834 |2-OH |7-F |-CH,CH,-(3-NMe,)Ph
1835 |2-OH |7-F |-CH,CH,-(4-NMe,)Ph
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1836 [2-OH |7-F |-CH,CH,-2-stkoz
1837 {2-OH |7-F |-CH,CH,-3-wttsg i
1838 |2-OH |7-F ~-CH,CH,-4-vt"% 3k
1839 |2-OH |7-F |-CH,CH,-2-sk -
1840 [2-OH |7-F |-CH,CH,-3-sk-h
1841 [2-OH |7-F |-CH,CH,-4-sk=fi
1842 [2-OH |7-F |-CH,CH,-3-&w%£
1843  |2-OH |7-F |-CH,CH,-2-BE=i %
1844 |2-OH |7-F |-CH,CH,-2-v&=d 3
1845 |2-OH |7-F |-CH,CH,-4-5WMEeid 3
1846 |2-OH |7-F |-CH,CH,-2-wkm %
1847 |2-OH |7-F |-C=C-3k&m4
1848 [2-OH |7-F |-C=C-Ph

1849 |2-OH |7-F |-C=C-2-wtrz i
1850 |2-OH |7-F -C=C-3-sthoz &
1851 |2-OH |7-F |-C=C-4-wt=z it
1852 [2-OH |7-F |-C=C-2-skvhi
1853 [2-OH |7-F |-C=C-3-skohi
1854 |2-OH |7-F |-C=C-2-"Zwy4
1855 [2-OH |7-F |-C=C-3-&%#
1856 |2-OH |7-F |-C=C-ZrA £

1857 |2-OH |[7-F [-C=C-Ph

1858 |2-OH |7-F |-C=C-2-wt=z i
1859 [2-OH |7-F |-C=C-3-wtrg s
1860 |2-OH |7-F |-C=C-4-viboz i
1861 [2-OH [7-F [-C=C-2-skehi
1862 |2-OH |7-F |-C=C-3-skvhi
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1863 [2-OH |[7-F |-C=C-2--Ew%#
1864 [2-OH |7-F |-C=C-3-£%#
1865 [2-OH |[7-F |-CH,CH, %&£
1866 |2-OH |[7-F |-CH,CH,-Ph

1867 |2-OH |7-F |-CH,CH,-2-wk"2 &
1868 [2-OH |7-F |-CH,CH,-3-stoz 3
1869 |2-OH |7-F |-CH,CH,-4-sttoz 4t
1870 |2-OH |[7-F |-CH,CH,-2-v% ki
1871 [2-OH |7-F [-CH,CH,-3-vk "k
1872 |2-OH |[7-F |-CH,CH,-2-&% 4
1873 |2-OH |7-F |-CH,CH,-3-&wr#
1874 [2-OH |7-F |-C=C-zr& i

1875 |2-OH |7-F |-C=C-Ph

1876 |2-OH |7-F |-C=C-2-wtez &
1877 |2-OH |7-F |-C=C-3-wtez &
1878 |2-OH |[7-F |-C=C-4-wtrz i
1879 |2-OH |7-F |-C=C-2-vkvhi
1880 [2-OH |[7-F |-C=C-3-r£wift
1881 |2-OH |7-F |-C=C-2-&wp s
1882 |2-OH |7-F |-C=C-3-&wp s
1883 |2-OH |7-F |-C=C-#&r@&mi

1884 |[2-OH |7-F |-C=C-Ph

1885 |[2-OH [7-F |-C=C-2-st7z
1886 [2-OH |[7-F |-C=C-3-wtoz i
1887 |[2-OH |7-F |-C=C-4-wtoz it
1888 |2-OH |[7-F |-C=C-2-vk-hi
1889 [2-OH |[7-F |-C=C-3-vk"hi
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1890 [2-OH [7-F [-C=C-2-&w% A
1891 |2-OH |7-F |-C=C-3-E% £
1892 |2-OH |7-F | -CH,CH %@ A
1893 [2-OH |7-F |-CH,CH,-Ph

1894 [2-OH [7-F |-CH,CH,2-#t7 A
1895 [2-OH |7-F |-CH,CH,-3-#t"% £
1896 [2-OH [7-F |-CH,CH,-4-wt"% &
1897 [2-OH |7-F |-CH,CH,2- ki
1898 [2-OH |7-F |-CH,CH,-3-sk#hi
1899 |[2-OH |7-F |-CH,CH,-2-E% £
1900 |[2-OH |7-F |-CH,CH,-3-"E% A&

F &
KL ORI BA i 4 R B S A HIV 34l R. X()
oy LA HIV 848 X Bir4iE v, BdmAESs HIV BRE B A0 £
5 ARG LA ER . XS4 EA HIV i 44 FE 4175, B a4t
H HIV AR aq37 #1570 A 28, KRSl mEEKIAE$
MR T AR RFE RIS FHOFENTET, Fldo, XATHR
&M R AFRE R,
ALZ R XS M 374k 4K A 6944 HIV R Hid 5 HIV
10 BROFEST HIV LR A, B, KLAHGESYTAR T
PRG-I TARBRAF () o F A BAE )P 6 HIV, S48
HIV IR £84HF X5 HIV A #248.
AE PRGNS ET AAE R Tl e e hdh A idizd, @
R H ¥ %) 7 & 54\ F0/ 3 HIV 14 45 FBE 64 48 ) 64 K50 R 2 F 69 47
15 BRSBAEY ., Bk, ALPGAHT A LENZ b eyt
BARSNBASM B R BAEF AT ES. KL RGNS H T AL
TE XA BB XL, AREIH YT ERR AR
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4.
W F AL B 9404 B 7t HIV 458 Z 80945 5, K& P
At o-th =T RIS BT R R F 695 01K, AR T Al HIV # 44 % 85,
Est, AMEGeAsbibR ey RT)T, KISt REEE N
5 49374035 £ HIV 4 45 % 884 HIV R 54 £ 09485,
Jo fESLAT R &Y,  “ng” F/MSL, “mg” HEBEXL, “g A,
“n” FaA, ‘ml” $5EH, L 45H4, oM BEMRER, “uM”
BMER, ‘oM’ BE2AER, “M” £ RF “am” $54k. “Sigma”
A& St. Louis, MO #j Sigma-Aldrich 23] ,
10 TR Z P e dy, deRENEFHI0uM 6 Ki {4,
NAIA A RA F L. KL GRS EA<IUM ¢ Ki {5, K
KR FREANAHEF<OIM Y Kifh, REPHELZ F4hiE
6940 E- 4 £77 <0.01pM &9 Ki {8, AL A 64 sk ik it 694064 £ 77 <0.001
uM &4 Ki {4,
15 KA TR T EF, LARLPEG— LM R F<I10uM 49 Ki
{8, BSIERE T RE GV A H 3k HIV 18 5 FBe475] F) 69

HIV RNA ] &
20 DNA Jf #: a4k 9t RNA %5 F 4
#& 38 Erickson-Viitanen 4. AIDS Research and Human Retroviruses
1989, 5, 577 &4 7 i% , % &4 F £ 2| PTZ 19R + 4§ BH10 (bp 113-1816)
4y gag #= pol B %) 44 fikz pDAB 72. Ji Bam HI4&f4: &4k, RE
J# A T7 RNA #4854 Riboprobe Gemini system II X7 £ (Promega)
25 F AR RNA #9435 %4, it /) RNase # % DNAse (Promega)4t 32,
RE-BATIRIC, B BRI R A8 RNA, 42 RNA # R4
TR, FF-T0CEAE. & Ay RZ RNA 63K,
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10

15

20

25

AT

1% J§| Cocuzza (Tet. Lett. 1989, 30, 6287)#4 4 4y & - L B BEfsz X7,
#& Applied Biosystems (Foster City, CA) DNA 4-&/X L, BiTi§4 4
FANB| R F G SRR BATEmE, @it HPLC bt Y E 1k
B RIRAT . gag AWM EAHRIRA G- LY %-
CTAGCTCCCTGCTTGCCCATACTA 3°) 5 HXB2 64 4% H- 8 889-912
T ik, pol £ MEAIHRIFANS -E W E-
CCCTATCATTTTTGGTTTCCAT 3°)5 HXB2 #494z F8 2374-2395 &
Ab. AR IRE B B ARAT 0 AR M B BR B 42 A0 4% B Syngene (San
Diego, CA)#|4&-. pol Ri&F B R4S
CTGTCTTACTTTGATAAAACCTC 3°)5 HXB2 #44% 388 2403-2425
T Ak, gag @93k F L E 1E4H(S’CCCAGTATTTGTCTACAGCCTTCT 3°)
5 HXB2 644z %8 950-973 ZAb, FTH AZF 846942 & 4 GenBank #
B 5 7] 4k 3% & (GenBank Genetic Sequence Data Bank)i& it Genetics
Computer ¥ B & 7] 5-#1 k4 €.(Genetics Computer Group Sequence
Analysis Software Package)(Devereau Nucleic Acids Research 1984, 12,
3N A AL E ., HIRE A RIFAT 4144 £ 2 x SSC (0.3M &k
4. 0.03M A74EE:4K). 0.05M Tris pH 8.8. 1mg/ml BSA ¥+ &5 0.5uM
&R, HEYERGFRIRAT & A LK T 6 100uM 4% &%,

s ELE M F MM
4 E A4 £ @48 6945 & DuPont Biotechnology Systems (Boston,
MA)KAF

) R LPE - E

MT-2 F= MT-4 e AP AT 5% 4 35 (FCS) (3 MT-2 4m o)
3, 10% FCS (3¢ MT-4 4mj&).2mM L-5-£Bcfe A SOpg/ml kX E£(4
3k B Gibco)#y RPMI 1640 ¥ 4:3%. HIV-1 RF £ E|32 54 & ¢4
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MT-4 ¢nfe b 558, & MT-4 tmfty LM AR E K% 10 X 4|47 544
B HE A ESRTF-T0CK A, S0 itk MT-2 gapitd s s 2 (L
T)FFm dh 44, HIV-1 REMEE &GRS EE A 1-3 x 107 PFU (4h 5
T AL)ml, B FREG REMERGEFIRABE TR,

5 AN ER G, AR EICERETERER LK.
AR SR, mfk 5x10°A-tmit/ml Bk &% -F RPMI 1640,
5% FCS (3 F KARAR GG B ), ok 2 x 10° A4 f8/ml Bk &% T4
A 5% FCS #4 Dulbecco’s 2 B. Eagles 32 # 2 # (3 F A4 B8 T4+
RER). M NFREFFT 3TCa4E3EA 3 X,

10

HIV RNA %

¥ /£ 3M 2 SM GED ¥ 4 tm e e, /= #) 2k #e4k &9 RNA 5 5M GED
Fadf FARATRA 2 3M 6 F AR BN R AR Fo 300M 09 A F B
MHBRERGRE., F37C, EF4#e¢5 URE 96 L4455 F(Nunc

15 3, Costar) ¥ #4742 % 16-20 0. A B F /K9 RNA % R B
BZA2ZE IM O FAABMRERE, FFoRAS0u)sEHS EZ4E
WA MFE OB MBAIREINLF. TEERTF, RHRIFAH MR
FA-RNA bt 5 B R AL S ERA M E L ST 2 e, sbE
J| DuPont ELISA #2 #6744 7 & (B8R 3 42 #+ 3 /K (PBS), 0.05% Tween

20 20) k& T AR 6 k. i@ it Am A4 4 X SSC. 0.66% Triton X 100, 6.66%
H BTy PBELAR. 1mg/ml BSA #= SnM 838 2 B 38414 120 2
RAH, ERFHOREREYE OHNGILF RTREL BT EH
FRA A X e RNA ¢ B A By — R XK. F37C4
R UNEE, HiZm B kg 6k i AEE T RQRSM _CLE K pH

25 8.9 (JBL Scientific). 10mM #A4k4E. SmM Z B4 KA F= SmM N-
BUR-TTH-—I-= TER) P ¢4 100ul 0.2mM ¢4 4-methylumbelliferyl
A48 B (MUBP, JBL Scientific)ibn] B £ 4L ¢ stk A BRBE 7 M. T 37
CMH TR, KB HETHFAK L (Dynateck), F 365nm 4K,
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M FF 450nm &% k.

A HIV-1 B e 0y MT-2 gmfe b 2 F 44308 ARG LS4 7
14BN 6444 T DMSO F 3z R A T HAE T
5 M & R F IR A 2%09 3 K DMSO R E. £ U EMEH A (Nunc)
L HBBATIRNSM AR RAT O R—F 3R INHF. EW
WA, FMT-2 afe(S0ul)Aa £ 5 x 10°A/ml (1 x 10° Av/30) 84 4%
B, I e ) —R T 3TCTF. AZBRABIRILA T HEF 30
54, HRM iR At Rat, 3% HIV-1 (RF)R &4 & & (S0u) ey E &
10 BARRER AN AA IR A RIS Y IR IR LY. B
FERAARARA 200ul, EARG 8 NILTRAA S, RAF S0ul3EFRA
KRR E, BIEA 8 ANFLERA TR BENSW TR,
HIFMALS W B, ERRERREGERLTRAFITIA.
F37C, E-EABBAAAGTRAT PRI XE, KA
15 HIV Bty P4k 250l 32508 /30, HB4H A E ey BFIE4H
37ul 5SM GED #e A RiLiR 6y safeF , 128 30H Fey3z L ik 3] 3M
GED #= 30nM 3K 48409 AR A . HRIR4T 5 HIV RNA £ @aps
JoE M F e R X AR R T REFZFOREFTHRILY, BTH
#. % 3171 (Costar) F 314K, JFE 3TCRALAE T F 16-20 /) B AT,
20 RIG FAEANBKANE| ST, ARBRIREY 34, % 150pl 64X
FHHROMEBEZRER AN E QM ETRT. o LT
#xt HIVRNA £ €. RIEFEERMEFAIMRELL P 4T A XEET
F ARSI RNA 485 4h F ¢4 42 F 4 pDAB 72 Je N B| o727 IRfE 69 R
R e eI $148), AR BRI FT A 6y RE RNA 69 £,
25 A TR TR e-M )4k 578 W6y R AT AR 4L, &
7 A o B A B (AAC) 8 0.2ug/ml #9 IC,, 1A (A, W 90%¢4 HIV RNA
KPS AL MR ) R EHAER, BBy &, KA U
HIV-1 (RF)&y 48 &%, TAFRRLE R FNESH(EIEXREZETH

174



00817018. 5 oW B E154/160H1

55F ddC M £)#y IC, 1., XA RE R EAD L FHERZ ALY 3% 10°
PFU (G id 2 MT-2 4 ie 644k 52447 ) 2 ) 418 7 3 AE AT J A4 At 4 7=
ATk B 65 44 5% 5% K & RNA 7K. st-F HIVRNA @& @3,
B RNA M E P42 SR AR LM RNETRE RO RREEI0
5 ¥ du 6915 F)AT T ok A AR IZ S (8 NFLey - HME) LA RS . AL
B2 e 4hAE 5 69V B 58 R IC 1H. AR FF= RNA 547K
IO OMARIE 3 AR, 2R FBERLEN S RNA RZ
f£5F T &K T 2ng pDAB 72 4k 9} RNA 46 F M i = A 6945 5. x4 F
ddC #4 IC, A (EHRMERME T HAZL)ZA 0.1 2 03pug/ml 218, &
10 B, WA R iE A T BB R] A 6 RE RNA 69-F 6 0-F BAKT A
75 6 R T R B KT 64 10%., de R B R—/Mub-4h 84 1C, 181K T
20uM, WAH H R A E . |
st F ik ERERRE R, AMETHM LA AR, £ 2X
SR A R TF 4 Ae B B4 £ FLF &, £ Perkin Elmer/Cetus
15 ProPette 3# 47,

EOgSFREARM
A T %% NNRTI LA by A 6916 KRR, #m T o E Gt
W H B R Adr 5] HIV 204 A fo R TAREF(CA14E S 4084 NNRTIs
20 645 4 BT A R G R B R F R RG MG Frh, X
MK T iE G AR RER A
1. 7284 250X Ta%E. REXZHAMWT AL
I ERS, FALEGEGHSA)Ro-1-BAEE G (AAG)H 4% A
N RAKEY, X T BHRSAGHREFETRET. RAAHELH
25 RAG YT R AT IR LN @IE R L Yz & (FF HIV-1 i#4%
FBs. HIV-1RT)AEEAEA . Bk, ELELIEHRT, oty HSA+AAG
SR FE R R AR EBIA KRB T DA WA RIRSE F 630
. WS EATRERNA R EFE T RIE, #74) 90%4 %
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HEHATE AR BAAE A 1090, MR Atk WA
(45mg/ml HSA, 1mg/ml AAG)#4 HSA Fa AAG 4.4 /£ F RSN
HSA #= AAG #K-FF, 3 FX3EALE-4 69 A IC0 945438 Ja,
AE 3G AR, TR k5 ¥efs SATAER 9ot Ah % .

5 2. ARENMRFT O ZH O RELFRFRERT 9 2R EEY
BAA-FEURFAMR T fdh R, HIV #h e iRA4hey T 4, e fhif d3s
KEHFARNM, RALOFEHVHRERGTR, £—2FTHE
TG ERBRC AT E LT8R, §TFaEAHFRERT
HEABRAFINEENTEIRENGE TARTRT 4O AETREEAN

10 W AR T, W R T AT LIS E| 6 % 69 SORF R Bk 2 4 ALy
#1274 A HIV-1, mEBLTHRTEARERGS. B, £CithiR

CBEFEFET, AMAET HIV-1 9 REARTF, Xk TREAY TR
NNRTI 4646945 B b 354 A RAABIRAR, F0 R T K a4 39 %)
K R TR ELS RS, o BB T HE RNA 0% 5 %

15 TRy, E] 00%Y R & E B FTE 91 KRB AR 1C90,

O Y)E B BRI S R ARG HE MG,

) & Fa ) 7
BRI R G T AR R, TURASREENANE

0 EHHGEALE, FREGESRBRRGTX, STFALAY
R ALY, AW T LAVIAFAT T R 4 F A F R, AT
5B M (REAE A B — 87 R RO F R EA)BEALTF. BNET
AR T, 24hik BARIBL AR RBAAT RS ¥ F Rk
6 2 R AR —R LT,

25 SR, &THHNTHRECLGEE, 2R SHHRFH
M, AKX HREZ; ABENFE. RRKRAFKRE,
JEAREHE R FARL, BB IT 6 FF K TG 6 REAFT T KR M
T, FHAH 6B R ETHT A 0.001-1000mgkg 4k &, 4Rikd)
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& 4% 0.1-30mg/kg AR E.
EATLHESMGH T A 24549 1mg-100mg &) 7% M AR,
. ERXEHFAESMT, FHAS—BREARTZEUESMHEEE
045 0.5-95% F B B4 L. Tk EMARLSTAABRAR, ik f.
5 AR AR, RFLRARF A, deBbA]. ERANFEF R IRST.
© T VAVATLE 69 RARFI R 2 B T
PIIL R A E R RBAR, o348, K. FHREAT
AW, BRRSER4E. REASERS. TVAMER R EERN ARG RS R
Fl. THRAFRESNEHERET 0, ARGSEL BTG ETE A 2
10 M E A, BB R TOARBE A RREIR R, VAR T
Pebgek B AR R FB S H KA, RAMERE, AEFHETF
AR AR, AT O IRE 2 G RARA B T A A G e bRk Al
VAE & b3 T M
—f ik, K. SiEeib. Bk, B AAEER(H B KRR
15 HXOBER ZBEL R _BIRC_BELZA T F MR E
TBR. AT G IS T BRI AH PR E M A4t K
#, BENRBRERNA(GRER)E THAR . WEAHN o LEER S5,
T FRERAA RV M BR (R A LR A LA A S E AE R F|, AL A AT
BHBRR E &AL e LB, B, BMSNERT SR BER,
20 to R IR, AR TRTEXABEFAKRTE. SENHAE
AR JE Remington’s Pharmaceutical Sciences, F)_t, —Fp RARIRG) AT A
AP F A WL,
F T ALK BAALE-M 425 09 A ) 64 S M 50 B ST A A 6B e F

25 fi &
AL AR E A F T B G B A ARE G BT AR B AR E L
7%, 100mg KK 69 7E M &S 150mg #L#E. 50mg 44 & F= 6mg 42
B BRAE R 4] &,
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3 BRI A &
AE RGP E R F T THlE&. TUARSETERSES
HARE e K Eod . ARAT i AN S P & RS TR E B R
5 RENPIR P, VAH R A 100mg E R, PIRIRE. RE
5 JL %% B F T IR

il
AL R AV F TRTFERF E4E, A2 H T 424 100mg
EHEARL . 0.2mg IRAK — R AR, Smg AF BSBR4E . Whgﬁm%%?
10 11mg iZ4r 4= 98.8mg LAE. T AE T RN, Vg T Ok
RIELZ RIL,

LR
TARE A T O RS- T ey KEF A, vAEE Sml 44 25mg
15 - H E MRS . 200mg AR T A fE44. Smg KT ER4N. 1.0g
LALEE %, USP., #=0.025mg A2 &,

Z

VE S
#ITF 1.5%E 249 E AR £ 10%KA 6 A B A K P 33,
20 AR EE LT IZHL B F bR, ZEkiB ity Ak
AKHE.

&7 R GBS0 2
RERFRAES ST HIV B 5%, B kIR LTE R
25 BT B EIETALENY T AL
(a X(D#yLed; A
(b) £/ —#Fik § HIV 1 45 F 847 47 F= HIV & & B9 470 ¢4
ody, E—AB—MALHLBEEEF.
X PR Tr i (BP L L 4R 69 x5 () A= (b)) 89 B —F1 76 77 ) A4
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10

15

20

25

T VAVMEAT - F 6971 R, dovdk ERGE AR H) R 0 5 P, FoT
PAVAdo bR 4G BAb 7 XAF . AT Xe9ES, RAH(b) LR TMRE
HRAEI T HT R ) —F R —F A L Bd. AR (b)i B — 3k
6996 77 F) T VAMEAT TR 64 FI A, o bk g9 AR 5] B 0% 5 3028 T,
FF T vAVA e L BT 6 B FF 5 XA-TF.

AL R ERET7 ikt Ao (@) 08 (D) hg —Fr R —FFh Lo
BT A —REHEL—GF ERAZ(EE—ARE. AFH. A K
BT FRASE—AR)F, HhEE 0. Haa(afe(b) b4 £3
—WFNZRALF I, R5(Q)T A5 A (b) Bl B - F SOAEFTR A4
T Blre KA G Q@QTIALL T, EELTAHOD), REFEMN
AR RF LT . e RASO)EAH —FA L4, do—Ft
RT 474 ) fo —F+ B & B4 %1 RV 08, K20 254 7T A — AT ROMMEST
RAESLT. SRER—HMELHE, Kitir(F0)HeFLEE
VFY LANHEG RGN, KERS@FO)HLERRA TR, 4o
FESLET R G KRBT IR . 2 RIPHIF] . 2 RIS FIET A O R
BT ey, RE Rk RS ()F K5 (0)F £ ZADF 49287, H
o) 2 O JREFIXFN AL T, wREE, CMNTEHUREHEZ
KAV B (Flde, BEFHG—FRLTRRET, fH—HRSTH
Pk A 47 )84T

o RATIRE F & L HARA R AT, KA PGHEEIE T
FETARE I LT B ZFF A Z o B ARG B R LA
FXARR, BRBFEOES, RERAFKRE. BRGBFF
A BIBTRAGETFAR. BRI EHEERTLL.,

ARG EFHF LB ARARBERANTAR, HAHHATK
R G BRA T ik M (@) F R (D) A E R &, HRBE—RGIEFR
R, BHFBFT A 100mg-1.5g MRS, o RRHO)EAT—
A Legibdy, M B HZEE T A4 100mg-1.5g 69 .9-(b) 6y &+
B ARIE—AIEF RN, RA@)F /(D) B A4 TF i (K
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FHRKALTFOWEAER), B RS GH EG TR EA0T
FRTE R A E—h W ] Fo657 HIV B bt 2R F 64 TN &
t4 44 70-80%,
ERFERSTAEL R ERFRE, RERZTRY EE
5 MR Z ) G A AR AR, R RK R YA SR BBl R . AR
BREAME, Blde, Y ORS T, Tlst—HERRS LHER,
i i3t — AP RS AR, AT REAR IR A B TE R A1)
GoIERR R MG, T BT AR AR B B R4 69— E B i ¥ a0 B
K AMEXBERSFE—FREG THK, AAEMTHER. 5F
10 2O RLETH, RPN H —NERhy ERBE—FEETH, LT
ik E MRS T 0 —F RS BMR AR, RSB ERTE HE
BARZBAEMGER, W BLERRKRERR Y R ER AL Z
B) 4y IBARAREGAE R . T B, LB RSTIAFBINOmER, ik
RN IEI G B, B —AT R RS F B, P
15 —Fr o G R SRR R MR, TH—FmagELAR
Mok FEE B FERA T R % F R E RAUR Sty S8 ey 41
HoR, Aik—FRFEERRS. TRRSY L RMYAT &7 IH
HMARMKR, SBESLCASMENR. ABTORK—BL
© W HH L R () A= (D) Z 18] g 3R AR e AR B R P, R (b)F e 2
20 FF 24 Z 18] By AR LT vARF A,
Ho —FE AR IR R YA L 4G LA R R T
REMAHK, ZHOHERM RS Tl EERESTARESE—
A, BEAARA, RAEFIHNGOHERNG RS ER AR FE,
T B —FERASESRS —E., AR—FHFERE, F&T
25 HlrE—ER—BEA LB E, SHEHZRANEEERASESEZ
. skih, AXPHARTAARELX, LT —FERASEE
IR HA KA SFMA R . BAL. #k R non-perils & X, KRS
EOMmER, RETHIEOHMAERAOMER. k. MK
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10

15

20

non-perils B -FIRE P RE L EHEHRRS—RRILEEHINIKRE
F,

AR RANTF G R A, EH RE GR Y ALY 69288 7 Mt A%
SRR T ik, REAR—HFRLT, AU HF 6T X2
FEARFE $0F 18 RGBT AR B 69 7 KB BT, X3t RAURBEARAR @
T, BAERR LY.

AT HIVAEGHANELERLRAYTCEAA, ZHMNEES
EEAHALENG ALY, TREAMOLE—/NR—A VALY
B BZE T ¢y () e e Fo i 4-(b) by —Ft R —FPvd L ég4b 4~
. PR A6 RE T vA R AR ARA T #dm b 7R EB 77 i
#HT. R @QFRTO)TUALEHEEHREARETRESTHRE S
BY. SHMAARERETOARELSTHESE, FWEFE, T6
FE—ANR—NA LS -H5NEE. R (@F (D) A5 F R4
BERAOAL—FA F R LRI, WwREE, KNG
FN&ET A LEZ TN HHNERST T —FFREF, Flde, —
AR —FA Leyh T GBAR, A TRASRS A INGE
i, XA FABRBEARAAR LR R H L. EARLAH, &K
FHAHERIAEAIE, AT AL TFHRGAE, AHNGIHEFREN
Fa/ R BB BRI T, ENETALIEEBFEA.

Je RAUREARAR L2 EH, RFELAAR, ATHRITAL
B # AT K F 691546 Ais . B b, RIZIEME P 6 R A &R B 44
STCE A, LT ATRE FAIY 6 BAR#8 6977 X KAERL A,
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