A

2019142472

RU

POCCUVICKA Sl ®EJIEPALIUA

(51) MIIK
CO7D 487/04 (2006.01)

OEJNEPAJIBHAS CIIVXBA
10 UHTEJIJIEKTYAJIbHOM COBCTBEHHOCTHU

(12) 3ASIBKA HA U30BPETEHUE

® RU " 2019 142 4727 A

(21)(22) 3asBka: 2019142472, 22.05.2018 (71) 3asButennb(u):
TEPEBAHC BAMO®APMA Ap 11 Tu
TTpnopurer(b1): . AitlTu, O191Cu (US)
(30) KoHBEHIIMOHHBIN TPUOPUTET:
23.05.2017 US 62/509,847 (72) ABTOP(BI):

(43) Hara ny6nukanuu 3as8ku: 24.06.2021 Broj. Ne 18 JIOHT, Morman 1I. (US),
(85) lata Hayana paccMoTpeHus 3assku PCT Ha JIV, Mernau (US),
HaIMOHANbHOM (aze: 23.12.2019 XAJICOH, Paitau (US),

(86) 3asBka PCT:
US 2018/033818 (22.05.2018)

(87) Ilyoukanus 3asku PCT:
WO 2018/217700 (29.11.2018)

AJlpec A1 IEPEeTCKu:
129090, Mockaga, yi. b. Cracckas, 25, ctp. 3, 000
"FOpunugeckas ¢pupma I'opoaucckuit u
IMapTHEpH"

YUJITOH, Honra A A. (US),

BPOCCHII, INatpuk dx. (US)

(54) TIIIOKYPOHUHBIE ITPOJIEKAPCTBA UTHTUBUTOPOB AHYC-KMHA3bI

(57) ®opmyna u3oOpeTeHust
1. Coenmuuenue Gpopmyisl I:
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uA! BBIOpAH U3:
(a) rpymrbl, uMmeroren hopmyiy (i):

-[CH,],-N(R*)C(0)- (i)

IJIe a paBHO 2 WM 3; U R? MpeACTaBIIsieT coOoli Bogopoa wir Cy_3 aJIKuiI;

(b) rpymmsl, umeroiei hopmyy (ii):

6 (ii)
—fCH, [ [NReC(0)}—

rae b paBHo 0 wim 1; ¢ paBHo 0w 1; R? NpeACTaBIIsieT coOol Bogopoa win Cy_3 aIKui;

uB! BbIOpaH u3 Cq 1 apuna, Cy_g rerepoapuina, Cs_jo IMKIOAIKUIA U Cy_g TETEPOLMKIMUECKON

CPYIIIbI; TI€ reTepoapuiibHas rpymnma CoAep>KUT oT 1 10 4 TeTepoaToOMOB, BBIOPAHHBIX U3
a30Ta, KUCIOPO/Ia U CEPhI; apUIIbHAS UK TeTepOoapUiIbHAS TPYIIIA SBJISETCS HE3aMeIlEHHO
WY 3aMelnieHa 1-3 3aMecTUTeNs MU, He3aBUCUMO BEIOpaHHBIMU U3 C|_4 ankuia, Cy_3 aJIKOKCH,

dMHWHO, IMAHO, I'aJIOT'CHA, TMAPOKCHU, HUTPO U TpI/I(i)TOpMCTI/IJ'Ia; TCTCPOHUKIINYCCKAA I'PYIIIIa
COOCPIKHUT OT 1 003 IeTCpoOaTOMOB, Bbl6paHHBIX M3 a30Ta, KUCIIOpOoda U CEPLI; U
OUKJIOAJIKWIIbHAA UJIN I'CTCPOLUUKIIMYCCKA I'PYIIIIa ABJIACTCA HE3aMEIICHHOM MJIM 3aMeEIlcHA
1-4 3aMecTUTEISIMHU, HE3aBUCUMO BBI6paHHI>IMI/I n3 C1_4 aJIKuyJia, C1_3 AJIKOKCH, TUAPOKCH U

TpudTOop™MeTHIIA;
(c) rpymIibl, uMmeroriei hopmymy (iii):

—[CthNR“C(O)O—{CHzl .

rae d paBHo 2 i 3; e paBHo 0 v 1; R* MPEACTABIISIET cOOOW Bogopoa i Cy_3 aIKui;

(iif)

uB? BbIOpaH u3 Cq 1 apuna, Cy_g rerepoapuina, Cs_jo IMKIOAIKWIA U Cy_g TETEPOLMKIMYECKON

CpYIIbL, [AE FeTepoapuibHas rpynmna CoAepKUT oT 1 10 4 TeTepoaTOMOB, BBIOPAHHBIX U3
a30Ta, KACJIIOPOJIA U CEPBI; apUIIbHAS UIIM T€TEPOAPUIIbHAS IPYIIIA SBIISIETCS HE3aMELIEHHON
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WIN 3aMelleHa 1-3 3aMecTUTeNs MU, HE3aBUCUMO BhIOpAaHHBIMU U3 C_4 ankuia, C;_3 aJIKOKCH,

aAMUHO, IUAHO, TAJIOTE€HA, TUIPOKCH, HUTPO U TPU(PTOPMETHIIA; TETEPOLUKIINIECKAs TpyMa

COZIEPKHUT OT 1 10 3 reTepoaToMOB, BBIOPAHHBIX U3 a30Ta, KUCIOPOAA U CEPBI; U
LMKJIOATIKWIIBHAS WIM I€TEPOLMKIIMUECKas TPYIINA ABJISETCS HE3AMEILIEHHON UK 3aMelleHa
1-4 3aMecTUTENSIMU, HE3AaBUCUMO BbIOpaHHBIMU U3 C_4 ankuia, C;_3 aJIKOKCH, TUIPOKCU U

TPUPTOPMETHIIA; U
(d) rpymmsl, umerored hopmyiy (iv)

—{cHzL—NRi‘C(O)O—CH2 @)

rae f paBHo 2 v 3; R’ npenacrasisier coooit Bogopoa wim Cy_3 alnKui; U B3 BBIOpaH U3
Ce-10 apuna u C_g rerepoapuiia; rae rerepoapuiibHas IpyImna coaepxur ot 1 1o 4

reTepoaTOMOB, BEBIOPAHHBIX U3 230Ta, KUCIOPOAa U CEPhI; apWIIbHAS U TeTepoapuiibHas
rpyIIa sBJISIETCS He3aMEIIeHHOM WM 3aMellieHa 1-3 3aMecTUTeNsIMu, HE3aBUCUMO
BbIOpaHHbIMU U3 Cy_4 asikunia, Cy_3 aJIKOKCH, aMUHO, IIUAHO, TAJIOT€HA, TUAPOKCH, HUTPO U

TpudTOp™MeETHIIA;

WM ero (papManeBTUUECKH ITpUemMiieMast CoJlb.

2. CoequHeHnue 1o 1. 1, rae W! nmeer dbopmyny (1).

3. Coenunenue o 1. 1, rae W' nmeer dbopmymy (2).

4. CoenuHeHue 1o 1. 1, rae W! nmeer dbopmyny (3).

5. Coegunenue no jgrobdomy u3 1. 1-4, rae Al MPEICTABIISIET COOOM TPYIIY, UMEIOITYIO
dopmyay (i).

6. CoequHenue o jgrobdomy u3 1. 1-4, rae Al MPEICTABIISIET COOOM TPYIIY, UMEIOITYIO
dopmyury (ii).

7. CoemuHeHue 1o JroboMy u3 1. 1-4, rae Al MPEICTABIISIET COOOM TPYIIY, UMEIOITYIO
dhopmyny (iii).

8. CoenuHenwue 1o Jirodomy u3 ni.l1-4, rae Al MPEICTABIISIET COOOM TPYIIY, UMEIOITYIO

dopmyity (iv).
9. Coequnenue popmyisr 11:

Yo s 1
W
X
| N—t CH N
NN /Jr0217| N 11
R1
rac

a PaBHO 2 Wi 3;

R! MpencTaBisieT coooit Bogopoa uim Cj_3 aJKu,;
R? MpencTaBisieT coooit Bogopoa wim Cq_3 alKui; U

w! BBIOpAH U3:
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WM ero (papManeBTUUECKH TTpuemMiIeMast Colb.

10. Coeaunenue 1o 1. 9, rae W! nmeer dbopmymy (1).
11. Coenmtenue 1o 1. 9, rae W' umeer dbopmymy (2).
12. CoenunHenue no 1. 9, rae W! nmeer dbopmymy (3).

13. Coenunenue 1o JroomMy u3 nmn.9-12, rae R! MIPEJICTABIISIET COOON METUIT; U R?
MPEACTABIISCT COOOM METHIL.
14. Coequnenne popmysr I11:

= o)
W AN
NI N N—F CH, .
~N 11

rae
b paBHO 0 wim 1;
m pasHo 0, 1 wm 2;

R! IpencTaBisieT codboit Bogopoa wim Cj_3 ajJKum;

RO npeacrasisier codoit Bogopoa, Cy4 ankui, Cy_3 aTKOKCH, aMUHO, IMAHO, TAJIOTEH,

TUIPOKCH, HUTPO WIH TPUDTOPMETHIT;

KX IbIN R7, KOT'1a PUCYTCTBYET, HE3aBUCUMO BbIOpaH U3 C_4 ankuna, Cy_3 aJIKOKCH,

dAMHWHO, IMAHO, I'aJIOI'CHA, THAPOKCUIIA, HUTPO U TpI/I(bTOpMeTI/IJ'Ia; u

w! BBIOpAH M3:
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WK ero papMaleBTUUECKU ITpUemMiIeMast CoJb.

15.
16.
17.

18.
19.
20.
21.

22.

Coenunenue no 1. 14, rae W! umeer dbopmymy (1).
Coenunenue o 1. 14, rae W! nmeer dbopmyny (2).
Coemuuenve o 1. 14, rne W' umeer dbopmymy (3).

CoenuHenue 1o abomy u3 . 14-17, rae R! MIpEACTABIISIET COOOM METHII.
Coeaunenue no yirodomy w3 . 14-17, rae b pasuo 0.
Coenunenue no modomy w3 . 14-17, rae b pasHo 1.
Coeaunenue no odomy u3 ni. 14-17, rae m pasHo 0.

Coenunenue no odomy U3 . 14-17, roe R npeacraBisier cooou Bogopon, Cy_y4

AJIKWJI, TaJIOT€H, HUTPO WIA TPU(PTOPMETUIL.

23.

Coeaunenue no irodomy w3 . 14-17, rae R® MPEeJICTABIISIET COOOM BOJOPO/I, XJIOD,

METWJI, HUTPO WM TPUPTOPMETHIL.

24.

CoenuHenue no aobdomy u3 ni. 14-17, rae b pasHo 0; m paBHo 0; R! MIPEICTABIISIET

co0OM METUIT;, U R6 npeAcTaBIsieT coOov Boaopoa, C;_4 alIKWII, TAJIOTeH, HUTPO WU

TpUPTOPMETHIL.
25. Coenunrenue hopmysr [V:
= 0 RB
1 N
S \u(u CH
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rae
b paBHo 0 v 1;
n paBHo 0, 1 wim 2;

R! MpeAcTaBIIsieT coOov Bogopoa wuir Cq_3 aJIKui;
RS MpeACTaBIIsieT codoli Boopo, C;_4 ankui, Cy_3 aJIKOKCH, aMUHO, TAJIOTEH, IIMaHO,
TUAPOKCH, HUTPO WU TPUPTOPMETHIT,;

KaKObIN R9, KOTI'1a IPUCYTCTBYET, HE3aBUCUMO BbIOpaH U3 C_4 ankuna, Cy_3 aJIKOKCH,

AMHWHO, HUTPO, IraJIor€¢Ha, IMaHO, THAPOKCHUIIA U TpI/I('I)TOpMeTI/IJ'Ia; n

w! BBIOpAH U3:

.

NC N'N\
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v

WM ero (papManeBTHUECKH ITprueMiIeMast CoJlb.

26. CoenuHeHwue 1o 1. 25, rae W! nmeer dbopmymy (1).
27. CoenuHeHME 110 1. 25, T/e W! nmeer dbopmyny (2).
28. CoemuHenye 110 11. 25, rae W' nmeer dbopmymy (3).

29. CoenMHEHME T10 JIFOOOMY U3 M. 25-28, T/1e R! MpeJICTaBIIsSIeT COOON METHII.
30. Coeaunenue no J1irodoMy U3 . 25-28, rae b paBHo 1.
31. CoenuHeHue 1o JII00oMYy U3 . 25-28, rae n paBHO 0.

32. CoenvHeHUe 1o JII000MY U3 M. 25-28, rie R® npeacTasisieT coboit Bogopo, Cqy4

AJIKWJI, TAJIOT€H, HUTPO WA TPUPTOPMETHIL.
33. CoenuHeHwMe 1o JTr00oMy u3 . 25-28, e b paBHo 1; n paBHo 0; R! IPEACTABIISIET

co00M METWIT;, U R® npencTaBisieT coooit Bogopo, Cy_4 aTKWI, TAJIOTeH, HUTPO WIN

TPUPTOPMETHIL.
34. Coenunenue popmyisl V:
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rae

d paBHO 2 vy 3;

p paBHo 0, 1 wim 2;

X npencrasnsger coooi C umu N;

R1 npeacTasisieT codooit Bogopoa wim Cj_3 ajaKu;

R* MpencTaBisieT coooit Bogopoa wim Cy_3 aJKu;

R0 npencrasisier coooit Bogopon, Cy_4 ankui, C;_3 aIKOKCH, aMUHO, IIMAHO, TAJIOTEH,

TUIPOKCH, HUTPO WU TPUPTOPMETHIT;

KK IbIN R! 1, KOTJja IPUCYTCTBYET, HE3aBUCUMO BblIOpaH u3 C_4 ankuia, Cy_3 aJIKOKCH,

dAMHUHO, IMAHO, I'aJIOI'CHAa, THAPOKCUIIa, HUTPO U TpI/I(l)TOpMeTI/IJ'Ia; u

w! BBIOpAH M3:

.

NC N,N\

(1)
Py

‘\Z 2

o~
u
@]
N\ ,“S’/O
O
H 'IIN
. 3

WM ero (papManeBTUUECKH TTpuemMiieMast CoJlb.

35. CoenuHenue 1o 1. 34, rae W! nmeer dbopmyny (1).
36. Coemmuenme 110 11. 34, rae W' nmeer dbopmymy (2).
37. CoenuHenue 1o 1. 34, rae W! nmeer dbopmyny (3).

38. CoenuHeHue 1o Jro0oMy u3 1. 34-37, rie R! MpeJICTaBIISIET COOOM METHII.
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39. Coeaunenue 1o irodoMy u3 . 34-37, rae d paBHO 2.

40. CoenuHenue 1o odomy u3 . 34-37, rae R* MIpeJICTaBIISIET COOON METHII.
41. Coequnenue no Jirodomy u3 . 34-37, rae p pasHo 0.

42. CoenvHeHUe Mo JTIroOomy 13 mi. 34-37, rae R0 npejacraBisier cooou Bogopo, Cy_y4

aJIKWJI, TaJIOTeH, HUTPO UM TPUPTOPMETHII.
43. Coequnenue no rodomy u3 . 34-37, rae X npenacrasiisieT cooott C.
44, CoenuHeHue 1o rodomy U3 ni. 34-37, rae d paBHo 2; p paBHo 0; X mpeAcTaBiseT

coboii C; R1 MpeJCTaBIsgeT COOOM METHIT, R4 MpeJCTaBIsET COOOM METUIT; U R10 PENCTABIAET
co6oi1 Bogopo, Ci_4 aTKWUJI, TAJIOT€H, HUTPO WK TPUPTOPMETHUIL.

45. Coenunenue popmyisl VI:

= 0 o
1
w AN ) R'2
NI N N—[—CHZ-L—N 0
~~ F\;/‘l ||?5 VI
(R13)q
rae

f paBHO 2 nnu 3;
q paBHO O, 1 v 2;

R! MpeACTaBIIsieT coOo Bogopoa uim Cq_3 aJIKui,;
5 o .
R” npencrasisier coboit Bomopo uiu Cy_3 aaKui;
R!? MpeAcTaBIIsieT codom Bogopoa, Cy_4 ankui, Cy_3 aJJIKOKCH, aMUHO, IMAHO, TaJIOT€eH,
THIPOKCH, HUTPO WA TPUDTOPMETHIT;

kaxasit R'3, korma MPUCYTCTBYET, HE3aBUCUMO BbIOpaH u3 Cy_4 ankuia, Ci_3 aJIKOKCH,

AMHHO, IIMaHO, TAJIOTEHA, TUIPOKCHUIIA, HUTPO U TPUPTOPMETHIIA; U

w! BBIOpAH U3:

e

NC . N’N\
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WM ero (papManeBTUUECKH TTpruemMiIeMast CoJlb.

46. CoequHeHue 1o 1. 45, rae W! nmeer dbopmymy (1).
47. Coemuenue 110 11. 45, e W' umeer dbopmymy (2).
48. Coequnenue no 1. 45, rae W! nmeer dbopmyny (3).

49. CoenuHeHue 1o JIToOoMy U3 mil. 45-48, rae R! MpeJICTABIISIET COOOM METHII.
50. Coenunenue 1o Jro0omMy u3 1. 45-48, rae f paBHo 2.

51. CoenuHeHue 1o Jr0oMy u3 Il. 45-48, rie R> MpeJICTaBIISIET COOOM METHII.
52. Coeaunenue 1o JirodomMy u3 mi. 45-48, rae q paBHo 0.

53. CoenuHeHue 1o JII00oMYy u3 1. 45-48, riie R!? npejacrasisier cooor Bogopon, Cy_y4

aJIKWII, TaJIOTeH, HUTPO WA TPUPTOPMETHIL.
54. Coenunenue 1o aooomy u3 . 45-48, rae f paBHo 2; q paBHO 0; R! MPEJICTABIISIET

co00l METUIT; R’ MIPEJICTABIISIET COOON METUIT; U R!? npejacrasisieT cooou Bogopon, Cy_y4

AJIKWII, TAJIOT€H, HUTPO WIIM TPUDTOPMETHIL.
55. Coenunenue Gopmynst VII:

™3
0] N
Y \/\l}l NN
0] CHs Je
N
L/ w! VII
R12
HO,Co 0. O
HO“‘\Q""OH

OH
rae
R!? npencrasisier coooit Bogopon, Cy_4 amkui, C;_3 aIKOKCH, aMUHO, IIMAHO, TAJIOTEH,

TUIPOKCH, HUTPO WIH TPUDTOPMETUIT; U

w! BBIOpAH M3:
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WM ero (papManeBTUUECKH ITpUeMiIeMast COJlb.

56. CoemmHenue 110 11. 55, rae W' nveer dbopmymy (1).

57. Coemmuenwe 110 11. 55, rae W' nmeer dbopmyny (2).

58. CoemmHenwe 110 11. 55, rae W' nmeer dbopmymy (3).

59. CoenuHeHHME T10 JIFOOOMY M3 M. 55-58, T/1e R!? MIpeJICTaBIIsIeT OO0 BOIOPO/I.

60. CoenvHeHMeE 110 JIFOOOMY U3 IIl. 55-58, r1e R!? MPEeJICTABIISIET COOON HUTPO.

61. dapmaneBTUUECKass KOMITO3ULUS, coJiepkaliasi papMaleBTUUECKU TPUEMIIEMBIi
HOCUTEJIb U COEAUHEHHUE 10 T000My U3 11 1-60.

62. Crioco0 JieueHus: BOCIAIIMTEIbHOTO 3a00JI€BAHUS JKETyI0UYHO-KUILIEYHOT'O TPaKTa y
MJIEKOIUTAIOIIET0, BKIIIOYAIOIIMI BBEIEHUE MIICKOMUTAIOIEMY (hapMaleBTUIECKO
KOMITO3ULIUM, cofieprKaller (hapMaleBTUUECKU MPUEMIIEMbII HOCUTEb U COEAMHEHHE TTO
JTr000My u3 1. 1-60.

63. Crioco0 1o 1n.62, rae BocnaauTelIbHOE 3a00JI€BAHUE KEITYAOUYHO-KMIIIEUHOTO TPAKTA
MPEACTABIISIET COOOM SI3BEHHBIN KOJIUT.

64. Crioco0 1o .62, rae BocnaauTelIbHOe 3a00JIeBaHNE JKEITYA0UYHO-KUIIIEYHOT'O TPAKTA
npeacTaBisieT cooolt 6one3ns Kpona.

65. Crioco0 1o .62, r/1e BoCcaIuTelIbHOE 3a00JIeBaHUE KEITYJOUYHO-KUIIIEUHOTO TPaKTa
MpeICTaBIIsIeT COOOM KOJIUT, CBI3aHHBIN C Teparveil ’THTMOUTOpaMi UMMYHHBIX KOHTPOJIBHBIX
TOYEK.

66. CoearHeHHE N0 JIF0OOMY U3 11l.1-60 [J1s IpUMEHEHUS B JIEKAPCTBEHHOW TEpaIlvu.

67. CoeHeHUeE 110 JII0O0MY U3 11l.1-60 111 TPUMEHEHUSI TP JICYEHUH BOCTIATIUTEIbHOTO
3a00J1€BaHMS JKEITYJOUYHO-KULIEYHOTO TPAKTA.

68. IIpuMeHeHue coeAMHEHUSI 110 JTI0O0MY U3 MII1.1-60 B U3rOTOBJIEHUU JIEKAPCTBEHHOT'O
CpelICTBa.

69. [IpumeHeHrue coeIMHEeHUS 110 JTI000MYy U3 TII1. 1-60 B U3rOTOBJIEHUH JICKAPCTBEHHOT O
CpelcTBa ISl JIEYEHUS! BOCMIAJIUTEILHOTO 3a00JI€BAHUS JKETYJOYHO-KUIIIEYHOTO TPAKTA.

70. Crioco6 noJiy4eHusi COEAMHEHHS 110 I1. |, BKITFOYAIOILMIA yIAJIEHUE 3a1LUThl Y COEAUHEHUS
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dbopMybr 3:

rae
1 1 1 .
R, W' u A" onpenenensl B 11. 1;
p! MPEJCTABIISIET COOOM KapOOKCU-3AIUTHYIO TPYIIILY; U
Kaxkgas P? He3aBUCMMO MIPEJICTABIISIET COOON THAPOKCUI-3AIIIUTHYIO TPYIIITY;
WUJIH €TO COJIM;
JUISL TIOJTYYEHUSI COEIMHEHUS 110 1. 1.

71. Crioco0 MoJIy4eHus: COeAUHEHUS I10 1.1, BKITIOUATOIIIHIA:
(a) KOHTAKTUPOBAHUE COETUHEHUS POPMYITHI 1:

— o .
1 N
NS \(u

\7N

rae
w! OIlpeJIeIieH B 11.1;

L! MPEACTABIISIET COOOM AIMIIBHYIO YXOISINYIO TPYIIITY;
WIIH €T0 COJIN;
¢ coeTMHEHUEM (GOPMYJIBI 2:

rae
R'ual OIIPEICIIEHBI B II. 1 ;
p! MPEJICTABIISIET COOOM KapOOKCU-3AIIUTHYIO TPYIIY; U

kaskast P2 He3aBHCHMO MPEACTABIISIET COOOM TUIPOKCUII-3AIIIMTHYIO TPYIIITY;
WJIH €rO0 COJIbIO;
C MOJIyYeHHEeM COeIMHEeHUsT (PopMyIbI 3:
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WJIY €r0 COJIU; U

(b) cHsITHE 3aIIUTHI Y COeUHEHUST (OPMYJIIBI 3 UIIM €r0 COJIU, C TTOJIYyUYEHUEM COECTUHEHUS
o 1.1.

72. Crioco0 1noJty4eHus: COeAMHEHUS T10 1.1, BKITIOUATOIIHIA:
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