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R
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N
SN |R3 3 R

)

ae R - BoOeHb, HWKUYMI arkin, HwK4Ya ankokcurpyna,
ranoreH abo TpucptopmeTun;

R'- BoJeHb abo ranoreH, abo

R i R pasoM MOXyTb O3Hadat rpyny -CH=EH -
CH=CH-;

R? i R? HesanexHo OOMH BiO OAHOrO O3Ha4valTb BO-
O€Hb, ranoreH, TpUTOPMETUN, HKYY ankokcu- abo
uiaHorpyny; abo

R? i R* pa3oM MOXYTb o3Hadaty rpyny -CH=CH -
CH=£H -, moxnuBo, 3amillgHy ogHum abo gsoma
3aMicHUKaMu, BUGpaHNMK 3 HUXKYOrO arkiny abo Hu-
XKYOT anKoKCurpynu;

kokeH R® - BogeHb, HIKUMIA ankin a6o pasom yTBO-
PHOKOTb LUKIoAnKinbHy rpyny;

R" - Bopetb, -N(R%), -N(R°)(CH2):0H, -N(R°)S(O)-
Hwkunin arkin, -N(R”)S(O)2-cbeHin, -N=CH-N(R®)2, -
N(RS)C(O)R5 ab0 UMKINIYHWIA TPETUHHWIA aMiH -

/

O

abo
/(CH),NR)—

O

R® He3anexHo OIVH BiflI 0HOro o3Havyae BoAeHb, Cs-
s-LUMKnoarkin, 6eHsann abo HWKYNIA ankin;

R - BOAEHb, TiApoOKCUrpyna, HWKYMn arnkin, -
(CH2)nCOO-Hmxumit arkin, -N(R°)CO-Hwkunin ankin,
riZAPOKCUN-HIDKYUIA arnkin, uiaHorpyna, -
(CH2):O(CH2),OH, -CHO abo 5- abo 6-uneHHa reTe-
pouukniyHa rpyna, MOXImBo, 3B's3aHa Yyepes arkine-
HOBY rpyny,

X - -C(ON(R®-, -(CH2)mO-,
N(R®)C(0)- a6o -N(R®)(CH2)r;
n=0-4;i

m =1 abo 2,

a TakoX X papMaueBTUYHO NPUNHATHI COMi 3 KMCIo-
Tamu,

AKi MaloTb @HTaAroOHICTUYHY aKTUBHICTb A0 HEMPOKIHIHY
1.

2. Cnonyka 3a n. 1, B sikiit X o3Hauae -C(O)N(R?)-, a
R® - MmeTun, eTun a6o LuKnonponin.

3. Cnonyka 3an. 1, aka aense co6oto
N-(3,5-6ictpudpropmeTunteHsun)-N-metmn-4-o-
TONINHIKOTUHaMIA,
N-(3,5-6ictpucropmeTnbeHann)-N-metmn-4-(2-
XropdeHin)HikoTuHamig,
N-(3,5-6ictpucpropmemnbeHaun)-N-metmn-4-(2-
TPUgTOPMETUNGEHIN)HIKOTUHaMIA,
N-(3,5-6ictpudpropmeTmnbeHsnn)-N-metmn-4-(2-
drop chbeHin)HikoTUHaMIA,
N-(3,5-6ictpucpropmeTmnbeHaun)-N-metmn-4-(2-
MeTOKCMEHIN)HIKOTUHaMIA,
N-(3,5-6ictpucpropmeTnbeHsnn)-N-meTmn-4-
deHiNHikoTMHamIg,
N-(3,5-6ictpucpropmeTmunbeHaun)-N-eTun-4-o-
TONiNHIKOTUHaMIA,
N-(3,5-6ictpudptopmeTundeHsun)-N-umknonponin-4-
o-TONiNHIKOTMHaMIA,
N-[1-(3,5-6icTpucbropmeTnnceHin)etmn]-N-metmn-4-
O-TONiNHIKOTUHaMIA,
N-(3,5-anudrop6eH3unn)-N-meTun-4-o-
TONINHIKOTUHaMIA,
N-(3,5-guxnop6eHsnn)-N-metnn-4-o-
TONiNHiKoTMHamIA,

«(CH2)xNR?-, -

(13) C2
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N-(3,5-6ictpucbropmeTundeHsnn)-N-vetun-6-(4-
MeTunninepasnH-1-in)-4-o-ToninHikoTMHaMIA,
2'-meTun-5-(4-metunninepaswH-1-in)6iceHin-2-
KapboHOBOI KncrnoTn(3,5-
GicTpudtopmeTUnbeHsun)MeTMnamia,
N-(3,5-6ictpucptopmeTMn6eH3nn)-N-vetun-6-(4-
MeTunninepasnH-1-in)-4-Hagpranen-1-inHikoTmHamia,
(4-{5-((3,5-
GictpudtopmeTmnbeHsunMeTMnkapbamoinl-4-o-
ToninnipuanH-2-in}-ninepasuH-1-in)ouToBoi  KMCNOTU
eTunosui eqip,
5'-[(3,5-6icTpucpropmeTvnbeHsmn)MeTunkapbamoin}-
4'-0-tonin-3,4,5,6-tetparigpo-2H-[1,2"6inipnamHin-4-
KapboHOBOI KMCNOTU eTUNoBUiA edip,
N-(3,5-6ictpucpropmeTundeHsnn)-N-vetun-6-(4-
nponinninepasuH-1-in)-4-o-ToninHikoTMHamia,
(RS)-6-[3-(aueTnnveTnamiHo)niponiamH-1-in]-N-
(3,5-6ictpudropmeTMndeHsnn)-N-metmn-4-o-
TONINHIKOTUHaMIA,
N-(3,5-6ictpucptropmeTMn6eH3nn)-N-veTun-6-
[MeTnn(2-vopdoniH-4-inetun)amiHol-4-o-
ToniNHiKoTMHamiA,
N-(3,5-6ictpudpropmetin6eHsmnn)-N-vetmn-6-
MopdoniH-4-in-<4-o-ToninHikoTMHamIA,
N-(3,5-6ictpucpropmeTnbeHsmnn)-N-vietnn-6-
TiomopdoniH-4-in4-o-ToninHikoTMHamig,
N-(3,5-6ictpucpropmeTindeHsun)-N-vetmn-6-(1-okco-

17»4 -TiomopdooniH-4-in)-4-o-ToninHikoTMHamia,

N-(3,5-6ictpudtopmeTMn6eH3nn)-6-(1,1 -,qi0|<co-17»6 -
TiomopdoniH-4-in)-N-meTnn-4-o-ToninHikoTMHamig,
N-(3,5-6ictpudpropmetin6eHsmnn)-N-vetmn-6-
ninepasunH-1-in-4-o-ToninHikoTMHamIA,
N-(3,5-6ictpncpropmeTnbeHsnn)-6-[4-(2-
rigpokcietun)ninepasnH-1-in}-N-wetmn-4-o-
TOniNHiKOTMHamIA,
N-(3,5-6icTpudTropmeTUNGEH3UN)-6-(4-
uiaHomeTunninepasuH-1-in)-N-metmn-4-o-
ToniNHiKoTMHamia,
N-(3,5-6ictpudtopmeTMNGEH3MN)-6-{4-[2-(2-
rigpokcieTokci)eTnn]ninepasun-1-n}-N-vietun-4-o-
ToniNHiKoTMHamiA,
N-(3,5-6ictpucpropmeTinéeHsun)-N-vetmn-6-(4-
[1,2,4]-okcapia3on-3-inmeTunninepasunH-1-in)-4-o-
TONINHIKOTUHaMIA,
N-(3,5-6ictpudbropmeTundeHsnn)-N-vetun-6-[4-(5-
okco-4,5-gurigpo-1H-[1,2,4]-Tpnason-3-
inMeTMn)ninepasvH-1-in]-4-o-ToninHikoTMHamIA,
N-(3,5-6ictpudpropmeTmnbeHsnn)-6-(4-
dopminninepasunH-1-in)-N-vetmn-4-o-
TONINHIKOTUHAaMIA, i
N-metmn-N-(2-veTunHadraneH-1-inmeTvnn)-6-
MopdoniH-4-in-4-o-ToninHiKOTMHaMIA.

4. Cnonyka 3a n. 1, B gkin X o3Hayvae —N(R5)C(O)-, a
R®- BogeHb a6o MeTUn.

5. Cnonyka 3an. 4, ska siensie coboto
2-(3,5-6ictpudpropmetnndeHin)-N-wetmn-N-[6-(4-
MeTunninepasnH-1-in)-4-o-toninnipuamH-3-
injisobytnpawmia,
2-(3,5-6ictpudpropmetnndeHin)-N-[4-(2-xnopdeHin)-
6-(4-meTunninepa3anH-1-n)-nipnanH-3-in}-N-
MeTunisobytmpamia,
2-(3,5-6ictpudgtopmeTundeHin)-N-[4-(4-cprop-2-
MeTundeHin)-6-(4-metunninepasuH-1-in)nipnamH-3-
in}-N-meTtunizobytnpamia,

71547 4

2-(3,5-6ictpudpropmetnndeHin)-N-[4-(2-
xnopdeHin)nipnanu-3-n]-N-meTunizobytmpamia,
2-(3,5-6ictpudpropmetnderin)-N-metmn-N-(4-o-
ToninnipugunH-3-in)isobytupamig,
2-(3,5-6ictpudtopmeTnndeHin)-N-(4-o-toninnipnamnH-
3-in)isobympamig,
2-(3,5-6ictpudtopmeTundeHin)-N-vietun-N-(4-o-
ToninnipuguH-3-in)aueTtamia,
2-(3,5-6ictpudpropmetndpeHin)-N-metmn-N-(4-o-
ToninnipuanH-3-in)nponioHamia,
2-(3,5-6ictpudtopmeTundeHin)-N-vietmn-N-(6-
MopdoniH-4-in-4-o-toninnipuann-3-in)isobytupamig,
2-(3,5-6ictpudpropmetndeHin)-N-[4-(2-xnopdeHin)-
6-MopgroniH-4-nnipnguH-3-in]-N-metunisobytmpamis,
2-(3,5-6ictpudtopmeTundeHin)-N-vetmn-N-{6-
[MeTun-(2-mopdoniH-4-ineTun)amiHo]-4-o-
ToninnipuanH-3-in}-izobytmpamia,
2-(3,5-6ictpudtopmeTundeHin)-N-vietun-N-[6-(4-
nipuMignH-2-inninepasnH-1-in)-4-o-toninnipyauH-3-
injizobytMpamia,
2-(3,5-6ictpudpropmetTndeHin)-N-(6-viopdoniH-4-in-
4-o-ToninnipnanH-3-in)-isobytmpamia,
2-(3,5-6ictpudpropmetndeHin)-N-[4-(2-xnopdeHin)-
6-gumeTnamiHonipnawH-3-injisobytmpamia,
2-(3,5-6ictpudtopmeTundeHin)-N-vetmn-N-(6-
ninepasuH-1-in-4-o-toninnipuann-3-in)isobytmpamig,
2-(3,5-6ictpudtopmeTundeHin)-N-(4-rigpokcn-4'-o-
Tonin-3,4,5,6-tetparigpo-2H-[1,2'[6inipuguHin-5'-in)-
N-metunizobymmpamia,
2-(3,5-6ictpudpropmetndeHin)-N-{6-[(2-
rigpokcieTun)MeTunamiHol-4-o-toninnipnamH-3-in}-N-
MeTunisobytmpamia,
(R)-2-(3,5-6ictpncpbropmeTrndeHin)-N-[6-(3-
rigpokenniponigvH-14n)-4-o-toninnipnamH-3-in]-N-
MeTunizobytmpamia,
2-(3,5-6ictpudtopmeTundeHin)-N-vetmn-N-(6-
MopdoniH-4-in4-o-toninnipuamH-34n)avetamig i
[2-(3,5-bicTpudbropmeTnndeHin)-2-vetunnponin]-[4-
(4-dprop-2-meTMndeHin)-6-(4-metTunninepasvH-1-
in)nipnanH-3-injMeTnamix.
6. Cnocib ogepxaHHa cnonyku dopmynn I-1, wo
BKIloYae
a) peakuito cnonykun gopmynm

(RY),

N
R N Il
i3 cnonykoto popmynm
(R?),
(0}
Cl ”
RS SRR,

3 YTBOPEHHSM CMOMyKu hopmymnu
Rl)n
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oe R1-R5, R i n maloTb 3HayeHHs, NnpuBeaeHi B n. 1, Ta
AKLWO GaxaHo, NepeTBOPEHHSI OAEPXKaHOT CNoNyKu B
dapmaLeBTUYHO NPURHATHY Ciflb 3 KUCIOTOH0.

7. ®apmaueBTMYHA KOMMO3MLUis, slka MiCTUTb aKTUB-
HUI iHrpedieHT i hapMaLeBTUYHO NPUAHATHAN Harno-
BHIOBa4Y abo HOCIN, fIka BiApPIi3HAETbCA TUM, LIO SK
aKTUBHUWW iHIPedieHT BOHA MiCTUTb CrIONYKY hopmMynum
| 32 n. 1 abo ii papmaLEeBTUYHO NPUNRHATHY Cifb Y
dapmMaLeBTUYHO e(PeKTUBHIN KifbKOCTi.

8. dapmaueBTMYHa komno3uuia 3a n. 6, ska Bigpi3-
HAETbCA TVM, LU0 BOHA MpU3Ha4YeHa AN MiKyBaHHsI
3axBOPIOBaHb, O iHAYKOBaHi HEMPOKiHIHOM 1.

9. Cnoci6 nikyBaHHA 3axBOplOBaHb, iHAYKOBaHUX
HEeMNpPOKiHIHOM 1, LUNsIXOM BBeAEHHS NikapCbKMX 3aco-
6iB, WO MalTb aHTAroHi3aM [0 HEWpOKiHiHY 1, SKkui
BiAPI3HAE TbCA TUM, LLO 5K JiKapCbkuii 3acib BBOASATbL
cnonyky dopmynu | abo i papmaLeBTUYHO NPUIHAT-
HY Ciflb B TepaneBTUYHO ePEKTUBHIN KiNbKOCTI.

[aHui BMHaxia BigHOCUTLCS 4O CMNOMYK 3arasbHoi
dopmynu

®R"),
R,
R
s L X 5
R R R
ne

R - BogeHb, HWKUYMI arkin, HKYa ankokcurpyna,
ranoreH abo TpudgpropmeTun;

R'- BogeHb abo ranoreH, a6o

RiR' pa3oM MOXYTb sIBNATM coboto rpyny -
CH= CH-CH CH-;

R? i R? HesanexHO OOMH Bif OOHOMO SIBMSIOTH
coboto BoAEHb, ranoreH, TpUpTopMeTUs, HUXYy an-
kokcu- abo yuaHorpyny; abo

R?i R pa3oM MOXYTb SBMAATM coboto rpyny -
CHL€H-CH€H -, Mox/mBO, 3amiweHy ogHum abo
ABOMa 3aMiCHVMKamMu, BUOpaHUMM 3 HWXKYOro arkina
abo HWKYOT anKokcurpynu;

R®- BOAEHb, HWKYMIA arkin abo yTBOpUTb LMKIIO-
anKmbHyrpyny

R* "- "BogeHb, -NR%: éR ) CH2):OH, -
N(R5)S(O)2-HV|>KqMM arkin, -N(R O)-beHin, -
N=CH- N(R )2 -N(R )C(O)R abo Ll,VIKJ'IILIHVIVI TPETWH-
HUI amiH rpynu

Y

abo rpynu

_ACH, )}y NRY) ~
)

R® He3anexHo OAUH Bif OfHOMO ABMASOTE COBO
BoAeHb, Cae-LMKNoarnkin, 6eH3un abo HWKYMIA arnkin;

R® - BogeHb, r|,qpon<cmrpyna HWKYWA  ankin, -
(CH2)COO-Hmxumit ankin, -N(R*CO-Hwkunin ankin,
riApOKCN-HIDK YA ankin, LumaHorpyna, -
(CH2)sO(CH2)nOH, -CHO a6o 5- a6o 6-naHutoroea
reTepouukriyHa rpyna, MOXMMBO, 3B'i3aHa uYepes
ankineHoBy rpyny,

X - -C(O)N(R ) -(CH2)mO-, -(CHz)mN(R5)-,
N(R )C(O)- abo N(R YCH2)mr;
n=0-4i
=1 abo 2,

a TakoX [0 X hapmMaLeBTUYHO MPUMHATHUX CO-
neu 3 KucrotTamu.

Cnonyky dopmynu | i ix coni BigpisHAOTLCSA LiH-
HUMK TepaneBTMYHMMM BnacTMBoCTAMMW. Hecnogjsa-
HO Byno BMABMNEHO, WO CMOMYKN NO AaHOMY BUHaxoay
€ aHTaroHicTamu peuenTtopa HewpokuHiHa-1 (NK-1,

peyoBuHa P). PeyoBunHa P aBnse coboto npupoaHun
yHOekanenTua, HamnexHwn [o ciMenctea nentuais
TaXVKWHIHA, 3BaHNX TaK 3aBASKW iX LUBUAKIN KOHTpaK-
TUNbHIN AiT HA eKCcTpaBacKyNAPHY TKaHWHY rnagkux
Mm'asiB. Peuentop 0o pevoBuHu P € uneHom Hapd-
mewcTea G-npoTeiH-cnapeHnx peLenTopis.

HewnponentuaHui peuenTtop o peyvosuHn P (NK-
1) WMPOKO MOWMpPEHWA 3a BCiED HEPBOBOK CUCTe-
MO}0 ccaBLiB (0cob6NMBO B HEPBOBMX BY3rax rofiloBHO-
ro i CMMHHOrO MO3KY), KPOBOHOCHIN cucTeMi i B nepu-
epu4HUX TKaHUHax (ocobnMBO B ABaHaguaTMNAniv i
TOHKIN Kuwkax) i 6bepe yyacte B perynsuii psay pis-
HOMaHITHMX 6i0NOriYHNX NPOLIECIB.

LleHTpanbHa i nepudepuyHa gii TaXMKUHIHOBOT
peyoBuHN P y ccaBuiB NPUAHATO 3B'A3yBaTW 3 4YUC-
NIEHHUMU 3ananbHUMK CTaHaMU, BKITHOYAKOYN MIrPeHb,
peBMaToigHWA apTpuT, acTMy i 3ananeHHs BHYTpi-
LUHiX OpraHiB, @ TakoX BUKIMK BGMOBOTHOrO pednekcy
i Mogynauito po3nagiB ueHTpanbHOI HEPBOBOi CUCTe-
mu (LHC), Takmx sk xBopoba MapkuHcoHa (Neurosci.
Res., 1996, 7, 187-214), TpuBoxHui ctaH (Can. J.
Phys., 1997, 75, 612-621) i penpecia (Science, 1998,
281, 1640-1645).

Y "Tachykinin Receptor and Tachykinin Receptor
Antagonists"”, J. Auton. Phamacol, 13, 23-93, 1993
po3rmsaHyTi AaHi NPo edeKTUBHICTL aHTaroHicTiB pe-
uenTopa TaxvKuHiHa npu 6onsx, ronosHomy 6onto,
0cobnMBo MirpeHi, xBopobi AnbureriMepa, MHOXMWH-
HOMY cknepo3dy, ocnabneHHi BuMBeAeHHs MopdiHa,
KapamoBacKkynapHuUX 3MiHax, Habpsikax, Takux Sk Ha-
OpsK, BUKNMKAHAA TEPMIYHUM OMIiKOM, XPOHiIYHUX 3a-
nanbHUX 3axBOPIOBAHHSAX, TakUX SK peBMaToigHuN
apTpuT, acTMa/nigsuileHa bpoHxiarnbHa peakTUBHICTb
i iHWi pecnipaTopHi 3axBOPIOBaHHSA, BKIIKOYaO4M ane-
PriYHU PUHIT, 3anarnbHi 3axBOPIOBAHHSA KULLEYHUKY,
BKITIOYAK04M BMPa3KoBUiA KOMIT i xBopoby KpoHa, o4Hi
NOLUKODKEHHS | OYHI 3anarbHi 3aXBOPHOBaHHS.

Kpim TOro, po3pobnsitotbCs aHTaroHictM peuen-
Topa HempokuHiHa-1 ana nikyBaHHs paay disionoriy-
HUX po3nagiB, NoB'A3aHUX 3 nuLkom abo aucbanaH-
COM TaxvKuHiHa, 30kpema, pedoBuHu P. Mpuknagm
CTaHiB, B 9knx 6epe yyactb peyosunHa P, BknovaloTb
po3naaMm LUeHTpanbHOI HEepPBOBOI CUCTEMW, TaKi K
TPUBOXHWUW CTaH, Aenpecis i ncuxo3 (WO 95/16679
WO 95/18124 i WO 95/23798).

AHTaroHicTM peuenTopa HeMpokuHiHa-1 Takak
KOPWUCHI ANs NikyBaHHS NOpYLeHb PyXOBOT aKTUBHOCTI
i ANs nikyBaHHSA iHOYKOBAHOT OMOBOTHU.

Y ponoBHeHHs A0 uporo, B The New England
Journal of Medicine, Vol. 340, No. 3 190-195, 1999
OonucaHe 3HWKEHHS LucnnaTMH-iHayKoBaHoi 6ntoBoTH
3a JOMNOMOroK CernekTUBHOTO aHTaroHicTa peuenTtopa
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HEenpokMHiHa-1.

Kpim Toro, B8 US 5,972,938 onncanuii cnoci6 ni-
KyBaHHSI MCUX0iMYHOMOriYHOro abo McMxocomMaTUy4HoO-
ro poanagy LUMSAXOM 3acTOCYBaHHS aHTaroHicrta pe-
uentopa TaxXMKWHIHA, Takoro siK  aHTaroHicT
peuentopa NK-1.

OG'ekTaMn gaHoro BMHaxody € Cronyku dopmy-
nm i ix dpapmaueBTMYHO NPUNHATHI COMi, OTPUMaHHS
BMLLE3A3HAYEHUX CMOMYK, MiKapcbki npenapaTu, Lo
MicTATb iX, i X BUPOOHULTBO, @ TaKOX BUKOPUCTAHHS
BMLUE3a3HAYEHNX CMONYK B peryntoBaHHi abo npodi-
nakTuui xsopo6, ocobnmeo xBopoO i po3nagis BuLLe-
onucaHoro Tuny, abo y BUPOBHWMUTBI BiONOBIAHNX
nikapcbknx npenaparis.

HanGinbw nepeBaXHMMM CBIQYEHHAMU MO OAHO-
MY BMHaxoZy € Taki, siki BKIHo4aloTb po3naaum LeHTpa-
NbHOI HEPBOBOI cUcTEMU, Hanpvknaz, nikyBaHHs ato
npoguinakTmka Aeskux AenpecMBHUX po3nage abo
6MIOBOTM LUMAXOM 3aCTOCYBaHHSA aHTaroHicTiB peLen-
Topa NK-1. Hainbinbw ceprnosHumM LenpecuBHUM BU-
nagKkoM BBaXKAETbCH LIOHAWMeEHLWEe [BOTWKHEBWA
nepiod, nig yac sikoro GinblUy YacTUHY OHS | Mabke
KOKHUM [eHb CnocTepiraetbca NPUrHiYeHUn HacTpin
abo BTpaTa 3ago0BoNieHHA abo iHTepecy A0 BCbOIO,
abo malke BCiX BUiB aKTUBHOCTI.

HacTynHi BuW3Ha4eHHsA 3aranmbHUX TEPMIiHiB, LIO
BMKOPUCTOBYHOTLCS B JAHOMY OMNUCI, 3aCTOCOBHI He-
3arexHo BiJ TOTO, Y4 BXUBAKTLCA Lii TEPMiHM OKpPeMO
abo B noedHaHHi oguMH 3 OfoHMM. TepMiH "HK4YMIA
ankin" TyT o3Havae ankinbHy rpyny 3 npsamum ato
posranykeHuM maHLUoroM, kUi MictuTe 1-7 aTomiB
BYyIMeu, Hanpvknag, MeTun, eTun, nponin, isonpo-
nin, n-6ymmn, i-6yrun, t-oytuni T.n.

MepeBaXHUMU HWKYMMM ankiNbHUMKU Tpynamu €
rpynu 3 1-4 atomamu ByrmeLuto.

TepMmiH "HwK4Ya arkokcurpyna" osHavae rpyny, B
SKIN - arKkineHi 3anuKkK BiANOBIAAOTb BU3HAYEHUM
BuLLE i 3B'I3aHi Yepe3 aTOM KUCHIO.

TepmiH "ranoreH" o3Havyae xnop, wod, gTop i
Opom.

TepmiH "umknoankin" osHavae HacuyeHy kap6o-
LUMKAiYHY rpyny, BMicHY 3-6 aToMiB ByrreLto.

TepMiH "UMKRIYHUA TPEeTUHHUIA amiH" O3Hauvae,
Hanpwknag, nipon-1-in, imigason-1-in, ninepngunH-1-
in, ninepasvH-1-in, mopdoniH-4-in, TiomopdoniH-4-in,
1-okco-TiomopdoniH-<4-in abo 1,1-Anokco-
TiomopponiH-4-in.

TepmiH "5- abo 6-naHutoroBa reTepouvKniyHa
rpyna" osHavae, Hanpuknag, nipyuauHin, nipyuMiguHin,
OoKcaauasonin, Tpuasonin, TeTpasonin, Tmasonin, Tie-
HiNn, doyprn, nipaHun, nipponin, iMigasonin, nipasonin,
i3oTiazonin, ninepasuHin abo ninepuain.

TepmiH "chapmMaLeBTUYHO NPUNHATHI COMi 3 KUC-
notamu" BKIOMae coni 3 HEOPraHiYHMMMU i OpraHiyHK-
MW KUCTOTamMu, TaKUMUK K CONsiHA KUCMoTa, a3oTHa
KucnoTa, cipyaHa kucroTa, dpocopHa kucnoTa, nu-
MOHHa KMCnoTa, MypalumHa KucnoTa, pymapoBa Kuc-
nota, maneiHoBa KucroTa, ouToBa KMCMOTa, CYKUW-
HOBa KUCNOTa, BWHHA KWUCIOTa, MeTaHcynbcoHoBa
KMcroTa, p-TonyoncynsgoHoBa K1cnoTa i T.M.

Ocob6nuBo NEPEBaXHUMWU € CMONYKM, B dkux X
sBnsie coboto -C(ON(R®)-, ae R® - metun, etun a6o
LMKIIONPONin, Hanpuknag, HacTymHi CONyKku:

N-(3,5-6ic-Tpncropmetnn-6eH3un)-N-metmn-4-o-
TOonin-HiKOTUHaMmIA,

N-(3,5-6ic-tpudtopmeTun-6eHsnn)-N-vetmn-4-

(2-xnop-deHin)-HikoTMHamiIa,
N-(3,5-6ic-tpucropmeTnn-6eH3unn)-N-metmn-4-
(2-TpudbTopmeTUN-hEHIN)-HIKOTUHaMIA,
N-(3,5-6ic-tpudgtopmeTun-6eHsnn)-N-vietnn-4-
(2-pTOp-heHin)-HikoTMHaMIA,
N-(3,5-6ic-tpncropmetnn-6eH3unn)-N-metmn-4-
(2-meTOKCU-heHIn)-HikoTMHaMIA,
N-(3,5-6ic-tpudgtopmetun-6eHsnn)-N-vietnn-4-
deHin-HikoTMHamig,
N-(3,5-6ic-tpncpropmeTnn-6eH3unn)-N-eTun-4-o-
TONiN-HiKOTMHaMIa,
N-(3,5-6ic-tpudptopmeTnn-6eH3mn)-N-
Lmknonponin-<4-o-tonin-HikoTMHamig,
N-[1-(3,5-6ic-TpudropmeTnn-cpeHin)-etmn}-N-
MeTun-4-o-Tonin-HikoTuHamia,
N-(3,5-an-propbeH3nn-N-vetun-4-o-tonin-
HikoTMHaMmIAg,
N-(3,5-an-xnop6eHann)-N-meTnn-4-o-Tonin-
HiKOTUHaMIZ,
N-(3,5-6ic-tpucropmeTnn-6eH3nn)-N-metmn-6-
(4-metun-ninepaauH-1-in)<4-o-Tonin-HikoTMHamia,
2'-metun-5-(4-metun-ninepa3wH-1-n)-6udeHin-2-
kapboHoBoi kucnot (3,5-6ic-ipudTopmeTnun-6eHann)-
MeTun-amig,
N-(3,5-6ic-tpudgstopmeTnn-6eH3nn)-N-vietmn-6-
(4-metnn-ninepasuH-1-in)<4-HadraneH-14n-
HikOTMHamia,
(4-{5-[(3,5-6ic-TpncpropmeTNN-6€H3UN)-METUN-
kapbamoin]-4-o-tonin-nipuanH-2-in}-ninepasuH-1-in)-
OLTOBOI KUCNOTU eTunoBuii edip,
5’-[(3,5-6ic-TpudTopmeTMn-6eH3NN)-MeTUN-
kapbamoin]-4’-o-tonin-3,4,5,6-teTparigpo-2H-
[1,216mnipnanHin-4-kapOoHOBOI KWCNOTU  €TUIOBUIA
edip,
N-(3,5-6ic-tpncropmeTnn-6eH3nn)-N-metmn-6-
(4-nponin-ninepaswuH-1-in)4-o-Tonin-HikoTMHamia,
(RS)-6-[3-(aueTvn-meTnn-amiHo)-iponigmH-1-in}-
N-(3,5-6ic-Tpucpropmen-6eH3nn)-N-metnn-4-o-
Tonin-HikoTMHamig,
N-(3,5-6ic-tpudgstopmeTnn-6eH3nn)-N-vietmn-6-
[meTtnn-(2-mopdoniH4-in-etnn)-amiHol-4-0-Tonin-
HikoTUHaMmig,
N-(3,5-6ic-tpncropmeTnn-6eH3unn)-N-metmn-6-
MopdoniH-4-in-4-o-Tonin-HikoTMHamig,
N-(3,5-6ic-TpudtopmeTun-6eH3nn)-N-metmn-6-
TiomoponiH-4-in4-o-Tonin-HikoTMHamig,
N-(3,5-6ic-TpudgstopmeTnn-6eH3nn)-N-vietmn-6-
(1-okco-12"-TioMmopponiH-4-in)4-o-Tonin-
HiKOTUHaMIZ,
N-(3,5-6ic-tpucropmetnn-6eH3un)-6-(1,1-
p,MOKoo-1ke-TiomoquoniH-4-in)- N-meTun-4-o-tonin-
HikOTMHamia,
N-(3,5-6ic-TpudtopmeTun-6eH3nn)-N-metmn-6-
ninepasunH-1-in-4-o-Tonin-HikoTMHamig,
N-(3,5-6ic-TpudtopmeTnn-6eH3nn)-6-[4-(2-
rigpokcn-etnn)-ninepasnH-1-in]-N-metun-4-o-xonin-
HikOTUHamia,
N-(3,5-6ic-TpucropmeTin-6€H3NN)-6-(4-
unaHomeTun-ninepasuH-1-in)-N-metmn-4-o-tonin-
HikOTMHamia,
N-(3,5-6ic-TpncropmeTnn-6eH3un)-6-{4-[2-(2-
rigpokcn-eTokcm)-eTun]-ninepasuH-1-in}-N-vetmn-4-o-
Tonin-HikoTMHamig,
N-(3,5-6ic-TpudtopmeTun-6eH3nn)-N-metmn-6-
(4-[1,2,4]-okcagnaszon-3-inmeTun-iinepasuH-1-in)-4-o-
TONiN-HIKOTUHamIA,
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N-(3,5-6ic-tpncbropmeTnn-6eHsnn)-N-metmn-6- R")
[4-(5-0kco-4,5-gurigpo-1H-[1,2,4]-Tpnason-3-
inMeTun)-ninepasuH-1-in}-4-o-tonin-HikoTHamig,

N-(3,5-6ic-TpncropmeTnn-6eH3nn)-6-(4-dopmin- R
ninepasuH-1-in)-N-metnn-4-o-tonin-HikoTMHaMig,i P NHR®

N-metun-N-(2-veTun-HadraneH-14inmeTnn)-6- |
MoponiH-4-in-4-0-Tonin-HikoTMHaMIZ. RY Sn "

[HWMMK NepeBaKHUMUK Cronykamu € Taki, B AKWUX i3 cnonykoto chopmynum
X aBnsie coboto -N(R5)-CO-, ae RS - BoJeHb abo me- ®)

TIn. 2
Mpuknaam Takmx Cronyk:
2-(3,5-6ic-Tpudpropmetun-geHin)-N-vetun-[6-(4- 7 X e "

MeTun-ninepasunH-1-in)-4-o-tonin-nipnamH-3-inj- R3 yEBOpeHHﬂM crionyku dhopmymy

i3obytmpamig,

2-(3,5-6ic-TpucbropmeTun-ceHin)-N-[4-(2-xnop- ®"),
eHin)-6-(4-vietun-ninepasunH-1-n)-nipnanH-3-n]-N-
MeTun-isobyrtmpamig,

2-(3,5-6ic-Tpucpropmetnn-geHin)-N-[4-(4-cprop- ® h
2-meTtnn-deHin)-6-(4-meTun-ninepasnH-1-in)-nipnamH-
3-in]-N-meTun-isobympamig, m

2-(3,5-6ic-TpudbropmeTUn-ceHin)-N-[4-(2-xnop-
deHin)-nipngnH-3-in]-N-veTun-isobytmpamig,
2-(3,5-6ic-TpucpropmeTun-ceHin)-N-vetmn-N-(4- e,
o-Tonin-nipuanH-3-in)-i3obytmpamisg,
2-(3,5-6ic-TpncpropmeTnn-cdeHin)-N-(4-o-tonin- :
nipuanH-34n)-iso6ytmpamia, R,
2-(3,5-6ic-tpucbropmeTn-deHin)-N-metmn-N-(4-
o-Tonin-nipuavH-3-in)-aueTtamia,
2-(3,5-6ic-tpucpropmetnn-geHin)-N-vietmn-N-(4-
o-Tonin-nipnaunH-3-in)-nponioHamia, = cl
2-(3,5-6ic-TpudpropmeTun-geHin)-N-vetmn-N-(6-

ne R R Rin MaIOTb 3Ha4eHHs, NnpuBeaeHi BU-

abo
b) peakuito cnonyku dhopmynu

4,
MopdoniH-4-in-4-o-Tonin-nipnamH-3-in)-isobytmpamia, R ) " v
2-(3,5-6ic-TpudpropmeTun-deHin)-N-[4-(2-xnop- 13 C”°”y'§°*° copmynm
deHin)-6-mopdoniH-44n-nipnauH-3-in}-N-vetun- R),
i3obyTMpamia, .
2-(3,5-6lc-TpncpropmeTnn-geHin)-N-vietnn-N-{6- iy £
[meTtnn-(2-mopdoniH4-in-etnn)-amiHol-4-o0-Tonin- RV R®
nipnanH-3-in}-isobytmpamia, v
2-(3,5-6ic-TpudropmeTun-geHin)-N-vetmn-N-[6- 3 yTBOpeHHs'-IM crnonyku goopmynm
(4-nipumiguH-2-in-ninepasuH-1-in)-4-o-Tonin-NipuanH-
3-inj-isobytnpamia,
2-(3,5-6ic-TpucpropmeTUn-ceHin)-N-(6-
MopdoniH-4-in-4-o-Tonin-nipnamH-3-in)-isobytmpamia,
2-(3,5-6ic-TpucbropmeTun-ceHin)-N-[4-(2-xnop-
deHin)-6-gumeTnnamiHo-nipnguH-3-in}-isodbympamia,
2-(3,5-6ic-TpudptropmeTun-geHin)-N-vetmn-N-(6- s -2
ninepasuH-1-in-4-o-tonin-nipuamu-3-in)-iso6ytmpamia, ﬂe R-R% Rin MalOTb 3Hau4eHHs1, npuBefeHi Bu-
2-(3,5-6ic-TpucbropmeTnn-deHin)-N-(4-rigpokcn- le, abo
4’-0-Tonin-3,4,5,6-tetparigpo-2H-[1,2"l6unipngunHin- C) BiHOBMNEHHSA CNONYKU POpMyru
5'-in)-N-metun-izobytmpamia, R"),
2-(3,5-6ic-TpudpropmeTnn-ceHin)-N-{6-[(2-
rigpoKcn-eTnn)-meTnn-amiHol-4-o-tonin-nipuanH-3-
in}-N-meTtnn-isobytupamisa,
(R)-2-(3,5-6ic-Tpudpropmermn-deHin)-N-[6-(3- NK@
rigpoken-niponianH-1-in)-4-o-tonin-nipnawH-3-in]-N- Iy
MeTun-isobyrtmpamia, B
2-(3,5-6ic-TpudTopmeTUn-geHin)-N-vietun-N-(6- B CMIOMYKY cbopmynm

MopdoniH-4-in4-o-tonin-nipumH-3-in)-auetamig i

[2-(3,5-6ic-TpudTopMeTUn-dheHin)-2-meTun-
nponinj-[4-(4-cptop-2-meTnn-geHin)-6-(4-metun-
ninepasunH-1-in)-nipnanH-3-in}-mMmeTun-amiH. R R R ®

OaHi cnonykn cdopmyrm | i ix dphapmaueBTMyHO T
NPUIHATHI coni MOXYTb ByTW oTpumaHi cnocobamu, = [ ﬁ‘%@

X

BigOMUMW B OaHin obnacTi, Hanpwknaa, ciocobamu,
OMUCaHUMU HKYe, SIKi BKINHOYAOTh:

) Oe BU3HAYEHHs 3aMiCHVKIB NpuBedeHe BULLE,
a) peakuito cnonykun opmynm



1

abo
d) peakuito cnonyku dopmynu

R'),

= NHR®
e i
R N Vi
i3 cnonykoto copmynu

R,

RY
R R
Vil
3 YTBOPEHHAM CMomnyku bopmynm

{R'),

? R @),
~ R®
RY N rZ 2

pe Z = Cl, Br, | abo -0S(0)2CeHsCH3, a BM3Ha-
YeHHS iHWKMX 3aMiCHUKIB NpuBeaeHe BULLE, abo
€) peakuito cnonyku dopmynm

R,
R
/1 OH
Ny vl
i3 cnonykot copmynu
"y,
z\q | ;iRr
RY R
Wil

3 YTBOPEHHAM CMONyKn hopMyrnm
R,

R 3 a3
R R R ),
= I o)
RV
N R? 5

ne Z = ClI, Br, | abo -0S(0)2CeH4CH3, a BU3Ha-
YeHHS iHLWMX 3aMiCHWKIB NpuBeaeHe BuLLe, abo
f) BiaHOBNEHHS cnonyku hopmynu

{R"),

R R® .3
0 RR (R,
SRR
N 0
RY N r

B CNonyky chopmynu
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®),
R Irf‘ Ra R3
| = N)ﬁ(Rﬁﬂ
R OW
RT3

[€ BW3HAYeHHs 3aMiCHWKIB NpuBedeHe BULLE,
abo

h) mogudikauito ogHoro abo Ginble 3amicHuKIB
R'-R® a6o R B mexax BM3HAYeHHs, nNpuBeaeHoro
BULLE, i,

AKWO OGaKaHO, NepeTBOPEHHST OTPMMAaHOT Crnony-
K1 B hapMaLeBTUYHO MPUMHATHY Ciflb 3 KNCNOTOH0.

BignosigHo no BapiaHTy a) DEPEA (N-
eTunauvisonponinamiH) goaawTs A0 CyMilli CnonyKy
dopmynn Il  Hanpwkrnag,  mMeTun-[6-(4-veTun-
nwepasunH-1-n)-4-o-tonin-nipnauH-3-injl-amila, i cno-
NyKy dopmynu I, Hanpuknag, 2-(3,5-6ic-
TpudptopmeTnn-eHin)-2-meTunnponioHinxnopnga B
ONXMOPMETaHi, i MepemilwyioTb CyMill Npu Temnepa-
Typax Big 35 go 40°C. baxaHy cnonyky opmynun 1-1
i30010Tb NICNSt OYMLLEHHS 3 XOPOLLUMM BUXOLOM.

BapiaHT b) xapakTepumsyetbca peakuieto Crnonyku
dopmynu IV i3 cnonykoto dopmynu V 3 yTBOPEHHAM
cnonyku dopmynn 1-2. Peakuis npoBoAMTbCA MO
3BUYHI MeToauLi, HanpuKnaz, B PO3YUHHUKY, TAKOMY
AK cymiw Tonyona i TpueTtinamiHa. Cymil 3poLuyeTb-
cs npoTtarom ~1r.

3rigHO 3 BapiaHToM c), crnonyky dopmynu 1-2
BiQHOBMIOTL B Cnonyky dopmynu 1-4. Lia peakuia
npoBOANTLCA 3a OOMOMOIOK BiJHOBHOMO areHTa, Ta-
koro sik LiAlH4 a6o BH3 THF, no 3BmyaitHin metoamui.

BapiaHT d) xapakTepusyeTbCca peakLieto Cromnyku
cdopmynu VI i3 cnonykot dopmynu VIl 3 yTBOpEHHAM
cnonyku chopmynmn 1-2. Peakuia npoBOAMTLCS LWNSA-
XOM AenpoToHusauii cnonyku dopmynu VI npu gono-
mo3i KHMDS (kanito rekcameTtungucunasuga) i no-
Janbworo gopasaHHs  cnonyku  cdopmyrim VL.
BianosigH1n posunHHKK - TeTparigpodypaH. Peakuis
nNpoBOANTLCA MPU KIMHATHIN TeMnepaTypi.

3rigHO 3 BapiaHTOM €), OTPMMYIOTb CMONYKY ¢ho-
pmynu 1-5. Lia peakuis npoBOANTLCS LUASIXOM Aenpo-
ToHM3auji cnonykn dopmynu VIl rigpnaom HaTtpito i
nogarnbLloro gogasaHHa crnonyku cdopmynu VII. Pea-
KLisi NPOBOANTLCS MO 3BUYANHIN METOANL.

HacTtynHun cnoci6 oTpyumaHHs cnonyku gopmynm
| onucarnun y BapiaHTi f). Cnonyky cdopmynu 1-1 Big-
HOBMOKTL B CNOMNyky cdopmynu 1-3 No 3BUYaNHIN
MeToauui, Hanpuknag, npu pgonomosi LiAIHs a6o
BH3- THF.

ConeoyTBOpEHHs1 3AINCHIOETLCA MPU  KIMHATHIN
TemnepaTypi Mo BiAOMMX MeToauKax, 3HanoMunx oyab-
sikoMy baxiBUO B AaHi obnacTi. Y po3rnsag BxoadaTb
He TiMbKW coni 3 HeopraHiYHUMK KMCnoTamu, ane Ta-
KOX i coni 3 opraHiYyHUMM KUcCroTamu, nNpuknagamu
TakuX CONewn € rigpoxnopuaun, rigpodpomiam, cynbda-
W, HiTPaT, UMTpPaTW, aueTaTn, ManeaTn, CyKUMHaTK,
MeTaH-CynbgoHaTh, p-ToNyoncynbgoHaTu i T.M0.

HacTynHi cxemu 1-8 onucytoTe peakuii oTpuMaH-
HA cnonyk dopmynu | Binbw AetansHo. MNoyaTkoBi
pedoBuHu dopmyn V, IX; X, XV, XVI, XXII, XXV,
XXV, IXXX'i XXX € BigoMuUMU cnonykamu i MOXyTb
Oyt oTpMmaHi cnocobamu, BigOMMMM B AaHin obnac-
Ti.

Y cxeMmax BUKOPUCTaHi HACTyNHi NO3HaYEeHHS:
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PivCl nueanoinxnopug,
THF TetparigpodypaH
TMEDAN,N,N’,N’-TeTpameTunetmneHamamiH
DIPEA N-etungunisonponinamin
KHMDS kanito rekcametunamcumnasng

CXEMA 1

NH,  PVCUNEL,

/(j/ 7|)< 1 BuliTMEDA

s
| THF.'E!D
RN nt,w“c,qo 2.1, '73°C
1X  XiMHATHOT TEMNEepaTypH ®
", n
; X
_ som e
Xl PdP(Phl), R’ i
R,
R
1. HC(OMe), R
R 130°C rLH
Sy M 2. LiAH, [
g L 0°c RN 111
RN
X

1
@, R,
un’;(k; R m R |R’ R LiAH, a6o BH,
RS "
— SN R,
DIPEA |
R ©
RZ

I-11

(R"),
R | Ra R3
B & R,
RN

RZ
1-31
Bu3sHaueHHs 3amicHUKIB npuBeaeHe BuLLE.
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CXEMA 2
0
/4
,{’? Q“ A Ni+0' H,/Pd-C
N o XVl -
O : > | N : >
_ THF @ Xvil PIVCUNEL,
N XV )

H H
3
| N Nw/k 1 BuLITMEDA [ L N\H/k
—_—

N ° 2.1, -T8°C N
Rﬁ@ Xvin RsO XX

R'),
®", /)

. Yy
R Xl N HCI R
BOH, S e ”
90°C

Pd[P(Ph),L4 = s}
80°C

R® XX Q N Xiv-1
_®
1.Ho{0CH), el
130°C R | I \ h "

2.EH3-THF e NH
0°c | DIPEA

®),

n
111

Bun3HaueHHs 3amicHUKIB NnpuBeaeHe BUALLE.
CXEMA 3

1.50C Nrﬂ’ 1. BuLiITMEDA
2. MeNH, 2 H THF, -78°C->-35°C
_— ML o it

RS\ e 2. 1, THF,-78°C
KXIH O Xvi XX

R
I%j\ v R ; i Sy~ 1. KHMDSTHF
Z H BIOH), I ! e s i
Q 5 ...

R,

O .

R 8. Vi1

o PAPPR R 3(@ v
]

el
=,

Wty T o ® R g
SN R ")
i T " Bl "
'Sk oy
121
R R® 1-41

Z=Cl, Br, | abo OS(0).CeH4CH3, a BM3HaYeHHs
iHLUMX 3aMiCHMKIB NpuBeaeHe BULLE.
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CXEMA 4
!
(RY, R),
c 9
R X R (o]
[ ome Biok), .
— e
P ——_
RN i Pd[P(Ph).], o IN/ ocHosa

(R),

®) ®)
NHR®
2
R —» R R R
S o s0CI, A v
RN xun RN L

;
el R,
R ¥ 3
R R (R%), R R’ R? (Rz)
= Z ——n n
[ | BH, -THF e N
RS R N 2 & | g{
N Rz -2 R N RT -4

Bun3HaueHHa 3amicHUKIB NnpuBedeHe BuLLE.
CXEMA 5

]

R),
1. NaH
Freaal T
LIAH, § : 3,
] OH
%

R"),
R
R R ®),
“ 0
2
R I ﬁR
N I-5

Z=Cl, Br, | a6o -OS(0).CeHsCH3, a BU3HAYEHHSI
iHLLMX 3aMiCHMKIB NpMBELEHE BULLE.

CXEMA 6
®),
R '
1 R')
cl ¢ /N
= N7 2.AcOH Mgm L "O *vi
I H &
P i e g
am oM e g AT
0 Lo
Ci N
L N XXX
or oN
0
XXX

e R')

1. KHMDS R P
R R
" e ~ " ®),
& N 2 R R G n, <A
o L oo
VI
vil L3 I-21

Z=Cl, Br, | a6o -OS(0)CeHsCH3, a BU3HAYEHHS
iHLLMX 3aMiCHMKIB NpMBELEHE BULLE.
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CXEMA 7
RY, R,
R OR R? R OR: R
=
~ ® E;x(@mn — [ %(th
N N rY N N RY
HN
\) 122 Rs/N\,J
1-23
Bun3HaueHHs 3amicHUKIB NnpuBeaeHEe BUALLE.
CXEMA 3
R,
R oRrR R
= N s
| |\<©'(Ri),.
(\N N &
s/ 1-24
/ KHSO, \
(R, ®)
R oR R R OR R
(Y ("), ~ (T S
(\ N~ N k3 NN Z
R O= R
095\,) li\) |-26

1-25

Bu3HaueHHa 3amicHUKIB NpuBeaeHe BuLLE.

Ak sragyBanocs paHiwe, cnonykn cdopmynm | i ix
dapMaLEeBTUYHO NPUNHATHI COfli BONOAIOTb LiHHUMMK
dapmakonoriyHMmMmn BracTMBOCTAMU. BuasneHo, Lwo
CMOMyKn No JAHOMY BMHAaXOAy € aHTaroHicTamu pe-
uentopa HenpokuHiHa-1 (NK-1, pevosuHa P).

Cnonyku 6ynu gocrigxeHi BignoBiaHO OO TecTo-
BMX METOAMK, MPUBESEHNX HXKYE.

CnopigHeHiCTb JocrnipKyBaHMX CMONYK OO0 pele-
nTopy NK1 ouiHtoBanu ansa noacbkux peuentopis NKj1
B knitkax CHO (gmbpobnactu 3 seyHrKa KutamncsKoro
xom'sika), iHgpikoBaHux ntoacbkmum peentopom NKi (3
BMKOPUCTaHHAM cuctemu ekcnpecii Bipycy Semliki) i
peyoBuHoto P (kiHueBa koHueHTpauis 0,6HM), Mive-
HUM TPUTIEM [3H]. Mpobu Ha ckpinneHHs BYKOHYBamM
B 6ydepi HEPES (50mM, pH 7,4), BmicHomy BSA
(anbbymiH 6uyayoi cuposaTtku) (0,04%), nennenTtuH
(8mkr/mn), MnCls (3mMM) i docdopamigoH (2mMkM).
Mpobu Ha ckpinneHHa ckrnaganucs 3 250Mkn Mem-
6paHHoi cycneHsii (1,25x1 OSKJ'IiTOK/TeCTOBy npobipky),
0,125mkn Bycdepa 3 BUTICHAIOYOrO areHTa i 125mkn
[SH]-pe‘-IOBVIHI/I P. KpuBi BUTUCHEHHS BM3Ha4anu npu
MiHIMyM CeMM KOHLEHTpaLisax cnonyku. TecTosi npo-
Bipku iHKyByBanu npotarom 60 xBUnNuMH Npu KiMHATHIN
Temnepartypi, nicns 4yoro BMIiCT NpoGipok WBMAKo di-
neTpyBanu nig Bakyymom uyepe3d qinbtpn GF/C
(CKITOBONOKOHHO-BYIMELIEBI), WO 3asganerigb npoco-
ynuca npotarom 60 xsunuH PEl (nonietunennmi-
Hom) (0,3%), 3 ABOoMa npomuBKamu no 2mn Gydepa
HEPES (50mM, pH 7,4). 3anuwkoBy pagioakTMBHICTb
GinbTPpiB BUMIpIOBaAN CUMHTUASALUINHUM MiYUITbHUKOM.
Bci npobu BMkOHYBanu B TpbOX NPUMIpHMKAX 1K MiHi-
MyM B BO X OKpPEMMX AocCriaax.

CnopigHeHicte go peuentopa NK-1, npuBegeHa
sk pKi, 3HaxoguTtbca B mexax 8,00-9,80 ans nepesa-
XHuX cnonyk. Mpuknaam Takmx CNonyKk BKIHOYaoTh:
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N-(3,5-6ic-Tpucpropmemn-6eH3nn)-N-meTtun-4-(2-xnop-ceHin)-HikoTmHamig 8,20
2-(3,5-6ic-TpudtopmeTun-geHin)-N-metmn-N-(4-o-tonin-nipuamH-3-n)-isobytmpamin 8,47

2-(3,5-6ic-TpudtopmeTun-geHin)-N-vetmn-N-{6-[metmn-(2-mopdoniH-4-in-etmn)-amiHol-4-o-tonin-

nlpnanH-3-in}-isobytmpamig

8,70

2-(3,5-6ic-TpudptopmeTun-deHin)-N-wetmn-N-(6-ninepasuH-1-in-4-o-tonin-nipuavH-3-in)-isobympamig, 9,0

N-(3,5-6ic-tpudptropmeTnn-6eHann)-N-metmn-6-[4-(5-okco4,5-gurigpo-1H-[1,2 ,4]-tpuason-3-inmeTun)-

ninepasnH-1-inj-4-o-tonin-HikoTMHaMIg,

9,54

Cnonyky coopmynu |, a Takox ix dpapMaueBTUYHO
NPUIHATHI COMi 3 KNCNOTaMM MOXYTb BUKOPUCTOBYBa-
TMCA SK NiKK, Hanpuknag, B dopmi dapmaueBTUYHUX
npenaparTiB, pQapMaLeBTUYHi Npenapatm MOXyTb 3a-
CTOCOBYBaTUCHA OpanbHUM LWASXOM, Hanpuknag, B
dopmi TabneTok, TabneTok 3 0BGOMOHKOW, Apaxe,
TBEPAUX | M'AKUX >XEenaTUHOBMX Karncyn, pO34MHIB,
emynbcin abo cycneHsii. OgHak 3acTOoCyBaHHSA MOXe
TaKOX 34iINCHIOBATUCA pPEKTalNbHUM LUMSXOM, Hanpu-
knag, B copmi cynosutopuis, abo napeHTepanbHUM
LUASIXOM, Hanpwknag, B popMi po3umHiB Ans iH'eKUin.

Cnonyky coopmynu | ix dblapMaueBTMYHO NPUIAHS-
THi coni 3 KUCNOTaMN MOXYTb 3a3HaBaTW BiAMOBIAHOT
06pobkuM 3 dapmaueBTUYHO IHEPTHUMU HeopraHiYHK-
MK abo opraHiYHMMM HaNoOBHIOBaYaMu AN BUPOOHM-
uTBa TabneTtok, Tabnetok 3 06OMOHKOW, OpaxKe | TBe-
paAMX XenaTMHOBUX Kamncyn. £AK Taki HanoBHIOBaui,
Hanpvknag, ansa TabneTok, gpaxe i TBepauX xenatm-
HOBMX Karcyn MOXYTb BWKOPWUCTOBYBATUCHA NaKTo3a,
KYKYpYO3sHUIA kpoxmans abo noro noxigHi, Tanbk,
cTeapuHoBa kucnoTa abo ii conii T.4.

BignosigHi HanoBHI0OBa4i AN M'AKUX XenaTUHO-
BMX Kancyn BKIOYaoTb, HAaNnpuknag, pOCnvHHI Macna,
BiCK, >XVpW, NONyTBEPAi | pigki nonionwu i T.4.

BionoBigHi HanoBHIoBaui Ans BUpOBHUUTBA pO3-
YMHIB i CMpONiB BKIKOYaOTL, HaNpuknaa, Boay, nonio-
nn, caxapoasy, iHBePTHUIN LyKOp, MMOKO3Yi T.4.

BignosigHi HamoBHIoBaYi Anst BUpOOHMLTBA pPO3-
YMHIB ANSA iH'eKUi BKMOYaloTb, Hanpuknag, Boay,
CnMpTU, NONIONN, rMiLepVH, POCNNHHI Macna i 1.4.

BignosigHi HanoBHIOBa4i  Ana  Cynos3vTopuis
BKIOYaloTb, Hanpuknag, npupodHi abo cTBepmKeHi
mMacna, Bick, xvpu, nonyreepai abo pigki nonionw i
T.0.

Kpim Toro, cdapmaueBTVYHI mpenapatu MOXYTb
MiCTUTU KOHCepBaHTW, contobinizaTopn, crabinisaTto-
puv, WO 3BOJIOKYIOTb areHT!, emyrnbratopu, nigcna-
LyBavi, 6apBHMKK, apomMaTtu3aTopu, coni Ans 3MiHu
OCMOTMYHOIO TUCKY, Gydepu, IO MacKkyloTb areHTu
abo aHTmokcmaaHTu. KpiM TOro, BOHU MOXYTb MiCTUTH
e i iHWi TepaneBTUYHI LiHHI PEYOBUHM.

[o3yBaHHA MOXYTb MIHATUCA B LUMPOKUX MexXaxi,
©e3ymMOBHO, MOBWHHI BCTAHOBMNIOBATUCH BiANOBIQHO
0O iHOMBIAyanbHUX BUMOT B KOXHOMY KOHKPETHOMY
BMNagky. 3aranom, nNpu opanbHOMY BXMWBaHHI npu-
3HayvyaeTbCA AeHHa [03a Conyku 3aransHoi opmynm
| npu6nmsHo Big 10 go 1000Mr/4on., Xo4 BEpXHSA Me-
a npy HeobXiAHOCTI MOXe NepeBuLLYyBa TUCS.

HacTtynHi npuknagn inlocTpyloTe 4aHUIN BUHaXA,
ane He obMexyloTb Moro. Bd 3HayeHHs TemnepaTypu
npuBogATbLCA B rpagycax Llenbcus.

Mpuknag 1

N-(3,5-6ic-tpudtopmeTun-6eHsnn)-N-vetmn-4-o-
Tonin-HiKOTUHaMmIg

a) meTun-4-o-Tonin-HikoTmHoat

Cymiw 1,2r (6,9Mmonb) meTun-4-
XropHikoTyHoaTa, 20mMn anmeTtokcuneTaHa, 6,4mn 2N

po34unHy KapboHaTy HaTpito, 0,41 (0,34mMmonb) TeTpa-
knc(tpudpeHindgocdin)nanagito (0)i 1,4r (10,3Mmornsb)
0-ToninGopHOT KUCNOTW HarpiBanu B amocdepi apro-
Hy npu 80°C npoTtarom 18 roguH. MNicna oxonomky-
BaHHS 4O KiMHATHOI TeMnepaTypy BOAHY a3y Bioai-
nunu i Aeidi npomunu etunauetatoMm. O6'egHaHi
OpraHiyHi wapu npomunm 50Mn conboBUM PO3YMHOM,
BMCYLLMNK (CynbchaToM HaTpito), BUMApUIM i BUCYLLN-
nm nig Bakyymom. HeobpobneHe macno nigganm ko-
TNOHKOBIN XpomaTorpadii 3 oTpuMaHHam Buxogy 1,51
(97%) BrasaHOi Cnonyku y BUIMAAI Macna, LWo Kpuc-
Tanisyetbca nig vac 36epiraHHa npm 0°C.

MS (mac-cnekTpomeTpis)m/e (%): 227 (M", 15).

b) 4-o-Tonin-HikoTMHOBa KMCcnoTa

PosunH 1,13r (5,0Mmonb)  meTun-4-o-tonin-
HikoTMHOaTa B 15Mn etaHona i 12mn 2N po3yumHy
riipoKkcMaa HaTpito HarpiBanu 40 3pOoLUyBaHHA NpoTS-
rom 1r. Bigperyniosanu pH go 5 i cymiw agidi ekctpa-
ryganu etunauetatoM. OOG'egHaHi OpraHiuHi wapu
BUCYLUMNK (CynbaToM HaTpilo) i BUNaApMnM 3 oTpu-
MaHHAM 11 (94%) BKasaHoi cnonyku y Bumsai o6pya-
HO-6innx kpucTarnis.

T.nn.201-202°C.

c) N-(3,5-6ic-pudpropmeTun-6eHsnn)-N-vetmn-
4-0-TONiIN-HIKOTMHaMIg,

Po3unH 1r (4,6MMonb) 4-0-TONiN-HIKOTUHOBOI KU-
cno B 10mn guxnopmetaHa i 2 kpannvHu N,N-
anmeTundopmamiga nepemillyBanm 3 1mn
(14mMorb) TiOHINXNOpMAa NpoTAroM 2 TOMH Mpu
KiMHaTHI TemnepaTypi. PO3UMHHUK BMAanunu, a 3a-
nuwok posunHum B 10mn Tonyona i 2mn TpueTina-
MiHa. Micna popasaHHs 1,3r (5,1mMmornb) 3,5-6Gic-
TpucptopbeH3nn-MeTunamiHa cymill 3poLuyBanu npo-
TArOM rOAMHW, OBiYi eKkcTparyBanu etunauertaTtoMm i
npomunu GikapboHaToMm HaTpito. 3MillaHi opraHiyHi
wapu Bucywmnu (cynbcdaTtoM HaTpito) i Bunapunu.
HeobpobneHe macro nigaam KONOHKOBIA XpomaTor-
padii i oTpumanu suxig 1,4r (67%) BkasaHoT crnonyku
y BMMmMs4i macna.

MS m/e (%): 452 (M", 5).

Mpwvknag 2

N-(3,5-6ic-tpugtopmeTun-6eHsnn)-N-vetnn-4-
(2-xnop-geHin)-HikoTHamIa

BkasaHy cnonyky oTpumanu y Burnsagi macna, 3
NOPIBHAHHVMY BMXOAaMW PEYOBWMH, MO MeToamui,
onucaHin BuwWe Ang npuknaay 1, 3 BAKOPUCTaHHAM O-
XropgeHiNGopHOI KMCNOTM 3aMmicTb O-ToniNGopHOT
KMCMOTW Ha eTani a).

MS m/e (%): 471 (M', 3).

Mpuknag 3

N-(3,5-6ic-tpucropmetvn-6eH3unn)-N-metmn-4-
(2-TpudbTopiveTMn-geHin)-HikoTMHamIA

BkasaHy cnonyky oTpumanu y Burnagi macna, 3
NOPIBHAHHVMYK BUXO4aMWU pPEYOBWH, MO MeToawmLi,
onucaHin Biwe Anst npuknagy 1, 3 BAKOPUCTaAHHAM O-
TpudptopmeTnndeHinbopHoi  KMCNoTM  3amicTb  O-
TONiNGOPHOI KUCNOTU Ha eTani a).
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MS m/e (%): 506 (M', 15).

Mpwknag 4

N-(3,5-6ic-tpucropmeTvn-6eHann)-N-metmn-4-
(2-dpTOp-heHin)-HikoTMHamIg

BkasaHy cnonyky oTpumanu y Burnsagi macna, 3
NOPIBHAHHVMY BUXOAaMU pPEYOBWH, MO MeToauLi,
onucaHin Biwe ans npviknagy 1, 3 BAKOPUCTaAHHAM O-
dTOp PeHINBOPHOT KMUCMOTU 3amiCTb O-TOMINGOPHOT
KMCNOTK Ha eTani a).

MS m/e (%): 456 (M", 30).

Mpuknag 5

N-(3,5-6ic-tpudptopmeTun-6eHsnn)-N-vetmn-4-
(2-meTOKCU-heHin)-HiKoTUHaMIA

BkasaHy cnonyky oTpumanu y Burnagi macna, 3
NOPIBHSAHHUMU BUXOJAMW pPEYOBMH, NO MeToauui,
onucaHin Buwe Ans npuknagy 1, 3 BAKOPUCTaHHAM O-
MeTOKCMEHINBOPHOT KMCMNOTK 3aMiCTb O-ToNiNGOpHOT
KMCIMOTW Ha eTani a).

MS m/e (%): 469 (M+H", 100).

Mpwknag 6

N-(3,5-6ic-tpucropmeTnn-6eHann)-N-metmn-4-
eHin-HikoTMHamig

BkasaHy cnonyky oTpumanu y surnagi macna, 3
NOPIBHAHHVMY BUXOAaMU pPEYOBWH, MO MeToauLi,
onucaHin Buwe onsa npuknagy 1, 3 BMKOPUCTaAHHAM
hbeHiINBopHOI KNCNOTW 3aMiCTb O-TOMINGOPHOT KUCTO-
M Ha eTani a).

MS m/e (%): 438 (M", 60).

Mpwknag 7

N-(3,5-6ic-tpudptopmeTun-6eHsnn)-N-etmn-4-o-
Tonin-HiKOTUHaMmIg

BkasaHy crnonyky oTpumanu y Burnagi macna, 3
NMOPIBHSAHHUMU BUXOZAMW PEYOBMH, MO MeToauui,
onucaHin Buwe And npuknagy 1, 3 BUKOPUCTaAHHAM
3,5-6ic-TpncpropbeHaun-etinamiHa 3amictb  3,5-6ic-
TpugTopbeH3nn-MeTMNamiHa Ha eTani c).

MS m/e (%): 465 (M-H", 3).

Mpuknag 8

N-(3,5-6ic-TpudropmeTvn-6eH3nn)-N-

umknonponin-4-o-tonin-HikoTMHamiga rigpoxnopug
(1:0,8)
a) N-(3,5-6ic-TpudropmeTnn-6eH3nn)-N-

LmKnonponin-<4-o-Tonin-HikoTmHamig

Po3unH 106mr (0,5Mmonb) 4-0-TORNIN-HIKOTUHOBOT
KMcnotu B SMn guxnopmeTaHa i 2 kpanmmHu N,N-
anmetnndopmamiga nepemiluyBanu 3 0,1mn
(1,4mmonb) TioHinxnopuga npotarom 1,5 roguH npu
KiMHaTHI TemnepaTtypi. Po3unHHWK Buaanunu, a 3a-
JNINLLIOK PO3YnHMNKN B SMn guxnopmeTana i 0,3mn Tpu-
eTinamiHa. [licna popaBanHa 155mr (0,55MmMornb)
(3,5-6ic-TpudpropmeTnn-6eH3un)-umknonponin-amiHa
Cymill nepemiwyBanu npu KiMHaTHIN TemnepaTtypi
npotarom 1 roguHu i agidi npommnnu Bogot. OpraHiy-
HUI Wap Bucywmnu (cynbdatom MarHito) i BUnapunu.
HeobpobneHe macrno nigaam KONOHKOBI XpoMaTor-
padii i otpumanu suxig 140mr (58%) BkasaHoi cno-
nyKun y BUMsigi macna.

MS m/e (%): 479 (M', 100).

b) N-(3,5-6ic-tpudpropmeTnn-6eH3unn)-N-
Lmknonponin<4-o-Tonin-HikoTmHamiga rigpoxnopua
(1:0,8)

Oo po3uvHy 140mr N-(3,5-6Gic-TpudTropmeTnn-
6eH3un)-N-uvknonponin-<4-o-tonin-HikoTMHamiga B
1Mn gveTtnnosoro ediipa gogann 3 kpannuHn 3N
PO34YMHY COJNISIHOI KUCroTu B MeTaHoni. Micna nepe-
MiwyBaHHA npoTtarom 15 xsunuH npu 0°C cymiw Bu-

napumm Ao cyxoro ctaHy, otpumaswm 100mr (41%)
BKa3aHOi cnonykv y Burmsagi 6inux kpucranis. T. nn.
174-178°C.

MS m/e (%): 479 (M*, 100).

Mpwknap 9

N-[1-(3,5-6ic-TpucropmeTnn-ceHin)-eTun]-N-
MeTun-4-0-Tonin-HikoTnHamipg,

BkasaHy cnonyky oTpumanu y Burmagi macna, 3
NOPIBHAHHVMYK BUXOA4aMW pPEYOBWH, MO MeToawmLi,
onucaHin Bulie Ang npuknaay 1, 3 BAKOPUCTaAHHAM 2-
(3,5-6ic-TpudptopdeHin)-eTun-meTunamiHa  3amicm
3,5-6ic-TpndpropbeHsun-metunamina Ha eTani c).

MS m/e (%): 467 (M+H", 100).

Mpwknaa 10

N-(3,5-au-dpropbeH3un)-N-vetun-4-0-tonin-
HikOTMHamif

BkasaHy crnonyky oTpumanu y Burnsgi TeBepaoi
pPEYOBMHUN, 3 MOPIBHAHHUMM BUXO4AMW PEYOBUH, MO
MeToauui, onucaHin Buwe Ana npukrnagy 1, 3 Buko-
puctaHHaMm 3,5-andpropbeH3nn-meTunamiHa 3amictb
3,5-6ic-TpudropbeHann-meTunamiHa Ha eTarni c).

MS m/e (%): 353 (M+H", 100).

Mpwknag 11

N-(3,5-an-xnop6eH3unn)-N-meTun-4-o-tonin-
HiKOTUHamifg,

BkasaHy cnonyky otpumanu y Burmsagi macna, 3
NOPIBHAHHUMY BUXOAaMW pPEYOBWH, MO MeToaumLi,
onucaHin Buwe Ana npuknagy 1, 3 BUKOPUCTaAHHAM
3,5-guxnopbeHsmn-meTmnamiHa  3amictb  3,5-6Gic-
TpugTopbeH3nn-meTMnamiHa Ha eTani c).

MS m/e (%): 385 (M+H", 100), 387 (M+H", 70).

Mpuknag 12

N-(3,5-6ic-tpudgstopmeTnn-6eH3nn)-N-vietmn-6-
(4-meTnn-ninepasuH-1-in)-4-o-Tonin-HikoTMHamMiga
rinpoxnopug (1:2)

a) 6-xnop-NmeTun-HikotTmHamig

Jo 50r (317mMMonb) 2-XIOPHIKOTUHOBOT KUCHOTU
podanu 230mn (3,16monb) TioHinxnopuaa npu 0°C.
lMicns HarpiBaHHS CymiLi Npy 3poLLyBaHHI NPOTAroM 2
rOOWH HaAMIPHWA TIOHINXIOPMA BUOANMMMAN LUNSXOM
anctmnauii. MacnsHUCTUIA KOPUYHEBUIA 3anULLIOK po3-
YHUNKM B 250Mn guxnopmeTaHa. Po3uiH o6pobnsinm
rasonodioHMm meTtunamiHom npu 0°C oo NPUNMHEHHS
03HaK ek30TepMiyHOi peakuji. PesynbTytody cycneH-
3ito po3basum 1000mMn guxnopmeTaHa/Bogm. LLapm
po3dinmnu, i BOAHWIA Wap ekcTparysany Tpboma nop-
uismm no 300mn guxnopmeTaHa. licna cywkn opra-
HiYHOro wapy cynbdaToM HaTpilo i KOHLEHTPYBaHHS
otpumanun 53,2r (98%) BkasaHoi cnonyku y BuUrmsagi
SICKPaBO-KOBTOI TBEPAOT PEYOBUHMU.

MS m/e (%): 171 (M+H", 15).

b) N-meTun-6-(4-wetnn-ninepasunH-1-in)-
HikoTUHaMmipg,

Cymiw  52,0r (30,5mMmornb) 6-xop-N-metun-
HikOTMHaMiga i 176mn (1,58monb) 1-
MeTunninepasunHa Harpisanu npun 100°C npoTarom 1,5
roaguHu B aBToknasi. Micna oxonomKyBaHHA OO0 KiM-
HaTHOI TeMnepaTypu HagnuMWoK 1-veTtunninepasnHa
BMAANUNN LIMAAXOM AucTUNsAUii. 3anuwok posginum
B 1000mn guxnopmeTtaHa/1N BOAHOro po3yvuHy rigpo-
kenay Hatpito. Wapwv Bigginunu, i BOOHWIA wap ekcT-
paryBanu Tpboma nopuismu no 500mn guxnopmerta-
Ha. [licns KOHUEHTPYBaHHA i KOPOTKOI KOMOHKOBOT
xpomaTtorpadii oTpumanu 72,3r (97%) BkazaHoi cro-
NYKW Y BUMMAAI CBITNO-KOPUYHEBOT TBEpA0T PEUYOBUHM.

MS m/e (%): 235 (M+H", 100).
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c) 4-noa-N-metmn-6-(4-vetun-ninepasuH-1-in)-
HikoTUHaMmIg,

Oo posunHy 936mr (3,99mmonb) N-metun-6-(4-
MeTun-ninepasunH-1-in)-HikoTMHamiga i 2,46mn
(16,4mmornb) N,N,N’,N’-TeTpameTunetuneHgnamiHa B
20mn 6e3BogHOro TeTparigpodypaHa no KpannmHax
poganum 10mn (16mmornb) 1,6M po3umHy n-6ytmnniTis
B rekcaHi npu -78°C. Yepes 0,5r. cymiw Harpinu go -
35°C. lNMepemiwyBaHHA npogoBxyBanu lMpoTarom 3r.
npu uin Temnepatypi. [licna oxonoaXyBaHHA [0 -
78°C popanu po3unH 1,52r (6,00mmornb) nogy B
2,5mn TeTparigpodypaHa. PeakuiiHy cymiw 3anuwm-
N HarpiBaTMCAa OO0 KiMHaATHOT TeMnepaTypyu NpoTAromMm
Houi. PeakuinHy cymiw noracunu 30mn 20%-ro poa-
HOro po34unHy rigpocynbgita Hatpito npu 0°C. Micna
eKcTpakuii Tpboma nopuismu no 30Mn eTunauverrara,
CYWKN cynbdaToM HaTpito i KOHLEHTPYBAHHA OTpU-
mManu 1,2r kopnuHeBoro macna. KonoHkosa xpomaTo-
rpadis gana suxig 618mr (43%) BkazaHOT CNONykK.

MS m/e (%): 360 (M', 15).

d) N-meTnn-6-(4-metvn-ninepasunH-1-mn)-4-o-
TONiN-HIKOTUHaMIg,

CycneHasito 4,00r (11,1mMmornb) 4-4104-N-veTun-6-
(4-metTnn-ninepasuH-1-in)HikoTvHamiga i 642wr
(0,555mmormb)  TeTpakuc(TpudeHindocdin)nanagia
(0) B 60Mmn TONYyona AuoKcureHyBany NOTOKOM aproHy
npotarom 30xs. lMicns gogasaHHa 11mn 2N BogHoro
po3uynHy kapboHaTty HaTpito i 1,66r (12,2Mmore) o-
TOMINGOPHOI KNCMOTU CyMill HarpiBanu npu 3poLuy-
BaHHi NpoTaroMm Houi. licns oxonog)XyBaHHA A0 KiM-
HaTHOT TeMnepaTypy CyMiw po36aBunu BoJOM i exc-
Tparysanu Tpboma nopujamu no 50mn etmnauerara.
BopHuii wap nigganu HacuUYeHHI XNOpUaoM HaTpito i
eKcTparysanu Tpboma nopuismu no 50mn gmxnopme-
TaHa. O6'egHaHi opraHivHi Wwapu BucylwmMnu cynbda-
TOM HaTpito i KOHUeHTpyBanu. KonoHkoBa xpomaTtor-
padis aana suxig 2,26mr (63%) BkazaHoi CNonyku.

MS m/e (%): 324 (M", 5).

e) N-(3,5-6ic-tpudgtopmeTnn-6eHang)-N-metun-
6-(4-meTn-ninepasunH-1-n)-4-o-Togin-HikoTMHamiga
rigpoxnopug (1:2)

o posunHy 750mr (2,32mmornb) N-meTun-6-(4-
MeTun-ninepasuH-1-in)-4-o-tonin-HikoTMHamiga B
16mn TeTparigpodpypaHa goganu npu KiMHaTHIN Tem-
nepatypi 3mn 1M po3ymHy (3MMOnb) rekcameTUnam-
cvnasupa karito B TerparigpodypaHi. Yepes 1 roguHy
00 pe3ynbTylouoi cycneHsii no kpannvHax gopanu
0,43mn (2,3mmornk) 3,5-6ic-(TpudropmeTnn)-6eH3nn-
6pomiay. Peakuito noracunu sogoto yepes 1 roavHy i
ekcTparysanu cymiw Tpboma nopuismm no 20 mn
etvnauetaTta. Ob'eqHaHi opraHiYHi eKCTpakT NpoMm-
N1 HacvyYyeHnm BOAHVMM PO3YMHOM Xropuay HaTpito,
BUCYLLMNK CynbdaToOM HaTpito i KoHUeHTpyBanu. Ko-
noHkoBa xpomaTtorpadisa gana suxia 950mr (74%) N-
(3,5-6ic-TpncpropmeTnn-6eHsunn)-N-metmn-6-(4-
MeTun-ninepasunH-1-in)-4-o-tonin-HikotTmHamiga. biny
NiHy pO34YMHUIM B Manin KinbKoCTi AneTUNnoBoro edqi-
py i 06po6unn 2mn 3N po34MHy CONSAHOI KUCIOTU B
avetnnosomy edipi. Nicna KOHUEHTPYBaHHA OTpuma-
nm 1,02r (74%) BkasaHoi crnonyku y BumsAgi 6inoi
TBEPLOT PEYOBUHM.

MS m/e (%): 551 (M+H", 100).

Mpuknag 13

N-(3,5-6ic-TpndropmeTnn-6eH3ann)-4-(2-xrnop-
deHin)-N-metnn-6-(4-vetnn-ninepasuH-1-in)-
HikoTMHamiga rigpoxnopug (1:2)

BkasaHy cnonyky oTpumysanu aHanoriyHo peyo-
BMUHI 3 npuknagy 12 3 BUKOPUCTaAHHSAM  2-
XopgeHiNGopHOI KMCNOTM 3aMmicTb O-TONiNGOpHOT
KMCNOTK Ha eTani d).

MS m/e (%): 571 (M+H", 100).

Mpuknag 14

2-(3,5-6ic-Tpucpropmetnn-geHin)-N-vetnn-N-[6-
(4-meTun-ninepasuH-1-in)<4-o-tonin-nipnanH-3-in]-
izobytmpamiga rigpoxnopug (1:2)

a) 1-metn-4-5-HiTpo-nipuauH-2-in)-ninepasvH

Jo po3uHy 20r (126mmornb) 2-xrop-5-HiTpo-
nipuavHa B 200mMn TeTparigpodypaHa no KpannmHax
poganu 35mn (315mMmornb) 1-vetunninepasunHa 3a 10
XBUINMWH. PeakuiiHy cymiw 3powysanu we 1,5r. Micns
OXONOMKYBAHHA OO0 KiMHATHOT TemnepaTypu Buganu-
N PO3YMHHUK Mif BaKyyMOM, a 3amnuLLOK Nepepo3yun-
Hunu B 200mn eTtunaueTata. OpraHiyHy dasy npo-
Munm 200mn 1IN po3umHy OikapboHaTy HaTpito,
BMUCYLLMNK (CynbdpaToM MarHito) i Bunapumm, otpmma-
BWM 27,9r (po3paxyHKOBO) BKa3aHOI CMONyKU Yy BU-
rMsA4i )KOBTO1 TBEPAOT PEYHOBUHN.

MS m/e (%): 223 (M+H", 100).

b) 2,2-pumeTun-N-[6-(4-veTnn-ninepasuH-1-in)-
nipuanH-3-n]-nponioHamig

[o posunHy 27.9r (125,5Mmonb) 1-meTtun-4-(5-
HiTpO-NipnanH-2-in)-ninepasmHa 8 400mn meTtaHona
poganu 2,6r 10% nanagito Ha akTMBOBaAHOMY BYTini.
PeakuiiHy cymiw rigporeHidyBanu (npu Temnepatypi
Big KiMHaTHOT 0o ~45°C, 16ap) A0 NOMMuHaHHA Teo-
peTnyHoI KinbkocTi BogHIo (6ina 2 roguH). KaTanisa-
TOop BiAGINLTPOBYBATU i MPOMUNM ABOMa nopuismm
no 100mn meTtaHona. PinbTpaTt BANApPWUIM M BaKyy-
MOM, OTpyMaBLUM 28T NyprnypHOro mMacna, sike, Biarno-
BiQHO 00 pe3ynbTaTiB TOHKOLWApPOBOi xpomaTorpadii,
Mictnno 6ing 90% 6axxaHoro NOXiAHOro aHiniHy.

Len cnpuin npogykT po3unHunum B cymiwi 400mn
TeTparigpodypaHa i 100mn gnetunosoro ecipa. lMic-
nsa oxonomkysaHHA go 0°C goganu ogHieto nopuieto
30mn  (215mmorb) TpueTinamiHa. [MpogoBxyBanu
nepemillyBaHHs, OAHOYAaCHO A0AaBLUM MO KpannuvHax
26r (215mMmonb) muBanoinxnopuga 3a 10 xBUNUH.
KpwkaHy 6aHI0 BUOanunu i nepemillyBanu peakuinHy
cymiw npoTaroM 1r. Npu KiMHaTHIN TemnepaTypi. [o-
TiM BMAANMAN PO3YMHHWK NiJ BaKyyMOM, a 3aruLLOK
cycneHgysanu B 200mn 1N po3uuHy 6GikapboHaTy
HaTpito. [poayKT ekcTparyBanu Tpboma nopuisiMum no
200mn guxriopmeTtaHa, Bucywmnu (cyrnbdatoM Ha-
TPil0) | OYMCTUNM LWNAXOM MWUTTEBOI Xpomatorpadii
(flash chromatography) 3 otpumanHam 30r (86%)
BKa3aHOI CMONYKW y BUIMAAI pOXKeBUX KpUCTaniB.

MS m/e (%): 227 (M+H", 100).

¢) N-[4-nop-6-(4-vetnn-ninepasuH-1-in)-NipnanH-
3-in]-2,2-gumeTnn-nponioHamig

PosunH 30r (108mmornb) 2,2-gymeTvn-N-6-(4-
MeTun-ninepasuH-1-in)-nipnamH-3-inj-nponioHamiga i
58mn (380Mmorb) N,N,N’,N’-
TeTpameTuneTuneHamamiHa B aTtMocdepi aproHy B
650mn TeTparigpodypaHa oxonoaunu B 6aHi 3 cyxoro
neoay po -78°C. 3a 1 rogvHy goganu no KpannuHax
239vn (380mMmornb) 1,6N po3unHy n-6ytnnniTis B rek-
caHi. PeakuiHy cymiw 3anuwumnu HarpiBatuca go -
30°C npoTtarom Houi. lNicna oxonoaXyBaHHS 3HOB [0
-78°C 3a 15 xBunuH goganu no kpannuHax 43,6r
(170mMorb) Moay, po3ynHeHoro B 60mn TeTparigpo-
dypaHa. baHo 3 cyxoro NboAy 3aMiHUIM KPWKaHO
BaHelo i, konu TemnepaTypa peakLiinHOT CymiLli fJocs-
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ma 0°C, 3a 10 xsunuH pgogarm po3unH 90r
(363mMmornb) HaTpito TiocynbdaTa neHTarigpata B
250mn Boawn. lMotim gomarm 1000mn gneTunoBoro
edipy i BiAAINMIM opraHiyHMi wap. BogHui wap exc-
Tparyesanu gsoma nopuismu no 500mn amxnopmerta-
Ha; 06'eQHaHi opraHiyHi Wwapy Bucylumnu (cyrnbdaTtom
MarHito) i Bunapumm. BHacnigok MuTTeBOi xpomaror-
padii otpumanm 18,5r (42%) BKasaHOi cnonyku y
BUMMAAI CBITNO-KOPUYHEBOIO Macna, sike Kpictanuay-
€TbCH NiJ Yac 36epiraHHsA NPy KIMHaTHIN TemnepaTypi.

MS m/e (%): 403 (M+H", 100).

d) 2,2-gume™n-N-[6-(4-meTun-ninepasnH-1-in)-4-
o-Tonin-nipuamH-3-inj-nponioHamig

Cymiw 54r (134mmornb) N-[44100-6-(4-meTnn-
ninepasunH-1-in)-nipngnH-3-injl-2,2-gumeTun-
nponioHamiga, 420mn Tonyona, 150mn 2N po3unHy
kapboHaTy HaTtpito, 4,63r (3,9vmorb) TeTpa-
kuc(TpudpeHindocdin)nanaaito ©) i 20,16r
(147vmonb) o-ToninbopHOi KMcnoTu Harpisarm B at-
Mocgepi aproHy npu 80°C npotdarom 12r. lMicns oxo-
NnoaKyBaHHS [0 KiIMHATHOT TemnepaTypy BoAHY a3y
Bigainunu i aeivi npomunu tonyonom. O6'egHaHi op-
raHivyHi wapn npoMmunu 50Mn CONbOBMM PO3YMHOM,
BMCYLLMNK (CynbghaToM HaTpito), BUNapum i BUCYLLU-
N nig BakyyMOM 3 oTpuMaHHAM 491 (po3paxyHKoBO)
BKa3aHOi CMOMNyKK y BUrMNSA4i KOpU4HeBOro macra.

MS m/e (%): 367 (M+H", 100).

e) 6-(4-memma-TnepasuH-1-in)<4-o-Tonig-NipnanH-
3-inamiH

CycneHasito 56r (152vmons) 2,2-gumeTnn-N-[6-(4-
MeTun-ninepasunH-1-in)-4-o-tonin-nipnamH-3-inj-
nponioHamiga B 1300mn 3N po3unHy consHOT KUCHo-
™ HarpiBanu go 90-95°C npoTtarom Houi. PeakuinHy
Cymill oxonoavnu Ao KiMHaTHOIT TemnepaTypu, npo-
MUn TpboMa nopuismu no 500mMn guetnnosoro edi-
py i npodinbTpyBanu yepes uenit. PinbTpaTt posbda-
Bunn 500mn Bogu i BigperynmoBanu pH po 7-8
LWNsAxom gogasaHHA 28% po3yvHy rigpokenay HaTpito
npu oxonomKyBaHHi y nbogi. [poaykT ekcTparysanu
yotupma nopuigmu no 1000mn guxnopmetaHa. O6'-
€AHaHi opraHiyHi wapu npomunn 500Mn conboBuUM
PO34YMHOM, BUCYLUMIIN (CyNbaToOM MarHito) i Bunapu-
nm 3 otpumaHHam 35r (82 %) BkasaHOI cCronyku y
BUIMSAI CBITNO-KOPUYHEBOro Macna.

MS m/e (%): 283 (M+H", 100).

f) memp-[6-(4-meTun-ninepasuH-1-n)-4-o-tTonin-
nipuanH-3-inl-amiH

Po3uuH 35r (124mmonb) 6-(4-meTun-ninepasnH-
1-in)-4-o-Tonin-NipnguH-3-inamiHa B 270Mn TpymeTn-
noptogopmaTta i 8 KpanniuH TpUGTOPOLTOBOT KMCIIO-
™ HarpiBanu npotarom 3r. npu 130°C. PeakuinHy
CYMiLL BUNAPUNN | BACYLLMAM Mif, BAKYYMOM MPOTArom
30x8. Macno, wo 3anuwunocs, po3dnHmunn B 100mn
TeTparigpodypaHa i goganu no KpansmHax npu oxo-
noaxyeaHHi y nbodi Ao 9,4r (248vmones) anomoria-
puga nitito B 300mn TeTparigpodypaHa. PeakuinHy
cymilWw nepemiwysanu npoTaroMm 1r. npu KiMHaTHINA
Temnepatypi, 3HoB oxonoaunu go 0°C i migkucnum
(o pH 1-2) wnaxom gopasaHHA 28 % po3ynHy cons-
Hol kucnoTu. [Micna nepemiwyBaHHA NpoOTAroM 5xB.
pojanv 28% po34vnH rigpokcuay HaTpilo 0o Jocar-
HeHHa pH 10. Po3umH npodinbTpyBanu yepes LeniT,
BMNAPUIM | OYNCTUIIN LUNAXOM MMUTTEBOI XpomaTor-
padii 3 oTpymaHHsam 23,61 (64%) BkaszaHOT CNOMyKN y
BUMMAAI CBITNO-KOPUYHEBOIro Macna.

MS m/e (%): 297 (M+H", 100).
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g) 2-(3,5-6ic-tpudpropmeTun-ceHin)-N-meTtmn-N-
[6-(4-meTnn-ninepasuH-1-in)<4-o-tonin-nipuanH-3-in}-
i3obytupamia

Po3uuH 20r (67,5Mmmorb) meTtun-[6-(4-vietnn-
ninepasunH-1-in)-4-o-tonin-nipnanH-3-inj-amiHa i
17,5mn  (101mmonb)  N-eTunguizonponinamiHa B
200mMn guxnopmMeTaHa OXONoaunuv B KpKaHin GaHi i
no KpanmvHax goganu posynH 24 r (75 mmomb) 2-
(3,5-6ic-TpudpropmeTnn-ceHin)- 2-metun-
nponioHinxnopmnga B 50 mn guxnopmeTaHa. Peakuin-
Hy cymiw HarpiBanu go 35-40°C npoTtarom 3r., 3HOB
oxonoavnu Ao KiMHaTHOI TemnepaTtypu i nepemicunm
3 250mMn HacuueHoro po3uvnHy BikapOGoHaTy HaTpito.
OpraHiyHun wap Bigainunu, a BogHy dasy ekcrpary-
Bann AumxnopmeTtaHom. O6'egHaHi opraHiyHi  wapu
BUCYLUMNK (CynbdaToOM MarHito) i Bunapunu. 3amm-
LOK OYUCTUNM LUNAXOM MMUTTEBOI Xpomatorpadii 3
oTpumaHHam 31,6r (81%) Bka3aHoi cnonyku y BUrnagi
6innxkpwucranis. T. nn. 155-157°C.

MS m/e (%): 579 (M+H", 100).

h) 2-(3,5-6ic-TpucdbropmeTnn-ceHin)-N-vietmn-N-
[6-(4-meTnn-ninepasuH-1-in)<4-o-Tonin-nipnanH-3-inj-
izobytupamiga rigpoxnopug (1:2)

Oo posunHy 31,6r (54,6mmonb) 2-(3,5-0ic-
TpUdTopmeTun-deHin)-N-metmn-[6-(4-metnn-
ninepasunH-1-in)-4-o-tonin-nipuamH-3-n]-
i3obytvpamiga B 250mn ameTurnosoro edipy godanm
npu oxonomKyBaHHi y nbodi 60mn 3N po3unHy cons-
HOT Kucnotn B gnetunosom edipi. Micna nepemiwy-
BaHHA npoTtarom 15xs. npu 0°C cycneHsito Bunapum
00 Cyxoro cTaHy, nepecycneHgysanu B 100mn gue-
TMnosoro edipy, BiAdINbLTPOBYBaNW i BUCYWMNN Nif
BaKyyMOM 3 oTpuMaHHam 34,81 (98%) BkasaHoi cro-
nyku y Burnagi 6inux kpuctanis. T. nn. 235-238°C.

MS m/e (%): 579 (M+H", 100).

Mpwknaa 15

2-(3,5-6ic-Tipudpropmetnn-geHin)-N-[4-(2-xnop-
deHin)-6-(4-veTtun-ninepasunH-14n)-nipnanH-3-n)-N-
MeTun-isobytmpamiga rigpoxnopug (1:2)

BkasaHy cnonyky otpumanm y Burnsagi 6invx kpu-
cTanis, 3 NOPIBHAHHUMW BMXO4aMU PEYOBWH, NO Me-
ToAMUI, ONUcaHin BuLWe Ana npuknagy 14, 3 BUKOpUc-
TaHHAM  O-XNOPGEHINGOPHOT KMCMOTU 3aMiCTb  O-
TONiNGOpPHOI kKMCNOTH Ha eTani d).

MS m/e (%): 599 (M+H", 100), 601 (M+H", 43).

Mpuknag 16

2-(3,5-6ic-Tpucpropmetnn-geHin)-N-[4-(4-cprop-
2-meTtun-eHin)-6-(4-veTun-ninepasnH-1-in)-nipuavH-
3-in]-N-meTnn-isobympamiga rigpoxnopug (1:2)

BkasaHy cnonyky otpumanm y Burnagi 6inux kpu-
cTanis, 3 MNOPIBHAHHUMW BMXOA4aMU PEYOBWH, NO Me-
TOoAMUI, ONUCaHIn BuLe Ana npuknagy 14, 3 BUKOpUc-
TaHHAM 4-goTop-2-MeTundeHinéopHoT KMCRoTu
3amicTb 0-ToNiNGopHOiT KNCNOTV Ha eTani d).

MS m/e (%): 597 (M+H", 100).

Mpwknap 17

2-(3,5-6ic-TpudpTopmeTUn-ceHin)-N-[4-(2-xnop-
deHin)-nipnamH-3-in]-N-meTun-isobymmpamiga rigpo-
xnopwmg (1:1)

a) 2,2-gpumeTnn-(4-noa-nipnavH-3-in)-auetamig

Po3uuH 91r (510mmonb) N-3-nipuamnnueanamiga
i 230mn (1,53monb) N,N,N',N'-
TeTpameTuneTuneHanamiHa B atmocdepi aproHy B
2000mn TeTparigpodypaHa oxonogxysanu B OGaHi 3
cyxoro neoay Ao -78°C. 3a 1 roavHy goganu no kKpa-
nnuHax 153mn (1,53mmornb) 10N po3unHy n-6ytunitis
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B rekcaHi. PeakuinHy cymiw nepemiwysanu npu 0°C
we 2 roaunHu. lMicnsa oxonomxkyBaHHA 3HOB Ao -78°C
3a 1,5r. poganu no kpannuHax 380r (1,5mMmornb) 1o-
Ay, posunHeHoro B 300mn TeTparigpodypaHa. baHto
3 CyXOoro fnboAy 3aMiHWnM KpwkaHol GaHeto i 3anm-
UMM peakuivHy cymiw HarpiBaTMcs [0 KiMHaTHOT
TemnepaTtypm NpPOTAromM Houi. lNepemilyBaHHA Mpo-
poxunu i gpogann 1000mn Boam i 1000mMn HAaCUYEHUX
pO34YMHOM HaTpito TiocynbdaTta neHTarigpata. Boa-
HUI Wap BIJAINWAKM i ekcTparyBanu ABoMa nopuisgmu
no 800mn etunauetata. O6'egHaHi opraHiyHi Wwapu
BMCYyLMNK (CynbdpaTtom marHito) i Bunapmnu. Xpoma-
TorpadiiyHa inbTpauin 3abe3neunna Buxig 75r
(48%) Bka3aHOT CNONYKM y BUMSALI KOPUYHEBMX KpUC-
Tanis.

MS m/e (%): 305 (M+H", 100).

b) N-[4-(2-xnop-deHin)-nipnanH-3-inj-2,2-
anmeTtun-nponioHamig

Cymiw 35r (115vmornb) 2,2-gumeTtun-(4-nopa-
nipngmH-3-n)-auetamiga, 400mn Tonyona, 120mn 2N
po3unHy kapboHaTty HaTpito, 4,0r (3,5 momnb) TeTpa-
knc(tpudpeHindocdin)nanagito ) i 20,0r
(128vmonb) o-xnopdeHinToninbopHoOi KUCMoTM Ha-
rpianu B atmocdpepi aproHy npu 80°C npoTtsarom 12
r. Micnsa oxonomXyBaHHA [0 KiMHATHOI TemnepaTtypu
BOAHY ¢bady BiA4INMMAW i ABiYi NPOMWUNN TONYOSIOM.
O6'egHaHi opraHiuHi wapy npoMmunu 50Mn conboBUM
PO34YMHOM, BUCYLLMNU (Cyrb haToM MarHito) i Bunapu-
nn. 3anuwoK OYMCTUNM LWNAXOM MUTTEBO| XpOMaTOr-
padii 3 oTpumanHam 21,6r (65%) BkasaHOi Cnonykn y
Burnsagi 6invx kpucranie.

MS m/e (%): 289 (M+H", 100), 291 (M+H", 40).

¢) 4-(2-xnop-geHin)-nipnanH-3-inamiH

CycneHsito  22,2r (77mmornb)  N-[4-(2-xnop-
deHin)-nipngnH-3-in]-2,2-guMmeTun-iponioHamiga B
730mMn 3N pO3uYMHY COMAHOI KMCMOTU HarpiBarm Ao
90-95°C npoTarom Houi. PeakuinHy cymiw oxonogunm
00 KiMHaTHOT TemnepaTypu, NPOMUAM TpbOMa NopLi-
ammn no 130mn gneTtnnosoro edipa i goganyu 500mn
etunauetaTta. BogHy dasy Bigperyntosanu go pH 7-8
LWnaxom gopaBaHHa 28% pO34uHy rigpokcuay HaTpito
npu oxonomkyBaHHi y nboAi. OpraHiyHy a3y Bigai-
nUnM i NPOAYKT ekcTparyBanu TpbOMa MnopuigMu Mo
200mn eTtunauetata. O6G'egHaHi opraHiyHi Wwapwn Bu-
cywmnu (cynbcpaToM MarHito) i BUnapumm 3 oTpumaH-
Ham 14,91 (95%) BkasaHoOi cnonyku y Bumsgi 6inmx
KpucTanis.

MS m/e (%): 205 (M+H", 100), 207 (M+H", 39).

d) [4-(2-xnop-deHin)-nipnanH-3-in]-meTma-ami

Po3unH 14.9r (72,8umorb) 4-(2-xnop-geHin)-
nipugmH-34namiHa B 80mn TpumeTtunopTtocdopmara i
5 KpanmmH TpUTOPOLITOBOI KMCIOTWU Harpisanu npo-
Tarom 2,5r. npy 130°C. PeakuiHy cymiw Bunapunu i
BMCYLUIMNKN Mig Bakyymom 3a 30 xsunuH. Macno, wo
3anuwmnocsi, po3umHunu B 130mn TeTparigpodypaHa
i goganu nNo KpanfuHax Npu OXONoDKYBaHHI Y Nbogi
220mn (220mMmorb) ™ 6opaH-
TeTparigpodypaHoBOro komnnekcy. licna nepemituy-
BaHHA MPOTArOM HOYi MpuW KiMHATHIN TemnepaTypi
peakuivHy cymiw Bunapunu, oxonoaumm go 0°C i
obepexHo gopgarm 130mMn 5N po3ymHy COmnsiHOT Kuc-
nom B etaHoni. Po3unH HarpiBanu npu 3poLlyBaHHi
npotarom 1r., 3HOB oxonogunM Ao KiMHaTHOT Temne-
paTypu i goganu ToBYeHoro nboay. BoaHy dhasy
npomMmunu Tpboma nopuismu no 100mMn grMeTmnoBoro
edoipa, a opraHiyHi wapu ekctparysanm 100mn 1N

po3unHy consaHoi kucnotn. O6'egHaHi BOAHI Lapu
BigperyntoBanu go pH 8-9 wnaxom gogaBaHHS KOH-
LleHTPOBaHOro PO34uMHY rApOKCMAY HaTpilo i ekcTpa-
rysanu Tpboma nopujiamu no 500mn etmnaueraTa.
O6'egHaHi opraHiyHi ekcTpakT Bucywmnu (cynbda-
TOM MarHito), BUNapunu i TBepAni 3anuLLoK nepekpu-
cTanuayBanu 3 rekcaHaletunauetata 3 OTPUMAHHAM
12,3r (77%) BkasaHoOi cnonyku y Burnagi 6inux kpuc-
Tanis.

MS m/e (%): 219 (M+H", 100), 221 (M+H", 42)

e) 2-(3,5-6ic-TpudtopmeTun-deHin)-N-[4-(2-
xnop-deHin)-nipuaH-34n]-N-metun-ipobytmpamia

PosunH 12,2r (55,8mMmornb) [4-(2-xnop-geHin)-
nipnamH-3-nj-metmmn-amiHa i 15,3mn (89vmonb) N-
etunguisonponinamiHa B 130mMn guxnopmeTtaHa Oxo-
noawnu B KpwkaHin 6aHi i o kpannuHax goganu pos-
uH  19r (59,6mmornb) 2-(3,5-6Gic-TpudpropmeTnn-
deHin)-2-meTun-nponioHinxnopuga B 30Mn gmMxnop-
MeTaHa. PeakuiiHy cymiw Harpinn go 35-40°C npoTsa-
rom 20r., 3HOB 0OX0Noaunu o KiMmHaTHoI TemnepaTtypu
i a3miwanu 3 250mMn HacyeHoro po3ynHy GikapboHaTy
HaTpito. OpraHiyHwi wap Bigainunu, a BogHy dasy
ekcTparyBanu guxnopmeTtaHom. OBG'eaHaHi opraHiyHi
wapu Bucywmnnu (cynbdaTtoM MarHilo) i Bunapunu.
3annLLIoK OUMCTUNN LWMSIXOM MUTTEBOT XpomaTorpadii
3 oTpumaHHaM 24,7t (88%) BkasaHOi Cnonykn y Bu-
rnsai 6inux kpucranis.

MS m/e (%): 501 (M+H", 100), 503 (M+H", 36).

f) 2-(3,5-6ic-TpucbropmeTnn-geHrin)-N-[4-(2-xnop-
deHin)-nipnanH-3-in-N-vetun-isobytmmpamiga rigpo-
xropua (1:1)

Oo posunHy 24,7r (54,6mmornb) 2-(3,5-0ic-
TpudpropmeTun-cpeHin)-N-[4-(2-xnop-ceHin)-nipnanH-
3-in}-N-meTun-izobymmpamiga 8 100mMn guetnnosoro
edipy goganu npu oxonoaxysaHHi y nbodi 60mn 3N
CONSAHOI KMCNnoTM B aveturnoBom edipi. MNicna nepe-
MiwyBaHHA npoTtarom 20 xsunuH npu 0°C cycneHsito
BUNApUiM [0 CYyXOro CTaHy, nepecycrneHayBanu B
100mn amMetunosoro edipy, BigdinbTpoBYBaNu i BU-
CyWwmnu nig BakyymMom 3 oTpumaHHaMm 26,3r (99%)
BKasaHoOi cnonykv y Bumsagi 6inux kpucranis. T. nn.
186-188°C.

MS m/e (%): 501 (M+H", 100), 503 (M+H", 36).

Mpwvknag 18

2-(3,5-6ic-Tpucpbropmen-eHin)-N-metmn-N-(4-
o-Tonin-nipuavH-3-in)-isobytmpamiga rigpoxnopug
(1:1)

BkasaHy cnonyky otpumarnm y Burnagi 6invx kpu-
cTanis, 3 NOPIBHAHHUMMW BUXO4aMW PEYOBUH, MO Me-
TOoAMUI, ONUCaHIA BULWE ANa npuknagy 17, 3 BUKOpuUc-
TaHHAM  O-TOMINOOPHOI  KMCMOTM  3aMiCTb  O-
xnopdeHinbopHoi kKCroTn Ha eTani b).

MS m/e (%): 480 (M, 5), 255 (25), 225 (100).

Mpwknaa 19

2-(3,5-6ic-Tpncpropmetnn-ceHin)-N-(4-o-tonin-
nipuanH-3-n)-isobytmpamia

BkasaHy cnonyky oTpumanu y Bumsai KopuyHe-
BOrO Macna, 3 NOpPiBHAHHUMW BUXOA4aMW PEYOBUH, MO
MeToauLi, onncaHin BuLle Ang npuknagy 17, 3 BMKO-
PUCTaHHAM  O-TONINGOPHOI KWUCNOTM 3aMicTb  O-
xnopcdeHinbopHoi kucnoTtn Ha eTani b). Etan d) npo-
nycTunu, To6To, rigpoxnopuag He OTPUMYBanu.

MS m/e (%): 467 (M+H", 100).

Mpuknag 20

2-(3,5-6ic-Tpncpropmetnn-geHin)-N-vietmn-N-(4-
o-Tonin-nipuanH-3-in)-auetamiga rigpoxnopug (1:1)
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BkasaHy crnonyky otpumany 3 nopiBHAHHUMW BU-
X04aMW pPeyvYoBMH NO METOAMUIi, ONuUCaHin BULLEe AN
npuknagy 17, 3 BAKOPUCTaHHAM O-TOMINBGOPHOT K1C-
not™ 3amictb o-xrnopdeHinbopHOi KUCNOTM Ha eTani
b). ETan e) BukoHyBanu Takum YMHOM:

Oo  posumHy  511mr  (1,88mmorb)  3,5-
Oic(TpudropmeTun)peHinouToBoi Kucnotm B 8mn
TeTparigpodypaHa npu  0°C  pogarm  305wmr
(1,88mmonb) 1,1-kapboHinaviminazona opHieto nop-
uieto. PeakuinHy cymill nepemiwysanu npoTarom 2r.
npu KiMHaTHIW TemnepaTypi i notim gogamun 310mr
(1,56Mmomb)  mMeTun-(4-o-Tonin-NipuanH-3-in)-amiHa.
MepemiwyBaHHA npogokyBanu npu 55°C npoTarom
Houi. PeakuinHy cymilw Bunapunum i ocagok o4McTunm
naxom  MuUTTEBOT  XpomaTtorpadii. [igpoxnopug
oTpumanu sk onucaHo B etani f) i oTpumanu 290mr
(38%) BKa3aHOI CNOMYKM y BUIMAAI XKOBTUX KpUCTaniB.

MS m/e (%): 453 (M+H", 100).

Mpwvknag 21

2-(3,5-6ic-TpudpropmeTun-geHin)-N-vetmn-N-(4-
o-Tonin-nipuanH-3-in)-nponioHamiga rigpoxnopua
(1:1)

BkasaHy cnonyky otpumarnm y Burnagi 6invx kpu-
cTanis, 3 NOPIBHAHHUMW BUXOLAMWU PEYOBMH, NO Me-
TOAMLUI, ONUCaHIN BULWE ANs nNpuknagy 17, 3 BUKOpUC-
TaHHAM  O-TOMINOOPHOI  KMCNOTM  3aMmicTb  O-
xnopdeHinGopHoi kKncnoT Ha eTani b) i 3 BUKOpUC-
TaHHAM 2-(3,5-6ic-TpudstopmeTnn-ceHin)-
nponioHinxnopuga samicte 2-(3,5-6ic-tpucpropmeTnn-
deHin)-2-meTnN-nNponioHinxnopuaa Ha etani e).

MS m/e (%): 466 (M', 5), 241 (12), 225 (100).

Mpuknag 22

1-(3,5-6ic-TpudTopme TUn-dpeHin)-
uuknonponaHkapboHOBOT kncrnotn [4-(2-xnop-ceHin)-
nipuanH-3-n]-metun-amiga rigpoxnopumag,

a) 1-(3,5-6ic-TpudptopmeTnn-geHin)-
LMKnonponaHkapboHoBOT KMCrnoTn [4-(2-xnop-
deHin)]-nipnavH-3-inl-mMeTun-amig

[o poaunHy 88wmr (0,4mMmornb) [4-(2-xnop-ceHin)-
nipyuamH-3-n]-memwmn-amina i 0,171mn (0,6mmonb) N-
etTunguisonponinamiHa B 4Mn aMxnopMeTtaHa goganv
po3uuH 174mr (0,3MMorb)

1-(3,5-6ic-TpudTopme TUn-doeHin)-
uuknonponaHkapboHoBOi Kucriotv xnopuga B 1mn
anxnopmeTaHa. [icna 3powyBaHHA NpOTArom 72r.
peakuiHy cymill ABidi NpOMWNW BOAOK, BUCYLUMIU
(cymbgaTtomM MarHio) i Bunapunu. Xpomatorpadis
3anuuwky (cvnvkarenb, etunauertaTirekcaH 7:3) 3a-
6e3neunna suxig 132mr (66%) BkaszaHoi cnomyku y
BUIMSAi )KOBTOMO Macra.

MS m/e (%): 499 (M+H", 100).

b) 1-(3,5-6ic-TpudTopmeTUn-ceHin)-
uuknonponaHkapboHoBoOiT kncrnotn [4-(2-xgop-deHin)-
nipuanH-3-n]-metun-amiga rigpoxnopug

Oo  125mr  1-(3,5-6ic-TpudtopmeTun-deHin)-
uuknonponaHkapboHoBOT kncrnotn [4-(2-xnop-ceHin)-
nipuanH-3-n]-metmn-amiga gogarm 1,5mn 3N cons-
HOT KMCNoTV B MeTaHoni. [icns BunaptoBaHHA goaanm
3Mn po3vnHy AmeTvnosoro edipy i nepemiwysanu
cycneHsito npotarom 1r. npu 0°C. lNicna dinbTpauii
oTpumanun 100mr (75%) BkasaHOi CNonyku y BUMMAAI
6innxkpucranis. T. nn. 194-196°C.

Mpuknag 23

2-(3,5-6ic-TpudpropmeTun-ceHin)-N-vetmn-N-(6-
MopdoniH-4-in-4-o-tonin-nipuanH-3-in)-
izobytmpamiga rigpoxnopug (1:1,45)

28

a) 4-(5-HiTpo-2-nipnann)-mopaoniH

Oo po3uwHy 20r (126mMmornb)  2-xmop-5-
HiTponipuanHa B 150mMn TeTparigpodypaHa no kpan-
nuHax gopganu 27vn (315mMmone) 3a 10x8. PeakuinHy
cymilw 3powyBanu we 2r. lMicna oxonomxyBaHHA A0
KIMHaTHOT TemnepaTypu PO3YVHHUK BuAanMnu nig
BaKyyMOM, a 3asmLIOK nepeposymHunm B 200mMn etn-
nauetata. OpraHiyHy dpasy npomurm 200mn 1N pos-
ynHy bGikap6oHaTy HaTpito, BUCYWMNM (cynbdaToMm
MarHito) i Bunapunm 3 otpumanHam 27,3r (po3paxyH-
KOBO) BKa3aHOI CMONYKW Yy BUMSAAI XXOBTOi TBEpAOi
peyvoBuHU. T. nn. 142-143°C.

b) 2,2-aumetnn-N-(6-mopdoniH-4-in-nipuanH-3-
in)-nponioHamig,

Jo posunHy 27,3r (126mmornb) 4-(5-HiTpo-2-
nipuamn)-mopdoniHa B 600mn meTtaHony goganv 2,51
10% nanagito Ha akTvBOBaHOMY Byrinni. PeakuiviHy
cymiw rigporeHisyBanu (Mpw TemnepaTypi Big KiMHaT-
Hoi go ~45°C, 16ap) A0 NOrMWHaHHA TeOopeTUYHOI
KinbkocTi BogHto (6ins 3 roguH). Katanizatop Bigdi-
nbTpyBanu i npomunu gsoma nopuiamm no 100mn
MeTaHony. PinbTpaTt BUNapunu nia BakyymoM, oTpu-
MaBLKM 22,6r nypnypHOro macrna, sike, BignosigHO 00
pes3ynbTaTiB TOHKOLIAPOBOi Xpomartorpadii, MicTuno
6ina 95% GaxaHoro NOXiAHOIO aHiniHy.

Lle cupuin npoaykT po3ymHuMnuM B cymiwi 240mn
TeTparigpodypaHa i 60mn anetnnosoro edipy. Micns
oxonoaxyesaHHa go 0°C poganu ofHielo nopujeto
26mn  (189mmorb) TpueTtinamiHa. [MpogosxyBanu
nepemillyBaHHS, OA4HOYaCHO AoAaBLUM MO KpannuHax
23r (189mmonb) muBanoinxnopuga 3a 10 xBUNUH.
KpwkaHy 6aHI0 BUOanunm i nepemillyBanu peakuinHy
cymiw npoTtarom 1r. mpw KiMHaTHIA TemnepaTtypi. MNo-
TiM BMAANUMAM PO3YMHHMK NiJ BaKyyMOM, @ 3aruLLOK
cycneHayBanu B 200mn 1N posunHm GikapboHaTy
HaTpito. [NpoOyKT ekcTparyBanu TpbomMa nopuisMmun no
200mn guxrnopmeTtaHa, Bucywmnu (cynbatoM Ha-
Tpito) i Bunapunu. lepekpucranusauieto TBepAoro
3anuuKy 3 eTunaueTarta/rekcaHa 1:8 otpumanu 28,6r
(86%) BkazaHoi cnonyku y Bumsgi 6inux kpucranie.

MS m/e (%): 264 (M+H", 100).

c) N-(4-noa-6-vopdoniH-4-in-nipnguH-3-in)-2,2-
anmeTtun-nponioHamig

Po3uun 28,4r (108mmornb) 2,2-gumeTtvn-N-(6-
MopdoniH-4-innipuanH-3-in)-nponioHamiga i 49vn
(324mmorb) N,N,N',N'-TetpametunetuneHgnamiHa B
aTtMmocdepi aproHy B 600mn TeTparigpodypaHa oxo-
nogunu B 6aHi 3 cyxoro nboay go -78°C. 3a 1 roguHy
poganu no kpannuHax 202mn (324mmorns) 1,6N pos-
YMHY N-0yTmnniTia B rekcaHi. PeakuiiHy cymiw 3anu-
wunu HarpiBatmca go -35°C npotarom Houi. [lMicns
oXonomxyBaHHS 3HOB A0 -78°C 3a 15 xBunuH goganu
no kpannuHax 37r (146Mmonb) noay, po34YMHEHOro B
60mn TeTparigpodypaHa. baHio 3 cyxoro nboay 3ami-
HUMK KpwkKaHow BGaHetl i, KoM TemnepaTypa peak-
uinHoi cymiwi gocarna 0°C, 3a 10 xsBunuH goganu
po3unH 90r (363mMmornb) HaTpito TiocynbdaTta neHTa-
rigpata B 250mn Bogu. MoTtim gogarm 1000mMn ave-
TMnoBoro edipy i BigAiNMM opraHiyHMi wap. BogHun
wap ekcTparysanu gsoma nopuismu no 500mMn gmx-
nopmetaHa; ob'edHaHi oOpraHiYHi Wapy BUCYLLMIIN
(cymbdaTom Mmarsito) i Bunapunu. BHacnigok mutTe-
BOI Xpomartorpadii oTpumanu 15,6r (37%) BkasaHoi
Cronykn y BUIMAAI CBITNO-KOPMYHEBOIO Macna, sike
KpUcTanuayetbCcsa nig yac 36epiraHHs nNpy KiMHATHIN
Temneparypi.
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MS m/e (%): 389 (M', 71), 358 (25), 304 (43), 57
(100).

d) 2,2-gumetun-N-(6-mopdoniH-4-in-4-o-tonin-
nipuavH-34n)nponioHamizg

Cymiw 3,50r (9,0Mmmonb) N-(4-nop-6-mopdoniH-
4-in-nipnavH-3-in)-2,2-gumeTnn-nponioHamiga, 35mn
Tonyona, 18mn 2N po3uvMHy kapOoHaTy HaTpito,
312mr (0,27Mmornb) Terpa-
kuc(tpudpeHindocdin)nanaaito (0)i 1,34r (9,9Mmornb)
0-TONINBGOPHOT KUCNOTK HarpiBanu B atmocdepi apro-
Hy npy 80°C npoTdarom 12r. Micna oxonomKkyBaHHA A0
KiMHaTHOI TemnepaTypu BoAHY dasy Bigainunu i Agidvi
npomunn etunaueTtatom. O6'egHaHi opraHiyHi Lwapu
npomunu 50Mn ConMbOBMM PO3YMHOM, BUCYLLMMAM (CY-
nbdaTtom HaTpito) i Bunapunu. MNicna ouynweHHa MuT-
TEBOIO Xpomatorpadiieto otpumanm 3,23r (pospaxyH-
KOBO) BKa3aHOil Cnonyku y Burnsagi 6inoi niHm.

MS m/e (%): 354 (M+H", 100).

e) 6-mopdoniH-4-n-4-o-Tonin-nipuanH-3-inamiH

CycneHasito 2,93r (8,28mmone) 2,2-gumeTnn-N-(6-
MopdoniH-4-in-4-o-Tonin-nipuavH-3-n)-nponioHamiga
B 80mn 3N posumHy congdHoi kucmom i Smn 1-
nponaHona Harpisanu o 90-95°C npoTarom Houi.
PeakuiHy cymiw oxonoamnu o KiMHaTHOT TeMnepa-
TYpW, NpoMummM Tpboma nopuismu no 20mn aveTnno-
BOro edoipy i npoginbTpyBanu yepes uenit. dinbTpart
posbasunu 20mn Bogm i BigperynoBanu pH go 7-8
LWNsxom goaasaHHA 28% po34yvHy rigpokeuay HaTpito
npun OxonomKyBaHHi y nboay. MpoaykT ekcTparysanm
yotupma nopuiamu no 100mn amxnopmeTaHa. O6'ea-
HaHi opraHiyHi wapun npommnn 50mMn conboBUM pPO3-
YMHOM, BUCYLMIU (CyrnbdhaTOM MarHito) i Bunapunm 3
OTpMMaHHAM 2,311 (pO3paxyHKOBO) BKa3aHOi CMOMyKu
y Burnsgi 6inoi niHu.

MS m/e (%): 269 (M, 100).

f) Metun-(6-mopdoniH-4-in-4-o-tonin-nipuamMH-3-
in)-amiH

Po3unH 2,24r (8,3mmornb) 6-MopdoniH-4-in-4-o-
Tonin-nipnanH-3-inamiHa B 17mn TpumeTunopTodop-
MaTta i 3 KpannMHu TpUTOpOLITOBOi KUCIOTU Harpi-
Banu npotarom 2r. npn 130°C. PeakuinHy cymill Bu-
napumm i Bucywmnu nig sakyymom npotarom 30xs.
Macno, Wwo 3anuwumnocs, po34mHumm B Smn Tetparia-
podypaHa i goganu no KpanmmHax npu OXONOmpKY-
BaHHi y nbody Ao 630mr (16,6mmornb) antomorigpuaa
nitia B 20Mn TeTparigpodpypaHa. PeakuiiHy cymil
nepemilyBanu npoTarom 1r. Nnpu KiMHaTHIA Temnepa-
Typi, 3HoB oxonoaunu go 0°C i nigkmenunu (oo pH 1-
2) wnaxom goaaBaHHs 28% po34nHYy CONSAHOT KUCTo-
™. [licna nepemiwyBaHHA npoTAroMm 5x8. Aofdanu
28% po34uH rigpokcMay HaTpilo A0 AOCArHeHHs pH
10. Po3unH npodinbTpyBanu Yepes LeniT, Bunapumm i
OUYNCTUAIN LWIMASIXOM MUTTEBOT XpomaTorpadii 3 oTpu-
MaHHam 1,56r (66%) BkasaHoi crnonyku y BumsAgi
6inoi niHwn.

MS m/e (%): 283 (M, 100).

g) 2-(3,5-6ic-TpugstopmeTun-geHin)-N-vetnn-N-
(6-mopgroniH-4-n-4-o-tonin-ipnanH-3-in)-
i3obyrmpamig

Po3unH 1,46r (5,15Mmornb) metun-(6-mopdoniH-
4-in-4-o-Tonin-nipuavH-3-in)-amiHa i 1,32mn
(7,73mmornb) N-eTunguizonponinamiHa B 15mMn gux-
riopMeTaHa oxonogumm B KpwkaHini 6aHi i no kpanmm-
Hax poganu posunH 1,8r (5,67mmornb) 2-(3,5-6ic-
TPUGTOPMETUN-DEHIN)-2-MeTUN-NPONIOHINXNopuaa B
50mn amxnopmeTaHa. PeakuinHy cymiw HarpiBanu go

35-40°C npoTdarom 3r., 3HOB OXONOAUNN A0 KIMHATHOT
TemnepaTtypu i nepemicnnu 3 25Mn HacM4eHoro pos-
umHy GikapboHaTy HaTpito. OpraHiyHun wap Bigginm-
nu, a BOoAHY dasy ekcTparysanu AMXIOPMETaHOM.
O6'egHaHi opraHiuHi wapu Bucywmnu (cynbdatom
MarHito) i Bunapunm. 3anuLOK OYUCTUIIM LUMISIXOM
MUTTEBOI XpomaTtorpadii 3 oTpumaHHaM 2,91 (pospa-
XYHKOBO) BKasaHOi crnonykn y surnagi 6inux kpucra-
nis. T. nn. 131-132°C.

h) 2-(3,5-6ic-TpucdbropmeTnn-ceHin)-N-vietmn-N-
(6-mopdoniH-4-n-4-o-Tonin-ipnanH-3-in)-
izobytmpamiga rigpoxnopug (1:1,45)

Oo posumny 29r (5,13mmomb) 2-(3,5-6ic-
TpUdTopmeTun-deHin)-N-metmn-N-(6-vopconiH-4-
in-4-o-tonin-nipnanH-3-in)-isobymmpamiga B8 50mMn
aveTunoBoro edipy goganu npu OXONomKyBaHHI Y
neogy 2,8mn 3N po34mHy CONsIHOT KUCNOTU B AMEeTU-
nosoM edipi. Micna nepemiwyBaHHA npoTsroMm 15xe.
npu 0°C cycneHsio BUNapunmn OO Cyxoro CTaHy, ne-
pecycneHgysanu B 100mn gueTtunosoro edipy, Bia-
dinbTpOBYBaNW i BUCYLUIMNW Mid BakyyMOM 3 OTpU-
MaHHam 2,82r (89%) BkasaHOi crnomyku y BumsAgi
6innx kpucranis.

MS m/e (%): 566 (M+H", 100), 588 (M+Na"*, 11).

Mpuknag 24

2-(3,5-6ic-TpudptropmeTun-ceHin)-N-[4-(2-xnop-
deHin)-6-mopdoniH-44n-nipuauH-3-in}-N-vetun-
i3obytupamiga rigpoxnopug, (1:1)

BkasaHy cnonyky otpumarnm y Burnsagi 6invx kpu-
cTanise, 3 NOPIBHAHHUMW BMXO4aMU PEYOBWH, NO Me-
TOoAMUI, ONUCaHIA BULLE ANa npuknagy 23, 3 BUKOpUC-
TaHHAM  2-X1opgeHiNGopHOT KMCNOTM 3aMiCTb  O-
TONiNGOPHOT KUCMNOTK Ha eTgni d).

MS m/e (%): 586 (M+H", 100).

Mpuknag 25

2-(3,5-6ic-Tpncpropmetnn-geHin)-N-vietmn-N-{6-
[meTtnn-(2-mopdoniH4-in-etnn)-amiHol-4-0-Tonin-
nipuanH-3-n}-isobytmpamia

BkasaHy crnonyky oTpumanu y BUMSAAI CBiTMO-
KOPMYHEBOro Macna, 3 MopiBHAHHVMY BUXO4AaMW pe-
YOBWH, NO MeToAMUi, ONUCAHIN BULLEe ANA NpuKragy
23, 3 BUKOPUCTaHHAM  4-[2-(MeTunamiHo)eTun}-
MopdoniHa 3amicTb MopdponiHa Ha eTani a). [igpo-
XrIOpvA He OTpUMYBanu.

MS m/e (%): 623 (M+H", 100).

Mpuknag 26

2-(3,5-6ic-Tpncpropmetnn-geHin)-N-vetnn-N-[6-
(4-nipumiguH-2-in-ninepaswH-1-in)-<4-o-Tonin-NipnavH-
3-inJ-izobytnpamig

BkasaHy cnonyky otpumanu y Burmsiai 6e36aps-
HOro macna, 3 NOPiBHAHHVMYW BUXOA4aMU PEYOBWH, MO
MeToauLi, on1caHin BuLle ANg npuknagy 23, 3 BMKO-
puctaHHaMm  2-(1-ninepasuHin)nipumiguHa  3amicmb
MopdorniHa Ha eTani a). [Nigpoxnopua He oTpuMyBa-
n.

MS m/e (%): 643 (M+H", 100).

Mpwknag 27

2-(3,5-6ic-Tpncpropmetnn-geHin)-N-(6-
MopdoniH-4-in-4-o-Tonin-nipnavmH-34n)-isobytmpamig,

BkasaHy cnonyky otpumanm y Burnsgi 6inoro no-
POLLKY, 3 MOPIBHAHHUMYW BUXO4AMW PEYOBUH, MO Me-
TOAMUI, OnNuCaHin BuWe Ans npuknagy 23, ane etan f)
NPoNycTUNW i iAPOXIOPUA HE OTPUMYBanM.

MS m/e (%): 552 (M+H", 100).

Mpuknag 28

2-(3,5-6ic-TpudpropmeTun-ceHin)-N-[4'-(2-xnop-
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deHin)-3,4,5,6-tetparigpo-2H-[1,2"16unipunanHHin-5'-
in]-N-meTtun-3obytmpamiga rigpoxnopug, (1:1)

BkasaHy cnonyky otpumarnm y Burnsagi 6inoro no-
POLLKY, 3 NOPIBHAHHVMW BUXO4aMW PEYOBMH, NO Me-
TOoAMUI, ONUCaHIn BULWE ANs npuknagy 23, 3 BUKOPUC-
TaHHSAM MinepuavHa 3amictb MopdoniHa Ha eTani a) i
3 BUKOPUCTaHHAM 2-xnopdeHinbopHoi kucrotn 3a-
MiCTb O-TONINOOPHOI KNCOTN Ha eTani d).

MS m/e (%): 583 (M', 20), 296 (78), 255 (100).

Mpuknag 29

2-(3,5-6ic-TpncpropmeTnn-cgeHin)-N-(6-
AavnmeTunamiHo-4-o-Tonin-nipnanH-3-in)-N-vietun-
i300yTupamig

BkasaHy cnonyky otpumanu y Burmsai 6inoi ee-
pOoi pevYoBUHM, 3 NOPIBHAHHUMU BUXOOaMU PEYOBUH,
no metoauli, onucaHii Buwe Ans npvknagy 23, 3
BMKOPUCTaHHAM AuvMeTunamiHa rigpoxnopuaa 3a-
MicTb MopdponiHa Ha eTani a). lNgpoxnopua He oTpu-
myBanu. T. nn. 174-175°C.

MS m/e (%): 524 (M+H", 100).

Mpuknag 30

2-(3,5-6ic-Tpucpropmetnn-ceHin)-N-[4-(2-xnop-
deHin)-6-aumeTrnamiHo-nipnaunH-3-inj-isobytmpamig

BkasaHy cnonyky otpumanu y Burmsgi 6inoi 1ee-
pOoi peYOBUHU, 3 MOPIBHAHHUMU BUXO4aMU PEYOBUH,
no meTtoauli, onucaHiin Buwe Ans npuknagy 23, 3
BMKOPUCTaHHAM AuvMeTunamiHa rigpoxnopuaa 3a-
MicTb MopdoniHa Ha eTani a) i 3 BUKOPUCTaHHAM 2-
xnopeHiNGopHOI KUCMOTM 3aMiCTb  O-TONiINGOpPHOI
KucrnoTtn Ha etani d). ligpoxnopua He oTpumysanu.
T.nn.162-163°C.

MS m/e (%): 544 (M+H", 100).

Mpuknag 31

2-(3,5-6ic-tpucbropmen-deHin)-N-metmn-N-(6-
ninepasunH-1-in-4-o-tonin-nipuamH-3-n)-isobympamig

Oo po3wHy 100mr (0,173mmonb) 2-(3,5-0ic-
TpudpropmeTun-peHin)-N-metmn-N-[6-(4-meTun-
ninepasunH-1-in)-4-o-tonin-nipnanH-3-inj-
izobytmpamiga (npvknag 14g) i 7mr (0,035mMmornb)
1,8-6ic(ammeTunamiHo)HacptaneHa B 1mn  1,2-
anxnopetaHa npu 0°C popanu 26mr (0,181mMmornb) 1-
xnopetunxnopdgopmata. licna HarpiBaHHA peakuin-
HOT cymiwi npotarom 1r. npy 80°C po3yYnHHWK BMaa-
nunu nig BakyyMOM i MPOMDKHY peyoBMHa OYMCTUIIN
MUTTEBOIO XpomaTorpadieto, nepeposymHunm B 1mn
MeTaHony i spowysanu npotarom 3r. Micna MuTTeBOT
xpomaTorpadii otpumanm 56mr (57%) BkasaHoi cno-
nykun y surnagi 6inoi niHm.

MS m/e (%): 565 (M+H", 100).

Mpuknag 32

2-(3,5-6ic-TpncpropmeTnn-ceHin)-N-(4-rigpokem-
4'-0-tonin-3,4,5,6-tetparigpo-2H-[1,2’16unipnanHin-
5’-in)-N-meTtnn-zobytmpamia

BkasaHy cnonyky otpumanu y Bumsgi 6inoi ninm,
3 MOPIBHAHHAMW BMXOOAMW PEYOBUH, MO MeToauLi,
onucaHin euie AnNA npuknagy 23, 3 BUKOPUCTAHHAM
4-rigpokcuninepuaMHa 3amicte MopdporniiHa Ha eTani
a). Figpoxnopua He oTpuMyBanu.

MS m/e (%): 580 (M+H", 100).

Mpuknag 33

2-(3,5-6ic-TpudropmeTun-ceHin)-N-{6-[(2-
rigpoKcn-eTnn)-mMeTnn-amiHol-4-o-tonin-nipnanH-3-
in}-N-meTtun-isobytmpamis,

BkasaHy cnonyky otpumanu y Burnsigi 6inoi ninu,
3 MOPIBHAHHMMU BUXO4aMW PEYOBMH, MO MeToauui,
onucaHin suwe AnA npuknagy 23, 3 BUKOPUCTAHHAM

N-meTurnetaHonamiHa 3amicTe MopdoniHa Ha eTani
a). ligpoxnopug He oTpumMmyBanu.

MS m/e (%): 554 (M+H", 100).

Mpwvknag 34

(R)-2-(3,5-6ic-TpudpropmeTnn-cpeHin)-N-[6-(3-
rinpokcu-niponianH-1-in)-4-o-tonin-nipnaunH-3-in]-N-
MeTun-izobytmpamig

BkasaHy cnonyky otpumanu y Burnsagi 6inoi ninm,
3 MOPIBHAHHUMM BUXOO4AMW PeyoBWH, MO MeToauLi,
onucaHin Buwe Ana npuknagy 23, 3 BUKOPUCTAHHAM
(R)-3-rigpokcuniponignHa 3amicte MopdooniHa Ha
eTani a). ligpoxnopuna He oTpuMyBanu.

MS m/e (%): 566 (M+H", 100).

Mpuknag 35

2-(3,5-6ic-Tpncpropmetnn-ceHin)-N-vietmn-N-(6-
MopdoniH-4-in-4-o-tonin-nipuanH-3-in)-auetamisg

Oo po3umHy  300mr (1,7Mmornb) 3,5-
Oic(TpudropmeTnn)-peHINnoyToBOi KUCHOTM B 7MI
N,N-gnmeTundopmamiga goganu 185mr (1,14mMmornb)
1,1’-kap6boHin-guimigasona i nepemiwyBanu po3yuH
npotarom 30xB. Npu KiMHaTHIn TemnepaTypi. [icna
podasaHHa 283mr (1Mmornb) metun-(6-vopdoniH-4-
in-4-tonin-nipnanH-3-in)-amiHa (sk onucaHo B eTani f)
npuknagy 23) peakuiinHy cymill HarpiBanu npoTarom
Houi npu 90°C. lMicna oxonomKyBaHHA A0 KiMHATHOT
TemnepaTtypu BUAANUAN PO3YMHHKWK NiJ BaKyymoM, a
3anuuwok nepeposunHunun B 30mn etunauetarta. Op-
raHiyHy ¢asy npomunu Bogoto (2x30mn), corboBUM
PO34YMHOM, BUCYLLIMNK (CynbhaTom marHito) i Bunapu-
nn. Micna muTTeBoi xpomaTtorpadii otpumanu 506mr
(94%) BxasaHy crionyky y BUrnsAi CBiTNO-KOPUYHEBOT
niHu.

MSm/e(%):538(M+H", 100).

Mpwknap 36

2-(3,5-gumeTokcm-deHin)-N-metmn-N-(6-
MopdoniH-4-in-4-o-tonin-nipuaH-3-in)-auetamig

[o posunny 226mr (1,15mMmonb) 3,5-gumeTokcu-
deHinouToBoi KMUCrnoTun B ™n N,N-
anveTtvndopMamiga gogamm 244mr (1,5mmone) 1,1'-
kapboHin-amimigasona i nepemillyBanu po3ynH npo-
Tarom 30xB. Npu KiMHaTHIN TemnepaTypi. lNMicna goga-
BaHHA 283mr (1Mmornb) MeTun-(6-mopdoniH-4-in-4-
Tonin-3-in)-amiHa (ak onucaHo B eTtani f) npuknagy
23) peakuinHy cymiw Harpisanu npu 70°C npoTtsarom
7r. Micna oxonoaxyBaHHA 0 KIMHATHOI TeMnepaTypuy
BUOANUAN PO3YMHHMK Mig BaKyyMOM, @ 3asMLUOK ne-
pepo3unHmum B 30Mn etunauetaTty. OpraHiyHy dpasy
npomunun Bogok (2x30Mn), COMbOBAM PO3YMHOM,
Bucywmnun (cynbdatom marHito) i sunapunm. licna
MUTTEBOI xpomaTtorpadii oTpumanu 347mr (75%)
BKa3aHMWX CNOMyK Y BUMMAAi 6inoi niHu.

MS m/e (%): 462 (M+H", 100).

Mpwknag 37

2-(3-dprop-5-TpuddTopmeTnn-ceHin)-N-vetun-N-
(6-mopdoniH-4-in-4-o-Tonin-TpuanH-3-in)-aueTamiza

Jo posunHy 266mr (1,2mmorns) 3-cprop-5-
TpudtopmeTun-ceHinoytosoi kucnotm B 7mn N,N-
anmeTundopmamiga gogamm 195mr (1,2mmorns) 1,1-
kapboHin-amimigasona i nepemillyBanu poO3yYMH npo-
Tarom 30xB. Npu KiMHaTHIN TemnepaTypi. [icna goga-
BaHHA 283mr (1mMmornb) Metun-(6-vopdoniH-4-in4-
Tonin-nipnanH-3-in)-amiHa (AK onucaHo B eTani f)
npuknagy 23) peakujnHy cymiw Harpisanu npu 90°C
npotarom 6r. llicns oxonogxyBaHHS A0 KiMHaTHOT
TemMnepaTypy BUAANUNN PO3YMHHUK NiA BaKyyMOM, a
3anuuwok nepeposunHunun B 30mn etunauetarta. Op-
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raHiyHy gasy npomunu sogoto (2x30mn), conboBuM
PO34YMHOM, BUCYLUMIIN (CyNbaToOM MarHito) i Bunapu-
nu. Micng mnTTeBOT XpomaTorpadii oTpumanu 432mr
(88%) BrasaHOi cnonykn y BUIMSAI ACKPaBO-KOBTOT
niHW.

MSm/e(%):488(M+H", 100).

Mpuknag 38

|2-(3,5-6ic-TpudbTopmeTnn-heHin)-2-metnn-
nponinj-[4-(4-cptop-2-meTnn-geHin)-6-(4-metun-
ninepasunH-1-in)-nippgnH-3-in}-meTun-amiHa rigpo-
xnopwmg (1:3)

Oo cymiwi 400mr (0,60mmonb) 2-(3,5-6ic-
TpudgTopmeTun-peHin)-N-[4-(4-gpTop-2-meTun-
deHin)-6-(4-meTun-ninepasvH-1-n)-nipnanmH-3-n]-N-
MeTun-isobyrmpamiga rigpoxnopuga (1:2) (Mpuknag
16) i 50mn guxnopmeTaHa goganu 20mn 1N po3unHy
rigpokemay Hatpito. [licna cTpylwyBaHHSA MNPOTAroM
1xB. opraHiyHy dpasy Bigainunu i BUNapunm 4o cyxoro
CTaHy. 3anuLok nepeposyvHunu B SMn TeTparigpo-
dypaHa i pogjanm 4mn 1M po3uuHy ©GopaH-
TeTparigpodypaHoBoro komnnekcy. Micna HarpiBaHHA
npu 60°C npotarom 3 gHiB gogarm 10mn 3N po3umHy
CONSAHOI KUCFOTM B AMETUNOBOM edqipi i peakuiiHy
cymiw 3powyBanu 4 roanHu. MNMoTiM peakuiHy cymiLl
OXonoavMnuM Jo KiMHaTHOI TemnepaTtypu, NpPOMWIM
10mn 1N po3uunHy rigpokenay HaTpilo, BUCYLLIMAK (Cy-
nbdaToM MarHito) i OYUCTUNN LUMAXOM MUTTEBOT XPO-
MaTorpadii, oTpumaswm 279mr Gnigo-KOBTOrO Mac-
na, sike MepeTBOPUNN B TiApPOXIOpMA, SK OMUCAHO B
etani h) npuknagy 23 3 otpumaHHam 153mr (37%)
BKa3aHOI Cnonykn y Burmsigi 6nigo-xoBTnx kpuctanie.

MS m/e (%): 583 (M+H", 100).

Mpuknag 39

(3,5-6ic-TpudTopmeTUN-6€H3nn)-meTnn-(4-o-
TONIN-NipUANH-3-inMeTnn)-amiH

Antomorigpug, nitito (107mr, 2,82mMmorb, 3ekB.)
cycneHgyeanu B 7mn TeTparigpodypaHa npu 0°C B
aTMocaepi aproxy. N-(3,5-6ic-TpudpropmeTmn-
6eH3ann)-N-vietnn-4-o-tonin-HikotvHamig (Mpvknag 1,
425wvr, 0,94mMoOMb), pO3YNMHEHN B 4Mmn TeTparigpo-
dypaHa, nosinbHo gogjanu npu ~5°C. Cymiw nepe-
MillyBanu 5 xBUNUH Npu KiMHaTHI TemnepaTypi i 1r.
npu 3pOLLYBaHHI.

HOopann emnauetat (1mn), noTiMm oxonoavmm
CyMill A0 KiMHaTHOI TemnepaTypu i MO KpannuHax
aoganu BOOHWUW HacM4eHW po3uduH cynbdaTty Ha-
Tpito. Cymiw Bucywmnm (cynbgaTtom HaTpito), npodi-
NbTpyBanu, KOHUEHTPYBanNM i OYUCTUNM MUTTEBOIO
xpomaTorpadgieto 3 otpumaHHaM 93mr (23%) Bkasa-
HOT cnonyku y Burnagi 6esbapsHoro macna.

MS m/e (%): 439 (M+H", 100).

Mpwvknag 40

3-(3,5-6ic-TpudTopme TUN-6€H3NNOKCUM e TN )-4-
O-ToniN-nipuanH

a) (4-o-Tonin-nipnanH-3-in)-metaHon

Antomorigpug nitito (439mr, 11,6mMmonb, 1ekB.)
cycneHaysanu B 23mn TetparigpodypaHa npm 0°C B
atMocdepi aproHy. Metunosun edip 4-o-Tonin-
HIKOTMHOBOI kMcnotn (2,63r, 11,6MMonb), po3vnHe-
HUM B 12mMn TeTparigpodypaHa, MOBINMbHO Aodamm
npu ~5°C. Cymiw nepemiwyBanu 5 XBuUnvH npu Kim-
HaTHiI TemnepaTypi i 1r. TPy 3pOLLYBaHHI.

HOopanu emunauetat (1mn), noTim oxonoavmm
CyMilWl A0 KiMHaTHOI TemnepaTypu i MO KpanfnuHax
Jofdann BOOHMA HaCMYeHWA PO34YMH Ccynbdaty Ha-
Tpito. Cymiw Bucywmnu (cynbdpatom Hatpito), npodi-

NbTpyBanu, KOHUEHTpYBanNu i OYUCTUNM MWUTTEBOIO
xpomaTorpadgieto 3 otpumaHHam 0,77r (33%) Bkasa-
HOT cnonykun y Burnsagi 6nigo-xoBToi pianHn.

BuxigHn matepian (1,60r, 61%) 6yB BugineHuin.

MS m/e (%): 199 (M", 3), 180 (100).

b) 3-(3,5-6ic-TpudTopmMeTUN-6eH3NNOKCUMETUI)-
4-o-Tonin-nipuanH

Fapung Hatpito (89,1mr, 2,04Mmonb, 1,1ekB.) ABivi
NPOMUMN N-reKCaHOM B aTMocdepi aproHy i cycneH-
aysanu B 1Mn gumetundopmamiga. Mo kpannuHax
pgopanu  (4-o-toninipuanH-3-in)-metanon (370mr,
1,86MMOrMb), po3unHeHnn B 4mn gumeTtundopmami-
Aa, i nepemiwyBanu cymiw 1 roguHy npu KiMHaTHIn
Temneparypi. Dopann 3,5-
Gic(tpudpropmeTun)beHann-opomia, (627wmr,
2,04MMoOrb, 1eKB.), pO3YMHEHU B 2MN AUMETUNGO-
pMamifa, i nepemiwysanu cymiw 2,5r. npu KiMHaTHIN
Temneparypi.

CyMill KOHLUEHTpyBanu i posnoginunu 3anuLiok
MK BOLOM i guxnopmeTaHoM. OpraHiYHWA eKCTpakT
NPOMWUNN COJNIbOBUM PO3YMHOM, BUCYLLMNKN (Cynbdoa-
TOM HaTpito), NpodinbTpyBanu, KOHUEHTpYBanu i
OYMCTUNN MUTTEBOIO XpomaTorpadieto 3 oTpUMMaHHAM
196Mr (25%) BkasaHOT CMomyku y BUMSAAI >KOBTOrO
macna.

BuxigHn matepian (0,24r, 65%) 6yB BugineHun.

MS m/e (%): 426 (M+H", 100).

Mpuvknag 41

N-(3,5-6ic-tpudgstopmeTnn-6eH3nn)-N-vietmn-6-
(4-metun-ninepasuH-1-in)<4-HadraneH-14n-
HikOTMHaMiga rigpoxnopug (1:2)

BkasaHy cnonyky otpumanu y surmsagi 6inoi tee-
pOoi pe4YOBUHU, 3 MOPIBHAHHMMUN BUXOO4AMMW PEYOBUH,
no meToauui, onucaHin Bulle ansa otpumanHs N-(3,5-
6ic-tpucropmeTnn-6eH3nn)-N-metmn-6-(4-vetmn-
ninepasuH-1-in)-4-o-Tonin-HikoTMHaMiga rigpoxnopu-
Aa (Mpuknapg 12), 3 BukopuctaHHam 1-HadptmnbopHoi
KMCMOTM 3aMiCTb O-TONINGOPHOI KMUCNoT Ha eTani d) i
3 BuKopuctaHHaM N-meTun-6-(4-vetun-ninepasunH-1-
in)-4-HacdraneH-14n-HikoTHamiga 3amicte N-meTun-
6-(4-meTunn-ninepasunH-1-n)-4-o-Tonin-HikoTMHamiaa
Ha eTani e).

MS m/e (%): 587 (M+H", 100).

Mpwvknap 42

N-(3,5-6ic-TpudtopmeTUn-6eH3nn)-[4-(2-xnop-
deHin)-6-(4-vieTun-ninepasunH-14n)-nipnamH-3-
inMeTun]Avetun-amin; rigpoxnopug (1:3)

[Oo po3unHy 260mr (0,455mmonb) N-(3,5-0ic-
TpucptopmeTUn-6eH3un)-4-(2-xnop-cdeHin)-N-metmn-
6-(4-meTun-ninepasunH-14n)-HikotuHamiga (Mpuknag
13) B 6,3mn ©6e3BogHOro TeTparigpodypaHa goganv
2,73mn (2,73mmonb) 1M posunHy 6opaHa B TeTparig-
podypaHi. Cymill HarpiBanu nNpu 3poLUyBaHHI NpoTs-
rom 16 roguH. lNicna oxonompKyBaHHA A0 KiMHATHOT
Temnepatypu goganu 12,6mn 3N po3unHy XNopoBo-
OHeHa B gueTtunosoM edipi i HarpiBanu cymiw npwu
3powyBaHHi npotarom 40xB. [licns oxonogXyBaHHSA
00 KiMHaTHOT TemnepaTtypu goganv 1N BoOHWMIA po3-
YMH rigpokeungy HaTtpito. lMicna ekcTpakuii eTunaueTa-
TOM, CYWKW CyrnbdaToM HaTpito, KOHLEHTPYBAHHS i
noganbLlwoi MUTTEBOI xpomatorpadii oTpumarm
165mr 6e3b6apBHOro macna. [Jo po3ynHy macna B 2mil
anetnnosoro edipy goganu 3mn 3N po3umHy xnopo-
BoAeHS B AneTurosoM edipi. lMicna nepemiwyBaHHA
CyMiWi npoTarom 45 x8. YyTBOPUBCH OCafOK, SKUN 3i-
Opann wnsaxom @inbTpadii. Cywka nig Bakyymom



35 71547 36

3abesneunna suxig 144wmr (47,5 ) BkazaHOi CNonykun y
Burnsaai 6inoi TBepaoi peyoBnHMN.

MS m/e (%): 557 (M+H", 100).

Mpwknag 43

4-{5-[(3,5-bic-TpudpropmeTMN-6EHINN)-METUI-
kapbamoin]-4-o-Tonin-nipuanH-2-in}-ninepasuH-1-
KapboHOBOI KMCNOTU TPET-OyTMNOBMIA edip

a) 6-xnop-N-meTun-4-0-Tonin-HikoTMHamig

Oo posuunny 3,41r (20,0mmonb) 6-xnop-N-meTun-
HikoTmHamiga (Mpwknag 12, etan a)) B 80mn TeTpari-
apodypaHa no kpannuHax goganu 50mn (50mMmorb)
1M po3unHy o-Tonin-markito xnopugy B TeTparigpo-
dypaHi npu 0°C. lNicnsa 3akiHYeHHa gogaBaHHA peak-
LiMHY CcyMmilW 3anuwmnun Harpisatucss A0 KiMHaTHOT
Temnepatypu i nepemiwysanu npotarom 1,5r. Cymiw
3HoB oxonogumm go 0°C, micnga 4yoro Mo KpannuHax
poganu 5,7vn (100MMorb) oUTOBOT KUCIOTU i pO34MH
51r (22mmonb) 2,3-guxnop-5,6-gnumnaro-1,4-
6eH3oxiHOHa B 18wvn TeTparigpodypaHa. llicns 3a-
KiHYeHHS [JoJaBaHHA peakuiHy CyMill 3anuwmnu
HarpiBaTucs 00 KiMHaTHOI TemnepaTypu i nepemilly-
Banu npotarom 15x8. Joganu 30mn 2N BogHOro pos-
YMHY rigpokeugy HaTpito i po3basunu cymiw 1n eTun-
nauetaty i 200mn Bogu. LWapn posginunu i
OpraHiYyHMn Wap npoMUAN YoTMpMa nopuisMn Mo
250mn 2N BOAHOrO po34MHY rigpokcuay Hatpito. 3mi-
LaHi BOAHI Wapwu ekcTparyBanu Tpboma nopuisimum no
500mn etvnauetaty. O6'eqHaHi opraHivHi ekcTpakT
NPOMWUNN HaCUMYEHVM BOAHUM PO3YMHOM XIOpuAay
HaTpito i BUCYLUIMNN cynbaTom HaTpito. Micns KoHue-
HTpYBaHHA oTpumarm 544r 4epBOHO-KOPUYHEBOTO
Macna. MuTtrteBa KonoHkoBa xpomaTorpadisi 3abes-
neuuna suxig 2,15r (41,3%) Bka3aHoOi CNonykn y Bu-
rmafi CBiTNO-XOBTOI TBEPAOT PEYOBUHMU.

MS m/e (%): 260 (M, 11), T. nn. 91-93°C.

b) 4-(5-metun-kapbamoin-4-o-tonin-nipuamH-2-
in)-ninepa3uH-1-kapboHOBOI KNCNOTU TPeT-0yTNNoBNin
edi
d)prMiLU 8,31r (31,9mmonb) 6-xnop-N-veTun-4-o-
Tonin-HikotTmHamiga, 6,53r (35,0MMornb)  1-TpeT-
6yTrokcukapboHinninepasvHa, 16,7mn (95,6mMmonb) N-
etungunisonponinamiHa i kartanitTmyHa KinbKicTtb 4-
(N,N-gnmeTnamiHo)-nipyavH Harpisanu npu 3poLuy-
BaHHi NpoOTAroMm Houi. Micns oxonogKyBaHHA OO KiM-
HaTHOI TemnepaTypy CyMill PO3YMHUMN B AUXIOpMe-
TaHi i npomurm geoma nopuigmu 0,1N  BoaHOTO
PO34MHY consiHOi kucrotw. Micns cywku cynbdgaTtom
HaTpito i KOHUeHTpyBaHHs oTpumanu 10,71 cuporo
npoaykTy. MuTreBa KOMNoHKoBa Xpomatorpadis 3a-
6esneunna suxig 6,28r (48,0%) BkasaHOi CNOMyKM y
Bumaai 6pynHo-6inoi TBepoT peYOBUHM.

MS m/e (%): 411 (M+H", 100).

c) 4-{5-[(3,5-6ic-tpucbropmeTnn-6eH3unn)-meTun-
kapbamoin]-4-o-Tonin-nipnanH-2-n}-ninepasunH-1-
KapbOoHOBOI kKMCNoTM TpeT-6yTnnosun edip

BkasaHy cnonyky otpumanu y Burnsgi 6inoi tee-
pOoi peYOBUHU, 3 MOPIBHAHHUMU BUXO4aMU PEYOBUH,
no MeToauui, onucaHin Buwe ansa otpumanHs N-(3,5-
6ic-tpudropmeTnn-6eHsnn)-N-metmn-6-(4-vetmn-
ninepasuH-1-in)-4-o-Tonin-HikoTMHamiga (Mpuknag
12, eman e)), 3 BUKOpUCTaHHSM 4-(5-meTun-
kapbamoin-4-o-Tonin-nipuanH-2-in)-ninepaswH-1-
KapboHOBOI kKMcnoTn TpeT-6yTMnoBoro edipy 3aamictb
N-meTun-6-(4-metmn-ninepasuH-1-in)-4-o-tonin-
HikOTUHaMmiaa.

MS m/e (%): 637 (M+H", 100).

Mpwvknap 44

(4-{5-[(3,5-6ic-TpncpropmeTNN-6€H3UN)-METUN-
kapbamoin]-4-o-Tonin-nipuanH-2-in}-ninepasuH-1-in)-
OLTOBOI KMCNOTN eTnnosuin eip

BkasaHy cnonyky oTtpumanu y BUMMA4i XOBTOI
TBEPAOI PEYOBUHM, 3 MOPIBHAHHUM BUXOAOM 7S
eTtany b) i Buxogom 3% pgna etany c¢), No meToaumLi,
onucaHin Buwe ans oTtpumaHHa  4-{5-[(3,5-6ic-
TpudptopmeTnn-6eH3un)-metmn-kapobamoinl-4-o-
TONiN-nipuanMH-2-in}-ninepasnH-1-kapboHOBOT KUCNOTK
TpeT-6ytmnosoro edipy (Mpuknag 43), 3 BUKOpUC-
TaHHaM  1-(eTokcukapboHinmeTun)-ninepasMHa  3a-
MicTb 1-TpeT-OyTOoKCMKapOoHinninepasvnHa Ha eTani b)
i 3 BUKopucTtaHHam [4-(5-vietunkapbamoin-4-o-tonin-
nipuanH-24n)-ninepasnH-1-in]-ouToBOI KMCNOTN €eTu-
noeoro edipy 3amicte 4-(5-meTvnkapbamoin-4-o-
TONiN-nipuanMH-2-in)-ninepasnH-1-kapboHOBOT KNCNOTK
TpeT-6yTnnosoro edipy Ha eTani c).

MS m/e (%): 623 (M+H", 100).

Mpuvknag 45

5'-[(3,5-6ic-TpudropmeTnn-6eH3nn)-metnn-
kapbamoin]-4'-o-tonin-3,4,5,6-teTparigpo-2H-
[1,216unipnanHin-4-kapboHOBOI  KUCIIOTU  €TUMNOBUIA
edip

BkasaHy cnonyky otpumanu y Burnsgi 6inoi tee-
PLOI peyvYoBMHU, 3 MOPIBHAHHMMY BUXO4AMU PEYOBMH,
no metoaumui, oNnUCaHin Buwe Ana oTpumaHHsa 4-{5-
[(3,5-6ic-TpudbTtopmeTUN-6€H3MN)-MeTUn-Kkapbamoirn]-
4-o-TONinN-nipnanH-2-n}-ninepasnH-1-kapboHoBoi
kucnotn TpeT-6ytnnosoro edipy (Mpuknag 43), 3
BMKOPUCTAHHSAM eTun-isoHunekoTata 3amictb 1-Tpert-
OyTokcukapboHinninepasnHa Ha etani b) i 3 BUKopuc-
TaHHAM 5'-metunkapbamoin-4'-o-tonin-3,4,5,6-
TeTparigpo-2H-[1,2"|6unipnamHin4-kapboHoBOi  KuC-
noTn €TUNoBOro edipy 3aMmictb 4-(5-
MeTurkap6amoin-4-o-Tonin-nipuanH-2-in)-ninepasuH-
1-kap6oHOoBOiI kmMcnom TpeT-b6ytunosoro edipy Ha
eTani c).

MS m/e (%): 608 (M+H", 100).

Mpwvknag 46

N-(3,5-6ic-tpugtopmeTun-6eHsnn)-N-vetmn-6-
(4-nponin-ninepasuH-1-in)<4-o-Tonin-HikoTMHamig

BkasaHy crnonyky oTpumanu y BUMsAAI CBiTMO-
XKOBTOI TBEPAOI PEYOBUHU, 3 MOPIBHAHHMMU BUXOAA-
MW peyvoBUH, MO MEeTOAMLI, ONUCaHin BULLE ANst OTpU-
MaHHs 4-{5-[(3,5-6ic-TpucpropmeTnn-6eH3nn)-MeTUN-
kapbamoin]-4-o-Tonin-nipnanmH-2-n}-ninepasunH-1-
KapboHOBOiI kucnotn TpeT-6ytmnosoro edipy (Mpwu-
knag 43), 3 BuKopucTaHHAM 1-nponin-ninepasvHa
3amicTb 1-TpeT-b6yToKCMKapOoHinninepasuHa Ha eTani
b) i 3 BukopuctaHHam  N-metnn-6-(4-nponin-
ninepasuH-1-in)-4-o-Tonin-HikoTMHamiga 3amicto 4-(5-
MeTurkap6amoin-4-o-Tonin-nipuanMH-2-in)-ninepasvH-
1-kapboHOBOI KMCnoTM TpeT-Oytmnoeoro edipy Ha
eTani c).

MS m/e (%): 579 (M+H", 100).

Mpuwknag 47

(RS)-6-[3-(aueTvn-meTnn-amiHo)-iponigmH-1-in}-
N-(3,5-6ic-tpudpropmeTnn-6eH3nn)-N-meTmn-4-o-
Tonin-HiKoTUHaMmIg

BkasaHy crnonyky oTpumanu y BUMsAAI CBIiTMO-
)KOBTOI TBEPAOI PEYOBUHU, 3 MOPIBHAHHMMU BUXOAa-
MW PEeYOBUH, MO METOAMLI, ONUCaHIN BULLE ANst OTPU-
MaHHs 4-{5-[(3,5-6ic-TpucpropmeTnn-6eH3nn)-MeTUN-
kapbamoin]-4-o-Tonin-nipnanmH-2-n}-ninepasunH-1-
KapboHOBOiI kucnotn TpeT-6ytmnosoro edipy (Mpwu-
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knap 43), 3 sukopuctanHam (RS)-3-(auetmn-veTun-
amiHo)-niponignHa 3aMmicTb 1-TpeT-
6yTokcukapboHinninepasnHa Ha eTani b) i 3 Bukopuc-
TaHHam  (RS)-6-[3-(aueTnn-meTtnn-amiHo)-niponiamH-
1-in]-N-meTun-4-o-tonin-HikoTnHamiga 3amicm 4-(5-
MeTurkap6amoin-4-o-Tonin-nipuaMH-2-in)-ninepasvH-
1-kapboHOBOI KMCnoTM TpeT-Oytmnosoro edipy Ha
eTani c). .

MS m/e (%): 593 (M+H", 100).

Mpuknag 48

N-(3,5-6ic-tpudstopmeTnn-6eH3nn)-N-vetmn-6-
[MeTnn-(2-mopdoniH4-in-etun)-amiHol-4-o0-Tonin-
HikOTUHaMmIfg,

BkasaHy cnonyky oTpumanu y BUMsS4i CBiTNO-
XKOBTOI TBEpAOi PEYOBUHU, 3 MOPIBHAHHUMU BUXOAda-
MW peyvoBMH, MO MEeTOAMLI, ONMCaHin BULLEe ANS OTpU-
MaHHs 4-{5-[{3,5-6ic-TpucpropmeTn-6eH3nn)-meTnn-
kapbamoin]-4-o-Tonin-nipnanH-2-n}-ninepasunH-1-
kapboHoBOi kucnotn TpeT-6ytmnosoro edipy (Mpwu-
knapg 43), 3 BAKOPUCTaHHAM MeTun-(2-MopdoniH-4-in-
eTnn)-amiHa 3aMmicTb 1-TpeTt-
OyTokcukapOoHinninepasvHa Ha eTani b) i 3 Bukopuc-
TaHHaM  N-metnn-6-[MeTun-(2-mopdoniH-4-in-etun)-
amiHo]-4-o-ToniNn-HikoTMHamiga 3aMicTb 4-(5-
MeTurkap6amoin-4-o-Tonin-nipuanH-2-in)- ninepasuH-
1-kap6oHOBOi kMcnom TpeT-b6ytunosoro edipy Ha
eTani c).

MS m/e (%): 595 (M+H", 100).

Mpuknag 49

N-(3,5-6ic-tpudptopmeTun-6eH3nn)-N-vetmn-6-
MopdoniH-4-in4-o-Tonin-HikoTMHamig

BkasaHy cnonyky otpumanu y Burmsgi 6inoi tee-
pOoi pevYoBUHU, 3 MOPIBHAHHUMU BUXO4aMU PEYOBUH,
no metoauui, onucaHiin Buwe Ang oTpumaHHsa 4-{5-
[(3,5-6ic-TpudbTtopmeTnN-6€H3MN)-MeTUn-Kkapbamoirn]-
4-o-ToNin-nipuanH-2-in}-ninepasunH-1-kapboHoBoT
kucnotn TpeT-6ytmnosoro edipy (Mpuknag 43), 3
BMKOPUCTaHHAM  MopcdponiHa  3amicte  1-TpeT-
6yTokcukapboHinninepasnHa Ha eTani b) i 3 Bukopuc-
TaHHAM Ne-meTnn-6-mopdoniH-4-in-4-0-tonin-
HikoTMHamiga 3amictb  4-(5-meTunkap6amoin-4-o-
TONiN-nipuanMH-2-in)-ninepasnH-1-kapboHOBOT KUCNOTK
TpeT-6yTnnosoro edipy Ha eTani c).

MS m/e (%): 538 (M+H", 100).

Mpuknag 50

N-(3,5-6ic-TpucropmeTnn-6eH3nn)-N-meTun-6-
TiomoponiH-4-in4-o-Tonin-HikoTnHamig

BkasaHy cnonyky otpumanu y Burnsgi 6inoi ee-
pOoi pe4YOBUHU, 3 NOPIBHAHHUMU BUXOaMU PEYOBUH,
no MeToauui, ONMCaHin Bue Ans OTpuMaHHsa 4-{5-
[(3,5-6ic-TpudbropmeTUn-6eH3nn)-meTun«kapbamoin}-
4-o-Tonin-nipuanH-2-in}-ninepasvH-1-kap6oHoBoi
Kucrnotn TpeT-6ytnnosoro edipy (Mpuknag 43), 3
BMKOPUCTAHHAM  TiomopdoniHa 3amictb  1-TpeT-
OyTokcukapOoHinninepaavHa Ha eTani b) i 3 Bukopuc-
TaHHAM N-meTtnn-6-ttomopdoniH-4-in-4-o-tonin-
HikoOTMHamMiga 3amictb  4-(5-meTunkap6amoin-4-o-
TONiN-NipuanH-2-in)-ninepasnH-1-kapboHOBOI KNCNOTH
TpeT-6yTnnosoro edipy Ha eTani c).

MS m/e (%): 554 (M+H", 100).

Mpuknag 51

N-(3,5-6ic-tpudstopmeTnn-6eHsnn)-N-vetmn-6-
(1-on<oo-1x4—Ti0MopcponiH-4-in)-4—o-Tonin-HiKOTMHaMi,q

0o po3unHy 1,24r (2,24mmonb) N-(3,5-6ic-
TpudptopmeTnn-6eH3un)-N-metmn-6-tiomopdoniH-4-
in-4-o-tonin-HikotuHamiga (Mpwknag 50) B 25mn me-

TaHona goganu 689wmr (1,12mmons) Oxone npu 0°C.
Micnsa 3akiH4eHHs OoJaBaHHSA peakuiiHy cymill 3a-
nMwmMnu Harpisatucs Ao KiMHaTHOI TemnepaTypu i
nepewmiwysanu npotarom 1,5r. Micns raciHHa 5 wmi-
ninitpamyn 40% BOAHOMO PO3YMHY rigpocynbaiTa Ha-
Tpito goganu 6mn 1N po3unHy rigpokcuay HaTpito,
wo6 sigperyntoBat pH go 7-8. O6'egHaHi ekcTpakTu
BUCYLLMNIN Cynb@aToM HaTpilo i KOHUEHTpyBanu 3
oTpuMaHHsaM 1,20r cuporo npoaykTy. MutteBa xpo-
maTorpadist 3abe3neumna suxig 1,02r (79,9%) ekasa-
HOT cnonyku y Burnagi 6inoi Teepaoi peyoBmHM.

MS m/e (%): 570 (M+H", 100).

Mpuknag 52

N-(3,5-6ic-tpudtopmeTnn-6eHsnn)-6-(1,1-
p,moxoo-1xG—Tiomop(*)oniH-4-in)-N-MeTmn-4-o-Tonin—
HiKOTMHaMIg,

BkasaHy cnonyky otpumanu y Burmsgi 6inoi tee-
pOoi PEYOBUHU, 3 MOPIBHAHHMMUN BUXO4AMMW PEYOBUH,
no MmeToauui, onucaHin sBuwle ana otpumanHs N-(3,5-
6ic-TpV|d)TopMeTmn—6eH3V|n)-N-MeTvm-6-(1-on<oo-1x4-
TiomopdoniH-4-in)-4-o-tonin-HikotnHamiga (Mpuknag
51), 3 BukopuctaHHam N-(3,5-6ic-TpucpropmeTnn-
69H3MJ‘|)—N-M€TMJ‘|-6-(1-0|<co-1x4-Ti0M0pcboniH—4-in)4-
o-Tonin-HikoTMHamiga 3aMicTb N-(3,5-6ic-
TpudptopmeTnn-6eH3un)-N-metmn-6-tiomopdoniH-4-
in-4-o-Tonin-HikoTMHamiga.

MS m/e (%): 586 (M+H", 100).

Mpwvknap 53

N-(3,5-6ic-tpncropmeTnn-6eH3nn)-N-metmn-6-
ninepasnH-1-in-4-o-tonin-HikoTMHamig,

Jo po3suuHy 6,60r (104mmonb) 4-{5-[(3,5-bic-
TpudptopmeTnn-6eH3un)-metmn-kapdamoinl-4-o-
ToNiN-nipuanMH-2-in}-ninepasnH-1-kapboHOBOT KNCNOTK
TpeT-6ytunosoro edipy (Mpuknag 43) i 8,40mn
(207mMorb) meTaHona B 50mMn eTunaueTtaTa no Kpa-
nnuHax goganu 14,7mn (207mMmornb) auetunxnopuaa
npu 0°C. Yepes 4 roanHun peakuiiHy cymiw po3tasu-
n etunageTtatom i 06poburm 1N pos3umHom rigpo-
kenaa Hatpito. Wapu posginunu i BogHWIA wap eKcT-
paryBanu guxnopmetaHoMm. OO6'egHaHi  opraHiyHi
Lapu BUCYLUMIN CyrbaToOM HaTPIto | KOHLLEHTpYBanum
3 oTpuMaHHam 5,361 cuporo npoaykTy. MNicna mMutTe-
BOi xpoMaTorpadii otpumanu 4,86r (87,4%) BkasaHoi
CMONYKW Yy BUIMSAi CBiTNO-KOPUYHEBOI TBEPAOT peYo-
BUHU.

MS m/e (%): 537 (M+H", 100).

Mpuknag 54

N-(3,5-6ic-TpudtopmeTnn-6eH3nn)-6-[4-(2-
rigpokcm-eTnn)-ninepasnH-1-in]-N-metun-4-o-tonin-
HikOTMHamig

Cymiw 100mr  (0,186mmorb)  N-(3,5-6ic-
TpUdgTopmeTUn-6eH3nn)-N-meTmn-6-ninepasunH-i-in-4-
o-tonin-HikotmHamiga  (Mpwknag  53), 0,030mn
(0,42mmonb) 2-6pom-eTaHona i 46mr (0,33mmornb)
KapboHaTy kanito B 2M51 aueToHiTpuna nepemillysanm
npotarom 70 roamH npu 45°C. Micna oxonompKyBaHHs
0o KimHaTHoT TemnepaTypu goganu 10mn 1N po3uuHy
rigpokemay HaTpito. licna ekcTpakuii TpboMa nopuis-
MK no 15mn eTunaueTaTa, CylWKU CyrnbdaToM HaTpito
i KOHUEeHTpYBaHHA oTpumanu 138Mr cuporo NpPoayKTy.
MuTTeBa konoHkoBa xpomatorpadis 3abesneuuna
Buxia 85mr (78,6%) BkasaHoi cnonykun y BurmsAgi 6inoi
TBEPAOI PEYOBUHN.

MS m/e (%): 581 (M+H", 100).

Mpuknag 55

N-(3,5-6ic-TpucropmeTin-6€H3NN)-6-(4-
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unaHomeTun-ninepasuH-1-in)-N-metmn-4-o-tonin-
HikoTUHaMmIg,

BkasaHy cnonyky otpumanu y Burnsagi 6inoi tee-
pOoi peyoBuHWU, 3 MOPIBHAHHMM BUXOAOM, MO MeTo-
avui, onucaHin Buwe ans otpumaHHsa N-(3,5-6ic-
TpucpropmeTnn-6eH3un)-6-[4-(2-rigpokcm-eTnn)-
ninepasnH-1-in]-N-vetnn-4-o-tonin-HikoTmHamiga
(Mpuknag 54), 3 BUKOPUCTaHHAM XIOp-aLeToHITpUMa
3amicTb 2-Opom-eTaHona.

MS m/e (%): 576 (M+H", 100).

Mpuknag 56
N-(3,5-6ic-TpucpropmeTnn-6eH3unn)-6-{4-[2-(2-
rigpokcn-eToken )-eTunl-ninepasvH-1-in}-N-metun-4-o-

TONinN-HiKOTUHamIg,

Cymiw  400mr  (0,746mmorb)  N-(3,5-6ic-
TpudTopmeTUn-6eH3nn)-N-metnn-6-ninepasuH-i-in4-
o-Tonin-HikoTMHamiga (Mpukmapg  53), 0,18mn
(1,7mmornb)  2-(2-xnopeTtoken)-etaHona i 0,189r
(1,35Mmornb) kapboHaTy Kanito B 8mn aueToHiTpuna
nepewmiwysanu npotarom 48 roguH npu 85°C. Micna
OXONOMKYBaHHA A0 KiMHATHOI TeMnepaTtypu goganv
40mn 1N po3suuHy rigpokengy HaTtpito. lMicns ekcTpak-
Lii Tpboma nopuismu no 60mMn AMxnopmeTaHa, CyLKn
CcynbaToOM HaTpilo | KOHUEHTPYBaHHS OTpuManm
528mr cuporo npoaykty. MuTTEBa KONOHKOBa XpoMma-
Torpacis 3abesneunna suxig 300mr (64,4% ) BkazaHoi
CMONYKW Yy BUIMSAi CBITNO-KOPUYHEBOI TBEPAOI pevo-
BUHU.

MS m/e (%): 625 (M+H", 100).

Mpwknag 57

N-(3,5-6ic-tpucropmeTnn-6eH3nn)-N-metmn-6-
(4-[1,2,4]-okcagnaszon-3-inmeTun-ninepasuH-1-in)4-o-
TONiN-HIKOTMHaMIg,

Cymiw 200mr  (0,373wmomb)  N-(3,5-6ic-
TpucptopmeTnn-6eH3un)-N-metmn-6-ninepasuH-i-in4-
o-Tonin-HikoTMHamiga (Mpuknag 53), 66Mr
(0,56mmomb)  3-(xnopmeTnn)-1,2,4-okcagnasona i
62mr (0,45MMornb) kKapboHaTy Kanito B 4MI auLeToHIT-
puna nepemiwysBanu npu 45°C npotsrom 1r. i npu
KIMHaTHIn TemnepaTypi MpOTAroM Houi. PeakuinHy
cymiw posbasunu 10mMn BoaM i ekcTparysanu Tpboma
nopuiamu no 30mn guxnopmeTaHa. licnsa cywkn cy-
nbaToM HaTpito i KOHUEHTPYBaHHSA oTpuManu 244mr
cvMporo npoAykTy. MutTeBa KOMOHKOBa xpomaTorpa-
dis 3abe3neunna Buxig 80mr (34,7%) BkasaHoi cro-
NyKW y BUMAAI YepBOHO-KOPMYHEBOT TBEpOol peyo-
BUHU.

MS m/e (%): 619 (M+H", 100).

Mpuknag 58

N-(3,5-6ic-TpucropmeTnn-6eHann)-N-metmn-6-
[4-(5-0kco-4,5-gurigpo-1H-[1,2,4}-Tpnaszon-3-
inMmeTun)-ninepasuH-1-in}-4-o-Tonin-HikoTMHamig,

Cymiww 800mr (1,49Mmonb) N-(3,5-6ic-
TpUdgTopMmeTUn-6eH3nn)-N-meTmn-6-ninepasuH-i-in-4-
o-Tonin-HikoTMHamiga (Mpuknag 53), 296mr
(1,79Mmornb) N-kap6omeTokcu-2-
xnopaueTtamigpasoHa i 0,52vn (3,0mmornb) N-etun-
avisonponinamiHa B 14Mn aueToHiTpuna nepemilly-
Banu npu KiMmHaTHIN TemnepaTtypi npoTarom 2r. Peak-
UiiHy cymiw po3basunu 20mMn BoAW i ekcTparyBanm
TpboMa nopuisMm no 50mn anxnopmeTtaHa. O6'egHa-
Hi eKCTPaKTU BUCYLLMMM CYNbdaToM HaTPito i KOHLEH-
TpyBanu. 3anuwok posunHunu B 14mn QMO (gume-
mndopmamig), i poaanu 0,29mn (1,6mMmorns) N-etun-
AunisonponinamiHa. PeakuiHy cymill nepemiwysanu
NpoTAromM Houi. KoHUeHTpyBaHHS i Cylika nig Bakyy-

Mom 3abesneunnu Buxig 1,09r cuporo npoaykry.
MuTtTeBa KOMoOHKOBa Xxpomatorpadisi 3abesneuunna
Buxia 820mr (86,8%) BKkaszaHOi cronyku y BUMSAAI
CBiTNO-KOPUYHEBOT TBEPAOT PEYOBUHN.

MS m/e (%): 634 (M+H", 100).

Mpuknag 59

N-(3,5-6ic-TpudstopmeTnn-6eH3nn)-6-(4-dopmin-
ninepasunH-1-in)-N-veTtmn-4-o-tonin-HKOTMHaMmIA,

o cymii 0,089mn (1,7Mmorb) N,N-
anveTtvndgopmamiga i 38mr (0,56mMmornb) imigasona
no kpannuHax goganu 0,071mn (0,56mMmonb) Tpume-
TMNXnopcunaHa npu KimHaTtHin TemnepaTypi. Peak-
uinHy cymiw oxonogunm pgo 0°C i pgomann 0,10r
(0,19mmorb)  N-(3,5-6ic-TpucbropmeTnn-6eH3nn)-N-
MeTun-6-ninepasuH-1-in-4-o-tonin-HikoTnHamiga
(Mpwvknag 53). Buganumm kpwkaHy 6aHio i nepemiluy-
Banu Cymill NpOTAromM Houi. Peakujlo noracunu cymi-
wwto 2mn 1N BOAHOrO PO34YMHY CONSAHOT KUCIOTK i
4mn Boaw i ekcTparysanu cymiw etunauetatom. O6'-
€0HaHi eKCTpakTX BUCYLUMK CyrbdaToOM HaTpito i
KOHUeHTpyBanu. llicna MUTTEBOT KOMOHKOBOI Xpoma-
Torpadii otpumanu 81mr (82%) BkasaHoi Cnonyku y
Burnsai 6inoi TBEpAOi peyoBUHU.

MS m/e (%): 565 (M+H", 100).

Mpuknag 60

N-metun-N-(2-veTtnn-HadraneH-1-inmeTnn)-6-
MopdoniH-4-in-4-o-Tonin-HikoTMHamig,

a) N-meTnn-o-mopdoniH-4-in-4-o-tonin-
HiKOTUHaMIg

BkasaHy cnonyky oTpumanu y surnsagi 6pygHo-
6inoi TBepaoi peyvoBMHN, 3 NOPIBHAHHUM BUXOLOM, MO
MeToaMui, OnucaHin Buwe anst otpumanHs 4-{5-[(3,5-
Gic-TpudpropmeTnn-6eH3nn)-meTunkapbamoinl-4-o-
ToninN-nipnanMH-2-in}-ninepasnH-1-kapboHOBOT KUCNOTK
TpeT-6yTnnosoro edipy (Mpuknag 43, etan b), 3 Bu-
KOPUCTaHHAM MopdorniHa 3aMicTb 1-TpeT-
OyTokcukapOboHinninepasvHa.

MS m/e (%): 311 (M", 63).

b) N-memn-N-(2-metun-HadgraneH-1-inmetnn)-6-
MopdoniH-4-in-4-o-Tonin-HikoTMHamig,

BkasaHy cnonyky otpumanu y Burnsagi 6inoi ee-
PAOT Pe4YoBMHU, 3 NOPIBHAHHUM BUXOL4OM, MO MeETO-
avudi, onucaHin suwe ana otpumaHHa N-(3,5-6ic-
TpudpropmeTnn-6eH3un)-N-metmn-6-moponiH-4-n-
4-o-tonin-HikoTHamiga (Mpwknag 12, etan e)), 3 BU-
KOPUCTaHHAM 1-xnopmeTun-2-vetunHadgraneHa 3a-
MicTb 3,5-Gic-TpudtopmeTun-6eHannbpomiaa.

MS m/e (%): 466 (M+H", 100).

Mpwvknag 61

N-meTun-6-mopgoniH-4-in-N-HadraneH-1-
inMeTnn-4-o-Tonin-HikoTMHaMIg

BkasaHy cnonyky otpumanu y surnsai 6esbaps-
HOro B'SI3KOr0 Macna, 3 NopiBHAHHMMMW BUXO4AMU pe-
YOBMWH, NO METOAMLi, ONUCaHI BULLE AN OTPUMaHHS
N-memmn-N-(2- mMeTun-HadraneH-1-inmetnn)-6-
MoponiH-4-in-4-o-Tonin-HikoTMHamiga (Mpuknag
60), 3 BMKOpWCTaHHAM 1-xnopmeTunHadgTaneHa 3a-
MicTb 1-xnopmeTun-2-MeTunHadpraneHa Ha eTani b).

MS m/e (%): 452 (M+H", 100).

Mpuknag 62

N-(2-meTokcn-HadraneH-1-4nmetn)-N-metmn-6-
MopdoniH-4-in-4-o-Tonin-HikoTMHamig,

BkasaHy cnonyky otpumanu y surnsai 6esbaps-
HOro B'I3KOr0 Macna, 3 NOopiBHAHHMMUW BUXO4aMU pe-
YOBMWH, NO METOAML, ONUCaHIM BULLE AN OTPUMaHHS
N-metmn-N-(2-meTun-HadgraneH-1-inmetn)-6-
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MoponiH-4-in-4-0-Tonin-HikoTMHamiaa (Mpuknag
60), 3 BUKOPUCTaHHAM Toryon-4-cyrnbOHOBOT KUCIIO-
™ 2-meToKken-HadraneH-14nmMetnnosoro edipy 3a-
MiCTb 1-xnopmeTnn-2-veTunHadraneHa Ha eTani b).

MS m/e (%): 482 (M+H", 100).

Mpuknag 63

N-(2-meToken-6eH3un)-N-metnn-6-mopdoniH-4-
in-4-o-tTonin-HikoTMHamig

BkasaHy crnonyky otpumanu y Burnsiai 6e36aps-
HOro B'SI3KOro mMacna, 3 NOopiBHAHHMMUW BUXo4amMu pe-
YOBWH, NO METOAML, OMMCAHIN BULLE AN OTPUMaHHS
N-metun-N-(2-Meran-HadpraneH-1-inmeTnn)-6-
MopdoniH-4-in4-o-Tonin-HikoTuHamiga (Mpuknag
60), 3 BUMKOPUCTaAHHAM 2-MeTOKCU-OeH3unxnopuaa
3amicTb 1-xnopmeTunn-2-meTvnHadgTaneHa Ha etani
b).

MS m/e (%): 432 (M+H", 100).

Mpuknag 64

N-(5-xnop-2-meToken-6eH3nn)-N-vietnn-6-
MopdoniH-4-in4-o-Tonin-HikoTMHamig

BkasaHy cnonyky otpumanu y Burmsagi 6inoi tee-
pOoi pevYoBUHU, 3 MOPIBHAHHMMU BUXO4aMU PEYOBUH,
no MeToamui, OonucaHin Buwe Ans oTpumaHHsa N-
meTun-N-(2-meTun-HadraneH-1-inmeTn)-6-
MoponiH-4-in-4-o-Tonin-HikoTuHamiga (Mpuknag
60), 3 BMKOPUCTAHHAM 5-xnop-2-meToken-
6eHaunxnopuaa 3aMmicTb 1-xnopmeTnn-2-
MeTunHadraneHa Ha etani b).

MS m/e (%): 466 (M+H", 100).

Mpuknapg 65

N-(2-xnop-5-meTokcn-6eH3nn)-N-vietnn-6-
MopdoniH-4-in-<4-o-Tonin-HikoTMHamig

BkasaHy cnonyky otpumanu y Burmsgi 6inoi ee-
pOoi pe4YOBUHU, 3 NOPIBHAHHUMU BUXOaMU PEYOBUH,
no meToaumui, onucaHin Buwe Ans oTpumaHHs N-
MeTun-N-(2-meTtun-HadraneH-1-inmeTnn)-6-
MopdoniH-4-in-4-0-Tonin-HikoTMHamiaa (Mpuknag
60), 3 BUKOPUCTAHHAM 2-xrnop-5-meTokeu-
OeH3unbpomiga 3amicTb 1-xnopmeTnn-2-
MeTunHadpTaneHa Ha eTani b).

MS m/e (%): 466 (M+H", 100).

Mpuknag 66

N-meTun-6-mopdroniH-4-in-N-
neHTadgpropgeHinMmeTMn-4-o-Tonin-HkoTMHamMig

BkasaHy cnonyky otpumanu y Burnsgi 6inoi tee-
pOoi peYOBUHU, 3 MOPIBHAHHUMU BUXOAaMU PEYOBUH,
no meToauui, onucaHin Buwe AN oTpumaHHs N-
metun-N-(2-meTun-HadraneH-1-inmetmn)-6-
MopdoniH-4-in4-o-Tonin-HikoTuHamiga (Mpuknag
60), 3 BUKOPUCTaAHHAM 2,3,4,5,6-neHTadrop-
OeH3unbpomiga 3amicTb 1-xnopmeTnn-2-
MeTunHadpraneHa Ha etani b).

MS m/e (%): 492 (M+H", 100).

Mpuknag 67

N-meTun-6-moponiH-4-n-N-HadpraneH-2-
inmeTnn-4-o-Tonin-HikoTMHaMif

BkasaHy cnonyky otpumanu y Burmsgi 6inoi tee-
pOoi pevYOoBUHU, 3 MOPIBHAHHUMU BUXO4aMU PEYOBUH,
no MeToauui, OnucaHin Buwe Ans oTpumaHHsa N-
MeTun-N-(2-meTun-HadraneH-1-inmeTun)-6-
MopdoniH-4-in-<4-o-Tonin-HikoTuHamiga (Mpuknag
60), 3 BMKOpPUCTaHHAM 2-xnopMmeTun-HadraneHa 3a-
MiCTb 1-xnopmeTnn-2-veTunHadraneHa Ha eTani b).

MS m/e (%): 452 (M+H", 100).

Mpuknag 68

N-[2-meTokcn-5-(5-TpudptopmeTnn-tetTpason-1-
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in)-6eH3nn}-N-vetnn-6-vopdoniH-4-in4-o-tonin-
HikoTUHaMmipg,

BkasaHy cnonyky otpumanu y Burmsgi 6inoi tee-
PLOI peyvYoBMHU, 3 MOPIBHAHHMMY BUXO4AMU PEYOBMH,
no MeTtoguui, onucaHin Buwe Ans oTpumaHHa N-
MeTun-N-(2-meTun-HadraneH-1-inmeTnn)-6-
MoponiH-4-in-4-o-Tonin-HikoTuHamiga (Mpuknag
60), 3 BUKOPUCTaHHAM TONyon-4-CyrnbOHOBOT KMCHO-
™ [2-meTOoKCn-5-(5-TpudptopmeTnn-tetpason-1-in)-
deHin]-metnnosoro edipy 3amictb 1-xnopmeTun-2-
MeTunHadpTaneHa Ha eTani b).

MS m/e (%): 568 (M+H™, 100).

Mpuknag 69

N-(1,4-gumeTokcn-HadtaneHn-2-inmeTnn)-N-
MeTun-6-moponiH-4-in-4-o-Tonin-HikoTnHamig,

BkasaHy cnonyky otpumanu y Burmsiai 6e36ape-
HOro B'SI3KOro Macna, 3 NOopiBHAHHMMUW BUXO4aMU pe-
YOBMWH, NO METOAML, ONUCaHI BULLE AN OTPUMaHHS
N-metmn-N-(2-meTun-HadgraneH-1-inmetn)-6-
MopdoniH-4-in4-o-Tonin-HikoTuHamiga (Mpuknag
60), 3 BYKOPUCTaHHAM 2-xnopmeTun-1,4-oumeToKkcu-
HagTaneHa 3amicmb 1-xnopmeTnn-2-
MeTunHadraneHa Ha etani b).

MS m/e (%): 512 (M+H", 100).

Mpuknag 70

5’-(3,5-6ic-tpucpropmeTnn-6eH3un)-metmn-
kapbawmoin]-4'-o-tonin-3,4,5,6-TeTpariapo-2H-
[1,2']6unipnamHin-4-kapboHoBa kucnoTa

Cymiw 200mr (0,33vmornb) 5'-[(3,5-6ic-
TpudptopmeTnn-6eH3nn)-metmn-kapbamoinl-4'-o-
Tonin-3,4,5,6-tetparigpo-2H-[1,2’16unipnanHin4-
kapboHoBOi kMcnot eTunosoro edipy (Mpuknag 45),
10mn 1N BoAHOrO pO3uMHy rigpokcuay HaTpito i 10mn
MeTaHoNy nepemillyBany nNpu KiMHaTHIN TemnepaTypi
npoTarom Houi. lMicna npomuekn 2 nopuiamn etuna-
ueTtaty BOAHMI wap nigkucrmnm go pH 4 1N BogHuM
PO34YMHOM cOnsHOI kucrnotu. lMicna ekcTpakyii guxno-
pMeTaHOM, CYLWKW CyrbaToM HaTpito i MUTTEBOT KO-
NOHKOBOi xpomaTtorpadii oTpumanu 81mr (42%) Bka-
3aHoi cnonyku y Bumsgi 6inoi TBepaoi pevyoBuHN.

MS m/e (%): 580 (M+H™, 100).

Mpwvknag 71

N-(3,5-6ic-tpncropmeTnn-6eH3unn)-N-metmn-6-
[4-(1H-TeTpason-5-inmeTnn)-ninepasuH-1-in}-4-o-
TONiN-HiKOTUHaMIg,

Cymiw 0,10r (0,17mmornb)
TpUdTopMEeTUN-6eH3NN)-6-(4-LumaHomeTnn-
ninepasunH-1-in)-N-meTnn-4-o-tonin-HikoTMHamiga
(Mpwknag 55), 34mr (0,52mmornb) asugy HaTpito i
36mr (0,26Mmorb) TpueTunaMoHinxnopuga B 1mn 1-
MeTUn-2-NMpponigoHa HarpiBanu npv  3poLLyBaHHI
npotarom 2r. [icna oxonoaxyBaHHA A0 KiMHaTHOI
TemnepaTtypu goganu 6mn kpwkaHoi Bogn. Cymill
nigkmenunu 1N po3unHom consiHoi kucrnotv go pH 1-2
i ekcTparyBanu gmxiniopmeTaHoMm. lMicns cywkun ob'ea-
HaHUX EKCTPakKTiB CynbdaTOM HaTpilo, KOHLEHTPY-
BaHHSA i MUTTEBOT KOJSIOHKOBOI XpomaTorpadii oTpu-
Manu 95mr (88%) Bka3aHOT Cnonyku y BUrnsgi CBiTro-
KOPWYHEBOIT TBEPAOT PEHOBUHM.

MS m/e (%): 619 (M+H", 100).

Mpuknag 72

N-(6-6eHsinamiHo-4-0-Tonin-nipnanH-3-in)-2-(3,5-
bic-TpuropmeTnn-deHin)-N-metnn-isobytmpamia

a) 2-6eH3nn-N5-meTnn-4-o-tonin-nipuamMH-2,5-
anamiH

BkasaHy cnonyky otpumyBanu no metoaumui, onu-

N-(3,5-6ic-
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CaHin BuWe ANA CMHTE3y MeTun-(6-viopdoniH-4-in4-
o-Tonin-nipnaunH-3-in)-amiHa (Mpuknag 23, etan f).

MS m/e (%): 304 (M+H", 100).

b) BeH3nn-(5-vetTnnamiHo-4-o-tonin-nipuanH-2-
in)-kap6amiHoBoi KMcnoT! 6eHannoBui edip

Oo posumHy 2,03 (6,7mMmorb) N2-6eH3un-N5-
MeTun-4-o-Tonin-nipuavH-2,5-anamiHa 8 100mMn gmx-
nopmetaHa i 40mn N-eTunguizonponinamina npu 0°C
no KpannuvHax goganu posuuH 2,1mn (14,09mmors)
OeH3unxnopdgopmaTta B 50mn guxnopmeTtaHa. Nicns
MepemiwyBaHHSA NPOTAromM 2r. Npu KiMHaTHIA Temne-
paTypi peakuinHy cymiw npomunu Bogot (2x50mn),
CONbOBMM po3ynHOM (50Mn), Bucywmnu (cynbdgaTtom
MarHito) i Bunapunu. Micna xpomaTtorpadii 3armLKy
otpumanun 2,36r (80%) BkasaHoi cnonyku y BUrmsaAi
CBiTNO-KOopuuHeBux kpuctanis. T. nn. 110-112°C.

MS m/e (%): 438 (M+H", 100).

c) beHsun-(5-([2-(3,5-6ic-TpudtopmeTnn-ceHin)-
2-MeTUn-NponioHiN}-mMmeTnn-amiHo}-4-0-Tonin-nipuamH-
2-in)-kap6amiHoBoi kucrnoTn 6eH3nnoBun edip

Oo posunHy 1,075r (2,5Mmonb) 6eH3un-(5-
MeTunamiHo-4-0-Tonin-nipuavH-2-in)-kap6amiHoBoi
KncnoTn beHsunosoro edipy B 10Mn gmxnopmeTaHa i
1mn N-etunguisonponinamiHa npy 0°C no kpannuHax
pgopganm  po3uvH  1,15mMn (3,5Mmornb)  2-(3,5-0ic-
TpudptopmeTUn-eHin)-2-MeTMn-nponioHOBOI  KMCMO-
M xnopugy B 2Mn guxnopMeTaHa i nepemiluyBanu
cymil npoTsaromM 3r. Npu KiMHaTHIA TemnepaTypi. Pos-
YMH npoMum Bogok (20mMn), HacCMYEeHMM BOOHWUM
po34ynHoMm rigpokapboHaTta HaTpito (20mn) i conboBuM
po3unHoMm (20Mn), BUCYWUIMAK (CynbdaTOM MarHito) i
Bunapumu. lMicna xpomaTorpadii 3anuuky oTpumanm
1,15r (62%) BkasaHOi Cnomnyku y BWUMMALI XKOBTOrO
macna.

MS m/e (%): 720 (M+H", 100).

d) N-(6-6eHsinamiHo4-o-Tonin-ipunanH-3-in)-2-
(3,5-6ic-TpucpropmeTnn-deHin)-N-vetmn-
i306yTupamig

Oo posunHy 973mr (1,35mMmornb) 6eH3unn-(5-{[2-
(3,5-6ic-TpudropmeTnn-deHin)-2-MeTun-nponioHini-
MeTun-amiHo}-4-o-Tonin-nipuanH-2-in)-kapbamiHosoi
KncrnoTtn 6eHsunosoro edipy B 13mMn meTtaHona i 1mn
N,N-oumetundopmamiga gogam 40mr 10% nanagito
Ha aKTMBOBaHOMY BYTiNMi i rigporeHisysanu Ccymill
(npu KiMHaTHIN TemnepaTypi, 16ap) npoTarom 1r. ®i-
nbTpauieto kKaTanisaTtopa i BunapoBaHHAM inbTpaTy
oTpumManu 795mr (po3paxyHKOBO) BKa3aHOi CMOMYKN Y
BUMMSI4i )KOBTOro Macna.

MS m/e (%): 586 (M+H", 100).

Mpuknag 73

N-(6-amiHo-4-o-Tonin-nipnanH-3-in)-2-(3,5-6ic-
TpudpropmeTun-eHin)-N-metun-isobytmpamin

Po3uuH 750mr (1,28 Mmonb) N-(6-6eHsinamiHo-4-
o-Tonin-nipnaunH-3-in)-2-(3,5-6ic-Tpudropme Tnn-
deHin)-N-metnn-isobympamiga (Mpuknag 73, etan
d) B 25mMn 5N po3unHy CONsHOI KMCNOTU B eTaHorni
BUMApUIM 4O CYXOro CTaHy, a 3asmLLIOK PO34YIHUNN B
30mMn meTaHony i rigporeHisyBann B MPUCYTHOCTI
60mMr 10% nanagito Ha akTuBOBaHOMY Byrinni (nNpwu
KiMHaTHIn TemnepaTypi, 106ap) npoTtsarom 20r. Micns
GinbTpaLii kKaTanisaTtopa i BUNaproBaHHS PO3YNHHMKA
3anuwok posuvHunu B 30Mn etunauetarta, ABivi
NPOMUNN HAaCUYEHUM PO3YMHOM rigpokapboHaTa Ha-
Tpito i Bucywmnu (cynedatom Mmarsito). lMicna Buna-
ptoBaHHA po3umHy oTpumarm 514mr (81%) BkasaHoi
CMOMyKW y BUIMsAi CBITNO-KOPUYHEBUX KPUCTaTIB.

MS m/e (%): 496 (M+H", 100).

Mpuvknag 74

2-(3,5-6ic-TpudTopmeTUn-goeHin)-N-[6-
(aMmeTMnamiHo-MeTuneHamiHo)-4-o-tonin-nipuanH-3-
in)-N-meTtun-isobytmpamis

Jo posumHy 100mr (0,2mmornb) N-(6-amiHo-4-0-
TONiN-TPNANH-34n)-2-(3,5-6ic-Tpncpropme Tnn-cdeHin)-
N-metmun-43obytmpamiga (Mpwknag 73) B 4mn N,N-
onmetuncdopmamiga npu  0°C  pomanm  11wmr
(0,252mmornb) rigpuay HaTpito y Burnaai 60% gucne-
pcii B macni i nepemiwysanu cymiw npotarom 30xa.
6e3  oxonomkyBaHHsA. [loTim  pgoganu  28mr
(0,218mmornk) 6eH3oncynsdoHinxnopuga npu 0°C i
nepemillyBany pPo3yYnH MPOTATOM HOYi MpU KIMHATHIN
Temnepartypi. PeakuinHy cymill BUnmMnun y BOAY i eKc-
TparyBanu etunauetatom (3x10mn). O6'egHaHi ekcT-
pakTM npomurm Bogot (3x20mMn), CONbOBUM pO34U-
HOM (20mn), Bucywunu (cynbcpatoM MarHito) i
Bunapunu. lMicna xpomatorpadii 3anuvuKy oTpumani
51mr (46%) BkaszaHoi cnonyku y Burnsiai 6inoi niHu.

MS m/e(%): 551 (M+H", 100).

Mpvknaa 75

2-(3,5-6ic-TpudpropmeTun-deHin)-N-(6-
MeTaHcyrnbdoHinamiHo-4-o-Tonin-nipuamH-3-n) N-
MeTun-izobytmpamig

Jo posumHy 100mr (0,2mmornb) N-(6-amiHO-4-0-
Tonin-nipnauH-3-in)-2-(3,5-6ic-tpudpropmeTnin-
deHin)-N-metun-izobymmpamiga (Mpvknag 73) B 2vmn
nipuavHy goganun 27wmr (0,35Mmorne) MmeTaHcynbdo-
Hinxnopuaa i nepemiwysBany Cymill NPOTArOM HOMi
npu KiMHaTHIn TemnepaTypi. [licna BunaptoBaHHs
PO3YMHHMKA 3aMMLLIOK PO3YMHUIM B eTunaueTaTi, ABi-
Yi NPOMUIM HAaCMYEHNM BOOHVMM PO3YMHOM rigpokap-
6oHaTy HaTpilo, COMbOBMM PO3YMHOM | BUMCYLLMNU
(cynbdpatom marito). Micns xpomaTtorpadii 3anmLKy
oTpumanu 24mr (42%) BKas3aHOi CrMomnyku y BUIMAAI
6inoi niHn.

MS m/e (%): 574 (M+H", 100).

Mpuknag 76

N-(6-6eH3oncynbdoHinamiHo-4-0-Tonin-wpruanH-
3-in)-2-(3,5-6ic-TpudtopmeTnn-ceHin)-N-vietmn-
i300yTupamia

Oo posumHy 100mr (0,2mmornb) N-(6-amiio-4-o-
Tonin-nipnanH-3-in)-2-(3,5-6ic-tpudropmeTnn-
eHin)-N-meTnn-isobymmpamiga B 4mn guxnopmeTa-
Ha i 85Mr N-etungwuisonponinamiHa goganun 56mr
(0,436mMmonb) GeHsoncynbgoHINXxnopuaa i nepemi-
LyBanu Cymill NPOTArOM HOYi NpW KiMHATHIA Temne-
paTypi. PeakuiinHy cymiw ABiYi NPOMUMM HaCUYEHUM
BOAHUM PO34MHOM rigpokapboHaTty HaTpito i BUCYLLM-
nm (cynbgatom MarHito). Micna xpomatorpadii 3a-
nuwky otpumanu 26mr (28%) BkasaHOi Cnonyku y
BUMNAAI 6inoi niHW.

MS m/e (%): 634 (M-H, 100).

Mpwvknag A

Tabnetkn HacTymHOro cknagy BWUroTyBanu 3Bu-
YaliHUM cnocobom:

mr/TabneTtka
AxTMBHa peyoBuHa 5
JlakTo3a 45
Kykyp yassiHum kpoxmars 15
MikpokpucTaniyHa uentonosa 34
Cteapat marHito 1
Bara tabnetku 100

Mpuknag B
BuroTyBanu kancynu HacTyrnHoro cknagay:
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Mr/kancyna
AKTUBHa pedoBMHA 10
JlakTo3a 155
KyKyp yassiHui kpoxmars 30
Tanbk 5
Bara BmicTy kancynu 200

AKTUBHY PEYOBUHY, NAKTO3Y i KYKYPYA3AHUI KPO-
XManb croyaTtky 3millyBanu B 3millyBadi, a NoTiM B
apobapui. Cymiw noBepHynu B 3MmillyBay, goganu
TanbK i petensHo nepemicunu. Llielo cymiwwwo 3a
OOMOMOrO0 MalUMHKU 3anoBHUIM TBEPAi KENaTUHOBI
Kancynu.

Mpuknag C

BuroTyBanu cynos3mTopin HacTynHOro ckraay:

mr/cyn.
AKTUBHa pe4voBMHa 15
CynosutopuansHa maca 1285
3aranbHa Bara 1300

CynosuTtopuanbHy Macy po3nnaBunun B CKMsHIA
abo cTanbHil CyauHi, peTenbHO nepemicunu i oxono-
avnu o 45°C. Micna uporo gogany ToHKoaucnepc-
HUIM MOPOLLUOK aKTUBHOT PEYOBMHM i NepemillyBanm Ao
MNoro noBHoro gucnepryBaHHs. Cymiw sununun B ¢o-
pMU Ana Cyno3uTopiiB BiAMNOBIAHOIO Po3Mipy, 3anu-
UMM OXONOAKYBATUCS, NOTIM BUMHANN CYNO3UTOPIA
3 chopm i posdinbHO ynakysanu y Bockosui nanip ato
MeTaneBy onbry.

Komm'totepHa BepcTka O. [anoHeHko

MignncHe

Tupax 37 npvm.

MiHicTepcTBO OCBiTM i Hayku YKpaiHu
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