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132X 1 P2 ik AT HST AR b A B e AR BB PR (1 26,

CP—IML)—D—I@) 1

Horr, CP ARYET HIV-1gpal R A M| HIV-1 36 M C 32 K, L N REAR, 1 AR
SLRR, D NREAAIR .

2. WRAEBCRESR 1 Bk X 1 2 06 JATAYD Ak e B o AR 3 a8

(1 3h, HRFEAE T, A T(L) —D—1(L) DY IERRERr AL BN CP £ kI

C Ay, A0 H iR S L B 0T B I 2 R Bk B 7 5, LA HIVHXB2 Jps & CHR £ F438 1t

9 :1(L) 654—D655— 1 (L) 656, Bk E1E -

6541D1656 (SEQ ID NO: 1) ;

6541DL656 (SEQ ID NO:2) ;

654LD1656 (SEQ ID NO:3) ;

6541.DL656 (SEQ ID NO:4) .

3. —MZMA B, &G 2D —PRCRIER 1-2 PE—THTAK R 1 286, HA74
Y ST AR A BT AR SRR RN B, DA 2 A (M AR T R

4. — P AT LU AE— B ) A i HIV #8605, o8 2 — PR 2k 1-2 i —
TRFTIR 2 1 206 FATA  Hor A b 4d B T AR B EE PR 36

WBITAL / BUTRBE AL / B EATT HIV LR ausem (i )

I HIV /- A RS

] HIVAZ N1 5

] HIV B4l

il 4 EA AR AR HIV G5 M A 577

5. — PR GRED, HoH T 9whd 2 /b —FPBURZER 1-2 AT — TR KR | 2 s AT
W) s VARSI IR I SR A AN L A | T A A M B AL R SR AR AR

6. A MANER 5 Frid iR F RS & EA B B R EAEA.

7. P B, ORISR T, A

T2 BRI EE SR 1-2 T IRAT— 2 ik AT AR ST Ak S i B T AR R T 1Y
P

RV FRIERURNE R 1-2 Hp AT — 2 BE AT AR ik R f ik s e AR B E R
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FTH0E HIV BRm & KR A AR

AR

[0001] 7R B J@ A W e 25 450k, W B bt HIV e 2 Ik s B4k a0 1 .CP— 1 (L) —D—
1(L) > 3 1 s 2 ik AT AR R i SO AR B R PR ko PN 2 fikn] DA 25
R C S 2 BRI HIV ISGLIG TE . AR WY KA iR 1 2 Bk AT T
RS R AR BT AR B R VR SR 2 AL &, LK 1 2 R AT AR H ST A SR A A B
H A SRR VR B FRAE IR T BB HIV G BT 3 B0 25000 JC M2 3RAF T S B Bk B 47 5 0E
(3w ) KA.

BEEEAR

[0002]  FEHRIE, NSRRI I SR 47 A, B SC0E0% (ATDS) , — FL 2 [ PR s 22 4Tk ) 2
TR AR AT 1% A NS shiamss HIV) 518, B R 2R, Bk
] (1 R 73 191 22 2 SR (1) 1 8L HIV o HRIECA [ 3L LRI (UNATDS) $R A6 SRk, A
AR 80 AR R ILLISK, HIV D& RE A 1 Bt b0 A DL G P 5 A Bt
T2, WRHR N 20 8 3 R B G ) tH I o 384 R b ATh A A R % i T 1, B
PASE G99 TR A NS o e T AR AU 1) =2 K

[0003] A HF AT~ HIV R A2 A gpdl 76 HIV-1 58040 ffg A A= LA & JF B & 3\ 41
Mo FE s 2R E EAER , 2 i AU R B B A ] B /E SR s gpdl 1Y
H A FEREL A £ ik (Fusion Peptide, FP) . o #h Bt 5 IR [X B &5, o B0 540 i & A&
JIEE it 5 AN T BRCSR (0) R A WRE 45 A0 A7 T e 7 B, S N R B B P 51 (N—terminal heptad
repeat, HR1 BY NHR, aa:542-592) 1 C K8 & 7% (C-terminal heptad repeat, HR2 BY
CHR, aa:623-665) . 1992 4F, Wild #4% [F1 B\ & J6 08 K I 2 ik DP107, 1% % ikl T HIV-1
KITHEEE ) gpdl [ N 3w /7 30, B BRI 4T HIV-1 RvEPE. 1993 47, i Bh s
HFEHIE T 2K SJ-2176, 1% 2 HCRIET gpdl (1) C 3731, A YRR IR 4 5 (1) 50908 253
PEo BTN 2 BRI RGN R T RIS BA ISR R, G T — N 3Lm 210
PR, 1997 &, HRHEEFRILT gpdl W AREE R, RIN gpal 78 HIV N A= #E4H Ml ()i i o
RS, H CHR A NHR £ R e REIK) 6 MBI TR 4544, 1% KB, 18 A STk ifF 70\ 52 SE 48
BT AR T HIV AR A AR AE HIV R BRI G e v, HER MR (1 gp120 S0 5
A2 AL b 1K) CD4 BZAA A K A B A2 AR CXCR4 B CCR5 454, #Efifih & gpa 1 MR K234k, & =
eGSR 1 HIV 5 S0 e p BE  , (R R AR Rk & s BT DA, Bl & IR AE AR X AN
B sfE gpdl B A N smdd NSRAN M AN i 2 i, SRV T-H N o (3K Com ) B2 K gp41C i
(BN ) &6, BRIEHSUEHEL M (6-HB) I A, 3k ifif PEL W I AR iRl A )k 72 , ik
BEIT RO .

[0004]  J T~ Fl & 400 770 00 4 FH 5 2, AR ATUISAI 98 3 R 46 O vE JF R BB s iU 5 HIY
gp41C I B N I EA B S0 A ) 2 0K, TI0HS BeAT 451 2 IR 250 A S8 A I o 2606 2k
AR A R R Z) FE AT SR E DN AR AR . A H I 1R B N R i —
WERILA HIV-1 BEN 6 22 B I3E E 1 J ¥2%, e — bt Ak va 7 30369 0 il A 41 SR %
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RIS % Mt

ZIPAR

[0005] AR B H WAL T 5 T I A A Bl-A 410 1 55 o A7 78 (R B B, 3 108 (0 F T 40 1
HIV G 2 Ik S He 2 i

[0006] AR —AJ7 M Mo 1 s B2 0K FAT A4 oAk e L BOH o AR 1 g
PERIER

[0007] CP—I(L)—D—1I(L) 1

[o008]  JHrf, CP Ak T HIV-1gp4l B EAHIH] HIV-1 3R CimZ ik, LSRR, 1
NARER, D ARLAR

[0009]  AKHH K =AFIAREER CREARB R REE - REAERK - 2B R
R ) IMANBIESG R B A 6] HIV-1 35 YER C im 2 Bk i, SR K 2 ik, FH BA
B E IR I BUR B T AR I EIREORTT R, A BT KR 2 D HLRk
ALK SR -

[0010]  ZEARKR WM —SEiE 7 Ed, 1 (L) —D—1 (L) X VYU ZFERRAR 2 AL BN CP
ZRHY C A um, AT IX PU 2H 22 L R i B 2 R BR i L /75 (LA HIV,y J35 5 CHR 254435
HHE) H T (L)™' =D —T1 ()™, B FH SE

[0011]  ®*IDI*°(SEQ ID NO:1) ;

[0012]  ®*IDL*°(SEQ ID NO:2) ;

[0013]  ®*LDI*°(SEQ ID NO:3) ;

[0014]  ®*LDL*°(SEQ ID NO:4) ;

[0015]  SRH LR R TR, B AL G rsih] HIV-1 35 PER C im 2 Bk 643 7 R FERR (@
AR A Q) JE A, N T (L) —D—1 (L) =R ; SEIRIESE, % hii N VLR 1S
1) 22 Ik B A B SR A 4] HIV B pE T

[oo16] FEARKK B AL T EF, WX 1 ®RITBE T 0T R ZIK
JLS1-JLS5 :

[0017] 1) JLSI :N ¥ ~-WEEWDKKIEEYTKKIEELIKKSQNQQIDI-C ¥ (SEQ ID NO:5) ;

[0018]  2) JLS2 :N ¥t ~-WEEWDKKIEEYTKKIEELIKKSQNQQIDL—C %% (SEQ ID NO:6)

[0019]  3) JLS3 :N ¥t ~-WEEWDKKIEEYTKKIEELIKKSQNQQLDI-C ¥ (SEQ ID NO:7) ;

[0020]  4) JLS4 :N ¥ ~-WEEWDKKIEEYTKKIEELIKKSQNQQLDL—C ¥ (SEQ ID NO:8) ;

[0021]  5) JLS5 :N ¥ ~MTWEEWDKK IEEYTKKIEELIKKSQNQQIDL-C %% (SEQ ID NO:9) ;

[0022]  H:rfr, JLS1-JLS4 [4FAFAE T « #E WEEWDKKIEEYTKKIEELTKKSQNQQ ( 44 FK :SC26EK)
B B R 3 5 4 BN B AR & R A T(L) —D— 1 (L) X VYR FEER, SEIGESL, Frfs 3 i
T Z IR BAREN ) NPURERETE s Horb, JSL5 W AE JLS2 (Rl b 7r Hoad e vm
WA T MT (R385 5 1, PR v (5] I A7 AE (3G 57 2 o 25 4 v 1 HPUm s s 1

[0023] ARG R4 S HA ARGUS A FI B W N ZEIE BB AR D A RAEE K
NHZTR T Nl IR Y NIRRT NTRATR . L NS S N2 TR Q AR A B
N AR ABE M A R AR B

[0024] A BEHH, 3% JLS1-JLS5 — RPN -5 DR ik I 2 )5 » 45 38 W, i =X
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1 BT 2 730, ZERR SR N B 4 IDT™, 4 IDL™, LD T, ® LDL™ 1% % 1) DY 4 S AL R T X,
4335 NHR ()56 A0 77 S04, 4 i 49 0 2 s 1 2 2 R i o

[0025] KB, SEIER; JLS2 454 gpdl [ NHR RGBS 0BT S AR S5 M I fid b, 25 51
R, HIE H B RE A Y HIV-1 3 AHPHGRIAHEE, JLS2 1) IDL 2 ff Dy RelX 2L H R 1
LR MR G, BN 45 A gpdl B9 N om X Ik (il 4 Bras ), il , 1654 254 1544, D655 45
4 Nb53, 1656 £5A S546 s i PhH I 45 & 77 AE B IDL X Fh R ER B 1 77 ik Redhi e Jsl A Cp
FI IR 5 A X I, 3E— 2D 38 B30 b 77) 5 B A 218 R0 77, AT 384 5 70008 29 2 o

[0026] AR, AT T —FiZmRgmtD, HH T 9L A= 1| 2 e s A
B X B K% R 4y 1 (1K) TR RN H AR AA | I A A i Bl 3 T AU B S AR R, UL S A TR
IRk & A A AN e B B .

[0027]  AJEAH, Bk JLS1-JLSs BA L ML A -

[0028] 1) %A 294 /31 ANEIAEER, W H T IAET 2 I 2 K 120 (36 MEIER )
11249 (39 MRAIEFR ) - €34 (34 MRIER ) 5, FEMEE W& 1A A A

[0020]  2) AHELHAth 22 ik, Fr 5] b B DAk i 1) [ S8 29 PR 20 B AR &

[0030]  3) E H{ FDA AfE—thsfl ik NI 120, (2 AR IR IR ORI 2 720 fif ik,
A 22 ORI 29 R ATH 98 A 2K

[0031]  4) FEFrh KEFIN T HRIEEER (B K &5 ), 545 H 580 570 454 56 22 [ 1 [F
TS PR R K iy, BT — 0 R 251

[0032]  AREAE) 55— AT Rl 1 s 2 0K AT AR ok Rl B e AR
BRI ERIE N 2 B A R G . R EAE T

[0033] 1) FIRAE—FhZ KRS umA / BOR I im i BRI S i B E Y, & m R
PR N LB R ORI L BRHME S BT U R AL | BN R B U At g K S ], R
PRI IET] N NH, R AL  BRRG L U T S R B A i K MR ]

[0034]  2) WIREATA Z KA G0 D- BY R SUEIR , N TAB MR F 2 1R DA A B AR FAFAE )
Wi A AL PR S AT B 4, DAY i1 2 IR AR R FH R S Ao 1A/ BRos B s MR T AR
THVEHE

[0035]  3) [IRMTE—FhZ KAV S M/ B0 o vy 3% T IR B g P 2 [ I o] 45 2]
(IR, FERRTT 210 DRI R, SR MR PEAE A AT 5 3-20 Mo s+ i 7 R BE
[0036]  4) [IRAT—Fh 2 K4 & A5 5 4 B SR R AB 1043 B =4

[0037]  AKBAHEE LS AHTAKI 1 20K HATAEY AR S ffk SO o A B 5 %
[11Eh, DA 2y b nl B2 R R BB 2 5 9) -

[0038] AR LA AR 1 20K HATAEY) AR S ffs SO o A B 5
(R ER I HIV #0551, Hnl T

[0039]  VAYT A/ BLTFRBH A / BEBhIGYT HIV BG83 ) s

[0040] ] HIV A FIAMLFR S 5

[0041]  HIffil] HIV A2 N4 A 5

[0042] 7 HIV &l ;

[0043]  ffil] & ELA MR AN HIV B GG E 1 A7 o

[0044] A% WAL 10 22 K B AT AR A DA B 25 P 36 T B S B 3 N A W IRLFH T HIV J&
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CN 106543273 A it BB 4/8 7

QeFERETT o SEFRRL AL R] 5 2% Pl B I B AR AR BB TR 75, P  Phsi . m] A
e T T 11 7, SRR AR 7R, S R LA S SR RO 25 24 A Gt ) DA TR SR BRI 511 25 1
PRI HIV 2590 R T S8 IR T o

[0045] AR WIABE— B WA S LBERIG TT TRES 25 Rk 1R K2 2% S8 R il
[oo46] DNy 1 TEIH ML REAC R W], LATR S HL AR B A SEE AT Ui o Rpoi 4 L 15 )
(K12, B AR S AR R e am I A FRE T A0 A, SR A s o 53R AE AR Y
WA R B BEATAZ IE AN A, MBI N AR IS A o 538k, TR B S 48] vh RV B BAR SE B
JIE BRI 42 BEH U5 I3 AT , i I8 (7 SO B SR IR 48 R ) » i FH k7 B 28 AR v Y A 7
7T K935 A AT LA T PR 8 R o o

i = 15% BR

[0047] &1 At P24-based ELISA, FH MT—2 £ A& ) JLS1-JLS5 £t %f X4 BUjpi 4k 111B
(R4 BE 77, &5 R 27K JLS1-JLSh B H A B HIV TTIB fiE g M.

[o048] & 2 HMidid P24-based ELISA, A M7 4 fufs il JLS1-JLS5 &1 % RS AL E4%k Bal fY
I G877, 5 R o JLS1-JLSh 3 B A BT (46| HIV Bal 25 TS 14

[0040]  [&]3Jy JLS1-JLS5 5RIET gp4 IN K J¥ 51 K 22 ik N36 AH BAE H () [5 — 3 754
[0050] W& 4 Jfy JLS2 [ gk &4, HELAE FL e MR A5 10 HIV-1 HEHIH57) (W) AHLL,
JLS2 1) IDL & DhRE X (5800 ) 2R G M SR, BN SE 2 A & gpdl N I [X
o

BAEXHEAR

[0051]  sEjafsl] 1« 22 KKl &

[0052] A RZ IR JLS1-JSLA (ASKHE{5] 1, B SynPeptide Co Ltd Aw) &) » FH mZ0BH
o (HPLC) ¢ (PerSeptive Biosystems, Framingham, MA) it HdAT 4k FIEE, Bon
FEBVIERA, 2608 KT 98% s AN R EH 2 BRI 4 E M A E R 1 s

[0053] K 1. ZJKINHFEMAL

[0054]
FAE ZRkamk #HignTE wWhSTE 4E (%)

5 JLsl 3693.1 3734.25 99

6 JLS2 3693.1 3734.25 99

7 JLS3 3693.1 3734.25 99

8 JLS4 3693.1 3734.25 99
[0055]

9 JLSS 3925.4 3966.55 99

[0056]  SLjifafs] 2 : 2 KA HIV BeL4 iy

[0057] 2.1 SEESHPRMS Tk

[0058] 2. 1.1 A& ill C Z KN HIV-1X4 Bk TTIB e MT-2 40 (36 PR 9 7700 <96 fL
R EFLINN 50 L LITIB i85 ( B UG 1640 #%E) LAK 50 L %5 th R (4 %) (K

6
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CZ Ak (FFEIE 1640 #H ), 37TCHEE 30 4%, BN 100 w L 412 (10°4 /ml, AN
10% ML 1) 1640 BEFRMARE ) » LLR N T [RS8 20K B2 MT-2 40 B i) LA 9 B PR E R, BAN
AN T R RE LR FE 1 TTIB Jos 2 A0 MT—2 40, AR ZG WAL RH PR E 3 88 — R B LIRGE |
76 150 WL, NN 150 w L &2 10 % MLIF 1) 1640 Br 37 o 55 TR F3F 50 w L, JF4E |
Th EPJJH)\ 50 L L 7% 5% triton [ PBS, iR & )5 4 CRUE LA s ] ELTSA &3l Eig P24 (5
EoR0E 8 HIV-1 e MT-2 B4 00 A I P24 75 EAERT — R 451X 96 LAk (Corning)
4 FHIV 1gG (5 ug/ml, PBS Wik ), 4°CILE 12 AN/, Bet G I 2% 1 PBS & 4= 4
HEAT B, 3TCIRUE 2 /NG, BeR G N 10 w L KB FiE S5 MN T triton (K] PBS [ITRS
Y0, HIN 40 u L PBS,37°CJHE 1 /M, Pt G A —HT (1.5 1w g/ml, SE5G = HAT R
183 $44 ) 50 1 L, 37°CHUE —/INF, Pe b a I =4t ( #B 3000 £i5, Dako Denmark #ii i
B3 ) 50 w L, 37TCHUE — /NI, WetR Ja I B 608, 75 3-5 2081, IR BR & 1 S N 5 FH kb
{ (TECAN infinite M200pro) Fil&EfLH 00450, 5 HHEHE 3% T it B — IR SR A

i
Bl e oo i B O 000, 1y rmim (1C501)

2. 1. 2 K0 C 22 R HIV-1R5 % Bal e M7 40 B IVS MR 7R 96 FLARHAEFLINA
50 1 LBal Jp3EE ( I JCILTE 1640 #okE ) PAA 50 u L # 5B (4 %) 19 C 2k (LG
1640 Fske ), 37T°CHFE 30 23%f, FAI 100 w L 40 (10°4 /ml, FHIAIN 10% ML) 1640 £
FRBRRE ), AR T R SR 4R B 1 M7 4 e 9 FLAE N BH XS B, DUINN T (R SR 449 2 1) Bal
I B A0 M7 40 i, R0\ Z590 I FL A RH PR B 5 38 R ALIE ByE 150 w L, I 150 n L
B 10 % MIE 1 1640 3537, 55 TR B3G50 w L, JF4E BIEH A 50 uL 75 5%
triton [¥) PBS, V& & G 4°Ci B it %, A ELTSA #:0U _1-i& b P24 (K5 &k 52 & HIV-1 &Y M7
IGO0, I P24 75 ZEAERT— R B2 X 96 FLiR (Corning) 4% b HIV TgG (5 ug/ml,
PBS #%5#E ) , 4°CTHUE 12 N/NEE, BebR G NN 2% () PBS VA 2F W HE4T B, 37T CHUE 2 /Nt
VARG NN 10 w LB i 50N T triton (I PBS IR -S4, BN 40 u L PBS, 37°CJiK
BN, BEMRUE N3 (1. 5 1 g/ml, 5256 % FATHREUK 183 Huidk ) 50 1w L, 37 CTHE —/I
IF, Be RS NN — 0 (R 3000 %, Dako Denmark #fi B 8470 ) 50 u L, 37°CJHUE — /NI,
PRGN B, 15 3-5 438, IR ER &% 1 I B2, AR (TECAN infinite M200pro) #&
TAEEFLI 0D450, 15 H B Ak IR 7323, T SR — 3k BERE & B | 2R A Rl < B
[0059] 2.2 SKEGZE R K A

[0060] oI A2 &t %) CXCR4 3L 52 434 52 CCR5 3L 52 44 /1 '3 1) HIV-1 Jg 4% 88 41 g 1) ik 72,
SC26EK 1l iZ it FE B8 773505 55 s A St fs] pod ok v S LA R I SR AE C 2 K1Y C K i
Ik DT, BAIDLS, LD T, P ULDL Ik A (K VY 4 E LR, Y RE T R B AR B 45, 16 %
JRG8 52 Bl gpaIN i 7 51 () VA R B, Aor U 0 2 PRI 4R i1 1645 £ s A FAE JLS2 [ Kk
filh b N 3 0 MT 538 5 7 51, W00 260 PEE— AP 1 5, 2531 0. 3nM

[oo61] 5% 2. JLS1-JLS5 fFuim sE e defe

[0062]
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IC50 (nM)

o 3 Hlif[ﬁg{ill}s IHI%P-LFIEUBaI
SC26EK ~ WEEWDKKIEEYTKKIEELIKKSQNQQ 89.6 98.6

JLSI  WEEWDKKIEEYTKKIEELIKKSQNQQIDI ~ 3.77 1.54

JLS2  WEEWDKKIEEYTKKIEELIKKSQNQQIDL 1.41 2.34

JLS3 ~ WEEWDKKIEEYTKKIEELIKKSQNQQLDI 3.63 3.13

JLS4  WEEWDKKIEEYTKKIEELIKKSQNQQLDL ~ 4.21 1.62

JL85 MTWEEWDKKIEEYTKKIEELIKKSQNQQIDL ~ 0.33 0.55

[o063]  sLjfsl 3. JLS2 A1 JLS5 {7 1EHt HIV /EH

[0064]  EIXt HIV 300 55 S0 55 28 5 R A2 IR A 5 A (A 0, A R B e e 0t SR T 388 I bR
AT BRI JSL2 A JSLG, FA I T Ho— RFVIG PR BUR B3 VE e RPR AT 2 2
WA, ARG A-D, F-H, J A1 K MR 45, ACSEEG DL SC26EK Ayt B, W22 He N A s fl C A< s i 3
BT A i IR, RIS IR B RTME— b7 RRR A 7R 120 DA S BAEHRE R 3008 23 14
F5t 1 R b 400 70 HP23 A g BH P o R

[0065] #1177 :96 FLAR P AFFLANN 50 u L HIV R E ( FHTC LG 1640 # 8 ) LA K
50 u LAz fEEbARE (465%5) B9 C 2k (HIEILIE 1640 #kE) , 37T CEE 30 73, B 100 1 L
i (10°A /ml, AN 10 % M55 (K 1640 K532 ) » AN T [RS8 2000 5 1) M7 20 e 1t
FUME N BA XS RE , BUINN T [5] 45 294 52 19 IV 95 380 M7 20, SR 0 N 25 0L A B P o e
FRBALRGE B3 150 w L, NN 150 w LOFTEERT 10 % M5 FY 1640 572, 85 TR UL
G50 u L, IAE EFE A 50 1L % 5% triton [ PBS, IR S5 4°CI B ik s FH ELISA £
W E3FH P24 15 & H DAE & HIV-1 B M7 S O A P24 75 ZAERT— R 4G X 96
FUHR (Corning) 4% EHIV 1gG(5 1 g/ml, PBSFikE) , 4 CHUE 12 AN/, BedR G 2% )
PBS V& 2R Wi ATE A, 3T°CHBCE. 2 /N o PR SEINN 10 w L YR EE SN T triton 1Y
PBS [RIIR-EY0, AN 40 w L PBS, 37°CJHE 1| /NI, Webk G AN —4% (1.5 1 g/ml, S22 4
ATHRELA) 183 4k ) 50 w L, 37°CJHE — /M, Fedk m I — 3t (FikE 3000 £, Dako Denmark
FPURR BT ) 50 1 L, 37 CIBUE — /I, PelR G NN B3, 157 3-5 408, MR BR 2 1B e L,
FIEE#R1X (TECAN infinite M200pro) Kill4&FfLIY OD450, 15t Hdis s K BTAR 7732, v A —
TR PEAE it AR ZR A A A B 5 SRB 45 SRR 3 o, AT AV B DL FL 0 S &Ml Y
Il PRAEFNAE o B AT 5 £ Sz 9 FE 2 A/E SREERR, JSL2 R JSLS 247 B B i il il v 14,
A% SC26EK 3 P 451 AR B 2 i, FEE AT HP23, Ui WA K BH ik (193X AN 58 7 31 [ A
R

[o066] & 3. JLS2, JLSH XA [Fllfw ARAK Il v P

[0067]



i
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CN 106543273 A 7/8 ;T
IC50 (nM)

TR SC26EK  JLS2 JLS5 20  HP23
92UG024(D,X4) 207344  2.697 20287 45904 7373
92UGO29(A, X4) 62.938 3.007 0.946 45485 2084

93BRO20(F,X4 and RS)  326.531 4,126 0.882  37.194 5482

92THOO9(A/E,RS) 283.587 2,654 4,762 9.733  5.622

BCF02(0O,R5) 17.883 6.877 6.970 192 3176
US4GS007(B,RS) >500 46.897  17.250 15737 44542

[oo68]  SLjiEfsl] 4. JLS2, JLS5 Xf HIV T-20 Ho Mk i+ /5 A
[0069]  T20 #& H FIME—HLAE A TG PRI RLEHI5H1 7, (H HIRER 515 S 2R, FEUTH
[RIBEAR s AR B S BRI R 18 U] 75 2 P iy il 85, RISt B 4] T—20 $o PRk g AL
Bl 41 57), SR8 H DL SC26EK SAyst HE, M2 7E e N A s 1 C A wi i 3858 7 31 J (R RUR: 3%
P& T ME— LT AU RREHIH]R T20 DA S IWAEHE 1) P B 8 M B s I R A- F i 77 HP23 /B
BHME T B, A I JLS2 AT JLSBE 4 T20 Fu AR R4S 14 , SEE 7 VAR BT , S856 45 Rk
4 FraR, JLS2, JLSH X T-20 HUPEARI eI R AP 36 1, Horb, JLS5 X 9488.9489.,9496 Al
9498 FRIFIHIMEHE 2T HP23.
[0070] £ 4. JLS2, JLS5 Xf HIV T-20 Hi kAR HIFMm b E

[0071]
BEE ek JLS2 Iu?s(lirsm 120 HP23
9488 34.877 2.949 0.953 500 1707
9489 160.855 6.854 2177 25.328 4375
9490 433,055 21.993 4,412 >500 2.294
9491 =500 500 16.980 500 3.639
9496 65.2 1.64 0.27 >500 1616
9498 118 7.52 0.11 5500 4735

[0072]  skjiffsl 5. A il (CD) HeAMFL JLS1-JLS5 B 44514
[0073] [& —~fai% %41 (Circular dichroism analysis) :
[0074] 45 C 2 Ik 5 R IE T gp4IN K ¥m J7° 51 1) N46 55 BE /R WK JE M VR &, AW TN
10 u M VAT PBS) , B HAE 3TCHEE 30 4%, CD &I A 12 H A9 56 A &) - b miE T
(model J-815 ;Jasco, Inc. , Easton, MD) , R H 1 4K (1) 98, 78 2 0 R I HAE G 3 KM
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195 49K 3| 260 44KA8 40 T HIEOE & FIAE 4L, LA PBS ££ [ — 445 R WO R BUE A2 A%
1E, PR AR 5 N36 RO E 2 & I 222 9RoR A (14 JBE ZR AR 28 0T LA R, 1 2% 33 52 56 0
SRR BRI A 4 CARAL B 99°C HH IR] Far MIAE it AE 222 4K Ab 1 BE ZR Wi i 22 1 A2 AL
HEARNE 1.2°C /min (HHRRAE 1 90KT 5, 0. 25Hz iR, 222 K3 KGR 15 2
(1), AR AR DL T (0 il B 10, B A I RE b, B AR, il 2R b B A R R AR A
222 YRR N I E RIE LS (Tm)

[0075]  SEIGEE RS H9HT

[0076]  RYE-T-HIV gp4l [¥] CHR [X ({47097 5 2 Ik 3 B & ik 55 NHR [X (1) %87 51 AH FAE H ifi
BELWT 6-HB &5 44 (1) B » 40K 1M 38 BN HIV 42 NERZH (77 5CD 25 R iz 5 fizR, SC26EK
AT JLS1-JLS5 765 N46 % & J5 1) RE T i i 1L (RO M 4544 , SRINAE —208 Fi —222 LI LR
e icg Cant&l 3 Frow ), Hodr, 8 222nm P ACAMERR A -33 (FR 8 LAk B 100 %6 W2 FE I 1
WSCUEAE ) , DAERIR1Z C Z K5 N46 TE B R S I E , KR 7~ CHR Al NHR 2 ik
e EAYE) o MRS EE R ARAURILR, M2 HE RE s B RS CHR 55 NHR SEAN A7# 0T,
FIH] HIV B B 36 PR AR AT 5288 45 R 7, JLS1-JLS4 [Fug i & S AH Lt SC26EK B AR Ft,
JSL5 2 HE % & 1A 91 %, Tn{H R R C 2 K5 NHR B4R s v, DLH 45 LR B,
JLS1-JLS4 (1) #ga e PhAH bE SC26EK B2 Ft, JSLS (W F#Ee e P B AR A A 5 2 Ik B3
FeFt, HFaE PRELIF DA A5 R, JLS1-JLS5 HIHMHINE Pk 5 HR R S U5 6 B2 o 2
I8 5 RN AR 8 A %

[0077] 3% 5. JLS1-JLS5 KR — 3% 4

[0078]
AT

2T BEBERE (%) T ( C)

SC26EK 70.19% 63 °C
JLSI 83.87% 82°C
JLS2 87.72% R2°C
JLS3 86,06% 81°C
JLS4 80.25% §1°C
JLS5 90.05% 91°C
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SEQUENCE LISTING
110> B H RS, o EREA B AV BR A 78 i
<120>  F-T4d HIV YL 2 ik S B2 T i
<130> 1
<160> 9
<170> PatentIn version 3.3
210> 1
211> 3
<212> PRT
213> AL
<400> 1
Ile Asp Ile
1
<210> 2
211> 3
<212> PRT
213> ANLF5
<400> 2
Ile Asp Leu
1
<210> 3
211> 3
<212> PRT
213> ANILFP3
<400> 3
Leu Asp Ile
1
<210> 4
211> 3
<212> PRT
213> AL
<400> 4
Leu Asp Leu
1
<210> 5
211> 29
<212> PRT
213> ANILFPF
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JE3

5 %

2/3 W

<400> 5

Trp Glu Glu Trp

1

Glu Leu Ile Lys
20

<210> 6

211> 29

<212> PRT

213> AL

<400> 6

Trp Glu Glu Trp

1

Glu Leu Ile Lys
20

210> 7

211> 29

<212> PRT

213> ANLFP5

<400> 7

Trp Glu Glu Trp

1

Glu Leu Ile Lys
20

<210> 8

211> 29

<212> PRT

213> AL

<400> 8

Trp Glu Glu Trp

1

Glu Leu Ile Lys
20

<210> 9

211> 31

<212> PRT

213> ANLF5

<400> 9

Met Thr Trp Glu

1

Asp Lys Lys lle
5
Lys Ser Gln Asn

Asp Lys Lys Ile
5
Lys Ser Gln Asn

Asp Lys Lys lle
5
Lys Ser Gln Asn

Asp Lys Lys Ile
5
Lys Ser Gln Asn

Glu Trp Asp Lys
5

Glu Glu Tyr Thr Lys Lys Ile Glu
10 15

Gln Gln Ile Asp Ile

25

Glu Glu Tyr Thr Lys Lys Ile Glu
10 15

Gln Gln Ile Asp Leu

25

Glu Glu Tyr Thr Lys Lys Ile Glu
10 15

Gln Gln Leu Asp Ile

25

Glu Glu Tyr Thr Lys Lys Ile Glu
10 15

Gln Gln Leu Asp Leu

25

Lys Ile Glu Glu Tyr Thr Lys Lys
10 15

12
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Ile Glu Glu Leu Ile Lys Lys Ser Gln Asn Gln Gln Ile Asp Leu
20 25 30
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L I ST

1/3 ¢

2 (%)

X HIV B

(%)

EilI

—o— SC26EK 1C50=89.6nM
—&— JLS1 IC50=3.77nM
‘ —A— JLS2 IC50=1.41nM
100 1 _m Ji83 1650=3.63nM
—E— JLS4 1C50=4.21nM
6o | O LS5 1C50=0.330M
60 -
40 -
20 -
0 -
T T T T T
01 A 1 10 100 1000
wWE (M)
Kl 1
—o— SC26EK  1C50=98.6nM
—A— JLS1  IC50=1.54rM
—A— JIS2  IC50=2.34rM
100 4 —m— JLS3  IC50=3.13nM
—8— JLS4  1C50=1.62nM &
—o— JLS5  1C50=0.55nM
80 -
60 -
40 -
20+
0 -
1 T T T T
01 A 1 10 100 1000
WE (nND
Kl 2
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