Oanuin BuHaxig BigHocuTbCa A0 3amiweHux N-apunreTepouuknis i 4o X i3ioNoriYHO MPUMHATHUX conen i
cpizionoriyHo yHKUiOHaNbHMUX NOXiAHMX.

Crionykn, WO BoOrogitoTe (PapMakosioriyHo Aieto | WO MaTb 3aranbHy CTPykTypy, nogibHy N-
apunreTepouukIiam, ONMcaHUM B AaHiln 3asiBLi, BXe 6ynv onucaHi y BigoMoMy piBHI TexHikn. Tak, Hanpuknag, [WO
00/35454] omvcye ypeigo-samiweHi deHinninepyguHn i -niponignHn, SK 3acobu Ans NikyBaHHSA 3analnbHuX i
ayToiMyHHMX 3axsoptoBaHb. Y [WO 02/042271] 3anpornoHoBaHi auunamigo-zamilleHi deHinniponiguHn ans
nikyBaHHs1 AiabeTy, OXKUpiHHS i ninigHoro MeTtaboniamy.

B ocHoBi gaHOro BuHaxody nexuTb 3agadva 3abesneyeHHs CroryK, CMpUSIOYMX 3HWDKEHHIO Barnm y CCaBLiB i
npuaaTHUX ons npodinakTuKu i NikyBaHHSA OXUPiHHSA | AiabeTy.

[aHuin BUHaxig, TakMMm YMHOM, BIQHOCUTLCS A0 Crosyk oopmymm |
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R1, R2 He3anexHo oauH Big ogHoro sBnsioTe coboto H, (Ci-Cg)ankin, -(CR78R79),-R12, (C1-C4)ankokci-(C1-
Cs)ankin, apwunokci-(C1-Ca)ankin, (Cs-Cs)ankeHin, (Cs-Cg)ankiHin, CO-(C1-Cg)ankin, -CO-(CHz)o-R12, CO-apurnokci-
(C1-Cs)arkin, CO-(C2-Cg)ankeHin, CO-(Co-Cg)ankiHin, COCH=CH(R13), COCC(R14), CO-(C-C4)ankin-S(O)p-(C1-
Cs)ankin, CO(C(R15)(R16));N(R17)(R18), CO(C(R19)(R20)):.CON(R21)(R22), CO(C(R23)(R24))sO(R25); abo R1 i
R2 yTBOpIOIOTE pa3om 3 aTOMOM a3oTy, 3 SKMM BOHW MoB'sidaHi, 4-10-uneHHe MOHO-, 6i- abo cripoumKniyHe Kinbue,
sIke, KpiM atomy asoTy, Moxe MicTutn 0-4 gogaTKoBMX reTepoatoMu, BUOPaHUX 3 rpynu, WO BKIOYAE KUCEHb, a3oT i
CipKy, Oe reTepouukniyHa KinbLeBa cuctemMa moxe 6ytm gopatkoBo 3amiweHa F, Cl, Br, CF3, NO,, CN, (C4-
Ce)ankinom, O-(C4-Cg)ankinom, (C1-Ca)ankokci-(C1-Cs)ankinom, rigpokci-(C1-Ca)ankinom, (Co-Cg)ankineHapumom,
okco, CO(R26), CON(R27)(R28), rigpokcn, COO(R29), N(R30)CO(C+-Ce)arnkinom, N(R31)(R32) abo SOCHes;

o Mmae 3HadyeHHn 0, 1, 2, 3, 4, 5, 6;

p Mae 3HayeHHs 0, 1, 2

q, I, S, He3anexHo oAuH Big o4HOro, MalTb 3HaveHHa 0, 1, 2, 3, 4;

R13, R14 HesanexHo oAuH Bif 04HOMO SiBMA0Tb co60t0 5-10 YneHHy apoMaTuyHy KifbLEeBY CUCTEMY, sika MOXe
mictnTn 0-2 goaaTkoBUX reTepoatoMu, BUOpaHux 3 rpynu, Lo BKIIOYAE a30T, KUCEHb i CipKy, | Moxe ByTu 3amilleHa
F, ClI, Br, CF3, NO2, CN, (C1-Cg)ankinom, O-(C1-Cg)arnkiniom;

R15, R16, R17, R19, R20, R21, R22, R23, R24, R25, R26, R27, R28, R29, R30, R31, R32 He3anexHo oavH Big
oAHoro aBnsaTb coboto H, (C1-Ce)ankin;

R18 sBnsie coboto H, (C1-Cs)ankin, CO(C+-Cs)ankin, CO(R33);

abo

R17 i R18, R21 i R22, R27 i R28, R31 i R32, He3anexxHo oguH Big O4HOMo, HEOOOB'A3KOBO pa3om 3 aTOMOM
a3oTy, 3 SKMM BOHW MOB'A3aHi, YTBOPIOKWTL 5-6 UneHHe kinbue, sike, KpiM atomy asoTy, Moxe TakoX mictuty 0-1
[o[aTKoBUWIA reTepoaTtoMm, BubpaHui 3 rpymu, Lo Bkrtodae N-(C1-Ceg)arnkin, KUceHb i Cipky;

R33 saBnse coboiw 5-10 uneHHy apoMatuyHy KinbLeBy cuUCTeMy, sika Moxe Mictutn 0-2 gogatkoBux
retepoarommu, BUGpaHux 3 rpynu, Lo BKIOHMAE a30T, KUCEHb i CipKy, i Mmoxe 6yTu 3amiweHa F, Cl, Br, CF3, NO2, CN,
(C1-Ce)arkinom, O-(C+-Cg)arnkinom;

R12 gaBnse cobowo OH, O-(Ci-Ce)arkin, O(Co-Ce)ankineHapun, CN, S-(C1-Cg)ankin, COO(RSO), CON
(R81)(R93), N(R82)(R83), 3-12-uneHHe MoHO-, bi- abo cripoumKnivHe KinbLe, sike MoXe MICTUTK oguH abo aekinbka
retepoartomis, BUOpaHux 3 rpynu, wo Bkmodae N, O i S, i BkasaHe 3-12 4neHHe KinbLue MOXe MICTUTU O0AaTKOBI
3amicHukn, Taki sik F, Cl, Br, I, OH, CF3, NO2, CN, OCF3, okco, O-(C1-Ce)arnkin, (C1-Ca)ankokci-(C1-Cas)ankin, S-(C+-
Ce)ankin, (C1-Ce)ankin, (C2-Ce)ankeHin, (Csz-Cg)umknoankin, O-(Cz-Cg)umknoankin, (Cs-Cg)umknoankenin, O-(Cs-
Cs)umknoankeHin, (Co-Ce)ankiHin, O-(Co-Cg)ankineHapun, N(R34)(R35), COCH=CH(R36), (C(R37)(R38))(R39),
CO(C(R37)(R38))(R39), CO(C1-Cs)ankin, COCOO(C1-Ce¢)ankin, COO(R40), S(O).(R41) i COOH;

t mae 3HaueHHa 0, 1, 2, 3,4, 5, 6;

u Mae 3HayeHHs 0, 1, 2;

R34, R35, R37, R38 He3anexHo oauH Big ogHoro sensitotb coboto H, (C1-Cg)ankin;

abo

R34 i R35, Heo60B'A3Kk0OBO pa3omM 3 aTOMOM a30Ty, 3 SIKUM BOHW MOB'si3aHi, yTBOPIOOTL 5-6 | YuneHHe KinbLe, ske,
KpiM aToMy a3oTy, MoXe Takox Mictutm 0-1 gopaTtkoBunm retepoartom, BubpaHui 3 rpymu, wo Bkmovae N-(Cq-
Ce)ankin, kuceHb i Cipky, i Moxxe Heob0B'I3koBO ByTK 3amilLeHm 1-2 okcorpynamu;

R36, R39, HesanexHo oAuH Big ogHoro, sBnse coboto (Ca-Cg)umknoarnkin, 5-10-4neHHy apomaTuyHy KinbLesy
cuctemy, sika Moxxe MicTuTm 0-2 gogaTkoBMX retepoatoMu, BUOpaHUX 3 rpymnu, LU0 BKMOYAE a3oT, KUCEHb i CipKy, i
mMoxe 6ytn 3amiweHa F, Cl, Br, CF3, NO2, CN, (C4-Ceg)ankinom, O-(C1-Cg)ankinom;

R40 saBnse coboto H, (C1-Cg)ankin, (C2-Ce)ankeHin, (Co-Cg)ankineHapun;

R41 aBnse coboto (C1-Ce)ankin, 5-10-4neHHy apomMaTuyHy KinbLeBy cuctemy, ska Moxe Mictutu 0-2 gogaTkoBux
retepoarommu, BUGpaHux 3 rpynu, Lo BKIOYAE a30T, KUCEHb i CipKy, i Moxe 6yTu 3amiweHa F, Cl, Br, CF3, NO2, CN,
(C1-Ce)arkinom, O-(C+-Cg)arnkinom;

R78, R79, He3anexHo oauH Big opHoro, aBnstTe cobot H, (Cq-Cg)ankin, rigpokci-(C1-C4)ankin, OH, (Cs-
C4)ankokci-(C4-Ca)ankis;

R80, R81

R93, He3anexHo ogvH Big ogHoOro, sBnsATb coboto H, (C1-Ce)ankin, (C2-Ce)ankeHin, (Co-Cg)ankineHapwm;

R82, R83, He3anexHo oauH Big oaHoro, sBnsTb coboto H, (C1-Ce)arnkin;

abo

R82 i R83 HeoboB'SI3k0BO pa3oM 3 aTOMOM a30Ty, 3 SIKUM BOHM MOB'A3aHi, YTBOPIOIOTbL 5-6 UneHHe Kinbue, sike,



KpiM aToMy a3oTy, MoXe Takox Mictutm 0-1 gopaTtkoBun retepoartom, BuOpaHui 3 rpymu, wo Bkmovae H-(Cq-
Ce)ankin, kuceHb i Cipky, i Moxe Heo60B'3koBO ByTun 3amilLeHm 1-2 okcorpynamu;

R3 aBnsie coboto H, (C1-Ce)ankin;

R4, R5, He3anexxHO oauH Big ogHoro, sienstotb coboto H, (C1-Ce)ankin, OH, O-(C4-Ce)ankin, O-CO(C1-Ce)arnkin,
S-(C1-Ce)arnkir;

R6, R7, R8, R9, He3anexHO oavH Big ogHoro, saenstoTb coboto H, (C1-Cg)arnkin;

abo

R6 i R7, R8 i R9, He3anexHo oauH Bia 04HOro, He0OOB'A3KOBO, ABMSAOTE COOOD OKCO;

n, m, He3aneXHo OAuH Big 0QHOro, MatTb 3Ha4YeHHA 0, 1, 2;

A, B, D, G, He3anexHo oauH Big ogHoro, senstoTe coboto N, C(R42);

abo

rpyrm A i B abo rpymm D i G, koxHi, sBnsoTe coboto C(R42) i pasom ytBopioloTe 5- abo 6 4neHHuin
KapOoUUKNiYHMIA abo reTepoLUUKITINHUIA paguKkar, 3aranom yTBOpoYM BiLUKiYHYy cucTemy;

R42 aBnse coboto H, F, CI, Br, I, OH, CF3, NO2, CN, OCF3, O-(C1-Cg)arnkin, O-(C1-C4)ankokci-(C1-C4)ankin, S-
(C1-Ce)arkin, (C1-Ces)ankin, (C2-Ce)ankeHin, (Cs-Cg)umknoankin, O-(Cs-Cg)umknoankin, (Cs-Cg)umknoankerin, O-(Cs-
Cs)umknoankerin, (Cz-Ces)ankiHin, (Co-Cg)ankineHapun, O-(Co-Cg)ankineHapun, S-apun, N(R43)(R44), SO,-CHs,
COOH, COO(C1-Ce)ankin, CON(R45)(R46), N(R47)CO(R48), N(R49)SO,(R50), CO(R51), -(CR84R85),-O(R86);

R43, R44, R45, R46, R47, R49, He3aneXHO O4uH Bif ogHoro, aenstoTe coboto H, (C1-Cg)ankin;

abo

R43 i R44, R45 i R46, He3anexHO OAWH Big o4HOMO, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SKUM BOHU
MoB'sA3aHi, YTBOPIOIOTb 5-6 YneHHe Kinbue, ske, KpiMm atoMy a3oTy, MoXe Takox Mictutn 0-1 goaatkoBun retepoartom,
BMBpaHuii 3 rpynu, wpo Bkrodae N-(C1-Ceg)arkin, KuceHb i Cipky;

R48, R50, R51, He3anexxHO oauH Big ogHoro, saBnsitoTe coboto H, (C1-Cg)ankin, apun;

R84, R85, He3anexHo 0auH Big o0AHoro, sBnsoTb coboto H, (C1-Cg)ankin;

R86 sBnsie coboto H, (C1-Ce)ankin, apun;

X Ma€ 3HadeHHa 1, 2, 3,4, 5, 6;

R10 saBnse coboto H, (C1-Cg)ankin, (Cz-Ces)ankeHin, (Cs-Ce)ankiHin;

X aBnse coboto N(R52), O, 3B'szok, C=C, C(R53)(R54), C(R55)(R56)0, CO, C C, rpyny dopmymm -(CR87R88),-,
Ae opHa abo pgekinbka rpyn -(CR87R88)- moxym Gyt 3amiweHi rpynoto Y 3 yTBOPEHHSAM XiMIYHO MPUMHSITHOTO
pagukany;

Y sBnsie cobotro O, S, N(R89);

R52, R53, R54, R55, R56, He3anexxHo o0avH Big oaHoro, saensoTb coboto H, (C1-Cg)arnkin;

R87, R88, He3anexHO oaunH Big ofgHoro, siBnstoTe coboto H, (C1-Ca)ankin, ge R87 i R88 B rpynax y MoxyT B
KOXXHOMY BUMNaaKy MaTu O4HaKoBi abo pi3Hi 3Ha4YeHHS;

y Mae€ 3HaJyeHHs 2, 3,4, 5, 6;

R89 sensie coboto H, (C1-Csg)arnkin;

E sBnsie coboto 3-14-uneHHy ABoBarneHTHy kapbo- abo reTepouMKniyHy KinbLeBy CTPYKTYpY, WO MicTutb 0-4
retepoatomu, BubpaHux 3 rpymm, wo Bkmovae N, O i S, sika Mmoxe HeoOOB'A3KOBO MICTUTM 3aMiCHUKW, BUOpaHi 3
rpymm, wo Bkmnoyae H, F, Cl, Br, I, OH, CF3, NO2, CN, OCF3, okco, O-(C4-Cg)arnkin, O-(C4-Cas)ankokci-(C1-C4)ankin, S-
(C1-Ce)arkin, (C1-Ces)ankin, (C2-Ce)ankeHin, (Cs-Cg)umknoankin, O-(Cs-Cg)umknoankin, (Cs-Cg)umknoankerin, O-(Cs-
Cs)umknoankerin, (Cz-Ces)ankiHin, (Co-Cg)ankineHapun, O-(Co-Cg)ankineHapun, S-apun, N(R57)(R58), SO,-CHs,
COOH, COO-(C1-Cg)arkin, CON(R59)(R60), N(R61)CO(R62), N(R63)SO2(R64), CO(R65), i Moxxe 6yt moHo- abo
OiUUKMiYHOIO;

R57, R58, R59, R60, R61, R63, He3ane»xHO oauH Bif ogHoro, aensatoTe coboto H, (C1-Cg)ankin;

abo

R57 i R58, R59 i R60, He3anexHO oAuH Big O4HOMO, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SIKUM BOHU
noB'sA3aHi, YyTBOPIOIOTb 5-6-UneHHe Kinbue, ske, KpiM atoMy as3oTy, MoXe Takox Mictuth 0-1 goaatkoBun retepoartom,
BMBpaHui 3 rpynu, wo Bkrodae N-(C1-Ce)arkin, KUceHb i Cipky;

R62, R64, R65, He3anexxHo oauH Big ogHoro, saBnsiioTe coboto H, (C1-Cg)ankin, apun;

K siBnsie coboto 38's30k, O, OCH,, CH20, S, SO, SO2, N(R66), N(R67)CO, CON(R68), (C(R69)(R70)),, CO, C C,
C=C, rpyny cdopmyrm -(CR90R91),-, ge ogHa abo aekinbka rpyn -(CRIOOR91)- MoxyTs GyTn 3amileHi rpymnoto Z 3
YTBOPEHHSM XiMiYHO MPUMHATHOIO pagukany;

Vv Mae 3HadeHHsa 1,2, 3,4;

R66, R67, R68, R69, R70, He3anexxHo oavH Big oaHoro, saensoTb coboto H, (C1-Cg)arnkin;

Z sBnsie coboro O, S, N(R92), CO, SO, SOy;

R90, R91, He3anexHO oauH Big oaHoro, sBnsioTb coboto H, (C1-Cg)ankin, rigpokci(C1-C4)ankin, rigpoken, (Cq-
C4)ankokci-(C+1-Cs)ankin, ge R90 i R91 B rpynax z MoxyTb B KOXIHOMY BUMagKy MaTti ogHakoBi abo pi3Hi 3HaYeHHS;

Z Ma€ 3HadeHHa 2, 3, 4, 5, 6;

R92 saensie coboto H, (C1-Csg)arnkin;

R11 aBnse coboto H, (C1-Cg)ankin, (C1-Cs)ankokci-(C1-Ca)ankin, (Cz-Cs)ankeHin, (Cs-Cg)ankiHin, 3-10-uneHHe
MOHO-, 6i- abo cripouukniyHe Kinbue, sike Moxe mictutn 0-4 reTepoatomu, BUOpaHMX 3 FPynu, LU0 BKIKOYAE KUCEHb,
a3oT i CipKy, Oe Bka3aHa KinbLeBa cucteMa moxe Oytm popatkoBo 3amiweHa F, Cl, Br, CF3, NO2, CN, (C1-
Ce)ankinom, O-(C4-Cg)ankinom, (C1-Cs)ankokci-(C1-Cs)ankinom, (Co-Cg)ankineHapunom, okco, CO(R71),
CON(R72)(R73), rigpokcwn, rigpokci-(C1-Cs)arkinom, COO(R74), N(R75)CO(C1-Ce)ankinom, N(R76)(R77) abo
SO,CHs, SCF3;

R71, R72, R73, R74, R75, R76, R77, He3anexHo o4vH Big oaHoro, siBnsAtoTb coboto H, (C1-Cg)arnkir;

abo

R72 i R73, R76 i R77, He3anexHO OAWH Big o4HOMO, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SIKUM BOHU
MoB'sA3aHi, YyTBOPIOIOTb 5-6-UneHHe Kinbue, ske, KpiM atoMy as3oTy, MoxXe Takox Mictuth 0-1 goaatkoBun retepoartom,
BMBpaHui 3 rpynu, wo Bkrtodae N-(C1-Ce)ankin, KnuceHs i cipky; abo



E, K i R11 pa3om yTBOpIOIOTb TPULMKIIYHY CUCTEMY, A€ KiflbLUs MOXYTb OYyTM He3aneXHo OoauH Big OAHOro
Hacu4eHUMM, HaCcTKOBO Hacu4eHVMMN abo HeHaCMYEeHUMM | KOXKHe MoXe BKItovaTyh 3-8 KinbLeBKX aToMmiB;

i oo ix N-okcuais i (i3ionoriyHo NPUARHATHUX COMEN.

Y HacTynHOMy BapiaHTi BTINEHHA JaHWA BUHAXid, TakUM YMHOM, BiAHOCUTLCA 4O CRONyK hopmymnm |
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R1, R2 HesanexHo oauH Big ogHoro senstoTe coboto H, (C1-Csg)ankin, -(CH2)-R12, (C1-Ca)ankokci-(C1-Ca)ankin,
apunokci-(C1-Ca)ankin, (Cs-Cg)ankeHin, (Cs-Cg)ankiHin, CO-(C4-Cg)arkin, -CO-(CH2),-R12, CO-apunokci-(C1-
Cs)ankin, CO-(Co-Cg)ankeHin, CO-(Cz-Cg)ankiHin, COCH=CH(R13), COCC(R14), CO-(C1-C4)ankin-S(O)p-(C1-
Cs)ankin, CO(C(R15)(R16));N(R17)(R18), CO(C(R19)(R20)).CON(R21)(R22), CO(C(R23)(R24))sO(R25); abo R1 i
R2 yTBOpIOIOTE pa3om 3 aToMOM a3oTy, 3 SKMM BOHW MoB'si3aHi, 4-10-uneHHe MOHO-, 6i- abo cripoumKniyHe Kinbue,
sike, KpiM atomy asoTy, Moxe MicTuTn 0-4 goaaTKoBMX reTepoatoMu, BUOpaHUX 3 rpynu, WO BKIOYAE KUCEHb, a3oT i
CipKy, Oe reTepouukniyHa KinbLeBa cuctemMa moxe 6ytm gopatkoBo 3amiweHa F, Cl, Br, CF3, NO,, CN, (C4-
Ce)ankinom, O-(Ci-Cg)ankinom, (C1-Cs)ankokci-(C1-Cs)ankinom, (Co-Cg)ankineHapunom, okco, CO(R26),
CON(R27)(R28), rigpokcu, COO(R29), N(R30)CO(C1-Ce)ankiniom, N(R31)(R32) abo SO.CHj;

o Mmae 3HadyeHHn 0, 1, 2, 3,4, 5, 6;

p Mae 3HayeHHs 0, 1, 2

q, I, S, He3anexHo oAuH Big o4HOro, MalTb 3HaveHHa 0, 1, 2, 3, 4;

R13, R14 He3arnexHo oAuH Bif 04HOMO SiBMA0Tb co60t0 5-10 YneHHy apoMaTuyHy KifbLieBY CUCTEMY, sika MOXe
micTuTn 0-2 goaaTkoBUX reTepoatoMu, BUGpaHuxX 3 rpynu, Lo BKIIOYAE a30T, KUCEHb i CipKy, | Moxe ByTu 3amilleHa
F, ClI, Br, CF3, NO2, CN, (C1-Cg)ankinom, O-(C1-Cg)arnkinom;

R15, R16, R17, R19, R20, R21, R22, R23, R24, R25, R26, R27, R28, R29, R30, R31, R32 He3anexHo oavH Bif
oAHoro ABnsaTb coboto H, (C1-Ce)ankin;

R18 sBnsie coboto H, (C1-Ces)ankin, CO(C+-Cs)ankin, CO(R33);

R17 i R18, R21 i R22, R27 i R28, R31 i R32, He3anexxHo oguH Big O4HOMo, HEOOOB'A3KOBO pPa3om 3 aTOMOM
a3oTy, 3 SKMM BOHW MOB'A3aHi, YTBOPIOKWOTL 5-6 YneHHe kinbue, sike, KpiM atomy asoTy, Moxe Takox mictuty 0-1
[oAaTKoBUWIA reTepoaTtoMm, BubpaHui 3 rpymu, Lo Bkrtodae N-(C1-Ceg)arnkin, KUceHb i Cipky;

R33 saBnse coboiw 5-10 uneHHy apoMatuyHy KinbueBy cuUCTeMy, sika Moxe Mictutn 0-2 gogatkoBux
retTepoaromu, BUGpaHux 3 rpynu, Lo BKIOYAE a30T, KUCEHb i CipKy, i Moxe 6yTu 3amiweHa F, Cl, Br, CF3, NO,, CN,
(C1-Ce)arkinom, O-(C+-Cg)arnkinom;

R12 aBnsie coboto OH, 3-12-uneHHe MoHoO-, 6i- abo cripouuKnivHe KinbLe, SKe MoXe MICTUTU OauH abo Aekinbka
retepoartomis, BUOpaHux 3 rpynu, wo Bkmodae N, O i S, i BkasaHe 3-12 4neHHe KinbLe MOXe MICTUTU O0AaTKOBI
3amicHukn, Taki sik F, Cl, Br, I, OH, CF3, NO2, CN, OCF3, okco, O-(C1-Ce)arnkin, (C1-Ca)ankokci-(C1-Cas)ankin, S-(C+-
Ce)ankin, (C1-Ce)ankin, (C2-Ce)ankeHin, (Csz-Cg)umknoankin, O-(Cz-Cg)umknoankin, (Cs-Cg)umknoankenin, O-(Cs-
Cs)umknoankeHin, (Co-Ce)ankiHin, O-(Co-Cg)ankineHapun, N(R34)(R35), COCH=CH(R36), (C(R37)(R38))(R39),
CO(C(R37)(R38))(R39), CO(C1-Cs)ankinn, COCOO(C1-Ce¢)ankin, COO(R40), S(O).(R41) i COOH;

t mae 3HaueHHa 0, 1, 2, 3,4, 5, 6;

u Mae 3Ha4eHHs 0, 1,2;

R34, R35, R37, R38 He3anexHo oAauH Big ogHoro sensitotb coboto H, (C1-Cg)ankin;

R34 i R35, Heo60B'AA3k0OBO pa3om 3 aTOMOM as30Ty, 3 SIKUM BOHM MOB'A3aHi, YyTBOPHOTE 5-6 YneHHe kinbLe, sike,
KpiM aToMy a3oTy, Moxe Takox Mictutm 0-1 gopaTtkoBunm retepoartom, BubpaHui 3 rpymu, wo Bkmovae N-(Cq-
Ce)ankin, kuceHb i Cipky, i Moxxe Heob0B'3koBO 6yTun 3amilLeHm 1-2 okcorpynamu;

R36, R39, HesanexHo oAuH Big ogHoro, sBnse coboto (Ca-Cg)umknoarnkin, 5-10-4neHHy apomaTuyHy KinbLesy
cucteMmy, sika Moxxe MicTuTM 0-2 goaaTkoBMX retepoatomMu, BUOpaHUX 3 rpymnu, LU0 BKMOYAE a3oT, KUCEHb i CipKy, i
mMoxe 6ytn 3amiweHa F, Cl, Br, CF3; NO2, CN, (C4-Cs)ankinom, O-(C1-Cg)ankinom;

R40 saBnse coboto H, (C1-Cg)ankin, (C2-Ce)ankeHin, (Co-Cg)ankineHapun;

R41 saBnse coboto (Cq1-Ce)ankin, 5-10-uneHHy apomMatuyHy icinbLeBy cucTemy, sika Moxe Mictutm 0-2
[oJaTkoBMX reTepoatoMu, BUGpaHux 3 rpynu, Lo BKIOYAE a3o0T, KUCEHb i CipKy, i Moxe 6ytn 3amiweHa F, ClI, Br,
CF3, NO2, CN, (C1-Cg)arnkinom, O-(C+-Cg)ankinom;

R3 aBnsie coboto H, (C1-Ce)ankin;

R4, R5, He3anexxHO oauH Big ogHoro, sienstotb coboto H, (C1-Ce)ankin, OH, O-(C4-Ce)ankin, O-CO(C1-Ce)arnkin,
S-(C1-Ce)ankin;

R6, R7, R8, R9, He3anexHOo oavH Big ogHoro, senstoTb coboto H, (C1-Cg)arnkin;

R6 i R7, R8 i R9, He3aneHo oauH Bia 0HOro, He0OOB'A3KOBO, ABMAOTE COOOD OKCO;

n, m, He3aneXHo OAuH Big 0QHOro, MatTb 3HaA4YeHHA 0, 1, 2;

A, B, D, G, He3anexHo oauH Big ogHoro, senstoTe coboto N, C(R42);

R42 aBnse coboto H, F, CI, Br, I, OH, CF3, NO2, CN, OCF3, O-(C1-Cg)ankin, O-(C1-Cs)ankokci-(C1-C4)ankin, S-
(C1-Ce)arkin, (C1-Ces)ankin, (C2-Ce)ankeHin, (Cs-Cg)umknoankin, O-(Cs-Cg)umknoankin, (Cs-Cg)umknoankerin, O-(Cs-
Cs)umknoankerin, (Cz-Ce)ankiHin, (Co-Cg)ankineHapun, O-(Co-Cg)arnkineHapun, S-apun, N(R43)(R44), SO,-CHs,
COOH, COO-(C1-Ce¢)ankin, CON(R45)(R46), N(R47)CO(R48), N(R49)SO2(R50), CO(R51);

R43, R44, R45, R46, R47, R49, He3aneXHO O4uH Bif ogHoro, aenstoTe coboto H, (C1-Cg)ankin;

R43 i R44, R45 i R46, He3anexHO OOWH Big O4HOMO, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SIKUM BOHU
noB'sA3aHi, YTBOPIOIOTb 5-6 YneHHe Kinbue, ske, KpiM atoMy a3oTy, MoXe Takox Mictuth 0-1 goaatkoBun retepoartom,
BMBpaHuii 3 rpynu, wpo Bkrodae N-(C1-Ce)arkin, KUceHb i Cipky;

R48, R50, R51, He3anexxHO oauH Big ogHoro, saensitoTe coboto H, (C1-Cg)ankin, apun;



R10 saBnsie coboto H, (C1-Cg)ankin, (Cz-Ces)ankeHin, (Cs-Ce)ankiHin;

X aBnse coboto N(R52), O, 38'sizok, C=C, C(R53)(R54), C(R55)(R56)0;

R52, R53, R54, R55, R56, He3anexHo o0avH Big 0aHoro, saensoTb coboto H, (C1-Cg)arnkin;

E saBnse coboto 3-8-uneHHy ABoBaneHTHy kap6o- abo reTepouukriiyHy KinbueBy CTPYKTypy, wo Mictute 0-4
retepoatomu, BubpaHux 3 rpymm, wo Bkmovae N, O i S, sika Moxe HeoOOB'AI3KOBO MICTUTM 3aMiCHUKKW, BUOpaHi 3
rpymm, wo Bkmnoyvae H, F, Cl, Br, I, OH, CF3, NO2, CN, OCF3, okco, O-(C+-Cg)arnkin, O-(C4-Cas)ankokci-(C1-C4)ankin, S-
(C1-Ce)arkin, (C1-Ces)ankin, (C2-Ces)ankeHin, (Cs-Cg)umknoankin, O-(Cs-Cg)umknoankin, (Cs-Cg)umknoankerin, O-(Cs-
Cs)umknoankerin, (Cz-Ceg)ankiHin, (Co-Csg)ankineHapun, O-(Co-Cg)ankineHapun, S-apun, N(R57)(R58)s SO,-CHs,
COOH, COO-(C1-Cg)arkin, CON(R59)(R60), N(R61)CO(R62), N(R63)SO2(R64), CO(R65), i Moxxe 6yt mMoHo- abo
OiUUKMIYHOIO;

R57, R58, R59, R60, R61, R63, He3aneKHO oAuH Bif ogHoro, saenstoTe coboto H, (C1-Cg)ankin;

R57 i R58, R59 i R60, He3anexHO oAuH Big O4HOMO, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SIKUM BOHU
noB'sA3aHi, YyTBOPIOIOTb 5-6-UneHHe KinbLe, ske, KpiM atoMy as3oTy, MoXe Takox Mictuth 0-1 goaatkoBun retepoartom,
BMBpaHui 3 rpynu, wpo Bkrodae N-(C1-Ce)arkin, KUceHb i Cipky;

R62, R64, R65, He3anexxHO oauH Big ogHoro, saBnsitoTe coboto H, (C1-Cg)ankin, apun;

K sBnsie coboto 38's130K, O, OCH,, CH20, S, SO, SO,, N(R66), N(R67)CO, CON(R68), (C(R69)(R70)),,CO,C=C;

vV Mae 3HadeHHsa 1, 2, 3,4;

R66, R67, R68, R69, R70, He3anexxHo o0auvH Big oaHoro, saenstoTb coboto H, (C1-Cg)arnkin;

R11 aBnse coboto H, (C1-Cg)ankin, (C1-Cs)ankokci-(C1-Ca)ankin, (Cz-Cs)ankeHin, (Cs-Cg)ankiHin, 3-10-uneHHe
MOHO-, 6i- abo cripouukniyHe Kinbue, sike Moxe Mictutn 0-4 reTepoatomu, BUOpaHMX 3 FPynu, LUO BKIKOYAE KUCEHb,
a3oT i CipKy, Oe Bka3aHa KinbLeBa cucteMa moxe Oytm popatkoBo 3amiweHa F, Cl, Br, CF3, NO2, CN, (C4-
Ce)ankinom, O-(Cs-Cg)ankinom, (C1-Cs)ankokci-(C1-Cs)ankinom, (Co-Cg)ankineHapunom, okco, CO(R71),
CON(R72)(R73), rigpokcu, COO(R74), N(R75)CO(C1-Ce)ankinom, N(R76)(R77) abo SO.CHj;

R71,R72, R73, R74, R75, R76, R77, He3anexHo o4vH Big oaHoro, siBnsAtoTb coboto H, (C1-Cg)arnkir;

R72 i R73, R76 i R77, He3anexHoO OoAWH Big of4HOMo, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SIKUM BOHU
noB'sA3aHi, YyTBOPIOIOTb 5-6-UneHHe KinbLe, ske, KpiM atoMy as3oTy, MoXe Takox Mictuth 0-1 goaatkoBun retepoartom,
BMBpaHui 3 rpynu, wo Bkrtodae N-(C1-Ce)arkin, KnuceHs i cipky; abo

E, K i R11 pa3om yTBOpIOIOTb TPULMKIIYHY CUCTEMY, A€ KiflbLUs MOXYTb OYyTM He3aneXHo OauH Big OAHOro
Hacu4eHUMM, HaCcTKOBO Hacu4eHMMN abo HeHaCMYEHUMM | KOXKHe MoXe BKItovaTyh 3-8 KinbLeBKX aToMmiB;

i IX gpizionoriyHo NPUAHATHUX COnen.

Oanvn BuHaxig BigHocuTbest o cnonyk cpopmymm | y doopmi ix pauemariB, eHaHTIOMEPHO 36aravyeHnx CyMmillen i
YUCTUX eHaHTioMepIB i 4O TX AiacTepeomMepiB i iX CyMilLen.

AnkinbHUI, ankeHiNbHUA i ankiHiNbHWA pagukanu B 3amicHnkax R1, R2, R3, R4, R5, R6, R7, R8, R9, R10, R11,
R12, R13, R14, R15, R16, R17, R18, R19, R20, R21, R22, R23, R24, R25, R26, R27, R28, R29, R30, R31, R32,
R33, R34, R35, R36, R37, R38, R39, R40, R41, R42, R43, R44, R45, R46, R47, R48, R49, R50, R51, R52, R53,
R54, R55, R56, R57, R58, R59, R60, R61, R62, R63, R64, R65, R66, R67, R68, R69, R70, R71, R72, R73, R74,
R75, R76, R77, R78, R79, R80, R81, R82, R83, R84, R85, R86, R87, R88, R89, R90, R91, R92 i R93 MoxyTs OyTn
abo niHiHUMKY, po3ranyxeHumu, abo HeobOoB'sI3KOBO rarnoreHoBaHUMW.

TepmiH "apun” o3Hayae, 3okpema, peHinbHy abo HadTUNbLHY rpyny.

"TpuumkniyHa cuctema" o3Hayae CTPYKTYpH, Lo MICTATb 3 Kinbusl, 3'€gHaHi pa3om BifbLue HiXX OOHUM 3B'SA3KOM.
Mpuknagamm Takux CUCTEM € KOHOEHCOBaHi CUCTEMM, WO BKMOYalOTb 3 KiMbus, i CRipOUMKNM, WO MICTATb
KOHOEHCOBaHY 3 HUMM KiflbLIEBY CUCTEMY.

Y Bunagky, korm R1 i R2 yTBOptoloTb pa3oMm 3 aTOMOM a30Ty, 3 SKUM BOHW MOB's3aHi, KifnbLe, Le Kinbue Moxe
OyTV 3amilie He ogHMM abo OeKiNbKOMa 3 BKa3aHWX 3aMiCHYKIB.

[BoBaneHTHa kap6o- abo reTepoumkniyHa KinbLeBa CTPyKTypa E Bkntoyae CTpyKTypw, ki NoB'sa3aHi OgHUM i TUM
e aToMOM 3 ABOMa CyMikHUMU rpynamm K i X.

dapmaLeBTUYHO NPUAHATHI COTi, 3aBASIKU TOMY, LLO X PO3YMHHICTb Y BOAI BULLIE, HiXX Y BUXiAHMX ab0 OCHOBHUX
cronyk, € ocobrmMBo MPUAATHAMW A1 3aCTOCyBaHHA B MegMuuHi. Taki cofi MOBWHHI MICTUTU dhapmaueBTUYHO
NPUNHATHUI aHiOH abo KaTioH. MpuaaTHUMK hapMaLeBTUYHO MPUAHATHUMMN KUCTIOTHO-aAUTUBHMMU CONSIMU CMO NyK
3a OaHMM BMHAxoA4OM € COfli HEOPraHiYHUX KUCIIOT, TakMxX $iK XJIOpUCTOBOAHEBa KucroTa, GpOMMCTOBOAHEBA,
¢ochopHa, MeTadpocdopHa, a3oTHa, cipyaHa KUCIOTa, i OpraHidHMX KUCIOT, TakMX SIK, Hanpuknag, ouToBa KucroTa
SIK OOHO- i OBOXOCHOBHa, 6eH3oncynbgoHoBa, OeH30MHa, NMMMOHHA, eTaHCylbdgoHoBa, dymapoBa, MOKOHOBA,
rmikoneea, i3eTVHOBa, MoOJoOYHa, JakTobioOHOBa, MarneiHoBa, s0nyyHa, MeTaHCynb(OHOBa, SHTapHa, I-
TonyoncyrnbOHOBa, BWHHA | TpudTopouToBa kucrota. [Ong MeauyHux Uine ocobnMBO MEepeBaXHOK €
XropuctToBoaHeBa Cifb. lNpuaatHumMn dapMaueBTUHHO MPUAHATHUMU CONSIMM OCHOB € COJli aMOHIit0, COMi My>XHUX
MeTaniB (Taki ik coni HaTpilo i Kanito), coni N>KHO3eMenbHUX MeTarniB (Taki SK COni MarHito i kanbLito).

Cori 3 dhapmaueBTU4HO HEMPUNHATHUM aHIOHOM TakKOX BXOAATb B 06'eM JaHOro BMHAaXOAY SK KOPUCHI MPOMDKHI
CMOMyKN ANA ofepXaHHs abo ouuweHHs dapmaueBTUYHO MPUIAHATHUX conen i/abo Ana HeTepaneBTUYHMX,
Hanpuknag, in vitro, 3acTocyBaHb.

TepmiH "dpisionoriyHo yHKUioHaNbHe noxigHe", Wo BUKOPUCTOBYETLCS B A4AHOMY OMUCI, BigHOCUTbCS A0 Oyab-
SKOro @i3ionoriyHo MPUAHATHOTO MOXIAHOro Ccronyku dopmMmyrm | 3a gaHMM BuHaxodoM, Hampuknag, CKnagHoro
edipy, ske npu BBedeHHi CcaBLEBi, TakOMy $K, Hampuknag, moAavHa, 3AatHe yTBoproBatm (mpsimo  abo
ornocepeakoBaHo) cnonyky coopmymm | abo i aktmBHUM MeTaboniT.

dizionoriyHo yHKLUiOHanNbHI NOXigHi BKMOYatoTe MPOSiKM CMONYK 3a AaHUM BUHaxoA4oM. Taki Mporfiku MOXYTb
meTabonisyBatucb in vivo y crnonykM 3a gaHum BuHaxogoM. Lli nmponikv cami mMoxym Oytm aktuBHUMK abo
HEeaKTMBHUMU.

Crionykn 3a 4aHUM BMHax040M TakoX MOXYTb iCHyBaTu B Pi3HMX MoMiMOPdHMX dopmax, Hampukniag, y BUrnsgi
amMopHUX i KpucTaniyHux noniMmopdHux dopm. Bei monimopdHi doopmMu Cronyk 3a JaHUM BMHaxoOoOM BXOASATb B
06'eM gaHoro BuHaxoAy i NpeAcTaBnATb e OAMH acnekT AaHOro BuHaxoay.

Bci nocunaHHst Ha "crionyky(1) chopmynm (1)" Hk4Ye BigHOCSTLCA Ao cronyk(n) dopmymm (1), onncaHnx BuLg, i ix



cornen, conbBariB i (Pi3ionoriyHO yHKLOHanNbLHUX NOXiAHWX, K ONMCaHO B AaHWU 3asBLi.

Konm pagukanmm abo 3amiCHMKM MpPUCYTHI Yy crnonykax ¢popmynm | B KinbkocTi Oinblue OAHOro, BCi BOHMW,
He3aneXXHO OAWH Big OAHOro, MOXYTb MaTy BKa3aHi 3Ha4eHHs i 6yTv ogHakoBUMKM abo Bigpi3HATUCL OAMH Big OQHOrO.

B ocobnmBo nepeBaKHOMY BapiaHTi BTiNEHHst AaHWI BMHAXI4 BioHOCUTLCA A0 cronyk doopmymm |,

ae:

R1, R2 HesanexHo oauH Big ogHoro senstoTe coboto H, (C1-Csg)ankin, -(CH2)-R12, (C1-Ca)ankokci-(C1-Ca)ankin,
CO-(C1-Cg)amkin, -CO-(CH2),-R12, @ COCH=CH(R13), COCC(R14), CO-(C1-Cs)ankin-S(O)-(C1-C4s)ankin,
CO(C(R15)(R16))qN(R17)(R18), CO(C(R19)(R20)).CON(R21)(R22), CO(C(R23)(R24))sO(R25); abo R1 i R2
YTBOPIOOTH pa3oM 3 aTOMOM a30Ty, 3 SIKUM BOHU MOB'si3aHi, 4-10-4neHHe MoHO-, 6i- abo cnipouuknivHe KinbLe, sike,
KpiM atomy a3oTy, moxe MicTutn 0-2 goaaTKoBUX reTepoatoMu, BUGpaHux 3 rpynu, Lo BKIKOYAE KUCEHb, a30T i CipKy,
e reTepouuknivHa KinbueBa cuctema moxe 6yt gogatkoso 3amiweHa F, (C1-Ce)ankinom, O-(C4-Cg)ankinom, (Co-
Cs)ankineHapunom, okco, CO(R26), CON(R27)(R28), rigpokcn, COO(R29), N(R30)CO(C1-Cs)ankinom, N(R31)(R32)
abo SO.CHs, ge R1 i R2, nepeBaxHo, obuaea He € H, i R1 i R2 pazom 3 atoMmoM a30Ty, NnepeBaxHo, He 03Ha4alTb
pagukan MopdoriHo;

o Mmae 3HadyeHHn 0, 1, 2, 3,4, 5, 6;

p Mae 3HayeHHs 0, 1, 2

q, I, S, He3arnexHo oAuH Big ogHOro, MalTb 3HaveHHa 0, 1, 2, 3, nepeBaxHoO (, S, He3aneXxHo OAvH Big O4HOrO,
MatoTb 3Ha4YeHHa 1, 2, 3 ir mae 3HadeHHna 0, 1, 2, 3;

R13, R14 HesanexHo oAuH Bif 04HOrO SiBMA0Tb co60t0 5-10 YneHHy apoMaTuyHy KifbLEeBY CUCTEMY, sika MOXe
MICTUTV JOAATKOBUIN reTepoatoMm, BUOpaHWii 3 rpynu, Lo BKMOYAE a3oT, KUCEHb i Cipky, | Moxe 6yTn 3amiweHa F, Cl,
(C1-Ce)arkinom, O-(C+-Cg)arnkinom;

R15, R16, R17, R19, R20, R21, R22, R23, R24, R25, R26, R27, R28, R29, R30, R31, R32 He3anexHo oavH Bif
oAHoro aBnsaTb coboto H, (C1-Ce)ankin;

R18 sBnsie coboto H, (C1-Ces)ankin, CO(C+-Cs)ankin, CO(R33);

R17 i R18, R21 i R22, R27 i R28, R31 i R32, He3anexxHo oguH Big O4HOMo, HEOOOB'A3KOBO pPa3om 3 aTOMOM
a3oTy, 3 SKMM BOHW MOB'A3aHi, YTBOPIOKWOTL 5-6 YneHHe kinbue, sike, KpiM atomy asoTy, MoXe TakoX mictuty 0-1
[oAaTKoBUWIA reTepoaTtom, BubpaHui 3 rpymu, Lo Bkrtodae N-(C1-Ceg)arnkin, KUceHb i Cipky;

R33 saBnse coboto 5-10 uneHHy apomMaTudHy KifbLEBY CUCTEMY, Sika MOXEe MICTUTM OOAaTKOBUMA reTepoatoM,
BMOpaHuiA 3 rpynu, WO BKMOYaE asoT, knceHb i Cipky, i Moxe 6ymm 3amiweHa F, Cl, (Cq-Cs)ankinom, O-(Ci-
Cs)arnkinom;

R12 aBnsie coboto OH, 3-12-uneHHe MoHoO-, 6i- abo cripouuKnivHe KinbLe, SKe MoXe MICTUTU OauH abo Aekinbka
retepoartomis, BUOpaHux 3 rpynu, wo Bkmodae N, O i S, i BkasaHe 3-12 4neHHe KinbLe MOXe MICTUTU O0AaTKOBI
3amicHukn, Taki sik F, Cl, CF3, NO2, CN, okco, O-(C1-Ce)arnkin, (C1-Ce)ankin, O-(Co-Cs)ankineHapun, N(R34)(R35),
COCH=CH(R36), (C(R37)(R38))(R39), CO(C(R37)(R38))t(R39), CO(C1-Ce)ankin, COCOO(C+-Cs)ankin, COO(R40) i
S(O)u(R41), oe y nepeBaxHOMY BapiaHTi BTiNleHHsi 3aMicHUK O-(C1-Ce)ankin BuknovaeTbes, komm 3-12 4yneHHe kKinbue
sBNe cobor GEHIrT;

t mae 3HayeHHa 0, 1, 2, 3,4;

u Mae 3HadeHHs 0, 1,2;

R34, R35, R37, R38 He3anexHo oauH Big ogHoro sensitotb coboto H, (C1-Cg)ankin;

R34 i R35, Heo60B'AA3k0OBO pa3om 3 aTOMOM as30Ty, 3 SIKUM BOHM MOB'A3aHi, YyTBOPIOKOTE 5-6 YneHHe kinbLe, sike,
KpiM aTomMy a3oTy, MoOXe Takox Mictutm 0-1 gopaTtkoBunm retepoartom, BubpaHui 3 rpymu, wo Bkmovae N-(Cq-
Ce)ankin, kuceHb i Cipky, i Moxxe Heo60B'3koBO 6yTun 3amilLeHm 1-2 okcorpynamu;

R36, R39, HesanexHo oAuH Big ogHoro, sBnse coboto (Ca-Cg)umknoarnkin, 5-10-4neHHy apomaTuyHy KinbLesy
CUCTEMY, Sika MOXe MICTUTM JOAAaTKOBUM reTepoartoM, BUOpaHuin 3 rpynu, Lo BKIIOYAE as3oT, KUCEHb i CIPKY, i Moxe
6y 3amiweHa F, Cl, (C1-Ce)ankinom, O-(C1-Cg)ankinom;

R40 saBnse coboto H, (C1-Cg)ankin, (C2-Ce)ankeHin, (Co-Cg)ankineHapun;

R41 aBnse coboto (C1-Ce)ankin, 5-10-4neHHy apomMaTuyHy KinbLeBy cuctemy, ska Moxe Mictuty 0-2 gogaTkoBux
reTepoatomu, BUOpaHuX 3 rpynu, WO BKIKOYaE as3oT, KNCEHb i CipKy, | moxe Bytn 3amiweHa F, Cl, (C4-Ce)arkinom, O-
(C4-Cs)arkinom;

R3 aBnsie coboto H, (C1-Ce)ankin;

R4, R5, He3anexHo oguH Big ogHoro, aensatTe coboto H, (C1-Ce)ankin, OH, O-(C+-Ces)ankin, O-CO(C1-Ce)ankin;

R6, R7, R8, R9, He3anexHO oavH Big ogHoro, senstoTb coboto H, (C1-Cg)arnkin;

R6 i R7, R8 i R9, He3anexHo oauH Bia 04HOro, He0OO0B'A3KOBO, ABMSAOTE COOOD OKCO;

n, m, He3anexHo OAWH BiA OAHOro, MawTb 3HadeHHsa 0, 1, 2, nepeBaXHO m Mae 3HadyeHHs 0, 1, 2, i n mae
3HavyeHHsa 1;

A, B, D, G, He3anexHo oauH Big ogHoro, sensitoTe coboto N, C(R42);

R42 aBnsie coboto H, F, CI, Br, CF3, CN, O-(C+-Cs)ankin, (C1-Ces)ankin, (C1-Cg)umknoankin, (Co-Cg)ankineHapwn,
O-(Co-Co)arnkineHapun, N(R43)(R44), SO.-CHs, COOH, COO-(C1-Cg)arkin, CON(R45)(R46), N(R47)CO(R48),
N(R49)S0.(R50), CO(R51);

R43, R44, R45, R46, R47, R49, He3aneXHO O4uH Bif ogHoro, aenstoTe coboto H, (C1-Cg)ankin;

R43 i R44, R45 i R46, He3anexHO OOWH Big O4HOMO, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SKUM BOHU
noB'si3aHi, YyTBOPIOIOTb 5-6 YneHHe Kinbue, ske, KpiMm atoMy as3oTy, MoXe Takox Mictutn 0-1 goaatkoBun retepoartom,
BMBpaHuii 3 rpynu, wo Bkrodae N-(C1-Ce)arkin, KUceHb i Cipky;

R48, R50, R51, He3anexxHO oauH Big ogHoro, saBnsitoTe coboto H, (C1-Cg)ankin, apun;

R10 sBnsie co6oto H, (C1-Csg)arnkin;

X aBnse coboto N(R52), O, 38'sizok, C=C, C(R53)(R54), C(R55)(R56)0;

R52, R53, R54, R55, R56, He3anexxHo 0avH Big 0aHoro, sensoTb coboto H, (C1-Cg)arnkin;

E sBnse coboto 3-8-uneHHy ABoBaneHTHy kap6o- abo reTepouukriiyHy KinbueBy CTPYKTypy, Wwo Mictute 0-4
retepoatomu, BubpaHux 3 rpym, wo Bkovae N, O i S, sika Mmoxe HeoOOB'I3KOBO MICTUTM 3aMiCHUKW, BUOpaHi 3
rpymm, wo Bkroyae H, F, Cl, CF3, NO»,



OH, CN, O-(C+-Ce)arnkin, (C4-Ce)ankin, (Co-Cs)ankineHapun, O-(Co-Cg)ankineHapun, S-apun, N(R57)(R58), SO»-
CHs, COO-(C1-Ce)ankin, CON(R59)(R60), N(R61)CO(R62), N(R63)SO2(R64), CO(R65), i Mmoxe 6ytTM MoHO- abo
GiLMKIiYHOO, NepeBaxXHO rpyna E He MiCTUTL 3amicHUKK, BUBpaHi 3 rpynu, wo Bkovae (Co-Cg)ankineHapwun, O-(Co-
Cs)ankineHapun i N(R57)(R58), B skin R57 i R58 yrtBOpioioTb pasom 3 aTtoMoOM as3oTy 5-6-uneHHe kKinbue, B
OPTOMNONIOXKEHHI BiQHOCHO TOYKM MpUeEAHaHHA X; 0cobmMBO NepeBaxHo, Komm E € MOHOLMKIIYHO rpymnoto;

R57, R58, R59, R60, R61, R63, He3ane»KHO oA4uH Bif ogHoro, saenstoTe coboto H, (C1-Cg)ankin;

R57 i R58, R59 i R60, He3anexHO oAuH Big O4HOMO, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SKUM BOHU
noB'sA3aHi, YTBOPIOIOTb 5-6-UneHHe Kinbue, ske, KpiM atoMy as3oTy, MoXe Takox Mictuth 0-1 goaatkoBun retepoartom,
BMbpaHui 3 rpynu, wo Bkrodae N-(C1-Ce)arkin, kucensb i cipky, ge R59 i R60, nepeBaxkHo 06uasa He € H;

R62, R64, R65, He3anexxHo oauH Big ogHoro, saensitoTe coboto H, (C1-Cg)ankin, apun;

K sBnse coboto 3B's30k, O, CH2O, N(R66), (C(R69)(R70)), OC, OCH,, CON(R68), nepeBakHo 3B's30K, O,
CH20, ((CR69)(R70)),, C=C,N(R66);

V Ma€ 3HadeHHsa 1, 2;

R66, R67, R68, R69, R70, He3anexxHo oavH Big oaHoro, saenstoTb coboto H, (C1-Cg)ankin;

R11 aBnse co6oto H, (C1-Cg)ankin, (C4-Cs)ankokci-(C1-Ca)ankin, (Cs-Cg)ankeHin, 3-10-4neHHe moHo-, 6i- abo
cripoumkniyHe Kinbue, ke Moxe mictutn 0-4 retepoatomMu, BUOPaHMX 3 FPynu, LLO BKIOYAE KNCEHb, a30T i CipKy, Ae
BKasaHa kinbLeBa cuctema moxe Oyt gopatkoBo 3amiweHa F, Cl, Br, CF3, NO,, CN, (C4-Cg)ankinom, O-(Cs-
Cs)ankinom, (C1-Cs)ankokci-(C1-Ca)ankinom, (Co-Cg)ankineHapunom, okco, CO(R71), CON(R72)(R73), rigpokcu,
COO(R74), N(R75)CO(C1-Ce¢)ankinom, N(R76)(R77) abo SO-.CHs, nepeBakHo R11 He € COO(R74);

R71, R72, R73, R74, R75, R76, R77, He3anexHo o4vH Big oaHoro, siBnsAtoTb coboto H, (C1-Cg)arnkir;

R72 i R73, R76 i R77, He3anexHO OAWH Big O4HOMO, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SIKUM BOHU
noB'sA3aHi, YTBOPIOIOTb 5-6-UneHHe KinbLe, ske, KpiMm atoMy as3oTy, Moxe Takox Mictuth 0-1 goaatkoBun retepoartom,
BMBpaHuii 3 rpynu, wo Bkrodae N-(C1-Ce)arkin, KUceHb i Cipky.

OcobmmBo nepeBaxHUMU crioslykamy (OOpMyn | € Taki COMyKM, B SIKUX

A, B, D, G, He3anexHo oavH Big ogHoro, siensAtoTb coboto N abo C(R42), i 3aranbHa KinbkicTe aToMiB a3oTy B
TakoMmy Kinbui cknagae 0-2, nepeBaxHo, 0 abo 1.

LLe 6inbw nepeBaxHUMM crioflykamy doopmynn | € Taki CHoMyKK, B SIKUX

N Mae 3HaveHHa 1 i

m Mae 3HaveHHs 1 abo 2.

OcobmmBo nepeBaxxHUMU crioslykamy (hopMynn | € Taki CHOMyKKM, B SIKUX

A, B, D, G, He3anexHo oavH Big ogHoro, siBnsAtoTb coboto N abo C(R42), i 3aranbHa KinbkicTe aToMiB a3oTy B
TakoMmy Kinbui cknagae 0-2, nepeBaxHo, 0 abo 1;

N Mae 3HaveHHa 1 i

m Mae 3HaveHHs 1 abo 2.

Y HacTynHOMYy nepeBaXHOMY BapiaHTi BTiNEHHS AaHUIW BUHaXiA BIQHOCUTLCS A0 Criofnyk doopMymm |, B sikux:

R1, R2, He3anexHo oawH Big ogHoro, sBnstoTe coboto H, (Ci-Cg)ankin, -(CR78R79).-R12, (C1-C4)ankokci-(C1-
Cs)arkin, (Cs-Cg)ankenin, CO-(C4-Cg)arkin, -CO-(CHz2)o-R12, CO-apunokci-(C1-Cs)ankin, COCH=CH(R13),
COCC(RH), CO(C(R15)(R16))qN(R17)(R18), CO(C(R19)(R20)).CON(R21)(R22), CO(C(R23)(R24))sO(R25); abo R1 i
R2 yTBOpIOIOTE pa3om 3 aTOMOM a3oTy, 3 SKMM BOHW MoB'si3aHi, 4-10-4neHHe MOHO-, 6i- abo cripoumkniyHe Kinbue,
sIke, KpiM atomy asoTy, Moxe MicTuTn 0-2 goJaTKoBMX reTepoatoMu, BUOpaHUX 3 rpynu, WO BKIOYAE KUCEHb, a3oT i
CipKy, Ae reTepouukrivHa Kinbuesa cuctema Moxe Oytm gogatkoBo 3amilweHa F, Cl, CF3, (C1-Ce)arkinom, O-(C1-
Cs)ankinom, (C1-Cas)ankokci(C1-Ca)ankinom, rigpokci-(C1-Ca)ankinom, (Co-Co)ankineHapunom, okco, CO(R26),
CON(R27)(R28), rigpokcu, COO(R29), N(R30)CO(C1-Ce)ankiniom, N(R31)(R32) abo SO.CHj;

nepeBaXHO, He3anexHo oAauH Big ogHoro ABnsATb coboto H, (C4-Cg)ankin, -(CR78R79),-R12, (C1-Ca)ankokci-
(C1-Cs)arkin, CO-(C4-Cg)ankin, -CO-(CH2)o-R12, COCH=CH(R13), COCC(R14), CO(C(R15)(R16))qN(R17)(R18),
CO(C(R23)(R24))sO(R25); abo R1 i R2 ytBOptOIOTE pasoM 3 aToOMOM a30Ty, 3 SIKUM BOHW MOB'A3aHi, 4-10-4neHHe
MOHO- abo GiuukniyHe Kinble, ke, KpiM atoMy a3oTy, Moxe MicTuTn 0-2 goOaTkoBMX reTepoatomu, BUOpPaHuX 3
rpynu, WO BKMOYAE KUCEHb, a30T i CipKy, Ae reTepouukrivyHa KifbLeBa cuctema Mmoxe 6yt gogatkoBo 3amilleHa F,
Cl, CF3, (C1-Cg)arkinom, O-(C1-Cys)ankinom, (C1-Cas)ankokci-(C1-Ca)ankinom, (Co-Co)ankineHapurom, okco, CO(R26),
rigpokcn, N(R31)(R32) abo SOCHyg;

0COBMBO MEpPEeBaXHO, He3aneXHo OAWH Big ogHoro sABnsATb coboto H, (Ci-Cg)ankin, -(CR78R79).-R12, (C4-
Cs)ankokci-(C1-Cs)ankin, CO-(Cq-Cg)ankin, -CO-(CH2)-R12; CO(C(R15)(R16))qN(R17)(R18), abo R1 i R2
YTBOPIOIOTb Pa3oM 3 aTOMOM a30Ty, 3 SKAM BOHW MOB'A3aHi, 4-10-4neHHe MOHO- abo GiuumkniyHe Kinbue, sike, KpiM
atomy asoTy, Moxe mictutn 0-2 goOaTkoBWMX reTepoatoMu, BUOpaHMX 3 rpynu, WO BKOYAE KUCEHb i asoT, Ae
reTepouMknivyHa kKinbLeBa cuctema moxe Oytn gopartkoBo 3amiweHa F, (Ci-Ce)ankinom, (C1-Cs)ankokci-(C1-Ca)
ankinom, okco, CO(R26), rigpokcun, N(R31)(R32);

o0 Mae 3HaveHHsa 0, 1, 2, 3,4, 5, 6; nepeBaxHo 0, 1, 2, 3, 4; ocobrmeo nepesaxHo 0, 1, 2, 3;

q, I He3anexHo OAVH BiJ OAHOTO MaloTb 3Ha4YeHHS 1, 2, 3; nepeBaxHo, q Mae 3Ha4eHHsa 1 abo 2;

s Mae 3HadeHHs1 0, 1, 2, 3, 4; nepeBaxHo 0, 1, 2, 3; ocobnmeo nepeBaxHo 0, 1, 2;

R13, R14, He3anexHo 0AuH Bi 0AHOrO, ABMSOTbL COBO deHiNnbHe KinbLe, sike Moxke MicTuTh 0-1 aTom asoTy;

R15, R16, R17, R19, R20, R21, R22, R23, R24, R25, R26, R27, R28, R29, R30, R31, R32, He3anexHo oauH Big
oAHoro, siBnstoTb coboto H, (C1-Ce)arnkin;

R18 saBnse coboto H, (Ci-Ce)ankin, CO(C+-Ce)ankin, CO(R33); nepeBaxHo H, (C1-Cg)arkin, CO(C1-Ce)ankin;
ocobnmBo nepesaxHo H, (C1-Ce)ankin;

abo

R17 i R18, R21 i R22, R27 i R28, R31 i R32, He3anexHo oguH Big 04HOro, HEOOOB'I3KOBO YTBOPHOKOTE Pa3oMm 3
aToMOM a3oTy, 3 SKMM BOHUW MOB'A3aHi, 5-6-uneHHe Kinbue, sike, KPiM aTtomy asoTy, MOXe TakoX Mictutn 0-1
JoJaTKoBuiA retepoaTtoM, BubpaHui 3 rpynu, wo Bkmodae N-(Cq-Cg)arnkin, KMCeHb i CipKy; NepeBaXHO Take KinbLe
aBnsie coboto niponiguH, ninepnavH, N-meTunninepasuH, MopdoriH;

R33 saBnse coboto 5-10-uneHHy apoMaTuyHy KifbLEBY CUCTEMY, sika MOXe MICTUTU JOOATKOBUMA reTepoatoMm,



BMOpaHWiA 3 rpynu, WO BKMOYaE a3oT, KnceHb i Cipky, i Moxe 6ymm 3amiweHa F, Cl, (Cq-Cs)ankinom, O-(Ci-
Cs)arnkinom;

R12 gaBnge coboto OH, O-(Ci-Ce)ankin, O-(Co-Cg)ankineHapun, CN, S-(Ci-Cg)ankin, COO(RSO),
CON(R81)(R82), 3-12-uneHHe MoOHO-, 6i- abo cnipouukriyHe Kinbue, sike MOXe MICTUTM oduH abo Aekinbka
reTepoartomis, BUOpaHux 3 rpynu, wo Bkmodae N, O i S, i BkazaHe 3-12-uneHHe Kinbue MOXe MICTUTU O0AaTKOBI
3amicHukn, Taki sik F, Cl, Br, OH, CF3, CN, okco, O-(C1-Cg)arnkin, (C1-Ca)ankokci-(C1-Ca)ankin, (C1-Ce)ankin, O-(Co-
Csg)ankineHapwmn, (Co-Csg)ankineHapwn, N(R34)(R35), COCH=CH(R36), (C(R37)(R38))(R39),
CO(C(R37)(R38))(R39), CO(C1-Cg)ankin, COCOO(C1-Ce)arkin, COO(R40), S(O)u(R41);

nepeBakHo, OH, O-(C1-Cg)ankin, O-(Co-Cs)arnkineHapun, CN, 3-10-uneHHe MoHO- abo BiuukniyHe Kinbue, sike
MOXe MicTUTK 1-3 reTepoaTtomMu, BUOpaHi 3 rpynu, wo ekrodae N, O i S, i BkasaHe 3-10-4neHHe KinbLe MoXxe MiCTUTU
popatkosi 3amicHukn, Taki sk F, Cl, Br, OH, CF3, CN, okco, O-(C1-Ce)ankin, (C1-Cs)ankokci-(C1-Cs)ankin, (C+-
Ce)ankin, (Co-C2)ankineHapwun, N(R34)(R35), CO(C1-Ce)arnkis;

ocobmmeo nepeBaxHo, OH, O-(C1-Cg)ankin, 3-10-4uneHHe MoOHO- abo BiuukniyHe KinbLe, ke Moxe MicTutn 1-2
retepoatomu, BubpaHi 3 rpynu, wo Bkmtodae N, O i S, i BkazaHe 3-10-uneHHe Kinbue MOXE MICTUTWM O0AaTKOBI
3amicHuku, Taki gk F, OH, okco, (C1-Ces)ankin, CO(C+-Ce)arkin;

t mae 3Ha4yeHHs 0,1,2,3,4,5,6;

u Mae 3Ha4veHHs 0, 1, 2; nepeBakHo 0 abo 2; ocobrmMBO NepeBaKHO 2;

R34, R35, R37, R38 He3anexHo oAuH Big ogHoro siensitotb coboro H, (C1-Cg)ankin;

abo

R34 i R35 HeoboB's3k0BO pa3oM 3 aTOMOM a30Ty, 3 SIKUM BOHM MOB'A3aHi, YTBOPIOIOTb 5-6-uUneHHe Kinbue, sike,
KpiM aToMy a3oTy, MoXe Takox Mictutm 0-1 gopaTtkoBun retepoartom, BubpaHui 3 rpymu, wo Bkmovae N-(Cq-
Ce)ankin, kuceHb i Cipky, i He060B'I3K0BO MOXe ByTn 3amilLeHe 1-2 okcorpynamu;

R36, R39, He3anexHo oauH Big ogHoro, sBnstoTe coboto (Cz-Cg)umknoarnkin, 5-10-4neHHy apomMaTuyHy KinbLeBy
cuctemy, sika moxe Mictutu 0-2 goaaTkoBMX retepoatomMu, BUOpaHUX 3 rpynu, L0 BKMKOYAE a30T, KUCEHb i Cipky, i
moxe 6ytn 3amiweHa F, Cl, (C4-Cg)arkinom, O-(C4-Cg)ankinom;

R40 saBnse coboto H, (C1-Cg)ankin, (C2-Cs)ankeTn, (Co-Cg)ankineHapwr;

R41 aBnse coboto (C1-Ce)ankin, 5-10-4neHHy apomMaTuyHy KinbLeBy cuctemy, ska Moxe Mictutu 0-2 gogaTkoBux
reTepoatomu, BUOpaHux 3 rpynu, WO BKIlOYae as3oT, KNCEHb i CipKy, | moxe Bytn 3amiweHa F, Cl, (C4-Ce)arkinom, O-
(C4-Cs)arkinom;

R78, R79, HesanexHo oauH Big opHoro, aBnstTe coboto H, (Cq-Cg)ankin, rigpokci-(C1-C4)ankin, OH, (Cs-
C4)ankokci-(C4-Ca)ankis;

R80, R81, He3anexHo oauH Big oaHoro, saBnsoTb coboto H, (C1-Cg)arnkin;

R3 saBnsie coboto H, (C1-Ce)ankin; nepeaxHo H;

R4, R5, He3anexHo oguH Big ogHoro, sBnsaoTb coboto H, (Cq-Ce)arnkin, OH, O-(C1-Ce)ankin, O-CO-(C1-Ce)arnkin,
S-(C+-Ce)arkin, nepeBaxHO, He3anexHo oguH Big ogHoro AendAloTb coboto H, (C1-Ce)arkin, OH, O-(C4-Ce)arnkin, O-
CO-(C1-Ce)arkin; ocobrnmBo nepeBaxHO, HE3arneXxHo OAWH Big oaHoro sienstoTs coboro H, OH, O-(C-Ce)ankin;

R6, R7, R8, R9 aBnstoTb coboto H;

abo

R6 i R7, R8 i R9, He3aneHo oauH Bia 0HOro, He0OOB'A3KOBO, ABMAOTE COOOD OKCO;

nepeBaxHo, R6, R7, R8, R9 sBnsaoTb coboto H;

n Mae 3Ha4YeHHs 1

m Mae 3HadeHHs1 1 abo 2; nepeBakHO 1;

A, B, D, G, He3anexHo oauH Big ogHoro, sensitoTe coboto N, C(R42);

abo

rpymm A i B abo D i G, koxHa, sBnsie coboto C(R42) i pazom yTBOpIOIOTE OPTO(EHINEHOBY NaHKy, yTBOPIOKOYN B
uinomy 1,4-6izamileHy HacpTaniHOBY cuctemy;

nepeBaxHo, B sBnsie coboto N, C(R42);i A, D, G aBnsitotb coboto C(R42);

ocobmmBo nepeBaxHo, A, B, D, G aBnsitotb coboto C(R42);

R42 saBnsie coboto H, F, Cl, Br, CF3, CN, O-(C4-Cs)ankin, O-(C1-Cs)ankokci-(C1-Cs)ankin, S-(C1-Ce)ankin, (C+-
Ce)ankin, (Co-Cg)ankineHapun, O-(Co-Cg)ankineHapun, N(R43)(R44), SO>-CHz, CON(R45)(R46), N(R47)CO(R48),
CO(R51), -(CR84R85)x-O(R86);

nepesaxHo, H, F, Cl, Br, CF3, CN, O-(C4-Ce)ankin, (C1-Ce)ankin, SO2-CHs, CON(R45)(R46), N(R47)CO(R48),
CO(R51), -(CR84R85)x-O(R86);

ocobmmeo nepeBaxHo, H, F, Cl, CF3, CN, (C1-Cg)ankin, -(CR84R85)x-O(R86);

R43, R44, R45, R46, R47 He3aneHo oavH Big ogHoro sensoTe coboto H, (C1-Cg)ankin;

abo

R43 i R44, R45 i R46, He3anexHO OOWH Big O4HOMO, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SKUM BOHU
noB'sA3aHi, YyTBOPIOIOTb 5-6-UneHHe KinbLe, ske, KpiM atoMy as3oTy, MoXe Takox Mictuth 0-1 goaatkoBun retepoartom,
BMBpaHuii 3 rpynu, wpo Bkrodae N-(C1-Ce)arkin, KUceHb i Cipky;

R48, R50, R51, He3anexxHO oavH Big oaHoro, sBnsioTb coboto H, (C1-Cg)ankin, apun; nepeBaxkHo, He3arnexHo
OAVH Big oaHoro, H, (C1-Cg)arnkin;

R84, R85 sBnsoTb coboto H;

R86 sensie coboto H, (C1-Ce)arnkin;

X Mae 3Ha4yeHHs 0, 1, 2; nepeBaxHo 0, 1; ocobrmBo nepeBaxHo 1;

R10 sBnsie co6oto H, (C1-Csg)arnkin;

X aBnse coboto N(R52), 38'a3ok, C=C, C(R53)(R54), C(R55)(R56)0O, C=C, CH>-CH>, YCH>; nepeBaxHo, N(R52),
3B'a30k, C=C, C(R53)(R54), CH2-CH>; ocobnmso nepeBaxHo, 3B'sa30k, C=C, C(R53)(R54), CH>-CH;

Y sBnsie cobotro O, S, N(R89);

R89 sBensie coboto H, (C1-Csg)arnkin;

R52, R53, R54, R55, R56, He3anexHo o0auvH Big oaHoro, saensoTb coboto H, (C1-Cg)ankin;



E sBnse coboto 3-8-uneHHy ABoBaneHTHy kap6o- abo reTepouukiiiyHy KinbueBy CTPYKTypy, Wwo Mictute 0-4
retepoatomu, BubpaHux 3 rpymm, wo Bkovae N, O i S, sika HeOOOB'I3KOBO MOXE MICTUTU 3aMiCHUKKN, BUOpaHi 3
rpymm, wo Bkmtodae H, F, Cl, Br, OH, CF3, NO2, CN, OCF3, O-(C1-Ceg)arkin, O-(C+-Ca)ankokci-(C1-Cas)ankin, S-(C+-
Ce)ankin, (Cq-Ce)arnkin, (C2-Ce)amkeHin, O-(Cz-Cg)umknoankin, (Cs-Cs)umknoankeHin, (Cz-Ce)ankiHin, (Co-
Cs)ankineHapun, O-(Co-Cg)ankineHapun, S-apun, N(R57)(R58), SO2-CHs, N(R61)CO(R62), N(R63)SO2(R64),
CO(R65), i moxxe 6yt MOHO- abo BiLUKNIYHOLO;

nepeBaxHo, 5-7-4neHHy OBoBaneHTHy kapbo- abo reTepouuKniyHy KinbLeBYy CTPYKTypy, Wo Mictute 0-3
retepoatomu, BubpaHux 3 rpym, wo Bkovae N, O i S, sika HeOOOB'A3KOBO MOXE MICTUTU 3aMiCHUKW, BUOpaHi 3
rpymm, wo Bkmodae H, F, ClI, Br, OH, CF3, NO2, CN, OCF3, O-(C+-Cs)ankin, S-(C1-Ce)ankin, (C1-Ce)ankin, (Co-
Ce)ankeHrin, O-(Co-Cg)ankineHapun, S-apun, N(R57)(R58), SO,-CHs, N(R61)CO(R62), CO(R65), i MmOoxxe 6yT MOHO-
abo BiunKniYHOIO;

0Ccob6MBO NepeBaxHO, 5-7-4neHHy ABOBaneHTHy kap6o-abo reTepouukIiiYHY KifbLeBYy CTPYKTYpPY, WO MicTUTb O-
2 retepoartomu, BubpaHux 3 rpynu, wo Bknodae N, O i S, Aska HeOOOB'A3KOBO MOXE MICTUTM 3aMICHUKW, BUOpaHi 3
rpymm, wo Bkrtodae H, F, Cl, Br, OH, CF3, NO2, OCF3, O-(C4-Cs)arkin, (C1-Cs)ankin, (Co-Ce)ankenin, N(R57)(R58),
S0O2-CH3, CO(RG5);

Hanpuknag, E BubupatoTe 3 rpymm, Lo BKIOYae
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sika HeObOB'A3KOBO MOXE MICTUTU 3aMiCHUKKW, BUOpaHi 3 rpymu, wo Bkmodae H, F, Cl, Br, OH, CF3, NO2, OCF3,
0-(C1-Ceg)arnkin, (C1-Ce)ankin, (C2-Ce)ankeHin, N(R57)(R58), SO2-CHs, CO(R65);
nepeBaxHo, 3 rpynu

7 O~ <7 .~O--O-

sika HeODOOB'A3KOBO MOXKE MICTUTU BULLIE3rafaHi 3aMiCHUKM;

R57, R58, R61, R63, He3anexHo oauH Bif ogHoro, aensoTb coboto H, (C1-Cg)ankin;

R62, R64, R65, He3anexxHO OAvH Big oaHoro, sBnsoTb coboto H, (C1-Cg)ankin, apun; nepeBaxHo, He3arnexHo
OJVH Big 0AHoro, sBnsTb coboto H, (C1-Cg)ankin;

K sBnsie coboto 38's130K, O, OCH,, CH20, S, SO, SO,, N(R66), N(R67)CO, CON(R68), (C(R69)(R70)),, CO, C=C,
OC, SCHz, SO.CHg;

nepeBakHo, 3B'A30k, O, OCH,, CH20, N(R66), CON(R68), (C(R69)(R70)), CO, C=C, SCHy; ocobmmso
nepeBakHo, 3B's130k, O, OCH,, CH,O, CON(R68), (C(R69)(R70)),, CO, C=C;

vV Mae 3Ha4yeHHs 1, 2, 3, 4; nepeBaxHo 1, 2, 3; ocobrmmBo nepeBaxHo 1, 2;

R66, R67, R68, R69, R70, He3anexxHo o0avH Big oaHoro, saensoTb coboto H, (C1-Cg)ankin;

R11 saBnse co6oto H, (C1-Ce)ankin, (C1-Cs)ankokci-(C1-Ca)ankin, (Cz-Cs)ankeHin, (Cs-Cg)ankiHin, 3-10-uneHHe
MOHO-, Bi-, Tpu- abo cripouukniyHe Kifnbue, sike Moxe MicTUTn 0-4 reTepoatomu, BUOpaHUX 3 rpynu, WO BKIOYaE
KMCEHb, a30T i CipKy, 4e BKa3aHa KinbueBa cuctema moxe Oytn gopartkoBo 3amiwgeHa F, Cl, Br, CF3, CN, (Cs-
Ce)ankinom, O-(C4-Cg)ankinom, (C1-Ca)ankokci-(C1-Cs)ankinom, rigpokci-(C1-Ca)ankinom, (Co-Cg)ankineHapumom,
okco, CO(R71), CON(R72)(R73), rigpokcu, COO(R74), N(R75)CO-(C1-Cs)ankinom, N(R76)(R77) abo SO,CHg;

nepeBaxHo, (C1-Cg)arnkin, (C1-Cs)ankokci-(C1-Ca)ankin, 3-10-uneHHe MOHO-, i-, Tpn-abo chipoumknivHe Kinbue,
ske Moxe mictutn 0-3 reTepoatomu, BUGpaHUX 3 rpynu, WO BKMOYAE KUCEHb, as3oT i CipKy, Ae Bka3aHa KinbLesa
cuctemMa Moxe Oytm popatkoBo 3amiweHa F, Cl, Br, CF3, CN, (C4-Ce)arnkinom, O-(C4-Cg)ankinom, (Co-
Co)ankineHapumnom, okco, CO(R71), CON(R72)(R73), rigpokcn, N(R75)CO(C-Ces)ankinom, N(R76)(R77) abo
SO,CHs;

ocobnmBo nepesaxHo, (C1-Cg)ankin, (C1-Ca)ankokci-(C1-Cs)ankin, 3-10-4neHHe MoHo-abo BiuuknivHe Kinbue, sike
MoXe MicTuTK 0-2 reTepoatomu, BUOpaHUX 3 rpynu, LLIO BKIKOYAE KUCEHb, a30T i CipKy, Ae Bka3aHa KinbLieBa cuctema
Moxe OytM popaTtkoBo 3amiweHa F, Cl, Br, CFs, CN, (C4-Cs)ankinom, O-(C1-Cg)ankinom, okco, CO(R71),
CON(R72)(R73), N(R75)CO(C+-Ce)ankinom abo SO,CHs;

R71, R72, R73, R74, R75, R76, R77, He3anexHo o4vH Big oaHoro, siensAtoTb coboto H, (C1-Cg)arnkir;

abo

R72 i R73, R76 i R77, He3anexHO OAWH Big o4HOMO, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SIKUM BOHU
noB'sA3aHi, YyTBOPIOIOTb 5-6-UneHHe Kinbue, ske, KpiM atoMy as3oTy, MoXe Takox Mictuth 0-1 goaatkoBun retepoartom,
BMBpaHui 3 rpynu, wo Bkrtodae N-(C1-Ce)arkin, KnuceHs i cipky; abo

0o ix N-okcmais i dizionoriyHo NPUAHATHUX COMEN.

Y HacTynHomy nepeBaxHOMY BapiaHTi BTineHHs, A, B, G i D B cbopmyni | aBnsatoTb coboto CH abo:

korm E siBnsie co6oto 1,4-heHineH, nepeBaxHMMU 3Ha4eHHaIMU A, B, G i D €, kpim Toro, Taki, siki nepepaxoBaHi y
Tabnmui | HUKYe:



CH

c-Cl

C-F
CH
CH
CH
CH
CH
CH
CH
CH

CH
CH
CH
CH
CH
CH
CH
CH
CH
cH
CH
CH
CH
CH
CH

CH

CH

CH
CH
C-F
CH
C-Br
CH
c-Cl1
CH
CH

CH
CH
CH
CH
CH
CH
C-F
C-F
CH
CH
CH
C-CHjy

C~-CH;
N
CH

TaGnms |

CH
CH
CH
C-F
C-F
CH
CH
CH
C-~Br
CH
c-ci
C-CH

CH
C-CHs
CH
C-CF3
CH
CH
CH
C-F
C-F
C-F
Cc~Cl
c-Cl
CH
CH
C~CH3

Konu E siBRnsie coboto

_Q_

nepeBaxHUMK 3HaveHHaAMU A, B, G i D €, kpim Toro, Taki, ki nepepaxoBaHi y Tabnuui |1 Hwkye:

CH
CH
CH
CH
CH
CH
CF
CH
CH
CH
CH
CH

C-CN
CH
C-CH3
CH
C=-CF3
CH20H
C-F
CH
C-F
Cc-Cl1
C-CN
CH
C~CH3

CH

O

Tabrmug |l
A B G D
CH C-CHs CH CH
CH C-F CH CH
CH CH C-CHs CH
CH CH C-F CH
CH N CH CH
CH CH CH N
CF CH C-P CH

Ko E siBnsie coboto

nepeBaxHUMK 3HaveHHaMU A, B, G i D €, kpiM Toro, Taki, siki nepepaxoBaHi y Tabnuui 111 Hiokye:

Tabrmus 11
A B 6 D
CH CH C-F CH
CH N CH CH
CH CH CH N
HacTynHi

nepeBaxHi kombiHauii ana E i A, B, G i D nepepaxoBaHi y Tabmmui V.




TaGauua IV

E A B G D
- CH c-F CH CH
- cH cH C-F cH
A3 CH c-F cH cH
A3 cn c-F cH cH

m CcH ¢F CH CH
|
—Q cH CF CH CH
oy
NO,
_G_ CcH C-F cH CR
_Q‘ CH C-F CH CH
o
=
%j}* cH c-F CH CH
wod
¥
% cH c-F CH cH
"Q’ cH Cc-F CH CcH
&
_Q_ cH C-F cH CH
. P e c-F cH cH
—d- ci c-F cH CH
L) cH c-F CH CH
. CH c-F CH CH

Pagvkarm R11, K, X i E y dopmyni | B 0co6rMBO NepeBakHOMY BapiaHTi BTINMEHHS MaloTb OOHE 3 HACTYMHUX
3HaYeHb:

R11, nepeBaxHO, BUOPaHWiA 3 rpymu, LLO BKIIOYaE:

H-Mponin, H-0yTun, i306yTnn, i30NeHTUN, LUMKMONPOMif, UMKNobyTaH, LMKIONeHTU, UMKIorekcun, uuknorekc-(1)-
eHin, dgeHin, n-ptopdeHin, n-xnopdeHin, n-6pomdeHin, n-Tonin, n-MeTokcudeHin, n-TpudTopMeTUndeEHin, n-
MeTUnTiogeHIn, o-pTopdeHin, o-xnopdeHin, o-uiaHodeHin, M-pTopdeHin, 2,4-andTopdeHin, 3-pTop-4-
MeTUngeHin, 2-HiTpo-4-MeTundeHin, 2-amiHo-4-meTungeHin,

/ )
cs/ON ©:N/>— i o\-—o

K nepeBaKHO BUOpaHWiA 3 rpynu, LLO BKIOYaE:

-O-, 3B8'a30k, C C, CH, CH20, CONH, OCHy, CO, SCHz i (CH2)20.
X nepeBaxHO BUOpaHui 3 rpynu, Wo Bkoyae 38'a30k, NH i CHa.
E nepeBakHO BUOpaHWii 3 rpynu, LLO BKIOYaE:

—O—@—Q_ \

< O O -0

MepeBaxkHi kombiHauii R11, K, X i E nepepaxoBaHi HuWkYe:

Korm K'i X koxxHUI siBnsie co6oto 3B'130K, 0COBMMBO NepeBaXXHUMMN 3Ha4YeHHsMn Ans E i R11 € HacTynHi:

- Korm E sBnisie co6oto 1,4-dpeHineH, R11 BubpaHuii 3 rpynm, WO BKIKOYAE: LIMKIOrekeun, n-tonin, n-propdeHin,
Oo-(pTOphEHIn, M-MeToKCUMEHIN, n-xropdeHin, o-xnopdeHin, 2,4-gudTopdenin, 3-dpTop-4-metundeHin, o-
uiaHodpeHin,



H,C/Ej i o\—-O

- Korm E siBnsie coboto

R11

BUGpaHuii 3 rpymu,

LLO BKIO4ae:

TpupTopMeTUndEHIn, o-pTopdeHin, deHin i

-

N

n-xrnopdeHin,

n-Tonin,

n-cpTopceHin,

n-MeTOKCUEHIn,

n-

HacTynHi kombiHauii E i R11 ans sunaaky, Konm K'i X koxxHuin siBnsie coboto 3B'A30K, nepepaxoBati y Tabmmui V:

Tabmia V
R11

m-xnopdeHit

-HITpO-4-MeTHIEHLI
n-xnopdenin
n-Opombenin

n-dropdenin
a-xnopdeHin
[-TOTIN
H=0yTuUn
I-xnopgeHin
-
=N
s
C—
N

n-MetTHmriodenin

2-aMino-4-MeTHDERIN

E

1, 4-umxsorexcuned

D

0

D

0
Korm K siBnsie coboto -O-, i X aBnsie coboto 3B'a30k, NH abo CHy, ocobrmBo nepeBaKHUMY 3HAYEHHAMU Ans E i

R11 € HacTynHi:

- Korm E siBnsie coboto 1,4-ceHineH, R11 BubpaHuii 3 rpyny, WO BKMOYae: (PEHIn, UMKMOneHTun, H-6ytun,
i300yTun, izoneHTun, 2,4-gudTopdeHin i n-dpTopdeHin.
HactynHi kombiHauii E i R11 ansa sunagky, Konm K sBnse coboto -O-, i X sBnsie coboto 3B'a30k, NH abo CHy,

nepepaxoBaHi B Tabnuui VI:



Tabnuama VI
R11

E
denin "O""
UHKHONSHTHUR _(}-

temnin

\y
H-OyTHna Q
F
H-BYTHA —<:>-‘

Kornm K saiBnsie coboto C C, i X aBnsie coboto 38'930K, 0coOMMBO nepeBakHUMM 3Ha4eHHAMU E | R11 € HacTymHi:

- Korm E siBnisie coboto
-

0

R11 BubpaHuii 3 rpymm, Wo BKoyae: dpeHin, n-dpTopdeHin i n-xnopdeHin.

Korm K siBnsie coboto CHp, i X siBnsie coboto 3B's30K, 0c0bnMBO nepeBakHi 3Ha4eHHs E i R11 BkazaHi y Tabnuui
VIl Hwkye:

N
B
o
L

Tabmung VII
R11 E

denin 1,4-deninen

s
,@ 1,4-¢eninen
e\
n-xJ10pQenin /&

Q
Kornm K siBnsie co6oto CH20, i X siBnsie co6oto 3B's30K, 0COOMMBO NepeBaXHUMM 3Ha4YeHHAMN E i R11 € HacTymHi:
- Korm E saBnsie coboto 1,4-tbeHineH, R11 Bubpanwii 3 rpynu, Lo BKoYae: deHin, LMKNonponin i LMKNorekcun.
Korm K sBnsie cob6oto CONH, i X sBnsie coboto 3B'si30K, 0cob6rmBo nepeBaxHi 3HavyeHHs E i R11 BkasaHi y
Tabrmui VI Hxkye:

Tabsmaia VIII
RI1 E
HHKIONEHTHI L4-deninen
guKnorerc-(1)-eHin 1,4-beninen
WMKIIOTIe HTUN < 2

3
Konm K saiBnsie co6oto OCHoy, i X siBnsie cobot0 3B'A30K, 0cOONMMBO nepeBaxHi 3HaveHHs E i R11 BkazaHi B Tabnuui

IX HkYe:

Tabmma IX
R11 E
o-xopenin /Q\
II-TOJLNX 1,4-deninen
H-TIpONin 1,4-deninen
nuKoGyTEn 1,4-peninen

KombiHauii R11, K i E, nepepaxoBani y Tabmmui X HwwkYe, € TakoX 0COOMMBO NepeBaKHYMU B AOMOBHEHHS A0
BKa3aHuX BuLLe kombiHaLii, npu LbOMy 0COBIMBO NepeBaxHO, KoM X 03Hayae 3B's130K:



Tabmumg X

R11 ’ K E
o-thropdenin co ' B
_ A3
Denin SCH; 1,4-peninen

LHKNOMPONiT (CHz) 20 ) ;:>

, F
Crionykn doopmyrnm | B 0cobnvBo nepeBaXHOMY BapiaHTi BTiNEHHS SABNA0Tb CO60t0 crnonykn hopmymm la

R42 ~
I} .
S sawaed
R10
R42' a

ae pagukanm R1, R2, R10, R11, R42 i rpynu X, E, K Bu3HayeHi Buwe, i R42' mae 3HayeHHs1, Bu3HayeHi ana R42,
ne R42 i R42' y crnonykax cpopmymm la moxyTs 6yTm ogHakoBuMy abo Bigpi3HATUCH OAuH Big ofHoro, abo ix N-
okcuau i pisionoriyHO NPUNRHATHI coni.

Y nepeBaxHOMY BapiaHTi BTiNeHHs AaHoro BuHaxody paavkann R1, R2, R10, R11, R42, R42' i pymm X, E, K
MatoTb HacTYMHI 3HAYEHHS:

R1, R2, He3anexHo oawH Big ogHoro, sBnstoTe coboto H, (Ci-Cg)ankin, -(CR78R79).-R12, (C1-C4)ankokci-(C1-
Cs)ankin, abo R1 i R2 yTBOpioioTb pa3om 3 aToMOM a3oTy, 3 SKMM BOHM MoB'sa3aHi, 4-10-4neHHe MoHo-, 6i- abo
cripoumkniyHe Kinbue, SKe, KpiM atoMy a3oTy, Moxe Mictuty 0-2 goaaTkoBUX reTepoatomu, BUOPaHMX 3 rpymu, Lo
BKIMOYAE KUCEHb, a30T i CipKy, e reTepouukriiyHa KinbueBa cucTtema moxe Oyt gopatkoBo 3amiweHa F, (Cq-
Ce)ankinom, O-(C1-Cg)ankinom, (C1-Ca)ankokci-(C1-Cs)ankinom, rigpokci-(C1-Ca)ankinom, (Co-Co)ankineHapumom,
okco, CO(R26), CON(R27)(R28), rigpoken, N(R31)(R32) abo SO-CHs; ge R1 i R2 o6ugsa He € CO(R26),

nepeBaxHo, H, (C1-Cg)ankin, -(CR78R79),-R12, (C1-Cs)ankokci-(C1-Ca)ankin, abo R1 i R2 ytBoptoioTe pasom 3
aToMOM a30Ty, 3 SKUM BOHU MoB'A3aHi, 4-10-4neHHe MOHO- abo GiuukniyHe Kinbue, sike, KpiM atomy asoTy, MOXe
MicTuTn 0-2 JOL4ATKOBUX reTepoatoMu, BUOpaHMX 3 rpymu, LU0 BKIKOHMAE KUCEHb i @30T, Ae reTepouukIivyHa KinbLesa
cuctema Moxe 6ytm gopatkoBo 3amiweHa F, (Ci-Ceg)ankinom, (Cq-Ca)ankokci-(C1-Ca)ankinom, okco, CO(R26),
rigpokcn, N(R31)(R32);

0 Mae 3Ha4veHHs 0, 1, 2, 3, 4, nepeBaxHo, 0, 1, 2, 3;

g Mae 3Ha4eHHs 1, 2, 3, nepeBaxHo, 1 abo 2;

S Mae 3Ha4eHHa 0, 1, 2;

R15, R16, R17, R18, R23, R24, R25, R26, R27, R28, R31, R32, He3ane)Ho oavH Big 0AHOro sBnsioTs codoto H,
(C1-Ce)arkin;

abo

R17 i R18, R27 i R28, R31 i R32, He3anexHo oAWH Big 0AHOro, HEOOOB'A3KOBO Pa3oM 3 aTOMOM a30Ty, 3 SKUM
BOHW MOB'A3aHi, YTBOPIOKTL 5-6-4YreHHe Kinble, sKe, KpiM atoMy asoTy, Moxe TakoX mictuti 0-1 popaTtkosui
retepoartom, BubpaHuin 3 rpymu, wo Bkrtodae N-(C1-Ce)arnkin, KuceHb i Cipky, MepeBaKHO Take KinbLe sBnse coboto
niponiguHose, ninepuanHose, N-meTunninepasnHose, MOpdONiHOBE KiMnbLe;

R12 aBnsie coboto OH, O-(C1-Ce)arnkin, O-(Co-Cz)ankineHapun, CN, S-(C1-Ce)ankin, 3-12-uneHHe moHo-, 6i- abo
CMipOUUKITIYHE KiNbLe, sike Moxe MicTuTh 1-3 retepoatomu, BubpaHux 3 rpymu, wo Bkrodae N, O i S, i BkazaHe 3-12-
YrieHHe KinbLie MoXe MICTUTVM OoAaTKoBiI 3amicHukM, Taki ak F, OH, CF3, CN, okco, (C1-Ce)arnkin, (Co-C2)ankineHapun,
N(R34)(R35), COO(R40), CO(C1-Cs)arkin,

nepeBakHo, OH, O-(C1-Cg)ankin, 3-10-uneHHe MoOHO- abo OiuyukniyHe kinbue, Ske Moxe Mictutn 1-2
retepoatomu, BubpaHux 3 rpynu, wo Bkmtodae N, O i S, i BkasaHe 3-10-4neHHe KinbLie MOXe MICTUTU O0AaTKOBI
3amicHukun, Taki gk F, OH, okco, (C1-Ces)ankin, CO(C+-Ce)arkin;

R34, R35, He3anexHo 0auH Big 0AaHoro, sBnsoTb coboto H, (C1-Cy)ankin;

R40 saBnse coboto H, (C1-Ce)ankin, (Co-C2)ankineHapws;

R78, R79, He3anexHo oauH Big ogHoro, siBnsoTb coboto H, (C1-Cg)ankin, rigpokci-(C1--Cs)arkin, OH, (Cs-
C4)ankokci-(C4-Ca)ankis;

R42, R42', He3anexxHO oAvH Bif ogHoro, sensatoTe coboto H, F, Cl, Br, CF3, CN, (C4-Ce)arnkin;

R10 sBnsie co6oto H, (C1-Csg)arnkin;

X siBnsie coboto N(R52), 38'a30k, C=C, C(R53)(R54), CH2CHj;

R52, R53, R54, He3anexxHo oauH Big ogHoro, saBnstoTe coboto H, (C1-Cg)ankin;

E sBnsie coboto 5-7 uneHHy ABoBaneHTHy kapbo- abo reTepouuknivHy KinbLeBY CTPYKTYpPY, WO MmicTute 0-3
retepoatomu, BubpaHux 3 rpym, wo Bkovae N, O i S, sika Mmoxe HeoOOB'I3KOBO MICTUTM 3aMiCHUKW, BUOpaHi 3
rpymm, wo Bkmntoyae H, F, Cl, Br, CF3, OH, CN, OCF3, NO2, O-(C+-Cs)ankin, (C4-Cs)ankin, SO2-CHs, CO(R65);

nepeBaxHo, 5-7-4neHHy OBoBaneHTHy kapbo- abo reTepouuKniyHy KinbLeBYy CTPYKTypy, WO MicTutb 0-2
retepoatomu, BubpaHux 3 rpymm, wo Bkmovae N, O i S, sika Mmoxe HeoOOB'AI3KOBO MICTUTM 3aMiCHUKKW, BUOpaHi 3
rpymm, wo Bkrtodae H, F, Cl, Br, OH, CF3, NO2, OCF3, O-(C+-Cs)arkin, (C1-Cs)ankin, (Co-Ce)ankenin, N(R57)(R58),
S0O2-CHs, CO(R65)

Hanpwvknag, E Bubpanuii 3 rpynu, Lo BKIOYae
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SIKMA HEODOB'SI3KOBO Mae 3aMiCHWKKM, BMOpaHi 3 rpymu, wo Bkmodae H, F, Cl, Br, OH, CF3, NO2, OCF3, O-(Cs-
Ce)ankin, (C1-Ce)arnkin, (C2-Ce)ankeHin, N(R57)(R58), SO2-CHs, CO(R65);
rnepeBaxHo,

L 00 o -O- O
O- -0 0 0O

KU HEOOOB'A3KOBO MICTUTb BKa3aHi BULLE 3aMiCHUKU;

R65 siBnsie co6oto H, (C1-Csg)arnkin;

K aBnsie coboto 3B's30k, O, OCHz, CH20O, S, SO2, N(R66), N(R67)CO, CON(R68), (C(R69)(R70)),, CO, C C,
SCHa, SO,CHg; nepeBaxHo 38'a30k, O, OCH,, CH20, CON(R68), (C(R69)(R70)),, ocobrmeo nepesaxHo CH,, CO, C
C;

V Mae€ 3HayeHHs 1, 2, 3, nepeBaxHo, 1, 2;

R66, R67, R68, R69, R70, He3anexxHo o0avH Big oaHoro, saenstoTb coboto H, (C1-Cg)ankin;

R11 aBnse coboto (C4-Cg)ankin, (C4-Cas)ankokci-(C1-C4)ankin, 3-10-4neHHe MoHo-, 6i-, Tpy- abo cnipouukriyHe
Kinbue, ke Moxe Mmictutn 0-4 retepoatomu, BMOpaHMX 3 rpymW, LIO BKIKOYAE KUCEHb, a30T i CipKy, Ae BKasaHa
KinbLeBa cucteMa moxe 6yt gopatkoBo 3amiweHa F, Cl, Br, CF3, CN, (C4-Cg)arnkinom, O-(C4-Cg)ankinom, okco,
CO(R71), rigpokecu, N(R75)CO(C1-Ce)ankinom abo SO2CHes;

nepeBaxHo, (C1-Cg)ankin, (C4-Cs)ankokci-(C1-Cs)ankin, 3-10-uneHHe MoHO- abo BiumkniyHe Kinbue, sike Moxe
micTuTn 0-2 reTepoatomMu, BUOpaHWX 3 rpynu, LLO BKIMOYAE KUCEHb, a30T i CipKy, e Bka3aHa KinbLueBa cucTeMa Moxe
6y gogatkoso 3amiweHa F, Cl, Br, CF3, CN, (C1-Ce)ankinom, O-(C4-Cg)ankinom, okco, CO(R71), CON(R72)(R73),
N(R75)CO(C+-Ce)ankinom abo SO,CHs;

R71, R72, R73, R74, R75, R76, R77, He3anexHo oavH Big oaHoro, siBnsAtoTb coboto H, (C1-Cg)arnkir;

abo

R72 i R73, R76 i R77, He3anexHO OAWH Big o4HOMo, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SIKUM BOHU
MoB'sA3aHi, YyTBOPIOIOTb 5-6 YneHHe Kinbue, ske, KpiM atoMy a3oTy, MoXe Takox Mictutn 0-1 goaatkoBun retepoartom,
BMBpaHui 3 rpynu, wo Bkrodae N-(C1-Ce)arkin, KUceHb i Cipky.

Y nepeBaHOMY BapiaHTi BTiINEHHS JaHWA BUHaXi4 BigHOCUTbLCSA A0 crionyk dopmynu la,

ae

X aBnse coboto CH2CHz, N(R52), CH2, OCHz, SCH2, CH=CH, nepesaxHo CH,CH,, CH=CH;

E sBnse coboto

O <Yy
1 Cr

K sBnsie coboto 38's30k, O abo C(R69)(R70);

Ta iHwi cumBorm R1, R2, R10, R11, R42, R42', R52, R69 i R70 maioTb 3Ha4Y€eHHsl, BU3HA4YEeHe BULLE Ans
pagukanis crnonyk opmynu la.

LLle B ogHOMY nepeBaKHOMY BapiaHTi BTiNIeHHA AaHW BUHaXi4 BiAHOCUTLCSA A0 crofyk popmymnm la,

ae

X aBnse coboro N(R52), nepesaxHo, NH, abo C(R53)(R54);

E sBnsie coboto

T Xy O

K sBnsie coboto 3B's130K, O abo C(R69 (R70), nepesaxHo, O;

nepeBaxHo, O

Ta iHwi cumBormm R1, R2, R10, R11, R42, R42', R52, R53, R54, R69 i R70 matoTb 3Ha4€eHHs, BU3HAYeHe BULLE
Ons paguvkanis cnonyk oopmynu la.



Lle B ogHoMy, ocob6rmMBO nepeBaxHOMY, BapiaHTi BTiMEHHs crnonyku cdopmymm | sBnsioTe coboko crosyku
¢opmymm |b
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e pagukarim R1, R2, R10 i R11 i rpymm E i D BusHadeHi Buwe, abo ix N-okcmaw i disionoriyHo NpuiHATHI corni.

Y nepesaxHoMy BapiaHTi BTineHHsa pagvkanm R1, R2, R10 i R11 i rpymm E i D maloTb HacTynHi 3Ha4eHHS:

R1, R2, He3anexHo oawH Big ogHoro, sBnstoTe coboto H, (C4-Cg)ankin, -(CR78R79).-R12, (C1-C4)ankokci-(C1-
Cs)arkin, (Cs-Cg)ankenin, CO-(C4-Cg)arkin, -CO-(CHz2)o-R12, CO-apunokci-(C1-Cs)ankin, COCH=CH(R13),
COCC(R14), CO(C(R15)(R16))¢N(R17)(R18), CO(C(R19)(R20)).CON(R21)(R22), CO(C(R23)(R24))sO(R25); abo R1
i R2 yTBOpIOIOTL PA30M 3 aTOMOM a30Ty, 3 SIKUM BOHW MoB'si3aHi, 4-10-4neHHe MoHo-, 6i- abo cripouwukniyHe KinbLue,
sIke, KpiM atomy asoTy, Moxe MicTuTn 0-2 goaaTKoBMX reTepoatoMu, BUOpaHUX 3 rpynu, WO BKIOYAE KUCEHb, a3oT i
CipKy, Ae reTepoumkrivHa Kinbuesa cuctema Moxe 6ytm gogatkoso 3amiweHa F, Cl, CF3, (C1-Ce)arkinom, O-(C1-
Cs)ankinom, (C-Cs)ankokci-(C1-Ca)ankinom, rigpokci-(Cq1-Ca)ankinom, (Co-Co)ankineHapunom, okco, CO(R26),
CON(R27)(R28), rinpokcun, COO(R29), N(R30)CO(C1-Cs)ankiniom, N(R31)(R32) abo SO,CHs, ge R1 i R2 obugsa He
e CO(R26);

nepeBaxHO, He3anexHo oAuH Big ogHoro, siBnstoTe coboro H, (C1-C8)arkin, -(CR,78R79).-R12, (C1-Ca)ankokci-
(C1-Cs)arkin, CO-(C4-Cg)ankin, -CO-(CH2)o-R12, COCH=CH(R13), COCC(R14), CO(C(R15)(R16)){N(R17)(R18),
CO(C(R23)(R24))sO(R25); abo R1 i R2 ytBOptOIOTE pasoM 3 aToOMOM a30Ty, 3 SIKUM BOHW MOB'A3aHi, 4-10-4neHHe
MOHO- abo GiuukniyHe Kinble, ke, KpiM atoMy a3oTy, Moxe MicTuTM 0-2 goOaTkoBMX reTepoatomu, BUOpPaHuX 3
rpynu, WO BKMOYAE KUCEHb, a30T i CipKy, Ae reTepouukrivyHa KifbLeBa cuctema Moxe 6yt gogatkoBo 3amilleHa F,
Cl, CF3, (C1-Ce)arnkinom, O-(C1-Cs)ankinom, (C1-Ca)ankokci-(C1-Ca)ankinom, (Co-C2)ankineHapumnom, OKco, rigpokcu,
N(R31)(R32) abo SO,CHs, e R1 i R2 obuaga He € CO-(C+-Cg)arkinom;

0COBMBO MEpPEBaXHO, He3aneXXHo OAWH Big ogHoro sABnsATb coboto H, (C4-Cg)ankin, -(CR78R79).-R12, (C4-
Cs)ankokci-(C1-Cs)ankin, CO-(C4-Cg)ankin, -CO-(CH2)o-R12, CO(C(R15)(R16)){N(R17)(R18), abo R1 i R2
YTBOPIOIOTb Pa3oM 3 aTOMOM a30Ty, 3 SKAM BOHW MOB'A3aHi, 4-10-4neHHe MOHO- abo GiuunkniyHe Kinbue, sike, KpiM
atomy asoTy, Moxe mictutn 0-2 gogaTkoBMX reTepoatoMu, BUOpaHMX 3 rpynu, WO BKOYAE KUCEHb i asoT, Ae
reTepouMkniyHa Kinbuesa cuctema Moxe Oytv gopatkoBo 3amiweHa F, (C4-Ce)ankinom, (C4-Cs)ankokci-(Ci-
C4)ankinom, okco, CO(C1-Cg)ankinom, rigpoken, N(R31)(R32), ae R1 i R2 obuagsa He € CO(C1-Cg)ankinom;

0 Mae 3HaveHHs 0, 1, 2, 3,4, 5, 6; nepeBaxHo 0, 1, 2, 3, 4; ocobrmeo nepesaxHo 0, 1, 2, 3;

q, I, He3anexHo OvH Bi 0JHOrO, MalTb 3Ha4YeHHs 1, 2, 3; NepeBaxHO, q Mae 3HavyeHHs 1 abo 2;

s Mae 3HadeHHs1 0, 1, 2, 3,4; nepeBaxkHo, 0, 1, 2, 3; ocobnmeo nepeBaxHo, 0, 1, 2;

R13, R14, He3anexHo oAvH Big 0AHOrO, ABMSOTb COOO deHiNnbHe KinbLe, sike Moxe MicTuTh 0-1 aTtom asoTy;

R15, R16, R17, R19, R20, R21, R22, R23, R24, R25, R26, R27, R28, R29, R30, R31, R32, He3anexHo oauH Big
oAHoro, siBnstoTb coboto H, (C1-Ce)arnkin;

R18 saBnse coboto H, (C4-Ce)arnkin, CO(C4-Ce)ankin, CO(R33); nepeBaxHo, H, (C1-Ces)ankin, CO(C1-Ce)ankin;
ocobnmBo nepeBaxHo, H, (C1-Ce)ankir;

abo

R17 i R18, R21 i R22, R27 i R28, R31 i R32, He3anexxHo oguH Big O4HOro, HEOOOB'A3KOBO pa3om 3 aTOMOM
a3oTy, 3 SKMM BOHW MOB'A3aHi, YTBOPIOWTL 5-6 yneHHe kinbue, sike, KpiM atomy asoTy, Moxe Takox mictutyn 0-1
JoJaTKoBuiA reTepoaTtoM, BuOpaHui 3 rpynu, wo Bkmodae M-(C+-Ce)arnkin, KiceHb i CipKy; nepeBaKHO BKa3aHe
KinbLe sBnsie coboto niponigunH, ninepyguH, N-meTunninepasuH, MopdoniH;

R33 saBnse coboto 5-10 uneHHy apoMaTudHy KifbLiEBY CUCTEMY, Sika MOXEe MICTUTM OOOaTKOBUMA reTepoatoM,
BMOpaHuiA 3 rpynu, WO BKMOYaE a3oT, KuceHb i Cipky, i Moxe 6ymm 3amiweHa F, Cl, (Cq-Cs)ankinom, O-(Ci-
Cs)arnkinom;

R12 gBnge cobowo OH, O-(Ci-Ceankin, O-(Co-Cg)ankineHapun, CN, S-(C4-Cg)ankin, COO(R80),
CON(R81)(R82), 3-12 umneHHe MoOHO-, 6i- abo cripouukniyHe Kifnbue, sike MOXe MICTUTM oduH abo Aekinbka
retepoartomis, BUOpaHux 3 rpynu, wo Bkmtodae N, O i S, i BkasaHe 3-12 4neHHe KinbLe MOXe MICTUTU O0AaTKOBI
3amicHukn, Taki sik F, Cl, Br, OH, CF3, CN, okco, O-(C1-Cg)arnkin, (C1-Cs)ankokci-(C1-Ca)ankin, (C1-Ce)ankin, O-(Co-
Csg)ankineHapwmn, (Co-Csg)ankineHapwn, N(R34)(R35), COCH=CH(R36), (C(R37)(R38))(R39),
CO(C(R37)(R38))(R39), CO(C1-Cs)ankin, COCOO(C1-Ce¢)ankin, COO(R40), S(O)u(R41);

nepeBakHo, OH, O-(C1-Cg)ankin, O-(Co-Cg)ankineHapun, CN, 3-10-uneHHe MoHO- abo OiuvknivHe Kinbue, sike
Moxe Mictutn 1-3 retepoatomu, BubpaHux 3 rpymm, wo Bkodae N; O i S, i BkazaHe 3-10-uneHHe Kinbue Moxe
MiCTUTM JoAaTKoBI 3amicHUKkK, Taki sik F, Cl, Br, OH, CF3, CN, okco, O-(C+-Ce)ankin, (C4-Ca)ankokci-(C1-Cas)ankin, (C+-
Ce)arnkin, (Co-Co)ankineHapwn, N(R34)(R35), CO(C1-Ce)arnkis;

ocobmmeo nepeBaxHo, OH, O-(C1-Cg)ankin, 3-10-4uneHHe MoHO- abo BiuukniyHe KinbLe, ke Moxe Mictutn 1-2
retepoatomu, BubpaHux 3 rpynu, wo Bkmtodae N, O i S, i BkasaHe 3-10-4neHHe KinblLie MOXe MICTUTU O0AaTKOBI
3amicHukun, Taki gk F, OH, okco, (C1-Ces)ankin, CO(C+-Ce)arkin;

t mae 3Ha4eHHsa 0, 1, 2, 3, 4, 5, 6;

i Mae 3HaueHHs 0, 1, 2; nepeBakHO, 0 abo 2; ocobnmMBO NEpeBaKHO, 2;

R34, R35, R37, R38, He3anexHo oauH Bif ogHoro, aensaoTb coboto H, (C1-Cg)ankin;

abo

R34 i R35, He000B'sI3k0BO pa3oM 3 aTOMOM a30Ty, 3 SIKMM BOHM MOB'sI3aHi, yTBOPHOKOTb 5-6-i4neHHe Kinbue, sike,
KpiM aToMy a3oTy, MoXe Takox Mictutm 0-1 gopaTtkoBun retepoartom, BubpaHui 3 rpymu, wo Bkmovae N-(Cq-
Ce)ankin, kuceHb i Cipky, i Moxxe Heo60B'sI3koBO ByTK 3amilLeHe 1-2 okcorpynamu;

R36, R39, He3anexHo oauH Big ogHoro, sBnstoTe coboto (Cz-Cg)umknoarnkin, 5-10-4neHHy apomMaTuyHy KinbLesy
cucteMmy, sika Moxxe MicTuTM 0-2 gogaTkoBKX retepoatomMu, BUOpaHUX 3 rpymnu, LU0 BKMOYAE a3oT, KUCEHb i CipKy, i
moxe 6ytn 3amiweHa F, Cl, (C4-Cg)arkinom, O-(C4-Cg)ankinom;

R40 saBnse coboto H, (C1-Cg)ankin, (C2-Ce)ankeHin, (Co-Cg)ankineHapun;



R41 aBnse coboto (C1-Ce)ankin, 5-10-4neHHy apomMaTuyHy KinbLeBy cuctemy, ska Moxe Mictutu 0-2 gogaTkoBux
reTepoatomu, BUOpaHux 3 rpynu, Lo BKIKOYaE as3oT, KNCEHb i CipKy, | moxe ByTn 3amiweHa F, Cl, (C4-Ce)arkinom, O-
(C4-Cs)arkinom;

R78, R79, He3anexHo oauH Big opHoro, aBnstTe cobot H, (Cq-Cg)ankin, rigpokci-(C1-Cg4)ankin, OH, (Cs-
C4)ankokci-(C4-Ca)ankis;

R80, R81, He3anexHo 0auH Big 0AaHoro, sBnsTb coboto H, (C1-Cg)ankin;

R10 siBnsie co6oto H, (C1-Csg)arnkin;

E sBnse coboto 3-8-uneHHy ABoBaneHTHy kap6o- abo reTepouukriiyHy KinbueBy CTPYKTypy, wo Mictute 0-4
retepoatomu, BubpaHux 3 rpymm, wo Bkovae N, O i S, sika Mmoxe HeoOOB'A3KOBO MICTUTM 3aMiCHUKW, BUOpaHi 3
rpymm, wo Bkodae H, F, Cl, Br, OH, CF3, NO2, CN, OCF3, O-(C1-Ce)arkin, O-(C4-Ca)ankokci-(C1-Cas)ankin, S-(C+-
Ce)ankin, (Cq-Ce)arnkin, (C2-Ce)amkeHin, O-(Cz-Cg)umknoankin, (Cs-Cs)umknoankeHin, (Cz-Ce)ankiHin, (C1-
Cs)ankineHapun, O-(Ci-Cg)ankineHapun, S-apun, N(R57)(R58), SO2-CHs, N(R61)CO(R62), N(R63)SO2(R64),
CO(R65), i moxe 6yt MOHO- abo BiLUKNIYHOLO;

nepeBaxHo, 5-7-4neHHy OBoBaneHTHy kapbo- abo reTepouuKkniyHy KinbLeBy CTPYKTypy, Wo Mictute 0-3
retepoatomu, BubpaHux 3 rpymm, wo Bkovae N, O i S, sika Mmoxe HeoOOB'AI3KOBO MICTUTM 3aMiCHUKW, BUOpaHi 3
rpymm, wo Bkmovae H, F, Cl, Br, OH, CF3, NO2, CN, OCF3, O-(C4-Cs)ankin, S-(C1-Ce)ankin, (C1-Ce)ankin, (Co-
Ce)ankeHrin, O-(Co-Cg)ankineHapun, S-apun, N(R57)(R58), SO,-CHs, N(R61)CO(R62), CO(R65), i MmOoxxe 6yt MOHO-
abo BiunKniYHOIO;

0CcobBMBO NepeBaKHO, 5-7-4neHHy ABOBaneHTHy kapbo- abo reTepoLUMKNivHY KinbLeBy CTPYKTYpPY, WO MiCTUTb O-
2 retepoartomu, BubpaHux 3 rpynu, wo Bknodae N, O i S, aka moxxe HeOoOOB'A3KOBO MICTUTM 3aMICHUKW, BUOpaHi 3
rpymm, wo Bkrtodae H, F, ClI, Br, OH, CF3, NO2, OCF3, O-(C+-Cs)arkin, (C1-Cs)ankin, (Co-Ce)ankenin, N(R57)(R58),
S0O2-CH3, CO(R65)
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sika MOXXxe HeoDOB'A3KOBO MICTUTU 3aMiCHUKMW, BUOpaHi 3 rpymu, wo Bkmodae H, F, Cl, Br, OH, CF3, NO2, OCFs3,
O-(C4-Ce)arkin, (C1-Ce)ankin, (C2-Ces)ankeHin, N(R57)(R58), SO»-CHs, CO(R65);
nepeBaxHo,

sika MOXe HeoDOB'sI3KOBO MICTUTV BULLIE3rafaHi 3aMiCHUKM;

R57, R58, R61, R63, He3anexHo oauH Bif ogHoro, aensoTb coboto H, (C1-Cg)ankin;

R62, R64, R65, He3anexxHO OAWH Big oaHoro, sBnsoTb coboto H, (C1-Cg)ankin, apun; nepeBaxHo, He3arnexHo
OJVH Bi 0AHoro sBnsaTb coboto H, (C1-Cg)ankir;

K siBnsie coboto 3B's30k, O, OCHz, CH20, S, SO, SOz, N(R66), N(R67)CO, CON(R68), (C(R69)(R70)),, CO, OC,
C C, SCH2, SO.CHg;

nepeBakHo, 3B'A30k, O, OCHz, CH2O, N(R66), CON(R68), (C(R69)(R70)), CO, C C, SCHy; ocobmmso
nepeBaxHo, 3B's130k, O, OCH,, CH.O, CON(R68), (C(R69)(R70)),, CO,C C;

vV Mae 3Ha4yeHHs 1, 2, 3, 4; nepeBaxHo, 1, 2, 3; ocobnmBo nepeBaxHo, 1, 2;

R66, R67, R68, R69, R70, He3anexxHo oavH Big oaHoro, saenstoTb coboto H, (C1-Ce)arnkin;

R11 saBnse coboto H, (C1-Cg)ankin, (C1-Cs)ankokci-(C1-Ca)ankin, (Cz-Cs)ankeHin, (Cs-Cg)ankiHin, 3-10-uneHHe
MOHO-, Bi-, Tpu- abo cripouukniyHe Kifnbue, sike Moxe MicTUTM 0-4 reTepoatomu, BUOpaHUX 3 rpynu, WO BKIOYaE
KMCEHb, a30T i CipKy, 4e BKa3aHa KinbueBa cuctema moxe Oytn gopartkoBo 3amiwgeHa F, CI, Br, CF3, CN, (Cs-
Ce)ankinom, O-(C4-Cg)ankinom, (C1-Ca)ankokci-(C1-Cs)ankinom, rigpokci-(C1-Ca)ankinom, (Co-Cg)ankineHapumom,
okco, CO(R71), CON(R72)(R73), rigpokcn, COO(R74), N(R75)CO(C+-Ce)arnkinom, N(R76)(R77) abo SO,CH3SCF3;

nepeBaxHo, (C1-Cg)arnkin, (C1-Cs)ankokci-(C1-Ca)ankin, 3-10-uneHHe MOHO-, 6i-, Tpn-abo chipoumknivHe Kinbue,
ske Moxe mictutn 0-3 reTepoatomu, BUGpaHUX 3 rpynu, WO BKMOYAE KMCEHb, as3oT i CipKy, Ae Bka3aHa KinbLesa
cuctemMa Moxe Oytm popatkoBo 3amiweHa F, Cl, Br, CF3, CN, (C4-Cg)ankinom, O-(C4-Cg)ankinom, (Co-
Co)ankineHapunom, okco, CO(R71), CON(R72)(R73), rigpokcn, N(R75)CO(C-Ces)ankinom, N(R76)(R77) abo
SO,CHs;

ocobnmBo nepesaxHo, (C1-Cg)ankin, (C1-Ca)ankokci-(C1-Cs)ankin, 3-10-uneHHe MoHo-abo BiuyknivHe Kinbue, sike



Moxe MicTuTh 0-2 reTepoatomu, BUOpaHUX 3 rpymuy, LLO BKIOYAE KMCEHb, a30T i CipKy, Ae BKa3aHa KinbLeBa cuctema
mMoxe Oytv popaTtkoBo 3amiweHa F, Cl, Br, CFs3, CN, (C4-Cs)ankinom, O-(C4-Cg)ankinom, okco, CO(R71),
CON(R72)(R73), N(R75)CO(C+-Ce)ankinom abo SO,CHs;

R71, R72, R73, R74, R75, R76, R77, He3anexHo o4vH Big ogHoro, siBnsAtoTb coboto H, (C1-Cg)arnkir;

abo

R72 i R73, R76 i R77, He3anexHO OoAWH Big o4HOMO, HEOOOB'SI3KOBO pa3oM 3 aTOMOM a3oTy, 3 SIKUM BOHU
noB'sA3aHi, YyTBOPIOIOTb 5-6-UneHHe Kinbue, ske, KpiM atoMy as3oTy, MoXe Takox Mictuth 0-1 goaatkoBun retepoartom,
BMBpaHuii 3 rpynu, wpo Bkrodae N-(C1-Ce)arkin, KUceHb i Cipky.

Y nepeBaXHOMY BapiaHTi BTiNEeHHs aHWA BUHaXi4 BiAHOCUTLCA A0 cnonyk popmymm Ib,

e
X sBnsie o000 3B'5130K,
E sBnsie coboto
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e BKasaHi BULLE rpynn MOXYTb HEOOOB'AI3KOBO MICTUTK 3aMiCHUKM, BMOpaHi 3 rpynu, wo Bkmovae H, F, Cl, Br,
OH, CF3, NO2, OCF3, O-(C+-Ce)ankin, (C1-Cg)arnkin, (C2-Ce)ankeHin, N(R57)(R58), SO2-CHs, CO(R65);
nepeBaxkHo, E aBnse coboto

L~ O O
O O O~ LT

e BKasaHi rpyny MoXyTb MICTUTU NepepaxoBaHi BULLE 3aMiCHUKY;

K siBnsie coboto 3B's30K; i

iHWwi pagukarm R1, R2, R10 i R11 i rpyna D maloTb 3Ha4YeHHsl, BU3Ha4YeHe BuLle AnA pagukanis Crosyku
¢dopmyrm |b.

R11 y BkasaHux Buwe cronykax cdopmynm Ib, ocobmmeo nepeBaxHO, siBMsie cobolo 3amieHy MoOHO- abo
GiuukniyHy 5-10 uneHHy KinbLeBy cuctemy, sika Moxe Mmictutn 0-3 retepoatomu, 3okpema, N, O i/abo S, ocobrmso
nepeBaxHo, eHin, wo mictute 0-1 atom N, umknorekcun abo 8-10 uneHHy BiLWKMiYHY cucTemy, WO BKMoyae 1-2
reTepoartomu, 3okpema, N, O i/abo S.

LLle B ogHOMY nepeBaKHOMY BapiaHTi BTiINEHHA AaHWA BUHaXid BiAHOCUTLCS 40 cnonyk popmymm Ib,

ae

X siBnsie o000 3B'5130K;

E sBnsie coboto
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e BKasaHi BULLE rpynn MOXYTb HEOOOB'AI3KOBO MICTUTK 3aMiCHUKM, BMOpaHi 3 rpynu, wo Bkmovae H, F, Cl, Br,
OH, CF3, NO2, OCF3, O-(C4-Cg)ankin, (C1-Ce)ankin, (Co-Ce)ankerin, N(R57)(R58), SO2CHs i CO(R65);
nepeBakHo,

e BKasaHi rpyny MoXyTb MICTUTU NepepaxoBaHi BULLE 3aMiCHUKY;

K aBnsie coboto CHz, CH2CH,, O, CH2O, OCHz, CON(R68), N(R67)CO, S, SO,, SCHy, SO2, SO.,CH,, CO abo
MOTPIMHUN 3B'A30K;

nepeBakHo, CHz, O, CH2O, OCH,, CON(R68), SCH2, CO abo noTpiliH1i 3B'A30K; i

iHWwi pagukanm R1, R2, R3, R4, R5, R6, R7, R8, R9, R10, R11, R67 i R68 i rpyna D maloTb 3Ha4YeHHs1, BU3Ha4YeHe



BULLIE ANSA pagukanis crnonyku gopmynm Ib.

Kinbkicte cnonykn copmyrm (1), HeobxigHa ana gocsarHeHHa GaxaHoro GionoriyHoro edekty, 3anexutb Big
pi3HMX pakTopiB, HaMpuknag, BiA KOHKpeTHOT BMOpaHoi cronyku, nependadvyBaHOro 3acTOCyBaHHsi, Crocoby
BBEAEHHS i KniHiYHOro cTaHy nauieHta. [loboBa gosa 3BuyanHo ckrnagae Big 0,3mr go 100Mr (3BuyariHo, Big 3Mr oo
50Mr) Ha o0y Ha kr macu Tina, Hanpwvknag 3-10mr/kr/aeHs. BHyTpiluHbOBEHHA [03a, HaNpUKnad, cKkragae Aiana3oH
Big 0,3mr go 1,0Mr/kr, siky MOXXHa BigMOBIAHUM YMHOM BBOAUTU Y BUrnagi iHdysii Big 10Hr oo 100Hr Ha kinorpam B
XBUNMNHY. BignosigHi iHy3iiHi po34nHM AN UuX Linen MoxXxyTe MiCTUTW, Hampuknag, sig 0,1Hr o 10mMr, 3BM4anHo Big
1Hr go 10Mr Ha mininiTp. Pa3oBa go3a moxe MicTUTW, Hanpuknagd, sig 1mr go 10r aktuBHoro iHrpegieHta! Tak,
aMnynu Ans iH'ekuin MoXyTb MicTuth, Hampuknag, Big 1mr go 100mr, i KOoMno3uuii, WO MICTATb pas3oBy O03Y, SKi
MOXXHa BBOAMUTU NMepoparbHo, Taki siK, Hanpuknag, TabnetkM abo kancynu, MoXyTb MIiCTUTU, Hanpuknag, 1,0-1000wmr,
3BmyanHo 10-600Mr. Y Bunagky cdapmaueBTUHHO MPUIAHATHUX COMEW, BKasaHi BULLEe MacoBi AaHi po3paxoBaHi Ha
BiflbHY Cronyky, 3 SIKOI ofepaHa faHa Cinb. [na npodinakTuky i nikyBaHHA BKa3aHUX BULLE CTaHiB CrOMyku
dopmymm (1) MOXXHa BUKOPUCTATK SK Taki, ane nepeBakHO, KONM BOHU 3HAXOAATLCS Y papMaLeBTUYHIA KOMMO3nLii 3
MPUAHATHUM HocieM. Hocin, 6e3ymMOoBHO, MoBuHEH OyTW MPUWAHATHUM, Y 3HAYEHHI TOro, WO BiH MOBUMHEH OyTu
CYMICHUM 3 iHMMU iHrpedieHTamu koMno3uuii i He 6yTvM Wwkianueum Onsa 340poB'a nmauieHTa. Hocih moxe Oytn
TBEpAVM abo pigkum, abo i TUM 1 iHWKUM, | NepeBaxHO, KONM BiH 06'eQHaHN B KOMMO3MLtO 3i CMOMYKOK y BUrNAi
pa3oBOi J03W, Hanpuknag, Takoi sik TabneTka, gka moxe mictutn Big 0,05% o 95% macu akTMBHOrO iHrpegieHTa.
IHWi chbapMaueBTUYHO aKTUBHI PEYOBMHM TAKOX MOXYTb OYTW MPUCYTHIMM, B TOMY Yuchi iHWi crnionyku dopmymm (1).
dapmaueBTUYHI KOMMO3WLii 332 JaHUM BUHAXOAOM MOXYTb OyTM ogepXaHi ogHMM 3 BigoMuX hapmaueBTUHHUX
crnocobiB, MO CyTi, WO BKMOYaE 3MillyBaHHA iHrpedieHTiB 3 (DapMakosfioriyHO MPUAHATHUMK HocisMu ifabo
ekcumnieHTamu.

dapmaueBTUYHI KOMMO3WLii 32 JaHUM BMHAXOL4OM SIBMsOTb COOOK Taki KoMMo3uuii, siki € npuaaTHUMK Ons
OopanbHOro, pekTanbHOro, MICLEeBOro, nepopaneHOro (Hampwknag, nig's3ukoBOro) i napeHTepanbHoro (Hanpuknag,
Mi4LWKIPHOrO, BHYTPILLHEOM'S30BOM0, BHYTPILLHBOLLKIPHOrO ab0 BHYTPILLHLOBEHHOIO) BBEAEHHS, x04a HanbinbLu
nNpYAaTHUA LWNSIX BBEAEHHS B KOXKHOMY KOHKPETHOMY BMMaAKy 3aneXuTb Big MPUPOAM i TSKKOCTI CTaHy, Lo Mignsarae
iKyBaHHI0, i Big npupogwm crnonykn coopmymm (1), WO BUKOPUCTOBYETLCHA B KOXXHOMY BuUnagky. Komnoauuii 3 nokpuTTsam
i KOMMO3WLii 3 MOKPUTTAM OIS LWYHKOBOro COKY, BKMOYaKOTb aueTatdranar uenornosu, nonisiHinaueTtatdTanar,
¢Tanar rigpoKcUnNponinMeTUNLENONO3K i aHIOHHI noniMepu MeTakpUnoBOT KUCMOTW | MeTUNIMeTakpunary.

MpuaoaTHi hapMaueBTUYHI CMONYKU AN NepoparnbHOro BBEAEHHS MOXYTb OyTn y dopmi okpeMux oauHuLb,
Takvx §IK, HanpWKnag, kancynu, cawe, TabneTkn Ans po3CMOKTyBaHHS abo TabreTku, KOXHa 3 SKUX MiCTUTb MEBHY
KinbKicTb crnonyku cpopmymm (1); y BUrnsiAi NopoLukiB abo rpaHyn; y BUrMsAi po34yuHiB abo cycneHsint y BogHii abo
HEBOJHIW piguHi; abo y BUrnsiai emynbcini "macno-B-sogi" i "Boga-B-macni”. Taki KOMMNO3uLii, SIK BXXe BKa3aHO BULLE,
MOXYTb OyTW ogepkaHi BignoBigHMM hapmaueBTUYHMM CrocoboM, SKWI BKIOYAE CTafilo, Ha sKik 3abesnevyeTbcs
KOHTaKTyBaHHS iHrpefieHTa i Hocia (Skui MOXe ckrnagatucb 3 ogHoro abo OekinbkoxX AOAATKOBUX iHrpemdieHTiB).
Komno3auuii, Sk npaBuno, oaepXyloTe OHOPIAHWM i peTerbHUM 3MillyBaHHSM aKTUBHOIO iHrpedieHTa 3 pigkum ilabo
TOHKO MOApPiOHEHMM TBEPAMM HOCIEM, MICNS YOro NPOAyKTY, SKWO Lie HeobxigHe, HagaloTb dopmy. Tak, Hanpuknag,
TabneTKy MOXHa OAepKaTu BiANOBIAHUM MeTOAOM npecyBaHHs abo opMyBaHHS MOPOLLKY abo rpaHyn Crofyku 3
ogHMM abo pekinbkoma goAaTkoBUMM - iHrpedieHTamw. [IpecoBaHi TabrneTkM MOXHa ofdepxatu MeTodoM
TabneTyBaHHs CrOSYKM Y BiflbHO TeKydili popMi, Takiln siK, HampuKnag, MopoLLoK abo rpaHym, 3MilaHi, SKWo ue €
npugaTHUM, 3i 3B'A3yBalbHUM areHToM, MONIMLWYyYNM KOB3aHHS, iHEpTHUM po3pimpKyBadem i/abo ogHum abo
JekiflbkoMa MoBepPXHEBO-aKTVBHUMW/ AUCMEPTYIOYMMIU peYOoBMHaMK Yy BIAMOBIAHIN MawuHi. PopmoBaHi TabneTku
MOXHa ofepxatn hopMyBaHHSAM CMOSYKW, SKa 3HAXOAMTLCS B MOPOLUKOMNOAIOHIN hopMi i 3MoYeHa pigKkum iHEPTHUM
po3pimKyBaveM, y BiANOBIAHIN MaLLUMHI.

dapmaneBTUYHI KOMMNo3uLii, BIAMOBIAHI ANs nepoparnsHoro (Mia's3MKoBOro) BBEAEHHS, BKMoYaoTe TabneTtkm ons
PO3CMOKTYBaHHs1, SIKi MiCTATb crnonyku cpopmymm (1) 3i CMakoBOK JOMILLKOK, 3BUYAHO Caxapo30k0 i apaBiiCbKoto
Kamenar abo TparakaHTOM, i MACTUIIKK, SIKi BKIMOYAOTh CMOSYKY B iHEPTHIA OCHOBI, Takili SIK XXenaTuH i rniuepuH abo
caxapo3a i apasilicbka Kameb.

®dapmMaueBTUYHI KOMMo3uuii, BiANOBIOHI ANs NapeHTepanbHOro BBEAEHHS, MEepeBaKHO BKIOYaTb CTEepPUrbHI
BOAHI mpenapatun cronykn oopmymm (1), ki, nepeBaxHo, € i30TOHIYHMMYK 3 KPOB't0 nepenbavyBaHOro peuwunieHTa.
Taki npenapaTu, nepeBaXKHO, BBOASATb BHYTPILUHLOBEHHO, XO4a BBEAEHHS TakoX Moxe OyTu nigLKipHUM,
BHYTPiLLHLOM'A30BMM abo YepesLKkipHM. Taki npenapaty, NepeBaXHO, MOXHa ogepXXaTu 3MilLyBaHHSM CrOSyKu 3
BOJO0, 3pOOUBLLM MOTIM OAEPXKaHUA PO3YMH CTEPUIbHMM i i30TOHIYHMM 3 KpOB'to. KoMmno3auuii 3a aHuM BUHAxXo40M,
LLIO BBOAATLCS LUNAXOM iH'eKUi, 3BMYanHo MicTaTb Big 0,1 4o 5% macy akTMBHOI Cnonyku.

dapmMaueBTUYHI KOMMNO3ULiT, MpuaaTHI ANs peKTanbHOro BBeAEHHS, NepeBakHO MatloTb dOpMyY CYNno3uUTOpIiB, Lo
MICTSTb pa3oBy [03y. IX MOXHa ofepkaTu 3millysaHHaM cronykn dopmymm (I) 3 oaHum abo aekinbkoma
TpaguUinHMKN TBEPAMMU HOCIIMUW, HAaMpUKNaa, MacrioM Kakao, i HagaHHAaM hopMu ogepKaHoi CyMiLLli.

dapmMaueBTUYHI KOMMo3uLiT, MpuaaTHi Ang MICLLeBOro HaHECEHHs1 Ha LUKIpY, nepeBaXHo, 3HaXoasaTbes Y opMi
Masi, KpeMy, NoCbIOHy, NacTu, cnpeto, aepo3osio abo macna. Hocii, siki MoXXHa BMKOpUCTaTU, BKIOYAOTL Ba3eriH,
naHoniH, NnomieTUNeHrikoni, CAMPTK i NoegHaHHA ABOX abo GinbLU BKa3aHWX pevoBUH. AKTVBHUIA iHFpegieHT 3B14aiHoO
NPUCYTHIN B KoHUeHTpauii Big 0,1 go 15% 3 po3paxyHKy Ha macy komno3uuii, Hanpwknag, sig 0,5 o 2%.

UepesLwkipHe BBeAEHHS TakoX Moxmmee. dapMaueBTUYHI KOMMO3WLUii, npuaaTHi YepesLLKipHOro BBeAEeHHS
MOXHa BMKOpUCTaTW y hOpMi OJHOPAa3oBMX NAacTupiB, nMpugaTtHux Ang TpuBanoro 6es3nocepefHbOro KOHTaKTy 3
enigepmicom naujieHTa. Taki nnacTMpu 3BUYaHO MICTATb aKTUBHWUM IHIPEAIEHT Y BOAHOMY PO3YMHI, SKUA, SKLLO L €
npugaTHUM, 3abydepeHnin, po3unHeHwn i/abo AucneproBaHMn B agresvBi abo AWcrneproBaHWn B MoniMepi.
BignosigHa KoHLEHTpaLlis akTMBHOIO iHrpeieHTa cknagae Big 6nmsbko 1% no 35%, nepeBaxHo, 6mm3bko 3%-15%.
OcobrmBi  MOXMMBOCTI  3abe3nedyyloTbCsl, KOMM  aKTMBHWWA  iHrpedieHT  BUBIbHAETbCA 3@  OOMOMOrOH
enekTpoTpaHcnopTy abo ioHodopesy, sk onucaHo, Hampwknagd, y Pharmaceutical Research, 2(6): 318 (1986).

Crionykn copmymm | Bigpi3HAOTECA TVM, LUO BOJIOAIIOTE KOPMCHOK Ai€ Ha meTabonism ninigis, i BOHW €
0COOMMBO MPMAATHUMMW A11S1 3HWKEHHS Macy i MiATPUMKM 3MEHLLEHOT Macu nicns i1 3HWKEHHS y cCaBLIB, a TaKoX SK
3acobw, Wo 3HWKYIOTb aneTnT. Cronyku BiApi3HAIOTHCS HU3bKOIO TOKCUMHICTIO | HE3Ha4YHMMKU NOBiYHMMK edbekTamu.



Crionykn MOXHa BMKOpUCTaTh oKpemo abo B kOMOGiHaLi 3 IHLUMMW aKTUBHUMU iHFpeAieHTaMu, WO 3HWXKYIOTb Bary abo
aneTuT. |HWI aKTUBHI iHrpedieHTM Takoro TUMy, WO 3HWKYIOTb aneTuTt, HaBedeHi, Hanpuknaa, B Rote Liste, chapter 01,
SIK 3aCcO0M Ans 3HWKEHHA MacW/MpuayLWeHHs aneTUTY, | BOHM TakoX BKIOYalOTb akTMBHI iHFpedieHTH, WO NiaBULLYIOTb
eHeproobMmiH opraHi3my i, Takum YMHOM, 3abe3neuyoTb 3HKEHHS Macu abo BOMoAiloTb iHLLOIO Ai€to, WO BNvBae Ha
3aranbHuii MeTaborniaM OpraHiaMy TakuM YMHOM, LLO CMOXWBAHHSA NiABULLEHOT KiMbKOCTI Kanopilt He MpMBOAWTL A0
HaKOMMYEHHS XXUPY, @ CMOXKMBaHHA HOPManbHOI KiflbKOCTI Karnopin nMpMBOANTb A0 3MEHLUEHHSI HAKOMUYEHHS XXUpY B
opraHiami. Crionyku € npuaatHUMK Ans npodinakTvkv i, 3okpema, Ans fikyBaHHSA 3arBoi Barn abo OXMPIiHHS.
Crionyku, KpiM Toro, € npuaaTtHMK Ans npodinakTuky i, 3okpema, Ansa nikyBaHHa giabety tuny |, atepocknepoay i
Ans HopMarnisadii MeTaboniamy ninigiB i NikyBaHHa MigBuLLeHoro Tucky. Crnonyku gitoTb ik MCH aHTaroHicTh i Takox
€ npygaTHUMK NS MikyBaHHA po3rajiB 300POB'SA | NCUXIaTPUYHOIo NoKas3aHHs, TakuX SK, Hanpuknag, Aenpecii, cTaHu
TPUBOrM, HEBPO3W CTpaxy, | Ana nikyBaHHA po3rafiB, MOB'A3aHMX 3 UUPKaAHUM PUTMOM, | AnA  NiKyBaHHS
3I0BXMBaHHS NikapcbkuMu 3acobamu.

Y HacTymHOMYy acnekTi AaHoro BWHaxody cronyku cdopmymm | mMoxHa BBOAMTM B KOMOiHauii 3 ogHietlo abo
AekiflbkoMa iHWMMK hapMaKoMoriyHO aKTUBHMMW pevoBUHaMK, BUOpaHUMK, Hanpuknag, 3 aHTugiabetuiHux 3acobis,
3acobiB MPOTY OXWMPIHHSA, aKTUBHWX iHFPEAIEHTIB, LLO 3HWKYIOTb KPOB'SIHUIA TUCK, 3ac06iB AN 3HWKEHHS PiBHS Ninigis i
aKTUBHUWX iHrpedieHTiB Ans nikyBaHHS i/abo MpodinakTvkn ycknagHeHb, BUKMMKaHWX diabetom abo mnos's3aHux 3
piabeTom.

[HLWi dhapMaKoMOriYHO akTUBHI PEYOBUHM, WO € 0COBNMBO NMPUAATHUMMU, BKIOYAKOTh:

BCi aHTMpiabeTuuHi 3acobw, HasedeHi B Rote Liste 2001, chapter 12. Ix mMoxHa noegHysaTti 3i crionykamu
dopmymm | 3a gaHMM BMHaxoOoM, 30KPEMA, 3 METOK AOCSArHEHHSI KpaLoro cuHepriamy Aii. BeegeHHs koMGiHauii
aKTUBHMX IHrpedieHTiB MOXHa 34iNCHI0BaTV abo LWNSXOM OKPEeMOro BBeAEeHHs1 akTUBHUX iHrpedieHTiB nauieHTy, abo y
opMi KOMBIHOBaHMX MPOAYKTIB, B SKMX MPUCYTHI OeKifbka akTWBHUX iHrpedieHTiB B ogHOMY dhapmaueBTU4HOMY
npenaparti. BinbLWiCTe akTMBHUX iHrpedieHTiB, nepepaxoBaHux Hwxk4e, ommcaHi y [USP Dictionary of USAN i
International Drug Names, US Pharmacopeia, Rockville 2001].

MpuaaTHi aHTMaiabeTYHI 3acobu BKNOYaOTb HCYMIH | NOXigHi iHCYNiHY, Taki sk, Hanpuknag, Lantus® abo HMR
1964, wewuakogitoyi iHcyniHv [aue. US 6221633], aminiH, noxigHi GLP-1 i GLP-2, Hanpuknag, Taki, sk po3kputo B [WO
98/08871] Novo Nordisk A/S, i nepopanbHO eeKTVBHi FiNOrnikeMiYHO aKTUBHI iHTPeaiEHTW.

MepopanbHo  edeKTVMBHI  MMOrNiKEMIYHO — aKTUBHI  iHFPEeniEHT, MEepeBaXHO,  BKIIOYaOTb  CrOSyKU
Cynb@OHINCeYoBuHN, BiryaHiouHW, MerniTuHIgW, okcadia3oniavHAOIoOHW, Tia3oniAuHAOIOHK, iHriGiTopK rmoko3naasy,
aHTaroHiCTW peuenTopiB rMmoKaroHy, aroHicTn GLP-1, areHTM po3kpuTTa KanieBuMx KaHarmis, Hampvknag, Taki, K
ommcaHo B [WO 97/26265 i WO 99/03861] Novo Nordisk A/S, ceHcubinizatopw iHCyniHy, akTMBaTopw KiHa3u
peuenTopa iHCyriHy, iHribiTopn nedviHkoBux chepMmeHTiB, Aki 6epyTb yyacTb Yy CTUMYNsLUii rnokoHeoreHesy i/abo
MIOKOreHOMi3y, Hanpuknag, iHribiTtopm rnikoreHdgocdopunasy, MOAYNATOPU 3aCBOEHHS [NIOKO3WN | BMBEOEHHS
rMIOKO3W 3 OPraHi3aMy, CNoMyKu, Lo 3MiHIOIOTb MeTaboniaM Minigie, Taki K aHTUrMNepniniaeMiyHO akTUBHI iHrpeaieHTw,
i aHTuninigemiyHo akTMBHI iHrpedieHT, Hanpuknag, iHriditopu HMGCoA pepgykTasw, iHribiTopu TpaHcnopTy
XONeCTepVHY/3aCBOEHHSI XONeCTepuHy, iHribiTopn noBTOpHOI abcopbuii KOBYHMX kucrnoT abo iHribiTopu Ginka
TpaHcrnopTy Tpurniuepuaie B mikpocomax (MTP), cnonyku, WO 3HWKYHOTb CrioXuBaHHs ki, aroHicth PPAR i RXR i
aKTUBHI iHrpeaieHTn, gitodi Ha AT®-3anexxHuii kanieBuii kaHan 6eta KniTvH.

B oagHoOMy BapiaHTi BTiNEHHs1 4aHOro BMHAxXoA4y Crosyku 3a aHUM BUHAaX040M BBOAATb B KOMOiHaUi 3 iHCyniHOM.

B ogHoMy BapiaHTi BTiNEHHSA 4aHOro BUHaxody cronyku doopmymm | BBoasaTe B kombiHauii 3 iHribitopom HMIGCoA
pefdykrasu, TakMMm $K cuMmBacTaTuH, dnyBacTaTwH, MpaBacTaTwH, foBacTaTUH, atopBacTaTwH, LepiBacTaTuH,
posyBacTaTuH.

B oagHoMy BapiaHTi BTiNEHHs1 4aHOro BUHaxo4y Cronyku coopmymm | BBoaaTb B koMOiHaUii 3 iHriGiTopom abcopbuii
XOnecTepyvHy, TakuM SIK, Hanpvknag, e3eTmMmio, TukBe3ua, namakeesuna.

B oagHoMmy BapiaHTi BTiNMEHHS gaHOro BuHaxody crionyku dopmynm | BBoaate B koMbiHauii 3 PPAR ramma
aroHiCToM, TakuMM K, HaNpUKnag, po3urnitasoH, niornitasoH, JTT-501,Gl 262570.

B opgHomy BapiaHTi BTiNEHHS OaHoro BMHaxody cronyku dopmynm | BBoasaTe B koMOiHauii 3 PPAR anmbda
aroHicToM, Takum sik, Hanpuknag, GW 9578, GW 7647.

B ogHoMy BapiaHTi BTiNEHHS AaHOro BuHaxody crofiyku cpopmymm | BBoaATe B KOoMGiHauii 3i amiwaHum PPAR
anba/ramma aroHictoM, Takum siK, Hanpuknag, GW 1536, AVE 8042, AVE 8134, AVE 0847, abo, sik ornvMcaHo B
[PCT/US 11833, PCT/US 11490, DE10142734 4].

B oagHoMy BapiaHTi BTiNIEHHs1 AaHOro BUHaxo4y crnonyku chopmynm | BBoaATe B KOMBiHaLUii 3 hibpaTom, Takum sk,
Hanpwvknag, peHogibpar, knogibpar, 6e3adidpar.

B ogHoMy BapiaHTi BTiNEeHHS 4aHOro BuHaxody crnonyku opmMynm | BBogsAT, B komOGiHauii 3 iHribitopom MTP,
TakuMm K, Hanpuknag, imnnitaniga, BMS-201038, R-103757.

B oagHoMy BapiaHTi BTiNEHHs1 4aHOro BUHaxo4y cronyku chopmymm | BBogaTb B koMOiHaUii 3 iHriGiTopom abcopbuii
YKOBYHUX KUCOT [AmMB., Hanpuknag, US 6245744 a6o US 6221897], Takum sik, Hanpuknag, HMR 1741.

B ogHomy BapiaHTi BTiNeHHS 4aHOro BMHaxody crosykn coopmymm | BBoAATe B KOMGiHauii 3 iHribitopom CETP,
TakuM §IK, Hanpuknag, JTT-705.

B opHomy BapiaHTi BTiNEHHs gaHoro BWMHaxody crionyku cdopmynm | BBOASTb B koMOiHaUii 3 noniMepHum
aAcopbeHTOM XKOBYHUX KUCIIOT, TaKUM SIK, HampuKnag, XonectupamiH, konecesenam.

B ogHomy BapiaHTi BTiNEHHS 4aHOro BuHaxody cronyku ¢popmymm | BBogate B kOoMGiHauii 3 iHgykTtopom LDL
peuenTopa [amB. US 6342512], Takum 5K, Hanpuknag, HMR1171, HMR1586.

B ogHoMy BapiaHTi BTiNEHHA JaHOro BuHaxody crionyku cpopmynm | BBoasiTb B kombiHauii 3 iHribitopom ACAT,
TakuM K, Hanpuknag, aBacumig.

B ogHoMy BapiaHTi BTiNEHHS AaHOro BuHaxoAy cronyku cbopmymm | BBoAATs B kOMOiHALii 3 aHTUOKCUOAHTOM,
Takum siK, Hanpuknag, OPC-14117.

B ogHoMy BapiaHTi BTiNEHHs OaHoro BuHaxogy cronyku dopmymm | BBOAATL B kKOMOGiHauii 3 iHriGiTopom
ninonpoTeiHninasn, TaknuMm sk, Hanpuknag, NO-1886.

B ogHoMy BapiaHTi BTiNEeHHS 4aHOro BMHaxody cronyku opmynm | BBoaat B KoMGiHauii 3 iHriGitopom AT®-



uutpatniasn, TakuMm sk, Hanpuknag, SB-204990.

B ogHOoMy BapiaHTi BTiNEHHs OaHOro BuHaxogy cronyku dopmymm | BBOAATL B kOMOGiHauii 3 iHriGiTopom
CKBareHCMHTEeTa3u, Takum sik, Hanpuknag, BMS-188494.

B oagHoMmy BapiaHTi BTiMEHHS gaHOro BuHaxody crnonyku dopmymm | BBOASTE B KOMOiHaUil 3 aHTaroHictoMm
ninonpoTeiHiB, Takum sk, Hanpuknag, Cl-1027 abo HikoTMHOBa KMCToTa.

B ogHomy BapiaHTi BTiNEHHS AaHOro BMHaxo4y criofyku cpopmymm | BBOAATb B koMGiHaUii 3 iHriGiTopom ninasu,
TakvM §K, Hanpuknag, opnicTar.

B ogHoMy BapiaHTi BTiNEHHs1 4aHOro BUHaxo4y cronyku coopmynm | BBogaTb B KOMOiHaUT 3 iHCYMiHOM.

B oagHomy BapiaHTi BTineHHs crionyku cpopmymnm | BBoasiTb B KOMBIHaLi 3i CNOMyKo CynbOHINCEYOBUHN, TaKo
SIK, Hanpvknag, gondyTtamia, rnideHknamig, rninisvg abo rnime nipma,.

B opHomy BapiaHTi BTiNeHHst crionyku cpopmymm | BBoasiTe B koMOiHauii 3 GiryaHigom, Takum sik, Hanpvknag,
MEeT(OpPMiH.

Y HacTynHoMmy BapiaHTi BTiNIEHHS JAHOrO BUHaxoAy crnoslyku cpopmymm | BBOAATbL B KOMOGIHaUIT 3 MerniTuHigom,
TakuUM §IK, Hanpuknaa, penarniig.

B opgHomy BapiaHTi BTineHHs crionykn dopmyrm | BBOAATL B kOoMOiHauii 3 TiazoniguHOIOHOM, Takum sk,
Hanpuknag, TPOrmniTa3oH, MOrniTa3oH, po3urnitasoH abo crnonyku, po3kputi B [WO 97/41097 Dr. Reddy's Research
Foundation], 3okpema, 5-[[4-[(3,4-aurigpo-3-meTun-4-okco-2-xiHasoniHinMeTokcu]deHinmeTnn]-2,4-Tia3oniguHGioH.

B ogHomy BapiaHTi BTiNeHHSA crionyku doopmMynm | BBOAATb B KOMOiHaLT 3 iHrGiTOpom a-rnoko3vaasm, Takum sk,
Hanpwvknag, mirniton abo akap6o3a.

B ogHomy BapiaHTi BTineHHs crionykn cpopmynm | BBogsiTb B KOMOiHaLii 3 aKTMBHWM iHrpegieHToM, Lilounm Ha
AT®-3anexHi kaniesi kaHanu 6eTa KNiTWMH, TakMM $IK, Hanpuknag, gonbyTtamia, rnibexHknamig, rninisvg, rmimenipug,
abo penarniHia.

B ogHomy BapiaHTi BTineHHs crnonyku dopmynm | BBoasaTe B KOMGiHaLii 3 GinbLie HX OgHiEl 3 BULLE3ragaHnx
CrMonyk, Hampuknag, B KoMbGiHauii 3i cronykol Cynb(OHINCEYOBMHM | MEeT(OPMIHOM, 3i  CMOSyKOH
CyNnb@OHINce4YoBuHN i akapb030t0, penarniHigoM i MeTdOopMIHOM, IHCYMIHOM i CMOMyKoK CYrb(OHINCEYOBUHU,
iHCyniHOM i mMeTOpMiHOM, iHCYNiHOM i TpOrMiTa3aoHOM, iHCYNniHOM i noBacTaTtuHoM i T.4. Cronykv 3a gaHum
BMHax04AOM MOXHa, KpiM TOro, BBOAWTM B KOMOiHauUii 3 ogHMM abo Aekinbkoma 3acobamu MpoTu OXMPIHHA abo
aKTUBHUMU iHrpegieHTaMun AN perynioBaHHs aneTuTy.

Y HacTymHOMYy BapiaHTi BTiNeHHsi cronyku cpopmynm | BBOAATH B KOMbiHauii 3 mogynatopamu CART [aus.
"Cocaine-amphetamine-regulated transcript influences energy metabolism, anxiety and gastric emptying in mice"
Asakawa, A, et al., M.: Hormone and Metabolic Research (2001), 33(9), 554-558], aHtaroHictamu NPY, Hanpuknag,
rigpoxnopuaom {4-[(4-amiHoxiHa3oniH-2-inamiHo )MeTUn|uMKorekcunveTUamiay HadptaniH-1-cynboHOBOI KMCIOTU
(CGP 71683A)), aroHictamm MC4 (Hanpuknag, [2-(3a-6eH3nn-2-meTtun-3-okco-2,3,3a,4,6,7-rekcarigponipasono[4,3-
clnipnamn-5-in)-1-(4-xnopdeHin)-2-okcoetunlamigom  1-amiHo-1,2,3,4-TeTparigpoHadTaniH-2-kapboHOBOI  KMCIOTW
[WO 01/91752]), aHTaroHicTaMu OpeKcuHy (Hampuknag, rigpoxnopugom  1-(2-metunbeHsokcason-5-in)-3-
[1,5]HadbTmpunamnH-4-incevoBuHn [SB-334867-A)), aroHictamu H3 (cinno wasneBoi kucnotv 3-uukrorekcun-1-(4,4-
anmetun-1,4,6,7-tetparigpoimigasof4,5clnipuamn-5-in)nponax-1-oy  [WO  00/63208]);  aroHictamm  TNF,
aHTaroHictamu CRF (Hanpwknag, [2-meTn-9-(2,4,6-TpumeTundeHin)-9H-1,3,9-TpnasadnyopeH-4-
injaunponinamiHom [WO 00/66585]), aHtaroHictamm CRF BP (Hanpuknag, ypOKOPTUHOM), aroHiCTamu KPOKOPTUHY,
aroHictamu 33 (Hanpwvknag, rigpoxnopugom 1-(4-xnop-3-meTaHcynboHinmeTundeHin)-2-[2-(2,3-gumetun-1H-ingon-
6-inokcu)etunamiHoletaHony [WO 01/83451]), aroHictamm MSH (MenaHOLMT-CTUMYIOIOYOTO FOPMOHY), aroHicTamm
CCK-A (Hanpuknag, cinno TPUHTOPOLTOBOI KWUCIOTK {2-[4-(4-xrop-2,5-anmeToKCUdeHin)-5-(2-
LmKrorekcuneTun)tiazon-2-inkapbamoinl-5,7-gumetuningon-1-injoytosoi  kucnom [WO 99/15525]), iHribitopamm
MOBTOPHOIO MOMIMHAHHA CEPOTOHIHY (Hampuknad, A[ekcdeHgnypamiHoM), 3MilLaHUMKU CEPTOHIHEPTIYHUMUY i
HopaapeHepriYHumMn cnonykamu [Hanpuknag, WO 00/71549], aroHictamu 5HT, Hanpuknag, Cinnto WaBneBoi KACIOTH
1-(3-etunbeHsodypan-7-in)ninepasudy [WO 01/09111], aroHictamu 60M6e3uHy, aHTaroHicTamu ranaHiHy, ropMOHOM
pocTy (Hanpuknag, ropMOHOM POCTY SIIOAUHK), CMOSyKaMK, LUO BUBIMbHSAIOTb FOPMOH POCTY (TPeT-6yTunosmm edipom
6-6eH3unokcun-1-(2-giisonponinamiHoeTun-kap6amoin)-3,4-aurigpo-1H-isoxuHonuH-2-kapboHoBoi  kucnotm  [WO
01/85695]), aroHictamm TRH [guB., Hanpwknag, EP 0462884], mogynatopamu Girnka 2 abo 3, o He 3B'A3yeTbCs,
aroHictamu nenTuHy [auB., Hanpuknag, Lee, Daniel W.; Leinung, Matthew C; Rozhavskaya-Arena, Marina; Grasso,
Patricia. Leptin agonists as a potential approach to the treatment of obesity. Drugs of the Future (2001), 26(9), 873-
881], aroHictamn DA (6poMKpuMNTUHOM, AOMPEKCUHOM), iHribiTopamn ninasw/aminasun [Hanpwknag, WO 00/40569],
mogynsitopamn PPAR [Hanpuknaa, WO 00/78312], mogynstopamu RXR abo aronictamu TR-0.

B ogHoMy BapiaHTi BTifIEHHs OaHOro BUHAxOAy iHLIUM aKTUBHWM iHrpefieHTOM € nenTuH; [AuB., Hanpuknag,
"Perspectives in the therapeutic use of leptin", Salvador, Javier; Gomez-Ambrosi, Javier; Fruhbeck, Gema, Expert
Opinion on Pharmacotherapy (2001), 2(10), 1615-1622].

B ogHomy BapiaHTi BTiNEHHS iHLWMM akTUBHUM iHrpedieHTOM € gekcamdaramiH abo amdeTamiH.

B ogHoMy BapiaHTi BTiNEHHS iHWMM aKTUBHUM iHrpedieHToM € dpeHdniypamiH abo aekcdeHdbypamiH.

Y HacTynHOMY BapiaHTi BTifIEHHS 4aHOro BUHaXo4y iHLUUM aKTUBHWM iHrpegieHToM € cubyTpamiH abo moHo- i Bic-
OeMeTUNbOBaHi akTUBHI MeTaboniTm cubyTpaminy.

B ogHoMy BapiaHTi BTiMEHHS! iHLULMM aKTUBHUM iHrpeaieHTOM € opricTar.

B ogHomy BapiaHTi BTiNEHHS iHWMM aKTUBHUM iHrpedieHTOM € Ma3iHaon abo peHTepMiH.

B ogHomy BapiaHTi BTineHHs cronyku doopmymm | BBoaaTb B kombGiHaLii 3 peyoBuHamu, WO CTBOPIOOTL 06'eMm,
nepeBaXHO HEPO3UYMHHMMW PEeYOBMHaMK, LU0 CTBOpPIoOTb 06'eM, [avB., Hanpwknaa, Carob/Caromax® (Zunft HJ; et
al., Carob pulp preparation for treatment of hypercholesterolemia, ADVANCES IN THERAPY (2001 Sep-Oct), 18(5),
230-6)]. Caromax € npoAyktom, ogepaHum 3 pikkoBoro gepesa Big Nutrinova, Nutrition Specialties & Food
Ingredients GmbH, Industriepark Hochst, 65926 Frankfurt/Main)).

KombiHauis 3 Caromax mMoximBa B ogHOMY npernapaTti abo npu okpemoMmy BBeAeHHi crioniyk doopmymm | i
Caromax. Y 3B'a3ky 3 uuMm Caromax® MOXHa TakoX BBOAWTM Yy BUIMAAi XapyoBWX MPOAYKTIB, HaMpuKriag, B
xni6obynovHnx Bupobax abo B NpoayKTax MHOCHII.
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Cronyku 3a [aHvM BUHaxo4OM MOXHa TakoX BBOAWTM B KoMOiHauii 3 ogHum abo pekinbkoma
AHTUriNepPTEH3MBHUMUW aKTUBHUM iHrpedieHTamu. [Npuknagu aHTUrinepTEH3MBHUX aKTUBHUX iHrpedieHTiB BKMOYaloTb
GeTa-6rokaTopu, Taki K annpeHoron, aTteHos, TMMOSION, PiHAOMON, NponaHoson i Mmetonposon, iHribitopy ACOBI
(aHrioTeH3MH-NepeTBOpIOIOYOro hepMEHTY), Taki K, HaNpuknag, 6eHasenpun, KanTonpwun, eHananpun, ocuHonpwun,
nisuHonpwn, XiHanpun i pamnpwun, 6rokaTopu KanbUieBMX KaHaniB, Taki sK HibeauniH, dernogwniH, HikapauniH,
i3pagvniv, HiMoauniH, AuTiazem i Bepamamin, i anbga-ornokaTopy, Taki SIK OOKCA30CWH, ypanigun, Mnpa3ocuH i
TepasocuH. Kpim Toro, sk nocunanbHUn JOKYMEHT MOXHa Takox ykadatu [Remington: The Science and Practice of
Pharmacy, 19th edition, Gennaro, editor, Mack Publishing Co., Easton, PA, 1995].

MoBWHHO GyTW 3pO3yMinMM, WO KOXKHA BiAMOBigHA KOMOIiHALis CMOMykM 3a OaHMM BUHaxo4oM 3 ofHieto abo
JeKinbkoMa 3 BKaszaHUX BULLE CMOMyK i, HE0BOB'A3KOBO, 0AHUM abo AeKinbKoMa iHLLMMKU (hapMaKoSIoriYHO aKTUBHUMU
peYoBMHaMU MOBUHHA PO3rNsaAaTUCh SK Taka, Lo BXoANUTb B 00'eM 3axuCTy AaHOIO BUHAXOAY.

Mpuvknagun

EdektnBHiCTb crnonyk Bunpo6oByBanu Takum YMHOM:

Mopenb GionoriyHoro BUNpobyBaHHs:

EdbexT 3HWKeHHs aneTuTy BunpobosyBamm Ha camumusax muwernn NMRI. Micna ronogyeaHHs npoTsirom 17 roguH
BUMpOoOyBaHWUIA NPOAYKT BBOAMMM NMPUMYCOBMM 3r0[0BYBaHHAM. TBapuH pO3MilLlyBanM OKPEMO 3 BiflbHUM LOCTYMNOM
0o nuTHOT Boawm i yepe3 30 XBUIMH NicnA BBEAEHHS MPOAYKTY AaBamm iM 3rylieHe Monoko. CrnoXMBaHHS 3ryLUeHoro
MOMOKa OLIHIOBaNu KOXHi NiBroguHW nNpoTAromM 7 rofduH i crocTepirany 3a 3aranbHWM CTaHOM TBapwH. BumipsaHe
CMOXMBaHHSI MOJIOKa NMOPIBHIOBANN 3 KOHTPOSIbHAMU TBapuUHaMU* LLIO oAepXKyBanu HOCIM.

Tabmmus 1

EdbeKkT 3HWKEHHS aneTUTy, BUMIPSIHAN SIK 3HWXKEHHS 3aranbHoro
CMOXMBaHHsI MOJiIoka 06po6eHNMM TBApMHAM U Y MOPIBHSIHHI 3 KOHTPOIbHUMUW TBapuHaMu

KinbkicTe TBapuH/ 3aranbHe KinbkicTb TBapuH/ 3aranbHe
puH/ pun/ 3HXKEHHS 3ararnbHOro

Mpuknan MepopanbHa CMOXXWUBaHHSI MOSoKa CTOXMBAHHSA MOTOKA oo oo sik
po3sa[mr/kr]  06pobneHVMY TBAPUHHUMK  KOHTPOMbHAMUY TBAPUHHUMM % Bi
o BiJ KOHTPOTO
N/[mn] N/[mn]
Mpwknag 4 30 5/3,55 5/1,76 50
Mpuknag 13 30 5/3,70 5/1,34 64

Ommc ekcnepuMeHTiB

DyHKLiOHaNbHI BUMIpIOBaHHSA Anst BU3Ha4YeHHs 3HaveHb I1Cso

KnoHyBaHnHs kHK ans peuenropa MCH niogvHu, ogepxaHHs pekoMbiHaHTHOI kniTuHHOT niHii HEK293, wo
ekcnpycye peuentop MCH ntoguHu, i dyHKUiIOHaNbHI BYUMIPIOBAHHSI 3 BUKOPUCTaHHAM PEKOMBIHAHTHOT KIITMHHOT MiHil
3fincHioBann aHanoridyHo omucaHomy Audinot et al. [J. Biol. Chem. 276, 13554-13562, 2001]. BigmiHHicTio Big
BKa3aHOro nocunansHoro gokymeHta 6yno BukopucTtanHs pEAKS Big EDGE Biosystems (USA) anst KOHCTpYHOBaHHS
BeKTOopa ekcnpecii. XassiHoM, Lo BUKOPUCTOBYETLCS A1A TpaHcdekuii, byna TpaHcdopMoBaHa kniTuHHa niHis HEK,
HasBaHa "PEAK Stable Cells" (takox Big EDGE Biosystems). ®yHKUiOHanbHI BUMIpIOBaHHA MPUTOKY KasbLito B



KNiTMHW nicna gogaeaHHsA aroHicty (MCH) y nmpucyTHOCTI niraHgy 3a AaHMM BMHAxo4oM 34icHIoBany Ha anaparTi
FLIPR Big Molecular Devices (USA) 3 BUKOpUCTaHHAM NPOTOKOMIB BUPOOHMKa 06nagHaHHS.
Mpuknagm i cnocobu oaepXaHHs, AeTanbHO OMMCaHi HWk4e, CnyxaTtb Ans inocTpauii gaHoro BuHaxody, 6e3
SIKOro-Hebyab MOro OOMEXEHHS.
Cronyku cpbopmymm | 3a JaHuM BMHaxo4oM MOXHa ofepKaTu 3a JOMOMOrOK peakuiid, siki, B MPUHL M, BiAOMi.
Hanpuknapg, cnonyku 6ynu ogepkaHi 3rigHo 3 HAaCTYMHUM M 3arafibHUMU CXeMaMM PeaKLiii.
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[HLLi Crnonykn 3a gaHMM BMHaxXogoM MOXHa ofepxXatu iHWMMK cnocobamu, npencrtasfieHAMU B 3aralibHOMY

BUrNSAAI SIK NpUKNag Ha HacTyMHIN CXeMi.
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Ommc 3arar|bHV|x cnoco6iB, LLO BUKOPUCTOBYOTLCA SIK MPUKMad, NpeacTaBneHnii B HacTyMHUX NpuKnagax:

Cnocobu A, B i C y npuknagi 1;

Cnoci6 D y npuknagi 2;

Cnoci6 E y npuknagi 3;

Cniocib E-a 'y npuknagi 275;

Cnoci6 E-b y npuknagi 286;

Cnoci6 F y npuknagi 4;

Cnocib F-ay npuknagi 264;

Cnoci6 G y npuknagi 15;

Cnoci6 Hy npuknagi 237;

Cnoci6 H-a y npuknagi 298;

Cnoci6 | y npuknagi 238;

Cnoci6 J y npuknagi 245;

Cnoci6 J-a 'y npuknagi 297;

Cnoci6 Ky npuknagi 250;

Cnioci6 L y npuknagi 254;

Cnoci6 My npuknagi 274;

Cnoci6 Ny npuknagi 277;

Cnoci6 O y npuknagi 279;

Cnoci6 O-a y npuknagi 292;

Cnoci6 O-b y npuknagi 280;

Cnoci6 P y npuknagi 285;

Cnoci6 Q y npuknagi 290;

Cnoci6 R y npuknagi 309.

3aranbHi NosICHEHHS

a) 306paxeHHs CTPYKTypHUX chopmyn

Y CTpyKTYpHUX hopMynax AaHuX NpUKNaais Ans ACHOCTI NO3HaYeHi Tinbku HEBOAHEBI aTOMMU.

Y tabmmusx 6-13 eHaHTioMepHo-3baradeHi CromykyM no3HadeHi BigMiYeHM aToMOM BOAHIO MPW CTEPEOoreHHoMY
LEeHTpi. AKWO YiTKO He BkasaHe iHLle, NpeacTaBneHi eHaHTiomepHo-36araveHi cnonykn maTe (R) kKoHgirypadito npu
3-amiHoniponiANHOBOMY CTEPEOLIEHTPI.

b) ®opmu conen

BaraTto ski cronykv 3a AaHWM BUMHaxO4OM € OCHOBaMM i MOXYTb YTBOPIOBATW COfli 3 MPMAATHUMU CUMbHUMM
kucnotamu. 3oKkpema, MiCNA OYMLLUEHHsI crioflyk MeTtogoM BEPX 3 BukopucTaHHsIM pyxomoi ¢hasw, Wwo MicTuTb
TPUTOPOLTOBY KUCIIOTY, BOHU MOXYTb OyTM y dhopmi rigpoTpudTopaueTati. Lli cnonyku moxHa nepeTtsoputn y
BiflbHi OCHOBW, NpeACTaBrieHi y Npuknagax, NnpocTol 06pobkoto PO3YMHIB cornen, HampuKknag, Po34nHoM KapboHaTy
HaTpito,

c) OguHuLi BUMiptoBaHb

OauHnueto BKkazaHoi MonekymnsipHoi macu € "r/mormb". Tlikv, WO crocTepiralTbCa Y Mac-CrnekTpax, BkasaHi sk
YacTka MOMSPHOI MONEKYMSAPHOT IOHHOT Macw i 3apsigy MONeKynspHOro ioHa (m/z).

Mpuknag 1

N-MeTun-N-(1-{4-[3-(4-dbeHokcudpeHin)ypeigoldeHin}niponiamH-3-in)auetamis,
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Croci6 A

Po3uunH 4-dbeHokcianininy (3,33r) 8 AM®A (10mn) goaasamm Kpannsamm 40 po3uunHy kapboHingiimigasony (2,92r)
B AM®A (12mn), oxonomkeHoro o 0°C. Yepes 30 xBunuH gogasanm kpannsamm N-[1-(4-amiHodeHin)niponignH-3-in]-
N-metunaueTtamig (3,80r) 8 AM®PA (10mn). PeakuinHnm po3unH cnoyaTky BUTPMMYBanM npw KiIMHaTHi Temnepartypi
npoTtArom 2 roguH i notim npu 80°C npoTsrom 30 xBunuH. Cymiw goaasamm kpannaMmu go sogm (600mn), ogepxaHui
ocaj BigdinbTpoByBanM Ha BakyyM-QinbTpi i nNpommBann BOOOH. ANbTEPHATUBHO, MNPOAYKT TaKOX MOXHa
eKkcTparyBatm eTurnauyeTaTtoM i O4YMCTUTM Xpomatorpadpieto nicns KoHueHTpyBaHHA. OpepyBanu npoaykT 3
MoreKynspHoto macoto 444,54 (C26H28N403); MC (ESI): 445 (M+H+).



N-[1-(4-AmiHodeHin)niponignH-3-in]-N-meTunauetamig

Cnoci6 B

Cycnenzito  N-meTun-N-[1-(4-HiTpodeHin)niponignn-3-injauetamigy (3,5r) i rigpokengy nanagito(ll) (20% Ha
Byrneui; 0,91) B etaHoni (150mn) i etunauetati (300mMn) iHTEHCMBHO MepeMiwyBarmM B aTMocdepi BOOHIO
(atmocdpepHuii Tuck) npoTarom 3 roguH. Katanizatop notiMm Buganamm dinbTpyBaHHAM i inbTpaT KOHLUEHTpyBanu.
OpepxxyBamm npodykT 3 morekynsapHoto Macoto 233,32 (C13H19N30); MC (ESI): 234 (M+H+).

N-MeTun-N-[1-(4-HiTpodbeHin)niponignH-3-injauetamig

Cnoci6 C

4-dTopHiTpobeHson (25,0r) nosinbHo Aopgasanu o cycneHsii N-metun-N-niponignH-3-inauetamigy (25,2r) i
kapboHaTy uesito (57,6r) B8 AMPA (300mn). Yepes 2 roagvHN peakuinHy Cymill BUMBanM y BoAy i ogepXaHun ocaj
BiAdiNbTpOBYBarM Ha BakyyM-inbTpi. AnbTepHATUBHO, MPOOYKT TaKOX MOXHa eKcTparyBatm eTtunauetatoMm i
OYNCTUTM Xpomatorpadieto micnsa KoHUeHTpyBaHHA. OpepyBanM nNpodykT 3 MOMeKynspHoi Macow 263,30
(C13H17N303): MC (ESI): 264 (M+H+).

Mpuknag 2

1-[4-(3-MeTunamiHoniponiguH-1-in)deHin]-3-(4-dbeHokcundeHin)ceyosnHa

OV

Cnoci6 D

Cymiw N-meTtun-N-(1-{4-[3-(4-deHokcudeHin)ypeigo]deHin}niponigmH-3-in)-auetamigy (6,0r), etaHony (250mn),
Boan (60mn) i po3umHy rigpokeuay Hatpito (10M; 80mn) HarpiBanM mpw KWMiHHI 3i 3BOPOTHUM XOJOAUITbHAKOM
npotdarom 12 roguH. CnupT BigraHam i ogepkaHui ocag BiAdINbTPOBYBanM Ha BakyyM-inbTpi i MpoMuBamm
aunxnopmMeTaHoM. [logaTkoBuii MPOAYKT OfepKyBarnM KOHLEHTPYBaHHAM OpraHiyHoi asu i xpomartorpadieto
(cvnikarenb, guxnopmetaH/metaHon 9:1 3 1% TpuetunamiHy). OgepxyBamm MPOAYKT 3 MOJSEKYNSPHOK Macoto
402,50 (C24H26N402); MC (ESI): 403 (M+H+).

Mpuknag 3

N-MeTun-N- (1 -{4-[3-(4-peHokcudeHin)ypeigoldeHin}niponignH-3-in)-2-peHinauetamig

@LO"’OQ_JD

Cnoci6 E

TOTU (327wmr) gopasann go po3uuHy 1-[4-(3-meTunamiHoniponiguH-1-in)deHin]-3-(4-peHokcudeHin)ce4oBuHN
(402mr) B AM®A (3mn) npu 0°C. Yepes 10 xBunmH gogasanu ocHoBy XeHira (130Mr) i noTiM po34mH eHinouToBoi
kmucnotu (136mr) B AMPA (1mn). MNicns npoTikaHHA peakuii npoTarom 12 roguH npu KiMHaTHIN TemnepaTypi 4O CyMilLLi
Jopasanu BoAdy i ekcTparyBanu eTunauvetatom. OpraHiuHy a3y cylumnu Hag cynbdaToM MarHito i KOHUEeHTpyBanw.
3anuwok ounwanu npenapatmsHoto BEPX. OgepxyBanu npogykt 3 monekynspHoto macoto 520,64 (C32H32N403);
MC (ESI): 521 (M+H+) y Burnsgi rigpotpudTopaueTary.

Mpuknag 4

(R)-N-Metun-N-(1-{4-[3- (4-cbeHoKcmcbeHin)ype'l',qo]cbeHin}niponi,u,mH-3-in)au,eTaMi,q

@O&O 5

(R)-N-[1 (4-AM|HocbeH|n niponigun-3-in]-N-meTunauetamig niggasanu B3aemogil 3 4-HeHoKCiaHiniHOM 3rigHo 3i
crnocobom A. OgepxyBanu NpodyKT 3 MorneKynspHoto Macoto 444,54 (CzeH2sN4O3); MC (ESI): 445 (M+H+).

(R)-N-[1-(4-AMiHodeHin)niponigunH-3-in]-N-meTunauetamig

(R)-N-Metun-N-[1-(4-HiTpodeHin)niponigun-3-injJauetamin niggasamM rigpyBaHHIO 3rigHO 3i crnocobom B.
OpepxxyBamm npodykT 3 morekynspHoto Macoto 233,32 (C13H19N30); MC (ESI): 234 (M+H+).

(R)-N-Metun-N-[1-(4-HiTpodheHin)nipon ianH-3-injaueTtamig

Cnoci6 F

(R)-N-[1-(4-HitTpodeHin)niponignx-3-injaueTtamig (1,3r) gogasamm nopuisimm 4o cycnersii rigpugy Hatpito (50% B
onii; 0,25r) B AM®A (50mn). lMicna npunMHeHHA BuaineHHs rasy godasanu nogmetad (0,82r). Yepes roguHy
peakuinHy cymiw obepexHo rigponidyBanu BOAON i ekcTparyBanu etunaueTtatom. OpraHiyHy ¢asy cywmnu Hag
cynbatom marHito i koHueHTpyBanu. OgepxyBanmy MPOAYKT 3 MorekynspHot Macot 263,30 (C13H17N303); MC
(ESI): 264 (M+H+).

(R)-N-[1-(4-HiTpodeHin)niponiamH-3-injauetamig

(R)-N-NMiponignn-3-inaueTtamin niggasarmm B3aemopgii 3  4-cTopHiTpobGeH3onom 3rigHo  3i cnocobom C.
OpepxxyBanm NnpodyKT 3 MoreKynspHoto Macoto 249,27 (C12H15N303); MC (ESI): 250 (M+H+).

Mpuvknag 5

(S)-N-MeTtnn-N-(1-{4-[3- (4-cbeHOKcmcbeH|n ypeigo]deHin}niponignH-3-in)aueTtamis

@@&@’%

MocnigoBHicTe Ain, onucaHy y nmpuknagi 4, 3actocoByBanu Ao (S)-]M-niponiguH-3-inauetamigy. Opgepxysanm



NPOAYKT 3 MONeKynsipHoto macoto 444,54 (C26H28N403); MC (ESI): 445 (M+H+).
Mpuknapn 6
(R)-1-[4-(3-MeTunamiHoniponiguH-1-in)deHin]-3-(4-deHokcndeHin)cevoBmHa

oL

(R)-N-Metun-N-(1-{4-[3-(4-deHokcundeHin)ypeigo]deHinniponignH-3-injauetamia niggasanv B3aeMOAIi 3rigHo 3i
crnocobom D. OgepxyBanm NpoaykT 3 MonekynspHoto macoto 402,50 (C24H26N402); MC (ESI): 403 (M+H+).
Mpuknag 7
(S)-1-[4-(3-MemnnamiHoniponiguH-1-in)deHin]-3-(4-deHokcundeHin)ceyosnHa
H

SheSTond

(S)-N-MeTtun-N-(1-{4-[3-(4-deHokcudeHin)ypeigo]deHin}niponiguH-3-in)auetamig niggasanv B3aemogii 3rigHo 3i
crnocobom D. OgepxyBanm NpoaykT 3 MonekynspHoto macoto 402,50 (C24H26N402); MC (ESI): 403 (M+H+).

Mpuknag 8

(R)-N-(1-{4-[3-(4- LJ,MKnoneHTMHOKcmcbeHln)ype'l',qo]cbeHin}niponip,MH-S-in)-N-MeTmnau.eTaMi,u,

UO&D’%

(R)-N-[1 (4-AM|HocbeH|n niponiguu-3-in)-N-meTnnauetamia nigaaesany B3aemogii 3 4-LUUKINONEHTUIIOKCiaHiniHoOM
3rigHo 3i cnocobom A. OpepxyBanm NpoAdykT 3 MonekynspHot macorw 436,56 (C25H32N403); MC (ESI): 437
(M+H+)

(S)-N-(1-{4-[3-(4-LUwnknoneHTnnokcudeHin)ypeigoldeHinniponigmH-3-in)-N-meTunauetamig oAepXyBanu
aHanori4Hum crnocobom 3 (S)-N-[1-(4-amiHodpeHin)niponiguH-3-in}-N-meTunauetamigy.

4-LINKro neHTUMOKCIaHiniH

Cymiw 4-HiTpodbeHony (63,7r), bpomuumknioneHTaHy (68,2r), kapboHaty kanito (63,3r) i AMPA (300mn) HarpiBanu
npun 80°C npoTtarom 24 roauH. lMicna oxonogXyBaHHA CyMmill po3baBnsnm BoAOK i ekcTparyBamm eTunaueTaToM.
OpraHiyHy (basy npomvBanv BOAON, CYLMAWM Hag CylbdatoM MarHito i KOHUeHTpyBanu. 3anuwok niggasanm
rigpyBaHHio 3rigHo 3i cnocobom B. OpepxxyBamm npodykT 3 MorekynspHow macoto 177,25 (C11H15NO); MC (ESI):
178 (M+H+).

Mpuknag 9

1-(4-Uukno neHtunokcudeHrin)-3-[4-(3-meTun amiHoniponigut-1-in)deHinjcevoBuHa

@©$©Q\

N-(1-{4-[3-(4-UuknoneHtunokcudeHin)ypeigo]deHintniponigut-3-in)-N-meTunauetamia niggasanu  B3aemogii
3rigHo 3i cnocobom D. OgepxyBanm mpoAykT 3 MonekynspHoto Mmacow 394,52 (C23H30N402); MC (ESI): 395

(M+H+).

(R)- i (S)-1-(4-Unkn oneHtun okcudeHin)-3-[4-(3-metvn amiHoniponiguH-1-in)deninjcevoBuHy opepxysanm
aHanorivHnm  crocobom 3 (R)- i (S)-N-(1-{4-[3-(4-umknoneHTunokcudeHin)ypeigo]deHin}niponigmn-3-in)-N-
mMeTunaueTamigy.

Mpuknag 10

Emun(1-{4-[3-(4- uMKnoneHTMHOKcmcbeHin)ype'l',qo]cbeHin}niponi,qmH-3-in)-MeTV|nKap6amaT

UﬁUiF

Emunxnopcdopmiat  (8mkn) gogaBarm  kpannaAMu OO0 po3umHy  1-(4-umknoneHTurnokcudeHin)-3-[4-(3-
mMeTunamiHo niponiguH-1-in)dpeninjcevosmnmn (20mr) i ocHoBm XeHira (10mr) B guxnopmeTani (3mn). Yepes 12 roguH
peakuinHy CyMmill KOHLEHTpyBanM i 3anMuwok ouuwanu npenapatmeHoio BEPX. OpepxyBanmmM npoaykt 3
MoreKynspHoto macoto 466,59 (C26H34N404); MC (ESI): 467 (M+H+) y Burnagi rigpotpudTopauerary.

Mpuknag 11

1-(1-{4-[3-(4- LJ,VIKJ'IOI'IeHTVIJ'IOKCM(beHIJ'I)ypeI,D,O](beHiJ'I}I'IipOJ'Ii,D,MH-3-iJ‘I)-3-eTVIJ'I-1-MeTVIJ'Ice‘-iOBVIHa

O

ETVIJ'IISOLI,IaHaT (7mMkn)  pogaBarm  kpannsAMu A0 po3uymHy  1-(4-umkrnoneHTurokcudeHiny-3-[4-(3-
mMeTunamiHo niponiguH-1-in)peninjcevosmnmn (20mr) i ocHoBu XeHira (10mr) B guxnopmeTani (3mn). Yepes 12 roguH
peakuiiHy CyMmill KOHLEHTpyBanM i 3anMuwok ouuwanu npenapatveHoio BEPX. OpepxyBammM npoaykt 3
MornekynspHoto macoto 465,60 (C26H35N503); MC (ESI): 466 (M+H+) y Burnagi rigpotpudtopauerary.

Mpuknag 12

1-(4-UmknoneHtunokcuderin)-3-(4-{3-[metun((R)-5-okconiponignH-2-inmetmn)-amiHo]niponignH-1-
inydeHin)cevyoBuHa
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(R)-5-bpommetvnniponignH-2-oH  (15mr) pogasanuM  go  cycneHsii - 1-(4-umknoneHTunokeudeHin)-3-[4-(3-
mMeTunamiHo niponigut-1-in)dpeninjcevosmtn (30mr) i kapboHaty kanito (20mr) B OAM®PA (3mn). Yepes 2 roguHu
peakuinHy cymill dinbTpyBamm i KOHLEHTPYBanu i 3anuLuok ovMwany npenapatmsHoo BEPX. OpepxyBamm npoaykr
3 MorekynsipHoto macoto 491,64 (C28H37N503); MC (ESI): 492 (M+H+) y Burnagi rigpotpudtopaueTary.

Mpuknag 13

{4-[3-(AueTvnmeTnnamiHo)niponigmH- 1-in]cbeHin}aMi,u, 4-(4-xnopdeHin)ninepnanH-1-kapboHOBOI KNCNOTU

OO

N-[1-(4-AmiHobeHin)niponigun-3-in]-N-mMeTnnaueTamig nigaasanu B3aemogii 3 kapboHingiimigasonom i noTim 3 4-
(4-xnopdeHin)ninepuamHom, 3rigHo 3i cnocobom A. OpgepyBanum MpPOAYKT 3 MoIeKynapHoto Macow 455,00
(C25H31CIN4QO2); MC (ESI): 455 (M+H+).

{4-[3-(AueTvnmeTunamiHo)niponigun-1-injderinfamia  (R)- i  (S)-4-(4-xnopdeHin)-ninepnamH-1-kapboHOBOT
KMCINOTU ogepKyBanu aHanoriyHum cnocobom 3 (R)- i (S)-N-[1-(4-amiHodeHin)niponignH-3-in]-N-meTunaueTtamiay.

Mpuknag 14

TpeT-Bymn-(R)-[1-(4-{[4-(4-xnopdeHin)ninepnanH-1-kapboHin]amiHo }deHin)-niponignH-3-injmetunkapbamat

o OloOtn

TpeT-Bymn-(R)-[1-(4-amiHodeHin)niponiguH-3-in]meTunkapbamat nigaasanv B3aeMogii 3 kapOoHingiimigasonom
i noTim 3 4-(4-xnopdeHin)ninepuanHomM, 3rigHo 3i cnocobom A. OpepXyBanmm NPOAYKT 3 MOIEKYJIIPHOK Macoko
513,09 (C28H37CIN4O3); MC(ESI): 513 (M+H+).

TpeT-Bymn-(R)-[1-(4-amiHodeHin)niponignH-3-in]metunkapbamat

TpeT-Bymn-(R)-memn-[1-(4-HiTpodeHin)niponignn-3-injkapbamat nigaasanu rigpyBaHHI0 3rigHo 3i cnocobom B.
OpepxyBamm npoaykT 3 monekynspHoto Macor 291,40 (C16H25N302); MC (ESI): 292 (M+H+). TpeT-byTun-(R)-
meTun-[1-(4-HiTpodeHin> niponiguH-3-injkapbamat

TpeT-Bymn-(R)-[1-(4-HiTpodeHin)niponianH-3-injkapbamar  niggaBanuM  ankinyBaHHIO 3 BUKOPUCTaHHAM
nogmeTaHy 3rigHo 3i cnocobom F. OpgepxyBamm npoaykT 3 monekynsapHoto macoto 321,38 (C16H23N304); MC (ESI):
322 (M+H+).

TpeT-Bymn-(R)-[1-(4-HiTpodeHin)niponianH-3-injkapbamat

TpeT-Bymn-(R)-niponiamn-3-inkapbamaTt nigaasanu B3aemogii 3 4-pTopHiTpobeH3onom 3rigHo 3i cnocobom C.
OpepxyBanm npodykT 3 morekynspHoto macoto 307,35 (C15H21N304); MC (ESI): 308 (M+H+).

Mpuknag 15

[4-(3-meTunamiHo nippnignH-1-in)deninjamig (R)-4-(4-xnopdeHin)ninepuanH-1-kap6oHOBOI KUCOTU
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TpwudpTopouToBy kucnoty (6,67r) gogaBanmu o po3uvuHy TpeT-0yTun-(R)-[1-(4-{[4-(4-xnopdeHin)ninepmngnH-1-
kap6oHinjamiHo}deHin)niponiguH-3-injmeTunkapbamaty (1,5r) B guxnopmeTtaHi (50mn). Yepes 3 roguHu neTki
dpakuii BMOananu i 3anuwoK MOrnmvHanu AuvxropMeTaHoM. [licrns nNpoMuBaHHS PO3YMHOM kKapOoHaTy Hatpito
opraHiuHy chasy cywmnu Hag cynbdaTtom MarHito i koHueHTpyBanu. OgepxXyBanm NpoayKT 3 MOSEKYSIPHO0 Macoto
412,97 (C23H29CIN4O); MC (ESI): 413 (M+H+).

Mpuknag 16

(4-{(R)-3-[MeTtnn(1-meTnnninepuamH-3-inkapboHin)amiHo]niponigmH-1-injdeHin)-amig 4-(4-
xnopdeHin)ninepuamH-1-kap6oHOBOI KUCTOTH
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[4-(3-MeTunamiHoniponigunH-1-in)deHinjamig (R)-4-(4-xnopdeHin)ninepnaunH-1-kapboHoBOi KMCNOTU MigaaBanm
B3aemogdii 3 1-memunninepugnH-3-kapboHOBO KWUCMOTOK 3rigHO 3i cnocobom E. OpepxyBanum MpoOAyKT 3
mornekynspHoto macoto 538,14 (C30H40CIN502); MC (ESI): 538 (M+H+).

Mpuknag 17
(4-(R)-{3-[MeTtnn(2-ninepuanH-1-inaueTtun)amiHo]niponignH-1-in}deHin)amig 4-(4-xnopdeHin)ninepuanH-1-
KapbOHOBOI KMCMOTU

QOJEN Q- )

4-(3-MeTunamiHoniponigun-1-in)deninjamig (R)-4-(4-xnopdeHin)ninepuagnH-1-kapboHOBOI  KACHOTV nigaasanu
B3aemogii 3 ninepmauH-1-inoLToBO KUCOTO 3rigHo 3i cnocobom E. OgepKyBany NPOAYKT 3 MOMEKYSIPHO Macoto
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538,14 (C30H40CIN502); MC (ESI): 538 (M+H+).

Mpuknag 18

(4-(R)-{3-[MeTtnn(2-okcoTiazonignH-4-kapboHin)amiHo]niponigmH-1-injdeHin)amia  4-(4-xnopdeHin)ninepuanH-1-
KapbOHOBOI KMCMOTU

QOJ?'u@’ Qe

[4-(3-MeTunamiHoniponigunH-1-in)deHinjamig (R)-4-(4-xnopdeHin)ninepnanH-1-kapboHoBOi KMCNOTU MigaaBanm
B3aemogdii 3 2-0KcoTia3oniguH-4-kapboHOBOI KWUCMOTOK 3rigHO 3i crnocobom E. OpepxyBarm npoaykt 3
MornekynspHoto macoto 542,10 (C27H32CIN503S); MC (ESI): 542 (M+H+).

Mpuknag 19

(4-{3-[MeTnn(2,2,2-TpudTOpaveTun)amiHo]niponiguH-1-inydenin)amisg (R)-4-(4-xnopdeHin)ninepuanH-1-
KapbOHOBOI KMCMOTU

o OOy

(R)-[N-[1-(4-AmiHodeHin)niponigun-3-in)-2,2,2-tpudtop-N-MeTrnavetamia nigaasanv B3aemogil 3
kapboHingjiiminasonom i notim 3 4-(4-xnopdeHin)ninepuanHom, 3rigHo 3i cnocobom A. OpepxyBanu MnpoaykT 3
mMornekynspHoto macoto 508,98 (C25H28CIF3N402); MC (ESI): 509 (M+H+).

(R)-[N-[1-(4-AmiHodeHin)niponigun-3-in)-2,2,2-tpucdtop-N-MeTrnavetamia

(R)-2,2,2-Tpudtop-N-memn-N-[1-(4-HiTpodbeHin)niponignH-3-injaueTtamia  niggasanu rigpyBaHHIO  3rigHO  3i
crnocobom B. OgepxxyBanm npodykT 3 MmorekynsipHoto macoto 287,29 (C13H16F3N30); MC (ESI): 288 (M+H+).

(R)-2,2,2-Tpudptop-N-metnn-N-[1-(4-HiTpodbeHin)niponignH-3-injauetamig

TpwudpTopouToBun aHrigpug, (0,5mn) gogasany kpannsmu 4o po3unHy (R)-meTtun-[1-(4-HiTpodbeHin)niponignH-3-
imamivy (0,48r) B nipuavHi (2mn). Yepe3 3 rogvHM peakuiiHy cymilw po3baBrnsnu BOAOK | eKcTparyBanm
etunauetatoMm. OpraHiyHy a3y npomMuBanu . . PO34YMHOM FIMMOHHOT KUCMIOTW, CYLUMIM Had CynbdaTom MarHito i
KOHUeHTpyBanu. OgepxyBanu npoaykT 3 MonekynspHoto macoto 317,27 (C13H14F3N3O3); MC (ESI): 318 (M+H+)

(R)-meTun-[1-(4-HiTpodeHin)niponiamH-3-injamiH

PozunH  TpeT-6yTnn-(R)-MeTun-[1-(4-HiTpodpeHin)niponigun-3-injkapbamaty (0,7r) B auxnopmeTaHi (5mn)
06pobnsnm TpudTopoLTOBOIO KUCMOTOK (3Mn) MpoTsarom 1 roanmHn. PeakuinHuiA po3ymH KOHUEHTPYBamm i 3anmLUoK
rnornvHamM B AmxnopmeTaH. [licna npomMuBaHHS pPO34YMHOM KapOoHaTy HaTpitlo OpraHiyHy a3y cywunm Hag
cynbatom marHito i koHueHTpyBanu. OgepxyBanmy MPOAYKT 3 MorekynspHot Macot 221,26 (C11H15N302); MC
(ESI): 222 (M+H+).

Mpuknag 20

{4-[3-(AueTvnmeTnnamiHo)niponiamt-1-injdeHinimeTmnamia 4-(4-xnopdeHin)-ninepmanH-1-kapboHOBOI KMCNOTU
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{4-[3-(AueTvnmeTnnamiHo)niponiamH-1-injdeHintamig 4-(4-xnopdeHin)ninepunaunH-1-kapboHoBoi KUCIOTH
nigoaesanu B3aeMogii 3 ogmeTaHOM 3rigHo 3i cnocobom F. OgepkyBamm NpoaykT 3 MOMeKynspHow macoto 469,03
(C26H33CIN402); MC (ESI): 469 (M+H+).

Mpuvknag 21

(4-{3-[AueTun(2-gieTvnamiHoeTMn)amiHo]niponianH-1-injdeHin)amig (R)-4-(4-xnopdeHin)ninepuanH-1-
KapbOHOBOI KMCMOTU
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(R)-N-[1-(4-AmiHodeHin)niponiguH-3-in]-N-(2-gieTunamiHoeTvn)aueTtamig  niggasanu  B3aemogdii 3 4-(4-
xropdeHin)ninepuamMHom 3rigHo  3i cnocobom A. OpepxyBanmyM NpoaykT 3 MonekynspHolo macot 540,15
(C30H42CIN5O2); MC (ESI): 540 (M+H+).

(R)-N-[1-(4-AmiHodeHin)niponignH-3-in]-N-(2-gietunaminoetvn)auetamia  (R)-N-(2-OietunamiHoeTtnn)-N-[1-(4-
HiTpodeHin)niponignH-3-injauetamig niggaBanu rigpyBaHHO 3rigHo 3i crnoco6om B. OpepxyBamm npogykt 3
mornekynspHoto macoto 318,47 (C1gHzoN4O); MC (ESI): 319 (M+H+).

(R)-N-(2-OietnamiHoeTtnn)-N-[1-(4-HiTpodeHin)niponignH-3-injauetamig

(R)-N-[1-(4-HitTpodpeHin)niponignH-3-injauetamig niggasanu B3aemogii 3 2-xropeTungieTurnaMmiHoMm 3rigHo  3i
crnocobom F. OgepxyBanu NpoAayKT 3 MonekynspHoto - macoto 348,45 (C18H28N403); MC (ESI): 349 (M+H+).

Mpuvknag 22

1-[4-(3-anmeTunamiHo niponiamt-1-in)deHrin]-3-(4-peHokcudeHin)cevoBuHa

o
sisaasiy

OvmetunniponignH-3-inamiH - niggaBsamm  B3aemogii 3 4-pTopHITpOOeH30/I0M, OAepXaHy  HITPOCMOMyKy
BiHOBIMIOBANM BOAHEM i, HapeLuUTi, aHiniH nigaasanv B3aemogii 3 CDI i 4-peHokciaHiniHoM 3rigHo 3i cnocobamu A, B i
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C. OgepxyBamm nNpoAdykT 3 MonekynspHoto macoto 416,53 (C25H28N402); MC (ESI): 417 (M+H+).
Mpuknag 23
N- {4 [3- (ALI,eTVIJ'IMeTVIJ'IaMIHO)I'IIpOJ'II,D,MH 1-in]cpeHin}-2-(4-izobyTokcudeHin)-npo nioHamig,

OWMZF%

N-[1-(4-AmiHodeHin)niponignH-3-in]-N-meTunauetamig nigaasanv B3aemogil 3 2-(4-
i300yTOKCMMEHIN)NPONIOHOBOK KUCMOTOK 3rigHO 3i cnocobom E. OgepKyBanu mpoOAyKT 3 MOJEKYSipHOK Macoto
437,59 (C26H35N303); MC (ESI): 438 (M+H+).

Mpuknag 24

N-(1-{4-[3-(4- LJ,MKnoneHTMHOKcmcbeHin)ype'l',qo]cbeHin}niponiAMH-S-in)aueTaMi,q

SHeR AN
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N-Miponignh-3-inaueTtamia nigpgasanu B3aemofii 3 4-pTopHITpOOEH30MoM, oAepXaHy  HITPOCMOMyKy
BiHOBMIOBANM BOAHEM i, HapewrTi, aHiniH niggaBanmM B3aemogii 3 CDI i 4-uuknoneHTUNokciadiniHoMm 3rigHo 3i
crnocobamu A, B i C. OgepxyBanm npogyKT 3 MonekynspHoto macoto 422,53 (C24H30N403); MC (ESI): 423 (M+H+).

(R)- i (S)-N-(1-{4-[3-(4-LmnknoneHTnnokcudeHin)ypeigoldeHimniponigny-3-in)-auetamig oAepxyBanm
aHanoriyHum crnocobom, Buxoasauu 3 (R)- i (S)-N-niponigunH-3-inaueTtamigy.

Mpuvknag 25

N-(1-{4-[3-(4- LJ,MKnoneHTMHOKcmcbeHin)ype'l',qo]cbeHin}niponi,u,MH-3-in)-N-eT|/|nau,eTaMi,q

AT O ¢

N-Etun-N-niponignH-3-inauetamia nigagasanm B3aemofii 3 4-pTOPHITPOOGEH30/IOM, OAepXaHy HITPOCMoyKy
BiHOBIMIOBANM BOAHEM i, HapewrTi, aHiniH niggaBarm B3aemopgii 3 GDI i 4-umknoneHTUNOKCIaHiNIHOM 3rigHO 3i
crnocobamu A, B i C. OgepxyBanm npogyKT 3 MorekynspHoto macoto 450,59 (C26H34N403); MC (ESI): 451 (M+H+).

Mpuknag 26

{4-[3-(AueTunmeTnnamiHo)niponignn-1-in)-3-metnndeHinamig 4-(4-xnopdeHin)-ninepuamH-1-kap6oHOBOT
KMCnoTH
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N-MeTtun-N-niponiguH-3-inauetamin niggaBsamm B3aemogii 3 1-pTop-2-meTun-4-HiTpoOEH30MOM, ofepKaHy
HITPOCMOMYKY BiAHOBMNIOBANMM BOOHEM i, HapeLwTi, aHiniH nigaasanm B3aemogii 3 GDI i 4-(4-xnopdeHin)ninepnanHom
3rigHo 3i cnocobamu A, B i C. OgepxxyBanu npoaykT 3 MornekynspHoto macoto 469,03 (C26H33CIN4O2); MC (ESI):
469 (M+H+).

Mpuknag 27

{4-[3-(AueTunmeTunamiHo)niponignt-1-in)-3-cbTopdeHinamia 4-(4-xnopdeHin)-ninepugnH-1-kapboHoBoi
KMCInoTH
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N-MeTtun-N-niponiguH-3-in  auetamin nigoaBanu B3aemogii 3 1,2-andTop-4-HiTpobeH30M0M,  ofepkaHy
HITPOCMOMYKY BiAHOBMOBaNMM BOOHEM i, HapewTi, aHiniH nigaasanu B3aemogii 3 CDI i 4-(4-xnopdeHin)ninepnanHom
3rigHo 3i cnocobammn A, B i C. OgepxyBanv NpoAyKT 3 MOoneKynsipHoto Macoto 472,99 (C25H30CIFN40O2); MC (ESI):
473 (M+H+).

Mpuknag 28

{4-[3-(AueTvnmeTnnamiHo)niponiamH-1-in]-2,6-andTopdeHintamis 4-(4-xnopdeHin)-ninepuamH-1-kap6oHoBOT
KMCInoTH

9as) 4@ s

N-MeTun-N-niponigunH-3-inauetamig nigpgasanmm B3aemogii 3 1,3,5-TpudpTop-2-HiTpobeH300M,  oAepKaHy
HITPOCMOMYKY BiAHOBMNIOBANMM BOOHEM i, HapeLwTi, aHiniH nigaasanm B3aemogii 3 GDI i 4-(4-xnopdeHin)ninepnanHom
3rigHo 3i cnocobamu A, B i C. OgepxyBamm npoayKT 3 MonekynapHoto macoto 490,99 (C25H29CIF2N402); MC (ESI):
491 (M+H+).

Mpuknag 29

{4-[3-(AueTunmeTnnamiHo)niponignu-1-in]-2-metundeHinamig 4-(4-xnopdeHin)-ninepuamH-1-kap6oHOBOT



KMUCIOoTU
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N-MeTtun-N-niponiguH-3-inauetamin niggaBsamm B3aemopgii 3 4-ptop-2-meTun-1-HiTpoOeH30MoM, ofepkaHy
HITPOCMOMYKY BiAHOBMIOBaMM BOOHEM i, HapewwTi, aHiniH nigaasanu B3aemogii 3 CDI i 4-(4-xnopdeHin)ninepnanHom
3rigHo 3i cnocobamu A, B i C. OgepxyBanu npoaykT 3 mornekynspHoto macoto 469,03 (C26H33CIN4O2); MC (ESI):
469 (M+H+);

Mpuknag 30

{4-[3-(AueTvnmeTnnamiHo)niponigut-1-in)-2-propdeHintamis 4-(4-xnopdeHin)-ninepuamH-1-kap6oHOBOT
KMCnoTH
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N-MeTtun-N-niponiguH-3-inauetamin  niggaBamm  B3aemopgii 3 24-AudTop-i-HiTpoOEeH30MoOM,  ofepaHy
HITPOCMOMYKY BiAHOBMNIOBANMM BOOHEM i, HapeLwTi, aHiniH nigaasanm B3aemogii 3 GDI i 4-(4-xnopdeHin)ninepnanHom
3rigHo 3i cnocobammn A, B i C. OgepxyBanm NpoAyKT 3 MoneKkynsipHoto macoto 472,99 (C25H30CIFN40O2); MC (ESI):
473 (M+H+).

Mpuknag 31

TpeT-Bymn-(R)-[1-(5-{[4-(4-xnopdeHin)nine puanH-1-kapboHin]amiHo }nipugnH-2-in)niponignH-3-
inlmetnnkapbamaTt
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MocnigoBHICTL  peakuii cuHTe3y Ana  odepxanHa  TpeT-6ymun-(R)-[1-(4-{[4-(4-xnopdeHin)ninepnanH-1-
kap6oHinjamiHo}deHin)niponiguH-3-injMeTunkapbamaty 3AiNCHIOBaIM, BUXOAsHM 3 2-XOP-5-HITPOMipuanHy 3amicTb
4-cbTopHiTpobeHsony. OgepxyBamm NpoAaykT 3 MornekynspHoto macot 514,07 (C27H36CIN503); MC (ESI): 514
(M+H+).
Mpuknag 32
[6-(3-meTunamiHo niponignH-1-in)nipuamy-3-injamia (R)-[4-(4-xnopdeHin)ninepmanH-1-kapboHOBOT KMCNOTH

O
NJ<N’C\§/N/\_/LN

TpeT-Bymn-(R)-[1-(5-{[4-(4-xnopdeHin)ninepnanH-1-kapOoHin]amiHo} nipuguH-2-in)niponignH-3-in]
meTunkapbamar o6bpobnsanu TpudTopoLTOBOK KMCMOTOK 3rigHo 3i cnocobom G. OpgepyBanum MPOAYKT 3
MornekynspHoto macoto 413,95 (C22H28CIN50); MC (ESI):414(M+H+).

AHaroriyHuMm crnocobom MoXHa ogepxatn paueMidyHui [6-(3-meTunamiHo niponignHin)nipugun-3-injamig [4-(4-
xnopdeHin)ninepuanH-1-kap6oHOBOI KUCTIOTW.

Mpuknag 33

{6-[3-(AueTvnmeTnnamiHo)niponiamH-1-injnipuaut-3-injamig 4-(4-xnopdeHin)-ninepuanH-1-kap6oHOBOT KUCIOTU

] @O4N,Q~O\?Lo

N-MeTtun-N-niponigunn-3-inaueTamig nigaasany B3aemogii, 3 2-x1op-5-HITponipuamMHOM, ofepKaHy HITpOCrnonyKy
BiHOBIMIOBANM BOAHEM i, HapeLTi, aHiniH niggasanm B3aemogii 3 CDI i 4-(4-xnopdeHin)ninepuanHom 3rigHo 3i
crnocobamu A, B i C. OgepxxyBanm NpoayKT 3 mMonekynspHoto macoto 490,99 (C25H29CIF2N402); MC (ESI): 491
(M+H+).

Mpuknag 34

1-[4-(4-OvmeTrnamiHonine puamH-1-in)deHin]-3-(4-deHokcndeHin)ceyosnHa

QLY Q"CLN/

|
OvmetunninepuguH-4-inamiH - nigaasanu  B3aemogii 3 4-pTopHITPOGEH30/I0M, OdepKaHy HITPOCMOMyKy
BiAHOBMNIOBanNM BoAHEM i, Hapewri, aHiniH ([1-(4-amiHodeHin)ninepuanH-4-injaumeTunavii) nigaasanu B3acmogii 3
GDI i 4-dbeHokciaHiniHom 3rigHo 3i cnocobamu A, B i C. OgepxyBanmv npoAdykT 3 MornekynspHoto macoto 430,55
(C26H30N402); MC (ESI): 431 (M+H+).
Mpuvknag 35
1-(4-Uukno neHtunokcnderin)-3-[4-(4-mopdoniH-4-inninepuamt-1-in)deHinjceyosnHa

Cl



4-ninepuguvH-4-inmopdoniH - niggasanmu  B3aemogii 3 4-pTopHITpOOeH30MoM, ofdepKaHy  HITPOCMOIyKy
BiJHOBIMIOBANM BOAHEM i, HapewrTi, aHiniH nigaaBanm B3aemogii 3 CDI i 4-uuknoneHTUnokciadiniHoMm 3rigHo 3i
crnocobamu A, B i C. OgepxyBanm npogyKT 3 MorekynspHoto macoto 464,61 (C27H36N403); MC (ESI): 465 (M+H+).

Mpuknag 36

4-bytokcn-N-[4-(4-gumeTnnamiHonine puamH-1-in)deHinjoeHsamia

j@\«OQ\

([1-(4-AmiHodbeHIN)ninepuanH-4-injgumeTunamid) nigaasanu B3aeMofii 3 4-4-6yTOKCMOEH30MHOI0  KUCIIOTOH
3rigHo 3i cnocobom E. OpepxyBanm npofdykt 3 MonekynspHot macow 395,55 (C24H33N302); MC (ESI): 396
(M+H+).

Mpuknag 37

{4-[3-(AL|,eTV|nmeTV|naMiHo)aseTwJ,MH 1-in]cbeHin}aMi,u, 4-(4-xnopdeHin)ninepnauH-1-kapboHOBOI KNCNOTU

OO s

N-[1-(4-AmiHobeHin)aseTmann-3-in-N-meTunauetamia nigaasanm B3aemogii 3 kapboHingiimigazonom i 4-(4-
xropdeHin)ninepuamMHom 3rigHo  3i cnocobom A. OpepxyBanmyM MpogykT 3 MonekynspHoi macot 440,98
(C24H29CIN40O2); MC (ESI): 441 (M+H+).

N-[1-(4-AmiHodeHin)azemaunn-3-in}-N-meTunauetamig

N-MeTun-N-[1-(4-HiTpobeHin)azeTmagnH-3-injauetamia  niggasanu  rigpyBaHHO  3rigHo  3i  crnocobom B.
OpepxxyBamm NnpodykT 3 MmorekynspHoto Macoto 219,29 (C12H17N30); MC (ESI): 220 (M+H+).

N-MeTun-N-[1-(4-HiTpodbeHin)azeTmanH-3-injauetamig

N-[1-(4-HitpodeHin)aseTnamH-3-injauetamig niggasany ankinyBaHHIO 3 BUKOPUCTAHHAM MOAMETaHy 3rigHo 3i
crnocobom F. OgepxyBanu NpoAyKT 3 MonekynspHoto macoto 249,27 (C12H15N303); MC (ESI): 250 (M+H+).

N-[1-(4-HiTpodeHin)azeTnamH-3-injauetamis

OurtoBwi anrigpug (0,6mn) godasarm Ao posuuHy 1-(4-HiTpodpeHin)aseTuauH-3-inamiHy (0,5r) B mipmugnHi
(1,2mn). Yepes roguHy neTiodi dpakuii Bugansnu. OgepyBanu MpPOAYKT 3 MOIeKynsapHot Macow 235,24
(C11H13N303); MC (ESI): 236 (M+H+).

1-(4-HiTpOdeHin)aseManH-3-inamiu

TpeT-Bymn[1-(4-HiTpodeHin)azetnaunn-3-injkapbamar 06pobnsamm  TpMpTOPOLTOBOK  KUCMOTOK  3rigHO  3i
crnocobom G. OgepxyBanm NnpoayKkT 3 monekynspHoto macoto 193,21 (C9H11N302); MC (ESI): 194 (M+H+).

TpeT-Bymn[1-(4-HiTpodeHin)azemaunn-3-injkapbamat

TpeT-bymnasetuauH-3-inkapbamar niggaBsamm B3aemopgii 3 4-pTopHITpoOGeH3onom 3rigHo 3i cnocobom C.
OpepxyBanm NnpodykT 3 morekynspHoto Mmacoto 293,33 (C14H19N304); MC (ESI): 294 (M+H+).

Mpuknag 38

TpeT-byTnn[1 (4 {[4-(4-xnopdeHin) I'III'IepVI,D,VIH 1-kap6oHin]amiHo}deHin)azeTMamH-3-injmeTnnkapbamar

OOy

TpeT-Bymn[1-(4-amiHodeHin)aszemanH-3-injMeTunkapbamart niggasanv B3aemogii 3 kapboHingiimigasonom i 4-
(4-xnopdeHin)ninepuamHom 3rigHo  3i cnocobom A. OpepxyBanmyM MpoaykT 3 MofeKynsapHoto Macow 499,06
(C27H35CIN40O3; MC (ESI): 499 (M+H+).

TpeT-Bymn[1-(4-amiHodeHin)azeTnamH-3-injmeTunkapbamat

BytunmeTtun-[1-(4-HitpodeHin)aseTmaun-3-injkapbamar niggasanu  rigpyBaHH  3rigHo  3i  crnocobom B.
OpepxxyBanm NpodyKT 3 MoreKynspHoto Macoto 277,37 (C15H23N302); MC (ESI): 278 (M+H+).

Bytunmetun-[1-(4-HitpodeHin)aseTmaunH-3-injkapbamar

TpeT-Bymn[1-(4-HiTpodeHin)azeTngnx-3-injkapbamar niggaBanmy ankinyBaHHIO 3 BUKOPWUCTaHHAM WMogmeTaHy
3rigHo 3i cnocobom F. OpgepxyBanmv MPOAYKT 3 MornekynspHoto macot 307,35 (C15H21N304); MC (ESI): 308
(M+H+).

Mpuknag 39

[4-(3- MeTmnaMiHoaseTMp,MH 1-in)dpeHin]amig 4 -(4-xnopdeHin)nine pmanH-1-kapboHOBOI KMCIOTU

OO0

TpeT-bytnn [1-(4-{[4-(4-xnopdeHin)ninepnaunH-1-kapboHin]amiHo }deHin)azeTngmH-3-injmeTnnkapbamat
niggasanu B3aemogii 3 TpMdTOPOLTOBOK KUCIIOTOO 3rigHO 3i cnocobom G. OgepKyBanu NpoaykT 3 MOMEKyNSApHO
macoto 398,94 (C22H27CIN4O); MC (ESI): 399 (M+H+).

Mpuknag 40

N-meTtun-N-[1-(4-{3-[4-(nipnguH-3-inokcn)deHin]ypeigodeHin)niponigunH-3-imjauetamia



QQJE,@’&\

N-[1-(4-AmiHobeHin)niponigun-3-in]-N-mMeTnnaueTamig nigaasanu B3aemogii 3 kapboHingiimigasonom i noTim 3 4-
(nipnaun-3-inokcu)dpeHinamiHoMm, 3rigHO 3i cnocob6om A. OpepXyBanu MPOAyKT 3 MONeKynsipHoi Macot 445,53
(C25H27N503); MC (ESI): 446 (M+H+).

Mpuknag 41

N-meTtun-N-(1-{4-[3-(4-ninepnamH-1 -incbeHin)ype'l',qo]cbeHin}niponi,qmH-3-in)au.eTaMi,u,

>_
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N-[1 (4-AM|HocbeH|n niponignn-3-in]-N-meTvnaueTamig nigaaesanv B3aeMogii 3 kapboHingiimigasonom i notim 3 4-
ninepuanH-1-indpeHinamiHom, 3rigHo 3i crnocobom A. OpepyBanum MPOAYKT 3 MornekynsipHoto macoto 435,57
(C25H33N502); MC (ESI): 436 (M+H+).

Mpuknag 42

N-{4-[3-(AueTunMeTMnamiHo)niponiamH- 1 -in)ceHin}-4-peHokcnbeHsamig

Qo

N-[1-(4-AmiHodeHin)niponignn-3-in]-N-meTunaueTtamig nigaasamm B3acmogii 3 4-eHOKCMOEH30MHOI0 KUCTOTO
3rigHo 3i cnocobom E. OpepxyBanm npodykT 3 MofeKynspHot macow 429,52 (C26H27N303); MC (ESI): 430
(M+H+).

Mpuknag 43

N-{4-[3- (AueTmnmeTmnaMiHo)niponip,MH 1-in]cpeHin}-4-6yTokcnbeHsamia

e A O

N-[1-(4-AmiHodeHin)niponignn-3-in]-N-meTunaueTamia nigaasanu B3aeMopii 3 4-6yTOKCMOEH30MHOIO KUCIIOTOM0
3rigHo 3i cnocobom E. OpepxyBanm npofykt 3 MonekynspHot macow 409,53 (C24H31N303); MC (ESI): 410
(M+H+).

Mpuknag 44

{4-[3-(AueTvnmeTnnamiHo)niponiamn-1-injdeHin}amig 4-(4-xnopdeHin)umknorekcaH-kapboHOBOI KUCIOTU

o OO

N-[1-(4-AmiHodeHin)niponignH-3-in]-N-meTunauetamig nigaasanv B3aemogil 3 4-(4-
XropdeHin)umKnorekcaHkapboHOBOIO KMUCIOTOK 3rigHo 3i crocobom E. OpepxyBamm npoaykTa MOMEKYSsSPHO0
macoto 454,02 (C26H32CIN302); MC (ESI): 454 (M+H+).

Mpuknag 45

N-{4-[3- (AueTmnmeTmnaMiHo)niponip,MH 1-imdeHin}-3-(4-isonponindeHin)akpunamig

OO

N-[1-(4-AmiHodeHin)niponignn-3-in]-N-meTunaueTamig niggasanu B3aemogii 3 3-(4-isonponindgeHin)akpunosoto
KMCnoToto 3rigHo 3i cnocobom E. OpepxxyBamm MpoayKT 3 MonekynspHoto macoto 405,54 (C25H31N302); MC (ESI):
406 (M+H+).

Mpuknag 46

(1-{4-[3-(4-LUuknoneHTunokcudeHin)ypeigoldeHinniponignH-3-in)Metunamia  TetparigpodypaH-2-kap6oHOBOT
KMCInoTH

T OO

1-(4-UuknoneHtunokcudeHrin)-3-[4-(3-meTunamiHo niponiguH-1-in)deHinjceyosnuHy  niggasanmyM  B3aemogii 3
TeTparigpodypaH-2-kapboHOBOK KUCMOTO 3rigHO 3i cnocobom E. OgepxyBamm mMpOAyKT 3 MOJIEKYNAPHOK Macoko
492,62 (C28H36N404); MC (ESI): 493 (M+H+).

Mpuknag 47

(1-{4-[3-(4-LUuknoneHTunokcudeHin)ypeigoldeHinniponignH-3-in)metunamig  1-auetunniponiguH-2-kap6oHOBOT



KMUCIOoTU
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1-(4-UuknoneHtunokcudeHin)-3-[4-(3-meTunamiHo niponiguH-1-in)deHinjcevyoBnHy nigaasanu B3aemogii 3 1-
aueTunniponiamMH-2-kapboHOBOI KWUCIOTOM 3rigHO 3i cnocoboM E. OpgepkyBanu npodykT 3 MOSEKYNSPHOK Macoto
533,68 (C30H39N504); MC (ESI): 534 (M+H+).

Mpuknag 48

(1-{4-[3-(4-LUukno neHTunokcudeHin)ypeigoldeHinniponignmH-3-in)Metunamia 5-okconiponianH-2-kap6oHOBOT
KMCnoTH

T gy O

1-(4-Uukno neHtunokcudeHin)-3-[4-{3-meTunamiHo niponiguH-1-in)jdeHinjcevyoBnHy nigaasanu B3aemogii 3 5-
OKcomMiponianH-2-kapboHOBOIO KMCIOTO 3rigHO 3i cnocobom E. OgepxyBanm MPOAYKT 3 MOIEKYNAPHOK Macoto
505,62 (C28H35N404); MC (ESI): 506 (M+H+).

Mpuknag 49

(1-{4-[3-(4-LUukno neHTunokcudeHin)ypeigoldeHinniponignmH-3-in)Metunamia 2-okcoTiasonignH-4-kapboHOBOT
KMCnoTH

1-(4- LJ,VIKJ'IOI'IeHTI/IJ'IOKCVI(beHIJ'I )-3-[4-(3-meTunamiHo niponiguH-1-in)deHinjceyoBrHy niggasanu B3aemogii 3 2-
OKcoTia3onianH-4-kapboHOBOIO KUCIOTOK 3rigHo 3i cnocobom E. OpepyBany MPOAYKT 3 MOIEKYNSPHOK Macoto
523,66 (C27H33N504S); MC (ESI): 524 (M+H+).

Mpuknag 50

{1-[4-(4-UuknorekcunbeHaoinamiHo)dpeHin]niponigmH-3-immetrnamig (R)-1-meTunninepmgmH-3-kapboHOBOI

AT

(R)-4-Uwnknorekcun-N-[4-(3-meTunamiHo niponiguH-1-in)penin]oeHsamia nigaasamm B3aemogil 3 1-
mMeTunninepuanH-3-kapboHOBOIO KMCMOTO 3rigHO 3i cnocobom E. OpepxyBamm npoaykT 3 MOMEKYMSPHOI Macoto
502,71 (C31H42N402); MC (ESI): 503 (M+H+).

Mpuknag 51

N-(1-{4-[3-(6-Lukno neHTunokcunipugnH-3-in)ypeigoldeHin}niponignH-3-in)-N-metunauetamig

UUQ

N-[1-(4-AmiHobeHin)niponigun-3-in]-N-mMeTnnaueTamig nigaaesanu B3aemogii 3 kapboHingiimigasonom i noTim 3 6-
LIMKIO NEHTUIIOKCUMIpMAMH-3-inaMmiHoMm, 3rigHo 3i cnocobom A. OgepyBamm NMPOAYKT 3 MOSeKynspHoto macoto 437,55
(C24H31N503); MC (ESI): 438 (M+H+).

6-LimkroneHTunokcunipuamH-3-inami

Cymiw 5-HiTponipuaunn-2-ony (14,0r), 6pomuukrioneHtary (8,0r), kapboHaty kanito (14r) i OM®A (200mm)
HarpiBarm npu 80°C npoTarom 6 roauH. Micns oxonog)XyBaHHA peakuinHy cymill po3basnsanm BOAO i ekcTparyBanm
eTvnauetaToM. OpraHiyHy a3y npommBany BOAOH, CYLUMIW Hag cynbdaToM MarHito i KOHUeHTpyBanu. 3anmLiok
ounwanu xpomatorpadieto Ha cunikareni. OgepXaHuin NPOAyKT (2-LMKIONeHTUIOKCK-5-HITponipuanH) nigaasanm
rigpyBaHHIo 3rigHo 3i cnocobom B. OgepxyBamm NpoayKT 3 MonekynsipHoto macoto 178,24 (C10H14N20); MC (ESI):
179 (M+H+).

Mpuknag 52

1-(6-Lmkno neHTunokcunipmguH-3-in)-3-[4-(3-meTunamiHo niponigmH-1-in)deHin]-ce4osmHa

IO e
NN
N-(1-{4-[3-(6-umknoneHTUROKCUNipUAnH-3-in)ypeigojdeHin}niponignt-3-in)-N-vwetmnauetamig 0bpobnsanu
pO34YMHOM TigpoKcuay HaTpito 3rigHo 3i cnocobom D, OpepxyBanmv MPOAYKT 3 MornekynspHow Macow 395,51

(C22H29N502); MC (ESI): 395 (M+H+).
Mpuknag 53



{4-[3-(AueTunmeTnnamiHo)niponiamH-1-injdeHintamig 4'-dpTopbideHin-4-kapboHOBOI KMCNOTU

o ® N /@,NO\N\)\\

N-[1-(4-AmiHodeHin)niponignn-3-in]-N-meTunaueTamia niggasanu B3aemogii 3 4'-bTopbideHin-4-kap6oHoBOIO
KMCnoTolo 3rigHo 3i cnocobom E. OgepxyBanm npoAdykT 3 MonekynspHoto macoto 431,51 (C26H26FN302); MC (ESI):
432 (M+H+).

Mpuknag 54

{4-[3-(AueTunmeTunamiHo)niponignn-1-injdeHintamig 4'-tpndpTopmeTMnGideHin-4-kapboHOBOI KMCNOTH

N-[1-(4-AmiHodeHin)niponignn-3-in}-N-meTunaueTtamia niggasanm B3aemogii 3  4'-TpudTopmeTundideHin-4-
kapboHOBOIO KuCroTO 3rigHO 3i crnocobom E. OpepxyBanum npoaykT 3 MornekynspHowo macow 481,52
(C27H26F3N302); MC (ESI): 482 (M+H+).

Mpuknagn 55-103

1-(4-cpeHokcndpeHin)-3-[4-(3-meTunamiHoniponiguH-1-in)deHinjceyoBnHy  miggaBanu  B3aemodii 3 pisHUMK
KapboOHOBUMM KUCTIOTamu 3rigHo 3i cnocobom E. OgepxaHi npoaykt npeacTaBneHi B Tabnuui 2.

Mpuknagn 104-144

1-(4-umknoneHTUnokeudeHin)-3-[4-(3-metTunamiHoniponigut-1-in)deHinjceyosnHy  niggasanmyM  B3aemogii 3
Pi3HMMY KapBOHOBMMM KMCTIOTamu 3rigHo 3i cnocobom E. OgepkaHi npoaykt npegcTasneHi B Tabnuui 3.

Mpuknagn 145-185

N-[1-(4-AmiHodeHin)niponigun-3-in}-N-meTunaueTamia  nigaasanyM  B3aeMOAii 3 pisHMMM  KapBoHOBUMM
KMcrnoTamu 3rigHo 3i cnocobom E. OgepxkaHi npoayktu npeacTtasneHi B Tabnuui 4.

Mpuknagn 186-234

N-[1-(4-AmiHodeHin)niponigun-3-in}-N-meTunaueTamia  nigaasanyM  B3aeMOAii 3 pisHMMM  KapboHOBUMM
KMcrnoTamu 3rigHo 3i cnocobom A. OaepkaHi NpoaykTn npeacTaBneHi B Tabnumui 5.

Tabnwms 2

IIp. Monexynspra | Monekysp.
Crpyxrypa Hassa crionyku M+H+
Ne dopmyma Maca

55 O N'];’N meTun (1-{4-[3-(4-dbenokcudenin)- C28H30N403 | 470,58 471
o O O @N 0?_< ypcmo]cheam)mponmun?-m)amzx

HH’KHOHPOH&HKH})ﬁOHOBO] KHCIIOTH

56 @ 3,N-mumeTin-N-(1-{4-[3-(4- C29H34N403 | 486,62 487
J:j Q 9__>_ denokcudenin)ypeino]denin } nipomiaun-

3-im)6yTupamin

57 @ 2,N-pumernn-N-(1-{4-[3-(4- C29H34N403 486,62 487
‘0 QD—N (enoxcudenin)ypeino]dpenin} miponinua-

3-in)6yTHpamiz

58 O 0 Q N-Me'mn-N-(1-{4-[3&(4-cpeuexcn(benin)- C31H30N403 506,61 507

'D— ypeino]perin} mipomiaua-3-im)6en3ami
N

59 O 0 YNU (E)-N-metmn-N-(1-{4-[3-(4- C33H32N403 | 532,65 533
tderoxcudenin)ypeino]denin} mponiaus-

3-in)-3-¢peninakpunamin




60 No R 2-muknoneHTua-N-metan-N-(1-{4-[3-(4- | C31H36N403 512,66 513
Q 0 v & (8) tenoxcudenin)ypeino]perin}-
0 O
'D—N\ mipoiauH-3-ir)aneTamin
61 - metun (1-{4-[3-(4-dpenoxcudenin)- C31H36N403 | 512,66 513
r - Y é
@0 0 0 QN (o] ""O ’ ypeino)denin}niponiaun-3-inm)amin
O—N\ IMKIIOreKCaHKapGOHOBOT KHCIOTH
]
62 NN N-merun-2-metuncynbdanin-N-(1-{4-[3- | C27TH30N403S | 490,63 491
1
O ,@ x Q S- (4-pesokcudenin)ypeino]-
O o] N »—
Q—N‘ '| deninmiponinun-3-in)aueramin
63 NN "N-meToken-N-metun-N«(1-{4-[3-(4- C27TH30N404 | 474,56 475
O _@’ r 0, O | denoxcudpenin)ypeine]denimiponimmn-
le] o N St
O—N\ 3-im)ameramig
64 Metun(1-{4-[3-(4-benoxcudenin)ypeino] | C28H29N404S | 531,64 532
NN €HiJI } ipoTi IMH-3-1)amix 2-
SN G 0 o WL T ol :
Q D_ N’&' OKCOTia30iAuH-4-XxapOOHOBOI KMCHOTH
N o}
65 O ONEN, : o 4-¢prop-N-metun-N-(1-{4-[3-(4- C31H29FN403 | 524,60 525
Q hD_Ns C} F denoxcudenin)ypeino]derin} niponi xun-
N 3-im)Gensamin
66 N i sl enoncaibeniiy C30H29N503 | 507,60 508
Q ‘@’ ;':,r Q 0’_&} ypeino]benin} mipomiauu-3-in)amin
o N
Q—N\ nipHIHH-2-KapGOHOBOT KHCIOTH
67 NN 2-aneraastiso-Nowteran-N-(1-{4-[3-(4 | C2BH3IN4O4 | 50159 502
OO 0 g Q (8] ""‘K deroxcudenin)ypeino)denin} nipominun-
’D—N\ 3-im)aueramin
Q QNTNO o ypeino]derin}mipomi gun-3-in)amia
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metni(1-{4-[3-(4-perokcudenin)-
ypeinoldenin}niponmigus-3-ir)amin 3,5-
JTUMETHNI30KCa30-4-KapboHOBOT

KHACIIOTH




70

71

QO oo
WG CL,D_t—'

2-eroxcu-N-metun-N-(1-{4-[3-(4-
(denokcudenin)ypeino]henin} mipomigun-
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METHAIUKIONPONAaHKapOOHOBOI KHCIIOTH

C29H32N403

484,60

485
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met(1-{4-[3-(4-beHoxcudeHin)-
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HAKIO0YTaHKApGOHOBOT KHUCIOTH
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484,60
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nipa3snH-2-KapGOHOBOT KHCIOTH

C29H28N603

508,58
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Metn(1-{4-[3-(4-berokcudenin)-
ypeino]denin } mipominun-3-in)amin 5-

oxconiponinMH-Z-lcapﬁoHono'i KHCIOTH

C29H31N404

513,60
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metun(1-{4-[3-(4-besHokcudenin)-
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KapOOHOBOI KMCIIOTH

C32H36N403

524,67
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A
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C27H26N603S

514,61
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497,56
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2 N-mumerwn-N-(1-{4-[3-(4-
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4.4,4-tpucTop-N-meTun-N-(1-{4-[3-(4-
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515,62
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525,61
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C31H35N404

541,66
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KHCIOTH
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ypeino]dbenin }miponiaua-3-in)amin 5-

METH/ITEKCaHOBOI KHCIIOTH
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514,67
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514,63

515
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C31H37N503
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Tabnuus 3

IIp.

No.

Crpyxrypa

Hassa cnonyxu

MonexynspHa

dopmyna

MonekynspHa

Mmaca

M+H+

104

105

XIpanbHHA  yam, iy

3Gk

\01

A

Gensun-(S)-5-[(1-{4-[3-(4-
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C32H39N503
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111
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KapOOHOBOI KUCIOTH
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(1-{4-[3~(4-nEKIOMEeHTHNOKCHDEHIT)-
ypeino]penin } mipomi qun-3-i1)-
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KapBGOHOBOT KHCTOTH
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6en3ni-(2S,4R)-4-tper-6yTokeu-2-[(1-
{4-[3-(4-umrnoneHTHROKCHbEHIN)-
ypeino]denin}miponiqus-3-i1)-
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Genzmn-3-[(1-(4-[3-(4-
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ypeino]denin}nipominue-3-im)MeTHnamin
1-(bypan-2-kapOoHin)minepuaaH-3-

KapOOHOBOI KHCIOTH
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(E)-N-(1-{4-[3-(4-umxioneHTHiIoOKCH-
denin)ypeino] pewin} mipomigun-3-in)-N-
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C31H35N503

525,66
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(E)-N-(1-{4-[3-(4-uMxI0NeHTIIOKCH-
tenin)ypeino]denin } mipomigua-3-im)-N-
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525,66
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N-(1-{4-[3-(4-nuKI0mEeHTHIOKCHDEHIN)-
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ypeino]denin}nipominua-3-
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KapOOHOBOT KHCIIOTH
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533,68
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ipotiiuH-2-kapGOHOBOT KUCIOTH
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KapOOHOBOI KHCIIOTH
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N-—@— Nj KapOOHOBOI KHCIOTH
<~
Q
151 {4-[3-(aueTunmeTnnaMino)miponignn-1- | C28H31N303 457,58 458
01/ in]denin}amin 4'-eToxcubibenin-4-
~
KapOOHOBOT KMCIIOTH
"o -
o]
152 == = o "ﬂ/ -{4-[3-(anernnmermnamino)mipomians-1- | C26H25C12N30| 482,41 482 —
Ci . . N ig]enintamiy  3',4'-muxnopbidenin-4-|2 -
C‘MN_@_ N:r KapBOHOBOT KUCIIOTH
0
153 s ¥ {4-[3-(auermnmerunamino)mipomiaus-1- | C28H3IN302 441,58 442
N., | inldenin}tauia 2-erwibidenin-4-
N“O"N I KapGOHOBOT KUCIOTH
O
154 O ¥ N-{4-[3-(anernnmernaamino)nipomiaus- | C26H27N304S | 477,59 478
- Na 1-in]denin}-4-
S—O_.‘NO-N I Gensoncynndoninbenzamiz
o o
155 fe) g{ N-{4-[3-(aueTHnMeTHIaMiHO)Iiponians- | C25H31N303 421,54 422
N 1-in]denin} -4-IUKIONEHTHIOKCH-
CLO_Q__‘N_Q-N/\:[ Genszamin
0]




156 - = O#r N-{4-[3-(aneTunmermnamino)mipomgns- | C26H25CIN4O5 | 508,97 509
O . N.. | l-in]denin}-4-(4-xnopheroxcu)-3-
o WONS’ HiTpo6eH3aMin
o
Cl
157 E o N-{4-[3-(aneTnnMerunamino)miponizuu- | C26H26FN303 | 447,51 448
ﬁ/ 1-in]benin }-4-(4-
NJ
N-O—Nj (propdpeHoxcH)oeH3aMiz
O
C C
158 cl o N-{4-[3-(aetnnmerriaamino)mipomigna- | C26H26CIN303 | 463,97 464
?\1/ 1-in]berin}-4-(4-
~
G N—@-N I xnopheHoKcH)OeH3aMiT
0
@)
159 o ﬁ/ N-{4-[3-(anerrnmermnamino)miponigus- | C26H33N302 | 419,57 420
N 1-in]denin }-4-mpknorexcHIOeH3aMin
~
OO0
O
-160 o {4-[3-(aueTnnmerrnamino)nipoxiaun-1- | C2SH31N404 | 465,56 — 466
N ?q/\‘ in]penin}amin 1-(4-niTpodenin)- __
c}{.@_'O_‘N-O- N:r inepuauH-4-KapOOHOBOI KHCIOTH
o
161 0 Y N-{4-[3-(ateTunmeTinamino)miponigus- | C26H27N303 429,52 430
1-in]denin}-3-peHoxcuGenzamin
o N
@4‘“@‘”3
0
162 0 ¥ N-{4-[3-(aueTrumeTunamino)miponiguy- | C23H29N303 395,51 396
1-in]penin}-4-nponoxcubensamin
? N ]denin}-4-np
S,
a N N T
o
163 N-{4-[3-(aueTunmerunamino)niponigus- | C26H31N303 433,56 434

1-in]denin }-4-(nnKIorexc-2-eHiToKCH)-

Genzamin




164 - = Oﬁ/ N-{4-[3-(auerrnmernnamizo)mipomigua- | C25H33N303 423,56 424
—<__\ N | 1-in]penin}-4-(3-meTunGyToKcH)-
_< %N'@'N:j Gerawi
o CH3aMix
0
165 0¥ N-{4-[3-(aneTunMerunamino)miponiame- | C24H31N303 409,53 410
1-im]penin}-4-iso6yrokcubensami
N YT
P o 3T
0
o]
166 OQ‘/ {4-[3-(aneTunmeTnnamino)mponinua-1- | C24H24CIN303 | 437,93 438
N. | in]Jdenin}amin 5-(4-xnopdenin)bypan-2-
-
| N'@'N:j KapOOHOBOI KHCIIOTH
o 0
Cl
167 [} ﬁ/ {4-[3-(aneTrnmeTrnamino)miponigun-1- | C25H27N303S | 449,58 450
N in]denin}amin 5-(4-meroxcudenin)-
N—O—N l TiotheH-2-KapGOHOBOT KHCIIOTH
S O
-0
168 0¥ {4-[3-(ameTrimMeTnnamino)niponiaua-1- | C24H23CIN4O5 | 482,93 483
N« |ildeninjamin 5-(4-xnop-2-Hitpodemnin)-
- N@"ND’ ¢ypaH-2-kapGOHOBOI KHCIOTH
o £37%
Cl
169 OY {4-[3-(aneTrnMeTHnaMiHO)niponiuu-1- | C25H26N405 462,51 463
N i) deHin}amin 5-(4-meTHn-2-
-
- N_@“N:j HiTpodeHT)-QypaH-2-kapOOoHOBOL
0;'\? O 0 KHMCIIOTH
170 {4-[3-(auernnmernnamino)miponinun-1- | C24H24FN3028S| 437,54 438

in]denin}amin 5-(4-ropdeninriopen-2-

¥apGOHOBOT KUCTOTH




171 - 0¥ {4-[3-(aueTanMernnamino)miponigun-1- [C24H23C12N303| 472,38 472
N in]denin}amiz 5-(2,4-mmutopdenin)-
N—O—Nj ¢dypan-2-xapbOHOBOI KHCIOTH
Cl o 0O
Ct
172 E_F o Q‘/ {4-[3-(auernnmernnamizo)niponiguu-1- | C25SH25F3N402 | 502,56 503
in]denin}amin 4-metun-2-(4-(S
F N~
s -@-N | TpudropMeTIIdEHiN)Tia30N-5-
N-¢ O KapGOHOBOI KHCJIOTH
173 e} *l/ {4-[3-(aneTnnMeTHIaMinO)miponigue-1- | C24H25CIN4O2 | 469,01 469
N.. | in]denin}amin 2-(4-xnopdenin)-4-(S
N‘< N‘@‘N I METHITTIa3011-5-KapGOHOBOT KHCNOTH
S O
Ct
174 OY {4-[3-(aneTnmeTnnamino)miponigun-1- | C29H30N403 | 482,59 483
Q’ N | it]benin}amin 5-Gemsumoxcu-1H-irmomn-
om(NO-Nj 2-xap6OHOBOI KHCIIOTH
N O
175 |= = 0:,/ N-{4-[3-(aueTumveTnnamino)niponiann- | C2TH29N303 | 443,55 -444
. -@-NJN\ 1-in]denin }-4-6enzunoxcubensamin
O
O
176 O‘ﬁ/ {4-[3-(auernnmernnamino)niponigun-1- | C26H25N303 427,51 428
N< |inldpenin}amin  5-beninetnuingypan-2-
N O_Nj KapOOHOBOT KHCIOTH
O o0
177 N-{4-[3-(aueTnnmeTHnamino)niponigua- | C27H29N302 427,55 428

1-in)denin}-2-6idenin-4-inaueramia




178 Oﬁ/ N-{4-[3-(anerriMernnamino)niponigun- | C25H33N303 423,56 424
N 1-in]denin}-2-(4-6yTokcudenin)-
N ‘@- Nj aneramiz
)
?
179 N-{4-[3-(auernnmernnamino)miponigusa- | C28H31N303 457,58 458
1-in]enin}-2-(4-6en3mnoxcndenin)-
aneTaMizn
y Qg
N«
O
0]
180 - o) §}/ N-{4-[3-(anernimernnamino)niponiman- | C27H29N303 443,55 444--
N\ 1-in]denin}-2-(4-
N-@—Nj deroxcubeHIT)ateTaMiz
O
O@
181 N-{4-[3-(aueTnameTnnamino)niponigus- | C29H33N304 487,60 488

1-in]denin }-2-(4-6enzmiokcu-3-

MeToKCH(EHIT)aneTaMiz




182-| F 2 N-{4-[3-(auermnmMeTrnamino)mipomimus- | C27H28FN302 | 445,54 446
O 1-in]denin}-2-(4'-GropGidenin-d-
O ﬁ/ im)ameramizx
a 8
avasl
O
183 O “i/ N-{4-[3-(anerunmerunamino)mipomimua- | C27H32N402 | 444,58 445
N | l-inldenin}-2-[4-(2,5-mamemnnnipon-1-
N"Q- Na’ im)deninlaneramin
o
N
{ 2
184 OQI/ N-{4-[3-(aneTmwimermiamino)miponigun- | C24H31N303 | 409,53 410
N-_| 1-in]denin}-2-(4-izonponindenoxcm)-
Do g e
O
185 O.,{ N-{4-[3-(aneTnamerniamino)miponigus- | C23H29N303 395,51 396
N< 1-in]denin }-2-(4-eTmnderokcH)areTamin
e _p-OT
—
O
- Tabmuus 5
Ip. M M :
B Ctpykrypa Hazea cnonyku OESppn e M+H+
Ne dopmyna maca
186 NN N-metun-N-(1-{4-[3-(6-benokcu- C25H27N503 445,53 446
. r = mipuuH-3-1n)ypeino ] denin } mipomigun-
Q" N\ 3-im)aneraMin
187 i N_.N N-[1-(4-{3-[4-(2-xnopdenoxcm)dpenin}- | C26H27CIN4O3 | 478,98 479
,U Y O o ypeino} gpenin)nipomigun-3-in]-N-
Q_N MeTHIIaleTaMi]
N
188 NN N-[1-(4-{3-[4-(3-xuopdeHokcu)benin}- | C26H27CIN4O3 | 478,98 479
0 O g CL 0?__ ypeino} dperim)mipomiaaa-3-in]-N-
a o E—N\ MeTHIIaleTaMi]
189 NYN o N-merun-N-[1-{4-[3-(4-o-Toninokcu- C27H30N403 458,57 459
C(OO Q O N ?-'* (penim)ypeino} penin)mipominun-3-
Q'N‘ imyaneramin
190 N-metun-N-[1-{4-[3-(4-N-roninokcu- C27H30N403 458,57 459

denim)ypeino} denin)niponinnn-3-

im)ameramig




191

192

N-[1-{4-{3-[4-(2-propderoxcr)erin)-
ypeino} deninm)miponinun-3-in)-N-

MeTHIALIeTaMi]T

C26H27FN403

462,53

463

N-{1-{4-[3-6GidpeHin-4-inmypeino} denin]-

mipomianug-3-in}-N-meTunaneramin

C26H28N402

428,54

429

193

N-[1-(4-{3-[4-(2-meToKCHEeHOKCH)-
q;cﬂin]ype’i;xo}(penin)niponi.unn-ii -in]-N-

MeTHITALETAMI

C27H30N404

474,56

475

194

N-(1-{4-[3-(4-iz06yToKcubenin)ypeino}-
enim)miponigun-3-in]-N-

MeTHIaneTami

C24H32N403

424,55

425

195

N-(1-{4-[3-(4-unxronenTHnokcudeHin)-
ypeino} penin)miponiaun-3-in]-N-

MeTHIIaneTaMiz

C25H32N403

436,56

437

196

N-[1-(4-{3-[4-(4-dropdenoxen)derin]-
ypeino} berim)nipomigun-3-in]-N-

MeTH/IaneTami

C26H27FN403

462,53

463

197

N-[1-(4-{3-[4-(3-meTokcHpeHOKCH)-
¢deninlypeino}enim)niponizun-3-in}-N-

MeTHIaleTaMi

C27H30N404

474,56

475

198

199

{4-[3-(aneTHaMeTHIAMIHO)TipoiaHH-1-
injdeninamin  4-(3-anermnaminodenin)-

HinepuIrH- 1 -kap6GoHOBOI KHCIIOTH

C27H35N503

477,61

478

N-metmi-N-(1-{4-[3-(5-perinmipunua-2-
m)ype'i,uo] enin} nipomiaun-3-

m)auerami,n

C25H27N502

429,53

430

200-

N-(1-{4-[3-(2-auernnamino-4-
tenincynspanindenin)ypeino]penin }-

niponiauH-3-in)-N-MeTnnaneramin

C28H31NS03S

517,65

-| 518

201

N-(1-{4-[3-(4'-nianoGidenin-4-ir)-
ypeino]denin} miponiaus-3-in)-N-

MeTHIaIeTaMiz

C27H27N502

453,55

454

202

203

N-(1-{4-[3-(2-meToxcubideHin-4-in)-
ypeino]denin } niponimun-3-im)-N-

MeTHIAneTaMix

C27H30N403

458,57

459

{4-[3-(aneTrimMeTHIaMiHO)IipOiAHH-1-
in]dbenin}amin 4-(2-xsopdenin)-

ninepumuH-1-Kap6oHOBOT KHCIOTH

C25H31CIN402

455,00

455




N-(1-{4-[3-(4-Genzoncynsdonin-3-
xnopdenin)ypeino]denin} mipomimua-3-

im)-N-meTmnaneramin

C26H27CIN404
S

527,05

527

{4-[3-(aueTnnmeTnnaMino)miponigus-1-

in]denin}amin 4-(4-xnopdenin)-4-

rixpoxcuninepuaus-1-kap6oHoBOT

KHCJIOTH

C25H31CIN40O3

471,00

471

{4-[3-(aneTunmeTrnaMiHO)ip oI AKH-1-

in]deninamin 4-eninninepunmn-1-

KapOOHOBOI KHCIOTH

C25H32N402

420,56

421

{4-[3-(aueTrnmMermnamino)mipomixma-1-

in]eHin tamin 4-m1iaHo-4-

teHiMinepuanH- 1 -kap6GOHOBOT KHCIOTH

C26H31N502

445,57

446

{4-[3-(aneTmmeriamino)niponigus- 1-

ir]denin}amix 4-aueTmn-4-

teninninepuans- 1 -kap6oHOBOT KHCTOTH

C27H34N403

462,60

463

{4-[3-(atueTunMeTHIaMiHO))HiponiauH-1-

in]denin}amin 4~(2-meToKcHGEHIN)-

ninepuauH-1-kap6OHOBOT KHCITOTH

C26H34N403

450,59

451

{4-[3-(aneTrmMeTHNAMIHO )OI THH-1~

in]denin}amin 4-(4-¢ropdenin)

TinepuanH-1-KapGoHOROT KUCIIOTH

C25H31FN402

43855

439

{4-[3-(aneTrMernnamino)nipomixuH-1-

in]denin}amin 4-(3-dTopdenin)

ninepHIHH- 1-Kap6oHoBOi KHCIOTH

C25H31FN402

438,55

439

{4-[3-(anernnMernnamino)mipominus-1-

i) denin}amin 4-(2-dpropdenin)

ninepuuH-1-kapGoHOBOI KHCAOTH

C25H31FN402

438,55

439




in]bewin }amin 4-(3-meroxcudenin)

TinepHIHH-1-Kkap6OHOBOI KUCIIOTH

213~ . {4-[3-(aueTmmernnamino)miponigua-1- | C26H34N402 | 434,59 435
. \O\C in]denintamin  4-m-Tominmmineprmuu-1-
NN KapGOHOBOT KHCIOTH
L O
-~
LY
214 FF {4-[3-(anerunmernnamino)niponigun-1- | C26H31F3N402 | 488,56 489
F in]dperin}amin 4-(4-
TpudTOpMETIIDEHLT) minepuauH-1-
NENO\ o}h KapGOHOBOT KUCIIOTH
o
Y
215 FF F {4-[3-(auetmnmermnamino)nipominua-1- | C26H31F3N402 | 488,56 489
in]denin}amin 4-(3-
TpudTOpMeTIIhEHIT) TinepHanH-1-
KapGOHOBOI KMCIOTH
NN
T
NN
LS
-| 216 F— = {4-[3{aneniMeTunamino)miponinun-1- | C26H31F3N402 | 488,56~ 489
'__F in}genin}amin 4-(2-TprdTopMeTHI-
enin)ninepuaun-1-xap6onosoi kucIOTH
N, N o
B O =
Oy
Y
217 i {4-[3-(anermnmernaamino)miponigaa-1- | C26H34N403 450,59 451
o inlenin}amin  4-(4-meTokcuderin)-
ninepuauH-1-kap6OHOBOI KHCIOTH
NN
i -,
A
A3
218 o {4-[3-(aueTnnmeTnnamino)mpoxigan-1- | C26H34N403 450,59 451




219 = {4-[3-(aneTunmernnamino)miponiguu-1- | C29H34N402 | 470,62 471 —
in]derin}amin 4-padranin-2- B
inninepuue-1-kapGoHOBOI KUCTIOTH

N N
T
(g
~

220 Genso[c]-1-oxca-8-asacmipo[4,5]nexan-8- | C26H32N403 448,57 449
kap{4-[3-(aneTHIMeTHIAMiHO )i PO IHH-
1-in]denin}amin

o
N. N o
L GRS
NN
\
221 N__N o N-(1-{4-[3-(9-eTrn-9H-xapbazon-3- C28H3IN502 | 469,59 470
g O }-— im)ypeino]benin }miponiaun-3-in)-N-
s N N N METHIaCTaMis
»
222 N-(1-(4-{3-[4-(4-xnopbenoken)denin]- | C26H27CIN4O3 | 478,98 479
g ON ypeino}denim)niponinun-3-in)-N-
O- N METHIALIETAMIT
Ci
223 N__N o N-(1-{4-[3-(4-6ensundenin)ypeino]- C27H30N402 | 442,57 443
.4 @\ ?_. $enin}niponimun-3-in)-N-
0 N
N‘ MeTHIIALeTaML]
224 N-metrn-N-(1-{4-[3-(4-nipamun-4- C28H30F3N404 | 443,55 444
O LnMemn@euin)ype‘l‘,uo]d)eﬂin}niponi,umi—
tD‘N 3-im)aneramin
225 N-[1-(4-{3-[6-(2-dTopdenokcn)mipunun-| C25H26FN503 | 463,52 464

a FO T

3-'L11]ype‘1‘no} eninmiponiaun-3-ix)-N-

MeTHIIaleTaMmin




226-

SWE R4 b

N-metun-N-(1-{4-[3-(4- =
tenincynsdanindenin)ypeinoldenin}-

nipoTius-3-in)aneTamiz

C26H28N4028

460,60

461

227

N-merun-N-[1-(4-{3-[4-(3-
TpudTopMeTHIheHOKCH)beHin]ypeino}-

tenin)miponigus-3-i1janeramis

C27H27F3N403

512,54

513

228

N-metun-N-[1-(4-{3-[6-(nipuauH-2-
incyneganinm)mipunua-3-in]ypeino}-

$enin)nmiponiann-3-in]aneramin

C26H27F3N604
S

462,58

463

229

N-(1-{4-[3-(4-6yToxcudenin)ypeino]-
(beﬂin}niponi)mH-Ii-in)-N-

METHIALIETAMI]

C24H32N403

424,55

425

-1 230

{4-[3-(aueTHnMeTmIIAMIHO) PO AMH-1-
in]denin}amin  4-Gemsmnninepuamn-1-

KapGOHOBOI KUCIOTH

C26H34N402

434,59-

435

231

232

RR!

{4-[3-(aneTrnMeTHIaMiHO)TipONiqHH-1-
injpenin}amin  Genso-8-asacmipo[4,5]-

[ekaH-8-kapOoHOBOI KHCIOTH

C27H34N402

446,60

447

o

{4-[3-(anernnMeTHnaMiHO)ipomi guH-1-
in]denin}amin 4-6enzodypan-3-

inninepuuH- 1-kap6oHOBOT KHCIOTH

C27H32N403

460,58

461

233

OQ g
50
fD-N

{4-[3-(aneTrnmernnamino)mipomixus-1-
in]denin}amin 4-n-TONINOKCHITINEPHIHH-

1-kap6oHOBOT KHCIOTH

C26H34N403

450,59

451

234

o

OQ "
50
D—N

{4-[3-(aueTHIMeTHIAMIHO ) TipOTiguH-1 -
in]denin jamin 4-(2-xnopdheroxcu)-

ninepuauH- 1 -kapOOHOBOT KHCIOTH

C25H31CIN40O3

471,00

471

Mpuvknag 235
N-(1-{4-[3-(4-UuknoneHTunokcudeHin)ypeigo]deHin}niponignH-3-in)-N-meTun-2-ninepuamH-1-in-auetamig




Y !
0 T

1-(4-UuknoneHtunokcudeHrin)-3-[4-(3-meTunamiHo niponiguH-1-in)deHin]-ce4oBrHy  niggasamm  B3aemogii 3
ninepuanH-1-inouToBOI KMCMOTO 3rigHO 3i crnocobom E. OgepxyBamm MPOAYKT 3 MOIeKynsipHoto macot 519,69
(C30H41N503); MC (ESI): 520 (M+H+).

Mpuknag 236

{(R)-1-[5-(4-LUnknorekcnnbeHsoinamiHo)nipnamH-2-inniponignH-3-inmetunamis 1-meTunninepuamH-3-
KapbOHOBOI KMCMOTU
. O

|

(R)-4-Uwnknorekcun-N-[6-(3-meTunamiHoniponiguh-1-in)nipuaunn-3-injdéexsavia  niggasarm  B3aemogii 3 1-
mMeTunninepuanH-3-kapboHOBOIO KMCMOTOM 3rigHO 3i cnocobom E. OpepxyBamm npoaykT 3 MOMEKYSSPHOK Macoto
503,69 (C30H41N502); MC (ESI): 504 (M+H+).

Mpuknag 237

N-{4-[3-(AueTunmeTunamiHo)niponigmH-1-injdeHrin}-2-(4-6yTokcmdeHin)-nponioHamig

LY Oy

Croci6 H

Kap6oHar uesito (36mr) i H-6yTunbpomia (15mr) gogasanm go posunHy N-{4-[3-(aueTunmeTunamiHo)niponigmH-1-
inldenin}-2-(4-rippokcuderin)nponioHamiagy (27mvr) 8 AM®A (1mn). MMicnst 2 roamH npoTikaHHA peakuii npu KiMHaTHIN
Temnepartypi 4O Cymiwi JodaBanu BoAy i Cymill ekcTparyBamm etunauetatoMm. OpraHivyHy ¢asy cywumm , Hag
cynbaTtom HaTpito, KOHLEHTPYBanM i 3anuLLOK KpucTanisyBanu 3 cymilli gietmnosuii edip/metaHon. Ogepxysanm
NpoAyKT 3 MonekynspHoto macoto 437,59 (C26H35N303); MC (ESI): 438 (M+H+).

N-{4-[3-(AueTunmeTunamiHo)niponigmH-1-injdeHin}-2-(4-rigpokcudeHin)-nponioHamig

N-[1-(4-AmiHodeHin)niponignn-3-in]-N-meTunueTtamia nipgasanv B3aemogii 3 2-(4-rigpokcudeHin)nponioHoBo
KMCNOTOO 3rigHO 3i crnocobom |. OgepxyBanm MPOAYKT 3 MonekynsipHoto Macoto 381,48 (C22H27N303); MC (ESI):
382 (M+H+).

Mpuknag 238

N-{4-[3-(AueTunmeTunamiHo)niponigmH-1-injdeHin}-2-(4-i3obyTokcudeHin)-aueTamis

AT O&%

N-{4-[3-(AueTunmeTunamiHo)niponiamH-1-injdeHin}-2-(4-rigpokcudpeHin)auetamia  niggasanm  B3aemogii - 3
i3006yTMnbpomigom 3rigHo 3i cnocobom H. OgepxyBanv nNpogaykT 3 MornekynspHot macot 423,56 (C25H33N303);
MC (ESI): 424 (M+H+).

N-{4-[3-(AueTunmeTunamiHo)niponigmH-1-injdeHin}-2-(4-rigpokcudeHin)-i auetamig

Cnoci6 |

4-Tgpokcudeninoytoy  kucroty  (305mr),  1-rigpokcubensotpmuason  (300mr) i rigpoxmopug  1-(3-
AvmeTunamiHonponin)-3-etunkapbogiimigy (480mr) B AM®PA (5mn) nepemiwysanu 3 N-[1-(4-amiHodeHin)niponignH-
3-in}-N-meTunaueTamigom (470mr) npy KiMHaTHIN TemnepaTypi npoTtarom 3 roguH. MoTim 4o cymiwi fogasamm Boay i
eKkcTparyBanu etunauetatom. OpraHiyHy a3y npomvBanM HacUYeHUM PO3YMHOM XJIOPWAY HaTpilo, CyLUMnu Hag
CcynbaTom HaTpito, KOHUEHTpYBanu i kpucTanidysanu 3 gietunosoro edipy. OaepyBanv npoaykT 3 MOJIEKYISIPHO
macoto 367,45 (C21H25N303); MC (ESI): 368 (M+H+).

Mpuknag 239

(R)-N-{4-[3-(ALI,eTVIJ'IMNeTVIJ'IaMiHO)I‘IipOJ‘Ii,D,MH-'] -in)deHin}-2-(4-0yTokcudeHin)-aLeTamia

(R)-N-[1-(4-AmiHodeHin)niponiguH-3-in]-N-meTunauetamig niggasarm B3aemogii 3 4-6yTokcudeHInoLToBo
KMCnoToto 3rigHo 3i cnocobom E. OpepxxyBamm MpoayKT 3 MonekynspHoto macoto 423,56 (C25H33N303); MC (ESI):
424 (M+H+).

Mpuknag 240

N-{4-[3-(AueTunmeTunamiHo)niponigmH-1-injdeHin}-2-(4-uuknonponinve Tokcu-eHin)nponioHamig,
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N-{4-[3-(AueTunmeTunamiHo)niponiamH-1-injdeHrin}-2-(4-rigpokcudeHin)-nponioHamia  nignaesanu B3aemofji 3
6pomMmMeTUnUMKIIoNponaHom 3rigHo 3i cnocobom H. OpgepxyBanm npoaykT 3 MoOnekynspHotlo macoto 435,57
(C26H33N303); MC (ESI): 436 (M+H+).

Mpuknag 241

N-{4-[3-(AueTunmeTvnamiHo)niponigmH-1-injdeHin}-2-(4-uuknobyTnnve Tokcu-deHpi)nponioHamig
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N-{4-[3-(AueTunmeTunamiHo)niponiamH-1-injdeHrin}-2-(4-rigpokcudeHin)-nponioHamia  nigaaesanu B3aemofji 3
6pommeTUnUMKnobyTaHomM 3rigHo 3i cnocobom H. OpgepxyBarm npodykT 3 MoIeKynspHow Macoto 449,60
(C27H35N303); MC (ESI): 450 (M+H+).

Mpuknag 242

{4-[3- (AueTmnmeTmnaMiHo)niponi,qMH 1-injdeHin}amig 1-(4-meTokcudeHin)-uuknonponaHkapboHOBOI KUCIOTH
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N-[1-(4-AmiHodeHin)niponignn-3-in}-N-meTunaueTtamia  niggasanu  B3aemogii 3 1-(4-meTokcudeHin)-1-
LMKIonponaHkapboHOBOO KMUCIOTO 3rigHO 3i cnocobom E. OgepyBanv npoAdykT 3 MonekynspHow macoto 407,52
(C24H29N303); MC (ESI): 408 (M+H+).

Mpuknag 243

{4-[3-(AueTunmeTnnamiHo)niponignt-1-injdeHintamig 1-(4-6yTokcudeHin)-LUmkno nponaHkapboHOBOI KUCOTU

LOY Oy 3

{4-[3-(AueTvnmeTnnamiHo)niponignn-1-injdeHintamia  1-(4-rigpokcundeHin)-uuknonponaHkapboHOBOI  KACHOTH
niggasanu B3aemogii 3 H-0yTunbpomigom 3rigHo 3i cnocobom H. OgepyBanu mpoOAyKT 3 MOIEKYNSPHOK Macoto
449,60 (C27H35N303); MC (ESI): 450 (M+H+).

{4-[3-(AueTunmeTnnamiHo)niponignt-1-injdeHintamig 1-(4-rigpokcudeHin)-umknonponaHkapboHOBOI KUCOTU

Tpwbpomig-aumeTuncynedig 6opy (460mr) pogaBanu Ao po3unHy {4-[3-(aueTunmeTvnamiHo)niponignH-1-
injdeHin} amigy 1-(4-meTokcudeHin)umkronponaH-kap6oHoBoi kucnot (540mr) B guxrnopmeTaHi (5,5mm) npu 0°C.
Micns 12 rogvH npoTikaHHA peakuii npy KIMHaTHI TemnepaTypi 40 CyMmili AogaBanu Body, hasun po3ainanv i BogHy
a3y ekctparyBanu guxrnopmeTtaHoM. O6'egHaHi opraHiyHi pasu cymnm Hag cynbdatoM HaTpito, KOHLEHTpyBamnm i
ounwann xpomatorpadieto (cunikarenb, Tonyon/etaHon/emnauetar 8:1:1 3 popasaHHaM 0,1% TpuetTunamiHy).
OpepxxyBamm NnpodyKT 3 MmorekynspHoto Macoto 393,49 (C23H27N303); MC (ESI): 394 (M+H+).

Mpuknag 244

{4-[3-(AueTvnmeTnnamiHo)niponigmt-1-injdeHin}-N-meTunamisg (R)-4-(4-dpTopdeHin)ninepnanH-1-kapboHOBOT
KMCInoTH
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{4-[3-(AueTvnmeTunamiHo)niponignn-1-injdeHin} amig (R)-4-(4-dTopdeHin)-ninepmngnH-1-kapboHOBOI  KMCHOTH
(22mr) popasanm go cycneHsii rigpugy Hatpito (95% B onii; 0,005r) B AM®A (1mn). TMicns npuMnMHEHHS BUGINEHHS
rasy gopasanmu unogmetaH (0,02mn). Yepe3s gOBi roguHn peakuiHy cymiw obepexHo rigponidyBanm BOAOHO i
eKkcTparyBanu guxrnopmeTtaHoM. OpraHiuHy ¢asy cywmnu Hag cynbatom MarHilo, KOHUEHTpyBarm i 3anmLuoK
KpucTanisyBamm 3 neHTaHy. OgepxyBamm npoaykT 3 MonekynspHoto macoto 452,58 (C26H33FN402); MC (ESI): 453
(M+H+).

Mpuknag 245

{4-[3-(AueTunmeTnnamiHo)niponiamH-1-injdeHintamig 5-2-[(2-dTopdeHin)-eTuHiN]dypaH-2-kapboHOBOI KUCIOTU
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o cycnensii guxnopuay Gic(Tpu-TpeT-6yTundocdin)nanagito (3,8wmr) i noauay migi(l) (0,9vr) 8 M®PA (0,5mn) B
iHepTHUX yMOBax croyaTky AoAasanu giisonponinamid (14,9mr) i noTim po3uunH {4-[3-(aueTnmeTnnamiHo)niponignH-
1-injcpenin}amigy 5-6pomdypan-2-kapboHoBoi kucnotv (50,0mr) i 1-eTuHin-2-cbtopbeHsony (17,7mr) B AiokcaHi
(0,5mn) i OM®A (0,2mn). Micnst 12 roamH ' MpoTikaHHs peakuii Mpy KIMHATHIA TemnepaTypi Cymil po36arnsmm
eTunauertaToMm, dinbTpyBanu yepes cunikarenb i inbTpaT KOHUEHTpyBanu i ouvwanu npenapaTtvsHoio BEPX.
OpepxyBamm MPOAYKT 3 MornekynsipHol macoto 445,18 (C26H24FN303); MC (ESI): 446 (M+H+) y Burnagi
rigpoTpudTopaueTary.

{4-[3-(AueTvnmeTnnamiHo)niponignt-1-injdeHintamig 5-6pomdypaH-2-kapboHOBOI KUCHOTH

N-[1-(4-AmiHodeHin)niponignn-3-in}-N-meTunauyeTtamia niggasanm B3aemogii 3 5-6pom-2-dypaHkapb6oHOBOIO
KMCNOTOM 3rigHO 3i cnocobom E. OgepxyBamm npodykT 3 MornekynspHot macow 406,28 (C18H20BrN303); MC
(ESI): 407 (M+H+).

Mpuknag 246

{4-[3-(AueTvnmeTnnamiHo)niponiamH-1-injdeHintamig 5-2-[(4-dTopdeHin)-eTuHiN]dypaH-2-kapboHOBOI KUCIOTU
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{4-[3-(AueTunmeTunamiHo)niponigun-1-injdeHinjamia ~ 5-6pomdypaH-2-kapboHOBOI  KMCHOTM  niggasanu
B3aemogii 3 1-eTuHin-4-ptopbeHsonom 3rigHo 3i crnocobom J. OgepxyBany NPOAYKT 3 MOMeEKynspHo macoto 445,18
(C26H24FN303); MC (ESI): 446 (M+H+) y Burnsai rigpotpudtopaueTary.

Mpuknag 247

{4-[3-(AueTvnmeTnnamiHo)niponignt-1-injdeHintamig 5-2-[(2-xnopdeHin)-e TMHin]dypaH-2-kapboHOBOI KUCHOTH
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{4-[3-(AueTvnmeTunamiHo)niponigun-1-injdeHinjamia ~ 5-6pomdypaH-2-kapboHOBOI  KMCHOTM  niggasanu
B3aemogii 3 1-eTuHIN-2-xnopbeH3onom 3rigHo 3i cnocobom J. OgepKyBanu NpoaykT 3 MOneKynspHoto macot 461,15
(C26H24CIN303); , MC(ESI): 462 (M+H+) y Burnagi rigpotpudtopaueTary.
Mpuknag 248
(R)-4-byTtokcu-N-(3-bTop-4-{3-[(2-rigpokcu-2-meTvnnponin)MeTunamiHo]-niponiguH-1-in} deHin)beHsamig
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Po3zunH (R)-4-6yTokcn-N-[3-dpTop-4-(3-MeTunamiHo niponigmH-1-in)deHin]-6eHsamigy (0,03r) i izobyTuneHokcmay
B eTaHoni (5mn) HarpiBamu npu KWMiHHI 3i 3BOPOTHWM XOMOAWUMBHUKOM npoTaroM 3 roduH. [loTim cymiw
KOHUEeHTpyBanu y Bakyymi. OgepyBanv npoAaykT 3 MornekynspHoto macoto 457,59 (C26H36FN303); MC (ESI): 458
(M+H+).

Mpuknag 249

(R)-4-byTtokcu-N-(3-cbTop-4-{3-[(3-rigpokcun-3-memnbytun)me tvnamiHol-niponigunn-1-injdeHin)-N-

MeTunbeHsamig
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PozunH  (R)-4-6ytokcu-N-[3-dTop-4-(3-MeTrnamiHoniponigut-1-in)deHrin]-6ensamigy  (0,03r), TpmueTunamiHy
(0,02r) i 4-bpom-2-meTunbyTaH-2-ony (0,03r) B AM®A (2mn) HarpiBarm npu 80°C npotarom 16 rogwH. llicns
OXONoAKYyBaHHA AofdasBamm etunauetat (100mn), cymiw npommsanu Bogow (2x50mMn) i opraHiyHy dasy cylumnm Hag
cynbdatom HaTtpito, iNnbTpyBanu i KOHUeHTpyBanu. 3anvwok ouvwanu npenapatveHolo BEPX. Opgepxysanm
NPOAyYKT 3 MoneKynspHoto macoto 471,62 (C27H38FN303); MC (ESI): 472 (M+H+).

4-Bpom-2-meTunbyTaH-2-on

Metunmartinépomig (3M B gieTunosomy edipi, 46mn) gogasany go po3unHy etun-3-6pomnponioHaty (10r) B
gdietmnosomy edipi (100mn) mpu KiMHaTHIA TemnepaTypi B atmocdepi aproHy. [MpoTaroM UbOro 4acy Cymill
nigTpymysBanu npu Temnepatypi Buwe 20°C i Hwkye 35°C. Yepes 2 roamHu CyMmill BUIMBAM B HacU4YeHUin PO34mH
xriopuay amoHito. [oTiMm cymill ekcTparyBanu gieTurnosmMmM edipoM, CyLLMnmM Hag cyrnbdaTtoM HaTtpito, dinbTpyBanu i
KoHUeHTpyBanu. Ogepxysamm 6axaHnn NpoayKT.

F



Mpuknag 250
(R)-4-byTtokcu-N-[6-(3-anumkno nponinamiHo niponigmH-1-in)nipuamH-3-in]-6eH3amig,
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PozunmH  (R)-N-[6-(3-amiHoniponignH-1-inm)nipnann-3-in]-4-6ytokcnbernsamigy (0,065r) B  meTaHoni  (2mn)
3MilWyBanu 3 KpwxaHow ourtoBoto kucrnoToto (0,11mn) i [(1-eTokcuumknonponin)okeultpumeturicunadom (0,19r).
MoTtim gopasanu uiaHo6oprigpua Hatpito (0,051r) i cymiw HarpiBanM MpW KUMiHHI 3i 3BOPOTHMM XOJIOAUIIbHUKOM
npotdarom 16 roguH. Cymiw noTiM inbTpyBamu, KOHUEHTpyBanu, MOMMMHaNM AUMXIOPMETaHOM, MpoMMBam
rigpokcngom Hatpito (2H; 20mMn) i posdmHOM xropugy Hatpito (20mn), cywunm Hag cynbdartom MarHito i
KOHUEeHTpyBanu. 3ammLiok ounwanu npenapatusHoio BEPX. OgepxyBanm npoaykT 3 MOfeKynspHoto Macoto 434,59
(C26H34N402); MC (ESI): 435 (M+H+).

Mpuknag 251

(R)-4-byTtokcu-N-[6-(3-anumkno nponinamiHo niponiguH-1-in)nipuamH-3-in]-N-metunbeHsamig
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(R)-4-byTtokcu-N-[6-(3-anumkno nponinamiHo niponiguH-1-in)nipnamy-3-in)-6eH3amia  niggaBann  MeTUIYBaHHIO
3rigHo 3i cnocobom F. OpgepxyBanmy MPOAYKT 3 MornekynspHoto macoi 448,61 (C27H36N402); MC (ESI): 449
(M+H+).

Mpuknag 252

(R)-4-byTtokcu-N-{6-[3-(umkno nponinmMeTnnamiHo )niponiguH-1-in]nipuaunH-3-injoexHsamig

S

(R)-4-byTtokcu-N-[6-(3-meTvnamiHoniponignH-1-in)nipuamH-3-in)6eH3amig niggaBany LMKAONPOMiSyBaHHIO 3rigHO
3i cnocobom K. OgepxyBanv NpoaykT 3 MonekynspHoto macoto 408,551 (C24H32N402); MC (ESI): 409 (M+H+).

Mpuknag 253

TpeT-bymn{1-[4-(2-amiHo-4-6yTOKCMBEH30INamiHo )-3-chTopdheHin]niponignH-3-injmeTunkapbamat
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TpeT-Bymn[1-(4-amiHo-3-dTopdeHin)niponianH-3-inlvetnnkapbamar niggasamm  B3aemogii 3 4-6yTokcu-2-
HITPOGEH30MHOK KUCINOTOK 3rigHO 3i cnocobom E i noTiv nigppaBanu rigpyBaHHio. OpepxyBanuM npoaykT 3
mornekynspHoto macoto 500,62 (C27H37FN404); MC (ESI): 501 (M+H+).

4-ByToKcn-2-HiTpobeH30MHa K1croTa

Po3unH 4-cTop-2-HiTpobeHsoHoi kncnotm (1,81r) B 6ytaHoni (20mn) 3miwyBamm 3 cipyaHoo KucrnoTor (3mn) i
nepemiwysanu npu 110°C npotarom 4 roauH. Jogasanu eTtunaueTar (100mn) i cymiw nmpoMuBanM HacU4eHUM
po3uymHom BikapboHaTy HaTpito (3x50mn), cywmnm Hag cynbdaTtoM HaTpito, iNbTpyBanM i KOHLEHTPYBanM y BakyyMi.
3anuwok (2,2r) gogasanu kpannamu npu -10°C go posdmHy GyTokcmay HaTpito, ogepxaHoro 3 bytaHony (20mn) i
rigpugy Hatpito (2,18r) npu -10°C B atmocdepi aproHy, i notiMm nepemiwysanu npotarom 20 roguH. Jogasamm
etvnauetat (100mn) i cymiw mpomuBanu Bogot (2x50mn), cywmnu Hag cynbdartoM HaTpito, dinbTpyBanu i
KOHLIEHTPYBanu y BakyyMi. 3anuiwok ouunwianu npenapatusHoto BEPX. Ogepxanun 6ytnn 4-6ytokcu-2-HiTpobeHsoat
rigponisyBanu rigpokcugom Hatpito (5H; 100mMm) B eTaHomi nNpu KiMHaTHIN Temnepatypi npotarom 3 roguH. Cymiw
nigKMCnsany xnopuctosogHesoto kucroToto (10H; 100mn) i ekcTparyBany AMXIOpMeTaHOM i opraHiyHy dasy CyLumnm
Hag cynbdaTtoM HaTpito, inbTpyBanu i koHueHTpyBanu. OgepxyBarm MPOAYKT 3 MOJSeKynspHo macoto 239,23
(C11H13NO5); MC (ESI): 240 (M+H+).

Mpuknag 254

N-{4-[3-(7-A3abiumnkro[2.2.1]rent-7-un)-2-okconiponignn-1-injdeHin}-4-umknorekcun-N-meunbeHsamig



PRl

Croci6 L

Cymiw N-[4-(3-6pom-2-okconiponiguH-1-in)deHin]-4-uvknorekcun-N-metnnbexsamigy (100mr), kapboHaty Kanito
(60mr), 7-a3abiyukno[2.2.1]rentaHy (44wmr) i OM®A (2mn) nigtpumyBanm npu 50°C nmpotsrom 6 roguH. Cymiw
po3baBnaAnM BOAOK | ekcTparyBanu etunaueTtatom. OpraHiyHy a3y cywmnu Hag cynbdatoM Marsito i
KOHUEeHTpyBanu. 3amLuiok ounwanu npenapatusHoto BEPX. OgepxyBanm npoaykT 3 MO MeKynspHoto macoto 471,65
(C30H37N302); MC (ESI): 472 (M+H+).

N-[4-(3-Bbpom-2-okconiponignH-1-in)ydeHin]-4-unknorekcun-N-metmnoeHsamig

N-(4-AmiHodeHin)-4-uuknorekcun-N-metunbensamig  (3,0r) B aueTtoHitpuni  (30mn)  3miwyBarmm 3
TpuHaTpindocdarom (0,95r) i npu 0°C pogasarm 2-6pom-4-xnopbyTtupundpomia (2,9r). Yepes 1 roguHy gogasanm
po3uuH rigpokcmgy Hatpito (0,85r) y Bogi (10mMn) i cymiw iHTEHCMBHO MepeMillyBanm Mpu KiMHaTHIN Temnepatypi
npoTtarom 6 roguH. MNMoTiM goAaBanu Taky X KinbKICTb PO34MHY rigpokcuay HaTpito i nepemillyBaHHSA NpoAoBXYBarnm
we npotsarom 48 roauH. PeakuiviHii po3ymH po36aBnsanu BOAOK i ekcTparyBanm etunauetatom. OpraHidHy dasy
CyWWMNW Hag CynbdaTtoM MarHito i KOHUeHTpyBanu. 3anvLok ouvwany xpomarorpadieto Ha cumikareni (pyxoma
dasa etunaueTat/rentad 1:2). OgepxyBanm nNpoAaykT 3 MofeKynapHoto macoto 45540 (C24H27BrN202); MC (ESI):
456 (M+H+).

N-(4-AmiHobeHin)-4-umknorekcun-N-meTunbeHsamis

4-UuknorekcunkapboHoBy kucroty (5,0r) i 4-HiTpodpeninizouiaHat (4,0r) nepemiwysanu B Tomyoni (150mn)
npoTArom 3 roauH i noTiM 3armwanu Ha Hiv. Ocag BigdineTpoByBamM Ha Bakyym-inbTpi i npomMmnBany AieTMioBUM
edipom. OpmepxxaHnin amig nigaaBanu eTunyBaHHO 3rigHo 3i cnocobom F i rigpyBaHHO 3rigHo 3i cnocobom B.
OpepxxyBamm NnpodykT 3 MmorekynspHoto Macoto 308,43 (C20H24N20); MC (ESI): 309 (M+H+).

Mpuknag 255

4-Uuknorekcun-N-metn-N-[4-(3-mopdoniH-4-in-2-okconiponignH-1-in)deHin]-6eHsamig
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N-[4-(3-Bbpom-2-okconiponignH-1-in)deHin]-4-unknorekcun-N-metmnoeHsamig nigaasanu B3aemogil 3
mopdponiHoM 3rigHo 3i cnocobom L. OpgepyBanmm npodykT 3 MornekynspHow macoto 461,61 (C28H35N303); MC
(ESI): 462 (M+H+).

Mpuknag 256

4-Uuknorekcun-N-metn-N-[4-(2-okco-3-ninepugmH-1-inniponigux-1-in)deHin]-6eHsamig

o

N-[4-(3-Bpom-2-okconiponignH-1-in)deHin]-4-unknorekcun-N-metmnoeHsamig nigaasanu B3aemogil 3
ninepuamMHoMm 3rigHo 3i crnocobom L. OpepxyBamm MPOAYKT 3 MorekynspHow macoto 459,64 (C29H37N302); MC
(ESI): 460 (M+H+).

Mpuknag 257

4-Uuknorekcun-N-metn-N-[4-(2'-okco[1,3"]6iniponignHin-1'-in)dpeHin]oeHsamia
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N-[4-(3-Bpom-2-okconiponignH-1-in)deHin]-4-unknorekcun-N-metmnoeHsamig nigaasanu B3aemogil 3
niponignHom 3rigHo 3i cnocobom L. OgepxyBanm npoaykT 3 MornekynspHow macoto 445,61 (C28H35N302); MC
(ESI): 446 (M+H+).

Mpuknag 258

4-Uuknorekcun-N-memmn-N-[4-(3-meTunamiHo-2-okconiponiguH-1-in)deHin]-6eH3amig,
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N-[4-(3-Bpom-2-okconiponignH-1-in)deHin]-4-unknorekcun-N-metmnoeHsamig nigaasanu B3aemogil 3
mMeTunamiHoM 3rigHo 3i cnocobom L. OpepxyBamm mpoAykT 3 MornekynsipHoto macoto 405,54 (C25H31N302); MC
(ESI): 406 (M+H+).

Mpuknag 259

4-Uuknorekcun-N-[4-(3-upkrnorekcunamiHo-2-okconiponignt-1-in)deHin]-N-metunbeHsamia
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N-[4-(3-Bpom-2-okconiponignH-1-in)deHin]-4-unknorekcun-N-metmnoeHsamig nigaasanu B3aemogil 3
LMKrorekcunamMiHom 3rigHo 3i cnocobom L. OpepxyBanu npoaykT 3 monekynsipHoto macoto 473,66 (C30H39N302);
MC (ESI): 474 (M+H+).

Mpuknag 260

4-Uuknorekcun-N-{4-[3- (LI,VIKJ'IOI'IpOI'IIJ'IMeTMJ'IaMIHO -2-okconiponiguH-1-in]-deHin}-N-meTunbeHsamig
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N-[4-(3-Bpom-2-okconiponignH-1-in)ydeHin]-4-unknorekcun-N-metmnoeHsamig nigaasanu B3aemogil 3
uvknonponinveTMnamiHom 3rigHo 3i cnocobom L. OpepxyBanmyv MpoAykT 3 MOMeKynspHoo macoto 445,61
(C28H35N302); MC (ESI): 446 (M+H+).

Mpuknag 261

N-{4-[3-(AueTunmeTnamiHo)-2-okconiponiguH-1-injdeHin}-4-umknorekcun-N-meTunbeHsamig
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4-Uuknorekcun-N-metn-N-[4-(3-meTunamiHo-2-okconiponignH-1-in)penin)-6ensamia  (52mr)  3miwyBarm 3
nipuguHom (0,5mn) i outoBuM aHrigpugom (130mr) i yepes 3 roamHu neTki dpakuii Bugansamm y sakyymi. Ogepxysanm
NPoAyKT 3 MofeKynspHoto macoto 447,58 (C27H33N303); MC (ESI): 448 (M+H+).

Mpuknag 262

4-Llnknorekcun-N-metun-N-[4-(4-meTunamiHo-2-tokconiponianH-1-in)deHin]-6eH3amia
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TpeT-BytaHon (8mn), Tpmetmnamin (350mr) i noTim Amdperindocdopunasmg (1,18r) pogasarm go 1-{4-[(4-
LMKrorekcunbeHsoin)meTunamiHodeHin}-5-okconiponiguH-3-kap6oHoBoi kucnotn (1,5r) i cymiw Harpisamm npu 95°C
npoTsirom 48 rogvH. PeakuinHuiA po34mH po36aensanm eTunauetTaToM i npoMmBanu fa pasu Bogot. OpraHivHy casy
CYLLMIM HaJ CcyfbdaTtoM MarHito i KOHUeHTpyBanu. HeouneHuin NnpoaykT niggasanu nodanbLuii B3aeMogii 3rigHo 3i
crnocobom G. OgepxyBanm NnpodykT i 3 MonekynspHoto macoto 405,54 (C25H31N302); MC (ESI): 406 (M+H+).

1-{4-[(4-UnknorekcunbeHsoin)metunamiHo]deHrin}-5-okconiponignH-3-kapboHoBa KMcrnoTa

N-(4-AmiHodeHin)-4-uuknorekcun-N-meTunbensamig (3,0r) HarpiBamm 3 iTakoHOBOIO kucrnoToto (1,27r) npu 100°C
npoTtarom 3 roguH. OuuLeHHs 3aiicHioBanu inbTpyBaHHAM Yepes curikarenb (pyxoma dasa etunauetaT/meTaHon
5:1). OpgepxyBamm NpodykT 3 MosekynsapHoto Macoto 420,51 (C25H28N204); MC (ESI): 421 (M+H+).

Mpuknag 263

N-{4-[4-(ALeTnnmeTMnamiHo )-2-okconiponiguH-1-in]deHin}-4-unknorekcun-N-meTnnbeHsamis,
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4-Uuknorekcun-N-metn-N-[4-(4-meTunamiHo-2-okconiponigunH-1-in)dpenin)-6ensamia  (101mr)  3miwyBarm 3
nipuguHom (20mr) i outoBMM aHrigpugom (25wmr) i yepes 3 roguHn neTki dpakuii Bugansanmm y sakyymi. Ogepxysanm
NPOoAyKT 3 MofeKynspHoto macoto 447,58 (C27H33N303); MC (ESI): 448 (M+H+).

Mpuknag 264
TpeT-Bymn(1-{5-[(4-umknorekcunbeHsoin)nponinamiHo]nipugnH-2-in}niponiguH-3-in)metunkapbamat
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Cnoci6 F-a

TpeT-Bymn {1-[5-(4-uuknorekcunbeHsoinamiHo)nipuamH-2-inniponiguH-3-in-metunkapbamat (50mr), kapboHaT
uesito (249wmr), nogug kanito (17wmr), N-metmnnipormaoH (1/5mn) i nponinnoaua (40mr) nepemiwysanu npu 60°C
npoTsarom 5 roguH. AkWo koHBepcis Gyna HenoBHOW, cymiw HarpiBanu go 100°C i nicns gogaBaHHA [0AaTKOBOT
KinbkocTi nponinogmgy (40mr) HarpiBarm npu 140°C npoTtarom 12 roguH. PeakuinHy cymiw posbasnsnm
eTvnauetaToM, npomuBany BOAOK | po3unmHoMm OikapGoHaTy HaTtpito, cywwnm Hag Chromabond XTR i

KOHUEeHTpyBanu. 3ammLiok ounwanm npenapatusHoio BEPX. OgepxyBanm npoaykT 3 MofeKynspHoto macoto 520,72
(C31H44N403); MC (ESI): 521 (M+H+).

Mpuvknag 265
TpeT-Bymn(1-{5-[(4-umknorekcunbeHsoin)-(1-eTnnnponin)amiHo]nipuanH-2-imniponiauH-3-in)meTunkapbamat
0.0
0 N
asVeSen
N
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TpeT-Bymn{1-[5-(4-umnknorekcnnbeHsoinamiHo nipuauH-2-injniponignH-3-in}-metnnkapbamar nigaasanu

B3aemogii 3 2-eTundbyTunbpomigom 3rigHo 3i cnocobom F-a. OgepxyBanm NpoAaykT 3 MOJIEKYNSpHO Macoto 548,78
(C33H48N403); MC (ESI): 549 (M+H+).

Mpuknag 266

TpeT-Bymn(1-{5-[(4-umknorekcunbeHsoin)-(3-meTnnbyT-2-eHin)amiHo]nipugunH-2-in}niponignH-3-

in)MeTunkapbamat
oY

) Ne_
o500
-

TpeT-Bymn{1-[5-(4-umnknorekcnnbeHsoinamiHo nipuauH-2-injniponignH-3-in}-metnnkapbamar nigaasanu
B3aemogii 3 3-meTurn-2-6yTeHinbpomigom 3rigHo 3i cnocobom F-a. OgepxyBamm MpOAyKT 3 MOJIEKYMAPHOK Macoto
546,76 (C33H46N403); MC (ESI): 547 (M+H+).

Mpuknag 267

TpeT-Bymn(1-{5-[(4-umknorekcunbeHsoin)meTMnamiHo]NipuguH-2-imniponignH-3-in)metnnkapbamat

o
Wr@’ .

TpeT-Bymn{1-[5-(4-umnknorekcnnbeHsoinamiHo nipuauH-2-injniponignH-3-in}-metnnkapbamar nigaasanu
B3aemodii 3 MeTUNMoauaoM 3rigHo 3i cnocobom F-a. OpgepxyBamm npodykT 3 MOMekynspHow Macow 492,67
(C29H40N403); MC (ESI): 493 (M+H+).

HacTynHi, BkasaHi Hwk4e, CMOMykM oOfepXyBarM 3rigHo 3i cnocobom F-a 3 TpeT-6yTMn{1-[5-(4-
LivknorekcunbeHsoinamiHo )nipuguH-2-in]niponigmH-3-in;-meTunkapbamary i BignoBigHOro ankinyr4oro areHra:

TpeT-6yTnn(1-{5-[BTOp-6yTNN(4-LMKNOrekcMnbeHsoin)amiHonipuanH-2-in} niponiamH-3-in)meTunkapbamar;

TpeT-6yTnn(1-{5-[(4-unknorekcmndeH3oin)usonponinamiHo]nipuanH-2-in}niponiguH-3-in)metunkapbamar;



TpeT-6yTnn(1-{5-[(4-unknorekcnnbeH3oin)npon-2-iHinamiHoNipuanH-2-inyniponiguH-3-in)meTunkapbamar.
Mpuknan 268
[4-(3-OnmeTunamiHo niponignH-1-in)deHinjamig 5-n-tonine TwHindgypaH-2-kap6oHOBOI KUCTOTH
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0,042mn giisonponinamiHy gogasanu B atmocdepi aproHy go 3,8mr Pd(tBu).Clz i 0,95mr Cul B 0,2mn OM®A.
MoTim popaBanu kpannsamu po3udvH 94,6mr [4-(3-gumeTunamiHoniponiguH-1-in)cpenin] amigy 5-6pomdypan-2-
kap6oHoBoi kncnom B 0,3mn AM®A i po3unH 4-etuHinronyony B 0,3mn AM®PA. OgepxaHun po3ymH nepeMillysanmm
npu KiMHaTHI Temnepartypi npoTsrom Hodi. Ocap, Wwo Bunae, BiAdiNbTPoBYBanM Ha BakyyM-dinbTpi i dinbTpar
ounwanu npenapatmeHoto BEPX. BaxaHnn npoaykt 3 monekynspHoto macoto 413,52; MC (ESI): 414 ogepxyBarm y
BUrNAAi rigpoTpudTopaueTary.

[4-(3-OunmeTnnamiHo niponignH-1-in)deHin]amig 5-6pomdypaH-2-kapboHOBOI KUCIOTU

[1-(4-AmiHodeHin)niponigmH-3-injaMmeTvnamiH nigaaeany B3aemogii 3 5-6pom-2-chypaHkapboHOBOK KUCHOTOO
3rigHo 3i cnocobom E. lMpoaykt 3 monekynspHoto macow 378,27 (C17H20BrN302); MC (ESI): 379 (M+H+)
odepXyBanu y BUrnagi rigpotpudropaveTtary.

Mpuknagn 269-273 opep)XyBany aHanoriYHMM crnocobom:

[Ip. N¢ Crpyxtypa MonekymapHa | Monexyaapsa | M+H+
bopmyna Maca
269 C26H27N303 429,21 430
270 C25H23F2N302 435,18 436

430

271 { C26H27N303 42921
MKO\D,
272 | R C25H24FN302 417,19 418
R
i .

273 C25H24CIN302 433,16 434

Mpuknag 274
[6-(3-OnmeTunamiHo niponiamH-1-in)nipugun-3-injamig, (R )-4'-bTopbideHin-4-kapboHOBOI KMCIOTU

seatatesel

Crocié M

[6-(3-MeTunaminoniponiguh-1-in)nipngun-3-injamia (R)-4'-dp1opbideHin-4-kapboHoBoi  kucriotn  (390mr),
PO3YMHEHWIA B MypaLlmHin kucrnoTi (230mr), 3miwyBamm 3 posdmHom dopmanbgerigy (37% BoaH.; 0,4mn) i cymiw
HarpiBarm npu 80°C mpotsarom 3 roauH. OXOMOAXEHWA peakuifHUA PO3YMH KOHLEHTPYBanM i po3noginsanm Mik
eTunaueTaToM i HaCUMEHUM PO34YMHOM kapOoHaTy HaTtpito. OpraHiyHy dasy cywmmm ; Hagi cynbdaTtoM MarHito i
KOHUEeHTpyBanu. HeounwweHuin npoaykT ouvwanu npenapaTtveHoto BEPX. OgepxyBany MPOAYKT 3 MOMEKyNspHOO
macoto 404,49 (C24H25FN4O); MC (ESI): 405 (M+H+).



Mpuknag 275
{4-[3-(AueTvnmeTnnamiHo)niponiamt-1-injdeHintamig 1-(4-pTopdeHin)-ninepmanH-4-kapboHOBOT KMCNOTU

Cnoci6 E-a

Cymiw 0,048r 1-(4-dbTOpdeHin)ninepmanH-4-kapboHoBoi kucrotn i 0,5mMn SOCI; i opgHiei kpamni JMPA
rnepemiwyBanu Mpu KiMHaTHIN Temnepatypi npoTtarom 2 roauH. Hagnuwok SOCI; noTiM Buaansmim y Bakyymi.
3anmwok po3unHanu B 0,4mn AM®A i 0,033mn TpueTtunamivy i gogasamm 0,048r N-[1-(4-amiHodeHin)niponignH-3-
in-N-metunauetaminy. OgepxaHun po3uyvH nNepeMillyBanm npu KiMHaTHIN TemnepaTtypi nNpoTarom Hodi. MoTim
po3umH hinbTpyBanu i ounwanu npenapatuBHoto BEPX. OgepxyBanv npodykT 3 MornekynspHot macoto 438,20
(C25H31FN402); MC (ESI): 439 (M+H+) y Burnsai rigpotpudtopaueTary.

1-(4-PTOpdeHin)ninepuanH-4-kapboHoBa kucrnoTa

0,875r 4-opomdTopbeHsony, 0,016r Pd(dba)s*CHCIs, 0,022r 2-(guumknorekcundocdiHo)biceHiny i 2,28r
KapboHaTy Lesilo 3aBaHTaXyBanu y BUCYLLEHY HarpiBaHHAM i NpoAayTy aproHom konby i gogasanu 0,943r etun-4-
ninepuanHkapbokcunaty B Smn gerasosaHoro Tonyony. OgepxaHun posymH Harpisanv npyu 100°C npoTarom Howui.
Cymiw oxonomXyBanu i MOTIM KOHUEHTpyBarM y BakyyMi. 3anvLoOK MOriMHamM CyMmillwio eTuraueTtart/soga.
OpraHiuHy a3y npommeamm 10% po3dumHom NaHCOs, cywmnm Hag cynbdatom HaTpilo i KOHUEHTpYBanm y Bakyymi.
3anuwok ounwany npenapatmsHoto BEPX.

4,4Mn 2H po3yMHy Trigpokcuay Kanito godasanu o posumHy 1,11 etun-1-(4-cbtopdbeHin)ninepuant-4-
kapbokcunaty B 100mMn meTtaHony. Cymilw nepemilyBany npyu KiMHaTHIN TemnepaTtypi mpoTsarom Houi. lMoTtim pH
AoBoaum Ao 65% po34nMHOM XIOPUCTOBOAHEBOI KUCIOTU i PO3YMH KOHLEHTPYBanM y Bakyymi. 3anuLuiok ovuwanm
npenapartusHoto BEPX.

Mpuvknag 276

{4-[3-(AueTunmeTnnamiHo)niponiamH-1-injdeHin}amig 4-deHokcnumknorekcaH-kapboHOBOI KUCIOTU
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0,251r PyBOP i 0,135vn TpueTunamiHy gogasanm o po3uuHy 0,106r 4-heHokcuumkriorekcaHkapboHOBOT
kmucnotu i 0,113r N-[1-(4-amiHodbeHin)niponignH-3-in]-N-metunauetamigy 8 9mn AM®PA npu 0°C. Yepes 10 xBunuH
pO34MHY OaBanuM HarpiTUCb A0 KiIMHATHOI TemrepaTtypu i nepemiwyBanu npu Ui TemnepaTtypi NPOTArOM HOMi.
Po34nHHMK MOTIM BMAansmM y BakyyMmi i 3armLuok,, MOrfMHanM cymiwwo Boga/eTunaueTaT. ETunauetaTtHy dasy
npomvBarm 10% po3vmHoM mMMOHHOI kncrnom i 10% posumHom NaHCOs, cywwmmm Hag cynbdatom HaTpito i
PO3YMHHMK BMAANsSMM y Bakyymi. 3anuwiok ouvwanu npenapatveHolo BEPX. OpgepxyBany GaxaHuin npoaykr.
MonekynsapHa maca 435,25 (C26H33N303), MS: 436 (M+H+).

4-deHokeuumkrorekcaHkapboHoBa kucnoTa

0,63r n-TonyoncynbdoHinxnopuay gogasany Ao posunHy 0,522r etun-4-rigpokcuumkriorekcaHkapbokeunaty B
5,0mn nipuanHy. PeakuinHy cymill nepemiwlyBanm rnpu KiIMHaTHIn Temnepatypi npoTarom 3 roavH. PeakuiiHy cymill
KOHUeHTpyBanu y Bakyymi. OgepxaHy TBepAy PeuqoBUHY MOrMMHaNM BOAOK i eTuraueTaToM i opraHiyHy dasy
npomvBanM Tpu pasn 2H PO34YMHOM XITOPUCTOBOAHEBOI KUCIOTY i OAMH pa3 HacuueHuM po3unHom NaCl. OpraHiyHy
dazy cylwmnu Hag cyrnbdaTtoM HaTpito i KOHLEHTpyBanm y Bakyymi. OaepKaHuin npoayKT BUKOPUCTANM Ha HacTyrHin
cTagii 6e3 Jo0aTKOBOro OYULLIEHHS.

Opepxanunn npoaykt (0,55r) posunHamm B 11,2mn OM®A i gogasanu 0,159r cdeHony i 0,549r kapboHaTy uesito.
OpepxaHnn po3uuH noTiMm Harpisanm npu 80°C npoTtarom 6 roguH. lMicna oxonog)XyBaHHA CyMilll KOHLIEHTpyBanu y
BaKyyMi i ouMLL@nu Ko fIOHKOBOI XpoMaTorpadieto Ha cunikareni (enoeHT: eTunaueTat/H-rentaH 1:1).

OpepxyBanm 6axaHunn npoaykT. MonekynsapHa maca 248,32 (C15H2003), MS: 249 (M+H+).

0,06mn 2H po3uuHy rigpokeuay Karnito gogasanu Ao posudvHy 0,12r etun-4-gpeHokcuumknorekcaHkapbokeunaty B
8mn cymiwi Boga/Tr®d (1:1). OgepxaHnn po3unH Harpisarm npu 60°C npotarom 3 roguH. [o cymiwi gogasamm
etvnauetaT i 10% pO34nMH NMMMOHHOT KMCnoTW. BogHy dhasy ekcTparyBanu Tpu pasu eTuraueTaToM, CYLIMAW Hag
cynbatom HaTpito i KOHUeHTpyBanm y Bakyymi. OpepXaHuii MpOAyKT BMKOPUCTanM Ha HacTynHin ctagii 6e3
[0AaTKOBOIO OUULLIEHHS.

Mpuknag 277

N-[4-(3-LimknorekcunamiHoniponignH-1-in)deHin]-4-iso6yTokcmbeHaamig

Croci6 N

(4-1306yTOKCU-N-[4-(3-OKCOMiIpONiANH-1-iN)deHin]beH3amig  (50mr) B MeTaHomi  (2mn)  3miwyBarm 3
amiHouukriorekcaHom (28mr) i kpwbkaHot ouTtoBoto kucrototo (10Mr) i gogaBany po3yvH uiaHoboprigpuay HaTpito
(1M B TOMmyoni; 0,17mn). Yepe3 8 rogvH peakuiitHUiA PO34MH KOHLEHTPYBanM i po3noAinsany Mk etunauetaToMm i



Bogot. OpraHiyHy a3y cywmnu Hag cynbgaToM MarHito i KOHUEHTpyBanM. HeounweHunn , npoayKT ouuanv
npenapatmeHoto BEPX. OgepxyBamm npogykt 3 MornekynsipHoo macoto 435,61 (C27H37N302); MC (ESI): 436
(M+H+).

4-1306yToKCK-N-[4-(3-0kconiponigunH-1-in)deHin]oeHsamig

4-1306yTOKCMBEH30MHY KMCMOTY MiggaBanm B3aemopdii 3 4-(1,4-giokca-7-asacnipo[4.4]HoH-7-inm)deHinamiHom
3rigHo 3i cnocobom E-a. Ogepxanuin amig (0,25r) B aueToHi (10mn) 3milyBanu 3 N-ToMyoncyb(OHOBOK KUCIIOTO
(moHorigpat, 109wmr) i cymiw KMA'ATMAM 3i 3BOPOTHUM XOMOAMIBbHWKOM npoTaroM 8 roauwH. [licna gogaBaHHs
Tpretunaminy (0,5mn), cymiw po3baBnsnu Bogot i ekcTparyBanu eTunauetatom. OpraHidHy a3y cywumnu Hag
cynbatom marHito i koHueHTpyBanu. OgepxyBanmy MPOAYKT 3 MorekynspHot macot 352,44 (C21H24N203); MC
(ESI): 353 (M+H+).

4-ByTokcn-N-[4-{3-okconiponignH-1-in)deHin]beH3amig ogepxysamm

aHanoriyHMM  cnocoboM,  BUKOPUCTOBYKOUM  4-OYTOKCUMOEH30MHY  KUCMOTY.  AHamoOr4yHMM  YMHOM,  4-
6yTokcmbeH3oHa kucnoTa i 4-(1,4-giokca-7-a3acnipo[4.4]HoH-7-in)-3-pTopdeHinamiH croyatky gasanu 4-6yTokcu-
N-[4-(1,4-piokca-7-a3acnipo[4.4]HoH-7-in)-3-bTopdeHin)deH3amia, Skuin Micns MeTUyBaHHs 3rigHo 3i cnocobom F i
06pobKM M-ToNyoncynb(MOHOBOK KUCMOTOM, SK OnMcaHo Bulle, AaBas 4-6yTokcn-N-[3-dpTop-4-(3-okconiponignH-1-
in)dbeHin]6eH3amig.

4-(1,4-[Oiokca-7-a3acnipo[4.4]HoH-7-in)ceHinamin

TpumeTtunxnopcunaH (9,3r) NoBiNbHO AofdaBamm A0 po3uduHy 1-6eH3un-3-niponiguHoHy (5,0r) B gmMxnopMeTaHi
(30Mmn) i eTuneHrnikoni (2,67r). Yepes 18 roguH cymill BUNvMBanu B po3yuH rigpokcuay Hatpito (1H). OpraHiuHy dasy
BiAAINANW, Cywmnun Hag cynbdaToM MarHito i KOHUEeHTpyBanm. 3anuLiok po3yuHsam B meTaroni (30mn) i Jogasamm
dopmiat amoHito (5,2r) i rigpokcug nanagito (10%. Ha Byrmeui, 300wmr). Cymiw Kum'ATMM 3i 3BOPOTHUM
XOMNOAUINBbHMKOM MNpoTAroM 8 roduH, inbTpyBarm | KOHUeHTpyBanu. 3anuwok niggaBanu B3aemogdii 3 4-
TOpHITPOBEH300M 3rigHO 3i cnocobom C Hapelwwri, 3giicHioBanu rigpyBaHHs 3rigHo 3i cnocobom B. Ogepxysanm
NpoAykKT 3 MonekynspHoto macoto 220,27 (C12H16N202); MC (ESI): 221 (M+H+).

4-(1,4-iokca-7-a3acnipo[4.4]HoH-7-in)-3-d TopdeHinamiH ofepxysan aHarnoriyHum crnocobom,
BMKOPUCTOBYOUM 3,4-ANDTOPHITPOBEH30N.

Mpuknag 278

{4-[3-(MeTnnnipumiguH-2-inamiHo )niponignH-1-injdenintamig (R)-4-(4-xnopdeHin)ninepuauH-1-kapboHOBOT
KMCrnoTH

A oap

[4-(3-MeTunamiHoniponigun-1-in)deHinjlamig  (R)-4-(4-xnopdeHin)ninepuaunt-1-kapboHosoi  knucrnotm  (100mr)
niggasanu B3aemogii 3 kapboHatom kanito (100mr) i 2-6pomnipumignHom 50mr) B N-meTunniponigoHi (3mn) npu
100°C npoTarom 4 roguH. PeakuinHnin po3umnH noTiM pO3MOAINsany Mix etunauetatom i Bogot. OpraHivyHy dasy
CyLMnM Hag cynbdatoM MarHilo i KOHUeHTpyBanu. HeouuleHun npoaykT ouduwanu npenapatmsHolo BEPX.
OpepxxyBamm NnpogyKT 3 mornekynspHoto macoto 491,04 (C27H31CIN6O); MC (ESI): 491 (M+H+).

Mpuknag 279

TpeT-Bymn[1-(4-{[5-(2-dbTopeHin)dbypaH-2-kapboHinjamiHo}deHin)niponignH-3-in]metunkapbamat
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Y paBoropnini konbi o6'emom 10mn TeTpakuc(tpudeHindocdiH)nanagin(0) (20mr) gogasamm A0 pO3umMHy TpeT-
6ymun(1-{4-[(5-6pomdypaH-2-kapboHin)amiHo]deHin}-niponiguH-3-in)meTunkapbamaty (252mr) B gerasoBaHOMy
Tonyoni (4mn) B atMmocdepi aproHy i nepemiwyBanu Mpu KiMHaTHIN Temnepatypi npotsarom 10 xBurmH. [oTim
Aopasanu po3ynH 2-thptopbeH3onbopoHoBoi kncnot (73mr B 1M eTaHony) i 0,35mn po3unHy 2M kapboHaTty HaTpito
i cymiw nepemiwysanm npu 100°C npoTsarom 24 roauH.

MoTim Ao peakuinHoi cymiwi fJodasanu Boay (5mn) i eTunaueTar (5mn), opraHiyHy a3y Bigainsamm i BogHy dasy
ekcTparyBanum 2x etunauetatom (10mn). O6'egHaHi opraHiyHi das3n KOHUEHTpyBanM | 3afMLLoK Oo4uMLLanm
npenapatueHoto BEPX. BaxxaHuii npoayKT 3 MonekynapHoto macoto 479,56 (C27H30FN304); MC (ESI): 480 (M+H+)
ofepxysamm y Burmnsdi rigpotpudTopaueTaty. AnbTepHaTMBHO, MOXHa BUKOpPUCTaTU KapOoHaT Le3ito 9K OCHOBY i
HarpiBaTtu peakuinHy cymiw npu 150°C B MikpOXBUNbOBOMY anaparti NpoTAroM 3 XBUIVH.

TpeT-Bymn(1-{4-[(5-6pomdypaH-2-kapboHin)amiHo]deHintniponignn-3-in)-meTunkapbamat

5-bpomdypaH-2-kapboHOBY KMCMOTYy niggaBanmvM  B3aeMofii 3 TpeT-0ytun[1-(4-amiHodeHin)niponigmH-3-
imMMmeTunkapbamatom 3rigHo 3i cnocobom E. OpepxyBanm npoaykT 3 MOMeKynsipHolo Macow 464,36
(C21H26BrN304); MC (ESI): 464 (M+H+).

HacTynHi crnonyku ogep)KyBanu aHanoriyHMm cnocobom:

[4-(3-gumeTunamiHo niponiguH-1-in)deninjamig 5-6pomdypaH-2-kapboHOBOI KMCHOTH,

TpeT-6yTn(1-{4-[(5-6pomTiocheH-2-kapboHin)amiHo]deHin}niponignH-3-in)-meTunkapbamar,

[4-(3-gumeTunamiHo niponiguH-1-in)deHinjamig 2-6pomTtiazon-4-kapboHOBOI KUCIOTH,

4-noa-N-[4-(3-gumeTnamiHo niponignH-1-in)derin]beH3amia,

(R)-N-[4-(3-anmeTunnamito niponiguH-1-in)-3-ptopdeHin]-4-noadeHsamia,

4-6pom-N-[4-(3-gumeTunamiHoniponiguH-1-in)deHin]-3-gpTopbeHsamia.

Mpuknag 280

[4-(3-OunmeTnnamitoniponigmH-1-in)-3-dpTopderinlamig (3R)-3'-LiaHobideHin-4-kap6oHOBOI KUCOTU



dﬁr

Cnoci6 O-b

0,002mr Pd(PPhs3)s gogaBamm go posumHy 0,022r (R)-N-[4-(3-gumetunamiHoniponigun-1-in)-3-dropdeHin]-4-
nopgbensamiagy B 0,45mn gerazosaHoro JM®A i nepemillyBanmm npu KiMHaTHIN Temnepartypi npotarom 10 xeunuH. o
ofepxaHoro posuduHy notim gogasamm 0,035mn Bogm, 0,021r KzPO4 i 0,008r 3-uiaHodeHInbopoHOBOI KUCMOTW.
PeakuinHuin posunH Harpisann npu 80°C mpoTtsarom Houi. OgepkaHuii po3vuH noTiM inbTpyBanu i ovvwanm
npenapatmeHoto BEPX. OgepxxyBanm npogykt 3 MonekynsipHoio Macot 428,20 (C26H25FIN4O); MC (ESI): 429
(M+H+) y Burnsagi rigpotpudtopaueTary.

Mpuknag 281

[4-(3-OunmeTnnamito niponignH-1-in)deHin]amig 3,2',4'-TpudTopbideHin-4-kapboHOBOI KUCIOTH
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1-Bpom-2,4-guchTopbeHson nigaasanu B3aemogii 3 6eH3zamigom N-[4-(3-aumeTrnamiHoniponiguH-1-in)deHin]-2-
dTOp-4-60pOHOBOI KMCMOTU 3rigHO 3i cnocobom O-b. OgepxyBanuM MPOAYKT 3 MoreKynsipHowo macow 439,19
(C25H24F3N30); MC (ESI): 440 (M+H+) y Burnsai rigpotpudtopaueTary.

BeHzamig N-[4-(3-gumeTunamiHoniponiguH-1-in)deHin]-2-ptop-4-60poHOBOI KUCOTU

4-Kapbokcu-3-dpTtopdeHinbopoHoBy  kncrnoty  miggasamm  B3aemogii 3 [1-(4-amiHodbeHin)niponignH-3-
injgumeTunamiHom  3rigHo  3i  cnocobom E-b. OpepxyBamm MpoAyKT 3 MoOMekynspHoi Mmacot 371,18
(C19H23BFN303); MC (ESI): 372 (M+H+) y Burnagi rigpotpudtopaueTary.

Mpuknag 282

[4-(3-OunmeTnnamitoniponigmH-1-in)denin]jamig 5-(2,4-gudTopdeHin)TiodeH-2-kap6oHOBOI KUCIOTU
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1-Bpom-2,4-gudpTopbeHson nigaasanu B3aemogii 3 [4-(3-gumeTunamiHo niponiguH-1-in)deHinjamigom TiodpeH-5-
KapOOHOBOI KMCIOTU 2-60pOHOBOI KMCIOTK 3rigHO 3i cnocobom O-b. OpepxyBany NPoayKT 3 MOMEKYIIIPHOK Macoko
427,52 (C23H23F2N30S); MC (ESI): 428 (M+H+) y Burnagi rigpotpudTopaveTary.

[4-(3-OunmeTnnamito niponigmH-1-in)denin]amig TiodeH-5-kapboHOBOI KMCNOTN 2-60POHOBOI KUCIOTU

5-Kap6okcu-2-TiodpeHbopoHOBY Kucnoty nigaasanm B3aemogil 3 [1-(4-amiHodeHIN)niponignH-3-
injgumeTunamiHom 3rigHo  3i cnocobom E-b. OpepxyBanm npoaykT 3 MornekynspHow Macoo 359,15
(C17H22BN303S); MC (ESI): 360 (M+H+) y Burnagi rigpotpudtopaveTary.

Mpuknag 283

N-[4-(3-OumeTnnamiHoniponiguH-1-in)deHin]-6-(4-topdeHin)HikoTMHamig
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5-[4-(3-OumeTunamiHoniponigunH-1-in)deHinkapbamoin]nipugmH-2-inTpud Top-MeTaHCynbdoHaT nigoasanm
B3aemogdii 3 4-pTopOGeH30N100pPOHOBOD KWUCMOTOK B ymoBax crnocoby O-b. (HarpiBaHHa npu 140°C B
MIiKpOXBUMbOBOMY amapati mpotarom 15 xsummH). OpepxyBanmM MPOAyKT 3 MoOMekynspHow Macot 404,20
(C24H25FN40O); MC j (ESI): 405 (M+H+) y Burnagi rigpotpudTopaveTary.

5-[4-(3-OumeTunamiHoniponigunH-1-in)deHinkapbamoin]nipngmH-2-inTpud Top-MeTaHcynbdoHaT

CycneHsito 0,0,5r N-[4-(3-gumeTunamiHo niponiamt-1-in)deHrin]-6-rigpokcu-HikotHamigy B 0,4mn DME poaasanu
Ao po3unHy 0,084mn LDA (2M) B 0,4mn DME npu 0°C. Cymiw nepemiwysanu npu 0°C npoTarom 2 roguH. MNoTim 4o
cymiwi gofasany po3yduH 0,055r N-peHintpudtopmeTtaHcynsdoHiMigy B 0,2mn DME. PeakuinHomy po3ynHy Aasanm
HarpitTca Jo KiMHaTHoi Temnepatypu i Harpisamm npu 80°C nmpoTarom 3 rogwH. Micns oxono4)KyBaHHS OAepKaHui
PO3YMH KOHLEHTPYBamM y BakyyMi. 3anmLLOK MormvMHany CyMmillwio eTunaueTar/soga i BogHy dasy ekctparysanmm Tpu
pasn etunauetatom. O6'egHaHi opraHivHi asu cywmmm Hag cynbdaTtom HaTpilo, KOHUEHTPyBanmu y BakyyMmi i
ouuwanu npenapaTtusHoto BEPX.

N-[4-(3-OumeTunamiHo niponiguH-1-in)deHin]-6-rigpokcuHikoTMHamIg,

6-IiQpOKCHMHIKOTMHOBY KMCIOTY Miggasanu B3aemogii 3 [1-(4-amiHodeHin)niponiguH-3-injaumeTnamiHom 3rigHo
3i cnocobom E-b. OgepxyBanu nMpoayKT 3 morekynspHoto Macot 326,17 (C18H22N402); MC (ESI): 327 (M+H+) y
BUrNAdi rigpoTpudTopaueTary.

Mpuknag 284

N-[4-(3-OumeTnnamiHoniponiguH-1-in)deHin]-6-(2,4-andTopdeHin)HikoTuHamig,
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2,4-OncbToptheHINGOPOHOBY  KUCIOTY nigaasanm B3aemogil 3 5-[4-(3-agumeTwwiamiHo niponignH-1-
in)cpeHinkapbamoin]nipugnH-2-inTpudTopMeTaH-cyibdoHaToM 3rigHo 3i cnocobom O-b. OgepxyBanmv NpPoaykT 3
MornekynspHoto macoto 422,00 (C24H24F2N40O); MC (ESI): 423 (M+H+) y Burnsai rigpotpudtopaueTary.

Mpuknag 285

[4-(3-OunmeTunamino niponignH-1-in)ydeHin]amig 2',4'-andTopbideHin-4-kapboHOBOI KMCNOTU
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2",4'-}J,mchop6i¢)eHin—4-Kap60HOBy kucnoTy  miggaBarm  B3aemopgii 3 [1-(4-amiHodbeHin)niponignH-3-
injaumeTunamiHom 3rigHo 3i cnocobom E-a. OgepxyBanm npoayKT 3 MonekynapHoto macoto 421,20 (C25H25F2N30);
MC (ESI): 422 (M+H+) y Burnsgi rigpotpudTopaveTary.

2'4'-NnpTopbiceHin-4-kapboHoBa kucrnoTa

Croci6 P

0,098mn 1H po3uuHy rigpokcuay niTito gogasamm 4o posdnHy 0,051r etun-2',4'-gudptopbideHin-4-kapbokcunary
B 1mn cymiwi TI®P/Boga (1:1) i ogepxaHy Cymil nepeMmiwyBany Mpu KiMHATHIN TemnepaTypi NPOTAroM HOui.
Bukopuctanm 5% po3unH X1IopucToBOSHEBOT KMCMOTU 411 HEWTPari3aLii 04epKaHoro po34vunHy, KU KOHLEHTPYBam
y BaKyyMi i 3an1Liok oumiianu npenapatunsHoo BEPX.

Etun-2',4'-anptopbiceHin-4-kapbokcunat

0,009r Pd(PPhs)s pogasarm go posumHy 0,091r etun-4-riogbensoaty B 0,96mn gera3oBaHOro TOmyonly i
nepemiwlysanu rnpu KiMHaTHin Temnepatypi npotarom 10 xsBunuH. oTiM OO peakuinHOro po3ynHy Aodasanu po3yvuH
0,047r, 2,4-gudtopdeHinbopoHoBoi kucrnotn B 0,114mn etaHony i 0,201mMn 2H po3unHy NapCOs. OpepxaHuii
po3umH HarpiBanm npu 100°C npoTaroM Hodi. PeakuinHy cymilw noTiM KOHUEHTpyBanu y Bakyymi i OO 3anuiiky
Jopasanu cymiw Boga/etunaueTaT. BogHy dasy ekctparyBanu Tpu pasu eTunaueTaTtoMm, CyLUMIM Hag cyrnbdaroM
HaTpIlo, PO3YMHHUK BUOANANN y BakyyMi i oumLlany npenapatunsHoo BEPX.

Mpuknag 286

{4-[3-(AueTunmeTunamiHo)niponignt-1-injdeHintamia 2',4'-gud TopbideHin-4-kapboHOBOI KUCTOTU

Cnocib E-b

0,095r HATU, 0,068r HOBT i 0,035mn TpueTunamiHy gogasanu o posuduHy 0,047t 2'4'-gudptopbideHin-4-
kap6oHoBoi kucnotn i 0,058r N-[I-(4-amiHodeHin)niponignH-3-in]-N-meTunauetamigy B 2mn OM®PA npu 0°C. Yepes
10 XBUMMH PO34MHY Aasanu HarpiTcb A0 KiMHaTHOT TemnepaTtypu i nepemilysanu npu Uin Temnepartypi npoTarom
Houi. PO34MHHUK MOTIM BMAANANM y BakyyMi i 3anuLwoK normvHany cymiwwo Boga/etunaueTar. EtTunauetatHy dasy
npomuBarm 10% po3unHom NaHCOs3 i Bogoto. ETunaueTtatHy dasy cywmnm Hag cynbdaTtoM HaTpilo i PO3UYMHHMK
BMOANaM y Bakyymi. 3anuwok ounwanu npenapaTtusHoo BEPX. OgepxyBamm G6axaHuin npogykTt. MonekynsipHa
maca 449,19 (C26H25F2N302), MS: 450 (M+H+).

Mpuknag 287

N-[4-(3-OumeTunamiHo niponiguH-1-in)deHrin]-3-dTop-4-(4-meTMnninepuaunH-1-injoeHsamia

/N--.

3-®d1op-4-(4-MeTunninepmanH-1-in)6eH3onHy KMcnoTy niggasanu B3aemogii 3 [1-(4-amiHodpeHin)niponigmH-3-
injaumeTunamiHom 3rigHo 3i cnocobom E-a. OgepxxyBamm MpoayKT 3 MonekynsipHoto macoto 424,00 (C25H33FN40);
MC (ESI): 425 (M+H+) y Burnsgi rigpotpudTopaveTary.

3-®1op-4-(4-MeTunninepmamH-1-in)6eH3onHa kucnoTa

Metun-3-dpT10op-4-(4-MeTvnninepnaunH-1-in)oeHzoar obpobnsnm rigpokcnaom MiTito  3rigHO  3i cnocobom P.
OpepxxyBamm NnpodykT 3 MmorekynspHoto macoto 237,28 (C13H16FNO2); MC (ESI): 238 (M+H+).



Metun-3-dp10op-4-(4-MeTvnninepugux-1-in)6eHsoar

0,076r kapboHaTy Kanito gogasanu Jo po3yuHy 0,086r metun-3,4-gudtopbensoary i 0,050r 4-meTunninepugnHy
B 0,5mn OM®A. PeakuiHy cymiw Harpisanu npu 60°C npoTarom 2 AHiB, inbTpyBanu i ounwanyu npenapaTuBHO
BEPX. OgepxxyBanu npoaykt 3 monekynspHot macot 251,3 (C14H18FNO2); MC (ESI): 252 (M+H+) B Burnsagi
rigpoTpudTopaueTary.

Mpuknag 288

4-ByTokcn-N-(4-{3-[(2-ammeTnamiHoaueTun)MeTunamiHoniponignH-1-in}deHrin)-N-meTnnbeHsamig
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4-ByTtokcn-N-meTun-N-[4-(3-meTunamiHoniponiguH-1-in)deHxin)déeHsavia  nipgasamm  B3aemogii 3 N,N-
AVMeTUNTRILMHOM 3rigHo 3i cnocoboMm E. OgepxyBanm npodyKT 3 MonekynspHoto macoto 466,63 (C27H38N403); MC
(ESI): 467 (M+H+).

(R)-4-byTtokcu-N-(4-{3-[(2-gumeTnnamiHoaueTmn)meTnnamiHo]niponignt-1-imyperin)-N-meTundeHsamig
ofepXyBanm aHarnori4yH1uM crocobom.

Mpuknag 289

N-{4-[3-(AueTunmeTunamiHo)niponigmH-1-injdeHin}-4-6ytokcn-N-meTnbeHsamig

SO,

4-Bytokcn-N-meTun-N-[4-(3-meTunamiHoniponignH-1-in)deHin)oeHsamig 3miwysamm 3 MipUOVHOM | OLTOBUM
aHrigpugom. JleTki dppakuii Bugansmm vepes 2 , roguHu. OpepyBanu npoAykT 3 MOMeKymnsipHoto Macor 423,56
(C25H33N303); MC (ESI): 424 (M+H+).

Mpuknag 290

4-BytnpunamiHo-N-[4-(3-gumeTnnamiHo niponignH-1-in)deHin]oeHsamig

A@’Q@‘@r

(]

Cnoci6 Q

4-AmiHo-N-[4-(3-gumeTvnamiHoniponiguH-1-in)deHinloeHsamia (32mr) B AuxropmeTaHi (2mn) 3miwyBanm 3
kapboHatom kamito (50mr) i 6ymmpunxrnopugom (11mr). Yepes 12 roguH cymiw inbTpyBanu i KOHUEHTpyBanu.
3anuwok ounwanm npenapatmeHoto BEPX. OgepxyBanu npogykt 3 monekynspHoto macoto 394,52 (C23H30N403);
MC (ESI): 395 (M+H+).

AnbTepHaTVBHWUIA LIMSX BKMOYae B3aemogito 4-amiHo-N-[4-(3-gumeTunamiHoniponignt-1-in)deHin]oeHsamigy 3
MacIsHOIO KMUCMOTOLO 3rigHO 3i cnocobom E.

4-AmiHo-N-[4-(3-gumeTnnamiHo niponiguH-1-in)deHinoeH3amig

4-tpeT-byTOKCUKapboHinamiHo6eH30MHy  kMCMoTy nmigAaBanu  B3aemopgii 3 1-(4-amiHodeHin)niponignH-3-
injJaumeTunamiHoM 3rigHo 3i cnocobom E i npogykt obpobnanu 3rigHo 3i cmocobom G. OpepxyBanmm npooykT 3
MornekynspHoto macoto 324,43 (C19H24N40); MC (ESI): 325 (M+H+).

Mpuknag 291

[4-(3-OunmeTnnamito niponigmH-1-in)deHin]amig 2-deHineTuHinTiazon-4-kapboHOBOI KMCNOTU
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[4-(3-OnmeTnnamiHoniponignH-1-in)deHin]amia 2-6pomTtiazon-4-kapboHoBoi  kucnotn (100mr) posumHamM B
TeTparigpodypaHi (2mn) i gogasanu deHin auetuneH (52wmr), TpuetunamiH (52mr), TpudeHindocdiH (17wmr),
avxrnopug Gic(tpudeHindocdin)nanagito (89mr) i nogua migi (1) (9,6mr). PeakuinHy cymiw Harpisarm npu 150°C B
MIKPOXBUMbOBOMY anaparti NpoTAroM 3 XBWMWH i MOTIM KOHLEHTpyBanu. 3anuLiok ouvwany npenapatneHoo BEPX.
OpepxxyBamm NpodyKT 3 MorekynspHoto Macoro 416,55 (C24H24N40S); MC (ESI): 417 (M+H+).

Mpuknag 292

[4-(3-OunmeTnnamito niponigmH-1-in)deHin]amig 5-(4-pTopdeHin)nipnamH-2-kapboHOBOI KUCIOTU
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Cnoci6 O-a

[4-(3-OnmeTnnamiHo niponignH-1-in)deHin]amig 5-xnopnipuanH-2-kap6oHoBoi kucnotu (100Mr), po3unHeHun B
Tonyoni, 3miwyBamm 3 4-dpTopdeHinbopoHoBoto kucrnoToto (81mr), POPD (15mr) i kapboHatom uesito (2M Boay;
0,5vn). PeakuinHy cymiw HarpiBanu npu 150°C B MikpoxBunboBoMy anapati mpoTtaroMm 10 XBWIMH | MOTIM
KOHUEeHTpyBanu. 3ammLiok ounwanm npenapatusHoio BEPX. OgepxyBanm npoaykT 3 MofekynspHoto macoto 404,49
(C24H25FN40); MC (ESI): 405 (M+H+).



[4-(3-OunmeTnnamino niponignH-1-in)deHin]amig 5-xnopnipnanH-2-kapboHOBOT KMCNOTH

[1-(4-AmiHodeHin)niponiguH-3-injgumeTvnamin niggasanu B3aemogii 3 5-xrnopnipnanH-2-kapboHOBOK KUCIIOTO
3rigHo 3i cnocobom E. OgepxyBanv MpoayKT 3 monekynspHoto macot 344,85 (C18H21CIN4O); MC (ESI): 345
(M+H+).

Mpuknag 293

[4-(3-OunmeTnnamito niponigmH-1-in)deHin]amig 5-(4-pTopdeHin)nipnamH-2-kapboHOBOI KUCIOTU

2
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[4-(3-OunmeTnnamito niponigmH-1-in)deHin]amig 5-xnopnipnanH-2-kapboHOBOI KUCMOTH nigAaBanv B3aemogii 3 4-
MeTUndeHINbopOHOBOIO KUCIOTOK 3rigHo 3i cnocobom O-a. OgepxKyBanu MPOAYKT 3 MonekynspHot macow 400,53
(C25H28N40); MC (ESI): 401 (M+H+).

Mpuknag 294

[4-(3-OunmeTunaminoniponigmH-1-in)denin]amig 1-6eH3oncynsdoHinnine puanH-4-kapboHOBOI KUCIOTU
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[4-(3-OunmeTunaminoniponigmH-1-in)denin]amig ninepnanH-4-kapboHoBoi  kucnotv (70Mr), posuvHeHwun B N-
meTunniponigoHi (2mn), 3miwysBanu 3 kapboHatoM kanito (45mr) i 6eH3oncynbgoHinxnopmgom (35mr). Yepes 12
rogvH cymiw inbTpyBamm i inbTpaTt ounwanm npenapatmesHoio BEPX. OpepxyBany npoaykT 3 MOMEKyIsipHO
macoto 456,61 (C24H32N403S); MC (ESI): 457 (M+H+).

Mpuknag 295

[4-(3-OunmeTunamiHo niponignH-1-in)deHin]amig 1-(4-pTopbeHsoncynbdoHin)-ninepuanH-4-kapboHOBOT KMCNOTU
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[4-(3-OunmeTunaminoniponigmH-1-in)denin]amig ninepnanH-4-kapboHoBoi  kucnotv (70Mr), posuvHeHwun B N-
MeTUnniponMaoHi (2mn), 3amiwysany 3 kapboHaTtom kanito (45mr) i 4-pTopbeHsoncynedoHinxnopugom (40mr). Yepes
12 roguH cymiw ginbTpyBamm i dinbTpat ounwanu npenapatueHoo BEPX. OgepxyBanu npoaykT 3 MOEKySpHO
macoto 474,60 (C24H31FN4O3S); MC (ESI): 475 (M+H+).

Mpuknag 296

[4-(3-OunmeTnnamitoniponigmH-1-in)denin]amig 1-(6yTan-1-cynbdoHin)-ninepuanH-4-kap6oHOBOI KUCIOTU
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[4-(3-OumeTunaminoniponigmH-1-in)denin]amig ninepnanH-4-kapboHoBoi  kucnotv (70Mr), posuvHeHwn B N-
MeTUnniponmMaoHi (2mn), 3miwyBanu 3 kapboHaTtom kamito (45mr) i BymmncynbdoHinxnopugom (30mr). Yepes 12
rogvH cymiw ginbTpyBamm i inbTpaTt ounwanm npenapatmeHoio BEPX. OpepxyBany npoaykT 3 MONEKYIsipHO
macoto 436,62 (C22H36N403S); MC (ESI): 437 (M+H+).

Mpuknag 297

[4-(3-OunmeTnnamino niponigmH-1-in)denin]amig 5-(4-6yTokcudeHine TuHiN)-gpypaH-2-kapboHOBOI KMCOTU
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Cnocib J-a

[4-(3-OunmeTnnamiHo niponignH-1-in)ydeHin]amig 5-6pomdypaH-2-kapboHOBOI KMCIOTU (75Mr) pO34MHANK pa3oMm 3
1-6yTokcu-4-eTnHinbeHsonom (35mr) B N,N-gumetnndpopmamiai (1mn) i, B aTMocdepi aproHy, Aogasanu Kpannsamu
po cycnensii Pd(tBusP).Cl> (4mr), nogmay wmigi (I) (75wmr) i N,N-giisonponinamiHy (20mr) B 6e3BogHOMY
TeTparigpodypaHi (3mn). Cymilw nepemiwyBany npu KiIMHaTHIN TemnepaTypi npoTtsarom 8 roauH. PeakuiiHy cymil
(inbTpyBanu yYepes inbTpyBanbHUA LUNPUL, KOHLEHTPYBanM i HEOYULIEHU MPOAYKT Ooyuvlianu npenapaTMBHO
BEPX. OgepxxyBanu npoaykT 3 monekynspHot macot 471,6 (C29H33N303); MC (ESI): 472 (M+H+) y Burnsaai
rigpoTpudTopaueTary.

Mpuknag 298

6-byTokcun-N-[4-(3-aumeTnnamiHoniponiguH-1-in)deHin]HikoTnHamig
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Cnoci6 H-a

PosuunH 0,1r rigpokcmgy kanito B8 1mn AMCO nepemiwyBamm npu KiMmHaTHIA TemnepaTypi npotarom 10 XBUMWH i
notim pogasamm 0,1r N-[4-(3-aumeTunamiHoniponignH-1-in)deHin]-6-rigpokcuHikoTHamigy. PeakuinHnin po3uduH
nepemiwysanu npoTtaroMm 10 xsunuH i noTim gogasanu 0,084r 1-6pombyTaHy. Cymilwl nepemillyBanmm npu KiMHaTHIN
TeMmnepatypi npotarom Hodi. [licna gogaBaHHsA BoAu | eTurnaueTtaTy BOAHY a3y ekcTparyBanu Tpu pasu
etvnauetaTom. OG'egHaHi opraHiuHi hasu cywmmm Hag cynbdaToM HaTpilo, KOHLEHTPYBanm y BakyyMi i oumLanm
npenapatueHoto BEPX. OgepxyBamm npogykt 3 MornekynsipHoo macot 382,24 (C22H30N402); MC (ESI): 383
(M+H+) y Burnsagi rigpotpudtopaueTary.

Mpuknag 299

6-Lukno npotnmeTtoken-N-[4-(3-gumeTvnamiHo niponigmt-1-in)deHin]-HikoTuHamig
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(BpoMmeTun)uMKIonNpomnaH nigaasanu B3aeMofil 3 N-[4-(3-aumeTvnamiHo niponiguH-1-in)deHin]-6-
rigpOKCUMHIKOTMHaMigoM 3rigHo 3i crmocobom H-a. OpgepyBanum npodykT 3 MorekynspHowo Macot 380,22
(C22H28N402); MC (ESI): 381 (M+H+) y Burnsigi rigpotpudtopaueTary.

Mpuknag 300

N-[4-(3-OumeTunamiHo niponiguH-1-in)deHin]-6-iz3o0yToKCHHIKOTUHaMIA

Ao

1-Bpom-2-meTunnponaH nigaasanm B3aemogil 3 N-[4-(3-AumeTunamiHo niponignH-1-in)deHin]-6-
rigpOKCUMHIKOTMHaMigoM 3rigHo 3i crmocobom H-a. OpgepyBanum npodykT 3 MofekynspHowo Macow 382,24
(C22H30N402); MC (ESI): 383 (M+H+) y Burnsigi rigpotpudgtopaueTary.

Mpuknag 301

N-[4-(3-OumeTunamiHo niponignH-1-in)deHin]-6-(4-pTopdeHokcn)HikoTMHaMIA

o OQKN@QN/

49vr kapboHaTy Kamito pgogasanu Ao posuuHy 0,041r  6-xmop-N-[4-(3-gumeTunamiHoniponignH-1-
in)dpeHinjHikoTHamigy i 4-ptopderHony (30mr) B 0,8mn OM®PA i peakuinHy cymiw HarpiBanu npu 140°C B
MiKpoxsunboBomy anapari npotarom 90 xsunuH. licna gogasaHHA BoAW | eTunaueTaTy BoAHY dhasy ekcTparysanu
Tpu pasun etunauetatoM. O6'egHaHi opraHivHi as3n cywmmm Hag cynbdaroM HaTpilo, KOHLEHTpyBamm y BakyyMi i
ounwanu npenapatmsHoto BEPX. OgepxyBamm npofykt 3 , monekynspHoto macot 420,2 (C24H25FN402); MC
(ESI): 421 (M+H+) y Burnagi rigpotpudtopadeTary.

6-Xnop-N-[4-(3-gumeTunamiHo niponiguH-1-in)deHinHikoTHamig

6-XMOpHIKOTMHOBY KUCIOTY MigdaBarmm B3aemogii 3 [1-(4-amiHodbeHin)niponigunH-3-injauMmeTMnaMmiHom 3rigHo 3i
crnocobom E-b. OpgepxxyBanu npofdykt 3 MonekynspHoto macot 344,14 (C18H21CIN40); MC (ESI): 345 (M+H+) y
BUrNAAi rigpoTpudTopaueTary.

HacTynHi cnonykv npuknazis ogepKyBanm aHarnoriYyHMm crnocobom:



Iﬁp. Ne CrpykTypa Monexkynapaa | Monekynapua | M+H+

popmyna Maca
302 Of" 4 C24H26N402 402,21 403

303 C24H25CIN4O2 436,17 437
A0

304 m S O\ C25H28N402 416,22 417
N

Mpuknag 305
N-[4-(3-OumeTnnamiHo niponiguH-1-in)deHin]-2-dpTop-4-heHokcndeHzamia

SReEia el

MopowwkonofibHi monekynapHi cuta (4A), 0,01r auetaty migi i 0,02r 6eHsamigy N-[4-(3-gumeTunamiHo niponiamH-
1-in)cpeHin]-2-dpTOp-4-60pOHOBOI  KMCMOTM AodaBarm Ao po3udmHy 0,008r deHony B 0,5mMn mMetunenxnopwgy i
nepemiwysanu npu 40°C npoTarom 24 roguH. PO34vHHUK MOTIM BMaANSnM y Bakyymi, 3anMLLIOK NOTrIMHANM CyMiLULLIO
BofaleTunaueTar i BogHy a3y ekcTparyBanu Tpu pasu etunauetatom. O6'egHaHi opraHivHi dasu cywmnm Hag
CcynbaTtoM HaTpito, KOHLUEHTpyBarM Yy BakyyMi i ouvwanu npenapatvBHoo BEPX. OpepxyBanmm npogykt 3
MornekynspHoto macoto 419,2 (C25H26FN302); MC (ESI): 420 (M+H+) y Burnagi rigppotpudTopaveTary.

Benzamig N-[4-(3-aumeTunamiHoniponiguH-1-in)deHin]-2-pTop-4-60poHOBOI KUCOTU

4-Kapbokcu-3-dpTopdeHinbopoHoBy  kncrnoty  miggasamm  B3aemogii 3 [1-(4-amiHodbeHin)niponignH-3-
injaumeTunamiHoMm 3rigHo  3i crnocobom E-b. OpepxyBanM npodykT 3 MOreKynspHoi Macot 371,18
(C19H23BFN303); MC (ESI): 372 (M+H+) y Burnagi rigpotpudtopaueTary.

Mpuknag 306

[4-(3-OnmeTunamiHo niponiamH-1-in)deninjamia 4-(3-uiaHodeHin)-3,6-gurinpo-2H-nipuanH-1-kapOoHOBOI KMCIOTU

/ N_{‘_@_”CLN,
o |

[4-(3-OnmeTunamitoniponigmy-1-in)denin]amig  4-(4,4,5,5-tetpametnn[1,3,2]-giokcaboponaH-2-in)-3,6-gurigpo-
2H-nipnguH-1-kapboHoBOi  kucnoTu nigoaBammM B3aemofii 3 3-OpombGeHsoHiTpuriom 3rigHo  3i cnocobom O-a.
OpepxxyBamm NnpodyKT 3 MorekynspHoto Macoto 415,54 (C25H29N50); MC (ESI): 416 (M+H+).

[4-(3-OvmeTunamiHoniponignH-1-in)deninjamia  4-(4,4,5,5-teTpameTun-[1,3,2]-giokcaboponan-2-in)-3,6-gurigpo-
2H-nipmnauH-1-kapboHOBOI KMCIOTU

4-(4,4,55-TetpameTun[1,3,2]giokcaboponax-2-in)-1,2,3,6-TeTparigponipyagvH  niggasann B3aemogii 3  [1-(4-
amiHodpeHin)niponiguH-3-injgumeTunaMmiHoM 3rigHo 3i cnocobom A. OgepkyBanu nNpoayKT 3 MOMEKYISPHOK Maco
440,40 (C24H37BN403); MC(ESI):441(M+H+)

Mpuknag 307

[4-(3-OunmeTnnamino niponigmH-1-in)deHin]amig 4-(2-uiaHodeHin)-3,6-auriapo-2H-nipnanH-1-kapboHOBOI KMCHOTH

“ooma,

[4-(3-OnmeTunamiHoniponignH-1-in)deninjamia  4-(4,4,5,5-teTpameTun-[1,3,2]-giokcaboponan-2-in)-3,6-gurigpo-
2H-nipnguH-1-kapboHoBOi  kUcnoTu nigaaBammM B3aemofii 3 2-OpombGeH3oHiTpuriom 3rigHo  3i cnocobom O-a.
OpepxxyBamm NpodyKT 3 MorekynspHoto Macoto 415,54 (C25H29N50); MC (ESI): 416 (M+H+).

Mpuknag 308

[4-(3-AnmeTunamiHo niponiguH-1-in)deHinjamia

—

Y



4-(3-meTuncynedanindeHin)-3,6-gurigpo-2H-nipnanH-1-kapboHOBOI KMCMOTH

fagasqtace

[4-(3-OnmeTnnamiHo niponigmH- 1-|n)cbeH|n]aM|,u, 4-(4,4,5,5-tetpameTnn-[1,3,2]-aiokcaboponaH-2-in)-3,6-gurigpo-
2H-nipnauH-1-kapboHOBOI KMCMOTU MigaaBanm B3aemogii 3 3-6pomTioanizonom 3rigHo 3i cnocobom O-a. OgepxyBanm
NpoAyKT 3 MoNeKynspHoto macoto 436,62 (C25H32N40S); MC (ESI): 437 (M+H+)

Mpuknag 309

4- (5-Xnopn|pw:w|H-2 inokcun)-N-[4-(3-gumeTnnamiHoniponigux-1-in)deHin]-6eHsamig

ST T-0-a

0,143r  kapGoHaty Kanito ,u,o,ananvl Ao po3umHy  0,19r  4-[4-(3-gumeTvnamiHoniponignH-1-
in)ipeHinkapbamoin]deninauetaty B 2mn AM®A i ogepxaHuin po3unH Harpisanm npyu 130°C B MiKpOXBUIbOBOMY
anaparti npotarom 15 xBurMH. Po3unH MoTiM 3MillyBamm 3 BOAOK | eTunaueTtatoM, BOAHY dasy cyLmnnm
3aMOPOXYBaHHAM i 3aNMMLLOK BMKOPUCTanM Ha HacTyrMHIiv cTagii 6e3 4oOaTKOBOMO OUULLEHHS.

Cnocié R

Po3zunH 0,05r N-[4-(3-gumetnnamiHoniponiguh-1-in)dpeninl-4-rinpokcn-6ensamigy, 0,017r 2,5-guxrnopnipuguHy i
0,064r kapboHaTty kanito B 0,8mn OM®A Harpisanu npu 230°C B MikpoxBunboBoMy anapaTti npoTaroM 30 XBUMMH.
OpepxaHuii po3ynH dinbTpyBanu i oumwanu npenapatmesHoto BEPX. OgepxyBanm NpoayKT 3 MOMEKYISIPHOK Macoto
436,17 (C24H25CIN40O2); MC (ESI): 437 (M+H+) y Burnsai rigpotpudtopaueTary.

4-[4-(3-OnmeTnnamiHoniponiamH-1-in)deHinkapbamoin] deHin aueTtat

4-AueToKkCcMBEH30MHY KUCMOTY migdaBamm B3aemogii 3 [1-(4-amiHodeHin)-niponigmH-3-injammeTnnamiHoM 3rigHo
3i cnocobom E-b. OgepxyBanu npoaykT 3 morekynspHoto macot 367,19 (C21H25N303); MC (ESI): 368 (M+H+) y
BUrNAAi rigpoTpudTopaueTary.

Mpwvknag 310

N-[4-(3-OumeTnnamiHoniponiguH-1-in)deHin]-4-(5-bTopnipuanH-2-inokcu)-6eHsamig

OO

2-Xnop-5-hTopnipuanH nigaasamm B3aemogil 3 N-[4-(3-gumeTunamiHo niponiguH-1-in)deHin]-4-
rigpokcnbeHsamigom 3rigHo 3i cnocobom R. OgepxxyBamm MpoaykT 3 MonekynspHoto macoto 420,2 (C24H25FN402);
MC (ESI): 421 (M+H+) y Burnsgi rigpotpudTopaveTary.

Mpuknag 311

4- (6-Xnopn|pw:MH -3-inokcu)-N-[4-(3-aumeTmnamiHo niponigunH-1-in)deHin]-6eH3amig

ITOW}&

ofepxaHun y Burnagi nobivyHoro npo,quTy peakuii y npuknagi 310. B pesynbTati ogepxysanuM npoaykT 3
MornekynspHoto macoto 436,95 (C24H25CIN40O2); MC (ESI): 437 (M+H+) y Burnagi rigpotpudtopaveTary.

Mpuknag 312

[4-3 D,mmeTmnaMiHoniponip,MH 1-in)dpenin]amig 5-xnop-3',6'-aurigpo-2'H-[2,4'16inipnamHin-1'-kapboHoBOi KMCIoTH

OO OO

[1-(4-AmiHodeHin)niponigmH-3- IJ'I],D,VIMeTI/IJ'IaMIH (32mr) i kapboHingiimigazon (27,1Mr) po34nHsNM B aLeTOHITpUIIi
(1,5mn) i cymiw nepemiwysanu npoTaroMm 3 rogvH. [lo po3unHy 5-xnop-1',2",3',6'-teTparigpo(2,4'16inipuanHy (40,7wmr)
B TI® (1mn) B xmopodopmi (0,5vmn) pogasanu TpueTunamiH (63,4mkn). Yepes 15 xBunmmH cymiw gogasBanu
KpannsamMu 4o NepLUoro po3ymHy i nepemillyBanm npoTaroM Houi. CyMill KOHLEHTPYBanw i 3anvLwoK pO3noainany Mix
anxrnopmeTaHoM i Bogoto. OpraHiyHy a3y cywmnu Hag cynbdgatoMm HaTpito, inbTpyBanu i KOHLEHTpyBanw.
JoMilKkn nepBUHHOTO i/abo BTOPMHHOTO amiHy BMOANANM PO3YMHEHHAM 3anuwKy B AuxnopmeTadi (1,5mn) i
[OOaBaHHAM  OJepXaHoro po3yuHy [0 CYyCrneHsii, LWo rnepeMillyeTbcs, MoB'A3aHoro 3 roniMepom r-
TonyoncynedoHinxnopugy (0,5r) B auxrnopmetaHi (6mn) i TpueTtunamini (128wmkn). Yepes 3 roguHm cmony
BiAdINbTpOBYBarM i nNpommBanM fekinbka pasis guxiopmeTaHoM. OG'egHaHi opraHivHi a3y KOHUEeHTpyBanu.
3anuwok ounwamm xpomarorpadieto (cunikarenb, pyxoma asa: etunauertat/guxrnopmertaH (5%), amiak (7H B
meTaHoni, 2%), noTim eTunaueTat/guxnopmeTaH (5%), amiak (7H B meTaHoni, 3%)). OgepxyBanuM MPOAYKT 3
MorekynspHoto macoto 425,97 (C23H28CIN50); MC (ESI): 426 (M+H+).

5-Xnop-1',2",3' 6'-TeTparigpo[2,4'16inipuguH

PosunH TpeT-6yTnn-5-xnop-3',6'-aurinpo-2'H-[2,4'16inipuanH-1'-kapbokeunaty  (50mr) B xnopodpopmi (2,4mr)
3MilWwyBanu 3 xrnopuctum BogHem (4H B giokcaHi; 0,8mn) i yepe3 13 roguH cymiw koHUueHTpyBanu. OgepxyBanm



npoaykT 3 MonekynspHoto macoto 194,67 (C10H11CIN2); MC (ESI): 195 (M+H+).

TpeT-bymn-5-xnop-3',6'-gurigpo-2'H-[2,4'16inipnamH-1'-kapbamat

Po3zunH 2-6pom-5-xrnopnipugmHy (131mr) B OM®PA (gerasosanHun asotom; 4,5mn) gogasanu OO CyMilli TpeT-
6ytun-4-(4,4,5,5-tetpameTun[1,3,2]giokcaboponaHn-2-in)-3,6-aurigpo-2H-nipnamH-1-kapbamaty [Eastwood, Paul R,
TeTpahedron Lett, 41, 19, 2000, 3705-3708]; 200wmr), kapboHaty kanito (0,265r) i Pd(dppf)Cl> (50mr). Cymiw
HarpiBarm npu 80°C npoTtsarom 8 roauH. lMicnsi oxonog)yBaHHA CyMill po36aBnsnu AMXIIOPMEeTaHOM i MpoMuBanm
po34nHOM KapboHaTy Hatpito i Bogow. OpraHidyHy a3y cywmnu Hag cynbdatom HaTpito, dinbTpyBamm i
KOHUeHTpyBanu. 3armwok ouuwamm xpomartorpadpieto  (cunikarenb, pyxoma asa: renrad/eTunauerar
(2%)/auxnopmeTtaH (5%), noTim rentan/eTunaueTat (5% )/auxnopmetaH (5%)).

Mpwvknag 313

[4-(3-OunmeTnnamito niponigmH-1-in)deHin]amig 5-(2-amiHo-4-meTundeHin)-dypaH-2-kapboHOBOT KUCIIOTU

5 ¢<0mQL
.

(<]
[4-(3-OunmeTnnamito niponigmH-1-in)deHin]amig 5-(2-HiTpo-4-MeTUndeHin)-dpypaH-2-kapboHOBOI KUCIOTH
niggasanu rigpyBaHHiO 3rigHO 3i crocobom B. OpepxyBanmyv npogykT 3 MoOrekynspHoo Macow 404,22
(C24H28N402); MC (ESI): 405 (M+H+).

Mpuknag 314
[4-(3-OunmeTunamiHo niponignH-1-in)deHin]amig 5-(2-aueTmnamiHo-4-meTun-geHin)dypaH-2-kapboHOBOI KUCIOTH

8, ¢~
0O, N | Y. N
T 0 !
[4-(3-OnmeTnnamito niponigmH-1-in)deHin]amig 5-(2-amiHo-4-meTundeHin)-pypaH-2-kapboHoBoi KUCIOTH
niggasanu B3aemMogii 3 aueTunxsiopugom 3rigHo 3i cnocobom Q. OgepyBanu MPOAYKT 3 MOJEKYNSPHOK Macoto
446,23 (C26H30N403); MC (ESI): 447 (M+H+).

N -
!

Mpwvknag 315
[4-(3-OunmeTnnamito niponigmH-1-in)deHin]amig 5-(2-i306yTnpunamiHo-4-meTun-deHin)dpypaH-2-kapboHoBoiT
KMCnoTH
e vast
=] N -
Y 3 1'_«1
[4-(3-OunmeTnnamito niponigmH-1-in)deHin]amig 5-(2-amiHo-4-meTundeHin)-pypaH-2-kapboHoBoi KUCIOTH

niggasanu B3aemogii 3 i300yTMpunxnopuaoM 3rigHo 3i cnocobom Q. OgepKyBanu NpoaykT 3 MONEeKyISPHOK Macoko
474,26 (C28H34N403); MC (ESI): 475 (M+H+).

Mpwvknan 316

[4-(3-OunmeTnnamito niponigmH-1-in)deHin]lveTnnamig 5'-Xnop-3,4,5,6-teTparigpo-2H-[1,2']6inipnanHin-4-
KapbOHOBOI KMCMOTU

°'-QO_‘«;_@—~Q\ v

[4-(3-OumeTunamiHoniponigmH-1-in)deHinlvetTnnamia  ninepuguH-4-kapboHoBoi  kucnotm  (44,4mr) i 2,5-
avixnopnipuanH (60mr) Harpianu npu 160°C npoTtarom 15 xsunuH. Jogasanm o-keunon (0,5mn) i HarpiBaHHA npwm
160°C npoposxyBamm npoTaroM 2 roguH. OXonomKeHy HeouMLLeHy Cymill ounwani xpomartorpadieto (cunikaress,
enoeHT: eTunaueTtat/amiak (7H B MeTaHoni)). OpepxyBanu nNpoAykT 3 MOIeKynapHoto macoto 442,01
(C24H32CIN50); MC (ESI): 442 (M+H+).

[4-(3-OnmeTnnamito niponigmH-1-in)deHin]lMeTnnamig ninepunanH-4-kapboHOBOI KUCHOTH

TpeT-bymn-4-{[4-(3-aumeTunamiHoniponiguH-1-in)deHinimemnkapbamoin}-ninepmgnH-1-kapbokcunat
06pobnsnm TprudTOopoLTOBOIO KUCIOTOK 3rigHO 3i cnocobom G. OpepxyBany MPOAYKT 3 MOIEKYNSPHOI Macoto
330,48 (C19H30N40); MC (ESI): 331 (M+H+).

[4-(3-OumeTunamiHoniponigmnH-1-in)deHin]amia ninepuanH-4-kapboHOBOI  KMCMOTM  MOXe OyTn  ogepxaHun
aHarnoriyHMm crnocobom.

TpeT-bymn-4-{[4-(3-ammeTnnamiHoniponiguH-1-in)deHinlmemnkapbamoin}-ninepmgnH-1-kapbokcunat

Po3unH N-Boc-ninepuanH-4-kap6oHoBoi kucrotv (550mr) i nipuamH (0,47mn) B guxnopmeTani (15mn) amiwysanu
3 TioHinxmopugom  (0,21mn) i uepe3 30 xBunMH JojaBarM  KpaniaMu  po3vuH  gumeTvn[1-(4-
meTunamiHodeHin)niponiguH-3-injJaminy (0,5r), Tpuetunaminy (1,17mn), DMAP (0,44r) i guxnopmeTaHy (10mn).
Yepes 16 rogmH cymiw po3basnsanm guxXsiopMeTaHoM, MPOMMBanu BOAOK i HACUYEHUM PO3YMHOM COSi, CYLUMNN Hag
cynbaTtom HaTpito i KOHLEeHTpyBanu. 3anuLwok o4nLany xpomartorpadieto (cunikarenb, efnoeHT: eTunaueTat/amiak
(71 B MmeTaHomMi)). OgepyBanu NpoAyKT 3 MonekynsipHoto macoto 430,60 (C24H38N403); MC (ESI): 431 (M+H+).

TpeT-bymn-4-{[4-(3-aumeTunamiHoniponiguH-1-in)deHinlkapbamoinininepugnH-1-kapbokeunat  moxe  6ytn
OZlepXXaHuiA aHarnoriyHMMm crnoco6om.

HacTynHi cnonykv npuknazis ogepKyBanm aHarnoriYyHMm crnocobom:



[Ip. N Crpykrypa Moaekymipaa | Monexynspra | M+H+
dopmyna Maca

317 oY CISH30CINGO | 46603 | 466
Q\‘;, H}Q'r"
318 CO_,{' Co4H30CINSO3 | 47195 | 472

319 "‘Q‘@"{ C24H30FN503 455 54 456
asatetsy
|

Mpwvknag 320
[4-(3-OunmeTunamino niponignH-1-in)denin]amig 3,4,5,6-tetparigpo-2H-[1,2']-, 6inipuauHin-4-kapboHOBOI KMCHOTH

QOJ{'OO\?’

[4-(3-OunmeTnnamito niponigmH-1-in)deHin]amig ninepuanH-4-kapboHoBoi kucnom (30mr) i 2-xnopnipuguH (90mr)
HarpiBarm nmpu 160°C npoTarom 2 roguH. Jogasamm 2-xmopnipuguH (0,2mn) i cymiw 3HoB Harpisamm npu 160°C
npotdarom 4 roauH. OXOrnopKeHy HeouuweHy Cymill ouvwanmm xpomatorpadieto  (curikarenb, ertoeHT:
eTvnaueTtat/amiak (3H B MeTaHoni)). OgepxyBamm MPOAYKT 3 morekynspHoto macot 393,54 (C23H31N50); MC
(ESI): 394 (M+H+).

HacTynHi cnonykv npuknazis ogepKyBanm aHarnoriYyHMm crnocobom:

Monexynspna lM
¢dopmyna

[o]
321 |, O_( C25H32CIN503 486,02 486
O
|
322 |, _Q_O_{ C24H30FN503 469,56 470
o O

!

[Ip. Ne Crpykrypa onekynsapHa maca M+H+

Mpwvknan 323
[4-(3-OumeTunamiHoniponignH-1-in)deninjamig  5'-xnop-3,4,5,6-tetparigpo-2H-[1,2']6inipnaunHin-4-kapboHosoi
KMCInoTH

ArOfo-a,

[4-(3-OunmeTunamiHoniponignH-1-in)deHin]amia ninepuanH-4-kapboHoBoi kucrotn (30mr), 2,5-guxnopnipuanH
(30mr) i TpMby™MNamin (0,2mn) Harpisamm npu 160°C nMpoTsArom 2 roguH.

OxonompKeHy HeouuLeHy CyMill MpOMMBanM renTaHoM i ouuwanu xpomarorpadieto (cumikarenb, enoeHT:
eTvnaueTtat/amiak (3H B meTaHoni)). OgepxyBamm MPOAYKT 3 MoreKynspHoto macoto 427,98 (C23H30CIN50); MC
(ESI): 428 (M+H+).

Mpuknag 324

[4-(3-OunmeTnnaminoniponigmH-1-in)denin]amig 1-(4-xnop-2-uiaHodeHin)-ninepuanH-4-kap6oHOBOI KUCIOTU



c.q\@{@—ar

[4-(3-OunmeTunamitoniponigmH-1-in)deHin]amig ninepuanH-4-kapboHOBOI KMCMOTW niggaBanu B3aemogii 3 2,5-
Anxnop6eHs3oHITpunom, sik onucaHo y npuknagi 323. OpepxyBamm NpodykT 3 MornekynspHoi macot 452,00
(C25H30CIN50); MC (ESI): 452 (M+H+).

Mpuknag 325

[4-(3-OumeTunamiHoniponignH-1-in)deHinlvetnnamig  1-(2-aueTmnnamiHo-4-xnopdeHrin)ninepnanH-4-kapboHoBoT
KMCInoTH

a%@%;@»o\r

Managin Ha Byrneui (10%; 10mMr) gogasanu go po3uunHy [4-(3-gumeTunamiHo niponigunH-1-in)deHinivetnnamigy
1-(4-xnop-2-HiTpodeHin)ninepmanH-4-kapb6oHoBoi knucrnotm (50Mr) B kpwpkaHin ouToBi kucnoTi (5mn). OgepxaHui
pOo34uH nNepemiwyBanmm B atMmocdepi BogHto (1 6ap) i gogasanu ouToBui aHrigpug (14mkn). Yepes roguHy nogasamm
We ouToBuM aHrigpug (6mMkn) i cymiw nepemiwysanu npotarom 15 xeBunuH. CycneHsito dinbTpyBamm i dinbTpart
KOHUEeHTpyBanu. 3anvLoK ouunwanm xpomartorpadicto (curikarenb, entoeHT: eTunaueTtat/amiak (7H B mMeTaHori)).
OpepxxyBanu NpodyKT 3 MorekynsapHoto Macoto 498,07 (C27H36CIN502); MC (ESI): 498 (M+H+).

HacTynHi cnonykv npyknazis ogepKyBanm aHarnoriYyHMm crnocobom:

[Ip. Ny Crpykrypa MonekynapHa | Monekynapaa | M+H+

dopmyna Maca

326 _Q_ O{*—@' C27H36FN502 481,62 482
; X,
' / I

327 O_,(" C26H34CIN502 484,05 484
8’ OOy
328 O_{ C26H34FN503 467,59 468
F-% —@—O\N P
|

Mpuknag 329
(R)-N-[4-(3 ﬂVIMeTMJ'IaMIHOI'IIpOJ'II,D,VIH 1-in)dpeHin]-2-(4-deHinninepuanH-1-in)auetamig

S lena

KapboHat wuesito (100mr) i 4-cdoeHinninepyguH (48mr) pgopmaBarm  go  po3uunHy  (R)-2-xmnop-N-[4-(3-
OvmetunamiHo niponigun-1-in)deninjauetamigy (80mr) B aueTtoHitpuni (5mn) i AM®A (1mn) i cymiw ButTpumyBamm
npn 65°C npotarom 12 roguH. Cymiw 3BinMbHANWM Big neTkMX dpakuii i 3anuwok posrnoginanyM MKk BOAOK i
avxnopmeTaHom. OpraHiyHy dasy cywmnu Hag cynbdatom Hatpito, inbTpyBanM i KOHUEHTpyBamM. 3ammiiok
ounwanu xpomatorpadieto (cunikarenb, enoeHT: meTaHor/auxnopmMeTaH). OgepxyBanv NpoaykT 3 MOMEKYSPHO0
macoto 406,58 (C25H34N40); MC (ESI): 407 (M+H+).

ArnbTepHaTVBHO, MOXHa BUKOpUCTaTK kapboHat Kanito abo mipuguH SK AOMOMDKHI OCHOBMW, BUKOpPUCTaTW NOAMA
Kanito Sk kaTtanisaTop abo 3gincHioBaTy peakdito npu 150°C B MikpoXBUMbOBOMY anapari.

(R)-2-Xnop-N-[4-(3-gumeTnnamiHoniponiauH-1-in)deHinjauetamis

Tpuetvnamin (2,03r) popgaBarm [o po3uuHy (R)-[1-(4-amiHodeHin)niponiamH-3-injaumeTunaminy (3,15r) B
avnxnopmeTani (120mn) i noTim gogaBany Kpannsamu xnopaueTtunxnopug (2,26r). Yepes 3 rogmHu cymill po3baensnm
AVXIIOpMEeTaHOM i NPOMMBANM BOSOK i HACUYEHUM COJMbOBMM po3unHOM. OpraHivyHy dasdy cywmnm Hag cyrnbdaromM
HaTpito, inbTpyBann | KOHUeHTpyBanW. 3anuWoK ouuwanuM xpomarorpadieto  (cumikarernb, etoeHT:
meTaHon/anxnopmeTaH). OgepKyBanu npoAykT 3 MonekynspHoto macoto 281,79 (C14H20CIN3O); MC (ESI): 282
(M+H+).




AHarnoriyHum cnocobom ofepXKyBanm HaCTYMHI CNOSTyKu:
N-{4-[3-(aueTunmeTunamiHo)niponianH-1-in]deHin}-2-xnopaveTtamia,
2-xnop-N-[4-(3-aumeTmnamiHo niponigunH-1-in)deHinjauetamia,
(R)-2-xnop-N-[6-(3- AumeTnnamiHoniponigunH-1-in)nipuanH-3-injauetamia.
HacTynHi crnonyku npuknagis ogepxysanv cnocobom, aHanoriyHMM onmcaHomy y npuknagi 329:

ll'[ Morekyiaspea | Monexy/spHa
p. N Crpykrypa M+H+
| bopmyna Maca
330 % ,O’D C25H34N40 406,58 | 407
g
331 Wx C26H34N402 434,59 435
332 w@- C26H33CIN4O2 | 469,03 | 469
333 kj\ﬁo’} C27H30N403 458,57 459
QL
334 QO gum " | cosmaonsoz 431,54 432
Q
/
335 gy QW C25H28CINS02 465,99 466
Q
336 kﬁw C26H33N503 163,59 | 464
&
337 O\O\On\mm C25H33CIN40 441,02 441
338 0..\1(0’" ( C25H34N402 422,58 423
Ak
I | caansansoz 423,56 424

339 Qﬁg

Mpuknag 340
[6-(3-OunmeTunamino niponignH-1-in)nipugnH-3-injamig (R)-4-6eH3unninepuanH-1-kap60oHOBOT KUCOTU

QL

1L o



(R)-6-(3-AvmeTvnamiHo niponiamH-1-in)nipugun-3-inamiH gogasanu 0o po3yuHy kapbodingiimigazony (53wmr) B
OM®A (0.5mn) npu 0°C. Yepes 15 xBunuH gogasanm 4-6enHsunninepuauH (57wmr) i cymiw HarpiBarm npu 90°C
NPOTArom oAHiei roguHn. OXonomKeHy CyMmilll 3BiNbHAMM Big NeTkux dpakuin. 3anuLiok ovnLLiany xpomarorpadieto
(cvnikarenb, eneHT: MeTaHon/guxnopmeTaH). OpepxyBanmM MNPOAyKT 3  MornekynspHoio Mmacot 407,56
(C24H33N50); MC (ESI): 408 (M+H+).

HacTynHi cnonykv npuknazis ogepKyBanm aHarnoriYyHMm crnocobom:

MonekynapHa MonexyaapHa
[Ip. Ne Crpykrypa P P M+H+
bopMyna Maca

4
I\
>4 OYOWO C24H31N502 421,55 422

/
342 OVOJ\N,O"O.\ C24H33N50 407,56 408

343 Nf\)’kg C26H34K403 450,59 451

{O~(
344 ,A»LOI C25H31C1N402 455,00 455
S _
345 G,Q—\J@.OY C26H30N40 414,56 415

346 ,Q.\/ C24H39N50 413,61 414
Ve =
347 D.,( C26H37N50 435,62 436
LY
O~
Mpuknag 348

(R)-4-UnknonponinveTtokcn-N-[4-(3-gumeTrnamiHo niponiguH-1-in)-3-cp TopdeHin]oeH3amia

Oy
‘ﬂ@i X

(R)-4-BeH3aunokcu-N-[4-(3-gumeTnamiHo niponigun-1-in)-3-dptopdeHin]beHsamia niggasanm gebeH3unoyomMy
rigpyBaHHIO 3rigHo 3i cnocobom B. Opepxanuin (R)-N-[4-(3-aumeTvnamiHoniponignt-1-in)-3-ptopdeHrin-4-
rigpokcMbeHsamig niggaBanuv ankinyBaHHO 3a AOMOMOroK Uukronponinvetunbpomigy 3rigHo 3i cnocobom H.
OpepxxyBamm NnpodykT 3 MmorekynspHoto Macoto 397,50 (C23H28N302); MC (ESI): 398 - (M+H+).

HacTynHi npuknagu Takox ogepxysanu cnocobom H:



I1p. Ne Crpyxrypa Monekymuapia | Monekymipea | M+H+
dopmMyna Maca
349 C26H34FN302 439,58 440
350 C25H32FN303 441,55 442
351 C24H30FN302 411,52 | 412
Mpuknag 352

(R)-N-[4-(3-OnmeTnnamiHo niponignH-1-in)-3-dTopdeHin]-4-(nipnanH-2-inokcn)-6eHzamig,

RN

(R)-N-[4-(3-OnmeTnnamiHoniponignH-1-in)-3-dpTopdeHinl-4-rippokcubeHsamin  nigpgasanu  B3aemofdii 3 2-
xropnipuguHom 3rigHo 3i cnocobom R. OpepxxyBamm NpodykT 3 MonekynspHoto macoto 434,52 (C25H27N402);, MC
(ESI): 435 (M+H+).

Mpuknag 353-npuknag 507

PisHi niponiguHinaHiniHu nigaaBanv B3aemogii 3 pisHMMM amiHamu 3rigHo 3i cnocobom A. OpepxkaHi npoayKTu
npeacTaerneHi B Tabnuui 6.

Mpwuknag 508-npuknag 1130

Pi3Hi niponiguHinaxiniHi niggasamm B3aemogii 3 pisHMMM KMcroTamm 3rigHo 3i cnocobamu E. Ogepkani npoayktu
npeacTaBrneHi B Tabnuui 7.

Mpuknag 1131-npuknag 1232

Pi3Hi (reTepo)apunranoreHign niggasamm B3aemogii 3 pisaHUMM 60pOHOBUMM KMCroTamu 3rigHo 3i cnocobamu O.
OpepxaHi MpoaykT NpeAcTaBrieHi B Tabnuui 8.

Mpuknag 1233-npuknag 1237

PisHi apunranoreHigun niggasany B3aeMOAIl 3 pisHUMK aueTuneHamm 3rigHo 3i cnocobamu J. OgepkaHi npoayktu
npeacTaeneHi B Tabnuui 9.

Mpuknag 1238-npuknag 1403

Pi3Hi amiHoniponignHn i N-apunniponignHoHu niggasanv B3aeMogil 3 pisHUMK anbaerigamu, kKeToHamu i amiHamu
3rigHo 3i cnocobom N. OgepkaHi npoaykTn npeacTasneHi B Tabnmui 10.

Mpuknag 1404-npuknag 1423

Pi3Hi amiHoniponigvHu nigaaBanu BioHOBHOMY METUIYBaHHIO 3a AOMNOMOro hopManbaerigy 3rigHo 3i cnocobom
E. OgepxaHi npoaykTun npegcTasneHi B Tabnuui 11. Mpvknaa 1424-npuknag 1443

PisHi amigun nigoaBanu ankinyeaHHo 3rigHo 3i cnocobom F. OgepxkaHi npoaykti npeacTtaBneHi B Tabmmui 12.

Mpuvknag 1444-npuknag 1618

PisHi TpeT-0yTMnkapbamaTy niggaBanu po3LLEenneHHIo 3rigHo 3i cnocobom G. OgepkaHi NpoAyKTU NpefcTaBneHi
B Tabnmui 13.
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CvHTe3 niponiamHinaHiniHie, HeobXiaHMX SIK MPOMDKHI CMOMy KW

[1-(4-AmiHo-2-xropdeHin)niponiguH-3-injaume TnamiH

Cnoci6 C-a

3-OumeTtunamiHoniponignH (0,34r) nosinbHO godaBamm A0 pO3uunHy 2-xrop-1-dTop-4-HiTpobeHsony (0,52r) B
OM®A (5mn). Yepes 1 roguHy Ao peakuinHoi cymiwi gogasanu etunaueTaT (30mn) i cymiw exkctparysanu 3 10%
PO3YMHOM XJIOPUCTOBOAHEBOI KMCoTn (2x20mr). BogHy a3y npomusanu etunauertatom (2x20mn), 4OBOAUMM OO
pH>10 10% amiakom i ekcTparyBamm eTunaueTtatom. XKOBTWUIA PO3UMH CyLLMNM Hag CynbdaTtoM HaTpito, pinbTpyBamm
i KOHUEHTpPYBanM Ha POTOPHOMY BMMApPHMWKY. 3arMLLOK MOTIM PO3YMHANM B guxnopmetani (50mn), gogaBany LMHK
(10r) i moBinNbHO JoAaBanM KpamnnsaMu KpwpKaHy OUTOBY KUCMOTY (Smi) npu oxonogKyBaHHi Ha nmbody. CycneHsito
nepemiwysanu npotarom 15 xsunuH, dinsTpyBamm, npommsanu 3 10% po3ymHom amiaky (2x20Mr) i KOHUEHTpyBanu.
OpepxxyBanm NnpodykT 3 MmorekynsapHoto macoto 239,75 (C12H18CIN3); MC (ESI): 239 (M+H+), 240 (M+H+),

5-AMiHO-2-(3-gumeTunamiHoniponigmH-1-in)6eH3oHiTpun

OvmeTunamiHo niponignH o6pobnsanu 2-cbTop-5-HITPOOEH30HITPMIIOM | MOTIM BiAHOBMOBANM 3rigHO 3i cmocobom
C-a. OgepxxyBamm NpoAykT 3 MonekynspHoto macoto 230,32 (C13H18N4); MC (ESI): 231 (M+H+),

[1-(4-AmiHo-3-xropdeHin)niponiguH-3-in] AnMeTMnamiH

OvmeTunamiHo niponignH o6pobnamm 3-xmnop-1-dTop-4-HiTpobeH3o10M NOTIM BiAHOBMOBAMM 3rigHO 3i cnocobom
C-a. OgepxyBamm NpoaykT 3 MonekynspHoto macoto 239,75 (C12H18CIN3); MC (ESI): 239 (M+H+), 240 (M+H+),

[1-(4-AmiHo-3-MeTnndeHin)niponignH-3-injgumeTmnamin

OumeTtnnamiHoniponiauH obpobnsimm  4-cpTop-2-meTun-1-HiTpobeH3onom i MoTiM - BigHOBMOBanNKM 3rigHo  3i
crnocobom C-a. OgepxyBanv NpoaykT 3 MonekynspHoto macoto 219,33 (C13H21N3); MC (ESI): 220 (M+H+).

TpeT-bymn-(R)-[1-(4-amiHo-2-cbTOopdeHin)niponignH-3-injmetunkapbamat

Cnoci6 C-b

TpeT-Bymn-(R)-(+)niponiguH-3-inkapbamat (1,86r) nosinbHO gogasanu Ao cycrneHsii 3,4-audTopHiTpobeHsony
(1,59r) i kapbowHaty kanito (2,8r) B AM®PA (10mn). Yepes 10 xBunvH gogasanu etunauetat (50mnm) i cymiw
npomvBanm Bogoto (3x50mn) B pO3AinoBin Minui, cywmnu Hag cynbdatom HaTtpito, inbTpyBanu i KOHUEHTpyBanu.
3ammwok po3unHsaim B8 M®A (10mn) i gpopasanu rigpug Hatpito (0,48r). Yepes 15 xBunvH gogasany metuniooua
(1,41r) npu oxonomKyBaHHi nNbodom. Yepes 30 xBunvH gogasanu etunaueTaT (50mn) i cymiw nmpoMuBamm BoAoO
(3x50Mm) B pO3Ainosin ninui, cywmnm Hag cynbdartoM HaTpito, dinbTpyBamm i KoHUeHTpyBanu. [MoTiM pedoBuHy
06pobnisinm, sk onvcaHo Ans crnocoby B. OgepxyBamm npoaykT 3 monekynspHoto macor 309,39 (C16H24FN302);
MC (ESI): 310 (M+H+).

TpeT-Bbymn-(S)-[1-(4-amiHo-2-cbTopbeHin)niponigun-3-inMeTunkapbamat ogepxxysanv aHarnoriyHMm crnocoGom.

TpeT-Bymn-(R)-[1-(2-pTop-4-izonporunamiHodeHin)niponiguH-3-inj-meTunkapbamat

TpeT-Bymn-(R)-[1-(4-amiHo-2-cbTopdeHin)niponiguH-3-injmeTunkapbamaT niggaBanu ankiflyBaHHIO 3 aueTOHOM,
BMKOPWCTOBYIOUM SIK BIOHOBHWMK TpuaueTokcuboprigpmg, 3rigHo  3i cnocobom N. OpepxyBarnm npoaykT 3
mornekynspHoto macoto 351,47 (C19H30FN302); MC (ESI): 352 (M+H+).

TpeT-Bymn-(R)-[1-(2-pTop-4-umknobytunamiHodeHin)niponignH-3-in]-metunkapbamat

TpeT-Bymn-(R)-[1-(4-amiHo-2-cbTOopdeHin)niponignH-3-injmetunkapbamat nigaasanm ankinyBaHHO 3




LMKkoOyTaHOHOM, BUKOPUCTOBYKOYM SK BiOHOBHUK TpuaueTtokcmboprigpua, 3rigHo 3i cnocobom N. Opepxysamm
NPoAyKT 3 MonekynspHoto macoto 363,48 (C20H30FN302); MC (ESI): 364 (M+H+).

TpeT-Bymn-(R)-[1-(2-pTop-4-meTMnamiHodeHin)niponigmH-3-injmeTnnkapbamar

TpeT-Bymn-(R)-{1-[4-(6eH3unokcukapboHinveTunamiHo)-2-ptopdpeHin]-niponiguH-3-in}-metunkapbamat
06pobnisinm, sk onvcaHo Ans crnocoby B. OgepxyBamm npoAykT 3 MonekynspHot macow 323,41 (C17H26FN302);
MC (ESI): 324 (M+H+).

TpeT-bymn-(R)-{1-[4-(6eH3unokcukapboHinme TunamiHo )-2-cptopdpeHin]-niponiguH-3-immeTnnkapbamat

TpeT-Bymn-(R)-(+)-[1-(4-amiHo-2-cbTopdeHin)niponignH-3-injmetnkapbamar (0,93r) gogasanm go po3ymHy N-
(6eHsunnokcmkapboHinokeu)cykuuHimigy (2,49r) B guxnopmeTani (30mn). Yepes 12 rogvH cymiw npomuBanu BOAOHO
(2x30Mn), cywmmm Hag cynbdatom HaTpito, dinbTpyBany i KOHUEHTpyBamW. 3anuLLOK MepekpucTani3oByBanm 3
aueToHiTpuny. OgepKaHMM TakuM YMHOM NpoAykT po3uuHsarm B OM®A (10mn) i gogasanm rigpug Hatpito (0,24r).
Yepes 15 xBurmH popasanm Metunviogug (0,71r) mpy oxonomkyBaHHi nbogom. Yepe3s 15 xBunmH popasamm
etvnauetat (50mn) i cymiw npomuBanu Bogot (3x30mn), cywmrm Hag cynbdartoM HaTtpilo, inbTpyBanm i
KOHUeHTpyBanu. OgepXyBanu npoaykT 3 MonekynspHot macoto 457,55 (C25H32FN304); MC (ESI): 458 (M+H+).

(R)-[1-(2-®TOp-4-MeTUnamiHoeHin)niponiguH-3-in] aumeTnnamiH

TpeT-byTnnosun edip (R)-{1-[4-(6eH3unnokcrkapboHinmeT1namiHo )-2-pTopdeHin]niponignH-3-
infMeTunkap6amiHoBOT kucnot obpobnanu 3rigHo 3i cnocobom G i ogepKaHMM amiH niggaBanu MeTuIyBaHHIO
3rigHo 3i crnocobom M. Hapewri, 3givicHioBanu rigpyBaHHs 3rigHO 3i cnocobom B. OpepxyBamm npogykT 3
MornekynspHoto macoto 237,32 (C13H20FN3); MC (ESI): 238 (M+H+).

Ovnmetnn[1-(4-meTunamiHodeHin)niponigmnH-3-injamiH MOXXHa ogepxarv aHanoriYH1M crnocobom.

2-AumetnnamiHo-N-[1-(2-dTop-4-MeTMnamiHodeHin)niponiguH-3-in]-N-meTunauetamia

TpeT-byTnnosun edip (R)-{1-[4-(6eH3nnokcukapboLunme TunamiHo )-2-dpTopdeHin]niponignH-3-
inpMeTunkap6amiHoBoT kucnot obpobnsamm 3rigHo 3i cnocobom G i ogepxkaHunn amiH nigaasanu B3aemogii 3 N,N-
OMMeTUNrMiLuHOM 3rigHo 3i cnocobom E. Hapewwri, 3giicHioBanu rigpyBaHHsa 3rigHo 3i cnocobom B. Opepxysanm
npoaykT 3 monekynspHoto macoto 308,40 (C16H25FN40O); MC (ESI): 309 (M+H+).

TpeT-Bymn-(R)-[1-(4-amiHo-3-TOopdeHin)niponignH-3-injmetunkapbamat

2,4-AundbTopHiTpobeH3on 0bpobnsnm TpeT-6yTun-(R)-(+)niponignn-3-inkapbamaTtom, niggasany METUIYBAHHIO i
noTiM rigpyBaHHIo 3rigHo 3i cnocobom C-b. OgepxxyBanm NpoaykT 3 MonekynsapHoto macoto 309,39 (C16H24FN302);
MC (ESI): 310(M+H+).

TpeT-Bymn[1-(4-amiHoHadpTaniH-1-in)niponiguH-3-injmeTnnkapbamat

Cnocib C-c

TpeT-BymmnmeTunniponiauH-3-inkapbamat (1,86r) nosinbHO gogaBamm Jo cycneHsii 4-pTop-1-HiTpoHadTaniHy
(1,91r) i kapbowHaty kanito (2,8r) B AM®PA (10mn). Yepes 10 xBunvH gogasanu etumauetat (50mnm) i cymiw
npomvBanM Bogot (3x50Mm) B po3Ainosin ninui, cylwmmm Hag cynbdaTtoM HaTpito, inbTpyBamm i KOHUEHTpyBanu.
MoTim peyvoBMHY 06pobnamm, sk onncaHo Ans crnocoby B. OgepxyBamm npogykT 3 MornekyrnspHow macotw 341,46
(C20H27N302); MC (ESI): 342 (M+H+).

TpeT-Bymn[1-(4-amiHo-3-6pomdeHin)niponiguH-3-injmeTunkapbamat

2-bpom-4-hTop-1-HiTpobeH30n 06pobnsanm TpeT-OyTunmeTunniponignH-3-inkapbamaTtom i noTiM BigHOBIIOBaNU
3rigHo 3i cnocobom C-a. OgepyBanu npodykT 3 MonekynapHoto macoto 370,29 (C16H24BrN302); MC (ESI): 370
(M+H+), 372 (M+H+).

TpeT-6yTnn[1-(4-amiHo-3-uiaHodeHin)niponiguH-3-injmeTunkapbamaTt

2-LliaHo-4-tbTOp-1-HiTpO6EeH30n 06pobnaAnu TpeT-6yTunMeTunniponignH-3-inkapbamaTtom i NoTiM BigHOBIIOBaNU
3rigHo 3i cnocobom C-a. OgepxyBanv NpoAaykT 3 MorekynspHoto macoto 316,41 (C17H24N402); MC (ESI): 317
(M+H+).

TpeT-Bymn[1-(5-amiHo-6-xnopnipngunH-2-in)niponignH-3-injMeTunkapbamar

2-Xnop-6-Top-3-HiTponipnanH obpobnsanm TpeT-6yTunmeTnnniponiguH-3-inkapbamatom i NoTiM BigHOBIIOBaNU
3rigHo 3i cnocobom C-c. OgepxyBamm mpoAyKT 3 monekynspHoto macot 326,83 (C15H23CIN4O2); MC (ESI): 326
(M+H+), 327 (M+H+).

TpeT-Bymn[1-(4-amiHo-2,3-gudpTopdeHin)niponignH-3-injMeTunkapbamar

2,3,4-TpudTopHiTpOGEeH30n 06pobnsinM TpeT-OyTmunmeTunniponigmH-3-inkapbamatom i MoTiM BigHOBIOBaNU
3rigHo 3i cnocobom C-c. OgepXyBanu nNpodykT 3 MofekynsapHoto macoto 327,38 (C16H23F2N302); MC (ESI): 328
(M+H+).  Tpet-bBytun[  1-(4-amiHo-2-6pomdeHin)niponiguH-3-injmeTunkapbamat  3-Bpom-4-pTop-1-HiTpobeH30nN
06pobnsnu TpeT-6yTnnmeTunniponiguH-3-inkapbamartoMm i noTiM BigHOBMOBaB 3rigHo 3i cnocobom C-a. OgepxyBanm
npoaykT 3 MonekynspHoto macoto 370,29 (C16H24BrN302); MC (ESI): 370 (M+H+), 372 (M+H+).

TpeT-Bymn[1-(4-amiHo-2,6-gudTopdeHin)niponignH-3-injMmeTunkapbamat

3,4,5-TpudTopHiTpOBEH30N 06pO6NAMM  TpeT-byTunmeTunniponignH-3-inkapbamatom i noTiM  niggasanu
rigpyBaHHio 3rigHo 3i cnocobom C-c. OpepXyBamm NpoAyKT 3 MorekynspHot macoto 327,38 (C16H23F2N302); MC
(ESI): 328 (M+H+).

TpeT-Bymn-(R)-[1-(4-amiHo-2-rigpokcumeTundpeHin)niponiamH-3-injkapbam at

(2-PTOP-5-HiTPOeHIN)MeTaHon 06pobnamm TpeT-6yTnn-(R)-(+)niponignH-3-inkapbamatom i noTim niggasanu
rigpyBaHHIO 3rigHo 3i cnocobom C-c. OgepxyBanmm MPOAYKT 3 MornekynspHoto macot 307,40 (C16H25N303); MC
(ESI): 308 (M+H+).

TpeT-Bymn[1-(4-amiHo-2-xnopdeHin)niponignH-3-injmeTunkapbamat

2-Xnop-1-dpTop-4-HiTpobeH3on o06pobnsnm TpeT-OyTunmeTunniponigmH-3-inkapbamatom i noTiM niggasanu
rigpyBaHHio 3rigHo 3i cnocobom C-c. OgepxyBanm npoaykT 3 mornekynsapHot macoto 311,81 (C15H22CIN302); MC
(ESI): 311 (M+H+), 312(M+H+).

TpeT-Bymn[1-(4-amiHo-2,5-gud TopdeHin)niponignH-3-injMeTunkapbamat

3,4,6-TpudTopHiTPOBEH30N 06pO6NAMM  TpeT-byTunmeTunniponignH-3-inkapbamatom i noTiMm  niggasanu
rigpyBaHHio 3rigHo 3i cnocobom C-c. OpepXyBamm NpoayKT 3 MornekynsapHow macoto 327,38 (C16H23F2N302); MC
(ESI): 328 (M+H+).



TpeT-Bymn[1-(4-amiHo-2-meTundeHin)niponiguH-3-injmetunkapbamat

TpeT-Bymn-4-dpT1op-3-MeTunHiTpob6eH3on obpobnamm TpeT-6yTunmeTunniponiguH-3-in-kapbamatom i noTiM
niggasanu rigpyBaHHi0 3rigHo 3i crnocobom C-c. OpepxyBamm npodykT 3 MorfekynspHoto Macow 291,40
(C16H25N302); MC (ESI): 292 (M+H+).

TpeT-Bymn[1-(4-amiHo-3-Tpndp TopmeTundeHin)niponignH-3-injmetmnkapbamat

4-dTop-2-TpHdpTopmMeTUNHITPOBEH30N  06pobrnsinnm  TpeT-6yTnnmeTunniponignH-3-in-kapbamatom i MoTiM
niggasanu rigpyBaHHiO 3rigHo 3i crnocobom C-c. OpepxkyBamm npodykT 3 MoOfeKynspHoto Macow 345.37
(C16H22F3N302); MC (ESI): 346 (M+H+).

TpeT-Bymn[1-(4-amiHo-2-xrop-3-dTopdeHin)niponignH-3-injmeTnnkapbamar

2,4-OundbTop-3-xnopHiTpobeH3on obpobnamm TpeT-0yTunmMeTnnniponiguH-3-in-kapbamatom i moTiM niggasanu
rigpyBaHHio 3rigHo 3i cnocobom C-c. OgepxyBanm npoaykT 3 MorekynsapHoto macoto 329,80 (C15H21CIN302); MC
(ESI): 329 (M+H+), 330 (M+H+).

TpeT-Bymn[1-(4-amiHo-2-UiaHodeHin)niponignH-3-injmeTunkapbamat

3-LliaHo-4-dTOpHITPOGEH30N 06p0obnsanu  TpeT-6yTunmeTunniponiguH-3-in-kapbamatom i noTiM  niggasanu
rigpyBaHHIO 3rigHo 3i cnocobom C-c. OgepxyBany MPOAYKT 3 MornekynspHoto macot 302,38 (C16H22N402); MC
(ESI): 303 (M+H+).

TpeT-Bymn[1-(4-amiHo-5-xnop-2-meTundeHin)niponiguH-3-injmeTnnkapbamat

1-Xrop-5-hT1op-4-MeTun-2-HitpobeHzon  0bpobnanu  TpeT-6yTunmeTunniponiguH-3-inkapbamatom i noTim
niggasanu rigpyBaHHiO 3rigHo 3i crnocobom C-c. OpepxyBamm npodykT 3 MoOfeKynspHoto Macow 325,84
(C16H24CIN302); MC (ESI): 325 (M+H+), 326 (M+H+).

TpeT-Bymn-(R)-[1-(5-amiHo nipnauH-2-in)niponigun-3-injmetunkapbamat

2-Xnop-5-HiTponipuanH 06pobnamm TpeT-6yTun-(R)-(+)niponignH-3-inkapbamartom i NoTiM niggasanm rigpyBaHHI0
3rigHo 3i cnocobom C-b. OpepxyBanm nMpoaykT 3 MonekynspHot macotw 322,37 (C16H24FN302); MC (ESI): 323
(M+H+).

TpeT-Bymn[1-(5-amiHonipugnn-2-in)niponignH-3-in]metunkapb6amat

2-Xnop-5-HiTponipuanH obpobnsinu TpeT-6yTnnmeTunniponiamH-3-inkapbamaTtom i NoTiM MigaaBanu rigpyBaHHIO
3rigHo 3i cnocobom C-c. OgepxyBanm MpoaykT 3 MonekynspHoto macow 322,37 (C16H24FN302); MC (ESI): 323
(M+H+).

TpeT-bymn-(R)-[1-(4-amiHodeHin)niponignH-3-in]metunkapbamat

4-dTopHiTpobeH3on obpobnamm TpeT-6yTun-(R)-(+)niponignn-3-in-kapbamartom i MoTiM nigaaBany rigpyBaHHIo
3rigHo 3i cnocobom C-b. OgepxyBanu nNpoAaykT 3 MorekynspHoto macoto 291,40 (C16H25N302); MC (ESI): 292

(M+H+).
TpeT-Bymn[1-(4-amiHo-2-TpndpTopmeTundeHin)niponignH-3-injmetunkapbamat
4-dTop-3-TpHdpTopmMeTUNHITPOBEH30N  0BpobnAnM  TpeT-OyTunMeTunniponignH-3-inkapbamatom i noTiM

niggasanu rigpyBaHHi0 3rigHo 3i crnocobom C-c. OpepxyBamm npodykT 3 MoOfeKynsipHoto Macotw 345,37
(C16H22F3N302); MC (ESI): 346 (M+H+).

TpeT-Bymn[1-(5-amiHo-4-meTvnnipuanH-2-in)niponigmy-3-injmetnnkapbamar

2-Xnop-4-meTun-5-HitponipugnH obpobnanu TpeT-byTunmeTunniponignH-3-inkapbamatom i notiM niggasanu
rigpyBaHHi0 3rigHo 3i cnocobom C-c. OgepxyBamm npoaykT 3 MonekynsipHoto macoto 306,419 (C16H26N402); MC
(ESI): 306 (M+H+), 307 (M+H+).

TpeT-Bymn[1-(5-amiHo-3-meTvnnipuanH-2-in)niponiamH-3-injlmetnnkapbamar.

2-Xnop-3-meTun-5-HitponipuanH obpobnanu TpeT-byTunmeTunniponignH-3-inkapbamatom i notiM niggasanu
rigpyBaHH0 3rigHo 3i cnocobom C-c. OgepxyBamm npoaykT 3 MornekynsipHoto macoto 306,419 (C16H26N402); MC
(ESI): 306 (M+H+), 307 (M+H+).

TpeT-Bymn[1-(4-amiHo-2-rigpokcumeTundeHin)niponiguH-3-injmetunkapbamat

(2-PTOP-5-HiTPOEHIN)MeTaHoN 06pobnsNKM TpeT-0yTUIMeTUNNiponiauH-3-inkapbamatom i MoTiM niggasanu
rigpyBaHHIO 3rigHo 3i cnocobom C-c. OgepxyBanmy MPOAYKT 3 MornekynspHoto mMacot 321,42 (C17H27N303); MC
(ESI): 322 (M+H+).

TpeT-Bbymn[1-(4-amiHo-3-xrop-2-uiaHodeHin)niponigmH-3-injmeTunkapbamat

2-Xnop-6-1op-3-HiTpo6EeH30HITPKUN 06pobNAnM TpeT-0yTnnmeTunniponiamH-3-inkapbamaTtom i noTiM niggasanu
rigpyBaHHIO 3rigHo 3i crnocobom C-c. OgepxyBany MPOAYKT 3 MonekynspHot Macot 350,5 (C17H23CIN4O2); MC
(ESI): 350 (M+H+), 351 (M+H+).

TpeT-Bymn[1-(4-amiHo-3-meTundeHin)niponiguH-3-injmetunkapbamat

4-®T1Op-2-MeTUNHITPOGEH30N1 06pobnAmM  TpeT-OyTunMeTUNniponignH-3-inkapbamatom i noTiM  niggasanu
rigpyBaHHIO 3rigHo 3i cnocobom C-c. OgepxyBanmy MPOAYKT 3 MornekynspHoto macot 291,40 (C16H25N302); MC
(ESI): 292 (M+H+).

TpeT-Bymn[1-(5-amiHonipuauH-2-in)niponiguH-3-injkapbam at

2-Xnop-5-HiTponipuanH obpobnsinu TpeT-6yTnn-(R)-(+)TponigmH-3-inkapbamaTtom i NOTIM MigaaBanu rigpyBaHHIO
3rigHo 3i cnocobom C-c. OgepxyBarm MPOAYKT 3 MorekynsipHoto macoto 278,36 (C14H22N402); MC (ESI): 279
(M+H+).

5-(3-AumeTrnamiHoniponiguH-1-in)nipuanH-2-inamixH

CycneHsito 5-6pom-2-HiTponipuanHy (2r), 3-(ammeTnnamiHo )niponignHy (1,14r), (R)-(+)-2,2'-
6ic(anderindocdino)-1,1"-6iHacdTnny (0,5r), auetaty nanagito(ll) (0,09r), kapboHaty uesito (4,5r) B Tonyoni (20mn)
HarpiBarm npu 100°C npoTarom 3 roauH. Nicns oxono4)KyBaHHS 40 KiMHATHOT TeMrnepaTypu Cymill ekcTparyBamm 1H
PO3YMHOM XIIOPUCTOBOAHEBOI KucrnoTu (2x100mn). BogHy a3y gosogunm go pH>10 amiakom, ekctparyBamm
etvnauetatom (2x100mn), cywmmm Hag cynbdaTtoM HaTpilo, dinbTpyBanu i KoHueHTpyBanu. [1oTiM peyoBuUHYy
06pobnisnm, Ak onvcaHo Ans cnocoby B. OgepkyBanu npodykT 3 MorekynspHoto macoto 206,29 (C11H18FN4); MC
(ESI): 207 (M+H+).

N-[1-(4-AmiHodeHin)-4-rigpokcuniponiamH-3-in]-N-meTunaueTamig

TpaHc-N-(4-rigpokcuniponigun-3-in)-N-meTunauetamig nipgasanv B3aemogii 3 4-TOPHITPOOEH30IOM 3rigHO 3i



crnocobom C i npogyKT noTiM MiggaBanu rigpyBaHHIO 3rigHoO 3i cnocobom B. OgepxyBany npoaykT 3 MONEKymnsipHO0
macoto 249,32 (C13H19N302); MC (ESI): 250 (M+H+).

TpaHc-N-(4-rigpokcuniponigun-3-in)-N-meTunauetamig

TpeT-Bymn-tpaHc-3-rigpokcun-4-meTunamiHo niponigunH-1-kapbokeunat (1,0r, Tetrahedron: Asymmetry 2001, 12,
2989) 3miwysanu 3 nipugnHom (1,5r) i outoBum aHrigpugom (0,567T). Yepes 3 roguHn neTki dpakuii Bugansnum y
BMCOKOMY BakyyMi. 3anuiok obpobnanu 3rigHo 3i cnocobom G. OgepxyBanu NpoJykT 3 MOJSEKYSISIPHO0 Macoto
158,20 (C7H14N202); MC (ESI): 159 (M+H+).

TpaHc-1-(4-amiHodbeHin)-4-gumeTnnamiHoniponiguH-3-on

TpeT-bymn-6-okca-3-a3abiunkio[3.1.0]rekcan-3-kapbokeunat (2,0r, Tetrahedron: Asymmetry 2001, 12, 2989)
nepemiwysanu 3 gumeTtunamiHom (40% soau, 10mn) npoTarom 12 rogmH. Cymill KOHLEHTPYBanu i po3noAinany Mix
BoAo i eTunauetatom. OpraHiyHy asdy cylwmnm Hag cynbdatom MarHito i KOHUEHTpyBanM. HeouneHnin NnpoaykT
0bpobnanu 3rigHo 3i cnocobom G. OpepxaHun amiH niggaBanu B3aemofii 3 4-pToOpHITPOOGEH30MOM 3rigHO 3i
crnocobom C OpepxaHy HITpOCMOMyKy MigAaBanu rigpyBaHHO 3rigHo 3i cnocobom B. OpgepxyBamu npogykr 3
monekynspHoto macoto 221 (C12H19N30); MC (ESI): 222 (M+H+).

[1-(4-AmiHodeHin)-4-meTokeuniponignH-3-injgumeTnnamin

AnbTepHaTvBHMIA crnoci® BkMOYae arnkifnyBaHHS HITPOCMOMyKW, OJdepXaHoi B nonepegHbLOMy Crocobi,
MeTunmoamMaom 3rigHo 3i cnocobom F i noTim rigpyBaHHA 3rigHO 3i crocobom B. OpepxyBamm npoaykT 3
mornekynspHoto macoto 235 (C13H21N30); MC (ESI): 236 (M+H+).

[1-(4-AmiHodeHin)niponiamH-3-injammeTunamiH

OumetnnniponiamH-3-inamiH nigpanasanu B3aemogii 3 4-bTopHiTpobeH3onom 3rigHo 3i cnocobom C i npogykT
noTiM niggaBany rigpyBaHHO 3rigHo 3i crnocobom B. OpepxyBamm npofdykt 3 MonekynsipHo Macow 205,31
(C12H19N3); MC (ESI): (M+H+).

1-(4-AmiHodeHin)-3-aAume TMnamiHo NiponianH-2-oH

TpwuHaTpindocdar (3,56r) gogasanu go po3uunHy 4-HitpoaHinivy (5,0r) B aueTtoHiTpuni (30mn) i gogasamm npwm
0°C 2-6pom-4-xnop6ytmpundpomig (11r). Yepes 1 roamHy goaasanm po3ymH rigpokeuay HaTpito (3,2r) y Bogi (10mn) i
CYMIilll iHTEHCVBHO nepeMillyBanm npu KiMHaTHIn Temnepatypi. Yepe3 6 roguH 3HOB AofaBanun Taky X KinbKicTb
PO34MHY TiApOKCUAY HaTpilo i Cymill 3anuwiany Ha Hid. PeakuinHuim po3uyuH po30aBrnsimvm BOAOK i eKkcTparysamm
eTvnauetaToM. OpraHivyHy a3y cywmnu Hag cyfibgaTtomM MarHito i koHueHTpyBanu. Heouunwennin npogykt (0,5r)
HarpiBarm 3 gumeTtunamiHom (160mr) B Tonyomi (20mn) npu 80°C npotdrom 3 roauwH. PeakuiiHii po3uyuH
po3baBnAnM BOAOK | ekcTparyBanu etunaueTtatom. OpraHiyHy a3y cywmnu Hag cynbdatoM Marsito i
KOHUEHTpyBanu. HeouuweHuii npoaykT niggasanv rigpyBaHHio 3rigHo 3i cnocobom B. OpepxyBamu npoaykT 3
MornekynspHoto macoto 219,29 (C12H17N30); MC (ESI): 220 (M+H+).

1-(4-amiHodeHin)-3-(7-a3abiuyukno[2.2.1]renT-7-in)niponiguH-2-oH oAepXXyBanu aHanoriYHMm crnocoGom.

4-[3-(7-A3abiunkno[2.2.1]renT-7-in)niponiguH-1-injdeHinamiH

1-(4-HitpodpeHrin)-3-(7-a3abiumkno[2.2.1]rent-7-in)niponiguH-2-oH  (0.25r) B8 Tr® (10mn) 3miwyBarm 3
komnnekcom 6opan-TIr® (1M B TI®d, 0,83mn) i kKMM'ATUAKN 3i 3BOPOTHUM XOMOAMIBHUKOM NpoTaroM 3 roauH. licns
3aBepLUeHHs1 peakuii cymiw po3basnsinu Bogoto i goeoaunm 4o pH9-10 po3yvHOM XIMOPUCTOBOAHEBOI KUCIOTU (4H).
Cymilw ekcTparyBanu eTvnaueTaToM, CyLMnM i opraHiyHy a3y KOHUEHTpYBamM 3 OAepXXaHHAM MpOAyKTY, SKWUM
niggasanu rigpyBaHHIo 3rigHo 3i cnocobom B. OgepxyBany npoaykT 3 MonekynspHot macot 257,38 (C16H23N3);
MC (ESI): 258 (M+H+).

(R)-1'-(4-AmiHodeHin)- 1,3"]6iniponignHun-2-oH

TpeT-Bymn[1-(4-HiTpodeHin)niponiguH-3-injkapbamat o6pobnsanu 3rigHo 3i cnocobom G. HeouuwleHuin npogykt
(1,4r) po3unHanu B aueToHiTpuni (20mn) i 3miwyBanu 3 TpuHaTpindocdarom (0,671) i 4-x1opbyTvpunxropuaom
(1,1r). Yepes 2 rognHn gogasanu rigpokeug, Hatpito (0,6r) y Boai (10mn) i cymiw iHTeHCMBHO nepemiwysanu. Yepes
12 roguH gofaBanu Taky X KinbKiCTb PO34MHY rigpoKCuay HaTPito i CyMmill nepemiwyBany e npoTarom 24 roavH.
KoHUeHTpOoBaHU peakuiHU PO34YMH PO3MNoAinanmM MK BOAOK | eTunaueTaTtoM, OpraHivyHy asy cywmmm i
KOHUEeHTpyBanu. 3anvLwoK nigaasanuy rigpyBaHHIO 3rigHO 3i cnocobom B. OpepxyBamm npodykT 3 MOMEKyNspHO
macoto 245,33 (C14H19N30); MC (ESI): 246 (M+H+).

[(R)-1-(4-AmiHodeHin)niponiguH-3-injmeTunamig 1-meTtvnnine pnanH-3-kapboHOBOI KUCHOTH

TpeT-Bymn-(R)-[1-(4-HiTpodeHin)niponigun-3-injmetunkapbamat o6pobnsnu 3rigHo 3i cnocobom G i nmigaasanm
B3aemogii 3 1-meTunninepmanH-3-kapboHOBO KMCMOTOLO 3rigHo 3i cnocobom E. Hapewwri, 3gincHioBamm rigpyBaHHs
3rigHo 3i cnoco6om E. OpepxxyBanm npodykT 3 MonekynspHoto macoto 316,45 (C18H28N40); MC(ESI):317(M+H+).

(R)-N-[1-(4-AmiHodeHin)niponiguH-3-in]-2-gumeTunamiHo-N-meTunaueTamis ofepxysan aHanoriyHMm
cnoco6owm, BukopucToBytoum N,N-gumeTunrniumH.

N-[(R)-1-(4-AmiHodeHin)niponiguH-3-in)-H-(2-gieTunamiHoe Tvn)auetamig

N-(2-OietunamiHoen)-N-[(R)-1-(4-HiTpodeHin)niponignn-3-injauetamia  niggasanu  rigpyBaHHO  3rigHO  3i
crnocobom B. OgepxxyBanm npodykT 3 morekynspHoto macoto 318,47 (C18H30N40); MC (ESI): 319 (M+H+).

N-(2-OietunamiHoe™n)-N-[(R)-1-(4-HiTpodeHin)niponignH-3-imjauetamia

AueTtunxnopug (2,9r) posunHamm B 50mn 6e3BoaHOrO AnxriopmeTaHy, 3MiwyBamm 3 5,3mn TpueTunaminy i nicns
popaBaHHa  N,N-gietun-N'-[(R)-1-(4-HiTpodeHin)-niponiguH-3-injetaH-1,2-giamivy ~ (5,8r) nepemiwysanu  npwu
KiMHaTHIn Temnepatypi npotarom 30 xBunmH. MNoTim (nepesipka metogom PX-MC) go peakuinHoi cymiwi gogasanm
Boay (10mn) i cymiw ekcTparyBamm guxnopmMeTaHom (2x10mn). O6'egHaHi opraHiyHi dpasu cywmmm Hag cynbdatom
MarHito, PO3YMHHVK BUOANAMM i HEOYMLUEHM  MPOAYKT  BUAINANW  xpomatorpadpielo  Ha  cunikareni
(amxnopmeTan/meTtaHon 10:1). OgepxxyBamm MPOAYKT 3 MonekynsapHoto macot 348,45 (C18H28N403); MC (ESI):
349 (M+H+)

N,N-Oietun-N'-[(R)-1-(4-HiTpodeHin)niponignH-3-injetan-1,2-giamiH

TpeT-Bymn(2-gietunaminoetmn)-[(R)-1-(4-HiTpodeHin)niponignH-3-inJkapbamat (7,9r) niggaBarm B3aemogii 3
TpudpTOpOLTOBOIO KWCMOTOK 3rigHO 3i cnocobom G. OpepxyBamM NpodykT 3 MorekynspHow macow 306,41
(C16H26N402); MC (ESI): 307 (M+H+).

TpeT-Bymn(2-gietunaminoetmn)-[(R)-1-(4-HiTpodeHin)niponiguH-3-injkapbamat



TpeT-Bymn[(R)-1-(4-HiTpodeHin)niponignn-3-injkapbamat (6,0r) posunHsarm B 50mn N,N-gumeTundopmamigy,
nicna gopasaHHsa rigpuay HaTtpito (1,1r) nepemiwyBany npu KiMHaTHIN Temnepatypi npoTtsarom 30 XBWNWH i MOTIM
Jofasanu rigpoxnopwvg xnopetungietunamidy (4,1r). MNoTiMm cymilw npoTarom 4 rogvH nepemillyBany npu KiMHaTHIn
Temnepatypi 6e3 pgoctyny Bonorn. Peakuito 3ynuHanu gogasaHHam Bogm (50mn) i moTiM cymil ekcTparyBanm
etvnauetatom (3x50mn), ob'egHaHi opraHiyHi asu cywmmm Hag cyfbgartom MarHito i BUOANANM PO3YUHHUK.
OpepxxyBamm NnpodyKT 3 MmorekynspHoto Macoto 406,53 (C21H34N404); MC (ESI): 407 (M+H+):

[4-(3-OunmeTnnamino niponignH-1-in)ydeHin]amig ninepuanH-4-kap6oHOBOI KUCIOTU

MoHo-TpeT-6yTurnosuin  edip  ninepuanH-1,4-gukapboHoBoi  kMCMOTM  MiggaBanu  B3aemogii 3 [1-(4-
amiHodeHin)niponigmH-3-injgMmeTmnamiHom 3rigHo 3i cnocobom E i npoaykT noTim 06pobnisnm 3rigHo 3i cnocobom G.
OpepxxyBamm NpodykT 3 MorekynspHoto Macoto 316,45 (C18H28N40); MC (ESI): 317 (M+H+).

CvHTe3 amiHiB, HeoOXigHUX SIK MPOMIDKHI CMOMyKN

Cnipo[1,3-6eH3ogiokcon-2,-umKnoneHTaH]-5-amiH

Po3uunH cnipo[5-HiTpo-1,3-6eH3ogiokcon-2,M-uuknoneHtaHy] (8,8r) B metaHoni (90mn) nigaasanu rigpyBaHHio npu
Tcky 6 6ap y npucyTHocTi nanagito Ha Byrinni (10%, 0,1r). Micns BuTpuMmyBaHHA npoTarom 30 XBUIMH NpU KIMHATHIN
Temnepatypi cymiw @inbTpyBanu i KoHueHTpyBanu. OfgepxyBamm nNpogykT 3 MOfeKynspHoto Mmacow 191,23
(C11H13NO2); MC (ESI): 192 (M+H+).

Cnipo[5-HiTpo-1,3-6eH30aiokco-2,1'-uuKknoneHTaH]

Po3uunH cnipo[1,3-6eHsogiokcon-2,1'-uuknoneHtaH] (8,5r) B 20mn guxnopmMeTaHy gogasanm kpannamu npu 10°C
80 65% as30THOI kucnoTu (65mn). MNicnd, BUTpUMYBaHHA | MPOTArom 2 roauH npu 5-10°C cymiw po3baensanu Bogoto,
opraHiuHy a3y Bigainsanu i BogHy dasy ABidi ekcTparyBanu guxnopmetaHoM. O6'egHaHi opraHiyHi hasu npommusanm
BOOOI0 [0 HEeWTpanbHOCTi, CyWMnu Hag cynbdaToM HaTpilo, KOHUEHTpyBarM i KpucTanisysanmm 3 rentaHy.
OpepxxyBamm NnpodykT 3 MmorekynsapHoto Macoto 221,21 (C11H11NO4); MC (ESI): 222 (M+H+).

Cnipo[1,3-6eH3ogiokcorn-2,1'-LMKroneHTaH)]

MipokatexiH (11r) i uuknoneHTaHoH (9mn) HarpiBanu MPW KWNiHHI 3i 3BOPOTHUM XONIOAUMBHUKOM B TOMyOni
(150mn) 3 n-TonyoncynedoHoBoto kucnoToto (0,18r) i 3 BUKOpUCTaHHAM nacTkn Ang sogu. Yepes 18 roguH cymil
KOHUEHTpyBanu i ouunwanum xpomartorpadieto (cunikarenb, remraH/etunauetar 4:1). OpepxyBanuM MPOAYKT 3
MorekynapHoto macoto 176,22 (C11H1202); MC (ESI): 177 (M+H+).

5-Xnop-2',3',5' 6'-TeTparigpo-1'H-[2,4'|6inipuanHin-4'-on

Bytunnitin (15% B rekcadi; 7,6Mn) gogaBanu KpanmsimMu A0 PoO34uHy 2-6pom-5-xrnopnipuauHy (2,0r) B
giemnosomy edpipi (50mn) npu -78°C i yepe3 1 rognHy gogasanm kpannsaMu po3unH N-TpeT-GyToKCcMKapOOHin-4-
ninepuanHoHy (2,1r) B pgietunosomy edipi (10mn). Yepe3 30 xBunmvH oGepexHo pJdodaBanv BoAy i Cymilw
ekcTparyBanu eTtunaudetatoM. OpraHiyHy a3y cywmnu Hag cynbdaTtoM HaTpito, inbTpyBanm i KOHLEHTpyBanu.
Banmwok o6pobnanu 3rigHo  3i cnocobom G. OpgepxyBarm MpOAyKT 3 MoOMeKynspHow Mmacow 212,68
(C10H13CIN20); MC (ESI): 213 (M+H+).

HacTynHi crnonyku ogepKyBanu aHanoriyHMm cnocobom:

5-ptop-2',3',5',6'-TeTparigpo-1'H-[2,4"16inipuanHin-4'-on

6-xrop-2',3',5',6'-tetparigpo-1'H-[3,4'] 6inipuanHin-4'-on.

6-LmkroneHTunokcunipuamH-3-inami

Cymiw 2-rigpokcu-5-HitTponipuaury (1,4r), umknoneHTunbpomigy (1,5r) i kapboHaty kanito (3r) HarpiBamm B
OM®A (20mn) npu 80°C mpoTsirom 6 roguH. Cymill po36aBnanu BOAOH i ekcTparyBanu etunadetatom. OpraHiyny
hasy cylumnn Hag cynbdaroM MarHito i KOHLEeHTpyBanu. 3anuLwok ounLLanyi xpomarorpadieto Ha cunikareni (pyxoma
asa eTunauetat/rentaH 1:2). OgepxaHy Takum LUNSXOM HITPOCMONYKY migdaBarnm rigpyBaHHIO 3rigHoO 3i cnocobom
B. OgepxxyBamm npodykT 3 MorekynspHoto macoto 178,24 (C10H14N202); MC (ESI): 179 (M+H+).

6-(4-dTopdeHin)-3-azabiunkno[4.1.0]renTaH

HietnuuHk (1M B rekcani, 19mn) B gnxnopmeTaHi (100mn) 3miyBany 3 TpMOTOPOLTOBOIO KACIOTO (3Mr) npu
0°C. Yepes 20 xBunuH gogasanu gunogmeTtaH (3mn) B guxnopmeTadi (10mn). MoTim gogasamm 4-(4-ptopdeHin)-
1,2,3,6-teTparigponipugnH  (3,0r) B guxnopmeTadi (10mm) i cymiw nepemiwyBanum npu KiMHaTHI TemnepaTypi
npoTsrom Hodi. lNicns goaaBaHHs PO34YMHY XJIOPUCTOBOAHEBOI KUCIOTU (1H) dhasu po3ginanu i opradidHy dasy
npomvBanM BOAO, CyLMNN Hag cynbdatoM MarHito i KoHueHTpyBanu. OgepXyBamm npoAykT 3 MONeKyNspHO
macoio ' 191,25 (C12H14FN); MC (ESI): 192 (M+H+).

CwvHTe3 kapbOoHOBYX KUCHOT, HEOBXIAHNX SK MPOMDKHI CMOSyKN

4-(4-MeTunninepmnauH-1-in)6eH3onHa K1cnoTa

4-(4-MeTunninepmnauH1-in)6eH3oHiTpun (1,2r) HarpiBanu 4o TeMnepatypu KUriHHs 3i 3BOPOTHUM XOJIOAWIbHUKOM
3 rigpokcugom kamito (0,7r) y Bogi (2mn) i etunenrnikoni (8mn) npoTtarom 3 roguH. Cymiw po3basnsanv BOAOH,
npomvBanM eTunaueTaTtom i MigKUCHsanM 2H pPO34MHOM XITOPMCTOBOAHEBOI KMCMoTW. [NpogdykT, WO Burnae B ocag,
BiAiNbTPOBYBarM Ha BakyyMi-QinbTpi, PO3UMHANM B OUXIIOPMETaHi, Cywunu Haa cynbdaTtoM Hatpito,
KOHUEHTpyBanu i kpuctanidysamm 3 gieturnoBoro edipy. OgepxyBanu MpoaykT 3 MONeKynspHoo macot 219,29
(C13H17NO2); MC (ESI): 220 (M+H+).

4-(4-MetunninepuauH 1-in)6eH30HITPUN

4-d1opbensoHitpun (1,21r) Harpisarm 3 4-metunninepuamHom (1,00r) mpm 180°C npotarom 1 roguHu. Cymiww
noTiM MOFNWMHAaNM eTunaueTaToM, NMPOMMBaNM BOAOH, 2H PO3YMHOM TigpOKCMOY HATPilo i HAaCM4YEHUM PO3YMHOM
GikapboHaTy HaTpito, Cylumnm Hag cynbdaTtoM HaTpito, KOHLEHTPYBarnm i kpucTanidyBanm 3 H-neHtaHy. Ogepxysanm
npoaykT 3 MonekynspHoto macoto 200,29 (C13H16N2); MC (ESI): 201 (M+H+).

4-ByTokcnuumknorekcaHkapboHoBa kucroTa

Jo posunHy eTun-4-rigpokcuuukrnokapbokcunaty (10r) i 6ymuninoamay (10,6r) B OM®A npu oxonomkyBaHHi Ha
nbody B atmocdepi aproHy gogasarnu rigpug Hatpito (2,78r). Yepes 12 roguH cymiw Burmsanm Ha nig (200r),
ekcTparyBanu etunauyetatom (100mn) i noTim npomuBanu Bogoto (3x50mn). OpraHiyHy a3y KOHUeHTpyBamm i
3MiwyBanu 3 etaHonom (50mn) i SH po3unHom rigpokeuay Hatpito (30mn). OgepxaHun po3dmH Harpisanu npu 60°C
npotarom 4 roauH. llicna oxonofXyBaHHA A0 KiMHaTHOI TemnepaTtypu cymiw gosBoavmu Ao pH<2 2H po3yvHOM
XIOPMCTOBOAHEBOI KUCMOTH, eKCTparyBanu etunauetatom (3x50mn), cylwummm Hag cynbgaTtom marHito, dinbTpyBanm



i KoHUeHTpyBamm. OgepyBanu NpoAayKT 3 MonekynspHoto macoto 200,28 (C11H2003); MC (ESI): 201 (M+H+).

1-Bensun-1H-[1,2,3]rpnason-4-kapboHoBa kucroTa

Metun-1-6eH3un-1H-[1,2,3]tpuason-4-kapbokcunar (217Mr) posumHamm B 4mn meTaHony i rigponidyBanu 2mn 2H
pOo34nHy rigpokcuay Hatpito. licns nigkncneHHa 4Mn 2H po3ynMHY XITOPUCTOBOAHEBOI KUCMOTW odepXaHwh ocaf
BiAdiINbTpOBYBanM, nornvHamm Smn eTtunaueTaty i ouvwanu npenapatusHoio BEPX. OpepxyBamm npogykt 3
mornekynspHoto macoto 203,2 (C10HIN302); MC (ESI): 204 (M+H+).

Metun-1-6eH3un-1H-[1,2,3]tpuaszon-4-kapbokcunar

BeHsunasng (266mr) posumHamm pa3omM 3 ackopbatom Hatpito (20mr) i cynbdatom migi (5mr) B 8mn cymiLui
pO34MHHUKIB (TpeT-OyTaHon/Boga 3:1) i gogasarm metunnponioHat (336mr). OgepxaHuii po3vnH NepemillyBany npu
KiMHaTHIN TeMmnepartypi npoTarom 2 roauH. binun ocaa Bigainanu, BiadinbTpoByBanu Ha NOPUCTOMY BakyyM-inbTpi i
noTim cywmmm. OgepKyBanu NpoAyKT 3 MonekynspHoto macoto 217,23 (C11H11N302); MC (ESI): 218 (M+H+).

1-BideHin-4-in-1H-[1,2,3]tpnason-4-kap6boHOBY ~ KMCIOTY OJEpXKYBanuM  aHamoriyHum  crnocobom 3 4-
eTuHINGidbeHiny | eTunasngoaueTarTy.

1-Bytun-1H-ingon-5-kapboHoBa k1cnoTa

Mopwa Hatpito (50% B macni, 1,4r) gogasanm go metwn-1H-iHgon-5-kap6okcunaTty (5,0r) 8 AM®PA (100mn) i
nicna NpUMMHEHHs BUAINEeHHs rady gogasanu 6pombyTaH (3,9r). Yepes 12 roguH peakuiiHuin po3ynH po3basnsnm
eTvnaueTaToM i MpoMuBanM Tpu pasu Bogoto. OpraHiyHy dasy Cylwmnu Hag CynbdaTtoM MarHito i KOHUEHTpyBanm.
3anuwok ounwanu xpomarorpadieto Ha cunikareni (pyxoma asa etunaueTtat/rentad 1:6). OgepxaHnn cknagHun
edip po3unHAnM B MeTaHomi (10Mn) i KMM'ATUAKX 3i 3BOPOTHUM XOSIOAMUITBHUKOM 3 rigpokcugoMm Hatpito (0,6r) y BoAi
(10mn) mpoTsirom 12 roguH. Cymiw po36asnsanu Bogoto, MiAKUCNANM PO3YMHOM XIIOPUCTOBOAHEBOI KUCIOTU i MOTIM
ekcTparyBanu etunauetatom. OpraHiyHy a3y cywmnu Hag cynbdaToM MarHito i KoHueHTpyBamm. Opepxysanm
NPOAYKT 3 MofieKynsipHoto macoto 217,27 (C13H15NO2); MC (ESI): 218 (M+H+).

3'-AuetnnamiHobideHin-4-kapboHoBa kucrnoTta

3'-AMiHOGidbeHin-4-kapboHoBy kucrnoty (0,2r) 3miwyBamm 3 nipuguHom (0,71) i ouToBMM aHrigpugom (180 mr) i
Yepe3 14 roguvH neTki dpakuii Bugananu. 3anuLioKk MOrfvHanM pPo3yYMHOM FigpoKcuMay HaTtpito (2H) i mpomuBanm
JieTunosum edipom. BogHy dasy nigkucrsamm po3ynHoM XIIOPUCTOBOAHEBOI KUCHOTU | eKcTparyBanu eTunaueTaTom.
OpraHiyHy chasy cywmnu Hag cyrnbdatom marHito i koHueHTpyBamm. OgepKyBanu NPOAYKT 3 MOMEKYNSPHOK Macoto
255,28 (C15H13NO3); MC (ESI): 256 (M+H+).

3'-isobyTpunamiHobideHin-4-kapboHoBa kucnoTa

3'-AMiHOGidbeHin-4-kapboHoBy kucroTy (0,2r) 3miwyBanm B AuxfiopmeTaHi 3 kapboHatom kanito (121mr) i
i300yTvpunxnopugom (94mr). Yepes 12 roguH cymiw pos3baBnsnmM po3YMHOM Figpokcuay HaTpito i mpomuBanm
JdieTunosum edipom. BogHy dasy nigkucnsmm po3ynHoOM XIIOPUCTOBOAHEBOI KUCHOTU | eKcTparyBanu eTunaueTaTom.
OpraHiyHy hasy cywmnu Hag cynbdatom marHito i koHueHTpyBarm. OgepxyBanu NPOAYKT 3 MOMEKYNSPHOK Macoto
283,33 (C17H17NO3); MC (ESI): 284 (M+H+).

5-ByTokcunipnaunH-2-kapboHoBa KucnoTa

MNopua Hatpito (50% B macni, 250mr) gogasanu o 6eHsrigpun 5-rigpokeunipugun-2-kapbokeunaty (2,0r),
posymHeHoro B AM®A (20mn), i nicna npunMHeHHs BuaineHHs rasy gogasamm 1-6pombytaH (0,72r). Cymiw Harpisanm
npyn 90°C npoTarom 6 roguH. Cymiw po3basnanu Bogoto i ekcTparyBamm etunaudeTtatom. OpraHivyHy dasy cywmmm
Hag cynbdaTtom marHito i KOHUeHTpyBamm. 3anvLok nigaaBanu rigpyBaHHI0O aHamoriyHo crocoby B. OpepxyBanm
NPoAyKT 3 MonekynspHoto macoto 195,22 (C10H13NO3); MC (ESI): 196 (M+H+).

4-Memn-3,4,5,6-teTparigpo-2H-[1,3'16inipnamHin-6'-kapboHoBa kucrnota

Bensrigpun 5-TpudpTopmeTaHcynbdoHinokcunipnamH-2-kapbokeunat (3,0r) HarpiBanu 3 4-meTunninepugmHom
(1,4r) npn 80°C npoTarom 1 roguHn. PeakuiiHy cymil Bigpasy > ouuvwwany npenapaTtveHoo BEPX i noTim nigaasanm
rigpyBaHHIO aHarnoriyHo crnocoby B. OgepxyBanm mpogykT 3 MonekynspHoto Macotw 220,27 (C12H16N202); MC
(ESI): 221 (M+H+).

N-[4-(3-OumeTunamiHo niponignH-1-in)deHin]tepedranamiHoBa kMcnoTa

Cnoci6 P-a

Metunosui edip N-[4-(3-gumeTunamiHoniponiguH-1-in)derin]tepedtanamiHoBoi kucnot (1,7r), po3ynmHeHui B
meTaHoni (20mn), nepemillyBanu 3 pO34YMHOM FigpoKCuay HaTpito (2H, 15mn) Npu KiMHaTHIA TeMnepaTypi NpoTarom 24
roavH. FKWO KOHBepCis HEemoBHa, MOXHA BMKOPUCTaTW HarpiBaHHS OO0 TemnepaTypu KUMiHHA 3i 3BOPOTHUM
xonoaunbHMkoM OpraHiYHMn PO3YMHHUK BigraHamM i Cymill MNigKACIANM PO3YMHOM XJIOPUCTOBOAHEBOI KWCHOTW.
Ocapg, wo Bunas, BiadinbTpoByBanu Ha BakyyM-inbTpi i cywumnu. OgepXyBamm npoayKT 3 MOMEKYSSPHOK Macoko
353,42 (C20H23N303); MC (ESI): 354 (M+H+).

MeTtunosui edip N-[4-(3-aumeTnnamiHoniponigut-1-in)deHin]tepedtanamiHoBoi KMCNOTH

[1-(4-AmiHodeHin)niponigmH-3-injaMmeTvnamiH niggasanu B3aeMOAii 3 MOHOMeTUNoBUM edipom TepedTanesoi
KMCNOTW 3rigHo 3i cnocobom E. OpepxyBamm npogykT 3 MornekynsipHoto macot 367,45 (C21H25N303); MC (ESI):
368 (M+H+).

4-(LuknoneHTaHkapboHinMeTMNnamMiHo JoeH3omHa kucrnoTa

MeTnn-4-metunamiHo6eH3oaTt nigaasanv B3aemogii 3 LUKIoneHTaHkapboHOBO KUCMOTOH 3rigHo 3i cnocobom E
i noTiM rigponisyBanu 3rigHo 3i cnocobom P-a. OgepxyBamm NnpodykT 3 MonekynsipHoto macoto 247,30 (C14H17NO3);
MC (ESI): 248 (M+H+).

HacTynHi crnonyku ogepKyBanu aHanoriyHMm cnocobom:

4-(umknoneHTaHkapboHiNnamiHo )-3-meTokcMbeH30MHa KucoTa,

2-xnop-4-(uukroneHTaHKkapOoHiINamiHo JoeH30MHa KUCIoTa,

2-pTop-4-(uuKroneHTaHKapboHiNamiHo )6eH30MHa KUCoTa,

4-(umknoneHTaHkapboHinamiHo )-3-meTMnbeH3omHa kucoTa,

4-(umKroneHTaHKkapboHINaMiHO )6eH30MHa KMCMoTa,

4-(umknoneHTaHkapboHinamiHo )-3-Tpud TopmMme TokcMbeH30MHa KucnoTa,

3-xrnop-4-(umkrnoneHTaHkapboHinamiHo )6eH30MHa KucnoTa,

5-xnop-4-(umkroneHTaHKkapboHiNnamiHo )-2-Me ToKCBeH30MHa KMCoTa,



4-[(uuknorekc-1-eHkapboHin)amiHo]6eH30MHa KucroTa,

4-[(unknoneHT-1-eHkapOoHin)amiHo]6eH30MHa KUCToTa.

3-®10p-4-(1-MeTUNOYTOKCM)OEH30MHA K1uCoTa

Po3zunH 0,449r 1-[3-dbTOp-4-(1-MeTunbyToKCH)dbeHinjeTaHoHy B 6,8Mn AiokcaHy gogasanu KpanmisMu B pO34nH
1,36r NaOH, 1,6r 6pomy B 6,8mn Bogu. Cymil nepemillyBanv npu KiMHaTHi Temnepatypi npotarom 30 XBUMMH i
notim Harpisanu npu 50°C npoTtarom 1 rogvHu. Hagnuwok 6pomy poskrnagany AoA4aBaHHAM PO3duHy BicynbadiTy
HaTpito, NOTIM oAepPXKaHu PO3yMH BUMBanm B 25% po34nH XMOPUCTOBOAHEBOI KUCMOTU i NepemMillyBany NpoTArom
20 xsunuH. OgepxaHuin po3vnH ekcTparyeBanu etunaudetatom. O6'egHaHi opraHiyHi dasun cywmmm Hag cyrbdaTtom
HaTpilo, KOHUEHTpyBanu y BakyyMmi i ouyunwanu npenapatuBHoo BEPX. OpepxyBamm npoayKT 3 MOJEKYISIPHO
macoto 226,1 (C12H15FO3); MC (ESI): 227 (M+H+).

1-[3-PTOpP-4-(1-MeTUNO yTOKCH)(pEHIN]eTaHOH

0,058r NaH popasanu no posuynHy 0,176r 2-neHtaHony B 2mn AM®A i ogepxaHnin posvnH nepemillysanu npu
KiMHaTHIn Temnepatypi npotarom 1 roguvHu. [loTim popasarm 0,312r 34-gudTopauetoeHoHy i cymil
nepemillyBanu npu KiMHaTHIA TemnepaTtypi NpoTAroM Hodi. PeakuiiHni po3unH nornuHanu eTtunaueTatoM i ABidi
npomuBanm Bogot. OpraHivyHy basy cywmnm Hag cynbdaToM HaTpito i KOHUEeHTpyBarm y Bakyymi. OpepxaHy
Crnonyky nigaasany nofanbLuivi B3aeMogii 6e3 0oAaTKOBOIO OYMLLEHHS.

HacTynHi crnonyku ogepXKyBanu aHanoriyHMm cnocobom:

4-upnknobyToken-3-hpTopbeH3onHa KUCoTa,

3-hbTOop-4-(2-MeTUNUMKIOo NponiNMeToKcn)beH30MHa KUCIoTa,

4-(2-ymknonponineTokcu)-3-pTopbeH3onHa kucnoTa,

3-pTop-4-(1-meTnnnine puamnH-3-ifiokcn)6eH30MHa KUCnoTa,

4-(1-aueTunninepuamnH-3-inokcu)-3-dpTopbeH3onHa KUcrnoTa,

3-pTop-4-(1-meTunniponignH-3-inokcn)oeH3onHa KucnoTa,

4-(1-aueTunniponiguH-3-inokcm)-3-dpTopbeH3oHa knucnoTa,

3-pTop-4-(1-meTvnninepuanH-3-inMeToKCcH)6eH30MHa KucnoTa.

4-(2,4-OncpTopdeHokcn)beH30MHa KncrnoTa

0,518r rigpokcnay kanito gogasanm go po3suunHy 0,428r etun-4-(2,4-gudTopdeHokcn)beHzoaty B 2Min CyMmiLli
Tr®/soga (1:1). OgepxaHun posdmH Harpisanu npu 110°C npoTsirom 6 roguH. TT® noTiM BU4ansanm y Bakyymi, BOQHY
hasy cyLumnm 3aMopoXKYBaHHSM i ounwanm npenapatmsHoto BEPX. OgepxyBanm npoaykT 3 MOMEKyNSPHO Macoto
250,04 (C13H8F203); MC (ESI): 251 (M+H+).

ETtnn-4-(2,4-ondTopdheHokcn)oeH3oat

0,018r NaH popasanm go posuuHy 0,11 2,4-gpudpbtopdpeHony B 0,5vn AM®A. PeakuiiHy cymilwl nepemillysanu
npw KiMHaTHI TemnepaTtypi npoTarom 45 xsunuH. MoTim gogasamm kpannsmu 0,129r etun-4-topbeHsoaty B 0,5mn
OM®A. PeakuiiHy cymiw HarpiBanu npu 110°C nmpoTsarom Houi. [Micnsi oxonomKyBaHHSA CyMill KOHUEHTpyBamm Y
BaKyyMmi i 3anMLWOK MornuvHanu cymiwwio eTunaueTat/soga. EtvnauetatHy dasy npomuBanu Tpu pasu BOAOHO,
CyWMnM Hag cynbgaToMm HaTpilo, KOHLEHTpyBarmmM y BakyyMmi i ouvwanm npenapatvBHoio BEPX. Opepxysanu
NpoAykKT 3 MonekynsipHoto macoto 278,08 (C15H12F203); MC (ESI): 279 (M+H+).

4-(2,4-gubTopdpeHokcM)beH30MHy  KMCnoTy  nigdasanu  B3aemogii 3 [1-(4-amiHodbeHin)niponignH-3-
injgumeTunamiHom  3rigHo  3i  crocobom E-b. OpepxyBamm MpoAyKT 3 MoOMekynspHoiw Mmacot 437,19
(C25H25F2N302); MC (ESI): 438 (M+H+) y Burnsagi rigpotpudtopadeTary.

4-ByTokcn-3-meToKCMOEH30MHA KUCTOTa

MeTun-4-rigppokcu-3-meTokcMbeH30aT nigaaBanu  ankinysaHHio OpomOGyTtaHom 3rigHo 3i crocobom H i
rigponiyBanu 3rigHo 3i cnocobom P-a. OgepxyBanm NpoaykT 3 MonekynsipHoto Macor 224,26 (C12H1604); MC
(ESI): 225 (M+H+).

HacTynHi crnonyku ogep)KyBanu aHanoriyHMm cnocobom:

4-6yToKecu-3,5-guxnopbeH3onHa KMCnoTa,

4-6yTOoKCK-3-HITPOBGEH30MHa KNCMOTa,

4-6yTokcu-3-xnopbeHsorHa KucnoTa,

4-6yToKCcK-3,5-anMeTUNbEeH30MHa K1CoTa,

4-6yTOKCU-2,3-ANXIOP-5-MEe TOKCMBEH30MHA KUCTOTa,

4-6yTokcu-2,3,5,6-teTpacpTopbeH30MHa KUCoTa,

4-6yTokcu-3-chTopbeH3onHa kKucnoTa,

3-aueTun-4-6yTokcMbeH3oMHa KMCoTa,

2,4-anbyToKCUBbEH30MHa K1CroTa,

4-6yTOKCU-2-X110pOEH30MHa K1CroTa.

4-MponokcumeTnnbeH3onHa KnucnoTa

Mpopwa HaTpito (50% B onii; 0,42r) obepexHo gogasany Ao po3umHy nponaHony (0,6r) B AM®PA (8mn). Micns
NPUMUHEHHS BUAINEeHHA rasy gogasany metun-4-6pommeTundexsoar (1,0r). Yepes 4 roguHu cymill po3noginany mMix
BOAOM i eTvnaueTtatom. OpraHiyHy dasy cylwmnm Hag cynbdaTtoM MarHito i KOHUeHTpyBanu. 3anuLiok rigponisysanm
3rigHo 3i cnocobom P-a. OgepxyBanm npoaykT 3 MonekynspHoto macoto 194,23 (C11H1403); MC (ESI): 195 (M+H+).

HacTynHi crnonyku ogep)KyBanu aHanoriyHMm cnocobom:

4-eTOKCUMETUMNDOEH30MHA KUCTIOTa,

4-6yTOoKCUMETUNOEH3O0MHA KUCIOTa,

4-i306yTOKCMMETUNOEH30MHA KUCTIOTA,

4-heHoKCMMETUNOEH30MHa KUCToTa,

4-(nipuamH-3-inokcnumeTnn)beH3onHa K1cnoTa,

4-(nipuguH-2-inokcuMmeTnn)beH3omHa KNCnoTa,

4-6eH3oiMigason-1-inMeTnndeH3orHa K1ucnoTa,

4-iHgon-1-inmeTMnoeH3onHa KucrnoTa,

4-theHincynb aHinme TMNGEH30MHA KUCTOTa,



4-(nipumignH-2-incyne aHinme TMn)6eH30MHa KMCMoTa,

4-(nipuguH-2-incynbgaHinveTnn)beH3onHa KUCoTa,

4-(2-uiaHobeHOKCUMETUN)BEH30MHa KUCMOoTa,

4-(2-xnopeHokcMmeTUN)beH30MHa KNCIoTa,

4-upknobyTokcnmMeTMNbeH30MHa KUCcnoTa,

4-UVKIONeHTUIIOKCUMETUNOEH30MHa KUCHoTa,

4-UKIoreKCUnoKCMMe TMNBeH3onHa KUCoTa,

4-BTOp-6yTOKCMMETUNOEH30MHA KM CTIOTa,

4-neHTOKCMMEeTUNOEH30MHa K1croTa.

4-(3-Oxco-3a,4,5,6-TeTparigpo-3H-umnknoneHTanipason-2-in)oeH3onHa kucnoTta

PosunH  4-rigpasuHobeHsonHoi  kucrotv  (0,3r), eTwun-2-okcouukroneHTaH-kapbokewnaty  (0,31r) i n-
TonyoncynboHoBoi kncrnot (340mr) B etaHomi (12mn) KMM'ATUAM 3i 3BOPOTHUIA XOMOAWMMBHUKOM npoTdrom 12
rogvH. KoHLEHTPOBaHWI peakuiHnii po34yunH ounwanu npenapatmeHoo BEPX. Buginenwn peakuiviHuii npoaykT (y
BUrMAAi eTunoBoro edipy) rigponisyBanm 3rigHo 3i cnocobom P-a. OgepXkyBanv npoAykT 3 MOJIEKYNSPHOK Macoko
244,25 (C13H12N203); MC (ESI): 245 (M+H+).

4-ByTOKCK-2-METOKCUOEH30MHA K1CoTa

4-Tippokcu-2-meTokcubeHsanbaerig nigaasany ankinysanHo 1-6pombytaHom 3rigHo 3i cnocobom H. OgepxaHuii
anbgerig (6,4r) B giokcari (100mn) 3miwysBanu 3 gurigpodocdartom Hatpito (14,4r) i cipyaHoto kucroTtoro (2,4mn) i
ofepxaHun po3ymH oxomnomkyearm go 10°C. OogaBamm po3umH xnoputy Hatpito (3,61r) B Boai (100mMm) Takvum
4YnHOM, W6 TemnepaTtypa He nepesuwyBana 10°C. Yepes 15 xBunuH nicns 3aBeplUeHHs Ao4aBaHHS, JodaBanm
cynbdiT HaTpito (4,6r). e yepes 15 xBurmH pH goBoAMM A0 2 PO3YMHOM XMOPUCTOBOAHEBOI KWUCIOTYW i AioKcaH
BMOANAM Ha pOTOPHOMY BunapHuky. BopaHy dasy ekctparyBarm etumauetatom. OpraHiyHy dasdy cywmmm Hag
cynbdatom MarHito, inbTpyBamm i KOHUEeHTpyBanu. 3anvwok ouvwanu npenapatveHoio BEPX. Opgepxysarm
NPOAYKT 3 MOMEKyNnspHOto macoto 224,26 (C12H1604); MC (ESI): 225 (M+H+).

4-ByToKCK-5-X10p-2-METOKCUOEH30HY KUCIOTY O4epKyBanum y BUrnsdi no6idyHOro npoaykry.

4-(1-MponokcieTnn)6eH3olHa k1cnoTa

Metun-4-(1-rigpokcietTun)6exsoart (2,0r), po3unHennn 8 OM®PA (30mn), 3miwyBanu 3 nponiniogmgom (3,8r) i
noTiMm gopasanu rigpug Hatpito (50% B onii, 0,53r). lMicna Toro, sk ek3oTepMiyHa peakuis 3aBepluyBasnacb, CyMill
nepemiwysanu npoTtarom 1 roguHu i noTim obepexHo godasarm Bogy. Cymiw ekcTparyBanu eTurnaueTatoMm i
opraHiyHy chasy cywmmm Hag cynbdaTtom HaTpito, QinbTpyBamm i KOHLEHTpyBanu. 3anuLwokK rigponidyBanm 3rigHo 3i
crnocobom P-a. OgepxyBamm NnpoayKT 3 MonekynsapHoto macoto 208,26 (C12H1603); MC (ESI): 209 (M+H+).



