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(57) Abstract: The present invention relates to the use of inhibiting genetically defective HIV virus. In particular, provided are an
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FE—SBSEE T o, B HIV R a5 A BEHI A bk, k4
L B EE BERE. B, 280 H. RS, £k
JETT &Y, FA HIV R e & A B EOR B h H A Pk,

FE—LLS T R, Bk HIV 5 8520 R 1R 35 B U R 20k, B UL
JIT I8 57 B R 0T R 5 il A0 ) 1R R O B

FE— B o, B HIV R e x) b v B fu FH ok & hi 3 B A STk
BEPR, BCE UL, PrdR s RS RS e B R B e BB R A . £
— USSR, TR HIV i a0 B A BT SRR G Buitk, B B4 R0 i 77
PR s H R B hh .

JIrid HIV J5 55 42 0 BTS00 29 HA Bk, B 5t SO0m 20 AR S g5
WERE. WwBhd. 280+ FEFFF . Trizivir. Nevirapine. BRI,
SHEFR BBE B mIBE. LS. EIIBE . 2R
AR B RE . AR WEIRSE . BHABYD S, K2 RKE. FKRE.
PIE . KAERie . nlflooE . FLvbfhEE. BlfbiE, FITTFER. 2K

FE—LESTHE T 2, Friddns 85 02 X B A B I A 2 U Rm R AR, Bk R
BRRALHE HIV 2458, Frid HIV 24804 Y143C RAZ. E92Q/N155H PR HE RAF
B # G140S/Y143H/Q148H = H 547,

AN EFHE T T Bt G ] 25 e il & T3 38m 2 B
PUIERT HIV SR BB 2 K 2%
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1 AY
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N N-
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|

Hdr, RY RE L. ZY 72 7Y, 7Y Y wiRiprE .
eSSzt R, FTIR I EROR 2 ik B B A BRSNS A B
AEAZ 1 28 I 2 S AL 1 R B3R T 28 I 2 S5 BT 1L 57
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FE—SESEHt Ty R, Pk S A EA R TIE S SRS, 4
WIBE . BT4LIBE . W ILBE. 2B, SIERS. e, Mk, ¥
Bl EP

FE—SESLT T R, PTIR ARAZR T 28 IS o s Bl U1 o 79 A A IS e sx AT 1 711
AFREARTHFZRE FoKFE FIE-RTS . KAEFAE . s IE . FLI AR
By, FITTFEAR. ZhFk.

ST =, PR RS B L EA R T HEEE S BERE.
tewBhid. 2&h . RS, UaEMEHERE R,

FED—HeSE T 2, iR R A BB RS BB R
hid. 28HFH. FE4FF. Trizivir. Nevirapine. BURFIK. WHHFER., £S5
Fo. BRIBF I FHEE. SRBS. 28BS, SAERS . Bl
F. MIEIBEH . WEIRS. BHESDE.

FE—SSE T R, Pk R YL B B R EUR B R

RAFFCHRAE T T FrosG e mT 24 HY Sh 76 i 25 T 0k 88 i i 75 2
HHUPER HIV /B2 i & .

AAFFCRRAE T T FrosG e mT 245 H h7e i 2 T e e 2R S %
33 P V0 A 0 A SIS IS e ST R A FUPE Y HILV R FR IS 25 h i i

RAFFCHRAE T T FrosG e mT 24 HY Sh 7 i 25 T 0k 2 3 i i 55 2
HHUPER HIV /B2 i & .

RNTFPTA HIV TR SRR HIV-1 i &Gt

D3I, AT A SR 25 F ik B eI ER B AL .

T I, ARATNAE YR DA AR E LT AR R iR T R AT
BITA KRR ENEY, AFER R AR (- Bk, (R)-HI(S)-f
IRAK L AR SRR L (D)- Ak (L)-Fdaid, KON el & HAb iR 54,
By B e A AR B AR AT A B R R A, I X IR S E T AR A FFHITEH
Z W o brd S B Al 2 AE 5 AN AR IR IR o BT A I 28 e Ak DL S e AT
REY, YAIAERSFRTEEZA.

J3A, RAFFRAAE WA RN AT DA RAAS [\ AR iR e A AF AE, 3 A
T XA E TAAHIEEN . RE “HASME” B “TARMEIE
X7 iRl LRI 2 TR KA F BN S id. B, B+ ik
VRN F 5 A RO E H TR N BAT,  QnER-Ja B AW -0 i A
k.

KAFFHAY AT LURANTR, Flan, B DA VAR m g BRaEY)
AU, B AR AR AL RS, Qrsf e A AR R AR e A . R AT EA
ASKERR R R A A AT LA LOG 2 M 2R i T sUE A e T 208 70 B ok by
T PRSI AT LM R SR, Bed AT H T R SRR TR P S
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RE F (3 BUIR TR B R (AR )N, 538 24 R 53 M A R BB Jld A ik
PRI &, SRR 8 I AU 2 R0 A H T AT AR WS A R, SR [l
RBNAERGRSBRAR . BEAh, X S A AT AR 0T e S A A4 10 9 8 B 5 e e e Y i
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170\ 180\ 31P\ 32P\ 358\ ISF\ 1231\ 1251 ;Fn 36C1%0

BEAA U, UM E R R T (D) B, AL E N IR B AR
TR RIRFE (HN 0.015% )% /0 1000 £5 193 FE I CHD, 20 10%1mB ).
AR AA M ERA KT B R IR E AT BLZ %870 1000 A5 =F 2RI, 2220 2000
IR £ 3000 FHEE R Z0 4000 fEHAIEZRI. E /2 5000 f%
=ERERI. &0 6000 5= B2 RECE S F E . ARAFICARE &P mE
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AL, BT A, M. MR MOE. MO RO MRS, 23
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PAN 456 SEH ) i — P R AR A TFh,  HIX SL St 451 I FR AR 2 I rh 5
Fl o

AR FE S T AR B BAR SR A (I SRIR T, R R A, BRI
S LB ot 3 R BT R BB AR R . RV P B RV, i3 T S
Wl

A1) ) 5 46 e T Tk AZ AR (NMIR) BR/FH T 15 (MS) R 78 1)« NMR H7F2(5)
PL 107 (ppm)ff Bz 25 o NMR ({31 52 52 Al Bruker AVANCE-400 ¥ZRE4%, 172 ¥
FIATARZ A EH(DMSO-ds), ARSI (CDCL), A H B (Methanol-dy), WAR
VY FR IR BE(TMS) o

MS K 5E ] Waters Micromass Quattro micro API =& PUZE A i, LLIE/
AR, TEERTEE Y 120~1300,

2 TR AR AT A 5 2 HSGF254 RERHR, 82 (83 TLC YE AR
PR A FAS A2 0.2mm20.03mm, {82 Z M3 B 4™ R I & 0.4mm-0.5
mmo

BRig kT 4lik 22 488 ] Combiflash Rf150 (TELEDYNE ISCO)E{# Isolara one

(Biotage)-

E A 2 BT — A 0 & BRI 200~300 H BE 300~400 BB NEE, B
HEHE N =R TUATURB 20 E AR (40-63um, 60g, 24g, 40g, 120g BH
B,

AT R AN B GE JERL AT DR F B R AR ST T A T vk & e, BORT
TS E#ERIERY, ABCR GmbH & Co. KG, Acros Organics, Aldrich Chemical
Company, Rz FH (Accela ChemBio Inc), HEREZAZEAF .

SR R AR UL, RO BRI A SR R AT

R A fa OV — ) 1L BRI R AR

AR TR NI — ) 1L BRI E AR

AR H B ARREHAEE A T QPH-1L BUE SR EAHIAR

BANBEMNFEFIES, RABTEER, REHE3 K.

SR TR UL, TR TR KA IR

SEREA TR UL, RSEE A EER, A 20°C~30C,

STt HH R s 3R D I R P 982 B VA(TLC) o

S 1
(3S,78)-N-(2,4- o F= FFHL)-12-F8 0L -3- -1, 11- i dE-1,4,5,6,7,11- 754
-3H-2,7-V. kg 35 [1,2-a][1,4] 5 &3 F 9-10- B BE i

= =
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4f 49 4h 4i 4a
o O
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O |N| FC(\ ; O O
EN e m Eeasee:
O
N
T
4 4
NQ\ 0. N N '”” o
— g — el code®
NH Y N,

4§ O o O~ F F O
r F OH O
4m 40 4

F
F

i
2-FAL S-FROL 3-H A E-4-FHk-4H-MEE-2,5- IR R 4a
B 4- AL 2R FER(17.71 mL, 136.85 mmol)HT N,N- - & F i fie — H
4il%(18.32 mL, 136.85mmol) HIVR &M4E 8SCIn#disr, KHHEmR ~HE8G2.32 g
273.70 mmol ) IANRREH, PR R R EAS, BRER, 55 30%0F
B B B VA V80(52. 1542 mL, 273.7082 mmol) I EI s ML rF , 4k B4 B [ B 2-4h,
F 50ml BERRVA KR, 28 C18 JAH BB A 2i bR BIAr AL 5 1) 4a (158 g, 77 F
48%).
MS(ESI) m/z 265.3 [M+Na]”
- 7
6-[(2- LHIE2- A L3 R FE | R 2.l 4d
5S-SR O BE(3g, 18.96 mmol)iAT 10 mL FEEH, HAKIKMA 2-2 3 418
ZIEE R R (2.65 g, 18.96 mmol), —Z.J% (2.64 mL, 18.96 mmol) FIFFME L
B (2.38 g, 37.93 mmol), C=EMFEIN 18-24h, H 20ml YA B U B4 K I
R, WATRAVER, AN E B EQO mL x 2), WAIE/KFG:, KRBT,
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GG RIRR AL 5 4d (4 g), BEEFT T4,
MS(ESI) m/z 246.2 [M+H] *
F=0
S-((B- T AL IIL)(2- A FE-2-3 it 2.5 F L) O IR 2.1 4de
BAEY) 4d (4 g, 1630 mmol) V& T 20 mL & W &ET, KK BB
THRUTEEMA.19 mL, 19.57 mmol)M =, J%(6.80 mL, 48.92 mmol), ‘CZil T M
4-6 /NIE, KBRS, 39, 7KEE,  JoKBREREA T, IR4a13 BIhR AL 54
de(6 g), HEHT T—H.
MS(ESI) m/z 368.3 [M+H] *
FL
1-(-T 28) 4-2. 5 7-FF SE-3- S0 FRIR-1,4- —FRIR TR 4f
1-(RL-T 3) 2-2 08 7-FRBL-3- B BRI PEAR-1,2- R IR 4g
WAL B de (4 g,11.5797 mmol) AT 10 mL F 2, 15U T BE4A(1.78 g, 18.53
mmol)INABI SR, KMRAE 110°C N 4 /N . R Y5 B 2L AR AL 54 af
LGy ag KRG ), BHEATT 2.
MS(ESI) m/z 322.3 [M+Na] *
ENiR
-7 2-F R-6- BRI BEIR-1- PR B TS 4h
WAL &) 4t FIAL A V) 4g IR S FLAY (6 @) T 10 mL 7K A1 10 mL VY& )
REVEWRT, HInNANEEAE (2.40 g, 60.13mmol), JBAE 70°C R SN 12 /N,
MR B8 (20 mL x 2)AEHY, Jo/KBRERE T4, R45S 2N . FHAET C18 &
MFATAL, BRSNS 4h (09 g, VUIDETE 31%).
MS(ESI) m/z 250.2 [M+H] *
L Yavi2
-1 6-F k-2- RN BEER-1- R RS 4i
LAY 11(0.9 g, 3.96 mmol)¥A T 5 ZF-HEEF, SRJFHIKINN B IR (2.50
g, 39.60 mmol)F1 10%40H%(0.18 g), MEFEMMI AL, 198, WRAAS RIS, FH 5 E
it C18 eAltifth, BRIFREILEY) 4i (400 mg, F=H 44.24%).
MS(ESI) m/z 229.3 [M+H] *
E iR i
TR (1O T AR AR R )-7- R R PERA-3-0)-3 - AR AR -4 Ak - 1,4- &L
E-2,5- RIRER 4
A4 (424.25 mg, 1.75 mmol) T 5 ZFF ZEEH, FREALE4 12 (400 mg,
1.75 mmol ) AR, 1£ 80 CISL S /N o S BLRIE I I0R ik 46 15 BFH
25 C18 eAfglifth, BRREILEY) 4j (400 mg , 772 50.46%).
MS(ESI) m/z 453.5 [M+H] "
FIL
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TR 1-(1-GB-TT R I )-7- F R Y BRER-3- 03 F AR -4 Bl - 1,4- AL

WE-2,5- —FRIRNER 4k

FAL 5 4j (400 mg, 0.88 mmol ) AT 5 2 ~HIK, REKRKIMABER
(530.84 mg, 8.84 mmol ) Fl 24- "FEHZ (126.53 mg, 0.88 mmol), S SNFHA
5 /NI o SOV B I e Mk 4 4S B i, RIS C18 AHZEAL, 13 RIFR AL A
4k (350 mg, 70.25%).

MS(ESI) m/z 564.5 [M+H]

FhL
5-((2,4- - F R H A ) (U2 F Bk )-3- FP A - 1-(7- F LMY R BR-3- 0 )-4- R -1 4-—
Snkne-2- 2% 4
BALA Y 4k (350 mg, 0.6210 mmol ) AT 10 ZFFEEH, KIKIMASHEIL
# (52 mg, 1.2420 mmol) 7K (22 mg, 1.2420 mmol).7E 70°C N &M 3 /M. &
LR IR IR A5 15 B S, T 4 BEOR/FHRIER R R EEA (10 mL)RRE, 1
FE T RN 3 /NS e REUEIE IR AA3 2146 54 41 (370 mg).
MS(ESI) m/z 450.4 [M+H] "
L
N-(2,4- ISR IE)-12-F S dE-3- 1 k-1, 11- 8 3E-1,4,5,6,7,11- 7N A -3H-2,7-F
F ML e 1 [1,2-a][1,4] &L T 92-10-F BEZ 4m
A 41 320 mg, 0.71 mmol ) & T NN--HFERFBLZG mL), RKIMA
O-(T- BRI =5 M-1-YL)-N,N,N,N-VY B SR 7S w8 (541.45 mg, 1.42 mmol )
I N,N- " FHFELRE (035 mL, 2.14 mmol), 7EZIL TN 1-2 /M. SR
it C18 AHAML, 1FRARRL A4 4m (200 mg, 77 Z 65.11%).
MS(ESI) m/z 432.4 [M+H] "
- a2
(3R, 7R)-N-(2,4- A F HE)-12-F 5 L -3-FF 5E-1,11- 5 HE-1,4,5,6,7,11- 754
-3H-2,7- FF AL Mg I 1,2-a][ 1,4] &L F #-10-F L 4n
(3S,78)-N-(2,4- 0 H 5E)-12- FF A L -3- FF -1, 11- 96 E-1,4,5,6,7,11- 755

2 3T

-3H-2,7-F B g 311,2-a][ 1,4] 5 205 F55-10- FF L 40

A 4m (60 mg, 0.138 mmol) & Im A AR (IS /E Chiralpak AD T4
FHEATIR S, BRI EALAY 4n (233 mg , TRE 38.83%)MIFREUL W 40 (19.4
mg , 32.33%).

T %A
i HE: Chiralpak AD-3 50x4.6mm I.D., 3um
WEl: A: EMEK B: 4B (0.05% %)

[ i
(3S,78)-N-(2,4- - Fa R H 3E)-12- 85 -3-F -1, 11- —Hk3E-1,4,5,6,7,11- 755

2 3T
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S3H-2,7-M0 FFRE L E IR 1,2-a][ 1,4 E 200 £ 5E-10-FF 9t % 4

BAA Y40 (46 mg,0.11 mmol ) ¥&T 3 =ZF- 405, BN RILEE (39.25 mg,
0.21 mmol ), /£ S0°C N RBL 1 /M o [ BB AAFS BHL T, FRIEE C18 A4,
BRI AY) 4 (31 mg, WE 70%)

MS(ESI) m/z 418.5 [M+H] "

'H NMR (400MHz, DMSO-ds ) d 10.39 - 10.46 (m, 1 H) 8.49 (s, 1 H) 7.36 - 7.45
(m, 1 H) 7.20 - 7.28 (m, 1 H) 7.02 - 7.11 (m, 1 H) 4.77 (br s, 1 H) 4.55 (br d, J=5.77 Hz,
2H)4.42-4.50 (m, 1 H) 3.64 - 3.75 (m, 2 H) 1.97 - 2.07 (m, 2 H) 1.76 - 1.85 (m, 1 H)
1.57-1.67 (m, 1 H) 1.40 - 1.51 (m, 1 H) 1.18 (d, J=6.53 Hz, 3 H) 0.97 - 1.01 (m, 1 H).

VY

DA 56 D05 1 — AP R AR A s T v, AHLR S8 S 9] O | E i o IR A AR
AFFHHEHE .

M 1

HIV 25 R R AR5 B -

HR 5 SCHk #1238 (ANTIMICROBIAL AGENTS AND CHEMOTHERAPY, Vol.54,
No.2, p.934-936), WK T HIV G 8 E 85 195 X 5 cDNA, E#A4F HIV
G By S X IBER 2K () pNL4 3AIN ik b, il SmE g & )a, 78 MT-4 40 i)
Ptk R B AR (BCso)s

I EE
F LT
8070-1 G140S, Y143H, Q148H
4736 4 E92Q, N155H
1556 1 Y143C

TE: TR EERK 4736 2, 4736 4, 8070 1, 8070 2 F1 1556 1 HH Robert W.Shafer
L (HHEME RS TTMk.

FERE T2 o B 4 T HIV NL4-3 955 B /E AR HE .

ME T7i%

Wb T 0 BUE KA MT-4 40 A 5000 20 Ba/FLIKR B ABAR & 96 fLIR T, If
IR R B I A R A B B S R R B, 71 37°C, 5%CO0, #5357
FHEE 6 KRG, H MTS  (CellTiter®96 Reagent, Promega) Yt iz ib &4
PRI BE TT, NI E A S I PUR TR M. IR AL S 0 T B A A 23
AT I 55 (1) ECso LUAEL & i 25 £ 5o

i 24 154
ECso (nM
itk 0 (M) (i 2k ECso/BF AT ECsp)
&4 | DTG RAL | AZT | #b&% 4| DTG RAL AZT
S A 0.77 2.98 9.11 59.1 / / / /
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NL4-3
4736_4 0.95 8.39 543 543 1.76 3.12 59.6 0.92
1556_1 1.54 NA >1000 | 61.8 2.85 NA >110 1.05
8070_1 4.04 NA >1000 105 7.48 NA >110 1.78

F: DTG Z&H4; RAL B R HislERigd: AZT FE2KRE: NA MARIHH.

ANFHAAEY) 4 76 4736 4. 1556 1 F18070 1 R dpAkh ¥ e BRI 2457k, #H
FeFhighish, LAY 4 10 4736 4. 1556 1 A1 8070 1 JpiEehk b 3 JE BAR S5 (4 i
257, JUHXT Y143C 5878 M1 G140S, Y143H, Q148H = 5 5485 Bk o

H & n] LA W02020197991 BF W02020221294 (1175 1 % 3k45, IF
TR RN 257, TR e B 25 PR RE .
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B ZE R A

1. 31 st AW HLmT 24 3R AE ) 2 F T36 77 B0 7k HIV Jm 58 i 24
Yo &, TR HIV % 258 N155H. E92Q. G140S. Q148H. Y143H. Y143C
) — Rl ER 22 AL IR A B B

R2 Z1_Zz
1 AY
\ 4
N—Z
o Z
OH O

1

Horp, RUEHED Coio 3L, Pk 8T s— 24 RY BTEUL, RY
FEMAIEE M. W2 . JUE Crebidh. CuekiEdt, PFridleiloikesait
Rilhl i, A, FUEEEL Cre bt BT AL

R EHE. M KRB, FrRbi T — oAt fEx. &
ANV O AW

L i%&H-CR™R™-. -C(O)-+ -SOs-. -CH,-CHp-BE-N(R™)-;

7> % H #E-CR™R™-;

77 3% FE B -CRMR -, -CR™RCR*RY-, -CR*=CR®-. -N(R")-. -O-. -C(O)-.
-SO,-+ -C(0)O-. -C(O)NH-. -CR™R™-N(R")-. -OCR™R™-. -C(O)-CR™R™-.
-SO,-CR¥™R™ . -C(O)O-CR™R™- . -OC(0)O-CR™R™- . -(O)NH-CR¥R™- B
-NHC(0)-CR*R™-;

Zl ji Q %@_‘(}—CRSaRSb—'

Y % H-C(ONH-T FLt £ /57665, ik ﬂmﬁAm*Hﬁﬁ

NRP—

A3 A N A S
s /4)\ BN W, S
PO G

2

2

Z4 ji Q _CR9aR9b_ . -CRgaRgbCRgcRgd-Q-CRloa:CRIOb-;

R* AR & HMALIEH A il KRB Cre btk

B, RAR® HASRIRIE F— @R 3 2 7 eI BRI e B, TR ER
BEHE BRI IR — AN E A R PTEUA, R % 708 A1 b3
Ak Cre ittt CrebtAdE, PFridbekoibe d A ERpi e, Hdk. FIHEIL Cie
KEA P

25
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R*¥F1 R™ & FAOLIE AE i KRB, e Ty — s A
S OIEHEE. AT R ATHUAR

R™, R™®, R*M R &ML AT A W&, M. BE. 5. Cuelt
F . Cre B SR'.NR'(R").OCOR'.OCOOR'.COOR'. CONR'(R")E OCONR'(R"),
B e B e AT b 2 AL FIEEE Cr KA L TR

B, R, R RA R T EFA-SAHABR R T 3 & 7 eI bk
BRI, PR be st B R e AT e g — B2 A RY BB, R™ 55 AT
WHIT K2 . FIt. Crebidt. CreltEdt, Pridbedloile EFATE 4
. fEHE. FHEEDK Cre R TR

R™ M R® MR HAL il MR, Frd e mks— e AN
S OIEHEE. AT R ATHUAR

o, R® RO GHIARIRIE T —HEIER 5 & 10 T BiE. Fpidt, SR
R, HATGRME AN RM BB, RM E MR AR, Kz ik, &
. Crebidd. Cig b,

RIGEHE. . W&, HEE. FEE. Cuehidh. Cehidt, rdktoilea
BT M2 AL, FUEEEK Coe FEA R T

R¥ A1 R® %% MO IR A Tl e, MR, HdE. B3, JUOE. Cuekidt.
Cre JREHE, PRl atm SR TR k8 iHdE . FURB Cre b 2R P HLA

a#, R¥™ R® SHHARIR R R 3 & 7 e ke ik i R e 2, Bk g
BEBUR BTG — AN EE A RY BTEUE, RY S EMNLIEA. KE. g,
FHE Cre litdh Cue L, Frdbr s A K ER . iHRE. FHEE Ce
Ft S A T LA

B, R EHR™ R, R RYH R P IE 3 & 7 ekt
ARG, RSB BRI e AT — D 2 A RV FTEE, R % H 0T
WEM Kz, M. JUOE. Cuebidh. Crekifdt, Frid ol STk 4t i
. fEHE. FHEDK Ce AL AT RS

o, RO MR SAHARER R IR 3 & 7 e ket s R e 2, Bk i fe
BEBUR BTG — AN EE A RY BTEUE, RY S EMNLIEA. KE. g,
FHE Cre liiHE Cre TEIE, Frdbr s @A xR . RS FHEE Cie
Ft S A T LA

o, R R™ B R™ AT R™ SAHATER 7k 3 & 7 e ke ko ke
B, TR LB RIS AT A AN B A RY TR, R & FAOTIE F R
bR HIE . FHE. Crebidh. Cre i, PR Bt d S TE W < & 5t
FHEB Cy AL T HUL

R*™. R™. R M RMF [k (A, . B, KR, . BE. 5Ut.
Cro btk Crobrfa i, PR st d S MR xR RS FIEE Cre i At
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BT ELAR

o, R R B R™ AT R™ SAHARRR A Lk 3 & 7 Jei ke ko ke
3, PR BRI G RAT g — AN B A RA BT, R % EOTIE H I
bR HIE . FHE. Crebidh. Cre i, PR Bt d S TE W < & 5t
FHEB Cy AL T HUL

i, R™ R, R*M R™ ffF—45 R™ R™. R™ R R fff—P—i
R 3 & 7 UGB IR e, IR IR e R B R e RT3 — AN B2 4> R
FREAS, RA S EMOIE . MR, M. B, Cue bidE. Cue B, Pk
Pr B AR 2 AR FUREL Cle R R BT

R'ZHI R & (MO (AL Tl Fedk. )R, L. 3. 5. Cuebidt.
Cre JREHE, PRl atm SR TR k8 iHdE . FURB Cre b 2R P HLA

%, R R HHAREF LMK 5 £ 10 uiikedt. RGEE. &
ok, HATEM AT E A RY BTEUR, RY S AMOIEAM. K&k, Bk,
F I, Crelidbh. Crg it

R® 3% F AL C 6 Hidts

R'EE R"MSZHIE A . Crelidt. Cuebiit;

n ik 0-2 Z[EHEH, Flan1 82,

2. WBCRIZER 1 kg g, B RREAS. . PR, ZESENRPLE,
PR EE, TR

3. WIBCRIER 1 8% 2 Brid g A&, HA Y % H-C(O)NH-.

4. QIBCRFESR 1-3 A —Tirid g ag, Hoh a1 s tb S s T 25l o8

P 2=z,
R H Z N L ,423
pZ N-Z
O
OH O

5. WIAURIZER 14 E—TATR RO ATIE, Hoh RUE B ZREE, Pk R ffid gl —
AEEA RM B, RY SEMEEM. KR, A FUE. Cue btk Cue
BEAE, JInRpe i ot A AR K A BB Cre KT A I AR

6. WIALRIZER 1-5 F—WFnE A g, Hrh RUGEAZREE, PRk R Tkl 1
FAADRMNPrEUR, RY S FMOE A K3 R R Cre it K918 Cu

BEHEBL Cre HEsi At
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7. WIRLRIEER 1-6 AE—TANR RO ATE, Hob RUEARE, Pk R fiisd 1
£ 4 A RM PREUL, RM S EMOIIEH MR CLe prddE: #-— D, R' ik

oS oL O S
ﬁ W& ﬁ *@W ﬁ
0, L *‘@

(edeau v B v o8
L

8@&%y*17& R, Ha T st sl 2 Y
0

_Zz ‘\21_22
/\ L = N/\L :23
N'Z4 N-Z°
O = N
Ia OH © M
9. WK HE R 1-8 AT—T TR K g, Hrp L 4% H -CH,-+ -C(CH3)-+-CH(CH3),-

-C(0)-+ -CH,CH,-B%, ;X o

10. WIBCRESR 19— A &, H L% H-CH,-.

11 QIBCAIER 1-10 HE— IR i g, b s T ol S s al 25 1 5k
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o) ey
RN NN z
P N-Z'
OH O

12. ﬂD?FXiF'J;&klllE TR A 3, Hoh aQ T sl S s n] 2 AT R

O
_22 21‘22
/\
Z N z°
/\,\rz‘1
O
Ma o OH O

13. WIBCRESR 1-8 AT — T HTIA I &, Hp L 1% H-CH,CH,-»

14, QIBCAIER 1-8 B 13 A& — TR i T 3g, Kb aC T Bos b e e nl 25 1]

i
152
/\ Z
N’Z4

15, QIBCAIER 1-8 B 13-14 (£ —IUTR AR, ol T s fe St n]
ZIHEE N

o \21‘22
/\ > g
Z "N~ > Z
yZ N’zft
O
IVa o

16. QWIRCRIZER 1-15 AT Tk g, Kb 2’ % [ % E-CR*R™-, R¥ Ml
R4b%‘§3ﬂiwi§é s ﬁ\ %j C1-6}:75%0

17. WBCFIZR 1-16 AE—RNR R A, Hb Z° B A 8#E-CR*R™-, R™H
RY & BMSIGEAE. il HREUF A,

18. fIRUH SR 1-16 BE 17 £ TiFriA A g, Hd Z2° % B4 . -CH,-. -CF-.
-CH(F)-. -CH(CHj3)-B%-CF(CH3)-, Lk, -CH,-+ -CF-B{-CH(F)-,
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19. WRCRI B R 118 L BUFE 0 ik, Bk 2 3 [ -CRYR™-
-CR*RCR¥R™-, -CR*=CR"- -N(R)-+ -O-+ -C(0)- -$Oy+ -C(0)0-, -O-CR*R™-
8%-C(0)-CR™R"-,

R, R, REM R ZFEMrkAS. . HE. Wi, BE G, Cek
Hey AR Cre FEHEER Co A

R™, R, R FI R SHI4RIR RS 3 £ 7 e bk i R e 3, pid
Rk R e A e g — A k2 A RY FriAC, RY & A orik (. )&, T
He, FH. Crelidd. XL Crebidt. Cre i,

ROHI R® % FISIIE AL . K. Cue SRR Cre Bk,

B, R™. R® SHHARIRE T RS AL 5 % 10 TEFFbest. ZRFpede. J9HEag

A, B — A EA RM i, RY &AM AN, )R, JEE. Cu
fEdk

RIEBAS. M. BER. Crebrdlml ki Cre bk,
nikH 0. 13¢2,

20. WA E R 1-19 TP R A&, Hd Z° & H-CR*R™-.
-CR™R™PCR™RY-.-CR®=CR"- . -N(R")--0-,-C(0)-+-S0,---C(0)0-H-O-CR™*R™-,

R™, R, R*MRMFHMEHS. T Kz FRIDK Cre bl

B# R R, REAI R S5HISBIRE 7&K 3 ok, Pkt r
P —AEE A RY BB, RY & EHMTE A MR, Cre B Cre kit
s

R R® % AR A T KRB Cre BEFEBUR R Cor B2k

o, R® R® SAHATERIEF— I 5 & 6 T ek o 753, Hmk g
—AWEAN RM PrEUL, RMHEMOLEF T KRB Cre Kok

RIEES . Gl Cre BedEoxift Cre bidt;

nikH 0. 132,

21 WIRLFIE SR 1-19 E— TP R A&, Hd Z° & H-CR*R™-.
-CR™R™PCR™RY-.-CR®=CR"- . -N(R")--0-,-C(0)-+-S0,---C(0)0-H-O-CR™*R™-,

R™, R, R*MRMFHMEHS. T Kz FRIDK Cre bl

B# R R®. RM R TR SHABIRE & 5 ok, fr
R BT — DB EZ A RY B, RYPEAN. W& Cre SR KAC Cre
Bk

R R® % AR A T KRB Cre BEFEBUR R Cor B2k

o, R® R® SAHATERIEF— I 5 & 6 T ek o 753, Hmk g
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—AEEZAD RM B, RMIEHER. KRB Cre bidk;
RIEBAS. M Cre ket kit Cre bk,
nikH 0. 13¢2,

20 WIBLFE R 121 E— TP R A&, Hd Z° & H-CR*R-.
-CR™R™PCR™RY-.-CR®=CR"- . -N(R")--0-,-C(0)-+-S0,---C(0)0-H-O-CR™*R™-,
R™. R, R*M R & HMOLE A i KR, B Cebidt; R®M R %
AT A T R ERIE Cre e REBURAR Crg itk RTEHE T Cro ESEDL
A Crektdt; nikH 0. 1802,

23. WRCRIEESR 1 ik A%, Hid 223% 3 -CHy-. -CH2CHo-+ -CHo=CHo-+

-NH- . -N(CHj3)--N(CH(CH3)5)- - -N(C(O)CH3)-~ -N(SO,CH3)- -O-- -OCH,-E{ A 0

24, WK 1-23 AE— TR A &, Hoh Z' ik F g,

25, WIKURER 123 (E—BUFTAMATE, Joh Z) % H-CR¥R™-, R¥ A R™ %
OB S, B, MR, BIE. Cukilh. Croliidt, FRABIESE A
S (R4 b 4 TR AR

26. QIBURIZR 1-23 F—HWipTE A g, Kb 2% H-CR¥R™-, R*. R® 5
THARBR SR TR 3 2 6 TR BEdE, Pk R RGeS A1 — N Z A R TR
R, R FEMOLIE AN MK Cre Fidk. Cie PraHE, Fridlekksile d i mk
B R PTEUR

27. QIBURIZR 1-23 F—TiFnE A g, Kb 2% H-CR¥R™-, R*. R® 5
MHARBR R F— T 3 & 6 JuIRbedE, PridIRpe ik — 2 RY R,
RY S FMOAE A K3 Cre itk Cre JRaSE, PNk be s A BT b 1
2 TEAC

28, WIBCRIESR 1-23 AE— TR ik, Hd z' k[ R™ F1 R® S54RI
—HEIEAL 3 & 6 UM AT, TR BRI b Tk — A s 2 A
R P, RY & EMSIEE M. KR, Cue itk Cre B IE, iR EsibsA
FEAT I 1 22 BTHLAG

29. WIRLFIEER 1-23 AF— TR %, Hrph Z2'#%8-CH,-. -CFo-. -CHE-.
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-CH(OH)- . -CH(CH3)- . -CH(CH,F)- . -C(CH,F)YOH)- . -C(CH3)(OH)- .
-C(CH,CH3)(OCH3)-+ -CH(CH,CH3)-. -C(CH;3)(OCH3)-E¢-CF(CH3)-, 1Li%-CHa-.
-CF,-+ -CHF-. -CH(OH)-. -CH(CH3)-Bi-CF(CH3)-+

30. ABURIEE SR 1-29 TR i i, Hid 2736 8-CR™MR™-.

31. GOBURIEESR 1-29 £ TR g, Hid 2 3% B-CR™RPCR™R™-.

32, WIRRIESR 1-31 [E—T R A, Hid R, R®. R* M R & {ahar
HHE. T B, KR, B Clebidl. Celifddt, PridfestoileE ATk
% 041 28 BT EA

33, WIRLRIESR 1-32 [E—T R A, Hid R%, R®. R* M R & {ahar
EEE. - B, . Fi. 23, -CHF, 3-CH.F.,

34, QIBCMIESR 1-15 AWk i A, 2o aQ T s e et nl 25 £60

8a p8b
o R° R RSE 5
N\ R4a
1 ~
R N /N \ A R4b
@)
OH O v

35. WU EER 1-15 B 34 A TR HTE, Hrh a1 e st nl 2

36. GIBURESR 34 B 35 Rk g%, Hidb z2° %6 H-CR™R™-.,
37. WIRREESR 34 5 35 PRk A&, Hid 20 % 5 -CR™RPCR*R™.- .
38. WKL ESR 34-37 AF—TFTR ik, Hidr R%. R®. R R™M & [ Jhor

WHE T Bk KR Bk, Cue ittt Cre i, Fidleltoile d it Eik
B R PTEUR
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39. WA ESR 34-38 A — TR A i, g R%. R®. RPHI R™M & H b
HHEEA. . B J. P, 4. -CHF, 5-CH,F.

40. WIRLAIBESR 1-15 /B TAFA R i, Hd Z2* % B-CH,-. -CH(CH3)-.

Cl Cl Cl R F
i :i i ’z F—i Ii Cl—é i 5 :i
‘CHZCHZ‘\ ~ ~ ~ ﬁ [

41. WIRRIEESR 1-15 AT — TR &, Hd 2P %% B5-NR)-. -0-. -C(0)-+
-SO,-» nikH 0. 132,

42, QUBURIZR 1-15 E—TUFRA R g, Hp R, R SMH4RIE F—2E
F 3 B 6 JTUIRGE IR B IR B, TR PR Be S BRFRBE S AR 4 1 28 34> R™ AR,
RV HMOIE A MH . Cre FEAETKR Cre bidk.

43, FIRCRIER 1-15 B 42 A B M g, Horh R™, R® 5AH4RIRE F—
FIERL 3 2 6 ST BRI R e, ik PRk s PR A b 1 % 3 4~ RY
FRERAY, RY & AMOLIE A K3 Cre brAEEmfR Cre i kts

44, IR EESR 1-15 BE 42-43 /R TARTA R AR, Hop R®. R®™ 5AH4RH 5
T 3 £ 6 UGB A A, TR IR R B A I e Tk 1 2= 3
RY B, RY & EAMAIEA R ME. Cre bilBixfC Cre ki,

45. WIRFIESR 1-15 A — TR ik, Hrp 22 % [{-CR™R™-, R®. R &
3% 9 OCOC .65t 4E . OCOOC .6 Bt 4L . COOC .6 FiiH . CONH(C 1.6 %52 52) Bk OCONC.¢
JEdE(Cre e i), ATk Cle il g L. TR,

46. WIBCFIEER 1-15 T prA A&, b 2! % 5 5%, 2° 7% H-OCR™R,
Z' ¥ H-CR™R™-, Hrh R™ 5 R™ 8 R 5 R S54RI T &EK 3 & 7 T
SERLBURIA AL, PRI GE LB R A e B e 1 & 3 M. K& BE. Cus
Fe PTG

47. WIRRIER 1-15 ATk Mg, Hep Z2' i A-CR¥RY-, 20 %A

-CR*R™-, Hop R% M R™ GAHAROR IR F B 3 & 7 eI bedt:, ket r
A 12 3 MR FIE Cre FeENTHUL.
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48. WM ESR 1-15 A —TipriR A&, Hd L % H-CH-. -CH(CH3)-+

cren Rk,

49. WIRLFIEER 1-15 AF— TR %R, Hd 223 B5-NR))-. -O-. -C(0)-+
-SO,-, RTEHS. Cre BB M1 Cre fidk, n=0. 1882,

50. 3 I Pt et nl 25l #

fou &@ Ive @ﬁ fou &@
oarsalalivaresiicarse)

i
e

34



WO 2022/089562 PCT/CN2021/127270

@@ @CBQ@ @65?&
%ﬁ foansatiiivares:
@@ @piﬁ J@N;Qj)

OH O
F
o) o) 0
N~ NN N~ Y ON N /N/@Q
H = N H = N H Z N
F F O F F O F F O
OH O OH O OH O
o
S coder D o
N N\ N “ "N ) /@o
/@\/\H Pz N /@(\H = N /©\/\H ] NJ
F F O F F O F F 02
OH O OH O OH O
o
o) o Q /<s 9 45”
O™ ) Qﬂﬁ?&”) @mﬁff’q\(”)
Z /
F F oo P N F F O F F O
OH O OH O OH O
SRR e <
N~ AN
vy SOy OOV O
" AN N F F ooy F F O
F F O o &
OH © OH O
0 0 o]
N /N@ N /N/ﬁ N Z N
H P4 N H P> N P N
F F O F F O F F O
OH O OH O OH O
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o o 0 Q o
IsapseiPsapesieapee)
H =
R A 2L F F 0PN N/$ F F O
OH o OH O OH O
o O— F o o 0 o
N Z NX}F N z N>S>A N Z "N l
H N H AN H NN
F O F F O F F O
OH O OH O OH O

0 o 0 ° o /q':
F
isasestieasestivaneels
OH O OH O OH O
F 0 o /H% /N‘N
|
OH O Cl OH O OH O
(o] (o} o
jsapestcanee’MNoa %@
OH O OH O
8o ) ®
OH O © OH O OH O
N-N N~-N [
! F &
OH O OH O °
51. GORCHIEER 1-50 AF— SR I &, Herb ik HIV i 55 42 00 884 I

FEAIUE, PridBABNGRE A B S. RBNEH. e, 28
F FEETT, UEEFHEFHEIR ST RS,

52. WIBCRIZER 1-51 AL—IRPTR R, 6 rh B s a2 5 5 5 g ) 2
HIPERRBR, PRk s HIV a8, Prid HIV B AR ilig g Y143C
RAZ. EQ2Q/N155H P H RAZEF G140S/Y143H/Q148H = H R4

53. BURIER 1-50 3 a1 s A S M0 BscH: I 24 1 6 A2 il 26 T T 6 Bt 3030
ARG TUER) HIV i 8 G 25 h i L
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R2 Z1_22
R Y. :
\ /
y N-Z*
0]
OH O

I
Hdr, RS RE L. Z'. 72 7%, 7% Y bR R 1-50 A — T i sE e

54. GORCHIEER 53 Bk g,  Ho a4t 30 250328 18 86 T ) 551
BB R S S S B R B 7 28 B S BT, LI R
F. BERS. LS hF. 280+ . R1EEEF. Trizivir. Nevirapine. &R
BE. 3 F AR BT BRI YIRS LRS-
Fo. BAEB . B PFRIEE. WERS. SRS, S RE. ik
FKEs PTERF. KIEFE. afbde. Fimhis. Bilifhix, RITHEKR. 2400
Fk, ELEFAEFEIRE R

55. QIBCMIEER 1-54 AF— TR A ade , e ob Pl e i o2 P B DA o (R 542
JITI R A o (1 R SR AT B Y S

37



INTERNATIONAL SEARCH REPORT International application No.
PCT/CN2021/127270

A. CLASSIFICATION OF SUBJECT MATTER
C07D 471/00(2006.01)i; A61K 31/55(2006.01)i; A61K 31/4985(2006.01)i; A61P 31/18(2006.01)i

According to International Patent Classification (IPC) or to both national classification and IPC

B. FIELDS SEARCHED

Minimum documentation searched (classification system followed by classification symbols)
C07D; A61K; A61P

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched

Electronic data base consulted during the international search (name of data base and, where practicable, search terms used)

CNABS, DWPI, SIPOABS, CNTXT, EPTXT, USTXT, WOTXT, CNKI, PUBMED-CHEM, BING, STNext, [ E3#AK, £
F5: BB A Y, AR, WA, X, PUE, IER, HIV, NISSH, E92Q, G140S, Q148H, Y143H, Y143C, THZ, 245,
structure search

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category™ Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.

X WO 2020197991 Al (GILEAD SCIENCES, INC.) 01 October 2020 (2020-10-01) 50, 53
claims 1-81, 83, 85-87, 98, 107, description paragraph [0007]

Y WO 2020197991 Al (GILEAD SCIENCES, INC.) 01 October 2020 (2020-10-01) 1-49, 51-52, 54-55
claims 1-81, 83, 85-87, 98, 107, description paragraph [0007]

A CN 107531727 A (GILEAD SCIENCES, INC.) 02 January 2018 (2018-01-02) 1-55
claims 1-33

A CN 104995198 A (GILEAD SCIENCES, INC.) 21 October 2015 (2015-10-21) 1-55
claims 1-108

A US 2017362252 A1 (MERCK SHARP & DOHME CORP.) 21 December 2017 (2017-12-21) 1-55
claims 1-20

A CN 101212903 A (SMITHKLINE BEECHAM CORP. et al.) 02 July 2008 (2008-07-02) 1-55
claims 1-56

PX WO 2020221294 Al (TUOIJIE BIOTECH (SHANGHAI) CO., LTD.) 05 November 2020 1-55

(2020-11-05)
claims 1-24, description pages 47-51 biological evaluation

Further documents are listed in the continuation of Box C. See patent family annex.

*  Special categories of cited documents: “T” later document published after the international filing date or priority
«A” document defining the general state of the art which is not considered date and not in conflict with the application but cited to understand the
to be of particular relevance principle or theory underlying the invention
«g” earlier application or patent but published on or after the international «X» document of particular relevance; the claimed invention cannot be
filing date considered novel or cannot be considered to involve an inventive step
«1» document which may throw doubts on priority claim(s) or which is when the document is taken alone
cited to establish the publication date of another citation or other «y» document of particular relevance; the claimed invention cannot be
special reason (a§ specified) ) o considered to involve an inventive step when the document is
“0” document referring to an oral disclosure, use, exhibition or other combined with one or more other such documents, such combination

means being obvious to a person skilled in the art
«p>» document published prior to the international filing date but later than . &

e ] document member of the same patent famil;
the priority date claimed P Y

Date of the actual completion of the international search Date of mailing of the international search report

04 January 2022 26 January 2022

Name and mailing address of the ISA/CN Authorized officer

China National Intellectual Property Administration (ISA/
CN)

No. 6, Xitucheng Road, Jimengiao, Haidian District, Beijing
100088, China

Facsimile No. (86-10)62019451 Telephone No.

Form PCT/ISA/210 (second sheet) (January 2015)



INTERNATIONAL SEARCH REPORT International application No.

PCT/CN2021/127270

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Drug Resistance Mutations)"”
FF N BB IR (Chinese Journal of Zoonoses),
Vol. 34, No. 1, 31 December 2018 (2018-12-31),

pp. 4-53

Category™ Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
PA WO 2021093846 Al (TUOJIE BIOTECH (SHANGHAI) CO., LTD.) 20 May 2021 1-55
(2021-05-20)
claims 1-15
Y 5L5FR %% (WU, Shouli et al.). "HIV- 17 75 2248 i/ 5734 B (Research Progress of HIV-1 1-49, 51-52, 54-55

Form PCT/ISA/210 (second sheet) (January 2015)




INTERNATIONAL SEARCH REPORT
Information on patent family members

International application No.

PCT/CN2021/127270

Patent document

Publication date

Patent family member(s)

Publication date

cited in search report (day/month/year) (day/month/year)
WO 2020197991 Al 01 October 2020 PE 20212074 Al 26 October 2021
CA 3128961 Al 01 October 2020
IL 286328 DO 31 October 2021
SG 11202109650 X A 28 October 2021
us 2020317689 Al 08 October 2020
us 11084832 B2 10 August 2021
™ 202102499 A 16 January 2021
AU 2020245350 Al 18 November 2021
KR 20210142711 A 25 November 2021
CcO 2021012319 A2 20 October 2021
CN 107531727 A 02 January 2018 SI 3466490 Tl 31 December 2020
PT 3466490 T 24 December 2020
us 2016289246 Al 06 October 2016
us 9630978 B2 25 April 2017
AU 2016244035 Al 12 October 2017
AU 2016244035 B2 01 November 2018
MX 2017012393 A 21 February 2018
EA 201791872 Al 30 April 2018
SI 3277691 Tl 30 April 2019
AU 2019283812 Al 16 January 2020
PT 3277691 T 16 May 2019
KR 20170131672 A 29 November 2017
KR 101982431 Bl 27 May 2019
CN 110790773 A 14 February 2020
CA 2080362 Al 06 October 2016
CA 2980362 C 25 February 2020
KR 20190057158 A 27 May 2019
PL 3277691 T3 31 July 2019
AU 2018236826 Al 18 October 2018
AU 2018236826 B2 19 September 2019
HK 1248688 Al 19 October 2018
EP 3736274 Al 11 November 2020
WO 2016161382 Al 06 October 2016
EP 3277691 Al 07 February 2018
EP 3277691 Bl 30 January 2019
HK 1249103 B 07 February 2020
TR 201905009 T4 21 May 2019
ES 2718410 T3 01 July 2019
NZ 735575 A 30 November 2018
SG 11201707905 W A 30 October 2017
EP 3466490 Al 10 April 2019
EP 3466490 Bl 21 October 2020
BR 112017020837 A2 03 July 2018
ES 2837383 T3 30 June 2021
JP 2018510168 A 12 April 2018
JP 6402259 B2 10 October 2018
IL 254552 DO 30 November 2017
JP 2018188483 A 29 November 2018
JP 6745308 B2 26 August 2020
CN 104995198 A 21 October 2015 EP 3067358 Al 14 September 2016

Form PCT/ISA/210 (patent family annex) (January 2015)




INTERNATIONAL SEARCH REPORT

Information on patent family members

International application No.

PCT/CN2021/127270
. Patf‘/nt document Publication date Patent family member(s) Publication date
cited in search report (day/month/year) (day/month/year)
EP 3067358 Bl 07 August 2019
MX 357940 B 31 July 2018
CN 111303152 A 19 June 2020
UA 114351  C2 25 May 2017
SM T201600157 B 31 August 2016
IL 274988 DO 30 July 2020
EA 201890236 Al 31 October 2018
EA 037633 Bl 23 April 2021
JP 2019023204 A 14 February 2019
Ip 6571256 B2 04 September 2019
us 2017260204 Al 14 September 2017
us 10035809 B2 31 July 2018
KR 20200067930 A 12 June 2020
KR 102246963 Bl 30 April 2021
MD 20200093 A2 31 May 2021
DK 2822954 T3 30 May 2016
LU C00083 12 15 October 2018
CR 20170279 A 19 October 2017
PL 2822954 T3 30 September 2016
BR 122015029881 A2 22 March 2016
AR 094197 Al 15 July 2015
AU 2021221427 Al 16 September 2021
CA 2893843 Al 26 June 2014
CA 2893843 C 04 September 2018
HU 51800035 nn 28 September 2018
HK 1216643 Al 25 November 2016
MY 164352 A 15 December 2017
DK 3067358 T3 04 November 2019
PL 3067358 T3 28 February 2020
KR 20210049956 A 06 May 2021
SI 3067358 Tl 31 December 2019
MD 4754 Bl 31 May 2021
RS 54873 Bl 31 October 2016
NL 300947 12 26 September 2018
ME 02400 B 20 September 2016
JP 2016508134 A 17 March 2016
Ip 6028105 B2 16 November 2016
CN 107674086 A 09 February 2018
AU 2013361401 Al 27 August 2015
AU 2013361401 B2 05 January 2017
AU 2013361401 C1 09 August 2018
HR P20160544 Tl 15 July 2016
us 2016176885 Al 23 June 2016
us 9663528 B2 30 May 2017
SG 11201504857 S A 30 July 2015
EP 2822954 Al 14 January 2015
EP 2822954 Bl 09 March 2016
PH 12016500389 Al 01 October 2018
PH 12016500389  B1 01 October 2018
uUs 2017362252 Al 21 December 2017 WO 2016094198 Al 16 June 2016

Form PCT/ISA/210 (patent family annex) (January 2015)




INTERNATIONAL SEARCH REPORT

International application No.
Information on patent family members

PCT/CN2021/127270
. Patf‘/nt document Publication date Patent family member(s) Publication date
cited in search report (day/month/year) (day/month/year)
EP 3229804 Al 18 October 2017
EP 3229804 A4 30 May 2018
EP 3229804 Bl 06 May 2020
uUs 10150780 B2 11 December 2018
CN 101212903 A 02 July 2008 ZA 200708970 A 30 July 2008
ZA 200708970 B 30 July 2008
UA 96568 C2 25 November 2011
CN 101212903 B 24 July 2013
WO 2020221294 Al 05 November 2020 ™ 202106689 A 16 February 2021
WO 2021093846 Al 20 May 2021 ™ 202120510 A 01 June 2021

Form PCT/ISA/210 (patent family annex) (January 2015)



EFRERIRE [ P F I 5

PCT/CN2021/127270

A ESIRbaES

CO7D 471/00(2006.01)1i; A61K 31/55(2006.01)i; A61K 31/4985(2006.01)i; A61P 31/18(2006.01) i

FZIR PR R 23 3% (TPC) B ] 4% 8 ] 28 7 SRR TPC P ok 702K

B. AENTbE

53 A A AU PR BE STk (BB 2 2
CO7D; A61K; AB1P

RGP RT)

AR AL TR AU 10 o o I PR B SR L AR AR R 2R STk

e P R I & 10 H 1 R e (B R A4 A, AR A CanfiE DD )

CNABS,  DWPI,  SIPOABS, CNTXT, FEPTXT, USTXT, WOTXT, CNKI, PUBMED-CHEM, BING,  STNe-
xt, BAEEAR, 55 L/i%?ﬂi% T, #RE, X%, Hf5, Z1EW%, HIV, N155H, E920, G140S, Q148H,
Y143H, Y143C, f#y, =4, SR

C. LEE s

% AU SIS, BERN, IERMHEEETE A == BRI B SR
X W0 2020197991 Al (GILEAD SCIENCES, INC.) 20204E10H1H (2020 - 10 - 01) 50, 53

RURIEER1-81, 107, iR [0007] B

Y WO 2020197991 Al (GILEAD SCIENCES, INC.) 20204E10A1H (2020 - 10 - 01)
PR ER1-81, 83, 85-87. 98, 107, iHAHH%[0007] B

83, 85-87. 98,

1-49, 51-52, 54-55

A CN 107531727 A (GERIEEIL2AF]) 20184E1H2H (2018 - 01 - 02) 1-55
BRI R 1-33

A CN 104995198 A (35 B {22/ F]) 20154E10 H21H (2015 - 10 - 21) 1-55
BRI R1-108

A US 2017362252 Al (MERCK SHARP & DOHME CORP.) 20174E12H21H (2017 - 12 - 21) 1-55
BURIER1-20

A CN 101212903 A (S22 w3 B LA A= 5E) 20084E7H2H (2008 - 07 - 02) 1-55
BURIE R 1-56

PX W0 2020221294 Al (LlEHAEVMEARBERAT) 2020811 A5H (2020 - 11 - 05) 1-55

BURIEER1-24, iR $55847-50 5T A PP 4y

[V ]34 scpbreckms o b LRI R

* G R R AR, “77 EHFHBIER O 2 e A4, 5 RiEARIRA, (B0 THERE

E[

“nr Y AR RR T I A — RS F SO R A) 2 IR R B I TE o
“g” EE%$%E%%%&ZE®E%E%$%&%% X GHESHIH, BERERTE, URERRPHZATR
LY AT BRI A TSR R BRSO, B S — RS F S pman Stk X
x B v ORBUBXILH, ST BAE LRSI
E%Egﬁammﬁ%l LA b mkE it o RSOl Cn LA WEXA L, SQEESR BREERULLAGOR
“07 WROSATF. . BB R A TR “”ﬁfﬁﬁ@‘f
«pr A 46 R i EER T BRI R (s A (S0 & BRI SOr

IRl B iz 2R S o e A ) H 341

V] oz B4 5 M 2 1 341

o [ b BT e X B IR i 65 100088
fEEE (86-10)62019451

202241 H4H 202241 H26 H
TSA/CNF & FR A0 MR 2y ik ZRE R
] B 2 50 R 2 4R) (TSA/CN) T

1G5 (86-10)53961859

PCT/1SA/210 3 (58271) (20154E1 1)




EFRERIRE I B B IR 5

PCT/CN2021/127270
C. HETH
% AU SR, DER, FRIEMHKEE PRI
PA W0 2021093846 Al (Ll AAEMEARBERAT) 202145H20H (2021 - 05 - 20) 1-55
BRI R1-15
Y RAFMEE. HIV-1 5B Rt e, 149, 51952, 54-55
FEEIC RS, |, 84, 18, 2018%12H31H (2018 - 12 - 31),
445370

PCT/1SA/210 3 (58271) (20154E1 1)



Bl H S
XTREERNESR PCT/CN2021,/127270
Wit 4 8 0 B RS el Gl el

WO 2020197991 Al 202010 31H PE 20212074 Al 2021410 H26 H
CA 3128961 Al 2020103 1H
IL 286328 DO 2021410 H31H
SG 11202109650X A 2021410 H28H
us 2020317689 Al 202010 A8H
us 11084832 B2 20218 H10H
W 202102499 A 20211 H16H
AU 2020245350 Al 2021711 H18H
KR 20210142711 A 2021711 H25H
CcO 2021012319 A2 202110 H20H

CN 107531727 A 2018F1 H2H SI 3466490 T1 202012 H31H
PT 3466490 T 202012 H24H
us 2016289246 Al 20167F10 H6H
us 9630978 B2 20174 25H
AU 2016244035 Al 2017F10H12H
AU 2016244035 B2 2018F11 A1H
MX 2017012393 A 2018F2H21H
EA 201791872 Al 2018F4H30H
SI 3277691 T1 201994 H30H
AU 2019283812 Al 20201 H16H
PT 3277691 T 20195 H16H
KR 20170131672 A 2017711 H29H
KR 101982431 B1 20195 H27H
CN 110790773 A 20202 5 14H
CA 2980362 Al 20167F10 H6H
CA 2980362 C 20202 H25H
KR 20190057158 A 20195 H27H
PL 3277691 T3 201997 H31H
AU 2018236826 Al 201810 H18H
AU 2018236826 B2 201999 H19H
HK 1248688 Al 201810 H19H
EP 3736274 Al 202011 H11H
WO 2016161382 Al 20167F10 H6H
EP 3277691 Al 2018F2 H7H
EP 3277691 B1 201971 H30H
HK 1249103 B 20202 H7H
TR 201905009 T4 20195 H21H
ES 2718410 T3 20197 H1H
NZ 735575 A 201811 H30H
SG 11201707905W A 2017410 H30H
EP 3466490 Al 201945 10H
EP 3466490 B1 202010 H21 H
BR 112017020837 A2 2018F7H3H
ES 2837383 T3 202146 H30H
JP 2018510168 A 2018F4H12H
JP 6402259 B2 201810 H10H
IL 254552 DO 2017711 A30H
JP 2018188483 A 201811 H29H
JP 6745308 B2 20208 H 26 H

CN 104995198 A 20157F10H21 H EP 3067358 Al 20164F9 H14H

PCT/1SA/210 R (FMIREFMM) (201551 )




Bl H S
XTREERNESR PCT/CN2021,/127270
Wit 4 8 0 B RS el Gl el

EP 3067358 B1 20198 H7H
MX 357940 B 2018F7H31H
CN 111303152 A 202076 H19H
UA 114351 Cc2 20175 H25H
SM T201600157 B 2016F8 H31H
IL 274988 DO 20207 H30H
EA 201890236 Al 2018F10H31H
EA 037633 B1 20214 H23H
JP 2019023204 A 20192 H14H
JP 6571256 B2 20199 H4H
us 2017260204 Al 20179 H14H
us 10035809 B2 2018F7H31H
KR 20200067930 A 20206 H12H
KR 102246963 B1 20214 H30H
MD 20200093 A2 20215 H31H
DK 2822954 T3 201645 H30H
LU C00083 12 2018F10H15H
CR 20170279 A 201710 H19H
PL 2822954 T3 20164F9 H30H
BR 122015029881 A2 201673 H22H
AR 094197 Al 2015F7H15H
AU 2021221427 Al 20219 16H
CA 2893843 Al 201446 H26H
CA 2893843 C 2018F9 H4H
HU S1800035 I1 201849 H28H
HK 1216643 Al 2016411 H25H
MY 164352 A 2017712 H15H
DK 3067358 T3 2019711 H4H
PL 3067358 T3 20202 H28H
KR 20210049956 A 202145 H6H
SI 3067358 T1 201912 H31H
MD 4754 B1 20215 H31H
RS 54873 B1 20164F10H31H
NL 300947 12 20189 H26H
ME 02400 B 201649 H20H
JP 2016508134 A 20163 H17H
JP 6028105 B2 20167F11 H16H
CN 107674086 A 2018F2 H9H
AU 2013361401 Al 20158 H27H
AU 2013361401 B2 20171 H5H
AU 2013361401 C1 2018F8 H9H
HR P20160544 T1 20164E7H15H
us 2016176885 Al 201646 H23H
us 9663528 B2 20175 H30H
SG 11201504857S A 20157 H30H
EP 2822954 Al 20151 H14H
EP 2822954 B1 201673 H9H
PH 12016500389 Al 2018103 1H
PH 12016500389 B1 2018103 1H

us 2017362252 Al 2017712 H21H WO 2016094198 Al 201676 H16H

PCT/1SA/210 R (FMIREFMM) (201551 )




Bl H S
XTREERNESR PCT/CN2021,/127270
Wit 4 8 0 B RS el Gl el
EP 3229804 Al 201710 H18H
EP 3229804 A4 201845 H30H
EP 3229804 B1 202045 H6 H
us 10150780 B2 2018F12H11H
CN 101212903 A 2008F7H2H ZA 200708970 A 20087 H30H
ZA 200708970 B 20087 H30H
UA 96568 Cc2 2011711 H25H
CN 101212903 20137 H24H
WO 2020221294 Al 2020711 A5H W 202106689 2021F2H16H
WO 2021093846 Al 202145 H20H W 202120510 2021F6 H1H

PCT/1SA/210 R (FMIREFMM) (201551 )




	Page 1 - front-page
	Page 2 - description
	Page 3 - description
	Page 4 - description
	Page 5 - description
	Page 6 - description
	Page 7 - description
	Page 8 - description
	Page 9 - description
	Page 10 - description
	Page 11 - description
	Page 12 - description
	Page 13 - description
	Page 14 - description
	Page 15 - description
	Page 16 - description
	Page 17 - description
	Page 18 - description
	Page 19 - description
	Page 20 - description
	Page 21 - description
	Page 22 - description
	Page 23 - description
	Page 24 - description
	Page 25 - description
	Page 26 - claims
	Page 27 - claims
	Page 28 - claims
	Page 29 - claims
	Page 30 - claims
	Page 31 - claims
	Page 32 - claims
	Page 33 - claims
	Page 34 - claims
	Page 35 - claims
	Page 36 - claims
	Page 37 - claims
	Page 38 - claims
	Page 39 - wo-search-report
	Page 40 - wo-search-report
	Page 41 - wo-search-report
	Page 42 - wo-search-report
	Page 43 - wo-search-report
	Page 44 - wo-search-report
	Page 45 - wo-search-report
	Page 46 - wo-search-report
	Page 47 - wo-search-report
	Page 48 - wo-search-report

