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PR: wild type or D25N mutant
RT: only a few amino acids of the RT to introduce a cleavage sie
RL: renilla luciferase

E1 DNA construct

1 OENMERCRETESR

. %
Serum
wild-type D25N
- 1000 + 127 1000 = 19.2
inactivation {-) 160 =+ 116 100 =+ 50
inactivation (+) 40 = 0.2 50 + 01

Inactivation: 56°C, 30 min.




F2 BRMrARRIRETES

I8/—n DAFILAR I F
EtOH (%) % DUSO (%) ]
used fnal wild-type b23N used final wild-type p25H
[ 0 1000 £ 153 1000 £ 375 [ 0 100,02 284  100.0% 145
8.25 05 1066+ 54 945 £ 12,1 1 0.08" 7471299 11842 485
® 125 1 914 % 119 664 % 43 10 08 769 86 5732 123
25 2 561t 8BS 840x 108 & 50 4 881t 35 844 = 181
* 50 4 111 66 181 11 85 3.2 57.5% 159 164 = 19.7
75 ] 302 £ 183 505 5.3
100 8 2551 9.2 240t 54
THk=HIL Triton X-100
CHCN (%) ] Tritan X-100 (%) ]
used firial wild-type D25N used final wild=type D25M
1] o 1000 0.1 1000 £ 34.6 o 0 1000 1.0 1000 + 8.0
125 1 3086 £ 165 1225 x 423 0.63 0.05 1014 eixoa
25 2 213+ 15 499 £ 136 125 0.1 e3to04 1506
50 4 SA4x 63 133t 02
75 [ 07 o1 0l 04
100 [} 03 04 1.7 08
&I LPVICEBTOF7—EEROES
— IS/ —AICBRLIBS —
1%
EtOH  LPV (final) wild-type D25N
[final 1%)  (L0/mi) luminescence % luminescence %
- 0 4265 + 516.2 3900 + 891.0 -
0 3425 * 1096,0 1000 £ 320 4940 + 2970 1000 = 60
+ 06 5175 * 40224 151.1 = 117.5 3070 £ 169.7 621 * 34
32 3305 £ 6152 965 =+ 180 2695 + 7990 546 + 162
6.5 2505 * 1768 131 £ 512 2300 + 2828 466 £ 5.7
4%
EtOH  LPV (final wild-type D25N
(final 4%)  {py/mi} {uminescence X luminescence %
- o 4050 X 11455 4575 * 799.0 -
0 450 + 2687 1009 + 587 830 £ 1414 100.0 * 17.0
" a8 610 £ 2121 1366 + 471 1125 = 5586 1355 * 87.3
3.2 670 * 2121 1489 x 471 780 + 425 952 + 51
6.5 425 * 1626 94.4 + 36.1 635 £ 1626 765 £ 196




g4 LPVIZLETOFT7—HEEOEE

— DMSOIZHMLI-BE —

4h
DMSO PV (final) wild-type D25n
(finak 4%)  {n0/mi} luminescence X mminescerce %
- Q 2270 = 990 - 2665 = 2899 -
] 310+ 849 1000 = 2.7 671¢ * 3125.4 1000 * 466
1.5 3905 + 3748 1232 + 118 4005 * 1336.4 59.7 + 199
+ 16 3345 £ 13364 1065 * 42.2 3810 = 12713 568 * .19
15.2 2555 =+ 417.2 80.6 x 13.2 3830 = 1 571 = 4B
304 2700 £ 848 852 = 2.7 3685 + 2465 548 £ 52
BS5 NFVIZXSTOFYP—EENROESN
I3/—N
4%
EtOH NFV (final} wild-tyne D25N
{linzh 4%)  [.g/ml) lerinescence ] luminescence %
- [} 5780 % 3351.7 - 7795 * 41854 -
Q 270 * 198.0 1000 = 73.2 865 = 5445 1000 + 629
* o7 345 +  B3B 1278 + 236 475 = 1061 549 + 123
33 215+ 5.2 1019 = 7.9 695 £ 205.1 688 % 237
6.6 430 £ 2121 1593 + 7186 315 & 1485 364 * 11.2




T7 promoter

F—»
@PR!RT RL

PR: 11 amino acids of the PR to introduce a cieavage site
RT: 8 amino acids of the RT to introduce a cleavage site
RL: renilla luciferase
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THDPEEY oNIESFHEE LTV, DFED
PEEY 27 BRI FTLMDRIEE TR 70T
7—YHEFIOR - BfEHZEMTE LD,
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B. th¥EA%

SNP ##fiic. HRIC. EFICY I3
FihE UTIADHEY L= SNaPshot 3% W=,
HREAO Nelfinarvir B2 §iE$ % HPLC 203
ZERPER U, Millgdoy 2 —)VTHIE L. FBENHE

(31mM KH2P0O4 and 31mM Na2HPO4, pH 5.63)
and acetonitrile {111, v v)) Z#EfE L 4.6 mm
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B ot ERRICY AT TERILEBRIBL
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EFV AR EE & BIVER & DREGR

EFV PSR OREE) EFY P(BHERA DRR)
5000 0.093 - : 14000  0.265
6000 0.106 15000 0,293
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8000 0.135 17000 0.353
9000 0.152 18000  0.386
10000 0.17 19000  0.419
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SRR Y A WV ZRN ORISR (highly active antiretroviral therapy; HAART) O#E A TE
MlicbE b oA W AOMEIHIBEoNZ LS I0khote ~— AL A2 RN IR U iBgshE R
to& o HEROIEINL TN 5, IBRZIRICEE T IHET-& UTLIRE adherence R LHEETCH B
P 7AW AR OHBEDERPER B ZNZNOMESICEED Y S PRI TH b 3EH
FFEFERIEHMNTH 5, AEFIEMRERICE EHRE, BHICOEVREFRIY bO—LEBTNS
fEF D26 ) FHEN (RTV) +8F 4L (SQV) @ double protease inhibitor 2B W T WL E
FD SQV OMAPEEIZFEHE L. mELREHOR G HASHORIIDNWTER TS LEIRIC. EAMGEHR
5T 0DNZBETRITLIT . 7057 7—EHEROHLICES 32 MDR1 EETICONWT
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A HIZEER/
oA VAR OLEH AL, AIDS ORE
BPRTEREETX A0, BEE2LE=53 0K
BThHil i, YGRS DHELD L
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PR & BRERZNRCRIER - MR OBRBERIC
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fE #F RTV(]00~400mgBID)+SQV(800~
1000BID)+RTIs T 2 fELL F#EFRNRNT AT 15D
R (HIV-RNA HEIERELTF) BB oshTn 3
Flergl Uk, TEZ BT ; B 4R
£ n DNA #4283 L. nested-PCR IZ Tl E R ®R
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