1. Cnonyka opmynu (IA)
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a06o 1 papMareBTHYHO MPUMHATHA CUTh, TPOJIIKK a00 COJIBBAT, JIE:

p nopisHioe 0, 1 abo 2;

xoxkHa R' Hesamexno penpeseHTye ramoren a6o Cealkin, SK BapiaHT, 3aMilieHmi
MOHaMEHIIIe OHUM 3aMICHIKOM, BHOPAHHM 3 T1IPOKCHITY, TaJIOTeHY 1 C|_¢aJIKOKCH;

q nmopiBHIOE 0, 1 a0 2;

xoxkHa R Hesamexno penpeseHTye ramoreH a6o Cealkin, SK BapiaHT, 3aMilieHmi
MOHaMEHIIIe OHUM 3aMICHIKOM, BHOPAHHM 3 T1IPOKCHITY, TAJIOTeHY 1 C|_6aJIKOKCH;

m nopiBHIOE 0, 1, 2 a60 3;

X - -C(O)NH- a6o -NHC(O)-;

n gopiBHIOE 1 abo 2;

y koxuiit rpymi CR'R® koxxma R® i R® mesanexno penpesentye rimporen, Ci.sankit, a6o R’ i
R® pasom 3 aToMOM KapGOHY, 10 SKOTO BOHH OOMJBi PHEIHAHI, MOXKYTh YTBOPIOBATH 3-6-uicHHE
LUKIOANKITbHE KITBIIE;

R? penpesentye 4-9-4eHHY HUKIOANKITEHY KUTBLEBY CHCTEMY, K4, SIK BAPIAHT, MOXKeE OyTH
3aMillieHa MOHAWMEHINEe OJHMM 3aMICHUKOM, HE3aJeKHO BUOPAHMM 3 TaJOreHy, TiIpOKCUIY, -
S(0)C\.¢ankiny, -NR'R®, -C(O)OR", -OC(O)R"?, -C(O)NRMR", - SO,NR'® R!7, -NR"®SO,R", C;.
canKokcH-, CjgrimpokciankimbHOi a0 C_ganmkirbHOT TpymH, mpudomy Cj.calKiTbHA TpyHa MOXeE
OyTH, sIK BapiaHT, 3aMillleHa IMOHAMEeHIIe OHUM TajoreHoMm; f mopBHIOE 0, 1 a6o 2;

onHa 3 Y a6o Z e HirporeHoM, a inma e rpynoro CR?, ne R? - rpyna dopmymu (ILA):

*/EX1E‘S\R9/R1O

(I1A)

B skii X' pempesenTye atom okcureHy abo cymbdypy abo rpymy >N-R'', ze R'! €
rigporeHoM a6o C|_saJIKUTBHOIO TPYIOI0, IKa MOXe OYyTH, SIK BapiaHT, 3aMillleHa OJHUM a0o OuIbIe
3aMiCHUKaMU, BUOpaHUMHU 3 TIIPOKCH, TanoreHy abo C;_gankokew; s mopiBHioe 0 abo 1;

R’ penpesentye 38'130k a60 C).salKiICHOBY IPyITy, KA MOXE OYTH, SK BapiaHT, 3aMilieHa
IOHAMMEHIIIe OJTHUM 3aMICHUKOM, BUOpaHUM 3 TiIpokcuny, ranoreny i C-Ceankokceu;

R!° 2penpe3eHTye rigporen, rigpoxcnn, kapboxcui, -C(O)OR?’, -NR*'R?, -C(O)NOH a6o
rpymy -WR™;

a6o R'® pernpesentye 4-9-uneHHe KapOOLUUKIMHE a00 TETEPOLHKIMHE KUIbLE, OyIb-SKe 3
SAKAX MOXKE€ BKIIOYATH MICTOYKOBI TPYMHU, NMPUYOMY KapOOIMKIIUHE 1 TeTEepOIUKIMHE KIUTbIs
MOXXYTh OYTH, SIK BapiaHT, 3aMIlICHI MMOHAWMEHIIC OJHHM 3aMiCHUKOM, BUOPAHHM 3 TaJIOTCHY,
rigpoxeniy, =0, kap6okcuiy, miano, Ci-Ceankiny, C;-Cerinpoxciankity, rpyn —W'R>*, -C(O)NOH,
-(CH)NR®R?®; -(CH,XC(ONR*'R*, -(CH,}R?, -(CHXNRPCO)R?!, -S(O),R*?, NR**SO,R*,
NR*C(O)NR**S(0)R*?, -S(O).(CH,)NR®R?’, -NR*’S(0),NR*R**, -S(0),(CH,}C(O)OR* a60 -
M(CH,),C(O)OR*, ne M penpesenrye 385130k, O aGo rpymy >NR*’;

t nopisHIoe 0, 1, 2, 3, 4, 5 abo 6;

r nopiBaioe 0, 1 a6o 2;

R?! i R?? HesanexHo Bubpani 3 rimporeny, C,sankeniny, C_gankiikap6onity, -SO,RY, -
C(O)NHSO,RY, 3-8-ujieHHOr0 KapGOLUKIMHOTO a60 TeTEPOLMKIMHOTO KiIbIS, SKi MOXKYTb OYTH,
SK BapiaHT, 3aMillleHi MOHaMEHINEe OJAHHMM 3aMICHUKOM, BHOpPaHHM 3 TajloTe€HY, TiIPOKCHIY 1
KapOOKCHITY,

a6o R*' i R*? moxyrs HesanexHo perpeseHtyBatd C)alIKUIBHY TPYILY, siKa, SK BapiaHT,
MOke OyTHM 3amilleHa MIOHAWMEHIE OJHUM 3aMICHUKOM, HE3aJIeKHO BUOpPaHUM 3 TaJOreHy,



kapOokcuiy, rigpokcuny, -NH(CH,),.4OH, C;sankokcu, C;.ankintio, C;.¢aIKOKCHKapOOHITY, -
NR¥RY, -C(O)NRR’!, -NR*¥C(O)R*, -NR**SO,R> i -NR*C(O)NR®¥SO,R™;

W i W' HesaneKHO pernpeseHTyioTh 38'130K, O, S(O),, -NR>’C(O)-, C(O)NRSS- -SO,NR¥,
NR6OSOQ— >NR6l C1_621J'IK]IIGH abo rpymnu O(CH2)1 6> S(O)D(CH2)1_6 , NR (CH2)1 6-» (CHz)l_
3O(CH2)1-3-, -(CH2)1-3$(O)p(CH2)1-3 , (CH2)1 sNR®(CH,); 3-, -(CH,), 3NR¥C(O)(CHy )y.3-, -(CHy);.
3C(O)NR (CH2)03 a00 -S(0),(CHy)1- sNR®-; p nopisrroe 0, 1 a6o 2;

R?* i R** HesanexHo penpe3eHTyioTh 3-10-uieHHe Kap60uI/IKJ11qu a00 TEeTePOIUKIIIHE
KUTBIlE 3 1-5 rerepoaromamu, He3alneKHO BUOPAHUMHU 3 HITPOT€HY, OKCUTEHY 1 CYIbQypy, TPUIOMY
KOXKHE 3 KUICLh MOKe OYTH, SIK BapiaHT, 3aMIIICHE MOHAWMEHIIIE OJJHUM 3aMICHUKOM, BUOpPaHUM 3
rimpokcuny, =0, =S, HITpO, Ii1aHO, aMiHO, Tanoreny, -SO,C; ¢ankiibHO1, C|_¢ankiikapOOH UTHHOT,
CsankokcukapOoH i1bHOI, Cjgankitamino, ni-Ciankimamino i Ci.¢ankiibHOi rpym, npudomy Ci.
cATKUThHA TPYyIa MOKe OYTH, sIK BapiaHT, 3aMillleHa MOHAWMEHIIe OJHUM 3aMICHUKOM, BUOPaHUM 3
raJioreHy 1 TIAPOKCHUITY;

R7, RS, Rlz, R s RM, R , R16, R”, R iR! koxna HesanexHo PEMpPEe3eHTYE aTOM TiIpOTreHYy
a6o C|alKUIBHY TPYIy, SIK BapiaHT, 3aMilEHY MIOHAWMEHIIIE OJHUM 3aMiCHUKOM, BHOpaHUM 3
rinpokcuiy, ramoreny i C_gankokcu, a6o 6yme-sxi 3 R7 i R®, R' i R'>, R'® i R!7 pasom 3 aromom
HITPOTEHY, [0 SKOTO BOHHM OOHWABI MpPHUEIHAHI, MOXYTh YTBOPIOBaTH 3-8-uJieHHE HacH4YeHE
TeTepOLMKIIUHE KUIbLIE;

R20, R¥ RY, R%, R¥, R%, R®, R, RS7, R%, R®, R R, R®, R®, R*, R®S, R%®, RY j R®®
KO’KHA HE3aJIeXKHO perpe3eHTye TrimporeH abo Ci.calkilbHY TPYIy, sSKa MOXE OyTH, SK BapiaHT,
3aMillieHa IOHAMMEeHIIe OTHUM 3aMICHUKOM, BUOPAHUM 3 TaJIOTEHY 1 T1POKCHUILY;

R2S, R26, R¥, R®, R, R¥', R®?, R, R, R, R®, R®, R, R*!, R, R®, R¥, RS, R* R,
R, R%!' R | R’ kokHa HE3aIeKHO PEIpe3eHTye atoM rigporeny a6o Ceankinbay, C,.
cTIIPOKCIANKUTbHY 200 C3_gIMKIOANKUTBHY TpyNy, a00 Oyab-sKi 3 R® i R26, R*’ iRzg, R38 iR39, R*!
i R* R® iR* R™iR’! pasom 3 aToMOM HIrporeny, 10 SKOTO BOHH OOHMIBI MPHEIHAHI, MOKYTh
YTBOPIOBATHU 3-8-4JIeHHE HACUUEHE TeTePOIMKIIUHE KUTbIIE;

R” e apuJIIoM.

2. Cnonyka 3a 1. 1, sika Bizpi3HsieTbest TuM, o Y € HirporeHom, a Z e rpynoo CR’.

3. Cromyka 3a m. 1 aGo 2, sika Biapi3HsieTbesi THM, mo R’ pernpesentye 4-9-umenny
NUKIOATKUTFHY KUTBLIEBY CHCTEMY, SIKA MOXE OyTH, sIK BapiaHT, 3aMillleHa IOHAWMEHIIe OJTHUM
3aMICHUKOM, HE3aJI)KHO BUOpaHUM 3 ranoreny, rigpokcuiny, -S(O)iCisankiny Ta CsalKiIbHOT
IpYyIH.

4. Cromyka 3a Oymb-skmM 3 mm. 1-3, ska BinpisHsierbess THM, mo R? pempeseHTye
IUKITOTIEHTUIbHE a00 IIMKIOTEeKCHIIbHE KITbIIE, SIK BapiaHT, 3aMmiieHe C.4amKuTbHOIO TPYIOIO.

5. Crionyka 3a 6yb-sKuM 3 . 1-4, sika BinpisHsieTest TuM, mo y gopmyni (ITA) s = 0; R’
penpesertye 38's30K; i R'® perpesentye, sik BapiaHt, 3amimene 4-9-wieHHe KapGOMHUKIMHE 260
TeTePOIUKIYHE KUTBIIE.

6. Crionyka 3a 1. 5, sika BigpisHsieTbest TuM, mwo y popmyri (IIA) s = 0; R’ penpesenrtye
3B'30k; a R'"  penpesenTye mipomimMHITBHY, MiNepHAMHITBHY, IiMEpasHHITBHY — a6o
TOMONMEPUINHUIBHY TpyNy, ska MOXe OyTH, SK BapiaHT, 3aMillleHa IOHAWMEHINE OJHHUM
3aMiCHUKOM, BHUOpaHUM 3 TigpoKcUIly, IliaHo, KapOokcuiy, wmeruiay, -NH,, -NHCHj, -
NHCH,CH,OH, -CH,C(O)OH, -NHCH,C(O)OH, -NHCH,CH,C(O)OH, -CH,NHCHs,
CH,NHCH,CH,OH, -SO,CH,CH,OH, -N(CH,CH,OH)C(O)OC(CHs), -NHSO,CF;
NHC(O)NHSO,CHs.

7. Cronyka 3a Oyab-skuM 3 mm. 1-5, ska BimpisHsieTbest Tum, mo y ¢opmyni (IIA) R’
pernpesenTye C|salKUIEHOBY TPYITY, sika MOXe OyTH, SIK BapiaHT, 3aMillicHa IMOHAWMEHIIE OJHUM
rigpoxcmiiom; a R'® pempesenrye rigporen, rimpoxemn, kap6okcmn, -C(CO)ORY, -NR*'R??, -
C(O)NOH a6o rpyny -WR**

8. Crionmyka 3a Oymb-sxkuM 3 1. 1-5, sika Binpisusiernes oM, mo R'C penpesentye -WR?
a6o R'? penpesentye 4-9-unenHe KapGOLUKIMHE a00 TeTEPOLUKIIUHE KUTBIE, KOXKHE 3 SKAX MOXKE
MaTH MICTOUYKOBI TpyNH, MpPUYOMY KapOOLMKIMMHE 1 TeTepOLMKIMHE KUIble 3aMilleHe
ILOHANMEH e OXHUM 3aMicHHKOM -W'R**

9. Cnonyka dopmynu (IA) abo ii ¢papmanieBTHUHO MPUITHATHA CUTh, TPOJIIKK a00 CONMBBAT 32
1. 1, sika Bigpi3HAE€THCA TUM, IO I1I€I0 CIIOTYKOIO €:



murinpoxinopua N-[6-x1op-2-(4-ninepuIuHIIMETHI )- 5-XIHOM iH U1 |HIUKIOT €KC aHAI[eTaM iy,
murinpoxinopua N-[6-xmop-2-(1-minepa3uHin)-5-XiHO H U1 [IIUKIOTeKC aHATIETAM T Y,

JUT PO XITOPHU T N-[6-xmm0p-2-[MeTm[3-(METHIIaMIHO )ITPOTIUT |aM1HO |- 5-
XI1HOJTIH U JITUKJIOTeKCaHareTaM i1,

rigpoxiopun 6-x10p-N - (U KIOTEeKCUIMETHII )- 2-METHII- 5- XIHOJ iH KapOo KcaMiny,

rimpoxinopua N-[6-x10p-2-[(3-TIIpOKCHUTIPOTIUT )aMIHO |- 5-X1HOJI H UT |IUKIOTe KCaHaIlleTaM iy,
N-[6-xm0p-2-[[(2R)-2,3- tUrinpoKcUIpOIiT |aMiHO |- 5-XIHOIH UT [IIUKIIO Te KCAaHATIETaM 111,
4-[[6-x110p-5-[(IIMKIOTEKCUIIAIIETHIII )JaM iHO |- 2-XiHOJ iH U1]aM HO |0 yTaHOBA KHCIIOTA,

TMT PO XJIOPHU N-(6-x110p-2-[MeTni[3-(MeTHIaMIHO )TPOTUT |aMiHO |- 5-XIHOJT iH 11)-4-
(TpuuTyopM eTHIT ) ITUKITIOTE KCAHATIETaM Ty,

N-[6-x10p-2-(1-minepa3uH in)-5-XiHOM H 11 ]-4- (Tpru U1 yopM e T ) IUKITOTe KCaHAll e TaM i1,
N-[6-x710p-2-(rekcarinpo- 1H-1,4-giazemn iH- 1 -11)-5-XHOIIH U1 [ITUKIOTe KCAHAIIETAM I,
N-[6-xmop-2-[(111c-3,5-mumeTn - 1-minepasuHuT |- 5 -XHOJ H UT [IIUKITIO Te KCaHaI[eTaM 11,
murinpoxiopu N-[6-xmop-2-(4-MeTui- 1-ninepasuH i1)-5-XiHOI H UT[{U Ko Te KCaHalleTaM Ty,

anerar N-[6-xm0p-2-[(1S,25)-2,5-miazabu ko[ 2,2, 1 |rent-2-umn]-8-XiHOMH 11 |-
U KIOTeKCaHalleTaM Iy,

JUT PO XITOPH T N-[6-x1m0p-2-[(3R)-3-miponinuHLIaMIHO |- 5-X1HOJIH U1 |IITUKJIO T KCaHAILlETaM iy,
TUT PO XITOPU T N-2-[3-(eTunamMiHO )OI |-6-MEeTHUII- 5-XHOJI iH UT [ KO Te KCAHALIETAM Ty,
TUT PO XITOPHU T N-[6-x110p-2-[3-(eTramMiHO ))ITPOITLT |- 5-XHOJ iH U1 |IHKIIO Te KCaHAI[STaM iy,
JUT PO XITOPHU T N-[6-x1m0p-2-[[2-[(2-TimpoKCieTHI)aM HO |eTHJI |aMiHO |- 5-X1H O iH U1 |-
[UKIIOTEKC aHAI[eTaM Ny,

N-5-XiHOM H UIITUKIOre KCaHaIleTaM 11T,

1-meTri-N-5-XIHOJI IH LTI KIO0 TeKCaHaIlleTaM 111,

4-meTni-N-5-XiHOM IH UM KIOTeKcaHaeTamin,

N-5-XiHOJ H UTIHKIOTIEH TAaHTPOTTaHaMI,

N-[6-x1m0p-2-[3-[(3-TiApOKCUTTPOIILT)aM IHO |TPOTI UT |- 5- X IHOJ IH UT [IIMKIIO Te KCaH ATl e TaM i1,
N-[2-(3-amiHOPOII1T)- 6-XITOP- 5-XIHOJ H UT |IIUKIOTe KCaHAIlETaM 11,

N-[6-x10p-2-[3-[[[(MeTHICYTH (HOH UT)amMiHO [KapOOH U1 ]aMiHO [mporin |-5-XiHOMH U1 ]-

IIUKIJIOreKC aHaIleTaM 1T,

murimpoxinopua N-[2-[3-(0yrrnaMiHo)mporin|-6-Xmop-5-XHOJ iH UT]- TUKII0oTre KCaHaleTaM iy,
TIIPOXITOPU N-[6-x10p-2-[MeTi[3-(METHUIaMIHO )TPOM T |aMiHO |- 5-XiHOTH 11]- 1 -
U KIOTeKCHIIITU KON PONIaHKapOOKeaMiny,

N-[6-xmm0op-2-(1-minepa3u i1)-5-XiHOMH U1 |- | -IIHKITOTeKCUIIITUKIONPOTTaHKapOO KCaM i,
N-[6-x10p-2-[(3R)-3-rinpokcu- 1 -miponimuH i1 |- 5-XIHOT iH U1 U KITOTe KCaHAI[eTaM i1,
N-[6-x10p-2-[(3S)-3-Tinpokcu- 1 -miponiquH LI |- 5-XiHOM H U |ITUKIOT eKC aHALIeTaM 111,
N-[2-[(3R)-3-amiHO- | -mipostimuH 11 ]-6-X710p- 5-XIHOJ iH UT | KO Te KCaHALlE TaM 1,
N-[2-[(3S)-3-amiH0- | -TIipoTi AU HIT |- 6-XIT0P- 5-XIH O iH U |ITUKJIOTE KCaHAI e TaM 171,

N-[2-(4-amiHO- 1 -Tiimepu AuH 1T )-6-XJI0p- 5-XIHOI iH UT |HUKITOre KCaHaleTaM i,
N-[6-x710p-2-[(3R)-3-(MeTHIaMiHO)- | -TIPOTiMUH DT |- 5-XHOJIiH LT |ITUKIOTe KCAaHAIIETAM 1,
N-[6-xm0p-2-[(3R)-3-[(2-TinpokcieTua)aMmiHO |- 1 -TpoTiquHLT |- 5-XiHOJ H U1 |- [T KJIOTE KCaHAI e TaM 171,
N-[6-x10p-2-[(3S)-3-(MeTunamino)- 1 -mipomaimuHLI |- 5-XHOM H U1 UM KIO TeKCaHAI[eTaM i,
N-[6-(xmop-2-[(3S)-3-[(2-TrinpokcieTH)aMiHOo |- | -TIpOT imKH U1 |- 5- XiH O iH 11 |-

LIUKIOTeKCaHalleTaM I,

N-[6-x10p-2-[(3R)-3-rinpokcu- 1 -ninepu uH11 |- 5-XHOM H U1 [{UKIOTe KCaHAI[eTaM 1,
N-[2-[(3S)-3-amiHo0- 1 -TipoiAHHLT |-6-MEeTHII-5- XIHOM iH UTIU KO TeKCaHAIIETaM ],
N-[6-metun-2-(1-nimepa3uHit )-5-XHOJ H UT |HUKIOoTeKcaHaIleTaM 1,

N-[6-x1m0p-5-[ (MM KITOreKCHITaIleTHIT )aM HO | -2 -XHOJI iH UT [T 1 H,

N-[6-[x11op-5-[(IMKITOTe KCUTAIETHIT )JaM iHO |- 2-XIHOTH 11 |- § -alaHiH,

6-x110p-N- (LT KJTOTEKCUIIMETHIT ) XIHOJT HH- S-KapOOo KcaM 1,

murinpoxiopu 6-xmop-N-(IukiIorekcuameTun )-2-(1-ninepasuHin)-5-xiHon HKapOoKcaminy,
2-[(3S)-3-amiHO- | -ipominuH i1 - 6- x710p- N - (MU KITOTEKCHIIMETHIT ) - S- X HOJ IHKapOO KCaM i,
JTUTITPOXITOPHU T 6-x110p-N- (MU KITOTeKCHIIMETHII )- 2- [MeTHII[ 3-(METHIIaMIHO )ITPOTIUT |aMiHO |- 5-
XIHOJTIH KapOOKcaMminy,

TUT PO XITOPUT 6-x110p- N - (M KIOTEKCHIMETHN )-2- [MeTHII [ 2- (METHIIAMIHO )€ THJI |aMiHO |- 5-



XIHOJH KapOoKcaMiny,

6-x110p-N-(UKITOreKCUIMETHI )-2- [ 3-[(3-rimpoKCUTIPOTI 1T)aMiHO [ITpor 11 |- 5-X iHOT iH KapOo KcaM i,
JTUTITPOXITOPHU T 2-[(3R)-3-amiHO- | -mipostiguH U1- 6- x710p- N - (U KITOTE KCUIIMETHII )- 5-
X1HOJ H KapOoKcaminy,

tpuduyoparieraT N-(2-aMiHO-6-XJI0p-5-XIHO H 1T )[[UKJIOTe KCaHAI[eTaM iy,

rimpoxnopus  6-xmop-N-(mknorexkcuametnn )-2-[(3S)-3-[(2-rigpokcieTrmin)amino |- 1 -miponinuaT |-
S5-XiHOJIIHKapOOKcaMiny,

2-[(3S)-3-amiHo- | -nimepuarHDI |- 6-x10p-N - (M KITOTe KCUIIMETHI )- S-X IHOT IHKapOO KCaMiI,
rigpoxiopun  6-xmop-N-(uuKIorekcrmimMeTn)-2-[(3S)-3-[(2-napokcieTri)amino |- 1 -mimepu tuH D |-
5-XiHOJIIHKapOO KCaMiny,

6-x110p- N-(IUKIOreKCUIMe T )-2-(3-riapokci- 1 -aneTuanH )- S-XiHOT HKap O0KC aM i,
2-[(3S)-3-amiH0- | -iipominuH i1 ]-N - (U KITOTeKCUIIMETHII )- S-X HOT HKapOO KCaM i,
6-x510p-N- (U KITOTeKCUIMETIN )-2- [ 3-[(2-TimpokcieTn )aMiHo |- 1 -anme T A H 1 |- 5-

XIHOJ iH KapOo Kcamif,

1,1-numeTunieTunoBUit ecTep [1-[6-x510p-5-[(IMKIOTEKCHIIALIETHI )aMHO |-2-X1HOJ iH 1 ]- 3-
PO IUHLT |(2-TIIPOKC1eTHIT)KapOaMIHOBOT KHCIIOTH,

N-(IMKITOTe KCUIIMETHN )-6- METHII- 5- X IHOJTIHKap OOKc aM i1,

arierat 2-[(3S)-3-amiHo- 1 -iposinuH i1 ]-N - (U KITOTeKCUIIMETHIT )- 6- ME THJI- 5- XIHOJT iH KapOo KcaM iy,
N-[2-[[(3S)-3-amiH0- | -TipoTimKH 11 [MeTHI |- 6-XIT0P- S-XIHOJ iH U1 |HIHKIIO TeKCaHAI[ETaM I,
N-[2-[(3S)-3-amiHO- | -TiimepuARH LI |- 6-XJI0P- S-XIHOJI H U1 [ITUKJIO T KCAHAIIETaM 11,
N-[6-x10p-2-[(3S)-3-[(2-rinpokcieTnn)amino |- 1 -minmepu IuH1 |- 5-XIHOM H U1]-

IUKIOreKCaHaIeTaM i,

N-[2-[(3S)-3-amiHO- | -TIipOTI U HIT |- 6-XITOP- S-XIH O iH U |IIUKJIOTICH TAHTTPOTIaHAMI,
N-[6-x10p-2-[(3S)-3-[(2-rinpokcieTun)amino]- 1 -miponimun in]-5-

XIHOJIH UT [T KON €HTAHITPOTIaHAMIT,

N-[6-xm0p-2-[4-(1,5-mrinpo-5-okco-4H-1,2,4-tpuazon-4-u1)- 1 -minepuaunin |- 5-

XIHOJTIH U |ITUKJIOTeKCaHareTaM i1,

Tpuduyoparerat 1-(6-xmop-5-[(IIMKIOTeKCHIAeTHIT)aMiHO |-2-XiHOTH 11 ]- D-miponinYy,

nairieBa  cutb  1-[6-x10p-5-[(HKITOTE KCHUITATIETHIT )aM iHO |- 2-XiHOJ iH U1 |-4- ITine puIHHKapOOHOBOT
KUCJIOTH,

6-x710p- 5-[(LIMKJIOTeKCUITAIIETHIT )aM iHO |- 2-XIHOJTIHO yTaHOBA KUCIIOTA,

1-[6-x110p-5- [ (MM KITOTe KCHITAIIE THI )aMHO |- 2- X IHOJT iH U1 |-4-TIMepu IMHOI TOBA KICJIOTA,

nrieBa cutb 4-[6-x10p-5-[(IIUKITOTe KCHITAIIETHI )aM IHO |- 2-XHOTH 11 |- | -TIimepa3uHOITOBOI KUCTIOTH,
6-x110p- 5-[ (MU KITOTEKCUITAIETUIT )aM iHO |- 2-XIHOJ IHIEHTAHOBA KUCJIOTA,
1-[6-x110p-5-[[(TUKIOTeKCUIIMETHIT )aM iHO |KapOOoH 11 |-2-XiHOoMiH U1 |- D-tiporiH,

Tpuduryopamerat 1-[6-xsop-5-[[(IuKI0Te KCUIMETHIT )aMiHO | KapOoH 11 |- 2-XiHOMiH U1 |- L-TiponiH Yy,
arerar 4-[6-x510p-5-[[(IMKITOTEKCHIIMETHIT )aM HO |[KapOOH U1 ]-2-XHOMIH U1]- | -TIiImepa3uHOIITOBOT
KUCJIOTH,

HaTpieBa CiTh 1-[6-x10p-5-[[(TUKITOTe KCHIIMETHIT )aM HO | Kap O0H U |- 2-XiHO iH U1 ]-4-
MiNepUINHKApOOHOBOT KUCIIOTH,

Tpuduyoparerat 1-[6-x110p-5-[[(TMKITOTe KCHIMETHIT )aM HO | Kap O0H 11 |- 2-XiHOM iH 111 ]-4-
MITePU TUHOI[TOBOT KHCIIOTH,

1-[6-x10p-5-[[(2- 1M KITOTEKCHIIMETHIT )JaM IHO [KapOOoH U |- 2-X1HOM H U1 |-4-TiinepuinHKapOoHOBA
KUCJIOTA,

1-[6-x110p-5-[(3-uHKIONEHTUII- 1 -OKCOTIPOITLT)aMiHO |- 2-XIHOM iH i1 ] -4-Tlinepu JuHKapOOHOBA
KUCIIOTA,

KajieBa CLUTb 1-[6-xm0p-5-[(3-muKIOTeKCHII- | -OKCOTTPOTIT)aMiHO |-2-XiHOJ iH U1 ]-4-
ninepuAnHKapOOHOBOI KUCIIOTH,

1-[6-x10p-5-[[(1-METHIIMKIOTEKCHIT )A€ THII |aM iHO |- 2-XIHOJ iH U1 |-4-TTinepu M HKapOoOHOBa
KUCIIOTA,

N-[6-x10p-2-[3-[(2-TinpokcieTriI)aMiHO |- | -imepu IMH1T |- 5-XHOM H 11 |- U KITOre KCaHal e TaM i,
N-[6-x10p-2-[2-[[(2-TinpokcieTH)aMiHO [MeThI |- | -Tipo imuH 1 |- 5-XiHO iH U1 |-
LIUKIOTeKCaHalleTaM I,

N-[6-x10p-2-[3-(MeTunamino)- 1 -minepuIuH 1 |- 5- XIHOI H UT | KITOT €KC aHaI[eTaM 1,



N-[6-x10p-2-[2-[(MeTHIaMIHO )MEeTUI |- | - PO {1 H |- 5-X1HO iH U | KIOTe KCaHaIleTaM i1,
N-[2-[(3R)-3-Timpokcu- 1 -miponimuH T |-6-METHII- 5-XIHOI iH UT |IIUKIOTe KCaHAIl e TaM 1T,
N-[(3S)-1-[6-x10p-5-[ (IIUKITOTEKCUIIAIIETHIT )aM IHO |- 2- X IHOJ iH 1T |- 3- ITIp O iU H UT | TITIIKH,
N-[2-[(3S)-3-[(2-rimpokcieTrn)aMiHO |- | -mipominuH i1 ]-6-MeTHII- 5-XiHOM iH 11 ]-

[UKIIOTEKC aHAI[ETaM iIl,

N-[(3S)-1-[6-x1m0p-5-[(TIUKITOTEKCUIIAIIETHIT )aM IHO |- 2- XIHOJ iH U1 |- 3-TTIpON WA U1 |- § -aJTaHiH,
N-[6-x10p-2-[(3S)-3-[[(Tprdmyopme T )cynb HoH i1 |amiHO |- | -Tipon imuHDI |- 5-XIHOMH 11 |-
IUKIOreKCaHaIeTaM i1,

N-[6-xm0p-2-[(3S)-3-[[[(MeTuACYNIB (HOH IT)am iHO |kap OoH bT1]amiHO |- | -mipos imuHDT |-5-

XI1HOJTIH U JITUKJIOTeKCaHareTaM i1,

N-[2-[(3S)-3-amiro- 1 -mipomiguH LI |- 6-XJI0p-5-XIHOT iH UT [[IUKITIOTe KCAHTTPOTTaHAMIT,
N-[6-xm0p-2-[MeTm1[3-(METHIIaMIHO )ITPOTIUT |aM1HO |- 5-X1HOJI H UT I KIOT€ KCAHTTPOTTaHaMI,
N-[6-xmop-2-(1-minepasuH i1)-5-XiHOTIH UT [ITUKIIO Te KCAHTTPOTTaHaMi,
N-[6-x10p-2-[(3S)-3-[(2-rinpokcieTn)amino |- | -TipoIT JIMH 111 ]- 5-XIHOT H 11 |-

LUKIIOTEKC aHITpoTIaHaMi,

nuTpu i yoparerar 2-[(3S)-3-amiHo- 1 -miipominuHI |- 6-X10p- N - (2- U KITOTe KCUIETH )- 5-
XIHOJHH KapOoKcaMiny,

N-[6-x510p-2-[(3S)-3-[(2-TinpoKcieTrn)c yab(oH U1 |- | -TpoT iU HIT |- 5-XIHOI iH U1 |-

LIMKJIOreKC aHalleTaM i1,

N-[6-x10p-2-[(3S)-3-1iano- 1 -miponiguHI |- 5-XHOM H U1 |UMKIO TeKCaHaleTaM i1,
N-[1-[6-xmm0p-5-[[(MUKITOTeKCUIIMETHI )aMiHO [Kap OOH 1 ]-2-X1HOJH U1 |- 3-ane THAWNH DT |- B -aJTaHH,
6-xmop-N-(mukmorekcuameTun )-2-[3-(1H-rerpazon-5-11)- 1 -anern a1 |- 5-XiHOJI IHKapOO KCaM i/,
N-[6-x10p-2-[(3S)-3-(1H-Terpazon-5-i1)- 1 -miponiguH i1 ]- 5-XiHOT H U1 |- U KIOTeKCaHaIleTaM 11,
N-[6-x10p-2-[(3R)-3-(1H-TeTpa3omn-5-ir)- | -mipoTinuH i1 |- 5- XIHOJ H U1 |- U KITOTe KCAHAII e TAM1II,
N-[6-xmop-2-[(3S)-3-[[2-(2H-TeTpazon-5-u1)eTrn|amino |- 1 -mipoainuHD |- 5-XHOMIH U1]-
IUKIIOTeKC aHAI[eTaM I,

N-[6-x710p-2-[4-(4,5- marinpo-5-okco- 1,2,4-okcaia30i-3-11)- 1 -minmepu I HIT |- 5-XHOJT H 11 |-
LIUKIOTeKCaHaIlleTaM I,

N-[6-x10p-2-[4-(4,5- mrinpo-5-okco- 1,2,4-Tiaaiazon-3-in)- 1 -minepuanHLI |- 5S-XiHOTH 11 |-
LUKIOreKCaHaleTaM i,

Tpudmyopamerar N-[6-x10p-2-[3-(1H-Terpa3omn-5-iu1)nportia]-5-XiHOH i1 |-
[UKIIOTeKC aHAIETaM Ty,

N-[6-x10p-2-[4-(1H-TeTpazon-5-11)0 yTui |- 5-XHOI H U1 [[{UKI0oTe KCaHAI[eTaM i,
6-x110p-N-(uKiorekcuiametwn )-2-[4-(1 H-terpa3omn-5-11)0 yru |- S-XiHOT HKapOO Kcamij,
N-[6-xmop-2-[(3S)-3-[2- (1 H-TeTpazon-5-iu1)eTokcu |- 1 -mipoainua i |- S-XHOMIH U1]-

IUKIIOTeKC aHAI[eTaM I,

N-[6-x10p-2-[(3S)-3-[2-(4,5- murinpo- 5-okco- 1,2,4-okcaniazon-3-i1))eTokcu |- | -miponinuHit |-5-
XIHOJIIH UT |ITUKITOT€KCaHaI[eTaM i1,

N-[6-x10p-2-[4-(1H-Tetpazon-5-in)- 1 -ninepu AuH11 |- 5-XIHOM H U1 |HUKITIO Te KCaHAIeTaM 1,
6-x1mop-N-(uknorekcunmetun )-2-[4-(1 H-terpazon-5-i1)- | -minepuauHT |- 5-XiHOMI HKapOO KCaMif,
6-xmop-N-(2-mkinorekcmietun )-2-[4-(1H-retpazon-5-i1)- | -minepuauH 1 |- 5-XiHOT HKapOO KCaM i,
6-xop-N-(muknorekcuiameTnn )-2-[(3S)-3-(1,1- miokcua-4-okco- 1,2,5-tiagiazoninuH-2-11)- 1 -
MIPONiINHLII |-5-XiHOM IHKapOOoKcaMif,

N-[6-x710p-2-(4-1miaH0- 1 - minepu AnHLT)- S-XHOJ iH U1 |HHKIOT eKc aHaIeTaMin abo
N-[6-xm0p-2-[4-[[(TprdimyopMeTH)Cyib(PoH U1 ]amiHO |- | -miimepuanH I |- 5-XHOT H U1]-

[UKIIOTeKC aHAI[ETaM i1

10. dapmaneBTHYHA KOMIO3UIIL, $Ka MICTUTh cHoiayky ¢Qopmymu (IA) abo fi
(apMalleBTUYHO MPUIHATHY cU1b a0 coNbBaT 3a Oyab-sKUM 3 mi. 1-9 pasom 3 ¢apmaneBTUUHO
MPUAHATHUM 3/ IOBaHTOM, PO3pPiIKyBaueM a00 HOCIEM.

11. Crocib onepxanHst (hapMaeBTUYHOI KOMITO3UIIii 3a 1. 10, iKW BKITIOYA€E 3MINTyBaHHS
cnonyku Qopmynu (IA) abo i papmarneBTHIHO TPUITHATHOIL coti 00 COIBBATY 3a OYIb-SIKUM 3 TIII.
1-9 1 hapManeBTHYHO TPUHUHATHOTO a/1 FOBAHTY, PO3p kK yBavya abo HOCIs.

12. Cnonyka gopmynu (IA) abo ii papmaneBTHYHO NpUHHATHA CUTh @00 CONBBAT 32 OYyab-
SIKUM 3 T11. 1-9, mpu3HavueHa Juist 3aCTOCYBaHHS y Tepartii.



13. 3acrocyBanns crnoiyku ¢opmynu (IA) abo ii dapmaneBTHyHO NpHUIHATHOI coni abo
COJIbBATY 3a OyAb-IKUM 3 I 1-9 y BUpOOHHUIITBI METMKAMEHTY, IPU3HAUEHOTO JIJIsl 3aCTOCYBAHHS Y
JIIKyBaHH1 pE€BMaTOITHOTO apTPUTY.

14. 3acrocyBanHs cnonyku gopmynu (IA) abo il papManeBTUYHO NPUMHATHOI coii abo
COJIbBATY 3a OyAb-AKUM 3 II. 1-9 y BUpOOHUIITBI MEAMKAMEHTY, IIPU3HAUEHOTO JUISl 3aCTOCYBAHHS Y
JIIKyBaHH1 0OCTPYKTHBHOT XBOPOOH IUXaJbHUX LUTAXIB.

15. 3acrocyBanHs 3a m. 14, ske BiIpi3HAETBCS TUM, IO OOCTPYKTHBHOIO XBOPOOOIO
IMXaJbHUX IUIIXIB € acCTMa 200 XpOH iYHa OOCTPYKTUBHA JIETEHEBA XBOPOOa.

16. 3acrocyBanns crnonyku ¢opmymu (IA) abo ii dapmaneBTHyHO TPHIHATHOI coni abo
COJIbBATY 3a OyAb-AKUM 3 III. 1-9 y BUpOOHHUIITBI MEIMKAMEHTY, IPU3HAUEHOTO JUUIs 3aCTOCYBAHHS Y
TKyBaHH1 0 CTEOAPTPUTY.

17. 3acrocyBanns cnonyku ¢opmymu (IA) abo ii dapmaneBTHYHO NpHIHATHOI coni abo
COJIbBATY 3a OyAb-AKUM 3 III. 1-9 y BUpOOHHUIITBI MEIMKAMEHTY, IPU3HAUEHOTO JUUIs 3aCTOCYBAHHS Y
TKyBaHH1 aTePOCKIEPO3Yy.

18. 3acrocyBannsa cnonyku ¢opmynu (IA) abo ii dapmaneBTHyHO NMpHIHATHOI coni abo
COJIbBATY 3a OyAb-IKUM 3 III. 1-9 y BHpOOHHUIITBI MEIMKAMEHTY, TIPU3HAYEHOTO JIJIsl 3aCTOCYBAaHHS Y
JIIKyBaHHI 3alajIbHOTO 3aXBOPIOBAHHS KU IICYHUKY a00 xBopoou KpoHa.

19. Cnoci6 nikyBaHHS peBMaTOITHOTO apTPUTY a00 OCTEOAPTPUTY, AKUN BKIIOUAE BBEICHHS
MaIi€HTy TepaneBTUYHO e(ekTHBHOI KimbkocTi cnonyku Qopmymu (IA) abo ii dapmaneBTHYHO
MPUUHSTHOT COJ11 a00 COBBATY 3a Oyab-IKAM 3 . 1-9.

20. Crnocid niKyBaHHA OOCTPYKTMBHOI XBOpPOOM IMXaJIbHUX IUISAXIB, SKUM BKIIOYAE
BBEJICHHS TMAIliEHTy TeparneBTHYHO e(eKTHBHOI KUIbKOCTiI crmoiyku ¢opmymu (IA) abo i
(apMaLeBTHYHO NPUUHATHOI coil1 a00 conbBaTy 3a Oyab-skuM 3 . 1-9.

21. Cnoci6 onepxanns cnionyku ¢opmynn (IA) 3a m. 1 abo ii papmaneBTHUHO NPUHHSTHOI
COJIi, IPOJIIKIB 200 CONBBATY, B AIKOMY IPOBOJSTH

B3aeMo 10 crionyku opmynu (IVA)

(IVA)

ne L' perpesentye BinmernmoBany rpyny (Hampukiaz, rizpokcni abo ramoren), a Y, Z, R,
R*, m, p i qeTaxumu, mo 6ymu BusHaueHi s popmymn (1A),
13 conmykoro gopmynu (VA)
H,N— (CRSR®)—R2

(VA)

ne R%, R’ R® ine takumu, wo 6ymu Busnaueni st popmyin ([A);

1, IK BapiaHT, 31iliICHEHHS O/1HIET 200 IEKUTbKOX HACTYITHHUX OTepartii :

MepEeTBOPEHHS Ha (JapMalleBTHYHO IPUHHATHY C1UTb, IIPOJIIKKA 200 COJIBBAT CIIOIYKH.

22. Cnocio onepxxanus croyyku Gopmynu (IA) 3a m. 1 abo ii papmaiieBTHUHO MTPUHHATHOT
COJIi, TPOJIIKIB 200 CONBBATY, B AIKOMY IPOBOJSTH

B3aeMOJ IO crionyku Gopmynu (VIA)



R,
(VIA)

neY, Z, R\, R* m, p iq e rakumu, mo 6y BusHadeni mist popmyimn (IA),
13 criostykoro gopmynu (VIIA)
L2C(O)— (CR°R6)—R?

(VIIA)

e L? pernpesenTye BiqmeioBany rpyny (HalpHKIaz, rigpokcu abo ragoren), a R, R>, R
1n € TakuMH, O Oynu Bu3HA4YeH1 11 popmymu (1A);

1, 1K BapiaHT, 3AIMCHEHHS OfHiET a00 AEKUTHKOX HACTYMHUX OTEPAIlii :

MepEeTBOPEHHS Ha (JapMalleBTHYHO IIPUIHATHY C1UTb, IIPOJIIKA 200 COJIBBAT CIIOIYKH.

23. Cnoci6 onepxxanus croyyku Gopmynu (IA) 3a m. 1 abo ii papmarieBTHUHO MPUHHATHOT
COJIi, MPOJIKIB 200 CONBBATY, B IKOMY MTPOBOJISATH

y Bunazky, koma Y € N i Z e CRY, a R® penpesenrye rpyny ¢opmymn (IIA), ie s =1i X e
>NR!!, Bzaemoxito criomyku popmymu (VIIA)
CH,),—X—(CR5R6) —R2

(R*),

N L3

R
(VIIIA)

ne L’ e BinmenmoBaHOW0 Ipymoo (HaIpHKIAJ, raJoreHoOM, mapa-ToIyoucyibhoHaToM abo
MeTaHCYyNb(OHATOM), a BC1 IHIIII KOMIIOHEHTH € TAKUMHU, 10 Oyiau BU3HadeH1 i1 Gopmynu (1A),
13 costykoto opmynu (IXA)
H-NR')-R-R? | (IXA)
ne R?, R'" iR € raxumu, mo 6ymu Busnaueni st opmymn (ITA);
1, SIK BapiaHT, 37IMICHEHHS OJIHIET 00 JEKUTHKOX HACTYITHUX OTIepaIlii ;
NEpEeTBOPEHHS Ha ()apMalleBTUYHO IPUIHATHY CUTb, TPOJTIKK 200 COIBBAT CIIOYKH.



