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4 d
30,
11
éé
hy
4
8 -
jﬂ
l?L
s
ol-r m{g
o
o{i
M
S
off
i
e
o=
2
tlo ©

T

o = =

) sistel BEe AxGAA BLE 4+ AE B
3}
-

T v58 TAToEH APHoR A A ALY, AU E4S AAE 2 Sk
T k. Al el A wre Eof AES JAE 7|0 FEe sFE F dE W s AAld 504 A
HE B4 2 PAE g gl Aslks sgEe] tigh 2D NR #4102, EE 7] AAld 6aclA A

v AEZES BHez 5449 5 3
ShFo AF kg@ &F 0.1lmg WA oF 140mg FEe] @ &% FFo] 7] BAlE ZEo A= F&sirh (<F
0.5mg WA ¢F 7g/32/19). o & FHE A St FA E49 2FE 5 e 4 A8
2 o Img WA °F 500mg At

Fo AW STk HUF Fol Wajo] el et ol wel P Fele A
B\ o
=

Beelo) MEt EY AEEE SR R RSt 54 A6l net gebd + ek, ey el Hv-
2 o 43 wE 1 olshe] WHTe] 8ol mAsy, ST 1 EE 28] wE

e ol @ 54 SRl U FAL 8% $FE I A, o BHW AgHE 54 el 84,
A, AF, AWAL A FE, A, Holay, ol A, Fo AR, % £E, FE £ L w7}
AR gl 54 299 Aol net #58 Aol 949 Aotk

4 4] o

AN 1 1-(3-22 24 WG D)-3-(4-(| A Z 2D (1 Q) okr =) D) Bl ok E-2-2) S K BHEE 1o A
£

A 1. 4-((elaZzzH (WE) o] =) &) E]o}F-2-0} ]

™
\r \/EN

“A2. 1-3-F 2 2-4-vd ¥ d)-3-(4-((o]AZ = F (M e)olr| ) m &) E] oF-2-% ) 9-H o}

/ S (0]
N
N N
>’N\ H H
g2 229 e (0.5mL)%9 4-((o]aZ 2 (He)olr]w)wE)Elo}FE-2-01% (18mg, 0.1mmol)E TZ=Z=ZuEh
(0.5mL)%F¢] 3-FEE-4-vdHd o]xAlold|o]E (16.7mg, 0.lmmol)ol] H7lgch. 7 A3 vk ZgES A
2o A 1AIZE Tt EET. & ISt SHAT. FFES o] LCl 9 GAste A fEds
Ax=th, LOMS, B4 AlZF: 1.873, MHI: 353, H-NVR (DMSO, oppm): 10.82 (s, 1H), 9.51-9.41 (s, br, 1H),

9.31 (s, 1H), 7.70 (s, 1H), 7.33 (s, 1H), 7.18-7.30 (m, 2H), 4.11-4.39 (m, 2H), 2.69 (d, 3H), 2.28 (s,
3H), 1.29 (t, 6H).

AN 2. 1-(4-((laZ2F(HE)otu )| E)E| 0} E-2-9)-3p-ET S-H o EG EFQLZ AN EL (IFE
2)9] Az

i
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/

A A-v"old ™ (13.3mg, 0.lmmol)S EgdEolyl (0.5mL, HEEZZw& S92 0.5M, 0.25mmol)=}
sttt 1 BIAES A EEoFHA AL fEFEadE (0.5nL)F2 EgZ2Z (10mg, 0.033mmo
of H7istch. 1 Avte] EFES A2 A T EEAET. 29 oS YFEEWE (0.5mL)F 9] 4-

oz 2 (e )olu )’ )E|o}E-2-0}7 (18mg, 0. lmmol)S_ Eald B0 = S R ) %E%E A 2ol A 14]
7t T EEET. £ AFSt AT AFES o8] LCl o AASI 2 fEde At
LONS, M4 A7F: 1.65%, MHH: 319.

flob 2

—~
A\_/

AAe 3. 1-(4-((EE (W) ot ) mE) B o} E-2-4)-3-(3-2 R 2-4-m B3 ) -} E EF L2 EAL
(F3= 3)9 A=

AL, 4-((FE ") obr] ) v d ) B o} F-2-0}w]

/\/'!‘\I:/)\ "

N-2&-N-mgo}dl (7.0mg, 0.1lmmol), 2-°}n|x=-4-F 22w EE o}E G4+ (18.5mg, 0.1mmol), E kAL ZHH
(30mg, 0.21mmol)S o&HE (lmL)T oA AoA 1827 &9 TEOFUY. I EFES oJIgdstn AFES

Agsl EFarart.
S 2. 1-(4-( D)o ) W] &) o} E-9-91)-3-(3-F 2 2 —4-v] Do ) §-eo} ESET 6z oM EN

o] SEAFHT. 1 IAFES o8] LCol o8] HA|ste] w9 E%O ATk, LCMS, H
MHT T 368,

ANd) 4, 27te) ABE o1 opvlwdlg HolE $aole] Az
27ke] 4 1) S5HE-S obg) ol vhehdle,

LC-RT #& F Iol uebdow e 4= HPLC 29 B AlZkeltk. 3.00 & ol 30 WA 100% Bl F-H| =
LB, EY AE B 59 0.1% EREF RO EsleH % N B ofHNEYEY F9 0.1% ETEF
Q RolA|EALolty, BA-& YNC Pack Pro C18 Zr¢lS 2.5mL/E-9] F& o0& A&8k9dtt. 2E HPLC/MS B4 2%
S Gilson 151 UV/VIS #HAE7]E AFE3le] 220nme] 14 Zo| Al %8l L, ThermoFinnigan Surveyor MSQE A&
stel A ZANME Aestglth. o] LCMS ¥i& B AAldl 1 X 304 7158 LC-NS dlel8 & 3 k=
tloll &= Ap8-3F3i ).

Cl
'—_—'—\., /
N\’(\/‘S\ HN
=
N N/J\O
H
Oz 2 e (1.0nL) 9] 3-F22-4-wgid o] LA oo E (16 7mg, 0.1mmol)E A7] 4-((LL (W E)oln]
L)W E)EolE-2-ol7l o] ZFEo| H7lstar, 1 A TFES A2 308 F¢ EEFACL. EuE A
A7t

jo

® 119 7153 LC-RT a, #Aldl 4= HPLC Z¥ Hf AlZrelth. 90:109] A:BolA 0.24F9] o]Ai=e}y
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(isocratic) &3, o]o1A] 90:109] A:BolAl 10:90°] B:AS] 4% A& 7w} &§&& 2.50L/29 F&olA A&
stttk Fe AE HO0FOl 0.1% TFAS Fratgla, &5 BE oHEUEY Fo 0.1% TFAE FHat3ict.

HPLC/MS &4 22 Gilson 151 UV/VIS AE7]E& AF&38Fo] 254nme] 3ol A 253193, ThermoFinnigan
Surveyor MSQ(APCI RE)E Al-g3slo] Ak BEAHS

<239> AE-SHA glolg: 3FsHE 4-5, 8-10, 13-15, 17-18, 21-22, 24-27, 29-33, 36-39, L 42-44Z A A< 504 A
Foh HSQC A o= Algstsia, HIV-1 A= dllde) Adste AS SAHsAT. s+ 14, 15, 17, ¥

385 Ao 69 ME AEA EASE A, InM o]3e] K #ts YERUlE ASE EAFAT.

<240> 31
<241> 3tE WS Tx o3 LC-RT MS
4 1-(3-F22-4-vgdd)-3- 1.08 |325
Q (- (Aol )l o
0 c [2-d)%Ho
1 S
/N\/[N/)\H}L”
5 1-(3-F22-4-vgad)-3- 1.19  |353
(4-((tJel dolm ) v &l ) E o} Z-
€ lo-2) 9o}
(o]
S NH
(\/[ i
S N
6 N ;. 1-(3-222-4-vEsd)-3-(4- 1.28 |413
@Q \ i ((3,4-1] 3] = 2 0] £ 7] = A-2(1H)-
S 4 Q )R E| o} £-2-%) 9 el o}
Cl
7 § N 1-(4-((NA (Aol =)wE)E |1.40  |401
O/\'/x\ L o}E-2-9)-3-(3-F R 2-4-H D]
g O}f' g) 92 o}
Cl
8 N o OH 1-(3-F22-4-v e d)-3-(4- 1.18  |369
ALY (((2- 5 A SN &) (P =)ok ) v
s 0 g)E| o} Z£-2-U)$-dlo}
Cl

1-(4-(((2-0}m] :z-2-2- 2o &) (W] [1.00 |368

I 0 N NN
T\T/\ES\V T \Q\ &)o}v) 1) ] €] E] o} -2-91 )-3-

(3-F22-4-vddd)$-do}

10 s 0 1-(3-F22-4-vEdd)-3- 1.28 (367
r‘(\/ )L /@ (4-((o] 2F-g (v e )o}r] =)
N C

HE)ElobE-2-) 5o}

11 ;s o 1-(3-222-4-vd-9d)-3-(4- |[1.16 |429
fC L {[(1,1-] S2-B] E2}3] = 2 E] 2 7
%Q,N\ NN 0| 3-1)-vl| & -opv] 1 |-vi| & }-E] 0} -
2 2-9)-5-#ot

12 s o 1-(3-222-4-v 5 d)-3- 1.46  |381
~ NJLN/@\/C (1-((o] 208 (8o o] )

>,f“\ NN | =) ElobE-2-21) - elob
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13 0 1-(3-&F e 2-4-mdsd)-3-(4- |1.75 337
5 )j\ ((elaz = (Hd)obr =) H e E
\ FloFE-2-2)5-2llo}
\(N N
14 B o /Qf 1—(3—&1113—4;1:1]%&]%%—3— 1.92  [397
s (4-((e] 2z 2 d (v d)obr =)
L\/[ }—u)ng Br | D) E]o}E-2-%)5-H o}
Y N
15 0 /g 1-(3-82 TL; 4;1]%]Jﬂé) 3- 1.97 445
$ (4-((o] = (v e )o}n| 1) H|
\\/[,}-Hiu | ) E ol =—2-a) $-wl o}
\\/N N
16 0 /@i 1—(§,4}guﬂ}%flé)}g(g((ﬂiz 1.72 333
s = (") opr] =)’ ) Bl opF-2-
\ \/[N/>—H’“\u o) of
17 o ' 1-(4-((o] =z =g (v e)opr )] |1.96  |387
so M e | BB oFE-2-9)-3-(4-M " -3-(E
\\)[,)—H N R R W) )G elo}
N N FF
18 2N |1-(3-2 2 -4-Aol=vd)-3-(4- |1.80 |364
e Q\/ (5] 2.2 (A B ofe] ) £
Z=_9-0 [e)
\\)[%HLN o |eFEz) Aol
\(N
19 B[ 1-(IH-91=-5-9)-3-(4-((o] 2L 2 |1.41  |344
j\ﬁ) J‘(Tﬂf‘)o}ﬂ] o) v E) Bl o -2-9)
o
SPtey
20 o S -(4-((olaz = A (m")opr| ) (1.54 | 376
1 /@[}— €D E| o} £ -2-9) )-3- (-] W 2 [d]
PP e OeNERES AR
21 5 1-(3-F2=29d)-3-(4-((o] 222 [1.80 |339
s )L (e E)otr ) e B opE-2-)
Ll />_H N ¢l | F-2let
\(N
22 0 Q 1;(3—5&3341Lé)—S—(él—((O]iEi 1.80 [383
s (v E)otr| )M E)ElobE-2-%)
e
23 1-(4-((o] =z =g (v e)opr )] |1.85  |355

g EopE-2-%)-3- (L=

d)g-dlo}

eHal-2-
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24 1-(3-F22-4-vEdd)-3- 1.86  |339
(4-((o] Az 2 Fo}u| =) w8 ) E|o} =
Cl[-2-Y)%-# o}
o)
S NH
NH
\(H\/[N/
25 F 1-(4-EF22-3-(Eg|&E5F2=29 [1.92 [391
Fle)dld)-3-(4-((o]2Z2d(HE)
glotrl =) wl e Bl opE-2-21) -2 o}
0 F
YNH
\S>/NH
e
%N
26 cl 1-4-F22-3-(Eg|ZF=2vd) [2.06 |407
Folald)-3-(4-((o]AZ 2 (v E)o}
| P D) Bl opE-2- ) $- 2l o}
0. F
ﬁ—NH
\S?/NH
\}N
\<N
27 /N 1-(4-Alol=-3-(Eg&F e 2mdE) [1.95 |398
4 #Ad)-3-(4-((o] 2Z 27 (v )o}
Fo|rx)de)Elol&-2-d) -2 o}
F
o F
NH
S}/NH
N
\<N
28 \ 1-(4-H EA-3-(Ex]ZF o 2ddE) [1.80 |403
° ¥ 9)-3-(4-( (o] A Z 23 (v & )o}
Folve)me)eopz-2-9) -7 of
o} FF
& §—NH
NH
W
\<N
29 -3~ (Egl&Fe=2ve)rd)-3- [(1.86 |373

(4-((0] 22 23 (v & yo}v] 1) ]
©)E| o} -2-91) $-2l o}
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30 R F 1-(4-(Eg|&2F e =2ve)gd)-3- [1.89 |373
F (4-((o]AZ 2 (v E)olm] )|
g)E] o} Z£-2-9)$-7 o}
0]
5 NH
NH
s
\<N
31 -(4-((AE2FE(mE)olr ) (2,52 399
Folg)EoeE-2-d)-3-(4-HE-3-(E
0 FlElEFoada)dd)s-eo}
| [ § NH F
g~
32 1-U-((NZF2z=F(vd)oln] =) (2.44  |385
Foolme)gol&-2-4)-3-(4-m &~
0 F3-(EgEFezve)ad)$-dgo}
S
v
33 1-(4-((sec-F-2 (W E)olmx=)m (2,58 [401
F %)FA°}§—2—%)—3—(4—ﬂl%—3—(5
0 FlEEFezde)dd)$-dol
| I S)_‘ NH £
N /" —NH
R
34 & N o d6-wE-2-(3-p-EH ol =)-
4,5,6,7-HEZ3 =2E | x=[2,3-
o clF g d-3-7t2 5 g ol E
S
#
NH
(e}
35 1-(3-(3-3|eEAzZa2=-1-0]d)- [1.84 |373
— on |4MIEIIE)-3-(4-((o] A 23 (v
8 g)obn ) v &) E] o} £-2-A ) §- gl o
" »—NH
NH
Ui
\<N
36 1-(4-((o) 2= 2 (W e)olm =) m] |1.84 |357

EE|o}£-2-U)-3-(4-HE-3-(=
23x-1-old)¥d)-do}
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37 1-(3-F-E-1-o]d)~4-v& o d)-3- |2.60 |371
_ (4- ((01 sz zI(vE)olu] )
o - ) Elo}E-2-9) 97l o}
5 NH
NH
o
\<N
38 1-(3-E22-4-ve ¥ d)-3-(4-(3] (2.37 |365
A d-1-dHd)E ot E-2-4) 5
Cl o}
0
NH
SYNH
H
N
@
39 1-(3-F=22-4-vd¥d)-3-(5-1E[2.28 |337
—4 5,6,7-HEZS| =Z2Eo}£=[4,5
o cl 15 2] ©1-2-91 ) -7 o}
’ S NH
N N/ NH
40 1-(3-F22-4-vd¥d)-3-(5-°1E[2.25 |351
-4,5,6,7-H E a}%] Z2ELZE[4,5
o | —clogd-2-9)%-go}
& NH
(O@M
41 1-(‘%113:[0][1,2 5 %*}1’40}%—4—%) 2.08 |347
-l
=) e E o} E-2-21 ) < g0
| S b 0
N I #/—NH
\r N
42 1-(ilz=[c][1,2,5]Elo}r]o}&-4-9)|1.93  |363
& Q —3—(1}1:3((}«;]&}3;%@]%%0{131
v E)EolE-2-d)$-dlo
PrTalh )
N #/ —NH
Y N
43 1-(4-((o] Az 2 (we)olr| =) (2,02 |349
2)Eol£-2-Y)-3-(2-H| E A -4-
& gad)$-dlo}
| : »‘NH o—
N ’ #—NH
Y N
44 1-(4-F22-2-vEAHY)-3-(4- |2.37 |369

((olazzZ (v E)olr] =) wE)E]
o}%£-2-9) - o}
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8%

o,

MS

H MR

N-(4-(3 = 2d
) ElopE-2-¢
El o} E-6-7h=

-1-
Yz [d]
Alopu] =

46

9)tlote-2-3
Eloh&-6-7h 2 5 Al

47

1-(3-E22-4-vesd)
=3-(4-((o] 2z 2 (]
g)opr| ) E) SALE-
2-<)F-#lof

48

1-(4- (o} A B 911
)] o} F-2-91)-3-

S|
(3-
FRE-4-vE )52 o)

49

1-(3-F R 2-4-v e s d)
-3-(4-(FE e d-1-d v
g)E|opE-2-)§-gl o}

2.36

350.87

DMSO & 1.7 (m, 4H,
IZ2/8 ),23 65, 34, CH),
25 (m,4H, TE2T ), 3606,
2H, CHz), 68 (5, 1H) EIOFE,
7.3 (m, 2H), 7.7 (s, 1H, CH), 9.1
(s, 1H; CH)

50

1-(3-olA e ¥ d)-3-(4-
((o]2Z =2 (w g )o}n]
)W E)Eo}E-2-U)$-
gl o}

1.88

346.45

51

1-(4-((o) 2z 2 (M)
e)oln] ) v e ) E]o}F-
2-9)-3-(4-(ETZFE S
2dg)dd-2-4)%-
o}

52

1-(3-2 2 2-4-3| == 4]

Hd)-3-(4-((o] Az 2 g
(=)ol ) H € ) E] o}
-2-9)-¢-#lo}

53

OH

cl

1-(3-F22-4-(3| ==
A e E) = d)-3-(4-( (0]
2z (vE)olu )y
g)Elo}E-2-9)9-H o}

1.77

368.88

DMS0 4 1.0 (m; 6H, CHs), 2.1
(s, 1H), 2.5 (5, 3H, CHs), 2.8 (m,
1H, CH), 4.5 (d, 2H, CH;) 6.8 (s,
TH, EBI0FER), 7.4 (m, 1H, CH),
7.7 (m, IH, CH), 9.1 {m, TH,
CH)

54

[[1-(3-FZZ-2-1|EA] ¥
1e)-3-(4-((o] A2z d

(A=) obr) ) v’ ) B ob5
-2-9)-¢-#lot

2.26

368.88

DMSO 413 (m, 64, CHy), 2.5
(s, 3H, CHy), 2.7 (s, 2H, CHy,
3.8 (s, 3H, CHy), 4.2 (m, 1H,
CH), 7.1 {m, ZH, NH), 74 (s,
H ERER). 8.1 (m, 1H, CH),
9.2 (m, 1H, CH), 11.5 (m, 1H,
CH)

95

Cl

1-(5-Z 2 2-2-3| == A]-
4-v g 7 )-3-(4-((]
Az (vE)otr] e)m
o) Elof5-2-91) $-el o}
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56 1-(3-F22-4-vead)
-3-(6-((o] & 24 (v
ot ) v E) I e d-
2-d)g-dlof

57 1-(4-((o] X 2 (1 373.40 | DMsO 1.0 (m, 6H, CHx), 2.
eh)opv] i) W e ) B of F- (s, 3H, CHy), 2.5 (s, 2H, CHy),
2-4)-3-(6-(Eg&EFL 2.8 (m, 1H, CH), 6.9(s, 1 H,
Zve)yd-2-d) EIONEZ, (m, 1H, CH), 7.5 (m,
@lof IH, CH), 8.1 (m, 1H, CH), 10.1

(m, 1H, CH)

58 1-(3-otA e -4-d e = d) 360.47 | COCI & ppm: 1 (m, 6H, CHsj;
-3-(4-((o] A= =2 Z (v 21 (s, 3H, CHy), 2.5 (3H, CHy),
)otr ) H g ) E] o}~ 26 (3H, (C=0)CH;), 2.8 (m, 1H,
2-)-¢-dlot CH), 3.8 (5, 2H, CHy), 68 (s,

(R EIOFE2, 73 (m, 26, CH),
78 (m, 1H, CH)

59 1-(3-A| F 2 Z 2T 41
g d)-3-(4-((o] A X
23 (Wg)obu] )]
g)E|o}ZF-2-)§-# o}

60 1-(3-F22-5-AF2Z
23 9d)-3-(4-((o] &

T2 (Wg)ohu] )|
) E|o}E-2-) -7l o}

61 -3-A 2Rz 2 A d)-
3-(4-((e] 2z =2 ()

) ot ) v e El o} E-
2-d)g-dlof

62 1-(3-(FF&-3-¢)-4-# 1.0 (m, 6H, CHy), 2.0 (s, 2H,
g d)-3-(4-((o] & CH;), 2.2 {m, 2H, CH3), 25 (5,
23 (Hg)otn] 1) H 3H, CH3), 2.7 (m, 1H, CH;), 3.4
) E|o}E-2-) -7l o} (s, 2H, CHa), 6.6 (5, 1H,

gopzz ), 6.8 (m, 1H, CH), 7.1
{m, TH, CH), 7.3 (m, TH, CH),
74 (s, 1H, CH), 7.6 (s, 1H, CH),
7.8 (s, 1H, CH)
63 1-(3-2 R 2-5-(F -
3-) 3 d)-3-(4-((o] &
T2 (We)ohu] )|
) E|o}E-2-) -7l o}
64 é—gz—gi]%;{—;é ;ﬁﬁ)— DMS0 & 1 (m, 6H, CHy), 2.1 s,
“(4-((oj 2 (o] H), 25 (s, 34, CHy), 3.5 (5, 1H,
A)ern ) viE)E ob - CHy), 68 m, 1, CH), 73 (m,
=)@l ot M, CH), 76 (m, 28, CH), 74
{5, IH,CH)

65 1-(4-((o] 2z 2 A (H 402.43 | DMSOS 1.1 {m, 6H, CHy), 24
g)oln] ) w| &) Efof - (¢, 2H, CHy), 2.5 (s, 3H, CHy),
2-)-3-(3-m 5 A - 3.1 (m, 1H, CH), 6.8 s, 1H,
S-(EgEFo=2vd)y Bz ), 7.0(s, 1L, CH), 7245,
d)-9-dlo} IH, CH), 7.4 (3, 1H, CH)

66 1-((1-A| F 2 59 -1l-0]

o] o} £-2-90 ) vl & )-3-(4-
((o] = A (v&)o}v]
1)) E|ohE-2-1) -
el o}
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67 0 1-((1-N g -1H-o] m] o} &~
US/HJ( P mese-eoo
TN H TN 23 (v e) o} ) v
Ny |DEerE-2-)$elo}
68 o |1-(3-FEEA4-(FH- DMSO$ 1.2 (m, 6H, CHa), 2,
0 o|3-¢)Hd)-3-(4-((o] & 24 {m, 3H, CHy), 3.9 (m, 2H,
/US%NJL Q/C Z2g(mE)olr] = )w CHa) 6.9 (s, TH, CH), 7.1 (m,
Nl )| o} £-2-91) % o} IH, CH), 7.4 (m, 1H, CH), 7.5
{m, 1H, CH), 7.8 {m, 1H, CH),
8.1 (s, 1H, CH}, 10 {m, 1H, CH)
69 cl 1-(3-F 2 2-5-1 EA]-
0 4-w 8l 7 9)-3-(4-( (]
/N\C[shiu,@’ 2322 (] )0l ] e ) )
NP o |EEorE-2-d)-wlo}

A 5. NIRS AHES B AFe] 3p 72 =4 D Hrt

NIR HSQCel ol3l SH1 CAP-1 A% 91 AAE WA (Aol A4 ool g ERAelw ke ZAeln,
A% $YG ATE ANEe] ZH o] NG AAE 2YAS] BAS-PAE AVL FHE AL e
aoh gwAoz wuiund 458 AR ¥ Aok du 254U Bert Y AoE AR, 1
Pub A F71 A G 31L8)Y CAP-1& A= NS FEAEE AT tobrt AF A8 AR v
Peg - 584 AER A Gagol P AT AFol whold it HLet B ;o] 29 AAFI F
B wolEdh. (-1 Agel AN Ful Melg fEddy bgetg] MR, B Ease AAs o
W gRe gebd ol Ase o AU A0S T2 /1% U] AHgs] Astel (p-1 g A
£of 3 P25 é@—s}oﬂu}. A B AT EG QNS A FARTE 9P A 358 593

<% %) DISO-d6 291 MR B4 9a] AZzath o 1N HSaC MR ~HED S Axg N

1 A= gmd @ 10 vlolazalee Arld AF AR ot FA gl da] At
olH = AL Bo] FHE 600MIz MRS AH&3le] ATt 493 058 MR AHEHAS Fubsi= WZ o
Fekolu} NR 2 EZH ] 2% 4] (NMRView 2ZE o] AbE, One Moon Scientific, Inc.)ol 2la) €A &<l
ok, Ajke By NE (A 1, 2, 3, 4 2 79 AA mE 2xo] X3 &9 7] Glu29,
Lys30, Ala31, Phe32, Ser33, Glu35, Val36, Val59, Gly60, Gly6l, His62, Gln63, Ala65, Met144 = Tyr1459]

sahd FzEe] PAE vuld GEv) gAw dEe o8 A U 6 60.1ppn; N 8 5>0.5ppm).

i
L4
B

Aelgl AN E =9 2D NMREFRE AARSTH, CAP-12.8 AA =S A A sk o dojx|= o
£ 2 S A kAN
igl 6}%’411 EE %—7%«%}—& CAP-1 FXZ9 A FZEHGT, 27 -5l @f‘f S vepdg. Al
2 : T2 |41 0.8240.18mM

AAd 6. AE ASY L violgx B4 4

NMR HSQC ZgF aA+to] ol el HIV-1 A= 2gt=g] dhutol ] A 71sAS H7bslr] §)8le] nlolg) 23 &
TE AT, o5 &Y Fulolg 2 FNE vlo]y —“ixﬂ 2D AE AEAY JA et HY AT
o3 H7Lgkth, o]E Ao A AFEEL7] 913 wlolE A~ F M= NIH AIDS Reagent Program@ 2 F-E] 48
At

6a. Fupolels mte] 54 ¥ AESHA ) HIL

_1

NMR HSQC 9d7tell olaf &elg HIV-1 AAE =S APl AXRE B4 A3t AErs BA4e
A a-aeisE HIV-19] RF ~E# <l 2 CEM-SS A X T== HIV-19 NL4/3 (591 H3E M19921) ~Ed <l 2 N4
AE (FFEE1 #120, NIH AIDS Reagent Program)ES &-8-3kt}.

CEM-SS A& & st Aled F, 100 4 #j2dstd f-elol @4, 2me L-=FEk9, 1000/ml 9]
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HUAH, 100pg/mle] ~ERErto]Al, B 10ug/mlo] ZNEprfo]ilo] H7h%l RPMI 1640 vl Aol A& Etskc}. RPTI
16405°] d¥o] = v-dd o] M NS Azt (AF A 6-3 F44S A% 59 314). 100 A1 st
5 EE dx sgE, o7dd 0.01uMe AZTE 96-9 ZHolEe] HAE o wj3loR Y=t} 50u0°] CEM-SS
AEet FAE MIE 7= 50 0] vpole =5 Zb sheha-3hi dell H7bevh. wiAvhs ik AloF wiggt
A3} 1004°] RPMI 1640 MiA] & 3 tix A, H 5009] wlo]H =& w3k FH g},

ol EE 37ColAM & 7h5HE €0, AFHlelE oA 6L &<t Aol ddt. 21 v HIV-1 A€ AEES
sttt o Adstlol gt 6 H Alx A=Y HA4S fal A ow Antel 21 A dE seh=S 100n

=

FE 0.3pM7HA 9] w2 ALg3 83 Ee] AEEAS gER Aed o-gdd AXe AEA] 54
o ol&] FAlel ZAect. 1006 BEAL WEEFS 98] 3eEo] gl g NEE AR}, 33 Eo] glE
e AEE Arrste] wrolelz el g AE AbEe] 100%0] tF e AFIT. AE T A F AE
ﬂgﬂ?%ﬂﬂﬂﬁa%®4%(ﬂm%&Mwwm,WH%@%&@ﬂgagggkig%éﬁ%ﬂﬂgﬁHﬂ
Eia=t

6b. Z7] ©A wpole] 2~ EHA o] A|:

Z27] F AR Tat FAE F3ste] vpolej2 Yz FF o2 RE, 7] @Al9] nfo]# 2~ HA] nX= d§Ee] &
FHZ (D4-EAE B LTR-B -2 EA A -2 HeLa (MAGI) AE 1g)Alolg gtel s Al-gste] H71eot. B-gal
WA FES B istel @A UHE o] £A2 WHste]l ¥ @A At Bogal FES A
AZ FA0l o8 F=Fstar, ol AAE FA AAARZ A=A e viojei s 3] AxeE 7 B F59
B vERT a9HR0 AAE FA AAAE B-gal TAS ARE F= AN 50% o] FHAsHaL, W
& A5 90% o1 gt

MAGI Y2 Egaom Alets EdW 2% %3 UG ALgdte] A5d 0o dAgE = (WE 110

AZ/d)2 10% FBS ¢+% RPMI 164091 A@erstrt. MEZE 37CoAA A Q1w o]dstrt.

jud

S
Fol 8] 22 & Pre-MAGI w1 A9} 20ug/9 9] DEAE-"]A~E@ o2 oAHE WI/L, AgHo=z 01 VXA 12 3|4 s),

7t k2 S 6 S0 tisl 2 e & HE At 6 3 34 s AP Hem ke 20
S 100 pMFE 0.3uM7A 9] s=2 ARE-Shr}.

oty
1%
s}
Lot
%
d

7 EeolEt: tgd Bx 42 TFUT:

F

vholel 2~ &% FE, & 200 uLe] Pre-MAGL ®iA] e} 20ug/mLe] DEAE-9] ~Eh Fol| ulo]e] ek 20ug/mLe] HAE

AZ dz2xs, FEoly vhole]27t §le 200 uLe] Pre-MAGI ¥i=x1$} 20ug/mLe] DEAE-H~E=E Fof Max; ¥

YAHE 23T, 100ul/2e) Pre-MAGI wlA] 9} 20ug/mLe] DEAE-H=EE S AE, 50nLe] #AlxH/3s]44d
nloje] 2~ 8 50l A S /A= SEE.
A8 FIFELS e A MEZRE WXE A AT, A 100ul/L Pre-MAGI 1A 9} 20ug/mLe] DEAE-

grEgto g giAgozM AFzer). 50ule] 4xX F= AlY FFES 7L Ao Hupstoh, Av]el AxzH/F A
pL¥ H7benh. ZHo]E(5)E 37TA 48417 S QlFtulo] ettt

48A17e] QlFtHol A 717kl At & Gal-2~T Y AlFS AT EFE AATIIL AFE Aol Aoz 7h23t), o

o AJeko] AL T, Gal-A23W 7 AS Gal-A23WU &AW A =B (v] 960 Lol thE) 40ul)E 1:25

A 3E 4, A YEREF, vlolga dEXEF, 2 IXEHE Y EXEFS Lo RE AR5 E 100ul9

AEHS A AT HAY. 100uLe] Gal-223# A eF (Applied Biosystems, Foster City, CA)S Z} o #H7}

ZHolES A2 (25T)oA 60 WA 902 &t E= AT FEEol dojd w7kx] Aol dd . EelolE

=
(5)Z Fr) =1 (luninometer)ol A F53FaL 0.1 WA 1.0 sec/ Dol sl A s},
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0 ,' 4 ][L],lmM] '1'2' 16
KD =A3}7) 98t AlgE, HsE CAP-19]
gz gety JZE W)
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