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(57) 1. Cnonyka 3aranbHoi hopMynu

BOY; QQ

NH2, (|)

y SKin

R osHavae OeH3unbHy, 2-dpTOpbeH3unbHy, 3-
TOPOEHNMBHY, 4-pTOpOEHINNBHY, 2,6-
ANTOPOEH3NNBHY, 3,4-anTOpOEH3NNBHY, 2-
Xrop6eH3nnbHy, 3-xnopbeH3nnbHy abo 4-
XropOeH3nnbHy rpyny,

2-TpndTOpMETUNOEH3NMBHY, 3-
TPUTOPMETUNOEHINMNBHY abo 4-
TpudTOpMETUNOEH3NMBHY Tpyny,
3-TpndTOpMETOKCUBEHINMBHY abo 4-

TPUTOPMETOKCUOEHIUTBHY rpyny, 2-
LiiaHOBEeH3MMbHY, 3-uiaHobeH3unbHYy  abo  4-
LiaHobeH3unbHy rpyny, 2,6-gvuiaHobeH3nnbHy, 3,4-
AnuiaHoGEeH3NMbHY, 3,5-auuiaHo6eH3UNbHYy, 2-
TpudTopMeTUN-4-LiaHoBEH3NMbHY, 3-HiTpO-4-
LiaHOOEH3UNbHy, 2-LiaHo-3-METOKCUOEH3UNbHY, 2-

LliaHO-4-METOKCUBEH3UITBHY, 2-LjiaHo-5-
METOKCUOEH3NIbHY,  2-UiaHo-4-pTopOEeH3NmMbHY, 2-
LiaHO-5-pTOpbEH3UNBHY, 2-LiaHO-6-hTOpOEH3NNBHY,
3-LjaHo-4-pTOPOEH3NIBHY, 4-ujaHo-3-
pTOpPOEH3UNMBHY, 2-hTOp-4-LiaHO6EH3UNBbHY, 2-LiaHo-
3-xnopbeH3nnbHy, 2-xmnop-4-uiaHobeH3nnbHy abo 2-
LiiaHo-4-6poMGeH3UNbHY rpyny,

2-METOKCUOEH3UIBHY, 3-MeTOKCMBEH3UMbHY, 4-
METOKCUDOEH3UIBHY, 2-pTOp-3-METOKCUDEH3NIBHY, 2-
TOP-4-METOKCUOEH3NUNMBHY, 2-pTOp-5-
METOKCUOEH3UNbHY,  3-TOp-4-MEeTOKCUBEH3UITBHY,
3,4-0MMETOKCMBEH3UNBbHY,  3,5-AMMETOKCNOEH3UITBHY
abo 3,4-gumeTokcu-6-cpTopbeH3nnbHy rpyny, (6eH-
30[1,3]giokcon-5-in)MeTunbHy rpyny, [(4-
uiaHobeH3o[ 1,3]giokcon-5-in)metunbHy rpyny, 2-(3-
LMKIONPOMnifnoKCMeHin)-2-0KCoeTUINbHY, 2-(3-
LIMKMNONpPOniNMETOKCUAEHIN)-2-0KkcoeTurnbHy abo 2-(3-
LIMKNODYTUNOKCUADEHIN)-2-OKCOETUNBHY  rpyny,  2-
0KCO-2-[2-(nipuanH-3-in)deHrin)eTunsHy abo 2-okco-2-
[2-(nipnanH-4-in)deHin]eTuneHy rpyny,
(3-uiaHoHadTaniH-1-in)MeTUnLHY, (1,4-
AvuiaHoHadpTaniH-2-in)MeTunsHy abo (2,4-
OVMETOKCUHadTaniH-1-in)MeTunebHy rpyny,
(cbypaH-2-in)meTnnbHy, (pypaH-3-in)metunbhy, (5-
OpomdypaH-2-in)MeTunbHy, (5-meTundpypaH-2-
in)metuneHy, (5-uiaHodypaH-2-in)MeTuneHy abo (5-
METOKCUKapPOOHINdypaH-2-in)MeTuneHy rpyny,
(nipnamH-2-in)MeTUnbHY, (6-cbTOpnipmManH-2-
in)MmetuneHy abo (5-MeToKCUNipUANH-2-iN)MEeTUIBHY
rpyny,

(3-uiaHonipnAnH-2-in)MeTuneHy,  (6-uiaHonipuanH-2-
in)metuneHy, (5-uiaHonipnaunH-2-in)MeTuneHy, (4-
LiiaHonNipuanH-2-in)MeTuUneHy, (4-uiaHonipnamH-3-
in)metuneHy, (3-uiaHonipngunH-4-in)MeTuneHy, (2-
LiaHonipuamH-3-in)MeTunbHy, (2-uiaHonipnanH-4-

in)metuneHy, (5-uiaHonipngnH-3-in)metTuneHy, (6-
LiaHonipuamH-3-in)MeTunbHy abo (5-uiaHO-6-
METOKCUMIPUANH-2-iN)METUMNBHY rpyny, (6-

deHinnipuanH-2-in)metuneHy abo ([2,2'16inipyamHin-
6-in)MeTunbHy rpyny, (MipUMiguH-2-in)MeTuneHy, (4-

MEeTUMNIPUMIANH-2-iN)METUNBHY abo (4,6-
OVUMETUNNIPUMIANH-2-iN)MEeTUNbLHY rpyny,
(2-cheHinnipuMignH-4-in)MeTUNbLHY abo (4-

eHINNipUMiguH-2-in)MeTUnbHY rpyny,

(13) C2
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(1-meTun-1H-6eH3oTpunason-5-in)metnneHy rpyny, (6-
PTOPXiHONIH-2-iN)METUNBHY, (7-dTOpXiIHONIH-2-
in)MetuneHy, (2-meTunxiHoniH-4-in)meTuneHy, (3-
LliaHOXiHOMiH-2-iN)METUNbHY, (3-uiaHo-4-
METUNXIHOMIH-2-iN)METUNBHY, (4-uiaHoXiHONIH-2-

in)metuneHy,  (5-uiaHoXiHOMIH-2-iN)MeTUNbHY, (8-
LiaHOXiHOMIH-2-iN)METUMbHY, (6-amiHOXiHONIH-2-
in)MmetuneHy,  (8-amiHOXiHOMIH-2-in)MeTunbHy,  (4-

METOKCUXIHONMIH-2-iNT)MeTUNbHY, (6-METOKCUXIHOMIH-2-
in)MmetuneHy, (6,7-4MMETOKCUXIHONIH-2-iN)METUIBHY
abo  (8-uiaHoxiHomiH-7-in)meTunbHy  rpyny,  (1-
LliaHOi30XiHONiH-3-iN)MeTuUneHy, (4-LiaHoi30XiHONiH-1-
in)MeTunbHy, (4-uiaHoizoxiHoniH-3-in)MeTnnbHy abo
[(4-(nipnamnH-2-in)isoxiHoniH-1-in]MeTUnLHY rpyny,
(xiHa30niH-6-in)MeTUnbHy, (XiHa3omMiH-7-iN)MeTUmbHY,
(2-meTunxiHa3oniH-4-in)MeTUnbHy, (4,5-
OVNMETUNXIHA30MiH-2-iN)MeTUNbHy, (4-eTUrnxiHasoniH-
2-in)MeTunbHy, (4-umknonponinxiHa3oniH-2-
in)MeTuneHy, (2-deHinxiHazoniH-4-in)MeTunoHy, (4-
LliaHOXiHa30MiH-2-iN)MeTUmMbHY, (4-
deHinamiHOXiHa30MiH-2-iN)MeTUMbHY abo (4-
OeH3MnamiHoXiHa30MiH-2-in)MeTUnbHy rpyny, (XiHok-
caniH-5-in)MetunbHy, (xiHokcaniH-6-in)meTuneHy abo
(2,3-gnmeTunxiHokcaniH-6-in)MeTnneHy rpyny abo

([1,5]Had TMpMANH-3-in)MeTunbHy rpyny,

1T TayTOMepu, eHaHTioMepwn, Aiactepeomepu, ix Cymi-
i i X coni.

2. Cnonyka 3a n.1 3aranbHoi hopmynu

~
R.

i
" (la)
y Akin R mae BkasaHi B N.1 3Ha4YeHHs, a Takox ii Tay-
TOMepU 1 coni.
3. Cnonyka 3a n.1 3aranbHoi hopmynu

R n>_
vl
o r|\1 N /
NHz, (Ib)
y Akin R Mae BkasaHi B N.1 3Ha4eHHs, a Takox il Tay-
TOMepu 1 coni.
4. Cnonyka 3a n.1 y Burnsgi isionoriyHo NpunHATHOI
coni 3 HeopraHiYHMMKU abo opraHiYHUMU KUCNIOTaMW.
5. Jlikapceknin 3acib, Skui MICTUTb Crnonyky 3a Oyap-
akuMm 3 nn.1-4 i HeoboB'A3KOBO oAuH abo Aekinbka
iHepTHMX HOCITB Ta/abo pospigKyBadiB.
6. 3acTtocyBaHHs cnonyku 3a 6yab-Akum 3 nn.1-4 ons
ogepxXaHHa nikapcbkoro 3acoby, npugartHoro Ans
nikyBaHHs LykpoBoro aiabety tuny | i Tuny Il, aptpu-
TY, OXMWPIHHSA, BIATOPrHEHHA anoTpaHcnnaHTata ©n
BMKIMMKaHOrO KanbLMUTOHIHOM OCTEONOPO3y.
7. Cnocib opgepxaHHA nikapcbkoro 3acoby 3a n.5,
KU BigpPi3HAETbLCSA TUM, IO
crnonyky 3a 6yab-akum 3 nn.1-4 HeXiMiYHUM LUMSAXOM
o6'egHyloTb i3 ogHUM abo gekinbkoMa iHepTHUMUK
Hocisimn Ta/abo po3pigpKyBadamu.
8. Cnocib ofgepxaHHsA cnonyk 3aranbHoi dopmymu |
3a Oygb-skMM 3 nn.1-4, Ak BiAPI3HAETLCA TUM, LLO
a) crnonyky 3aranbHoi doopmynm
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=
R\N | >7
Z1
O)\N {
(1))

y fkin R mae BkasaHi B N.1 3HayeHHs, a Z" o3Havae
rpyny, sika BUIy4YaeTbCsl, Taky SIK aTOM ranoreHy, 3a-
MilLleHa rigpokcurpyna, mMepkantorpyna, CynbqiHinb-
Ha rpyna, cynbdoHinbHa rpyna abo cynbgoHinokcur-
pyna,

niggaioTe B3aemogii 3 3-amiHoninepuamHOM, WMoro
eHaHTiomepamu abo oro consmu,

noTiM npu HeobXigHOCTI BiALLENMIOTb 3aXUCHY Tpy-
ny, sika BUKOPUCTOBYBanacs nig yac peakujt,
OTPUMaHi TakMM LUMSIXOM CrOSlyKU 3aranbHol hopMy-
nu | po3ainsTb Ha iX eHaHTiomepu Ta/abo giactepe-
omepwu Ta/abo oTpumaHi cnonyku dopmynu | nepeso-
AaTb y ix coni, Hacamnepeg Ana  iX
hapmaLeBTUYHOro 3acTOCyBaHHS, NepeBOAsATb Yy iX
i3ionoriYyHO NPUIAHATHI coni 3 HeopraHiyHMMK abo
OpraHiYHMMK KUCMoTamu.

9. Cnocib ogepxaHHsa cnonyku 3araneHoi hopmynu |
3a Oygb-skMM 3 nn.1-4, kM BiAPI3HAETLCA TUM, LLO
y crnonyuj 3aranbHoi cbopmynvl

peco
Q_{7< (1)

y Skii R mae BkasaHi B N.1 3Ha4eHHs,

BMOANATb 3aXVCHY rpyny,

OTPUMaHi TakMM LUMSIXOM CrOSyKU 3aranbHoi hopMy-
nu | po3ainsTb Ha iX eHaHTiomepu Ta/abo gdiactepe-
omepu Ta/abo oTpumaHi cnonyku dopmynu | nepeso-
AsTb y ix comi, Hacamnepeg Ana  ix
dhapmMaLeBTUYHOro 3acTOCyBaHHA MNepeBoasaTb Yy iX
i3ionoriYyHO NPUIAHATHI coni 3 HeopraHiyHMMK abo
OpraHiYHMMK KUCnoTamu.

10. CnonyKa 3a n.1 3aranbHoi hopmynu

P \r
2, (la)

y €kin R o3Havyae (3 LiaHonipuanH-2-in)MeTUnbHy
rpyny,

abo i1 gisioNnoriyHo NPUIRHATHA Cinb 3 HEOPraHi4YHOK
abo opraHi4YHOIO KUCOTO0.

11. Nikapcbkuii 3acid, SKUIN MICTUTb CMONyKy 3ararb-
HOT chopmynun

=
R\N/ﬁtﬂ(
L L
| NH2 , (la)

y skin R o3Havae (3-uiaHonipyauH-2-in)MeTunbHy
rpyny, abo ii ¢isionoriyHo NPURHATHY Cifnb 3 Heopra-
HiYHOO ab0 opraHiYyHOK KWUCMOTOK i HeoDOOB'A3KOBO
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oauH abo gekinbka iHepTHMX HOCIiB Ta/abo po3pigKy-
BauiB.
12. 3acTocyBaHHS Cnonyku 3aranbHoi opMynu

| NHz, (Ia)
y skin R o3Havae (3-uiaHonipyauH-2-in)MeTunbHy
rpyny,
abo i gisioNnoriyHO NPUMHATHOI COrMi 3 HEOPraHi4YHOK
abo opraHiyHOI KUCIOTO ANS odepaHHS nikapcCb-
KOro 3acoby, mpuaaTHOro Ans fikyBaHHS LyKPOBOIO
niabety Tvny Il a6o OXUpPIHHS.
13. Cnocib ogepxxaHHs nikapcbkoro 3acoby 3a n.11,
SKUA BiOPISHAETLCA TUM, WO HEXIMIYHUM LUSISIXOM
06'egHyI0Tb CNOMyKy 3aranbHoi hopMynm

NHz, (Ia)
y skin R o3Havae (3-uiaHonipyauH-2-in)MeTunbHy
rpyny,

abo i1 i3ionoriYyHO NPUAHATHY Cinb 3 HEOPraHi4YHOK
abo opraHiyHOI KUCMNOTOM i3 ogHMM abo Aekinbkoma
iHepTHUMUK HociamK Ta/abo po3pigKyBayamu.
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14. Cnonyka 3a n.1, dka sBnse coboto 1-[(3-
LiaHonipnauH-2-in)metun]-3-metun-7-(2-6ytnH-1-in)-
8-((R)-3-amiHoninepnamnH-1-in)-kcaHTuH 'y doopmi i
i3ionoriYyHO NPUIHATHOI comi 3 HeopraHiyHow abo
OpraHi4yHo KMUCIOTOH.

15. Nikapcbkuin 3acib, gkuin mictute cnomyky 1-[(3-
LiaHonipnauH-2-in)metun]-3-metun-7-(2-6ytnH-1-in)-
8-((R)-3-amiHoninepnamnH-1-in)-kcaHTuH 'y doopmi i
i3ionoriYyHO NPUIHATHOI comi 3 HeopraHiyHow abo
OpraHiyHOK KUCINOTOM i3 0aHMM abo Aekinbkoma iHe-
PTHUMM HOCisIMK Ta/abo po3pigKyBadamu.

16. 3actocyBaHHs cnonyku 1-[(3-uiaHonipnanH-2-
in)metun]-3-metnn-7-(2-6yTnH-1-in)-8-((R)-3-
amiHoninepuaunH-1-in)-kcaHTuH y cbopmi i cpisionoriv-
HO NMPUIAHSITHOT COMi 3 HEOPraHiYHO abo opraHiYHO
KMCMNOTOHO i3 0AHMM abo Aekinbkoma iHEpTHUMMU HOCI-
Aamn Ta/abo pospigKyBavyaMu ons ogepXaHHs nikap-
CbKOro 3acofy, NnpuaaTHOro Ans nNikyBaHHS LlyKpOBOro
niabety Tny Il 260 OXMPIHHS.

17. Cnocib ogepxxaHHsa nikapcbkoro 3acoby 3a n.15,
SAKUA BiQPISHAETLCA TUM, WO HEXIMIYHUM LUISIXOM
o6'egHytoTb crionyky 1-[(3-uiaHonipnguH-2-in)meTun]-
3-meTtnn-7-(2-6yTuH-1-in)-8-((R)-3-amiHoninepmamnH-1-
in)-kcaHTUH y dopMmi i pisionoriyHo NPUNHATHOI coni
3 HeopraHiyHo abo OpraHiyHO KUCIOTO i3 OOHUM
abo pJekinbkoma iHEpTHUMK HocisMu Ta/abo poa3pi-
OXyBadamu.

OdaHnin BuHaxig CTOCYETbCS HOBUX 3aMilLleHuX
KCaHTWHIB 3aranbHoi hopmMynn

Q /
R N
j\Ji’ > \> ("
o~ TNT N
' NI,

X TayTOMepiB, eHaHTioMepiB, AiacTepeomepi, ixX
cyMilwen n ix conen, Hacamnepepq ix cisionoriyHo
CYMICHUX CONen 3 HeopraHiYHUMu abo opraHiYHUMK
KMcrnoTamu, siki MaloTb LiHHI dpapmakonoriyHi Bnactu-
BOCTIi, Hacamnepep iHribytody fito Ha aKTUBHICTb TaKo-
ro cbepmeHTy, sk gaunentuamnnentugasa-1Vv (DPP-1V),
X ofepXaHHs, 1X 3aCTOCYBaHHS Ans NpodinakTukm
abo nikyBaHHs 3axBoptoBaHb abo CTaHiB, ki B3aEMO-
noe'aA3aHi 3 niapuLLeHo aktusHicTio DPP-IV abo ski
MOXHa nonepeanTy abo nomnerwnTh 3a paxyHok 3me-
HweHHa aktusHocTi DPP-IV, Hacamnepeq uykpoBoro
niabety tTvny | abo Tuny Il, nikapcbkux 3acobis, ski
MiCTATb cnonyky 3aranbHoi popmynu (1) abo ii disio-
NOriYHO CYMICHY Cifb, a TakoX X OfepXXaHHS.

MoxigHi KCaHTWHIB, SIKi MalTb iHribytouy Adito Ha
DPP-1V, yxe Bigomi 3 WO 02/068420, WO 02/02560,
WO 03/004496, WO 03/024965, WO 04/018468, WO
04/048379, JP 2003300977 n EP 1338595.

Y HaBefeHiln BuLe 3aranbHin gopmyrni |

R os3Hauyae 6eHaunbHy, 2-dTOpOEH3unbHY, 3-

TOPOEHNMBHY, 4-pTOpOEHINNBHY, 2,6-
AN TOPOEH3NNBHY, 3,4-anTOpOEH3NMBHY, 2-

XIop6eH3NnbHY, 3-xnopbeH3unbHy abo 4-
XnopbeH3nnbHy rpyny,
2-TpndTOpMETUNOEHINMBHY, 3-
TPUTOPMETUNOEHINNBHY abo 4-
TpUbTOPMETUNOEHIUMBHY rpynYy,
3-TprdTOpMETOKCUBEHINMBHY abo 4-

TPUTOPMETOKCUOEH3UTBHY rpyny, 2-
LiaHOBEeH3UIbHY, 3-uiaHobeH3unbHy  abo  4-
uiaHobeH3unbHy rpyny, 2,6-guuiaHob6eH3nnbHy, 3,4-
anuiaHoGeH3NMbHY, 3,5-aumuiaHo6eH3nMNbHYy, 2-
TpudTopMeTUN-4-LiaHOBEH3NMbHY, 3-HiTpO-4-
UiaHOGEH3UNbHy, 2-LiaHO-3-METOKCMOEH3UNMbHY, 2-
LiaHO-4-MeTOKCUOEH3NIbHY, 2-LjiaHo-5-
METOKCUOEH3UNbHY, 2-UiaHo-4-bTOpOEH3UnNbHY, 2-
LiaHo-5-cpTopbeH3nnbHy, 2-UiaHo-6-dTopbeH3usbHY,
3-LiaHO-4-dpTOPOEH3NNBHY, 4-ujaHo-3-
pTOpPOEH3UNBHY, 2-hTOp-4-LiaHOBEH3UNBHY, 2-LiaHo-
3-xnop6eH3unbHy, 2-xrop-4-UiaHobeH3unbHy abo 2-
LiaHo-4-6poMOeH3NBLHY rpyny,

2-METOKCUBEH3UIBbHY, 3-METOKCUOEH3UIbHY, 4-
METOKCUOEH3NMbHY, 2-pTop-3-MeTOKCUBEH3UmNbHY, 2-
TOP-4-METOKCUOEHINUNBHY, 2-(pTop-5-
MEeTOKCUOEH3NMbHyY,  3-bTOp-4-MEeTOKCUDEH3NIBbHY,
3,4-0UMETOKCMBEH3UINBHY,  3,5-OMMETOKCUBEH3NIBHY
abo 3,4-gumeTokcu-6-cpTopbeHsnnbHy rpyny, (beH-
30[1,3]aiokcon-5-in)MeTunbHy rpyny, [(4-
uiaHo6eH30[ 1,3]aiokcon-5-in)MeTuneHy rpyny,

2-(3-upmKnonponinokcndeHin)-2-okcoeTuneHy, 2-
(3-umknonponinmeTokcudeHin)-2-okcoeTunbHy abo 2-
(3-LmMkoByTUNOKCMMEHIN)-2-0KCOETUNBHY rpyny,
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2-0Kkco-2-2-(nipnauH-3-in)deHinleTuneHy abo 2-
0OKCO-2-[2-(nipnanH-4-in)derin)eTunsHy rpyny,

(3-uiaHOHadTaniH-i-in)MeTUNbLHY, (1,4-
AvudiaHoHadpTaniH-2-in)MeTunsbHy abo (2,4-
OVMEeTOKCUHadTaniH-1-in)MeTunbHy rpyny,

(dbypaH-2-in)MeTunbHy,  (dypaH-3-in)MeTunbHy,
(5-6poMapypaH-2-in)MeTunsHy, (5-meTundpypan-2-
in)metuneHy, (5-uiaHodypaH-2-in)meTnnbHy abo (5-
MeTOKcHKapboHindypaH-2-in)MeTunbHy rpyny,

(nipuanH-2-in)MeTnnbHY, (6-dpTOpPNipMANH-2-
in)meTunbHy abo (5-MeToKCMNIPUANH-2-iN)MeTUNbHY
rpyny,

(3-uiaHoONipMANH-2-in)MeTUNBHY, (6-
LiaHoMipuanH-2-in)MeTUrbHy, (5-uiaHonipngnH-2-
in)MmeTuneHy, (4-uiaHonmipuauH-2-in)MeTUnbHy,  (4-
LiaHoMipuanH-3-in)MeTuUnbHy, (3-uiaHonipngnH-4-
in)metuneHy, (2-uiaHonipmgnH-3-in)MeTuneHy, (2-
LiaHoMipuanH-4-in)MeTunbHy, (5-uiaHonipngnH-3-
in)meTuneHy, (6-uiaHonipuguH-3-in)meTuneHy abo (5-
LiaHO-6-MeTOKCUNIPUANH-2-IN)MEeTUMBbHY rpyny,

(6-cheHinnipnamH-2-in)MeTUnbHY abo
([2,2']6inipnauHIn-6-in)meTunbHY rpyny,

(nipuMignH-2-in)MeTuneHy, (4-MeTnnnipuMignH-2-
in)MeTunbHy abo (4,6-gumeTnnnipuMiguH-2-
in)MeTunbHy rpyny,

(2-chbeHinnipyMianH-4-in)MeTUnbHy abo (4-
eHINMipUMIANH-2-iN)MEeTUMNLHY rpyny,

[(1-meTnn-1H-6eH30Tprazon-5-in)MeTunbHy] rpy-
ny,

(6-cbTOpXiIHONIH-2-iN)MeTUNBHY,  (7-pTOpXiHOMIH-
2-in)MeTnnbHy, (2-MeTUnxiHoMiH-4-in)MeTunbHy, (3-
LiaHOXiHOMiH-2-in)MeTUNLHY, (3-uiaHo-4-
METUNXIHOMIH-2-iN)METUINBHY, (4-uiaHoXiHONIH-2-

in)metuneHy,  (5-uiaHOXiHOMiIH-2-iN)MeTUnbHY, (8-
LiaHOXiHOmMiH-2-iN)METUNLHY, (6-amiHOXiHONIH-2-
in)MmetunbHy,  (8-amiHOXiHOMIH-2-in)MeTunbHy,  (4-

METOKCUXIHONIH-2-iN)MeTUnbHy, (6-MeTOKCUXiHOMIH-2-
in)metuneHy, (6,7-GUMETOKCMXIHOMIH-2-iNT)MeTUINbHY
abo (8-LjiaHoXiHOMIH-7-in)MeTUNLHY rpyny,

(1-uiaHoi30XiHONIH-3-iN)METUNBLHY, (4-
LiiaHOi30XiHOMIH-1-iM)MeTunbHy, (4-UiaHoi3oxiHOMiH-3-
in)metuneHy  abo  [(4-(nipugnH-2-in)izoxiHoniH-1-
inlmeTunbHy rpyny,

(xiHa30niH-6-in)MeTUNbLHY, (xiHa3oniH-7-
in)MeTunbHy, (2-mMeTunxiHasoniH-4-in)meTuneHy, (4,5-
ONMETUNXIHA30MiH-2-in)MeTUnbHy, (4-eTUnxiHas3oniH-
2-in)MeTunbHy, (4-umknonponinxiHa3oniH-2-
in)MeTuneHy, (2-deHinxiHazoniH-4-in)MeTunoHy, (4-
LiaHOXiHa30MiH-2-iN)MeTUMbHY, (4-
deHinamiHoXiHa30MiH-2-iN)MeTUNbHY abo (4-
6eH3unamiHoXiHa3oMiH-2-in)MeTunbHy rpyny, (XiHOK-
caniH-5-in)metunbHy, (xiHokcaniH-6-in)MetTnneHy abo
(2,3-gnmeTunxiHokcaniH-6-in)MeTuneHy  rpyny  abo
([1,5]Had TMPMANH-3-in)MeTunbHY rpyny.

[MepeBaxHi cnonyku 3aranbHOI PopMynu

0 //
R\N N
A | )X (la)
o IiI N
y SIkin R Mae BkasaHi BULLE 3HAaYeHHs!, a TakoxX IX
TayTomMepwu 1 coni.

Tak camo nepeBaxHi CNonyku 3aranbHoi hopMy-
7]
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0 //
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N Ib
ﬁ N ) (Ib)
0 N N o
| N
y SIkin R Mae BkasaHi BULLEe 3HaYeHHs!, a TakoxX IX
TayTomMepwu 1 coni.
Cnonykn 3aranbHoi dopmynu | ogepxytoTb Bia-
noBigHO A0 BUHaxody BidoMuMmu cnocobamu, Hampu-

Knag, onucaHMmu Hkye crocobamu.
a)y ubomy BapiaHTi crnonyky 3aranbHoi (opmMynu

J\Ji [ )—2 ()

y ﬂKIVI R mae BkasaHi Ha noyaTtky onucy 3HauveH-
He, a Z' o3Hauae rpyny, sika BUMYYaETbCs, Taky K
aToM ranoreHy, 3amileHa rigpokcu-, MepkanTto-, cy-
nbiHiNbHa, cynbgoHinbHa abo cynbgoHinokcurpy-
na, Hanpuknag, atom xnopy abo 6pomy, MeTaHCymb-
doHinbHa abo MeTaHcynbgOoHINnokeurpyna,

nigaaroTe B3aemogdii 3 3-amiHoninepnanHoMm, noro
eHaHTiomepamu abo oro consmu.

OnucaHy BuLle B3aEMOAil0 OOLIMbHO MPOBOAUTU
B PO3YMHHUKY, TaKOMy siK i3onponaHon, bytaHon, Te-
TparigpodypaH, AiokcaH, AuMmeTundopmamia, gume-
TUNCYNbdOoKCcHa, MOHOMeTaneBsun edip eTuneHrniko-
no,  pieTmnoBui  edpip  etuneHrnikonio  abo
cynbdornaH, HeobOB'A3KOBO B NMPUCYTHOCTI HEOpraHi-
YHOI OCHOBM, Hanpwvknag, kapboHaTty HaTpito, kapbo-
HaTy Kkanito abo riapokcuay Karnito, TPETMHHOI OpraHi-
YHOI OCHOBW, Hanpwvknag, TpueTunamiHy, abo B
npucyTHocTi N-etungiisonponinamiHy (ocHoBu X'toHi-
ra), Npy LUbOMY BKa3aHi OpraHi4Hi OCHOBM OZHOYACHO
MOXYTb TaKOX CIY>KUTWN PO34YMHHMKOM, | HEODOB'A3KO-
BO Y MPWCYTHOCTI KaTanizatopa, Hanpuknag, ranore-
Higy nyxHoro metany abo katanizaTopa Ha OCHOBI
nanagito, npu Temnepatypi Big -20 go +180°C, nepe-
Ba)KHO, OofHakK, npu Temnepatypi Big -10 go +120°C.
Pasom 3 TUM peakuito MoXHa npoBoauTh n 6e3 pos-
YMHHUKA a0 B HAANWLLKY 3-aMiHONINepuamnHy.

6) Y ubomy BapiaHTi B cnonyui 3aranbHoi dop-
Mynm

orﬁr?’ NQ 5 (i
| v~ y

y Skin R mMae BkasaHi Ha no4yaTtky onucy 3HadveH-
HS1, BUOANSAIOTb 3aXMCHY rpyny.

TpeT-ByTunokcukapboHinebHy rpyny nepeBaxHO
BigLwennoBaT 0O6pobKOI0 KUCIOTO, Takol K Tpu-
dTOopouToBa kucnota abo congHa kucnota, abo 06-
pobkoto GpoMTpuMeTurncunaHoM abo MoaTpUMeTUn-
cunaHom, HeoOOB'A3KOBO 3~ BUKOPUCTAHHSAM
PO34YMHHMKA, TAKOro SK METUNeHXNnopua, eTunauderar,
JiokcaH, MeTaHon, i3onponaHon abo AieTurnoBun
edip, npu TemnepaTypi Big 0 go 80°C.

Mpu NpoBefdeHHi onucaHux BULLE peakLin npucy-
THi 32 NeBHUX YMOB peakuinHO3daTHI rpynu, Taki K
aMiHo-, ankinamiHo- abo iMiHOrpynu, MoXxHa 3axuLla-
TW Ha 4Yac 30iMCHEHHS peakuil 3BU4alHUMMU 3aXUCHU-



9

MU rpynamu 1 3HOBY BigLlennoBaTh iX nicnsa 3a.Bep-
LUEHHs1 peakuii.

Ak npuknag 3axucHoi rpynu Ans amiHo-, ankina-
MiHO- abo iMiHOTpYyNM MOXHa HasBaTu (POPMINbHY,
aueTunbHy, TpUTOPaLETUIBHY, ETOKCUKapOOHIfbHY,
TpeT-0yTOKCUKaPOOHINbHY, BOeH3MNOoKCMKapOOoHInbHY,
GEeH3UNbHY, METOKCUOEH3UNBHY abo 2,4-
OVMETOKCUOEH3UMbHY rpyny, a Ans amiHorpynu - go-
[aTKoBO hTanineHy rpyny.

Mpu HeOOXiAHOCTI HACTYNHe BiALLENNEHHSA BUKO-
pUCTOBYBaHOI 3axXUCHOI TPynu MOXHa 3AilNcHIOBaTH,
Hanpwvknag, rigponiTU4HUM LUNSAXOM Yy BOAHOMY pO3-
YMHHUKY, Hanpuknaz, y Bogi, isonponaHoni/sofi, ou-
TOBIN KWCMOTI/BOAI, TeTparigpodypaHi/Bodi abo aiok-
caHi/Bodi, Yy MPWUCYTHOCTI KUCMOTW, Takoi $K
TpudTopoLTOBa KUCMOTa, consHa kucnota abo cip-
YaHa kucnota, abo B MPUCYTHOCTI FiApPOKCUAY MNyXHO-
ro metany, Takoro sk rigpokcug HaTtpito abo rigpokcug
Kanito, abo anpoTOHHUM LUMSXOM, Hanpwvkniag, y npu-
CYTHOCTI noATpuMeTuncunaHy, npu TemnepaTypi Big
0 po 120°C, nepeBaxHo Big 10 go 100°C.

OpHak 6eH3unbHY, METOKCUOEH3UNbHY abo GeH-
3UMNOKCMKapOOHiNbHY rpyny BigLEnoTb, Hanpu-
Knag, WnsixoM rigporeHoni3y, 3okpema nig gieto Boa-
HIO B MPUCYTHOCTI KaTanidaTtopa, Takoro sik nanagin
Ha BYrinni, y NPUNHATHOMY PO3YMHHUKY, TakoMy siK
MeTaHorn, eTaHon, eTunauetaTt abo nNbogsHa ouToBa
KMCroTa, HeoOOB'A3KOBO 3 [0AaBaHHAM  KMCIOTH,
Takol K ConsiHa KUcrnoTa, npu TemnepaTypi Big 0 go
100°C, ane nepeBaxHO Npu KiIMHaTHUX TeMnepaTypax
y Mexax Big 20 go 60°C, i npu Tucky BogHto Big 1 oo
7 ©Gap, nepeBaxHo, ogHak, Big 3 go 56ap. 2,4-
OVMETOKCMOEH3UMbHY Tpyny NepeBaxHo, OAHaK, Big-
LWennoBaTh y TPUPTOPOLITOBIN KUCAOTI B MPUCYTHOCTI
aHisony.

TpeT-ByTunokcrkapboHinebHy rpyny nepeBaxHO
BigLwennoBaT 0O6pobKOI0 KUCMOTO, Takol K Tpu-
dTopouToBa kucnota abo consgHa kucnota, abo 06-
pobKoto  MOATPUMETMNCUIaHOM, HeObOB'A3KOBO 3
BMKOPWUCTaHHAM PO34MHHUKA, TAKOTO SK METUIEHXIO0-
pua, giokcaH, etunadeTar abo gietnnosun eqip.

TpudpTopaueTuneHy rpyny nepeBaXHO BidLuen-
noBaTn 06POOKOI0 KUCIIOTOM, TaKOK SK COMsiHa KUC-
nota, HeoOOB'A3KOBO B MPWUCYTHOCTI PO34YMHHUKA,
Takoro ik ouyToBa Kucrnota, npu Temnepatypi Big 50
no 120°C, abo obpobkoto igkMum HaTpiem, HEOOOB'A3-
KOBO B MPUCYTHOCTI PO3YMHHMKA, Takoro K TeTparig-
podypaH, npu Temnepartypi Big 0 go 50°C.

®dTanineHy rpyny nepeBaxHO BigwennioBaTtu y
NPUCYTHOCTI rigpa3vnHy abo NepBMHHOIO amiHy, Takoro
K  MEeTUInamiH, eTurnamiH, eTaHonymiH abo H-
OyTvnamiH, y pO34MHHWKY, TaKOMy SIK MeTaHon, eTa-
Hom, i3onponaHon, Tonyon/soga abo pgjokcaH, npu
Temnepartypi Big 20 go 50°C.

Kpim TOro, oTpumaHi cnonyku saranbHoi opmy-
nm | MoXHa po3ginsaTy, SK yxe BKadyBanocs Ha nodva-
TKy Onucy, Ha ix eHaHTiomepwu Ta/abo giactepeomepu.
Tak, Hanpuvknag, u1c- /TpaHc- CyMilli MOXHa po3ainsg-
TW Ha X OKpeMi UuC- | TpaHc-i3omepu, a Cnonyku npu-
HaNWMHi 3 OAHMM OMTUYHO aKTMBHUM aTOMOM BYINeEL|o
MO>XHa po3ainsaTh Ha X eHaHTioMepu.

Tak, 30kpemMa, OoTpUMaHi LMC- i TpaHC-CyMiLli Mo-
XHa po3dinsaTu WnsaxoMm xpomartorpadii Ha ix okpemi
uuc- i TpaHc-isoMepu, OTPUMaHi Crnonyku 3aranbHoi
copmynu |, aki yTBOpIOWOTLCA Y BUMNSAI pauemMaris,
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MOXHa po3gindAT¥M 3a BigoMMMKM MeTogamu (OuMB.
Allinger N.L. i Eliel EX., "Topics in Stereochemistry",
1.6, Bug-Bo Wiley Interscience, 1971) Ha ix onTu4Hi
aHTunoan, a crnonyku 3aransHol popmynu | npuHan-
MHIi 3 2 aCUMETPUYHUMM aTOMaMu BYTTeL MOXHa Ha
OCHOBI BigMIHHOCTEN X (Pi3MKO-XiMIYHUX BracTUBOC-
Tei po3ninaTv 3a BiAOMMMW MeTodamu, Hanpuknag,
xpomaTtorpadieto Ta/abo dpakuioHOBaHOK KpucTani-
3aujeto, Ha ix giactepeoMepu, SKi Npu X YTBOPEHHI B
pauemiyHin opMi Hagani MoXHa po3ginaTtu, sk ue
OMMCaHo BULLE, Ha eHaHTIOMepW.

PosgineHHss Ha eHaHTiOMepwn nepeBaXkHO 3ainc-
HIOBATW LUNSIXOM KOMTOHKOBOMO PO3AINEHHsT Ha Xipanb-
HUX pasax abo LNsaxom nepekpucTanisadii 3 onTUYHO
aKTMBHOIO PO34YMHHMKA abo B3aeMOIE0 3 OMTUYHO
aKTUBHOIO PEYOBUHOIO, SIKa YTBOPIOE 3 paLeMi4HO
crnonykoto coni abo noxigHi, Taki sk cknagHi edipwu
abo amigu, Hacamnepen 3 KMCnoTamu i iX akTMBOBa-
HUMKU noxigHMMy abo cnupTamu, | po3aineHHsM
OTpUMaHOi B pe3ynbTaTi CyMili AiacTepeoMepHUxX
conen abo noxigHoro, Hanpuknag, Ha OCHOBI BigMiH-
HOCTEN Yy PO3YMHHOCTI, MPU LbOMY i3 YNCTUX fiacTe-
peoMepHUx comnen abo MOXiAHUX MOXHA BUBINbHATU
BifbHi aHTMNOAW BNMMBOM NpuaaTHUMK ANs Uiei MeTu
3acobamu. Ak npuknag HanbinbL 4YacTo BMKOPWUCTO-
BYBaHUX Y BULLEBKa3aHWX LiMAX ONTUYHO aKTUBHMUX
KMCNOT MOXHa Haseatu D- i L-cdoopmu BMHHOI abo
[ANOEH30INBUHHOI Knucnotn, An-O-n-TORINBUHHOI KKC-
noTKn, S6ny4HOI KMCNOTW, MUrAaneBoi KUCIOTU, KaMm-
opcynb(OHOBOI  KMCMOTK, FyTaMiHOBOI KUCMOTH,
acnapariHoBoi Kncnotu abo XiHHOI kucroTw. MNpukna-
OOM ONTMYHO aKTMBHOIO CNUPTY CryuTb (+)-abo (-)-
MEHTON, a SK MPUKNag ONTUYHO aKTUBHOMO auMIbHOro
parMeHTa B amigax MoxHa Haseatu (+)-abo (-)-
MEHTUINOKCUKapPOOHIn.

Kpim uporo otpumaHi cnonyku dopmynum | MoxHa
nepesoanTu B X coni, Hacamnepeq Ans apmaues-
TMYHOrO 3aCTOCYBaHHS - Y X npuaatHi gisdionoriyHo
CyMiCHi cormi 3 HeopraHi4yHMMK abo OpraHiYHUMK KUC-
notamu. FAk npuknag npuaatHux Ang uiel Metn Kuc-
1NIOT MOXHa HasBaTW CONsiHY KUcnoTy, GpommcToBoa-
HeBY KMCIOTY, CipyaHy KMCMNOTY, MeTaHCynbdOHOBY
KMCIOTY, POCOpPHY KUCNOTY, (PymMapoBy KUCNOTY,
SIHTAPHY KUCMNOTY, MOMOYHY KACAOTY, IMMOHHY KUCIO-
TY, BUHHY KMCMOTY abo marneiHoBy KUCMOTY.

BukopuctoByBaHi sk BUXiOHI PEYOBMHU CMOJSTYKU
3aranbHux cdopmyn Il i Il abo Bigomi 3 niTepaTypw,
abo X ogepXyloTb 3a BigOMUMUK 3 fiTepaTypyu MeTo-
Aamu (ame. npuknaam -XXV).

3anponoHoBaHi y BuWHaxodi Crnomyku 3aranbHoi
copmynu | 1 TX gi3ionoriyHO CyMiCHOI coni MaroTb, K
yXKe BKasyBarnocs BuLle, UiHHi bapMakonoriyHi Bnac-
TMBOCTI, Hacamnepepq iHribytody Ao Ha epMeHT
DPP-IV.

BionoriyHi BMacTUBOCTI HOBUX CMONYK AOCAIOXKY-
Banu 3a OMMCaHOK HWXKYEe METOAMKOLO.

34aTHICTb 3aNpONOHOBaHWX y BMHAXOAi CNOMyK 1
X BigNoOBiAHMX conen NpurHivyBaTu akTuBHiCTb DPP-
IV MoXHa MpoaeMOHCTpyBaTW eKCrepuMMEHTarnbHO 3
BUKOpPUCTaHHAM Sk pkepena DPP-IV ekctpakty niog-
CbKMX KNITUH paky TOBCTOI kumwku niHii Caco-2. [Ons
OudepeHUiloBaHHS KMITUH 3 METO iHAYKyBaTu eKc-
npecito DPP-IV BukopucToByBanun metoa, onnucaHui B
Reiner 11 iH. y ctarTti "Increased expression of
intestinal cell line Caco-2", onybnikoBaHin B Proc.
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Natl. Acad. Sci., 1.90, 1993, cTop.5757-5761. KniTuH-
HWUIA EKCTPaKT ofdepXyBanu i3 conobinizoBaHux y Oy-
depi (10MM Tpunc-HCI, 0,15M NaCl, anpoTuHIH y ki-
nbkocTi, wo signoeigae 0,04 oguHWUp iHribyBaHHS
Tpuncuny (OIT), 0,5% Nonidet-P40, pH8,0) knituH
LWaAxXoM ueHTpudpyrysaHHa npu 35000g npoTsirom
30xB. npu 4°C (ans BuganeHHs KNiTMHHoro gebpucy).

Hwxye posrnsHyTa meToauka npoBedeHHs Ao-
cnigy 3 OOCHiMKeHHA npurHiyeHHs aktusHocTi DPP-
V.

Y YopHi TUTpauifHi MiKponnaHweTu BHOCUMNN
50mkn pPO34MHY cybeTparty (amipgo-4-
TPUTOPMETUNKYMAPUHY,  KiHLEBa  KOHLEeHTpaLis
100mkM). [Oani 3a pgonomoroto nineTku pogasanu
20mkn Bydepa Ana aHanisy (KiHUEBi KOHLeHTpauii:
50MM Tpuc-HCI 3 pH7,8, 50mM NaCl, 1% OMCO).
Peakuito iHibjitoBanu gogaeaHHamM 30mkn contobiniso-
BaHoro Ginka i3 kniTuH niHii Caco-2 (kiHueBa KOHLIEH-
Tpauia 0,14mkr Ginka Ha nyHKy). AHani3oBaHi TecTo-
BaHi peYOBMHM 3BMYANHO [ofaBanu B nonepegHbo
po3BegeHoMy B 20MKn BUMMAAI, 3MEHLLYIOYN B LbOMY
BMMNaAKy Ha BiANOBIOHY BenuWyMHy 06'eM BMKOPUCTO-
ByBaHoro bydpepa ana aHanisy. Peakuito nposogunu
npuv KiMHaTHI TemnepaTypi Npu TpMBanocTi iHKybaLji,
Wwo gopisHoe 60xB. licnsa 3akiH4eHHS LbOoro npomix-
Ky 4acy BUMIptoBanu iHTEHCUBHICTb (priyopecLeHLii B
npunagi Tvny Victor 1420 Multilabel Counter npu go-
BXWHI xBUni 30ymkeHHA 405HM i JOBXWHI xBUMi BU-
npomiHioBaHHS 535HM. "XonocTi" 3HayeHHs (Bignosi-
AaloTb aKTUBHOCTI, Wwo gopisHioe 0%) oaepxysanu B
cymiwax 6e3 6inka i3 knitnH niHii Caco-2 (BiACYTHIN
o0'em 3anoBHIOBaNM AodaBaHHAM BianoBiOgHOI KinbKo-
cTi 6ycdpbepa ona aHanisy), a KOHTPOIbHI 3HAYEHHSI
(BignoBigatoTb akTMBHOCTI, Wo AopisHioe 100%) one-
pXyBanu B Cymiwax, A0 SKUX He JodaBanu aHaniso-
BaHi peyoBuHW. CTyniHb Aji, Sika NPOABNSETLCA KOX-
HOI 3 TECTOBaHUX PEYOBMWH, BUPaXeHy Yy BUrmsAgi
3HaueHb iHribyoyoi KoHueHTpadii 1Cso, po3paxoByBa-
NN Ha OCHOBI KPUBUX 3anexHOCTi edeKkTy Bid A03MW,
KOXHY 3 fkux GygyBanu 3a 11 ekcnepvMeHTanbHUX
Toukax. [pu ubomy Oynu oTpuMaHi HacTynHi pe3ysb-
Tamm:

Cnonyka IHriGytova aia Ha

(npuknag Ne) DPP-1V, ICso [HM]
1 6
1(3) 6
1(4) 9
1(6) 2
1(7) 5
1(12) 2
1(21) 2
1(26) 2
1(30) 2
1(31) 3
1(38) 1
1(39) 2

3anpornoHoBaHi y BMHaxodi CrosfykM MawTb XO-
poLly nepeHOCUMICTb, OCKINbKW, Hanpuknag, nicng
nepoparbHOro BBeOEeHHS LlypaM Criofnyku i3 npukna-
ay 1(30) y posi 10mr/kr He cnocTepiranocsi Hisiknx
3MiH y noBefiHLui TBapuH.
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3anponoHoBaHi y BuWHaxodi Crnomyku 3aranbHoi
copmynu | 1 ix BignosigHi hapmMaueBTUYHO NPUAHAT-
Hi comi 3 ypaxyBaHHsM 1X 34aTHOCTi MpUrHidyBaTu
aktmBHictb DPP-IV po3BonsioTe BnnuBaTK Ha BCi Ti
cTaHn abo 3axBOpPIOBaHHS, Ha SiKi MOXHa BNvBaTK 3a
paxyHoK npurHiveHHs1 aktmuBHocTi DPP-IV. Tomy mox-
Ha ouikyBaTW, LLO 3aNpOMNOHOBaHi Y BUHAxo4i Cronyku
npygaTHi ona npodinaktvkym abo nikyBaHHA TaKux
3axBoptoBaHb abo CTaHiB, siK LyKpoBui giabet Tuny 1
i TNy 2, nepepnpiabeT, 3HWKEHHS] TONEPaHTHOCTI OO
rnioko3n abo 3MiHM piBHSI LlYKPY B KPOBI HaTLle, gjia-
GeTUYHi ycknagHeHHs (Hanpuknag, peTuHonaTis, He-
ponatis abo HeBponaris), meTaboniyHui aumnos
abo KkeTo3, peakTMBHAa TriNOrnikeMisi, pe3NCTEHTHICTb
[0 iHcyniHy, MeTaboniyHui cuHOpoM, Aucninigemii
pi3HOro reHesy, apTpuT, aTepocKnepos i cropigHeHi
3aXBOPIOBAHHS, OXWUPIHHSA, BiATOPrHEHHSI anoTpaHc-
nnaHTaTy " BUKMMKaHWUIA KanbLWUTOHIHOM OCTEOMNOpO3.
Kpim UbOro 3anponoHoBaHi y BUHaxodi Crornyku Oo-
3BOMAOTL 3anobiratu gereHepadii B-kniTwH, Hanpu-
Knag, anonto3 abo HeKpo3 naHKpeaTUyHUX B-kniTuH.
3anponoHoBaHi y BWHaxogi Cronyku npugaTHi gani
Ans noninweHHss abo BiAHOBMNEHHA YHKLOHANbHOI
AKTUBHOCTI NaHKpeaTUYHUX KNiTUH i nopsA i3 uum ans
36iMbLUEHHS KiMbKOCTI 1 po3mipy naHkpeaTudHux B-
KNiTWH. KpiMm TOro, Buxoas4m 3 Tiei poni, Ky Bigirpa-
l0Tb FMIOKAroHONodo6HI NnenTuaw, Taki, Hanpuknaga, sk
GLP-1 n GLP-2, i 3 ypaxyBaHHsIM iX 3B'A3Ky 3 iHribOy-
BaHHAM DPP-IV, ouikyeTbcs, WO 3anpornoHoBaHi Yy
BUHaxoAdi Cnonyku npuaaTtHi KpiM iHWOro Ans Aocsir-
HEHHS cepaTuMBHOrO edbekTy abo edpekTy, skURn ycy-
Ba€ CTaH cTpaxy, i, KpiMm TOro, 3gartHi CnpuaTnvBO
BMMMBATU Ha KaTaboniyHi CTaHM nicna XipyprivyHmx
onepauin abo Ha ropmoHarnbHi cTpecoBi peakuii abo
[O03BONSIOTE 3HU3UTUM CMEPTHICTb | 3axXBOPIOBaHICTb
nicns iHgapkTy Miokapaa. Kpim Lboro 3anpornoHoBaHi
y BWHaxodi Crnonyku npuaaTHi Ans nikyBaHHS BCiX
CTaHiB, B3aEMOMOB'A3aHNX 3 BULLEONUCAHUMMN edek-
Tamu 1 onocepenkoByBaHux nentugom GLP-1 abo
GLP-2. 3anponoHoBaHi y BUHaxodi Conykn Tak camo
MOXYTb BMKOPUCTOBYBATUCS SIK CEYOriHHI abo rinoTe-
H3MBHI 3acobu i NpuaaTHi Anst NoNepemKeHHs 1 NiKy-
BaHHS rOCTPOI HMPKOBOI HeJoCTaTHOCTI. 3anpornoHo-
BaHi y  BMHaxodi  CrnonykM  MOXyTb  dani
BMKOPWUCTOBYBAaTUCS [ANs1 NiKyBaHHA 3ananbHWX 3a-
XBOPIOBaHb AMXanbHUX LWAXiB. Tak camo BOHM Mpu-
JaTHi Ansa nonepemXeHHa W Tepanii XpOHiYHMX 3ana-
NbHWX 3aXBOPIOBaHb KWLLEYHWKY, TakuX, Hanpuknag,
AIK CMHAPOM nogpasHeHoro kuwevHuky (Cr1K), xsopo-
6a KpoHa abo BMpasKoBWiA KOMIT, @ TAKoX AN 3acTo-
cyBaHHA npu naHkpeaTuTi. KpiM Lboro odikyeTbes, Lo
BOHW MOXYTb BMKOPWUCTOBYBATUCA Mpu Oydb-saKoMmy
TMNi  MNOWKOAKeHb abo nopylleHb Yy  LUNYyHKOBO-
KULLKOBOMY TpakKTi, Y TOMY YMCni W, Hanpuknag, npu
Konitax n eHTeputax. Kpim TOro, ovikyetbcs, WO iHri-
6itopn DPP-1V, a Tum camum i 3anponoHoBaHi y BU-
Haxodi Cronykn MOXYTb 3acCTOCOByBaTMUCS AN MiKy-
BaHHA  Oe3nnigHocTi abo  AnA  NominweHHs
penpoayKkTUBHOI 30aTHOCTI noauMHM abo ccaBuiB i
Hacamneped y Tomy Bunagky, konu 6e3nnigHicTb
B3aEMONNOB'A3aHa 3 PE3NCTEHTHICTIO A0 iHCYniHy abo
i3 CUHAPOMOM NOMIKICTO3Yy SIE4HMKIB. 3 iHWOro 6okKy, Ui
Cronyku 3gaTHi BNAMBaTW Ha PyXNMBICTb cnepmaro-
30i4iB | TOMYy MOXYTb BUKOPUCTOBYBATUCS SIK YOMOBIMi
KOHTpauenTuBu. Taki crnonyku 3gaTHi KpiM LbOoro no-
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3UTUBHO BNNUBATU Ha CTaHW, SKi 3B'A3aHi 3 gediun-
TOM COMaTOTPOMHWUX FOPMOHIB i SIKi MPOSABSAIOTLCA B
KapriMkoBOMY POCTIi, @ TaKkoX X AOUiNbHO BUKOPUCTO-
BYBaTW MPW BCiX NOKa3aHHAX, NPU SKUX JOMYCKaETbCA
3aCTOCYyBaHHS COMAaTOTPOMHUX TOPMOHIB. 3anpono-
HOBaHi y BMHAxXOAj CMoONyku 3aBAsiku iX iHriOytoYin aii
Ha DPP-IV npupgaTHi Takox Ans NiKyBaHHSA Pi3HUX
ayTOIMyHHMX 3axBOpIOBaHb, TakwuxX, Hampuknag, $K
peBMaToigHU apTPUT, MHOXWHHUIA CKNepo3, TUPEeOi-
antn, 6aseqoBa xBopoba W iHwWi. Kpim Lporo BOHM
MOXYTb BUKOPUCTOBYBaTUCS MPWU BiPYCHWX 3aXBOpIO-
BaHHSAX, Y TOMYy uwucni, Hanpwuknag, i npu BIJI-
iHgpekuiax, ona cTumynsuii remonoesy, npu o6po-
AKICHIW rinepnnasii npocTaTu, NpW TiHriBITaX, a TakoX
Ons nikyBaHHS HEMPOHHMX NOpPYLUEHb | HempoaereHe-
paTUBHMX 3aXBOPIOBaHb, TaKWX, Hampuknag, SK XBO-
poba Anburenimepa. 3anponoHOBaHi Yy BUHaXOAi Cro-
NYyKNU MOXXHa BUKOPUCTOBYBaTW 1 AN Tepanii NyXmuH,
Hacamnepeq Ans 3MiHWM nipouecy iHBasil NyXnuHK, y
TOMY YnCni M MeTacTadyBaHHA. K npuknag npu Ubo-
My MOXHa Ha3BaTW 3acTOCyBaHHsi Mpu T-KMiTUHHWUX
nimMgomMax, roctpomMy nimMgobrnacTtHoMy Nenkosi, Krii-
TUHHOMY paKy LMTOBMAHOI 3anosu, Gasaniomi abo
paky MonoyHoi 3anosu. [Jo nepeniky iHWKX NokasaHb
HanexaTtb anonnekCU4HUin yaap, ilemii pisHoro reHe-
3y, xBopoba [MapkiHcoHa 1 MirpeHb. Kpim uporo go
iHLIMX Moka3aHb Hanexatb ponikynapHuiA 1 enigep-
MOTITUYHMIA TinepkepaTosun, niasullieHa nponidepa-
Lis KepaTUMHOUMTIB, mncopias, eHuedanomienitu, rno-
MepynoHedpuTy, ninogucTpoait, a TaKkox
NCMXOCOMATUYHI, AeNPeCcUBHi 1 HEMPOMCUXIYHI 3axBO-
PIOBaHHS Pi3HOro reHesy.

3anponoHoBaHi y BMHaxodi CMONykn MOXHa Ta-
KOX BWKOPWUCTOBYBATWU B CMOMYYEHHi 3 iHWWMW Ajto-
YMMKM pevoBuHamu. [lo nogibHOro pody TepaneBTuY-
HUX 3acobiB, SIKi MOXYTb BWKOPWCTOBYBaTUCS B
KOMOiHaUji i3 3anponoHoBaHWMK y BWHaXOAi crnomny-
KaMu, HanexaTtb, Hanpwknag, aHTugiabeTuyHi 3aco-
6u, Taki sk MeTopMiH, CynbOHINCE4OBUHN (Hanpu-
knag, rnibeHknamig, TonGytamiag,  rnimenipug),
HaTerniHig, penarniHia, TiasonignHaioHn (Hanpwvknag,
pocurniTa3oH, MiorniTasoH), aroHiCTM peuenTopa
PPARy (Hanpuknag, G1262570) i aHTaroHicTh peuen-
Topa PPARy, mogynatopu peuentopa PPARy/a (Ha-
npuknag, KRP 297), wmogynatopu peuenTtopa
PPARy/a/®, aktnsatopu AMPK, iHribitopn ACC1
ACC2, iHribitopn DGAT, aroHictu SMT3 -peuenTopa,
iHriditopn 11B3-HSD, aroHictn abo MimeTtnkn FGF19,
iHridiTopn a-rnoko3vaasv  (Hanpuvknag, akap6o3a,
Borni6osa), iHwWi iHriGitopu DPP-1V, az-aHTaroHicty,
iHCyniH i voro aHanorn, GLP-1 n aHanorn GLP-1 (Ha-
npuknag, ekceHguh-4) abo aminiH. Pa3om i3 Bkasa-
HUMW BULLE B KOMOiHaUjT i3 3anponoHOBaHUMK Yy BU-
Haxogi cnomnykamu MOXYTb TakoxX
BMKOpUCTOBYBaTuUCS iHribiTopn SGLT2, Taki Ak T-1095
abo KGT1251 (869682), iHribiTopn (6inok-TMPO3UH)-
cocdaTasu 1, pevyoBMHU, SAKi BNNUBaOTb Ha Aepery-
NAUiI0 NPOAYKYBaHHS MIOKO3M B NediHui, Taki sK iHri-
GiTopu rnoKo30-6-pocdaTasu, dpykTO30-1,6-
bicchocpaTtasm abo rnikoreHdocdopunasn, aHTaroHi-
CTW IMIOKaroHOBOro pevenTopa 1 iHribiTopu docdoe-
HonnipyBaTkapboKCUkiHa3W, KiHasu rMikoreHCUHTasn
(npoTeiHkiHa3n) abo nipyBaTaerigporeHasu, 3acobw,
SIKi 3HVKYIOTb piBEHb NiNigiB B KPOBI, Taki sk iHridiTopn
HMG-CoA-peayktasn (Hanpuknag, CumBacTaTuH,
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aTopBactaTuH), ibpatn (Hanpuknag, Gesadibpar,
deHopibpaT), HikoTMHOBa KMcnoTa i i MoXiaHi, aroHi-
ctn peuentopa PPARa, aroHictu peuentopa PPARSJ,
iHridiTopn ACAT (Hanpuknag, aBacumib) abo iHribito-
Py BCMOKTYBaHHSI XOMNeCTepuHy, Taki SK e3eTumib,
peyvoBUHU, SIKi 3B'A3YI0Tb KOBYHI KMCMOTKU, TaKi sIK KO-
necTupamiH, iHridiTopn knNyGoBOro TpaHCNopTy >KOBY-
HUX KUCMOT, CAOMYKK, SKi NiABULLYIOTL piBeHb anbda-
ninonpoTeiHiB BUCOKOT NYCTUHW B KPOBI, TaKi 5K iHriOi-
Topn CETP abo perynatopu ABC1 abo x aHTaroHic-
™ LXRa, aronictu LXRB abo perynsatopu LXRa/B,
abo fjtoYi pevoBMHU A NiKyBaHHA OXMPIHHS, Taki sk
cnbyTpamiH, TeTparigponincTatuH, AekcdeHdnypa-
MiH abo aKCOKiH, aHTaroHicTu peLientopa kaHabiHoigy
1, aHTaroHictn peuentopa MCH-1, aroHicTuk peuen-
Topa MC4, antaroHictTy NPY5 abo NPY2 abo fs-
aroHictu, Taki sk SB-418790 abo AD-9677, a Takox
aroHictu peuentopa SHToc.

Kpim LbOro B Cnony4eHHi i3 3anponoHoBaHUMU Y
BMHaxodi CrosykaMu MOXHa BUKOPUCTOBYBaTU Meau-
KaMeHTU, ki BNNMBalTb Ha NiABULLLEHUA KPOB'SHWUIA
TUCK, Taki, Hanpuknag, sk aHTaroHictu Al abo iHribi-
Topn ACE, giypetukn, B-6nokatopu, Ca-aHTaroHicti
1 iHWi abo ix KoMbiHaLLl.

[nsa gocarHeHHs BignoBigHOI Ail 3anponoHOBaHi y
BWHaxoAdi Cnonyky OouinbHO BBOAWUTM B OpraHiaMm Bif
1 0o 4 pasiB Ha AeHb Y A03i, Sika Npy BHYTPILLUHLOBEH-
HOMY BBefeHHi cTaHoBUTb Big 1 o 100Mr, nepesax-
Ho Big 1 po 30Mr, a npu nepoparnbHOMY BBEEHHI
craHoBuTb Big 1 go 1000mr, nepesaxHo Big 1 go
100mr. 13 uielo MeTol 3anponoHoBaHi Yy BUHaxOAI
crnonykn copmynu |, HeoBOB'sI3KOBO B CMOMYYEHHI 3
iHLUMMW GiI0Y4UMY peHOoBUHaMWK, NepepobnsaoTb pa3om
3 ogHMM abo [Aekinbkoma 3BUYaWHWMUK iIHEPTHUMU
HocisimMu Ta/abo po3pimKyBadamu, Hanpuknag, 3 Kyky-
pyO3sHUM KpOXMarieM, fakTo30k, TPOCTUHHUM LiyK-
pPOM, MIKPOKpMCTarniyHoO LIenono3on, creapaTtom
MarHito, NOniBiHINAIPONiJOHOM, NMIMMOHHOI KUCMOTOHO,
BMHHOIO KMCINOTO, BOAOK, BOAOK/ETaHOMOM, BO-
Joto/rniuepuHom, BOZO/COPBITOM, BO-
Joto/nonieTuneHrnikonem, nNponineHrnikonem, LeTun-
CTeapurioBUM CrnMpTOM, KapOOKCMMETUILENIONo30t0
abo XVMPOBMiICHUMY PEYOBMHAMM, TaKUMU SIK OTBEPAI-
nniA kmp, abo X NPURHATHUMU CyMilLamu, y 3BUYANHI
raneHoBi oopMu, Taki ik TabNeTkW, Apaxe, Karncynu,
NopoLLKK, cycneHsii abo cynosuTopii.

Hwkue BMHaxia NpointocTpoBaHWUiA Ha NpuKNagax.

OpepXaHHs BUXIOHUX CNOMyK

Mpuknag |

1-[(4-deHinamiHoxiHa3oniH-2-in)meTnn]-3-meTun-
7-(2-6yTnH-1-inY8-[3-(TpeT-
6yTunokcukapboHinamiHo)ninepuanH-1-injkcaHTuH

Cymiw i3 416mr 3-metun-7-(2-6yTuH-1-in)-8-[3-
(TpeT-6yTnnokcmkapboHinamiHo)ninepnanH-1-
inJkcaHTuHy ”n 456Mr kap6oHaty uesito B 4mn N,N-
avmeTtundopmamigy nepemiwyiote npu 80°C npots-
rom 10x8., nicns 4yoro gofatoTb 324Mr 2-XNopMeTus-
4-peHinamiHoXiHa3oniHy M peakuiiHy cyMill nepemi-
LWyloTb NpoTsarom Asox roguH npu 80°C. Hani 3HoBy
popatoTe 50mMr kapboHaTy uesito 1 50Mr xnopmeTun-
4-peHinamiHoXiHa3oniHy N CyMmill nepemillyoTb Lie
npotsarom 1,5rog. Mpu 80°C. Micnst uboro BigraHATb
PO3YMHHUK | 3anULLOK PO3MNOAINATs MDK BOOOK W
etunauetaTtom. OpraHiyHy dasy NnpomuBaloTe po3Be-
OEHOI0 NMMOHHOIO KWUCIOTOK, BOAOK W HacudeHUM
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PO34MHOM XNIOpUAy HaTpito, cylwaTb Hag cyfbdaTom
MarHito # KOHUEHTpytoTb. Cuvpuii NpodyKT OYMLLal0Th
Xpomartorpadieto Ha cunikareneBii KOMOHLi 3 BUKO-
pUCTaHHAM Sk enloeHTa  cymiwi  eTunaue-
Tat/neTponenHuii edpip (y cniBBigHOLUEHHI, fKe 3Mi-
HI€eTbCS Big 8:2 no 10:0).

Buxig: 425wr (65% Big Teopii).

3HaueHHs Ry 0,33 (cunikarenb, eTunauerar).

Mac-cnekTp (ESI"): m/z=650 [M+H]".

AHanoriyHo o npuknagy | ogepXxyloTb HaCTyMHI
CMONyKu:

(1)  1-[(4-BeH3unamiHOXiHa3oMiH-2-in)meTunn]-3-
meTun-7-(2-6yTuH-1-in)-8-[3-(Tpert-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3Ha4eHHs Ry 0,20 (cvnikarens, eTunaueTar),

mac-cnekTp (ESI"): m/z=664 [M+H]';

(2) 1-[(2-meTunxiHonin-4-in)metnn]-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,80 (cunikarenb, MeTWUREHXO-
pua/meTaHon y cniBeigHoWeHHi 9:1),

mac-cnekTp (ESI"): m/z=572 [M+H]’;

(3) 1-[(3-uiaHoHadTaniH-1-in)meTnn]-3-meTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,67 (cunikarenb, MeTWUREHXO-
pua/meTtaHon y cniBeigHoLweHHi 95:5),

mac-cnekTp (ESI"): m/z=582 [M+H]';

(4) 1-[(2-deninxiHazoniH-4-in)meTun]-3-meTnn-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,75 (cunikarenb, MeTWUREHXmO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=635 [M+H]';

(5) 1-[(4-uiaHoi3oxiHOMiH-1-iN)MeTWn]-3-MeTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,75 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=583 [M+H]';

(6) 1-[(4-uiaHoXiHOMIH-2-in)MeTnN]-3-MmeTUN-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJkcaHTuH,

mac-cnekTp (ESI"): m/z=583 [M+H]';

(7) 1-[2-(3-umknonponinokcudeHin)-2-okcoeTnn]-
3-metun-7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3HayeHHa Rf: 0,75 (cunikarenb, MeTuUneHxmo-
pua/etTunauertaT y CriBBiOHOLLEHHI

1:1),

mac-cnekTp (ESI"): m/z=591 [M+H]';

(8) 1-[2-(3-umknonponinveTokcndeHin)-2-
okcoetun]-3-meTtun-7-(2-6ytnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,65 (cunikarenb, MeTWUREHXO-
pua/etTunauertaT y CriBBiOHOLLEHHI

1:1),

mac-cnekTp (ESI"): m/z=605 [M+H]';

(9) 1-[2-(3-umknobyTnnokcmdeHin)-2-okcoeTunl-
3-metun-7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,85 (cunikarenb, MeTWUReHxmo-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=605 [M+H]’;
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(10)  1-[(1-uiaHoi30XiHOMIH-3-iN)MeTunN]-3-MeTUn-
7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJkcaHTuH,

mac-cnekTp (ESI"): m/z=583 [M+H]’;

(11) 1-[(2,4-meTokcnHadTanix-1-in)metnn]-3-
mMeTun-7-(2-6yTtuH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,70 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=617 [M+H]’;

(12)  1-[(2,3-aumeTunnxiHokcaniH-6-in)metun]-3-
mMeTun-7-(2-6yTtuH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-injJKcaHTuH:

3Ha4eHHA Ry 0,50 (cunikarens, eTunaueTrar),

mac-cnekTp (ESI"): m/z=587 [M+H]';

(13)1-[(6-HiTpOXiHONIH-2-iN)MeTVN]-3-MeTun-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3HayeHHA Ry 0,45 (cunikarenb, eTunaue-
Tat/neTponenHui edip y cniBBigHOLWEHHI 7:3),

mac-cnekTp (ESI"): m/z=603 [M+H]';

(14) 1-[(xiHokcaniH-5-in)meTnn]-3-meTun-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuaunH-1-i NKCaHTWH,

mac-cnekTp (ESI"): m/z=559 [M+H]’;

(15) 1-[(6-meTOKCMXiIHOMIH-2-iN)MeTunN]-3-MeTun-
7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3Ha4eHHa Ry 0,65 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=588 [M+H]';

(16) 1-[(6-dpeHinnipuanH-2-in)metun]-3-metTnn-7-
(2-6yT1H-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3HayeHHA R: 0,43 (cunikarenb, MeTWUREHXO-
pua/meTaHon y cniBBigHoLWeHHi 96:4),

mac-cnekTp (ESI"): m/z=584 [M+H]';

(17)  1-{[(4-(nipnanH-2-in)izoxiHoniH-1-in]meTnmn}-
3-metun-7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJkcaHTuH;

(18) 1-[(7-dTOpXiHOMIH-2-in)MeTuN]-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3HayeHHA Ry 0,24 (cunikarenb, eTunaue-
Tat/neTponenHui edip y cniseigHoLWweHHi 1:1),

mac-cnekTp (ESI"): m/z=576 [M+H]';

(19) 1-[(8-HiTpOXiHOMIH-2-in)MeTUN]-3-MmeTnUn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,63 (cunikarenb, MeTWUREHXmO-
pua/meTaHon y cniBBigHoLwWweHHi 95:5),

mac-cnekTp (ESI"): m/z=603 [M+H]';

(20) 1-[(6-dpTOpPXiHOMIH-2-iN)MeTuN]-3-MeTUn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,47 (cunikarenb, MeTWUMEHXIO-
pua/meTaHon y cniBBigHoLwWweHHi 95:5),

mac-cnekTp (ESI"): m/z=576 [M+H]';

(21) 1-[2-okco-2-(2-6pomdpeHin)eTnn]-3-meTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,75 (cunikarenb, MeTWUREHXmO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=613, 615 [M+H[";

(22)  1-uiaHomeTWn-3-meTUN-7-(2-6yTNH-1-in)-8-
[(R)-3-(TpeT-byTHnokcmkapboHinamiHo)ninepnanH-1-
inJkcaHTuH:
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3Ha4eHHA Ry 0,80 (cunikarenbs, eTunaueTar),

mac-cnekTp (ESI"): m/z=456 [M+H]';

(23) 1-[(4-meTOKCMXiIHOMIH-2-iN)MeTuN]-3-MeTUn-
7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

mac-cnekTp (ESI"): m/z=588 [M+H]';

(24) 1-[(2-cbeninnipumignH-4-in)metun]-3-meTun-
7-(2-6ytnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,39 (cunikarenb, MeTWUREHXmO-
pua/meTtaHon y cniBeigHoLWeHHi 96:4),

mac-cnekTp (ESI"): m/z=585 [M+H]';

(25) 1-[([1,5]HaddTMPNANH-3-iN)MeTWN]-3-MeTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHa Ry 0,28 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=559 [M+H]’;

(26)  1-[(3-uiaHO-4-meTUnNXiHOMIH-2-in)MeTnn]-3-
mMeTun-7-(2-6yTtuH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3HayeHHA Ry 0,75 (cunikarenb, MeTWUREHXO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=597 [M+H]’;

(27) 1-[(4,5 -pumeTunxiHasdoniH-2-in)metun]-3-
mMeTun-7-(2-6yTtuH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=587 [M+H]';

(28)  1-[(5-uiaHOXiHOMIH-2-iN)MeTWN]-3-MeTUN-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuaunH-1-inJKcaHTuH:

3HayeHHA Rg 0,42 (cunikarenb, neTponenHuin
ecbip/eTnnaueTar y cnieBigHOLLEHHI 1:2),

mac-cnekTp (ESI"): m/z=583 [M+H]';

(29)  1-[(3-uiaHoXiHOMIH-2-iN)MeTWM]-3-MeTUN-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3HayeHHA Ry 0,80 (cunikarenb, MeTWUREHXO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1);

(30) 1-[(4-cbeninnipumignH-2-in)metun]-3-meTun-
7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHA Ry 0,46 (cunikarenbs, eTunaueTar);

(31) 1-[2-(2-HiTPOdbEHIN)-2-0okcoeTun]-3-mMeTnn-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3Ha4eHHA Ry 0,75 (cunikarenks, eTunaueTar),

mac-cnekTp (ESI"): m/z=580 [M+H]';

(32) 1-[(1,4-guuiaHoHadbTaniH-2-in)metun]-3-
mMeTun-7-(2-6yTtnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA R: 0,54 (cunikarenb, MeTWUREHXO-
pua/meTtaHon y cniBBigHoLwweHHi 95:5),

mac-cnekTp (ESI"): m/z=607 [M+H]';

(33) 1-[(6,7-gnmeToKCUXiHONIH-2-in)MeTnn]-3-
mMeTun-7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHA Ry 0,36 (cunikarenbs, eTunaueTar),

mac-cnekTp (ESI"): m/z=618 [M+H]’;

(34) 1-[(xiHa3oniH-6-in)metnn]-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3Ha4eHHA Ry 0,20 (cvnikarens, eTunaueTar),

mac-cnekTp (ESI"): m/z=559 [M+H]';
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(35) 1-[(4-uiaHOXiHa3onMiH-2-iN)mMeTnn]-3-MeTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,40 (cunikarenb, MeTWUMEHXO-
pua/eTunaueTar y criBBigHOLEHHI 7:3),

mac-cnekTp (ESI"): m/z=584 [M+H]';

(36) 1-[(xiHa3onin-7-in)metnn]-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHA Ry 0,20 (cvnikarens, eTunaueTar),

mac-cnekTp (ESI"): m/z=559 [M+H]’;

(37)  1-(2-uiaHobeH3un)-3-meTun-7-(2-6yTnH-1-
in)-8-(R)-3-(Tpert-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,50 (cunikarenb, MeTWUREHXIO-
pua/eTunaueTar y criBBigHOLEHHI 7:3),

mac-cnekTp (ESI"): m/z=532 [M+H]’;

(38)  1-(3-uiaHobeH3un)-3-meTun-7-(2-6yTnH-1-
in)-8-(R)-3-(Tpert-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3HayeHHA R: 0,58 (cunikarenb, MeTWUREHXmOo-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=532 [M+H]';

(39)  1-(4-uiaHobeH3un)-3-meTun-7-(2-6yTnH-1-
in)-8-(R)-3-(Tpert-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3HayeHHA Ry 0,61 (cunikarenb, MeTWUREHXO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=532 [M+H]’;

(40) 1-[(nipnanH-2-in)meTnn]-3-meTun-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=508 [M+H]';

(41)1-6eH3un-3-metnn-7-(2-6yTnH-1-in)-8-[(R)-3-
(TpeT-6yTnnokcrkapboHinamMiHo)ninepnanH-1-
inJkcaHTuH:

3HayeHHA Ry 0,70 (cunikarenb, MeTWUREHXIO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=507 [M+H]’;

(42) 1-(4-meTokcmbeHsun)-3-metnn-7-(2-6yTuH-1-
in)-8-(R)-3-(Tpert-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHa Ry 0,75 (cunikarens, eTunaueTrar),

mac-cnekTp (ESI"): m/z=537 [M+H]';

(43) 1-(2-xnop6eHaun)-3-meTun-7-(2-6yTnH-1-in)-
8-[(R)-3-(TpeT-byTHnokcukapboHinamiHo)ninepuanH-
1-inJkcaHTuH:

3Ha4eHHA Ry 0,80 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=541, 543 [M+H[";

(44) 1-(2,6-guuiaHo6eH3nN)-3-meTnn-7-(2-6yTnH-
1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

mac-cnekTp (ESI"): m/z=557 [M+H]';

(45) 1-(2-uiaHo-4-6pombeH3unn)-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=610, 612 [M+H[";

(46) 1-(3-dbTop6eH3mn)-3-meTun-7-(2-6yTnH-1-in)-
8-[(R)-3-(TpeT-0yTnnokcukapboHinamiHo)ninepuanH-
1-inJkcaHTuH:

3Ha4eHHA Ry 0,80 (cunikarens, eTunaueTar),

mac-cnekTp (ESI"): m/z=525 [M+H]';

(47) 1-(3,5-gumeTtokcmbeHsunn)-3-metun-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:
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3Ha4eHHa Ry 0,70 (cvnikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=567 [M+H]';

(48) 1-(2-dbTOp6EH3MN)-3-MeTUn-7-(2-6yTnH-1-in)-
8-[(R)-3-(TpeT-byTHnokcukapboHinamiHo)ninepuanH-
1-in]kcaHTuH:

3Ha4eHHa Ry 0,85 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=525 [M+H]';

(49)  1-[(6-uiaHOTPUAUH-2-iN)MeTWN]-3-MeTUN-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,60 (cunikarenb, MeTWUREHXO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=533 [M+H]';

(50) 1-[(3-uiaHonipnaunH-2-in)meTnn]-3-meTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,60 (cunikarenb, MeTWUREHXO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI+): m/z=533 [M+H]";

(51)1-(2-uiaHo-3-xnopbeH3un)-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=566, 568 [M+H]";

(52) 1-(4-dbTOp6EH3MN)-3-MeTUN-7-(2-6yTNH-1-in)-
8-[(R)-3-(TpeT-byTHnokcukapboHinamiHo)ninepnanH-
1-inJkcaHTuH:

3Ha4eHHA Ry 0,80 (cunikarenbs, eTunaueTtar),

mac-cnekTp (ESI"): m/z=525 [M+H]';

(53) 1-(4-xnop6eHaun)-3-meTun-7-(2-6yTnH-1-in)-
8-[(R)-3-(TpeT-0yTnnokcukapboHinamiHo)ninepuanH-
1-inJkcaHTuH:

3HayeHHA Ry 0,80 (cunikarenb, eTunauetar),
mac-cnekTp (ESI"): m/z=541, 543 [M+H[";

(54) 1-(2-uiaHo-4-dpTOp6EH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

mac-cnekTp (ESI"): m/z=550 [M+H]';

(55) 1-(3-uiaHo-4-pTOp6EH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=550 [M+H]’;

(56) 1-(2-xnop-4-uiaHobeH3nn)-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=566, 568 [M+H]";

(57) 1-[(5-meTokcukapboHindgypaH-2-in)metun]-3-
mMeTun-7-(2-6yTtuH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=555 [M+H]';

(58) 1-(2-TpudbTopmeTun-4-uiaHobeHsnn)-3-
mMeTun-7-(2-6yTtuH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

mac-cnekTp (ESI"): m/z=600 [M+H]’;

(59) 1-(3,5-guuiaHobeH3nn)-3-meTnn-7-(2-6yTMH-
1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

mac-cnekTp (ESI"): m/z=557 [M+H]';

(60) 1-(3-HiTpo-4-LiaHobeH3unn)-3-metTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

mac-cnekTp (ESI"): m/z=577 [M+H]’;

(61) 1-[(2-uiaHonipnaunH-3-in)meTnn]-3-meTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:
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3HayeHHA R 0,50 (cunikarenb, MeTWUREHXIO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=533 [M+H]’;

(62) 1-(2-uiaHO-4-meTOKCUBEH3NN)-3-MeTUn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,70 (cunikarenb, MeTWUREHXO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=562 [M+H]';

(63) 1-(2-uiaHO-5-meTOKCUBEH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-injJKcaHTuH:

3HayeHHA Ry 0,75 (cunikarenb, MeTWUREHXmO-
pua/eTunaueTar y cniBBigHOLWeHHI 1:1),

mac-cnekTp (ESI"): m/z=562 [M+H]';

(64) 1-(3-meTokcmbeH3unn)-3-metnn-7-(2-6yTuH-1-
in)-8-(R)-3-(Tpert-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHA Ry 0,80 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=537 [M+H]';

(65) 1-(3-TpudpTopmeTUnbeH3nn)-3-metTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHA Ry 0,80 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=575 [M+H]';

(66) 1-(3,4-gumeTtokcmbeHsunn)-3-metun-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHA Ry 0,65 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=567 [M+H]';

(67) 1-(3-xnop6eHaun)-3-meTun-7-(2-6yTnH-1-in)-
8-[(R)-3-(TpeT-0yTnnokcukapboHinamiHo)ninepuanH-
1-inJkcaHTuH:

3Ha4eHHA Ry 0,80 (cunikarens, eTunauerar),

mac-cnekTp (ESI"): m/z=541, 543 [M+H[";

(68) 1-(4-TpudpTopmMeTUnbeH3nn)-3-metnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3Ha4eHHa Ry 0,85 (cunikarens, eTunaueTrar),

mac-cnekTp (ESI"): m/z=575 [M+H]’;

(69) 1-[([2,2'6inipnanHIn-6-in)meTnn]-3-meTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHs Ry 0,53 (okcup antomiHito, MeTuneH-
xropug/mMeTaHon y cnisBigHOLWEHHi 98:2),

mac-cnekTp (ESI"): m/z=585 [M+H]';

(70) 1-(3,4-pnmeTokcu-6-pTopbeHsun)-3-meTun-
7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHa Ry 0,65 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=585 [M+H]';

(71)  1-[(6-dTOPNipManH-2-in)meTnn]-3-mMmeTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=526 [M+H]';

(72)  1-[(5-uiaHO-6-meTOKCMMIPUANH-2-in)MeTuN]-
3-metun-7-(2-6ytnH-1-in)-8-[(R)-3-(Tnpe»2-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=563 [M+H]';

(73) 1-(2,6-pgndpTopbeHsunn)-3-metnn-7-(2-6yTmH-
1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3Ha4eHHA Ry 0,62 (cunikarenks, eTunaueTar),

mac-cnekTp (ESI"): m/z=543 [M+H]';
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(74) 1-(3-TpudTopmMeTOKCUOEH3NN)-3-METUN-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHa Ry 0,67 (cunikarenbs, eTunaueTar),

mac-cnekTp (ESI"): m/z=591 [M+H]';

(75) 1-(4-TpudTopMeTOKCUOEH3NN)-3-METUN-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHA Ry 0,62 (cunikarens, eTunaueTar),

mac-cnekTp (ESI"): m/z=591 [M+H]’;

(76)  1-[(2-uiaHonipnanH-4-in)meTnn]-3-meTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3HayeHHA Rg 0,55 (cunikarenb, MeTWUREHXmo-
pua/eTunaueTar y cniBBigHoLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=533 [M+H]';

(77)  1-[(5-uiaHonipnaunH-2-in)meTnn]-3-meTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,55 (cunikarenb, MeTWUREHXmo-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=533 [M+H]’;

(78) 1-[(nipymignn-2-in)metnn]-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,60 (cunikarenb, eTunaue-
Tat/meTaHon y cniBeigHoLWweHHi 9:1),

mac-cnekTp (ESI"): m/z=509 [M+H]’;

(79) 1-[(4-meTnnnipumiguH-2-in)metun]-3-meTun-
7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,60 (cunikarenb, eTunaue-
TaT/meTaHon y cniBeigHoLWweHHi 9:1),

mac-cnekTp (ESI"): m/z=523 [M+H]';

(80) 1-[(4,6-gumeTunnipumMignH-2-in)metnn]-3-
mMeTun-7-(2-6ytuH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,70 (cunikarenb, eTunaue-
Tat/meTaHon y cniBeigHoLWeHHi 9:1),

mac-cnekTp (ESI"): m/z=537 [M+H]';

(81) 1-[(xiHokcaniH-6-in)meTnn]-3-meTun-7-(2-
6yTUH-1-in)-8-6poMKcaHTUH:

3Ha4eHHa Ry 0,55 (cunikarens, eTunaueTrar),

mac-cnekTp (ESI"): m/z=439,441 [M+H]";

(82) 1-(3-cpbTOp-4-MeTOKCUOEH3NN)-3-METUN-T-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHA Ry 0,70 (cunikarenbs, eTunaueTtar),

mac-cnekTp (ESI"): m/z=555 [M+H]';

(83) 1-(3,4-pndpTopbeHsunn)-3-metnn-7-(2-6yTuH-
1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3Ha4eHHa Ry 0,75 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=543 [M+H]';

(84) 1-(2-cpTOp-5-MeTOKCUOEH3NN)-3-METUN-7-(2-
6yTan-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,55 (cunikarenb, eTunaue-
Tat/neTponenHui edip y cniBBigHOLWeHHI 3:2),

mac-cnekTp (ESI"): m/z=555 [M+H]';

(85) 1-(2-cpTOpP-3-MeTOKCUOEH3NN)-3-METUN-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,48 (cunikarenb, eTunaue-
Tat/neTponenHui edip y cniBBigHOLWEHHI 3:2),
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mac-cnekTp (ESI"): m/z=555 [M+H]';

(86) 1-[(4-uiaHoi30XiHOMIH-3-iN)MeTunN]-3-MeTUn-
7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,55 (cunikarenb, MeTWUREHXmOo-
pua/meTtaHon y cnieeigHoLweHHi 95:5),

mac-cnekTp (ESI"): m/z=583 [M+H]';

(87) 1-(2-cpTOp-4-MeTOKCUOEH3NN)-3-METUN-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,48 (cunikarenb, eTunaue-
Tat/neTponenHui edip y cniseigHoWweHHi 1:1),

mac-cnekTp (ESI"): m/z=555 [M+H]';

(88) 1-[(dbypaH-2-in)meTnn]-3-meTnn-7-(2-6yTnH-
1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=497 [M+H]';

(89) 1-(3,4-guuiaHobeH3nn)-3-meTnn-7-(2-6yTmH-
1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuaunH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=557 [M+H]’;

(90) 1-(4-uiaHo-2-pTOp6EH3NN)-3-MmeTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

mac-cnekTp (ESI"): m/z=550 [M+H]’;

(91)  (1-(2-uiaHo-5-pTOPOEH3NM)-3-METUN-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=550 [M+H]';

(92) 1-[(5-dhopmindypaH-2-in)meTnn]-3-meTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuaunH-1-in] KCaHTUH:

mac-cnekTp (ESI"): m/z=525 [M+H]';

(93) 1-(2-uiaHo-6-pTOp6EH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJkcaHTuH;

(94) 1-(4-uiaHo-3-pTOp6EH3NN)-3-MmeTUn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=550 [M+H]’;

(95) 1-(2-uiaHO-3-meTOKCUBEH3NN)-3-MeTUN-7-(2-
6yTUH-1-in)-8-6poMKcaHTUH:

3Ha4eHHa Ry 0,85 (cunikarens, eTunauerar),

mac-cnekTp (ESI"): m/z=442, 444 [M+H[";

(96)  1-[(8-uiaHOXiHOMIH-7-iN)MeTWM]-3-MeTUN-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHA Ry 0,70 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=583 [M+H]';

(97)  1-[(4-uiaHonipnaunH-3-in)meTnn]-3-meTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuaunH-1-in] KCaHTUH:

3HayeHHA Ry 0,40 (cunikarenb, eTunaue-
TaT/umMKnorekcaH y cnieBigHOLWEHHi 3:1),

mac-cnekTp (ESI"): m/z=533 [M+H]';

(98)  1-[(8-uiaHOXiHOMIH-2-iN)MeTWM]-3-MeTUN-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3HayeHHA Ry 0,40 (cunikarenb, eTunaue-
Tat/neTponenHui edip y cniBBigHOLWEHHI 4:1),

mac-cnekTp (ESI"): m/z=583 [M+H]';

(99) 1-[(1-meTun-1H-6eH30TpMason-5-in)metnnl-
3-metun-7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:
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3HayeHHA Ry 0,30 (cunikarenb, MeTWUREHXIO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=562 [M+H]';

(100) 1-[(3-uiaHonipnanH-4-in)meTnn]-3-meTun-7-
(2-6yTH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3HayeHHA Ry 0,30 (cunikarenb, MeTWUREHXO-
pua/eTunaueTar y cniBBigHOLWeHHi 1:1),

mac-cnekTp (ESI"): m/z=533 [M+H]';

(101) 1-[(3-uiaHOTPWANH-2-iN)MeTWN]-3-MeTUN-7-
(2-6yT1H-1-in)-8-BpOMKCaHTUH:

mac-cnekTp (ESI"): m/z=413, 415 [M+H[";

(102) 1-[(4-uiaHobeH30[1,3]aiokcon-5-im)meTun]-
3-metun-7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHA Ry 0,80 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=576 [M+H]".

Mpuknag Il

3-metun-7-(2-6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuanH-1-injkcaHTuH

o 15,00r 3-metun-7-(2-6yTnH-1-in)-8-
6pomkcaHTMHy 1 16,00r kapboHaTty kanito B 100mn
anmetuncynbdokengy gogatote 11,00r (R)-3-tpet-
6yTunokcukapboHinamiHoninepuanHy M rycty cBiTrno-
GexeBy CyCneH3itlo NPOTAroM YOTUPbOX FOAUH Mepe-
MiLLYIOTb MEXaHiYHOK Millankow npu Temnepatypi
6nmnseko 114°C. lMoTim A0 peakuiiHoi CyMmilli 3HOBY
nopatrTb PO34MH 900mr (R)-3-TpeT-
6yTunokcukapboHinamiHoninepuguHy B 10mMn gume-
Tuncynbdokcmagy "W nepemiwyoTe i LWe npoTArom
aBox roamH npu 114°C. TMicns 0XOnNomKeHHs1 A0 KiM-
HaTHOI TeMnepaTypy peakuiiHy cymilwl po36aBnsTb
GinNbLUOI KiNbKICTIO BOAW. YTBOPEHUI 0cag, peTenbHO
po3TupaloTe OO0 MOBHOI BiACYTHOCTI rpygoyoK i Bigo-
KpemnioloTe  Bakyym-(inbTpaudieto. CsitTny TBepay
pe4yoBMHY 3HOBY KanamyTsiTb y BOZi, MigaalTb BaKy-
yM-pinbTpadii, nicns 4Yoro NpoMmMBaloTb BOOO N Aie-
TUMOBUM edipoMm i cylwaTb y CyLUUNbHIA wadi i3 uup-
Kynsuieto nosiTpsa npu 60°C.

Buxig: 19,73r (94% Big Teopil).

3HaueHHs Ry 0,64 (cunikarenb, eTunauerar).

Mac-cnekTp (ESI"): m/z=417 [M+H]".

AHanoriyHo go npuknagy |l ogepxyTb HACTYMHi
CMONyKu:

1) 3-metnn-7-(2-6yTnH-1-in)-8-[(3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

Temnepatypa nnaeneHHs: 235-237°C, wmac-
cnekTp (ESI"): m/z=417 [M+H]";

(2) 1-[(xiHokcaniH-6-in)meTun]-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3Ha4eHHA Ry 0,40 (cunikarenks, eTunaueTar),

mac-cnekTp (ESI"): m/z=559 [M+H]';

(3) 1-[(5-meTundpypan-2-in)metun]-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

mac-cnekTp (ESI"): m/z=511 [M+H]’;

(4) 1-(2-uiaHO-3-meTOKCUOEH3WN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-in]JKcaHTuH:

3Ha4eHHA Ry 0,50 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=562 [M+H]';

(5) 1-[(3-uiaHonipnanH-2-in)metnn]-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:
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3Ha4eHHa Ry 0,50 (cunikarenbs, eTunaueTrar),

mac-cnekTp (ESI"): m/z=533 [M+H]".

Mpuknag Il

3-metun-7-(2-6yTnH-1-in)-8-6poMKCaHTUH

Ho 30,171 3-metun-8-6pomkcaHTuHy 1 27,00mMn
ocHoBu X'toHira B 370Mn N,N-gumeTtuncdopmamigy
popatoTte 17,06r 1-6pom-2-6yTuHy. PeakuinHy cymilu
NpoTAroM ABOX FOAMH MepeMillyloTb Mpu KiMHaTHIN
Temnepartypi, nicns 4oro 3HOBY AofawTb 1mn 1-
6pomM-2-6yTuHY 1 NepemillytoTb Lie NPOTArOM roAUHM
npuv KiMHaTHI TemnepaTypi. [ns nepepobku peakuin-
Hy cymiw posbasnsaioTs npubnusHo 300mn Boaw.
YTBOpeHU CBITNUIA ocaf BiOOKPEMIIOIOTb BaKyyM-
dinbTpauieto ” noTim npommueatoTe Bogoto. Ocaa Ha
(inbTpi NPOMMBaOTL HEBEMMUKOK KiNbKICTIO eTaHony
1 OieTunoBoro eqgipy 1 cywaTtb y CyLUUMbHIN wadi i3
LMpKynsidieto nosiTps npu 60°C.

Buxig: 30,50r (84% Big Teopil).

3HaveHHa Rg 0,24 (cunikarenb, METUIEHXITO-
pua/meTtaHon y cnieBigHoLweHHi 95:5).

Mac-cnekTp (ESI"): m/z=297, 299 [M+H]".

Mpuknag IV

2-xropmeTun-4-geHinamiHoxiHa3oniH

BkasaHy cnonyky ofgepxytoTb B3aemogieto S00mr
4-xnop-2-xnopMeTunxiHasoniHy 3 438Mmr adiniHy B
12mn meTuneHxnopuay npu KiMHaTHIN Temnepatypi.

Buxig: 518wmr (82% Bia Teopii).

3HaveHHs Rq 0,60 (cwnikarenb, LMKINOrek-
caH/eTunauerarT y cniBBigHOLWEHHI 1:1).

Mac-cnekTp (ESI"): m/z=270, 272 [M+H]".

AHanoriyHo go npuknaagy IV ogepxyloTb HacTyn-
HY CMOMyKy:

(1) 2-xnopmeTnn-4-6eH3nnamiHoXiHa30MiH:

3HayeHHAa Ry 0,60 (cunikarenb, LUMKIoOrek-
caH/eTunauerarT y cniBBigHOLWEHHI 1:1),

mac-cnekTp (ESI"): m/z=284, 286 [M+H]".

Mpuknag V

1-6poMmeTunn-4-LiaHoi30XiHOMIH

BkasaHy cnomnyky opepxyioTb GpomyBaHHAM 1-
meTun-4-uiaHoisoxiHoniHy  N-B6pomcykuuHiMigoMm y
NPUCYTHOCTI a3006iCi300yTUPOHITPUIY B 4YOTUPUXIIO-
puctomy Byrneui npu 80°C.

3HaveHHa Rg 0,51 (cunikarenb, MeTUNEHXITO-
pua). .

Mac-cnextp (El): m/z=246,248 [M] .

AHanoriyHo go npuknagy V ooepXyloTb HaCTymMHi
CMONyKu:

(1) 2-6pommeTun-4-LiaHOXiHOMIH:  Mac-CrneKTp
(ESI"): m/z=247, 249 [M+H]";

(2) 3-bpomMmeTun-1-uUiaHOI30XiHOMIH: Mac-CnekTp
(ESI"): m/z=247,249 [M+H]";

(3) 1-6pommeTnn-4-(NipnAnH-2-in)i3oXiHONIH:

3HayeHHA Ry 0,47 (cunikarenb, MeTWUNEHXO-
pua/meTtaHon y cniBeigHoWweHHi 9:1);

(4) 2-6poMMETUN-4-METOKCUXIHOMIH:

mac-cnekTp (ESI"): m/z=252,254 [M+H]";

(5) 3-6pommeTnn-[1,5]HadbTUPMONH:

mac-cnekTp (ESI"): m/z=223, 225 [M+H]";

(6) 2-6poMmeTUN-5-LliaHOXIHOMIH:

3HaueHHs R 0,28 (cunikarenb, NeTPONENHUN
edbip/eTnaueTart y cnieBigHOLLEHHI 5:1),

mac-cnekTp (ESI"): m/z=247, 249 [M+H[";

(7) 2-6pommeTnn-3-LiaHOXiHOMIH:

3HaveHHs R 0,65 (cunikarenb, LMKIOrek-
caH/eTunauerarT y cniBBigHoOLWeHHi 3:1);
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(8) 2-6pommeTun-4-cbeHinnipumigunH:

3Ha4eHHA Ry 0,88 (cunikarens, eTunauerar),

mac-cnekTp (ESI"): m/z=249, 251 [M+H[";

(9) 2-6pommeTun-1,4-guuiaHoHadTaniH:

3HaueHHs R 0,48 (cunikarenb, neTponenHuin
edbip/eTnnaueTar y cniesigHoLLeHHi 9:1),

mac-cnekTp (EI*): m/z=270, 272 [M]";

(10) 2-6pommeTnn-6,7-AMMETOKCUXIHONIH:

3HaueHHs R 0,70 (cunikarenb, MeTUNEHXIIO0-
pua/meTtaHon y cniBigHoLweHHi 95:5),

mac-cnekTp (ESI"): m/z=282, 284 [M+H[";

(11) 2-6pommeTUN-4-LjiaHOXiHA30MiH:

3HayeHHA Ry 0,85 (cunikarenb, MeTWUReHxmo-
pua/meTtaHon y cniBeigHoweHHi 99:1),

mac-cnekTp (EI'): m/z=247, 249 [M];

(12) 7-6poMmMeTUNXIHA30MIH:

3HayeHHA Ry 0,15 (cunikarenb, MeTWReHxmo-
pua/meTaHon y cnieeigHoLweHHi 99:1),

mac-cnekTp (ESI"): m/z=223,225 [M+H]";

(13) 2-TpucbTopmeTnn-4-LiaHobeH3nnodpomia,;

(14) 2-6pommeTnn-5-LiaHo-6-MeTOKCUNIPUAVH:

mac-cnekTp (ESI"): m/z=227, 229 [M+H[";

(15) 3-6pommeTnn-4-LiaHoi30XiHOSMIH:

3HayeHHA Rg 0,43 (cunikarenb, neTponenHuin
edbip/eTnaueTart y cniBBigHOLLEHHI 7:3);

(16) 7-6pomMmeTnn-8-LiaHOXIHONMIH:

3HayeHH Rg 0,25 (cunikarenb, neTponenHuin
edbip/eTnaueTart y cniBBigHOLLEHHI 7:3),

mac-cnekTp (ESI+): m/z=247, 249 [M+H]";

(17) 2-6pommeTUN-8-LjiaHOXIHONMIH:

3HayeHHA Ry 0,75 (cunikarenb, MeTWUREHXO-
pua/meTtaHon y cniBeigHoLWweHHi 99:1),

mac-cnekTp (ESI"): m/z=247, 249 [M+H]".

Mpuknag VI

2-6pom-1-(3-umknonponinokcndeHin)eTaHoH

BkazaHy cnonyky ogepxytoTb 6pomyBaHHAM 1-(3-
LMKIONponinoKcndeHin)eTaHoHy Tpruopomigom deHi-
NTPUMETUNAMOHIIO B METUNEeHXopuai Npy KUMN'aTiHHi
3i 3BOPOTHNM XONOAUITEHUKOM.

3HaveHHa Rq 0,75 (cwnikarenb, LMKIOrek-
caH/eTunauerarT y cniBBigHOLWeEHHI 3:1).

Mac-cnekTp (ESI"): m/z=255, 257 [M+H]".

AHanoriyHo go npuknagy VI ogepxyTb HACTYMHi
CMONyKu:

(1) 2-6pom-1-(3-
UMKIONpPOninIMeTOKCUpEHiN)eTaHoH:

3HayeHHA Ry 0,70 (cunikarenb, LUKIOrek-
caH/eTunauerarT y cniBBigHoOLWeHHi 3:1);

(2) 2-6pom-1-(3-LMKNOBY TUMOKCUDEHIM)ETaHOH:

3HayeHHA Ry 0,70 (cunikarenb, LUKIoOrek-
caH/eTunauerarT y cniBBigHoOLWeHHI 3:1).

Mpuknag VI

1-(3-umknonponinokcndeHin)eTaHoH

BkasaHy cronyky ofepxyloTb B3aemopjelo 3-
riipokcmaueToeHoHy i3  GpOMUMKNIONPONaHoM Y
NPUCYTHOCTI noauay Kanito 1 TpeT-6yTunaty kanito B
N,N-gnmeTundopmamigi B MiKpOXBUMbOBIN nedi npu
220°C.

3HaveHHs Rq 0,65 (cwnikarenb, UMKINOrek-
caH/eTunauerarT y cniBBigHoOLWeHHi 3:1).

Mac-cnekTp (ESI"): m/z=177 [M+H]".

AHnanoriyHo go npuknagy VIl ogepxytoTb HacTyn-
Hi cnonyku:

(1) 1-(3-umknonponinmeToKkcMdeHin)eTaHoH:
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3HayeHHA Ry 0,70 (cunikarenb, LUUKIoOrek-
caH/eTunauerarT y cniBBigHOLWeEHHI 3:1),

mac-cnekTp (ESI"): m/z=191 [M+H]’;

(2) 1-(3-umMKnoBYTUNOKCMMDEHIN)eTaHOH:

3HayeHHAa Ry 0,65 (cunikarenb, UMKIorek-
caH/eTunauerarT y cniBBigHOLWeEHHI 3:1),

mac-cnekTp (ESI"): m/z=191 [M+H]".

Mpuknag VIl

1-xnopmeTnn-2,4-anmeTokcnHadTanix

BkazaHy cronyky ogepXyloTb XNopyBaHHAM 1-
rigpokcumeTun-2,4-aMMeTokcHadTaniHy — TiOHInNXmno-
puaoM y MetuneHxnopuai npu KiMHaTHIA TemnepaTy-
pi.

3HaveHHs Rq 0,78 (cwnikarenb, LMKIOrek-
caH/eTunauerarT y cniBBigHOLWeHHI 1:1);

mac-cnekTp (El): m/z=236, 238 [M]".

Mpuknag IX

1-rinpokcumeTun-2,4-aumeTokcmHadTaniH

BkasaHy cnonyky ooepxytoTb BiAHOBIEHHAM 2,4-
AvMeTokcuHadTaniH-1-kapbokcanegeriny  6oprigpw-
OOM HaTpito B CyMili 3 giokcaHy 1 Bogu (3:1) npu
KiMHaTHIN TemnepaTypi.

3HaveHHs Rq 0,48 (cwnikarenb, LMKIOrek-
caH/eTunauerarT y cniBBigHOLWEHHI 1:1).

Mpuknag X

1-[(6-amiHOXiHONIH-2-iN)MeTVM]-3-MeTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuanH-1-injkcaHTuH

BkasaHy cronyky opepxytoTe obpobkoto 1-[(6-
HITPOXiHONIH-2-in)mMeTun]-3-meTnn-7-(2-6yTnH-1-in)-8-
[(R)-3-(TpeT-6yTHnokcmkapboHinamiHo)ninepnanH-1-
in]JkcaHTUHY AUTIOHITOM HaTpIlO B CyMiLli 3 eTaHony m
Boaym (5:2) npn 55-60°C.

3HaveHHa Rg 0,40 (cunikarenb, METUIEHXITO-
pua/meTtaHon y cnieBigHoLweHHi 95:5).

Mac-cnekTp (ESI"): m/z=573 [M+H]".

Mpuknag Xl

1-meTun-4-(rmpuauH-2-in)isoxiHonix

BkasaHy cronyky ofepxyloTb B3aemopjeo 4-
6pom-1-meTun-isoxiHoniHy i3 Tpuizonponokcu-2-
nipuavHinéopoHaTtomM niTil0O B MNPUCYTHOCTI TeTpa-
Kic(TpudpeHindocdiH)nanagio,  TpudeHindocdiny,
kapboHaTy HaTpito 1 nogmay Miai(l) B 1,4-giokcani npu
KUM'ATIHHI 3i 3BOPOTHUM XONOAUMbHUKOM.

3HaveHHa Ry 0,22 (cunikarenb, METUIEHXITO-
pua/meTtaHon y cnieBigHoLweHHi 95:5).

Mac-cnekTp (ESI"): m/z=221 [M+H]".

Mpuknag Xl

1-[(8-amiHoXiHOAH-2-iN)MeTVM]-3-MeTun-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuanH-1-injkcaHTuH

BkasaHy crnonyky opepxykTb obpobkoto 1-[(8-
HITPOXiHONIH-2-in)mMeTun]-3-meTnn-7-(2-6yTnH-1-in)-8-
[(R)-3-(TpeT-byTHnokcmkapboHinamiHo)ninepnanH-1-
in]JkcaHTUHY MOPOLLKOBMM 3ani3oM y CyMiLli i3 Nnboas-
HOI OUTOBOI KMCNOTWU, eTaHony 1 Boaun (2:20:5) npwu
KUM'ATIHHI 3i 3BOPOTHUM XONOAUMbHUKOM.

3HaveHHa Ry 0,50 (cunikarenb, MeETUNEHXITO-
pua/meTaHon y cniBeigHoLweHHi 95:5).

Mac-cnekTp (ESI+): m/z=573 [M+H]".

Mpuknag Xl

1-(2-okco-2-[2-(nipuagmnH-3-in)deHinietnn)-3-
mMeTun-7-(2-6yTtuH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuanH-1-injkcaHTuH
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BkasaHy crionyky ogepxytoTb B3aemogieto 1-[2-
oKkco-2-(2-6pomdeHin)etnn]-3-metun-7-(2-6yTuH-1-
in)-8-(R)-3-(Tpert-
6yTunokcukapboHinamiHo)ninepuauH-1-injkcaHTuHy 3
nipnanH-3-60pOHOBOIO KUCMOTO0 B MPWUCYTHOCTI TET-
pakic(TpudpeHindocdin) nanagito, TeTpa-H-
6yTunamoHrinbpomigy 1 kapboHaTy HaTpilo B CyMmiLli 3
Tonyony v etaHony (1:1) npun 105°C.

3HaueHHs Ry 0,55 (cunikarenb, eTunauerar).

Mac-cnekTp (ESI"): m/z=612 [M+H]".

AHnanoriuyHo o npuknagy Xll ogepxytoTb HacTyn-
HY CMOMyKy:

(1)1-{2-okco-2-[2-(nipnanH-4-in)deHin)eTnn}-3-
mMeTun-7-(2-6yTtuH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuanH-1-injkcaHTuH
(B3aemogito npoBogdATe i3 4-(4,4,5,5-TeTpameTun-
[1,3,2]giokcaboponaH-2-in)nipuanHom):

3Ha4eHHA Ry 0,40 (cunikarenbs, eTunaueTar),

mac-cnekTp (ESI"): m/z=612 [M+H]".

Mpuknag XIV

1-[(4-eTnnxiHazoniH-2-in)meTnn]-3-meTun-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuanH-1-injkcaHTuH

BkasaHy cnonyky opgepxyioTb o06pobkowo 1-
uiaHomeTun-3-metun-7-(2-6ytmn-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-injJkcaHTuHy
TpeT-OyTMnaToM Kanito B METaHOIMi 1 HaCTYMHIN B3a-
emogii YTBOPEHOIO imiHoedipy 3 2-
amMiHonponiopeHOHOM Yy MPUCYTHOCTI MbOAAHOI OLTO-
BOI KUCMOTMW.

3HaueHHs Ry 0,60 (cunikarenb, eTunauerar).

Mac-cnekTp (ESI"): m/z=587 [M+H]".

AHanoriyHo go npuknagy XIV ogepxyoTb HacTy-
MHY CMONyKYy:

(1) 1-[(4-umknonponinxiHa3oniH-2-in)metnn]-3-
mMeTun-7-(2-6ytuH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

3Ha4eHHA Ry 0,70 (cunikarens, eTunaueTtar),

mac-cnekTp (ESI"): m/z=599 [M+H]".

Mpuknag XV

2-xnopmeTun-3-uiaHo-4-MeTUNXiHomMiH

BkasaHy cronyky ofepxyloTb B3aemopjeo 3-
uiaHo-2,4-AnmeTun-1-okCuxiHoNiHy i3 xnopaHrigpu-
OoM  6eH30cynbOHOBOI KMCMOTU B TOMyorni npu
80°C.

3HaveHHs Rq 0,55 (cwnikarenb, UMKNOrek-
caH/eTunauerarT y cniBBigHOLWEHHI 2:1).

Mac-cnekTp (ESI"): m/z=217, 219 [M+H]".

Mpuknag XVI

3-uiaHo-2,4-gnmeTnn-1-oKCMxXiHosMIH

BkaszaHy crionyky ogepxytoTb 06pobkoto 3-LiaHo-
2,4-aANMETUNXIHONIHY BOOHUM PO34YMHOM Mepokcuay
BOAHIO (35%-HVM) y MbOASHIN OUTOBIN KUCMOTI Npu
60°C.

3HaueHHs Rs: 0,35 (cunikarenb, eTunauerar).

Mac-cnekTp (ESI"): m/z=199 [M+H]".

Mpuknag XVII

2-xnopmeTun-4,5-aMmMeTnnxiHasonin

BkasaHy cnonyky ogepxyloTb B3aemogieto 1-(2-
amiHo-6-MeTundeHin)eTaHoHy i3 XnopaueToHITPMIoM
y fpiokcaHi 3 nopadveto xnopuctoro sogHio npu 30-
38°C.

Mac-cnekTp (ESI"): m/z=207, 209 [M+H]".

Mpuknag XVIlI
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1-[(2-meTunxiHasoniH-4-in)meTnn]-3-meTun-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuanH-1-injkcaHTuH

BkasaHy crionyky ogepxytoTb B3aemogieto 1-[2-
(2-aueTnnamiHodeHin)-2-okcoeTun]-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-injkcaHTuHy 3
eTaHONMbHNUM amiakoM (6-mMonsipHMM) | XIopUAoOM
amoHito B aBToknasi npu 150°C.

3HaueHHs R¢: 0,35 (cunikarenb, eTunauerar).

Mac-cnekTp (ESI"): m/z=573 [M+H]".

Mpuknag XIX

1-[2-(2-aueTnnamiHodeHin)-2-okcoeTnn]-3-
mMeTun-7-(2-6yTuH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuanH-1-injkcaHTuH

BkasaHy crionyky ogepxytoTb B3aemogieto 1-[2-
(2-amiHodbeHiN)-2-okcoeTnn]-3-meTun-7-(2-6y TnH-1-
in)-8-(R)-3-(Tpert-
6yTunokcukapboHinamiHo)ninepuauH-1-injkcaHTuHy 3
aueTUnXnopuaoM y MpUCYTHOCTI MipuauvHy B MeETU-
neHxnopuai Npy KiIMHaTHIN TemnepaTypi.

3HaueHHs Rg: 0,79 (cunikarenb, eTunauerar).

Mac-cnekTp (ESI"): m/z=592 [M+H]".

Mpuknag XX

1-[2-(2-amiHOeHIN)-2-okcoeTnn]-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuanH-1-injkcaHTuH

BkasaHy cnonyky ogepXyloTb BigHOBMEHHAM 1-
[2-(2-HiTpOdheHin)-2-okcoeTnn]-3-meTnn-7-(2-6yTnH-1-
in)-8-(R)-3-(Tpert-
6yTunokcukapboHinamiHo)ninepuauH-1-injkcaHTuHy
avrigpatom xnopuay onosa(ll) y TeTpariapodypati
npu KiMHaTHI TemnepaTypi.

3HaueHHs Ry 0,85 (cunikarenb, eTunauerar).

Mac-cnekTp (ESI"): m/z=550 [M+H]".

Mpuknag XXI

1-[(cbypan-3-in)metnn]-3-metun-7-(2-6yTmH-1-in)-
8-[(R)-3-(TpeT-byTHnokcukapboHinamiHo)ninepuanH-
1-inJkcaHTuH

Cymiw i3 300mr 3-meTtun-7-(2-6ytnH-1-in)-8-[(R)-
3-(TpeT-6yTHnokcukapboHinamiHo)ninepnamH-1-
inJkcaHTuHy, 95mkn  dypaH-3-inmetaHony, 302wmr
TpudeHindocdiHy 1 226Mmkn giisonponinasoaukap6o-
Kkcunaty B 4mn  TeTparigpodypaHy nepemilyoTb
NPOTAroM Houi Mpu KiMHaTHIN TemnepaTypi. Ona ne-
pepobKkM peakLiiHy Cymill 3MilLylOTb i3 HAaCU4EHUM
PO34MHOM KapboHaTy Kanito 1 ekcTparyloTe eTunave-
Tatom. O6'egHaHi opraHivHi hasm cywaTtb Hag cynb-
aToM MarHito M KOHUEHTPYTb. 3anuwok y Konbi
XpomatorpadyloTb Ha cunikarenesin KOMOHL 3 BUKO-
pUCTaHHAM CyMilli LuknorekcaH/etunauetar (y cnie-
BiJJHOLLIEHHI, sike 3MiHIOETbCs Big 1:1 o 3:7).

Buxig: 330mr (92% Bia Teopii).

Mac-cnekTp (ESI"): m/z=497 [M+H]".

AHxanoriyHo go npuknagy XX| ogepxyloTb HacTy-
NHi CNOMyKK:

(1) 1-[(5-meTundpypan-2-in)metun]-3-meTnn-7-(2-
6yTUH-1-in)-8-6poMKcaHTUH:

mac-cnekTp (ESI"): m/z=391, 393 [M+H[";

(2) 1-[(5-6pomdpypan-2-in)meTun]-3-meTnn-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuauH-1-inJKcaHTuH:

mac-cnekTp (ESI"): m/z=575, 577 [M+H]".

Mpuknag XXII
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1-[(5-uiaHodypaH-2-in)meTnn]-3-meTun-7-(2-
6yTnH-1-in)-8-[(R)-3-(TpeT-
6yTunokcukapboHinamiHo)ninepuanH-1-injkcaHTuH

BkasaHy crnonyky ogepxyTb B3aemogieto 1-[(5-
dopmindypaH-2-in)metun]-3-metnn-7-(2-6yTmH-1-in)-
8-[(R)-3-(TpeT-byTHnokcukapboHinamiHo)ninepuanH-
1-in]JkcaHTuHy 3 rigpokcunamiH-O-cynbhOHOBOK KUC-
NOTOK W NipUAMHOM Y TORyoni NPy KUM'ATiIHHI 3i 3BO-
POTHUM XONOAWMBHUKOM.

Mpuknag XXIl

5-(meTaHcynbdOHInokcumeTmn)-2-
dypaHkapbokcanbaerig

BkasaHy cronyky ofepxyloTb B3aemopjelo 5-
(rigpokcumeTnn)-2-dypaHkapbokcanbaerigy i3 xno-
paHrigpuaomM MeTaHCyrnb(OHOBOI KACMOTU B MPUCYT-
HOCTi TpUeTunamiHy B MeTUNeHxmnopuai npu KiMHaTHIn
Temnepatypi. CMpuin NpoayKT BUKOPUCTaOTb Y Ha-
CTYMHIN peakuji 6e3 4oaaTKOBOro OYULLEHHS.

Mpuknag XXIV

2-xnopmeTun-3-uiaHonipnanH

BkasaHy Cronyky OAEepPXyl0Tb i3 2-
(rigppokcMeTun)HIKOTUHamigy Woro B3aemogielo 3
TIOHINXNoOpMAOM B auEeTOHITPUni 3 HacTynHow Aeria-
paTtauielo  OTPMMaHOroO  TakMM  LAsIXoM  2-
(xnopmMeTun)HikoTMHaMigy aHrigpygom  TpudhTopou-
TOBOI KMCNOTWU B MPUCYTHOCTI TpUETUNamiHy B MeTu-
neHxnopuai.

B iHWOMY BapiaHTi Bka3aHy B 3arofioBKy Cronyky
OAEepPXYlTb TaKOX B OAHY CTafilo HarpiBaHHAM 2-
(rippokcmeTun)HiKOTMHaMIQy 3 okcuxrnopuaom ¢oc-
dopy 3i 3BOPOTHUM XOMNOAUMBHUKOM.

3HaveHHa Ry 0,85 (cunikarenb, METUIEHXITO-
pua/meTaHon y cniseigHoWweHHi 9:1).

Mac-cnekTp (ESI"): m/z=153, 155 [M+H]".

Mpuknag XXV

8-uiaHo-7-MeTUNXiHONIH

BkasaHy cronyky ofepxyloTb B3aemopjeto 8-
OpOM-7-METUNXIHOMIHY i3 LiaHigOM UUHKY B MpUCYT-
HOCTi  TeTpakic(TpudeHindocdiH)nanagito B  N-
MEeTUNNipPONiAUHOHI B aTMocepi 3aXMCHOro rasy npu
100-105°C.

3HaveHHa Ry 0,35 (cunikarenb, neTponenHun
edbip/eTnaueTar y cniBBigHOLLEHHI 7:3).

Mac-cnekTp (ESI"): m/z=169 [M+H]".

Mpuknag XXVI

2-MeTun-8-uiaHoXiHONMiIH

BkasaHy cronyky ofepxyloTb B3aeMopjeo 2-
mMeTun-8-6pomxiHoniHy i3 uiaHigom Migi(l) B N-
MEeTUNNiPONiAUHOHI B aTMocepi 3aXMCHOro rasy npu
180°C.

3HaveHHs Ry 0,40 (cunikarenb, neTpoOnenHun
edbip/eTnnaueTart y cniBBigHOLLEHHI 7:3).

Mac-cnekTp (ESI"): m/z=169 [M+H]".

OpepaHHS KiHLEeBMX Cnomnyk

Mpuknag 1

1-[(4-deHinamiHoxiHa3oniH-2-in)meTnn]-3-meTun-
7-(2-6yTnH-1-in)-8-(3-amiHoninepnamnH-1-in)kcaHTuH

Cymiw i3 400mr 1-[(4-deHinamiHoxiHa3oniH-2-
in)metun)]-3-metun-7-(2-6yTuH-1-in)-8-[3-(Tpet-
6yTunokcukapboHinamiHo)ninepuauH-1-injkcaHTuHy B
10Mn mMeTuneHxnopuay 3MillyoTe i3 2mn isonpona-
HOMbHOI COMSAHOI KMcnoTu (5-6-monspHoi) i nepemi-
LWYOTb NPOTArOM TPbOX FOAWH MpU KiIMHATHIN Temne-
patypi. [oTim peakuiiHy cymiw po36aBnsAwTb
METUNEeHXNopuaoM, 3MillyloTb i3 CyMilwo BOAM 3
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nboAoM i NignyroBytoTb 3-MONSPHUM PO3YMHOM Kap-
6oHaTy kanito. BogHy dasy ekcTparyloTb MEeTUIeH-
xropugomMm. O6'egHaHi ekcTpakTM MNpoMKBalOTb BO-
Joto, cywaTb Hag cynbdaTom  MarHiio 1
KOHLEHTPYI0Tb. 3anuLok y Konbi po3millytoTb i3 gie-
TMRoBuM ecdbipom, niggaloTe BakyyM-pinbTpadii, no-
TiM NnpoMuBaloTb AieTnnosum edipoMm i cyllatb y Ba-
KyYMi.

Buxig: 274wmr (81% Bia Teopii).

3HaveHHa Ry 0,50 (cunikarenb, METUIEHXITO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1).

Mac-cnekTp (ESI"): m/z=550 [M+H]".

AHanoriyHo go npuknagy 1 ooepXylTb HACTYMHi
CMONyKu:

(1)  1-[(4-B6eH3unamiHoXiHa3oMiH-2-in)meTnn]-3-
meTun-7-(2-6yTuH-1-in)-8-(3-amiHoninepmanH-1-
in)kcaHTuH:

3HayeHHA Ry 0,43 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=564 [M+H]';

(2) 1-[(2-meTunxiHoniH-4-in)metnn]-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTUH:

mac-cnekTp (ESI"): m/z=472 [M+H]’;

(3) 1-[(3-uiaHoHadTaniH-1-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTUH:

3HayeHHA Ry 0,55 (cunikarenb, MeTWUREHXmOo-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=482 [M+H]';

(4) 1-[(2-deHinxiHazoniH-4-in)meTun]-3-meTnn-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTUH:

3HayeHHs Ry 0,45 (rotoBa nnactuHa ansa TLWX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOBa KMCNOTa B CNIBBIOHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=535 [M+H]';

(5) 1-[(4-uiaHoi3oxiHoMiH-1-iN)mMeTVN]-3-MeTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTUH:

3HayeHHA Ry 0,15 (cunikarenb, MeTUReHxmo-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=483 [M+H]';

(6) 1-[(4-uiaHoXiHOMIH-2-im)MeTnN]-3-meTnUn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH:

mac-cnekTp (ESI"): m/z=483 [M+H]';

(7) 1-[2-(3-umknonponinokcudeHin)-2-okcoeTnnl-
3-metun-7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnaunH-1-
in)kcaHTuH:

3HayeHHs Ry 0,45 (rotoBa nnactuHa ansa TLX i3
obepHeHo pasoto (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOBa KMCNOTa B CNIBBIOHOLLEHHI

50:50:1),
mac-cnekTp (ESI"): m/z=491 [M+H[";
(8) 1-[2-(3-umknonponinmeTokcudeHin)-2-

okcoetun]-3-meTtun-7-(2-6ytnH-1-in)-8-((R)-3-
aMiHoninepuamnH-1-in)kCaHTuH:

3HayeHHs Ry 0,35 (rotoBa nnactuHa ansa TLX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOoBa KMCNOTa B CNiBBIOHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=505 [M+H]';
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(9) 1-[2-(3-umknobyTnnokcmdeHin)-2-okcoeTunl-
3-metun-7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnaunH-1-
in)kcaHTuH:

3HayeHHs Ry 0,40 (rotoBa nnactuHa ansa TLX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLToBa KMCNOTa B CNiBBIGHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=505 [M+H]';

(10)  1-[(1-uiaHoi30XiHOMIH-3-iN)MeTunN]-3-MeTUn-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTuH:

mac-cnekTp (ESI"): m/z=483 [M+H]';

(11) 1-[(2,4-meTokcnHadTanix-1-in)metnn]-3-
mMeTun-7-(2-6yTuH-1-in)-8-((R)-3-amiHoninepn  guH-1-
in)kcaHTuH:

3HayeHHA Ry 0,55 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=517 [M+H]';

(12)  1-[(2,3-aumeTunnxiHokcaniH-6-in)metun]-3-
meTun-7-(2-6ytuH-1-in)-8-((R)-3-amiHoninepmanH-1-
in)kcaHTuH:

3HayeHHA Ry 0,48 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=487 [M+H]';

(13)  1-[(6-amiHOXiHOMIH-2-iN)MeTWN]-3-MeTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTUH:

3HayeHHA Ry 0,40 (cunikarenb, MeTWUMEHXIO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=473 [M+H]’;

(14) rigpoxnopwug 1-[(xiHokcaniH-5-in)metun]-3-
meTun-7-(2-6ytnH-1-in)-8-((R)-3-amiHoninepnanH-1-
in)kcaHTuHy:

mac-cnekTp (ESI"): m/z=459 [M+H]';

(15)  1-[(6-meToKcuxiHOMIH-2-In)MeTuUn]-3-MeTun-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepwu AnH-1-
in)kcaHTuH:

3HayeHHA Rg 0,50 (cunikarenb, MeTWUMEHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=488 [M+H]';

(16) 1-[(6-dpeHinnipnanH-2-in)meTun]-3-metTnn-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTUH:

3HayeHHA Ry 0,37 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=484 [M+H]';

(17)  1-{[(4-(nipnanH-2-in)izoxiHoniH-1-in]meTnmn}-
3-metun-7-(2-6ytnH-1-in)-8-((R)-3-amiHoninepn  AnH-
1-in)KCaHTUH:

3HayeHHA Ry 0,37 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
80:20:1),

mac-cnekTp (ESI"): m/z=535 [M+H]';

(18) 1-[(7-dTOpXiHOMIH-2-iNn)MeTuN]-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH:

3HayeHHA Ry 0,58 (cunikarenb, MeTUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=476 [M+H]';

(19)  1-[(8-amiHOXiHOMIH-2-iN)MeTWN]-3-MeTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTUH:
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3HayeHHA R 0,50 (cunikarenb, MeTWUREHXIO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=473 [M+H]';

(20) 1-[(6-dpTOpPXiHOMIH-2-iNn)MeTuN]-3-MeTUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH:

3HayeHHA Ry 0,50 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=476 [M+H]';

(21) 1-{2-okco-2-[2-(nipngnH-3-in)deHinjeTun}-3-
meTun-7-(2-6ytuH-1-in)-8-((R)-3-amiHoninepnanH-1-
in)kcaHTuH:

3HayeHHs Ry 0,55 (rotoBa nnactuHa ansa TLX i3
obepHeHo pasoto (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOBa KMCNOTa B CNiBBIOHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=512 [M+H]’;

(22) 1-[(4-eTunxiHa3oniH-2-in)meTun]-3-meTnn-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTUH:

3HayeHHA Ry 0,45 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=487 [M+H]';

(23)  1-[(4-umknonponinxiHa3oniH-2-in)meTun]-3-
meTun-7-(2-6yTuH-1-in)-8-((R)-3-amiHoninepnanH-1-
in)kcaHTnH (GyTokcukapboHinbHy (BOC-) rpyny Bia-
LenmnoTs 06pobKo TPUDTOPOLITOBOK KUCIOTOH):

3HayeHHA Rg 0,45 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=499 [M+H]’;

(24) 1-[(4-meTOKCMXiHOMIH-2-iN)MeTUN]-3-MeTun-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTuH:

mac-cnekTp (ESI"): m/z=488 [M+H]';

(25) 1-[(2-cbeninnipumignH-4-in)metun]-3-meTun-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTuH:

3HayeHHA R 0,50 (cunikarenb, MeTWUMEHXIO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=485 [M+H]';

(26) 1-[([1,5]HadTMPNANH-3-iN)MeTnN]-3-MeTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTUH:

3HayeHHA Ry 0,52 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=459 [M+H]';

(27)  1-[(3-uiaHO-4-meTUnNXiHOMIH-2-in)MeTnN]-3-
meTun-7-(2-6ytuH-1-in)-8-((R)-3-amiHoninepnanH-1-
in)kcaHTnH (BOC-rpyny BigLwenmioTe 06pobkoto
TP TOPOLITOBOK KUCIIOTOH)):

3HayeHHs R 0,50 (rotoBa nnactuHa ansa TLX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOBa KMCNOTa B CNiBBIOHOLLEHHI

50:50:1),
mac-cnekTp (ESI"): m/z=497 [M+H[";
(28)  1-[(4,5-aMMeTuUnXiHa30MiH-2-in)MeTus]-3-

mMeTun-7-(2-6yTuH-1-in)-8-((R)-3-amiHoninepmamH-1-
in)kcaHTnH (BOC-rpyny BigLwenmioTe 006pobkoto
TPUPTOPOLITOBOIO KUCIIOTOHD),

mac-cnekTp (ESI"): m/z=487 [M+H]';

(29)  1-[(5-uiaHoXiHOMiIH-2-iN)MeTWM]-3-MeTuN-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTUH:
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3HayeHHA Ry 0,50 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=483 [M+H]';

(30)  1-[(3-uiaHOXiHOMIH-2-iN)MeTWM]-3-MeTUN-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMUCIOTOHO):

3HayeHHs R 0,50 (rotoBa nnactuHa ansa TLX i3
obepHeHo pasoto (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOBa KMCNOTa B CNiBBIOHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=483 [M+H]';

(31) 1-[(4-cbeninnipumignH-2-in)metun]-3-meTun-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTuH:

3HayeHHA Ry 0,50 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=485 [M+H]';

(32) 1-[(2-meTunxiHasoniH-4-in)meTun]-3-meTun-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
inkcaHTnH (BOC-rpyny BigLwenmoTe 06pobkoto
TP TOPOLITOBO KUCIIOTOH)):

3HayeHHA Ry 0,38 (cunikarenb, MeTUReHxmo-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=473 [M+H]’;

(33) rigpoxnopug  1-[(1,4-anuiaHoHadTaniH-2-
in)metun]-3-metnn-7-(2-6yTnH-1-in)-8-((R)-3-
amMiHoninepuamnH-1-in)kcaHTuHy:

3HayeHHA Ry 0,86 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=507 [M+H]';

(34) 1-{2-okco-2-[2-(nipngnH-4-in)deHinjeTun}-3-
meTun-7-(2-6ytnH-1-in)-8-((R)-3-amiHoninepmanH-1-
inkcaHTnH (BOC-rpyny BigLwenmoTe 06pobkoto
TP TOPOLITOBO KUCIIOTOH)):

3HayeHHs R 0,55 (rotoBa nnactuHa ansa TLWX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLToBa KMCNOTa B CNiBBIGHOLLEHHI
50:50:1), mac-cnektp (ESI"): m/z=512 [M+H]";

(35) 1-[(6,7-gnmeToKCUXiHONIH-2-in)MeTnn]-3-
mMeTun-7-(2-6yTuH-1-in)-8-((R)-3-amiHoninepn  guH-1-
in)kcaHTuH:

3HayeHHA Rg 0,45 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=518 [M+H]’;

(36) rigpoxnopug  1-[(xiHa3oniH-6-in)meTun]-3-
meTun-7-(2-6ytnH-1-in)-8-((R)-3-amiHoninepmanH-1-
in)kcaHTuHy:

3HayeHHA Ry 0,50 (cunikarenb, MeTWUMEHXIO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=459 [M+H]';

(37) 1-[(4-uiaHoXiHa3onMiH-2-in)MeTnn]-3-MeTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)kcaHTuH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCIOTOO):

3HayeHHA Ry 0,50 (cunikarenb, MeTWUMEHXIO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=484 [M+H]';
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(38) 1-[(xiHa3onin-7-in)metnn]-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH:

3HayeHHA Ry 0,43 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=459 [M+H]';

(39)  1-(2-uiaHobeH3un)-3-meTun-7-(2-6yTnH-1-
in)-8-((R)-3-amiHoninepnanH-1-in)kcaHTuH (BOC-
rpyny BiAwennowTe 06pobko  TpUTOPOLITOBOHD
KMCINOTOHO):

3HayeHHA Ry 0,35 (cunikarenb, MeTWUREHXmo-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=432 [M+H]’;

(40)  1-(3-uiaHobeH3un)-3-meTun-7-(2-6yTnH-1-
in)-8-((R)-3-amiHoninepnanH-1-in)kcaHTuH (BOC-
rpyny BiAwennowTe 06pobko  TpUTOPOLTOBOHD
KMCINOTOHO):

3HayeHHA Ry 0,40 (cunikarenb, MeTWUMEHXIO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=432 [M+H]’;

(41)  1-(4-uiaHobeH3nn)-3-meTun-7-(2-6yTnH-1-
in)-8-((R)-3-amiHoninepnanH-1-in)kcaHTuH (BOC-
rpyny BiAwennowTe 06pobko  TpUTOPOLITOBOHD
KMCINOTOHO):

3HayeHHA Ry 0,31 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI

90:10:1),
mac-cnektp (ESI*): m/z=432 [M+H]';
(42) 1-[(nipuaun-2-in)metnn]-3-meTnn-7-(2-

6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH:

3HayeHHA Ry 0,52 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=408 [M+H]';

(43) 1-6eH3un-3-metnn-7-(2-6yTnH-1-in)-8-((R)-3-
amiHoninepnguH-1-in)kcaHtnH  (BOC-rpyny BigLien-
NoTb 06pOBKOI TP TOPOLTOBOK KUCIOTOH):

Temnepatypa nnasneHHsi: 207-209°C,

mac-cnekTp (ESI"): m/z - 407 [M+H]";

(44) rigpoxnopua 1-(4-meTokcnbeHsun)-3-meTun-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTuHy:

3HayeHHA Ry 0,50 (cunikarenb, MeTWUMEHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=437 [M+H]';

(45) 1-(2-xnop6eHaun)-3-meTun-7-(2-6yTnH-1-in)-
8-((R)-3-amiHoninepnanH-1-in)kcaHTuH:

3HayeHHA R 0,50 (cunikarenb, MeTWUMEHXIO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=441, 443 [M+H[";

(46) 1-(2,6-guuiaHo6eH3nN)-3-meTnn-7-(2-6yTnH-
1-in)-8-((R)-3-amiHoninepmnaunH-1-in)kcaHTuH: Tpu-
dTopoutoBa kucnota (BOC-rpyny BigwenntooTb
06pobko0 TPUTOPOLITOBOK KUCIIOTOHD):

mac-cnekTp (ESI"): m/z=457 [M+H]';

(47) 1-(2-uiaHo-4-6pombeH3unn)-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH-
TpudpTopouToBa kucnota (BOC-rpyny BigwienntooTb
06pobko0 TP TOPOLITOBOK KUCIIOTOH):

mac-cnekTp (ESI"): m/z=510, 512 [M+H[";
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(48) 1-(3-dbTOpGEH3MN)-3-MeTUN-7-(2-0yTUH-1-iM)-
8-((R)-3-amiHoninepmguH-1-in)kcaHtuH ~ (BOC-rpyny
BigLLleNnnoTs 06po6KoK TPUATOPOLTOBOK  KUCIIO-
TOM):

3HayeHHA Ry 0,45 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI

90:10:0,1),
mac-cnektp (ESI*): m/z=425 [M+H]'";
(49) 1-(3,5-aumeToKcubeHaun)-3-metnn-7-(2-

6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH
(BOC-rpyny BigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCIOTOHO):

3HayeHHA Ry 0,45 (cunikarenb, MeTWUREHXMO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=467 [M+H]';

(50) 1-(2-dbTOop6EH3MN)-3-MmeTUn-7-(2-6yTnH-1-in)-
8-((R)-3-amiHoninepmgunH-1-in)kcaHtuH ~ (BOC-rpyny
BiALennoloTe 06pobKo TPUPTOPOLITOBOK  KUCIIO-
TOM):

3HayeHHA Ry 0,45 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=425 [M+H]';

(51)1-[(6-uiaHonipuamH-2-in)Metnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTUH
(BOC-rpyny BigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCIOTOHO),

mac-cnekTp (ESI"): m/z=433 [M+H]';

(52) 1-[(3-uiaHonipnaunH-2-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCIMOTOHO):

mac-cnekTp (ESI"): m/z=433 [M+H]';

(53) 1-(2-uiaHo-3-xnopbeH3nn)-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH-
TpudTopouTtoBa kucnota (BOC-rpyny BigwienntooTb
06pobko0 TPUATOPOLITOBOK KUCIIOTOHD):

mac-cnekTp (ESI"): m/z=466, 468 [M+H]";

(54) 1-(4-dbTOp6EH3MN)-3-MeTUN-7-(2-0yTUH-1-in)-
8-((R)-3-amiHoninepmguH-1-in)kcaHtH ~ (BOC-rpyny
BiALennoloTe 06pobKod  TPMUPTOPOLITOBOK  KUCIIO-
TOM):

mac-cnekTp (ESI"): m/z=425 [M+H]';

(55) 1-(4-xnop6eHaun)-3-meTun-7-(2-6yTnH-1-in)-
8-((R)-3-amiHoninepmguH-1-in)kcaHtnH  (BOC-rpyny
BiALlennoloTe 06pobKod TPUPTOPOLITOBOK  KUCIIO-
ToW): Mac-cnexTp (ESI"): m/z=441, 443 [M+H[";

(56) 1-(2-uiaHo-4-pTOp6EH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH-
TpudTopouToBa kucnota (BOC-rpyny BigwienntooTb
06pobko0 TPMTOPOLITOBOK KUCIIOTOHD):

mac-cnekTp (ESI"): m/z=450 [M+H]';

(57) 1-(3-uiaHo-4-pTOp6EH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTnH-TpucpTopouToBa  kucnota  (BOC-rpyny
BiALlennooTe 06pobKo TPUPTOPOLITOBOK  KUCIIO-
TOM):

mac-cnekTp (ESI"): m/z=450 [M+H]';

(58) 1-(2-xnop-4-uiaHobeH3nn)-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH-
TpudpTopouTtoBa kucnota (BOC-rpyny BigwienntooTb
06pobko0 TPUATOPOLITOBOK KUCIIOTOH):

mac-cnekTp (ESI"): m/z=466, 468 [M+H]";

87835 36

(59) 1-[(5-meTokcukapboHindypaH-2-in)mitunal-
3-metun-7-(2-6yTnH-1-in)-8-((n)-3-amiHoninepuamH-1-
in)kcaHTnH-  TpudTopouToBa kucnota (BOC-rpyny
BiALlennooTe 06pobKoD TPUPTOPOLITOBOK  KUCIIO-

TOW):
mac-cnektp (ESI*): m/z=455 [M+H]'";
(60) 1-(2-TpucpTOpMETUN-4-LiiaHo6eH3un)-3-

meTun-7-(2-6ytnH-1-in)-8-((R)-3-amiHoninepmanH-1-
in)kcaHTnH-  TpudTopouToBa kucnota (BOC-rpyny
BigWennoioTe 00pobkol TpMPTOPOLTOBOK KUCHO-
TOM):

mac-cnekTp (ESI"): m/z=500 [M+H]’;

(61)1-(3,5-amuiaHobeH3nn)-3-meTnn-7-(2-6y TnH-
1-in)-8-((R)-3-amiHoninepunaunH-1-in)kcaHtnH ~ (BOC-
rpyny BidwennoTe 06pobkoo  TpUdTOpPOLTOBO
kucroTor): Mac-cnekTp (ESI): m/z=457 [M+H]';

(62) 1-(3-HiTpO-4-LiaHobeH3unn)-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH-
TpudTopouTtoBa kucnota (BOC-rpyny BigwienntooTb
06pobko0 TPUTOPOLITOBOK KUCIIOTOHD):

mac-cnekTp (ESI"): m/z=477 [M+H]';

(63) 1-[(2-uiaHonipnaunH-3-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMUCMOTOHO):

3HayeHHs R 0,50 (rotoBa nnactuHa ansa TLX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOoBa KMCNOTa B CNiBBIOHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=433 [M+H]';

(64) 1-(2-uiaHO-4-meTOKCUOEH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH
(BOC-rpyny sigwenntotoTb 06pobkoio TpudTopoLTo-
BOK KMCIMOTOHO):

3HayeHHs R 0,50 (rotoBa nnactuHa ans TLX i3
obepHeHo pasoto (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOBa KMCNOTa B CNIBBIOHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=462 [M+H]';

(65) 1-(2-uiaHO-5-meTOKCUBEH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCIMOTOO):

3HayeHHs Ry 0,45 (rotoBa nnactuHa ansa TLWX i3
obepHeHo pasoto (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOBa KMCNOTa B CNiBBIGHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=462 [M+H]';

(66) 1-(3-meTokcmbeHsun)-3-metnn-7-(2-6yTuH-1-
in)-8-((R)-3-amiHoninepnanH-1-in)kcaHTuH (BOC-
rpyny BidwenniowTe 06pobkoo  TpUETOPOLTOBO
KMCINOTOHO):

3HayeHHA Ry 0,45 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=437 [M+H]’;

(67) 1-(3-TpudpTopmeTUnbeH3nn)-3-metTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH
(BOC-rpyny sigwenntotoTb 06pobkoio TpudTopoLTo-
BOK KMCMOTOHO):

3HayeHHA Ry 0,60 (cunikarenb, MeTWUREHXIO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=475 [M+H]';
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(68) 1-(3,4-gumeTtokcmbeHsunn)-3-metun-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH
(BOC-rpyny BigwenntotoTb 06pobkoio TpudTopoLTo-
BOK KMCIOTOHO):

3HayeHHA R 0,50 (cunikarenb, MeTWUMEHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=467 [M+H]';

(69) 1-(3-xnopbeHaun)-3-meTun-7-(2-6yTnH-1-in)-
8-((R)-3-amiHoninepmguH-1-in)kcaHtH ~ (BOC-rpyny
BigWennoioTe 00pobkol TPUPTOPOLTOBOK KUCHO-
TOM):

3HayeHHA Ry 0,45 (cunikarenb, MeTWUREHXMO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=441, 443 [M+H[";

(70)  1-(4-TpudpTopmMeTUnbeH3nn)-3-metTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH
(BOC-rpyny BigwenntotoTb 06pobkoio TpudTopoLTo-
BOK KMUCIMOTOHO):

3HayeHHA Ry 0,45 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=475 [M+H]';

(71) 1-[([2,2'6inipnauHin-6-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTUH:

3HayeHHA Ry 0,50 (cunikarenb, MeTWUREHXIO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=485 [M+H]';

(72) 1-(3,4-pnmeTokcu-6-pTopbeHsun)-3-meTun-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTuH:

3HayeHHA Ry 0,50 (cunikarenb, MeTWUREHXIO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=485 [M+H]';

(73) 1-[(6-dTOPNipMANH-2-in)meTnn]-3-MeTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTUH:

3HayeHHA R: 0,41 (cunikarenb, MeTWUMEHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=426 [M+H]';

(74) 1-[(5-uiaHO-6-meTOKCMMIPUANH-2-in)MeTuN]-
3-metun-7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnaunH-
1-in)KCaHTUH:

3HayeHHA R: 0,40 (cunikarenb, MeTWUMEHXIO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=463 [M+H]';

(75) 1+(2,6-pgndpTopbeHsunn)-3-metnn-7-(2-6yTuH-
1-in)-8-((R)-3-amiHoninepmnaunH-1-in)kCaHTuH:

3HayeHHA Ry 0,41 (cunikarenb, MeTWUREHXIO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=443 [M+H]';

(76) 1-(3-TpudTopmMeTOKCUOEH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH:

3HayeHHA Ry 0,36 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=491 [M+H]';

(77) 1-(4-TpudTOopMeETOKCUOEH3NN)-3-METUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH:
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3HayeHHA Ry 0,38 (cunikarenb, MeTWUReHxmo-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=491 [M+H]’;

(78)  1-[(2-uiaHonipnanH-4-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTUH
(BOC-rpyny sigwenntotoTb 06pobkoio TpudTopoLTo-
BOK KMCIMOTOHO):

3HayeHHs Ry 0,60 (rotoBa nnactuHa ansa TLWX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLToBa KMCNoTa B CNiBBIGHOLLEHHI
50:50:1),

mac-cnekTp (ESI+): m/z=433 [M+H]";

(79)  1-[(5-uiaHonipnaunH-2-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMUCMOTOHO):

3HayeHHs R 0,60 (rotoBa nnactuHa ansa TLWX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOBa KMCNOTa B CNiBBIGHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=433 [M+H]';

(80) 1-[(nipymignn-2-in)metnn]-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCIMOTOHO):

3Ha4yeHHs Ry 0,60 (rotoBa nnactuHa ansa TLWX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOoBa KMCNOoTa B CNiBBIOHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=409 [M+H]’;

(81) 1-[(4-meTunnipumiguH-2-in)metun]-3-meTun-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTnH (BOC-rpyny BigLwenmioTs 06pobkoto
TP TOPOLITOBOK KUCIIOTOH)):

3Ha4yeHHs Ry 0,65 (rotoBa nnactuHa ansa TLX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOBa KMCNOTa B CNiBBIOHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=423 [M+H]';

(82) 1-[(4,6-gumeTunnipuMignH-2-in)metnn]-3-
meTun-7-(2-6yTtuH-1-in)-8-((R)-3-amiHoninepmanH-1-
inkcaHTnH (BOC-rpyny BigLwenmioTe 006pobkoto
TP TOPOLITOBOD KUCIIOTOH)):

Temnepartypa nnaBfeHHs:
cnekTp (ESI"): m/z=437 [M+H]";

(83) 1-[(xiHokcaniH-6-in)meTnn]-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH:

3HayeHHA Ry 0,50 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=459 [M+H]';

(84) 1-(3-cpTOp-4-MeTOKCUOEH3NN)-3-METUN-T-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH
(BOC-rpyny sigwenntotoTb 06pobkoio TpudTopoLTo-
BOK KMCMOTOHO):

3HayeHHA Ry 0,45 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=455 [M+H]';

(85) 1-(3,4-pndpTopbeHsunn)-3-metnn-7-(2-6yTuH-
1-in)-8-((R)-3-amiHoninepunaunH-1-in)kcaHtnH ~ (BOC-
rpyny BidwenniowTe 06pobkoo  TpUETOPOLTOBO
KMCINOTOHO):

202-204°C, wmac-
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3HayeHHA Ry 0,45 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=443 [M+H]';

(86) 1-(2-cpTOpP-5-MeTOKCUOEH3NN)-3-METUN-T-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH:

3HayeHHA Ry 0,39 (cunikarenb, MeTWREHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=455 [M+H]';

(87) 1-(2-cpTOp-3-MeTOKCUOEH3NN)-3-METUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH:

3HayeHHA Ry 0,41 (cunikarenb, MeTWUMEHXIO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=455 [M+H]';

(88) 1-[(4-uiaHoi30XiHOMIH-3-iN)MeTunN]-3-MeTUn-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTnH (BOC-rpyny BigLwenmoTe 06pobkoto
TP TOPOLITOBOD KUCIIOTOH)):

3HayeHHA Ry 0,40 (cunikarenb, MeTWUREHXIO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=483 [M+H]';

(89) 1-(2-cpTOp-4-MeTOKCUOEH3NN)-3-METUN-T-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH:

3HayeHHA Ry 0,45 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOmN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:1),

mac-cnekTp (ESI"): m/z=455 [M+H]';

(90) 1-[(dbypaH-2-in)meTnn]-3-meTnn-7-(2-6yTMH-
1-in)-8-((R)-3-amiHoninepunaunH-1-in)kcaHtnH ~ (BOC-
rpyny BidwennoTe 06pobkoo  TpMdTOpPOLTOBO
KMCINOTOHO):

mac-cnekTp (ESI"): m/z=397 [M+H]’;

(91) 1-(3,4-guuiaHobeH3nn)-3-meTnn-7-(2-6yTMH-
1-in)-8-((R)-3-amiHoninepmnaunH-1-in)kcaHTuH: Tpu-
dTopoutoBa kucnota (BOC-rpyny BigwenntooTb
06pobko0 TPUATOPOLITOBOK KUCIIOTOHD):

mac-cnekTp (ESI"): m/z=457 [M+H]';

(92) 1-[(dypaH-3-in)meTnn]-3-meTnn-7-(2-6yTnH-
1-in)-8-((R)-3-amiHoninepunaunH-1-in)kcaHtnH ~ (BOC-
rpyny BidwennoTe 06pobko  TpUdTOpPOLTOBO
KMCINOTOHO):

mac-cnekTp (ESI"): m/z=397 [M+H]’;

(93) 1-[(5-meTnndypaH-2-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTUH
(BOC-rpyny BigwenntotoTb 06pobkoto TpudTopoLTo-
BOK KMCIMOTOHO):

mac-cnekTp (ESI"): m/z=411 [M+H]’;

(94) 1-[(5-6pomdypan-2-in)miTnnal-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnawH-1-
in)kcaHTnH-TpucpTopouToBa  kucnota  (BOC-rpyny
BigWennooTe 06pobko TPMPTOPOLTOBOK KUCHO-
TOM):

mac-cnekTp (ESI+): m/z=475,477 [M+H];

(95) 1-(4-uiaHo-2-pTOp6EH3NN)-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnaunH-1-in)kcaHTuH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCIOTOO):

mac-cnekTp (ESI"): m/z=450 [M+H]';

(96) 1-(2-uiaHo-5-pTOp6EH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMUCIMOTOHO):
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mac-cnekTp (ESI"): m/z=450 [M+H]';

(97)  1-[(5-uiaHodypaH-2-in)miTunal-3-metTnn-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTUH:
TpudTopouToBa kucnota (BOC-rpyny BigwienntooTb
06pobko0 TPUATOPOLITOBOK KUCIIOTOHD):

mac-cnekTp (ESI"): m/z=422 [M+H]';

(98) 1-(2-uiaHo-6-pTOp6EH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCIMOTOHO):

mac-cnekTp (ESI"): m/z=450 [M+H]';

(99) 1-(4-uiaHo-3-pTOp6EeH3Nn)-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCIMOTOHO):

mac-cnekTp (ESI"): m/z=450 [M+H]’;

(100)  1-(2-uiaHO-3-meTOKCMOEH3UN)-3-MeTUN-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepwu AnH-1-
in)kcaHTuH:

3HayeHHA R 0,50 (cunikarenb, MeTWUREHXIO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=462 [M+H]';

(101) 1-[(8-uiaHOXiHOMIH-7-iN)MeTWM]-3-MeTUN-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCIMOTOHO):

mac-cnekTp (ESI"): m/z=483 [M+H]';

(102) 1-[(4-uiaHonipnaunH-3-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTUH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCMOTOHO):

Temnepatypa nnaeneHHsi: 166°C,

mac-cnekTp (ESI+): m/z=433 [M+H]";

(103)  1-[(8-uiaHOXiHOMIH-2-iN)MeTWM]-3-MeTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTUH
(BOC-rpyny BigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCIMOTOHO):

3HayeHHA Ry 0,50 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=483 [M+H]';

(104) 1-[(1-meTun-1H-6eH30TpMason-5-in)metnn]-
3-metun-7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnaunH-1-
in)kcaHTnH (BOC-rpyny BigLenmioTe 06pobkoto
TP TOPOLITOBO KUCIIOTOH)):

3HayeHHs Ry 0,60 (rotoBa nnactuHa ansa TLWX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLToBa KMCNOoTa B CNiBBIGHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=462 [M+H]';

(105) 1-[(3-uiaHonipuguH-4-in)miTunal-3-metnn-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTUH:
TpudTopouTtoBa kucnota (BOC-rpyny BigwienntooTb
06pobko0 TPUATOPOLITOBOK KUCIIOTOHD):

3HayeHHs R 0,65 (rotoBa nnactuHa ans TLX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLTOBa KMCNOTa B CNiBBIOHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=433 [M+H]';

(106) 1-[(3-uiaHonipnanH-2-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTUH
(BOC-rpyny sigwenniotoTb 06pobkoio TpudTopoLTo-
BOK KMCMOTOHO):
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3HayeHHs Ry 0,60 (rotoBa nnactuHa ansa TLWX i3
obepHeHo pasoro (dipma E. Merck), aueToHiT-
pun/Boga/TpudTopoLToBa KMCNOTa B CNiBBIOHOLLEHHI
50:50:1),

mac-cnekTp (ESI"): m/z=433 [M+H]';

(107)  1-[(4-uiaHobeH30[1,3]aiokcon-5-im)meTnn]-
3-metun-7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnaunH-1-
in)kcaHTuH:

3HayeHHA Rg 0,45 (cunikarenb, MeTWUREHXO-
pua/mMeTaHOMN/KOHL,. BOOHWA amiak y CniBBigHOLLEHHI
90:10:0,1),

mac-cnekTp (ESI"): m/z=476 [M+H]".

AHanoriyHo 0o po3rnsHyTMX BULLle Npuknagis m
iHWKX BIQOMUX 3 NiTepaTypyu MeTOAiB MOXHA TaKoX
ofepXaTu HaCTYMHi CMONyKK:

(1) 1-(2-uiaHo-4-pTOPOEH3NN)-3-MeTUN-7~(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

(2) 1-(2-uiaHo-5-pTOpOEH3MNN)-3-MeTUN-7(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

(3) 1-(2-uiaHo-6-pTOPOEH3NN)-3-MeTUN-7~(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

(4) 1-(3-uiaHo-4-dpTOpOEH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

(5) 1-(3,5-guuiaHobeH3nn)-3-metun-7-(2-6yTnH-1-
in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,

(6) 1-(3,4-guuiaHobeH3nn)-3-metTun-7-(2-6yTnuH-1-
in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,

(7) 1-(3-HiTpO-4-UiaHobeH3nn)-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

(8) 1-(2-xnop-4-uiaHobeH3nn)-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

9) 1-(2-dpTOp-4-LiaHObEeH3nN)-3-meTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

(10) 1-(2-TpucbTopmeTUn-4-uiaHobeHsunn)-3-
meTun-7-(2-6ytnH-1-in)-8-((R)-3-amiHoninepnanH-1-
in)kcaHTuH,

(11)  1-[(5-uiaHonipnauH-2-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,

(12)  1-[(4-uiaHonipnaunH-2-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,

(13)  1-[(4-uiaHonipnaunH-3-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,

(14)  1-[(3-uiaHonipnanH-4-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KCaHTuH,

(15)1-[(2-uiaHonipuamH-3-in)Metnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcCaHTuH,

(16)  1-[(2-uiaHonipnanH-4-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,

(17)  1-[(5-uiaHonipnaunH-3-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,

(18)  1-[(6-uiaHowpnanH-3-in)meTnn]-3-MmeTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,

(19) 1-(2-uiaHo-4-meTOKCUBEH3NN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

(20) 1-(2-uiaHO-5-meTOKCUBEH3WN)-3-MeTUN-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

(21) 1-[([2,2'6inipnauHin-6-in)meTnn]-3-meTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,

(22) 1-[(5-meTOKCUNiPUANH-2-in)MeTun]-3-MeTun-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTuH,

(23) 1-[(6-dTOPNipMANH-2-in)mMeTnn]-3-MeTun-7-
(2-6yT1H-1-in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,
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(24) 1-[(5-uiaHO-6-meTOKCMMIPUANH-2-im)MeTUN]-
3-metun-7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnaunH-1-
in)kcaHTuH,

(25) 1-(2-metokcmbeH3unn)-3-metnn-7-(2-6yTuH-1-
in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,

(26) 1-(3-meTokcmbeH3un)-3-metnn-7-(2-6yTuH-1-
in)-8-((R)-3-amiHoninepuanH-1-in)KcaHTuH,

(27) 1+(3-xnop6eHaun)-3-meTun-7-(2-6yTnH-1-in)-
8-((R)-3-amiHoninepnanH-1-in)kcaHTuH,

(28) 1-(4-TpudbTopmeTUnbeH3nn)-3-metTnn-7-(2-
6yTan-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,
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(29) 1-(3-TpudbTopmMeTUnbeH3nn)-3-metTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

(30) 1-(2-TpudpTopmeTUnbeH3nn)-3-metTnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

(31)1-(3,4-gnmeTokcnbeH3nn)-3-metnn-7-(2-
6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-in)kcaHTuH,

(32) 1-(3,4-pnmeTokcu-6-pTopbeHsun)-3-meTun-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTuH,

(33) 1-[(6eH3o[1,3]aiokcon-5-in)meTun]-3-meTun-
7-(2-6yTnH-1-in)-8-((R)-3-amiHoninepnamnH-1-
in)kcaHTuH.

Mpuknag 2

[paxe i3 BMiCTOM Aiil040I pe4OBUHN 75Mr

Cknag 3 pospaxyHky Ha 1 94po gpaxe:

Jitoya pevoBuHa 75,0mr
docdpaT kanbLito 93,0mr
KYKYPYA3SHUIA Kpoxmarb 35,5mr
nonisiHinniponiaoH 10,0mr
riApoKCUNponinMeTUnuentonosa 15,0mr
cTeapaT MarHito 1.5mr

230,0mr

OpepxaHHsa: [itody peyoBUHy 3MillytoTh i3 doc-
¢aToM KanbLito, KYKypyA3sHUM KpoxmaneMm, nomiBiHi-
nNiponigoHOM,  FiAPOKCUMNPONINMETUNLENIONo300 i
NONOBMHOIO Bi BKa3aHOI KifbKOCTI cTeapaTty MarHito.
3 oTpumaHoi cymiwi Ha TabneTyBanbHi MalwWHi oge-
PXylTb MPecoBaHi NPoAyKTV giamMeTpoMm Npubrv3HoO
13MM, SKi NpoTUpaloTe Ha BiAMOBIAHIM MaLUUHI Yepes
CUTO 3 PO3MIPOM KOMIpoK 1,5MM i 3MilytoTb i3 peLu-
TOK KiNbKOCTI cTeapaTy MarHito. |3 uporo rpaHynaty
Ha TabneTyBanbHI MallUHI NpecyioTb Tabnetkn 3a-
JaHoi opmu.

Maca sapa: 230wmr.

MyaHcoH: giameTp 9MM, 3 yBirHyTOIO POBOYOID
NOBEPXHElO.

Ha oTpymaHi Takum LWInsSXoMm sAapa Apaxe HaHo-
CATb NIiBKOBE MOKPUTTH, SIKE CKNagaeTbCsl B OCHOB-
HOMY 3 rigpokcunponinmeTunuentonosn. 'otosi apa-
Xe i3 MMiBKOBUM MOKPUTTAM MOMipyloTb 64KONMHUM
BOCKOM.

Maca gpaxe: 245wmr.

Mpuknag 3

TabneTku i3 BMicTOM Aito4oi peqoBuHu 100Mr

Cknag 3 pospaxyHky Ha 1 Tabnetky:

Jitoya pevoBuHa 100,0mr
nakTosa 80,0mr
KYKYPYA3SHUIA Kpoxmarb 34,0mr
nonisiHinniponiaoH 4,0mr
cTeapaT MarHito 2.0mr

220,0mr.

OpepxaHHsa: [itovy peyoBuUHY 3MiLLYHOTL i3 nak-
TO3010 1 KpoXmaneMm i piBHOMIPHO 3BOMOXYIOTb BOA-
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HUM po34MHOM noniBiHiNMiponigoHy. llicna npogas-
TNIOBaHHSI BOJIOrOi Macu 4epe3 cUTO (3 po3MipoM Ko-
Mipok 2,0MM) i CyLLIHHA B I'paTyacTin CywmnbHin wadi
npn 50°C NpodykT 3HOBY NpOCiOTb Yepe3 cuUTo (3
po3mipoM KoMipok 1,5mMmMm) i AoMilytoTb 3MaLLyBanbHy
pe4oBuHYy. [OTOBY OO NpecyBaHHs CyMmill nepepob-
nATb Y TabneTku.

Maca Tabnetku: 220mr.

Hiametp Ttabnetkn: 10MM, gBonnocka i3 4BOCTO-
POHHBLOIO HaCETKOI N PO3AINOBOK HACIYKOK 3 OAHIEl
CTOPOHM.

Mpuknag 4

TabneTku i3 BMicTOM Aito4oi pedoBmHM 150Mr

Cknag 3 pospaxyHky Ha 1 Tabnetky:

Jitoya pevoBuHa 150,0mr
nakTo3a, NopoLLUKOoBa 89,0mr
KYKYPYA3SHUIA Kpoxmarb 40,0mr
KonoigHa KpemHiesa kucnota 10,0mr
nonisiHinniponiaoH 10,0mr
cTeapart MarHito 1,0mr

300,0mr

OgpepxaHHs: Cymill fjto4oi pevyoBUHM 3 NaKTo-
3010, KyKYPYA3AHUM KpoxXmarnem i KpeMHIEBOKO KUCHO-
TOl 3BONMOXYIOTb 20%-HUM BOAHWMM PO34YMHOM MOfi-
BiHiNNiponigoHy © npoaaBmnioloTe 4Yepe3 CcUTo 3
po3mipoM komipok 1,5mm. Bucywenun npu 45°C rpa-
HYNAT We pa3 NpoTupatTe Yepes3 Te X came CUTO M
3MiLLYIOTb i3 BKA3aHO0 KifbKiCTIO cTeapaTy MarHito. 13
L€l cymilwi npecytoTb TabneTku.

Maca Tabnetku: 300mr.

MyaHcoH: piametp 10MM, i3 nnockow pobo4oto
NOBEPXHEO.

Mpuknag 5

TBepgoxenaTvHOBI Kancynu i3 BMICTOM [ito4oil
peyosuHn 150mr

Cknag 3 pospaxyHky Ha 1 kancyny:

Jitoya pevoBuHa 150,0mr
KYKYPYA3SHUIA  KpOXMarib,

BUCYLLEHUN npnbnmaHo 180,0mr
nakTo3a, NopoLLUKOoBa npnonusHo 87,0mr
cTeapat MarHito 3,0mr

npnbnmaHo 420,0mr
OpepxaHHs: [itoyy peqyoBUHY 3MiLLYHOThL i3 A0Mo-
MDKHMMW peqOoBMHaMM, NPOCIlOTe Yepes CMTO 3 po3-
Mipom KOMipok 0,75MM i 3MiLLytOTb 4O FOMOTEHHOCTI Y
BignosigHomy anapaty. OTpumaHy cymiw po3dpaco-
BYIOTb Y TBEpPAOXKENATUHOBI Kancynu poamipy 1.
Maca BmicTy kancynu: npuénmaHo 320mr.
O6onoHKa kancynu: TBepaoXenaTtuHoBa Kancyna
po3amipy 1.
Mpuknag 6
CynosuTopii i3 BMiCTOM Aitoyoi pevoBuHn 150mr
Cknag 3 pospaxyHky Ha 1 cBiuky:
Jitoya pevoBuHa
nonietunexrnikons 1500

150,0mr
550,0mr
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nonietTuneHrnikons 6000 460,0mr
noniokcmetnneHcopbitaHmoHocTeapat  840,0mr
2000,0mr

OpepxaHHs: lNicna posnnasnioBaHHA Macu Ans
Cyno3nTopiiB Y HiA FOMOreHHO AUChepryloTb Aioyy
pevoBMHY 1 pO3nnaeneHy Macy po3nuBaloTb Yy rnore-
peaHbOo oxornomKeHi hopmu.

Mpuknag 7

CycneHsisi i3 BMiCTOM fito4oi peqoBuHn 50mr:

Cknag 3 pospaxyHky Ha 100mn cycneHsii:

Jitoya pevoBuHa 1,00r
Na-cinb kapbokCcMMeTMNUENonoan 0,10r
mMeTunosun edip

N-rigpPOKCMBEH30MHOIT KNCIOTU 0,05r
nponinosun edip

N-rigpOKCMBEH30MHOIT KUCIOTU 0,01r
OYepPETAHUI LiyKOop 10,00r
rmiuepuH 5,00r
po34unH copbity, 70%-Hui 20,00r
apomarusaTop 0,30r

BOAA, ANCTUNbOBaHA no 100mn

OpepxaHHs: OucTunboBaHy Body HarpiBaloTb A0
70°C. Jani B Hih Npu nepemiwlyBaHHi PO3YMHAIOTb
METUIIOBUIA | NpONiNoBuin edipy N-rigpokcndeH30nHOT
KWUCIOTK, a TakoX rMiLepyH i HaTpieBy Cinb kapbokcu-
MeTunuentonosn. Po3umMH oxonomkytoTe 40 KiIMHaTHOI
Temneparypu, Npu nepeMilyBaHHi 40AaTb 40 HbOMo
Jilody peyoBMHY W OMCMEpryloTb OO FOMOrEeHHOCTI.
Micna gogaBaHHA W PO3UYMHEHHS LYKPY, PO3YMHY CO-
pbiTy 1 apomaTtusaTopa CycneHsilo AN BUAaneHHs 3
1T NOBITPS1 BaKyyMyl0Tb NpY NepeMilllyBaHHi.

B 5mMn cycneHsii BMIiCT fjto40i pevyoBMHWU CTaHO-
BUTbL 50 Mmr.

Mpuknag 8

Amnynu i3 BMicToM fjtoyoi peqoBuHU 10Mr

Cknaga:

Jitoya pevoBuHa 10,0mr

0,01H. consaxa kucnoTa qg.S.

OBiYi AMcTUNbLOBaHa Boda no 2,0mn

OpepxaHHs: [ilody peyoBMHY PO3YMHSIIOTBL Y He-
06xigHin kinbkocTti 0,01H. HCI, po3unHy goaaBaHHAM
KYXOHHOI comni HagaloTb i30TOHIYHICTb, nicAs 4oro
CTepunisyloTe inbTpaujielo n po3dacoByloTb B 2-
MininiTposi amnynu.

Mpuknag 9

Amnynu i3 BMicToM fjtoyoi peqoBuHU 50Mr

Cknaga:

Jitoya pevoBuHa 50,0mr

0,01H. consana kucnoTa qg.S.

[OBidi gucTUnNboBaHa Boga no 10,0mn

OpepxaHHs: [lilody peyoBMHY PO3YMHSIIOTBL Y He-
06xigHin kinbkocTti 0,01H. HCI, po3unHy goaaBaHHAM
KYXOHHOI comni HafaloTb i30TOHIYHICTb, nicAs 4oro
cTepunisyloTe inbTpauieto n posdacosyoTs B 10-
MininiTposi amnynu.

Komn’'toTepHa BepcTka T. Yenenesa

MignucHe

Tupax 28 npum.
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