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(57) 1. 3amiweHi noxigHi 3-ankiniHgon-2-oHy 3aranb-
Hoi ®opmynu (1)
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R' asnsie coboro BOAEHb, ranoreH, ankin, wo cknaga-
€TbCs 3 1-7 aToMiB BYyrneLto;

R? i R® asnsie coboto BO[EHb;

R*e BOJHEM abo ranoreHom,

R® siBnsie coboto ranorex a6o TpudTOpMETUIT,

m no3Havae 4,

abo ix hapmMaueBTUYHO NPUIHATHI COMi MPUEAHAHHS
KUCMNOTWN.

2. ToxigHi 3-ankiniHgon-2-oHy 3aranbHoi ®opmynu
(I)1, ne

R’ € BogHem abo ranoreHom;

RZ, R®i R* osHauaoTb BO/JEHb;

R® siBnsie coboto ranore;

m siBnsie coboto 4,

i X dphapmaueBTUYHO MPUAHATHI COMi NPUEHaHHSA
KUCMOTMW.

3. 3-{4-[4-(4-xnopdeHin)ninepasunH-1-in]oyTnn}-6-
¢TOop-1,3-aurigpo-2H-iHaon-2-oH i 1oro dapmaves-
TUYHO NPUAHATHI CONi MPUEQHAHHSA KUCIOTW.

4.  3-{4-[4-(4-dbTOpdeHin)ninepasunH-1-in]6yTnn}-1,3-
aurigpo-2H-iHaoon-2-oH i oro dapmaueBTUYHO npu-
NHATHI coni NpueaHaHHA KUCNOTHN.

5. 3-{4-[4-(4-xnopdpeHin)ninepasuH-1-in]6yTnm}-1,3-
aurigpo-2H-iHoon-2-oH i oro gapmaueBTUYHO npu-
WHATHI coni NpueaHaHHSA KUCNOTHU.

6. 3-{4-[4-(3-xnopdpeHin)ninepasunH-1-in]oyTnm}-1,3-
aurigpo-2H-iHoon-2-oH i oro gapmaueBTUYHO npu-
WHATHI coni npueaHaHHA KUCNOTHN.

7. 3-{4-[4-(3-xnopdeHin)ninepasunH-1-in]oyTnn}-5-
meTtun-1,3-gurigpo-2H-ingon-2-oH i oro capmaues-
TUYHO MPUAHATHI CONi NPUEQHAHHS KUCIOTW.

8. 3-{4-[4-(4-xnopdeHin)ninepasuH-1-in]oytnn}-5-
meTtun-1,3-gurigpo-2H-ingon-2-oH i oro capmaues-
TUYHO MPUAHATHI CONi NPUEQHAHHS KUCIOTW.

9. 3-{4-[4-(4-xnop-3-TpudTopmMeTUndeHin)ninepasuH-
1-in]oytvun}-1,3-gurigpo-2H-iHgon-2-oH i noro dap-
MaUEeBTUYHO NPUNHATHI CONi NPUEAHAHHS KNUCMOTW.
10. ®dapmaueBTUYHA KOMMO3ULiS, WO MICTUTb SK ak-
TUBHUI KOMMOHEHT LLOHaNMeHLLE CNomnyKy 3ararnbHoi
dopmynu (1) abo ii hapmaLeBTUYHO NPUNHSITHY Cinb
NpuegHaHHS KACMoTK 3a Oyapb-akmum 3 nn. 1-9 B cymiwi
3 ogHUM abo Ginblue 3a3BM4ai BXMBaHWM HaMoOBHIO-
Bavem abo AOMNOMIXKHOI PEYOBUHOIO.

11. ®dapmaueBTMyHa Komno3uuisa 3a n. 10, AKy 3acTo-
COBYIOTb ANs MiKyBaHHSA i NpodinakTuku nopyLleHb
LleHTpanbHOI HepBOBOI CUCTEMM, 30Kpema Aenpecil,
TPUBOXHOCTI, HAB'A3NUBMX CTaHiB, NaHiYHOro posna-
4y, couianbHoi ¢obii, wm3odpeHii, po3nagiB Ha-
CTPOIO, MaHii, MOripLEHHA pO3yMOBMX 34iGHOCTEN,
yoapy, BiOMWpPaHHSA KNiTMH B NEBHUX AiNsiHKax
LleHTpanbHOI HePBOBOI cUCTEMU, HerpoaereHepadii 3
nofanblMM MOrpLIEHHsIM  PO3yMOBUX 34ibHOCTEN,
XBOpoOU AnbLureriMepa, OeMeHUii, nocTTpaBmMaThy-
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HWX 3axBOPKOBaHb, CTPecy, MNOpYyLEeHb CepLeBo-
CYOMHHOI CUCTEMM, 30Kpema rinepTeHaii.

12. Cnoci6 opepxaHHs cnonyk 3araneHoi dopmynu
(1), po3kputnx B N. 1, NpK SSKOMY 3[JIACHIOTb

a) peakuito cnonyku 3aransHoi ®opmynu (11)

R1
CH L

N )
R? |

R ()
e L o3Havae rigpokcun,
3 apuncynb@oHinxnopugom abo niHiiHum abo posra-
NY>XEHUM ankincynbgoHinxnopuaom, Wwo mictute 1-7
aToMmiB BYrneLto, y NPUCYTHOCTI OpraHiyHOI OCHOBM, i
peakuilo OTpPMMaHoi TakuM crnocobom crnomnyku 3ara-
nbHoi Popmynu (Il), ge L € apun- abo ankincynbdo-
HINOKCUrpynoto, 3 NoxXigHUM nipuanHy 3aransHol do-
pmynu (l11)

R4

R5
Y
HN\)
, ()
ne R*iR® BiANOBIAalTb HAa3BaHNM BULLE,
y NPUCYTHOCTI areHTa, LU0 3B'A3ye KUCMoTy , abo
6) peakuito cnonyku 3aransHoi Popmynu (V)
R1

N (@)
R2
R3
1 p2; o3 - (V)
ne R, R i R” BignosigaoTb Ha3BaHUM BuLLE,
i3 cnonykoto 3aranbHoi Popmynu (V1)
R4

R5

Y

L oH ):N

2 , (V1)

ne R4, R®im BiAMNOBIgAOTb Ha3BaHMM BULe, a L €

ankincynb@oHinokcn- abo  apurncynbgOoHINoKcurpy-
noto abo aToMOM ranorexy,

Y NPUCYTHOCTi CUMbHOI OCHOBMW.
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13. 3actocyBaHHs noxigHux 3-ankiniHgon-2-oHy 3a-
ransHoi ®opmynu (1) 3a 6ygb-Akum 3 nn. 1-9 Ak niki..
14. Cnoci6 ogepxaHHs chapmaLeBTUYHOI KOMNO3uLii
ans  nikyBaHHs abo npodinakTMkM - MopyLUEHb
LleHTpanbHOI HEPBOBOI CUCTEMMU, 30Kpema Aenpecii,
TPUBOXHOCTI, HaB'A3NMBUX CTaHiB, NaHiYHOrO posna-
4y, couianbHoi o6ii, wmnsodpeHii, posnagiB Ha-
CTPOtO, MaHii, MOripLWEeHHA pO3yMOBUX 34iOHOCTEN,
yaapy, BiAMUWpaHHSA KNiTMH B MNEeBHUX AinsiHKax
LleHTpanbHOI HepBOBOI CUCTEMU, HerpoaereHepadii 3
nodanblMM MOTPLIEHHSIM  pO3yMOBUX  3AiGHOCTEN,
XBOpoOu AnbureriMepa, AeMeHUii, nocTTpaBmaThy-
HUX 3axBOPKOBaHb, CTPecy, MNOpYyLIeHb CepLeBo-
CYOWHHOI cuUCTeMU, 30Kpema rinepTeHsil, npu skomy
3MilLYIOTb LLOHaWMeHLWe OAHY CromnyKy 3aranbHol
dopmynu (1) 3a 6yab-akum i3 nn. 1-9 abo ii dapma-
LEBTUYHO MPUAHATHY Cifb MPWEAHAHHA KUCMOTU 3
¢apmMaLeBTUYHUM HOCIEM i, MOXIUBO, iHLIOK AO0MOo-
MDKHOIO PEeYOBMHO | NePETBOPIOIOTL CYMilll Ha rane-
HOBY popmy.

15. 3acTtocyBaHHs cnonyk 3araneHoi ®opmynu (1) abo
X hapmaueBTUYHO MPUAHATHUX COMNEen NPUEAHAHHS
Kncnotn 3a 6yab-akum i3 nn. 1-9 ana BuMpoGHMLTBA
nikis, NpuaaTHUX Ans nikyBaHHs abo npodinakTukn
nopyLleHb LieHTparnbHOi HEPBOBOI CUCTEMMU, 30Kpema
aenpecii, TPUBOXKHOCTI, HAB'A3NMBUX CTaHIB, NaHI4YHO-
ro posnagy, couiansHoi ¢obii, wusodpeHii, po3naais
HaCTPOIO, MaHii, NoripLeHHs po3ymMoBUX 34ibHOCTeN,
yaapy, BiAMUpaHHS KMiTMH B MEeBHWUX AinsHkax
LleHTpanbHOI HepBOBOI cUCTEMU, HerpoaereHepadii 3
nofanblMM MOTipLIEHHSIM  PO3yMOBUX  3aiGHOCTEN,
XBOpoOu Anburerimepa, AeMeHUii, NnocTTpaBmaThy-
HUX 3axBOPKBaHb, CTPecy, MNOpYyLIEeHb CepLeBo-
CYOWHHOI CUCTEMU, 30Kpema rinepTeHsii.

16. Cnoci6 nikyBaHHA i npodinakTykn nopyLleHb
LleHTpanbHOI HepBOBOI CUCTEMM, 30Kpema Aenpecil,
TPUBOXHOCTI, HAB'A3NUBMX CTaHiB, NaHiYHOro posna-
4y, couianbHoi ¢obii, wm3odpeHii, posnagiB Ha-
CTPOtO, MaHii, MOripLEeHHA po3yMOBMX 34iGHOCTEN,
yaapy, BiAMUpaHHS KMiTMH B MEeBHUX AinsHkax
LleHTpanbHOI HEPBOBOI cUCTEMU, HerpoaereHepalii 3
nofanblMM MOTipLIEHHSIM  PO3yMOBUX 34ibHOCTEN,
XBOpoOu AnbLurerimMepa, OeMeHuii, nocTTpaBmaThy-
HWX 3axBOPKOBaHb, CTPecy, MNOpYyLEHb CepLeBo-
CYOVHHOI cucTeMu, 30Kpema rinepTeHsil, npu sikomy
BBOAATb MauieHTy, WO notpebye Takoro nikyBaHHS,
edekTuBHY A03y dapMaLeBTUYHOI KOMMOo3uLii, Lo
MiCTWUTb LLIOHaNMEHLLIE OOHY CMONyKy 3a Oyab-sikKnM i3
nn. 1-9 3aransHoi ®opmynu (1) abo ii dbapmaueBTny-
HO MPUMHSTHY CiNb NPUEQHAHHSA opraHiyHoi abo Heop-
raHi4yHOI KUCIOTMW.

BuHaxig BigHOCUTLCS OO HOBUX 3aMilLleHUX MoXi-
OHUX IHOON-2-0HY Ta IXHIX hapMaLeBTUYHO NPUAHAT-
HUM CONSAM MPUEOHAHHST KACMOTK, @ TaKoX A0 Crnoco-
Oy opepaHHS 3a3Ha4YeHMX cronyk. BuHaxig Takox
BKMOYae papMaueBTUYHI KOMMO3ULi, WO MiCTATb

3a3HayeHi HOBi NOXiAHI iHAOM-2-OHY i 3acTOCyBaHHSA

LMX CNOMyK Ans NiKyBaHHS 3aXBOPHOBaHb.
KoHkpeTHilwe, faHui BuHaxig4 BigHOCUTLCA 00

noxigHux iHoon-2-oHy 3aransHoi ®opmynu (1),
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ne R' i R? HesanexHo sSBMsOTL COBO BOOEHb,
ranoreH, ankin, wo mMae Big 1 oo 7 atomMiB Byrnewto,
arnkokcu, Wwo mae Big 1 go 7 atomie Byrneut, abo
TpudTOopMeETU;

R® siBnsie co60io BoAEHb;

R* i R® HesanexHo ABnsOTb coBOK BOJAEHb, ra-
noreH, TpudTopMeTun abo niHiiHWiA abo posranyxe-
HUI ankin abo ankokcu, Wo mae Big 1 oo 7 aTomiB
Byrneut, m-ue 1, 2, 3 abo 4,

Ta iXHi hapmaueBTUYHO MPUNHATHI coni npuea-
HaHHS KUCMOTW.

MateHT CLUA Ne4452808 poskpusae BUGIpHY Do.
peuenTopHy akTUBHICTb MOXigHWX  4-amiHoarkin-
iHoon-2-oHy. Lli cnonyku moxyTb GyTv BUKOpUCTaHI
Ans nikyBaHHs rinepTensii. OgHa i3 cnonyk, onMcaHux
y LbOMy NaTeHTi, 3aCTOCOBYETLCS B Tepanii XBopobu
MapkiHCOHa.

€ponericbkmin nateHT Ne281309 poskpuBae, Lo
noxigHi iHOON-2-oHy, $IKi MalTb apurnninepasuHin-
ankinbHUA 3aMiCHUK Y 5 NONOXEHHi, MOXYTb 3aCTOCO-
BYBaTUCS Ons NiKyBaHHA ncuxonaTtuyHmx ctaHis. Oa-
Ha i3 Cnonyk, onucaHux y UbOMy naTeHTi, a came 5-[2-
[4-(1,2-6eH3ncoTiason-3-in)-1-ninepa3uHin]-eTnn]-6-
xnop-1,3-aurigpo-2H-iHgon-2-iH, die Wwnaxom B3ae-
mogil 3 Dy, 5-HT1a Ta 5-HT, peuentopamu i Bukopuc-
TOBYETLCA B KMiHIYHIA NpakTULi SK aHTUncuxonaTuyHi
niKkw.

€ponevicbknin nateHT Ne376607 poskpuBae, Lo
noxiaHi iHOoM-2-oHy, 3aMmiweHi B 3-OMy MOSIOXEHHI
ankinninepasvHin-apunbHOI FPynoto, WO BUSBNSAIOTb
CBOI aKTUBHICTb Yepe3 B3aemogito 3 5-HT1a peuen-
Topamu, 3acTOCOBYIOTbCA AN NiKyBaHHA XBOPOO
LleHTpanbHOI HEepBOBOI CUCTEMM.

Y WO 98/008816 poskpuBatoTbCsi NOXigHi iHAON-
2-0Hy, WO MICTATb 3aMillleHi rpynu ankinninepasuHin,
ankinninepnguHin abo ankinuuknorekcun y 3-omy
nonoxeHHi. Lli cnonykn maloTb NCUXOTPOMHY akTuB-
HiCTb. Y UbOMY MaTEeHTi HiYOro He roBOPUTLCHA NPO
MexaHi3M BMAMBY 3a3Ha4yeHuX Cnomyk, a sik obnactb
3aCTOCYBaHHs1 BKa3ylOTbCsl TifbKv Aenpecis i TpPMBOX-
HiCTb.

[MpucKopeHHs TexHiKo-coLianbHOro pPo3BUTKY B
ABaJuUATOMY CTONITTi 3MYyLLY€E NIOAUHY 3HaXOAMTUCS B
CTaHi NOCTINHOI aganTauii, Wo, Npy HecnpuUATIUBUX
obcTaBMHax, Moxe NpMBECTM A0 ajanTauiHuX no-
pyweHb. lMopylweHHs aganTauii CTBOPHOIOTL NOrposy
PO3BUTKY 3aXBOPOBaHb MEHTarbHOro i NCUXocomaTu-
YHOIO MOXOMKEHHS, TaKuUX SIK aHKCIONMITUYHWUA CUHA-
poM, CTpec, genpeciq, WM30gpeHia, 3axBoproBaHHA
OpraHiB YyTTH, LUNYHKOBO-KWLLKOBOrO TPakTy, cepue-
BO-CYAWHHOI CUCTEMM | CEKPETOPHMX OPraHiB.

Ona nikyBaHHA Has3BaHMX BMLLE 3aXBOPIOBaHb
AyXe LUMPOKO 3acToCoByBanucs npenapatu, Wo Ai-
10Tb Ha GeH3ogiaseniHoBY cucTemy (Hanpuknag, gia-
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3enam) abo Ha ueHTpanbHi 5-HTia peuenTtopu (Ha-
npuknag, OycnipoH, uunpaswgoH). [pu nikyBaHHI
NCUXOCOMaTUYHNX 3aXBOPIOBAHb aHKCIOMITUKM 4acTo
3'eQHyI0Tb i3 NpenapaTtamu, WO BOMOAI0Tb aHTurine-
PTEH3MBHOO (LLO AitoTb Ha o1 abo a2 peuenTtopu) abo
NPOTMBMPA3KOBOLO Aieto (aHTaroHicTn Hi.peuenTopa).

AHkcioniTkn 6eH3odiaseniHoBOro psgy BUKIU-
KalTb, NpOTe, AesKi HecrnpuAaTnMBi NoOiYHI edekTn.
BoHu BOMOOjl0OTb CUIBbHOK CedaTUBHOK Ai€to, 3HU-
XYIOTb 34aTHICTb KOHUEHTpaUil i noripwytoTe naMm'aTb,
BOMOAjl0Tb po3crabnooumm M'asm edektoMm. HasaBHi
y NpoAaxy aKTUBHI peyoBUHU, LLO BOMOAiOTb aHKCio-
niTnyHoto Adieto (BycnipoH, BMBipHWUIA iHriBiTOp 3BOPOT-
HbOro 3axonfieHHs CepoToHiHy, SSRi's) BuABNAOTL
aKTUBHICTb Tinbkn yepes 10-14 gHiB nicns nodatky
nikyBaHHs. Kpim TOro, y nodatkoBomy nepiodi BBe-
OEHHA nikiB, CnocTepiraeTbCs aHKCIOreHHUn edekT.
Taki NobiyHi edpekT HeraTMBHO BMNMMBAKOTb Ha SKICTb
XWTTS NauieHTiB, i Le 3BYXye obnacTb 3acTOCyBaHHS
nofibHux nikis.

KpiMm cTpecy, BUKNMKaHOro apantauielo A0 Ha-
BKOMULLHBLOTO CepedoBuLLa, Cepo3Ho npobnemoto
Cy4acHOro CycninbCcTBa € LUBMAKE CTapiHHA Monyns-
uii. 3aBOskM ycnixam cy4acHoOi MeauuMHK, cepeaHs
TpuBanicTb XUTTA 36inblnnacs, i cTpubkonogibHo
3pocra KifbKiCTb 3aXBOPOBaHb, MOB'A3aHNX i3 CTapiH-
HsiM abo Takux, L0 PO3BMBAOTLCA B MOXUIIOMY Billi,
30Kpema, MCUXiYHNX 3axBOpoBaHb. JlikyBaHHS XBOpPO-
6u Anburenmepa, MynbTUIHAPKTHOI AeMeHLii, cTa-
peyoro crnaboymcTBa cTano couianbHOK NpobnemMoto.

MepepaxoBaHi 06CTaBMHM CTBOPIOIOTL FOCTPY MO-
Tpeby B HOBMX i eheKTUBHMX npenapaTtax, o 3abes-
neyvytoTb Oinbl edekTUBHE NikyBaHHS NoAibHuX 3a-
XBOPIOBaHb, HiX NpenapaTu, AOCTYMHI B A4aHWU Yac.

MerToto gaHoro BuHaxody € po3pobka dapmatie-
BTMYHUX CMOMNYK, LLO BOMOAit0Tb GinbLUO edeKTUBHI-
CTHO, HiX Ti, LLIO 3aCTOCOBYOTbCS B J@aHWI Yac, no3ba-
BMEHNX MepepaxoBaHMX BULLE HEOOoNiKiB i MobGiYHuX
edexTiB i, y TOM e yac, Wo nigxoaaTb Ans NiKkyBaHHA
i NpoiNakTUKM 3aXBOPHOBaHb LieHTpanbHOI HEPBOBOI
cucTemMu i cepLeBO-CyANHHOI CUCTEMU.

BuHaxig 3acHoBaHWiA Ha HenepenbadeHoMy Bif-
KPUTTI TOro, IO 3aMilleHi noxigHi iHaoon-2-oHy 3ara-
nbHoi ®opmynu (1), Ha BigMiHY Big NonepeaHix cnonyk
nogibHoi cTpykTypn, Aobpe 3B'A3ytoTbea Ak 3 5-HT,
TakK i3 a4 peuenTopammn 1 edPeKTUBHO iHribyoTb CuHa-
nTocoMaribHe 3BOPOTHE 3aXOMSfIEHHS CEPOTOHiHY.
TaknuM YMHOM, MOXHa OuiKyBaTW, LLO 3aCTOCOBYBaTM
iX MoxHa Oyae Ons nikyBaHHSA 3axBOPHOBaHb SK
LeHTpanbHOI HepBOBOI CUCTEMW, TaK i cepueBo-
CYOVHHOI CUCTEMMU.

BignoBigHo oo mMeTu gaHoro BuHaxody po3pob-
neHi HoBi 3aMilleHi MoxigHi iHOON-2-OHYy 3ararnbHol
(DOpM¥J'IM (N, ne

i R® He3anexHo sIBMsioTb COBOI0 BOfEHb, ra-
NOreH, ankin, Wwo MicTuTb 1-7 aTtoMmiB ByrmneLto, anko-
Kcu, Wwo mictute 1-7 aTomiB Byrneuto, abo TpudTop-
mMeTuT;

R® 03Hauae BoAeHb;

R* i R® HesanexHo sBNsOTL coBoK0 BOAEHb, ra-
noreH, TpucptTopmeTun, abo niHinHMIA abo posranyxe-
HWUIA ankin abo ankokcu, Wo MicTMTb 1-7 aToMiB BYr-
neuyo,

m-ue1, 2 3abo4,
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Ta ixHi dapMaueBTUYHO MPURHATHI coni npuea-
HaHHS KUCMOTW.

TepMiH «ankin», BUKOPUCTOBYBaHWUA TYT, MNO3Ha-
Yae npamMMn abo posrany>keHU faHLor HaCUYeHUX
BYrNeBOAHEBMX rpyn, WO MiCTUTb 1-7, nepeBaxHO 3
1-4 aTomiB Byrneuw, (Hanpuknag, metwun, etun, 1-
nponin, 2-nponin, H-6ytun, i306yTnn abo TpeTbyTun
rpynui T.4a.).

Mig TepMmiHOM «ranoreH» MarTbCHa Ha yBasi aTo-
Mu dTopy, Xnopy, 6pomy i riogy, NnepeBaxHO XIopy i
6pomy.

BioxiaHa rpyna moxe OyTu ankincyrnbdoHinokcu
abo apuncynbOHINOKCK [pyno, Hamnpuknag, me-
TuncynboHinokcn abo  n-TonyoncynbdOHINoKCcH
rpynoto, abo aToOMOM ranoreHy, nepesaxHo Gpomy
abo xnopy.

TepMiH «dapmaLeBTUYHO NPUAHATHA Cinb Npwu-
€4HaHHS KMCMOTU» BiAHOCUTBCA [0 HETOKCUYHUX CO-
nen cnonyk 3araneHoi ®opmynu (I), yTBOpeHux i3
dapMaLeBTUYHO MNPUAHSATHUMU  OpraHiyHuMK  abo
HeopraHiyHMMK Kucrnotamu. HeopraHiyHMMK Kucno-
Tamu, WO NigxoaaTb Ans yTBOPEHHS COMen, €, Hanpu-
Knag, consiHa, 6poMoBoaHeBa, dhocdopHa, cipyaHa
abo a3oTHa. Ak opraHiyHi KMCNOTU MOXYTb OyTW Bu-
KOpUCTaHi MypalumHa, ouToBa, NponioHoBa, ManeiHo-
Ba, ¢pymapoBa, OypwiTMHOBA, MOMoYHa, s6nyYHa,
BMHHA, NIMMOHHA, ackopbiHoBa, ManoHoBa, LiaBere-
Ba, MurganbHa, rmikonesa, granesa, 6eH3omncynb-
¢oHoBa, M-TonyoncynbgoHoBa, HadTOMHa, MeTa-
HCYynbdOHOBA. Kpim Toro, kapboHaTn i
rigpokapboHaTV TakoX po3rnsgalnTbes Sk dapmaue-
BTUYHO MPUNHSATHI COni.

Ho nigrpynu cnonyk 3aransHoi ®opmynu (1), wo
BOMOAIOTb LiHHUMM d.)apMaLl,eBTVILIHVIMI/I BMacTMBOC-
TSIMM, BIJHOCSTLCS cronyku, y sikux R' nosHauae Bo-
A€Hb, ranore, ankin, wo mictutb 1- 7 aToMmiB Byrne-
Lo; R? R no3Ha4yarTb BOAEHb; R* - BoAeHb abo
ranoreH; R® nosHauae ranoreH, m osHavae 4; Ta ixHi
dapMaLeBTUYHO NPUNHATHI COoMi NPUEQHaHHA KNUCIO-
™.

[o iHwoi nigrpynu ecpekTMBHUX cnonyk 3araan0|
®dopmynu (1) BigHOCATLCS CI'IOJ'IyKI/I y FlKI/IX R' nosHa-
yae Bop,eHb abo ranoren; R R® i R* nosHauaoTh
BOAEHb; RS- ranoreH; m - ue 4, Ta IxHi hapmaueBTn-
YHO NPUNHATHI COMi NPUEOHAHHSA KUCNOTMW.

OcobnmBo edeKTMBHUMKU MNpeacTaBHUKaMy Cno-
nyk 3araneHoi ®opmynu (1) € HacTynHi noxigHi: 3-{4-
[4-(4-xnopdeHin) ninepasuH-1-in]-6ytun}-6-gtop-1,3-
avrigpo-2H-iHgon-2-oH, 3-{4-[4-(4-[4-dTOpdeHin)-
ninepaawH-1-in]-6ytun}-1,3-gurigpo-2H-ingon-2-oH, 3-
{4-[4-(4-xnopdpeHin)-ninepasuH-1-in]-6ytun}-1,3-
aurigpo-2H-inaon-2-oH, 3-{4-[4-(3-xnopdpeHin)-
ninepaawH-1-in]-6ytun}-1,3-gurigpo-2H-iHgon-2-oH, 3-
{4-[4-(3-xnopdeHin)-ninepasuH-1-in]-6yTnmn}-5-meTun-
1,3-gurigpo-2H-iHgon-2-oH,  3-{4-[4-(4-xnopdeHin)-
ninepasuH-1-in]-6ytun}-5-metun-1,3-gurigpo-2H-
iHoon-2-oH, 3-{4-[4-(4-xnop-3-TpudTopMeTnndeHin)-
ninepasun-1-in}-6ytun}-1,3-gurigpo-2H-iHaon-2-oH,

Ta iXHi hapmMauLeBTUYHO MPUAHATHI CONi NPUELHAHHS
KMCIoTHW.

3rigHO e OoJHOro acnekTy AaHoro BuHaxody
po3pobneHnii cnocibé opepXaHHa Ccrnomnyk 3aranbHoi
®opmynu (I) Ta ixHiX dapmMaLeBTUYHO MNPUNRHATHUX
conen NpueaHaHHA KUCMOTH, WO BKIOYaE

(a) peakuito cnonyku 3aransHoi @opmynu (I1),
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Ae L nosHavae rigpokcu, 3 apurncyrnbgoHin xro-
pugom abo niHinHMM abo po3rany>KeHUM ankincynb-
poHinxnopmaom, Wo MicTutb 1-7 atoMiB Byrnewto, y
NPUCYTHOCTI OpraHiYHOT OCHOBM, | peakLito oTpUMaHol
B Takui cnocib ximiyHoi cnonyku 3araneHoi ®opmynu
(), ge L o3Havae apun- abo ankincynbdoHinokcy, 3
noxigHum ninepasuny 3aransHoi opmynu (1),

)

neR™i R® BiANOBIAalTb HAa3BaHUM BULLE,
y NPUCYTHOCTI areHTa, LU0 3B'A3ye KUCMoTy, abo
(6) peakuist KoMmrnoHeHTa 3aransHoi ®opmynu (V),

[\“‘
P
|
R3
ne R’ ,R2 i R® BiAMNOBIAAOTb Ha3BaHUM BULLe, i3
cnonykoto 3aransHoi ®opmynu (VI),
R‘t

V)

RS %

|/\
~ (CHz)m'N\)

ne R4 R®im BiANOBIAAl0Tb Ha3BaHUM BuLle, L -
BiAxigHa rpyna y npucyTHOCTI CUIbHOI OCHOBM.

Cnonykn 3aranbHoi ®opmyrm (1), ae R'-R®
BiJNoBigaloTb HasBaHWM BuULLE, MOXYTb OyTu OTpl/I-
MaHi 3aBAAKM peakuii cnonyku 3aranbHoi Popmynu
(I, pe R -Rim BignoBiaaoTb Ha3BaHMM BULE, a L -
BigxigHa Jpyna i3 crnonykamu 3aranbHoi ®opmynu
(1, ne R*iR® BiANOBIAAOTb HAa3BaHUM BuLLIE, Bigno-
BiAHO 0O MeToAiB, onucaHux B nitepatypi [Houben-
Weyl: Methoden der organishen Chemie, Georg
Thieme Verlag, Stuttgart, 1992, ed. 4, vol E16d
(ed.:D. Klamann); R.C. Larock: Comprehensive
organic Transformations, ed. 2, John Willey & Sons,
New York, 1999, 789; D. A. Walsh, Y-H. Chen, J.B.
Green, J.C. Nolan, J.M, Yanni J. Med. Chem. 1990,
33, 1823-1827].

Y npoueci ogepxaHHa cronyk 3aransHoi dopmy-
nm (II) yTBOpeHHs 3amicHUKIB MOXe OyTu 3pobneHo B
[OOBINbHIA MNOCNIAOBHOCTI, BIAMNOBIAHO A0 MeETOAIB,
onucaHux y nitepatypi. JouineHo ogepxyBaTu cro-
nyku 3aransHoi ®opmynu (1) wnsxom peakuii cnony-
Kn 3aransHoi Popmynu (IV),

L-(CH2)m-L (IV)

ge L i m BignosigaoTb HasBaHuUM BuLe, L € rpy-
not, WO BigxoauTb, abo rpynoto, wo Moxe bytu ne-
peTBOpeHa B Taky, LU0 BI,EI,XO,D,VITb i3 cnonykoto 3ara-
nbHoi ®opmynu (V), ae R" R® Bignosipatots
Ha3BaHUM BuLle, Lo Oynu cMHTE30BaHi BiNOBIAHO
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[0 meToais, onucaHux y nitepatypi [Houben-Weyl:
Methoden der organischen Chemie, Georg Thieme
Verlag, Stuttgart, 1977, ed. 4, vol. V/2b; AR.
Katritzky, Ch.W. Rees: Comprehensive Hetero-cyclic
Chemistry, ed. 1, Pergamon, Oxford, 1984, vol. 4.
(ed.: C.W. Bird, G.W.H. Cheeseman), 98-150 and
339-366; G.M. Karp Org. Prep. Proc. Int. 1993, 25,
481-513; B. Volk, T. Mezei, Gy. Simig Synthesis
2002, 595-597; A.S. Kende, J.C. Hodges Synth.
Commun. 1982,12,1-10, B. Volk, Gy. Simig Eur J.
Org. Chem. 2003, 18, 3991-3996].

Cnonyku 3aransHoi ®opmynu (1), ge R'-R® i m
BiJNoOBigaloTb Ha3BaHNM BULLE, TaKOX MOXyTb OyTu
OTpUMaHi B pe3ynbTaTi peakLuii Cronyku 3aranbHol
Dopmynu (V), oe R'-R® BignosigatoTb HasBaHUM Bu-
e, i3 cnonykoto 3aranbHoi ®opmynu (VI), ge R*:-R®
Ta iH. BignoBsigaloTb HasBaHuUM Buule, L - BigxioHa
rpyna 3rigHO onucaHum y nitepatypi metogam [R.J.
Sundberg: The chemistry of indoles, Academic Press,
New York, 1970, chapter VII.; A.R. Katritzky, Ch.W.
Rees: Comprehensive Heterocyclic Chemistry, 1%t
Edition, Pergamon, Oxford, 1984, vol. 4 (ed.: C.W.
Bird, G.W.H. Cheeseman), 98-150 and 339-366; G.M.
Karp Org. Prep.Proc. Int. 1993, 25, 481-513; A.S.
Kende, J.C. Hodges Synth. Commun. 1982; 12; 1-10;
W.W. Wilkerson, A.A. Kergaye, SW. Tarn J. Med.
Chem. 1993, 36, 2899-2907].

Cnonykn 3aranbHoi ®opmyrm (1), ae R™-R® i m
BiANOBIgal0Tb Ha3BaHWM BHULLE, TaKOX MOXYTb 6¥TVI
OTPUMaHI LUMSXOM YTBOPEHHSA 3aMiCHUKIB R'-R y
pi3Hii NOCMiAOBHOCTI Ha 3akMYHOMY eTani peakuii. Y
TakoMy Bunagky, cronyka 3aransHoi ®opmynu (1)
BUKOPUCTOBYETLCA SK BUXiAHa PeYOoBUHA, Y SAKiA BCi
3aMiCHMKM BigNoBigalTb Ha3BaHUM BULLE, 3a BUHAT-
KOM OfHOTO OAepxaHoro 3aMicHUKa, WO Moxe ByTun
obpaHun i3 R'R ,R3, R*i R, BBeneHHs i 3amiHa 3a-
MiCHUKa BMKOHYETbLCS BiAMOBIAHO OO METOoAiB, onuca-
HUX y nitepatypi [Houben-Weyl: Methoden der
organischen Chemie, Georg Thieme Verlag, Stuttgart,
1977, 4" Edition, 1V/1a-d; vol. V/2b]. Ona BBEOEHHS
3aMiCHUKIB Moxe OyTM HeobOXiOHMM 3acTOCyBaHHsi
abo BuaaneHHs 3axvcHux rpyn. Taki MeToam onucati
B T.W. Greene, Protective groups in organic
synthesis, John Wiley & Sons, 1981.

Cnonykn 3aransHux dopmyn (Ill), (IV), (V)i (VI)
BiJOMi 3 niTepaTypHUX [Xepen i MoxXyTb OyTn oTpu-
MaHi aHanoriyHumu cnocobamu. Cronyku 3ararnbHoi
®opmynu (I), oTpumaHi BignoBigHO o0 crnocobiB 3a
BMHAX0AOM, MOXYTb OyTu BuAiNeHi 3 ixHix conen abo
nepeTBopeHi y hapmMaueBTUYHO NPUNHATHI coni npu-
€4HaHHA KUCMOTM cnocobamu, onnucaHuMmn B niTepa-
Typi.

BignoBigHo [0 HacTynHOro acnekTy AaHoro Bu-
Haxody, OTpuMMaHi hapMaueBTUYHI KoMMo3wuuil, Lo
MIiCTATb SK aKTUBHWW iHrPEAieHT Cronyku 3aranbHoi
®opmynu (I) abo 1oro chapmaLeBTUYHO NPUAHATHY
Ciflb MPWEQHAHHA KUCMOTW, Yy CyMiwi 3 ogHWMm abo
Ginblle 3BMYaHO 3acTOCOBYBaHMM Hociem abo go-
NMOMDKHVMM areHToM.

dapmMaueBTMYHa KOMMNO3uLUis 3a BUHAXO4OM Mic-
™MTb y 3aranbHomy 0,1-95mac. %, nepeBaHO 1-
50mac. %, ocobnueo nepeBaxxHo 5-30mac. % akTuBe-
HOro iHrpefieHTa.

$apmaLeBTYHa KOMMO3WLiA 3a BUHaxo4oM npu-
AaTHa And nepopanbHoro (Hanpwuknag, Ttabnetkw,
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Tabnetkn B 0OONOHL, Kancynu, Mikpokancynu, niryn-
KW, pO34nMHM, cycneHsii abo emynbcii), napeHTepanb-
HOro (Hanpuknag, iH'ekuii po34MHIB AN BHYTPILLHLO-
BEHHOrO, BHYTPILUHLOM'A30BOro, MiALlkipHoro abo
iHTpanepuToHeanbLHOro BBEAEHHS), pekTarnbHoro (Ha-
npuknag, cynosuTtopii), TpaHCAepManbHOro (Hanpu-
Knag, nnactupi) abo nokanbHOro (Hanpwuknag, Masi
abo nnactupi) abo BBeOEHHs AN 3aCTOCYBaHHsSI B
sKoCTi iMnnaHTa. Teepai, m'aki abo pigki bapmavues-
TUYHI KOMNO3MUiT MOXYTb ByT OTpuMMaHi cnocobamu,
TpagvuiiHO 3acTOCOBYBaHUMU Yy bapMaueBTUYHIN
iHOycCTpil.

TBepai dapmaueBTUYHI KOMMO3ULiT Ana nepopa-
MbHOTO BBEAEHHS, WO MICTATb CMOMyKW 3aranbHoi
®opmynu (I) abo ixHi dapmaLeBTUHHO MPUAHATHI
coni MPUEQHAHHSA KMCNOTU, MOXYTb MICTUTU HanoB-
HioBayi abo Hocii (Taki, ik NnakTo3a, rmKo3a, Kpox-
Manb, dgocdat kanito, MiKpoKpucTaniyHy Lentonosy),
WO 3B'A3YI0Tb PEYOBUHM (TaKi, SK >xenaTuH, copbiT,
noniBiHiNniponigoH), posnyLllyBadi (Taki, siK Kpockap-
Menosa, HaTpilkapOoKCUMETUILIENONO3a, KPOCMOoBi-
[OOH), OOMOMiXHI peyoBuHM Ans TabneTtok (Taki, siK
cTeapaTt MarHito, Tanbk, NOMieTUNEHrnikonb, KpeMHie-
Ba KUCINOTA, OiOKCUA KPEMHIKO) i MOBEPXHEBO-AKTUBHI
peYvoBUHM (Hanpuknag, naypuncynbdart HaTpito).

Pigki cnonyku, Wo nigxoasTte Ans nepopansHoro
BBEOEHHS, MOXYTb OyTW pO34MHamu, CyCneHsisimun
abo emynbciamu. Taki KOMNoO3uuii MOXyTb MICTUTK
cycneHaytodi areHTu (Hanpuknag, >kenaTuH, kap6ok-
CMMETWMLENoNo3y), eMynbratopy (Hanpuknag, cop-
GiTaHa MOHooORnear), pO34YMHHUKM (Hanpuknag, BOAY,
onii, rniuepwH, nponineHrnikonb, etaHon), OydepHi
areHTV (Hanpwvknag, aueTtaTtHui, docdaTHUi, LuTpa-
THUI Oydbepn) i KOHCEpBaHTK (Hanpuknag, MeTun-4-
rigpokcmbeHsoar).

Pigki chbapmaueBTUYHI kOMNO3uWuii, WO NigxoaaTb
Ons napeHTepanbHOro BBeAEHHS, SIBMNsAoTb coboto
3BUYANHO CTEPUIBHI iI30TOHIYHI PO3YMHM, LLO MICTATb,
KpiM po34MHHUKA, OydepHi peHOBMHU | KOHCEPBAHTMW.

M'aki cbapmaueBTUYHI KOMMNO3WLii, Hanpuknag,
Cyno3uTopil, WO MICTATb SIK aKTUBHY PEYOBUHY Crosy-
kv 3aransHoi ®opmynu (1) abo oro chapmaLeBTUYHO
NPUAHATHY CiNlb NPUEOHaHHS KUCMOTKW, MICTATb aKTu-
BHY PEYOBUHY PIBHOMIPHO PO3YMHEHOIO B OCHOBHIV
PEYOBUHI Cyno3uTopis (Hanpuknag, y nponineHrnikoni
abo B onii kakao).

3rigHO LWe oJHOro acnekTy AaHoro BuHaxoay,
3AiINCHEHO 3aCTOCyBaHHS MOXiAHOro iHAOM-2-OHy 3a-
ranbHoi ®opmynu (1) abo oro chapMaLeBTUYHO Npu-
MHATHOI comni NpUEOHaHHSA KUCMNOTU ANS ofepKaHHs
(hapmaueBTUYHOI KOMMNO3WLii, nNpuaatHOI Ans niky-
BaHHA abo NpoMinakTMk1u MopyLieHb LEeHTparnbHoi
HepBOBOiI cuctemy abo MCUXOCOMAaTUYHMX 3aXBOpIO-
BaHb, BKMOYal4M CUHAPOMMW 3aHEMNOKOEHHS, 3ararib-
HUA TPUBOXHUI po3nap, NaHiYHUIM po3naj, HaB'a3nu-
Bi cTaHu, couianbHy ¢obito, aropadobito, obii,
NoB'sA3aHi 3 BU3HAYeHUMWU CUTyaLisiMu, NocTTpaBma-
TUYHWUIA CTpec, NOCTTpaBMaTUYHi NOpYLUEHHSA nam'aTi,
KOTHITUBHI MOpPYLUEHHS, CekcyarbHi po3nagu, nos's-
3aHi 3 MOpPYLEHHAMWN LeHTpanbHOI HEpPBOBOI cUcTe-
MU, Oenpecito, WM30MpeHito, 3aXBOPIOBAHHS LLUMYHKO-
BO-KMLLKOBOTO  TPakTy, 3axBOPIOBAHHA CepLeBo-
CYOUWHHOI CUCTEeMMU, 30KpemMa, rinepTeHsito.

dapmaueBTM4HHa KOMMO3WLIA 33 BUHAxo4oM MO-
Xe OyTn oTpumaHa cnocobamu, Bigomumun y chapma-
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LUEeBTUYHIN NPOMWUCIIOBOCTI. AKTUBHUA KOMMOHEHT
3MilyeTbCA 3 PapmMaueBTUYHO MPUNAHATHUMU TBEp-
oMy abo pigknMMu HocisiMu i/abo JOMOMPKHUMK pe-
YOBMHaMM, i CyMill NepeBOAUTLCHA B raneHoBy ¢op-
My. Hocii Ta JONOMiXHI peyoBUHM, a TakoX crnocobw,
BUKOPUCTOBYBaHI y hapmaLeBTUYHI NPOMUCIIOBOCTI,
po3kpuTi B nitepatypi (Remington's Pharmaceutical
Sciences, Edition 18, Mack Publishing Co, Easton,
USA, 1990).

dPapMaueBTYHa KOMMO3MLIsi 3@ BUHAxo4oM Mae
po3yBaHHs. [loboBa [o3a ANnsi AOPOCNMX CKnagae, y
3aranbHomy Bwunagky, 0,1-1000mr/kr macu cnomyku
3aranbHoi Popmynu () abo woro dapmaleBTU4HO
NPUAHATHOI Cconi NpUeaHaHHA Kucnotu. 3asHadveHa
[o3a moxe 6yTv BBeAeHa B OAVH i GinbLue npuiiomis.
BenuunHa poboBoi [03M 3anexuTb Bifd AeKiNbKoxX
dakTopiB | BU3HA4YaETLCA Nikapem.

3rigHO We oaHoro acnekta AaHOro BMHaxody,
cnonyku 3aransHoi ®opmynu (1) abo ixHi dapmaues-
TUYHO NPUNHATHI COMi MPUEAHAHHSA KMCMOTM 3aCTOCO-
BYIOTbCSl AN NiKyBaHHA abo npodinaktnkn nopy-
LeHb LleHTpanbHoI HepBOBOI cuctemu i
NCUXOCOMaTUYHNX 3aXBOPIOBaHb, BKIIIOYAKYN CUHA-
POMM 3aHEMOKOEHHS, 3aranbHU TPUBOXKHWUI po3nag,
naHiYHUMN pos3nag, HaB'aA3nNuBi CTaHW, couianbHy ¢o-
6ito, aropadobito, obii, NoB'A3aHi 3 BM3HAYEHVMMMU
cuTyauisiMm, CTpec, NocTTpaBMaTUYHUIA CTpec, MocCT-
TpaBMaTUYHI MOPYLUEHHA MaM'siTi, KOrHITUBHI Mopy-
LEHHSA, ceKkcyarnbHi po3naan, MoB'a3aHi 3 MopyLueH-
HAMUW UEeHTpanbHOI HEepBOBOI CUCTEMM, AEenpecito,
LWM30dpeHito, MOripleHH po3ymMoBUX 3aibHOCTEN,
obymoBneHe uepebpanbHMM LMTONI3icOM, XBopoba
Anburenmepa, yoap, AemeHdii, 6inbw TOro, 3axseo-
PIOBaHHS  LLNYHKOBO-KULLKOBOIO TPakTy i cepueBo-
CYOVHHOI CUCTEMU, 30KpeMa, rinepTeHsito.

BuHaxig 3acHoBaHWI Ha HecnofiBaHOMY BigKpWUT-
Ti TOro pakTy, WO NoxiaHi iHgon-2-oHy 3aranbHoi ®o-
pmynu (1) Ha BigMiHY Bif cnonyk nogiGHOI CTpyKTYpw,
BiJOMMUX 3 NonepeaHLOro PiBHA TEXHIKM, MaloTb BaX-
nuBY 3paTHIiCTb 3B'adyBaTtucs i 3 5-HT7, i 3 a4 peuen-
Topamu, Ta iHribyloTb CMHaNTOCOManbHe 3axOMMeHHs
CepoTOoHiHy. [loTenep Taka akTMBHICTb He Oyna onu-
caHa B niTepaTypi, WO CTOCyeTbCs Aknx-Hebyab pa-
Hille BiJOMUX NOXiAHWX IHOOMOHY.

[nsa BuBYeHHs 3B'a3yBaHHA 3 5-HT7 peuentopom
OyB BMKOPWUCTaHWA KIOHOBaHWUW peLenTop JIOANHM.
3B'A3yBaHHsA 3 a4 peLenTtopom Oyno BYBYEHO Ha i30-
NbOBaHMX npenapaTtax noboBOi KOpY caMmLiB MaLokiB
Wistar macoto 120-200r. Bumipn 3axonneHHs 5-HT
Oynu npoBefeHi Ha npenapaTax i30boBaHOI MO3KO-
BOi KOpW camujB nautokiB. BmicT GinkiB y npenapatax
MembpaH BM3Ha4aBcst 3a Mmetogom Jloypi (1951).

Y xogdi gocnimkeHHs 3B'A3yBaHHsA 3 5-HT7 i a4 pe-
uenTopamu B SIKOCTi MiraHAiB  BMKOPMCTOBYBanUCs
gietunamig ~“H-nisepriHoBoi kucrotn (JICO) (1,0uM) i
*H-npaso3it (0,3HM). KnosaniH (25uM) i npasosiH
(1uM) 3acTtocoByBanucsa 4N BUMipy HecneundiyHoro
3B'A3yBaHHsA. BMBYEHHS 3B'A3yBaHHA o1 NPOBOAMIOCA
BignoeiaHo Ao metopnis Pigepa i MpiHrpaca (Reader,
TA, Briere, R., Grondin, L: J. Neural Transm. 68, p.
79 (1987); Greengrass, P., Brenner, R.: Eur. J.
Pharmacol. 55, p. 323 (1979)). MNpw gocnigXeHHi iHri-
6yBaHHS 3BOPOTHLOIO 3aXOMNSIEHHS CEPOTOHIHY B AKO-
CTi niraHga OyB BUKOPWUCTaAHWMI MIYEHWUIA TPUTIEM Cce-
POTOHIH, HecneundiYHUM niraHgom OyB doryokceTuH
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(100uM). Y xopi Tecty BumiptoBaBcs pieHb Ki. Crno-
NyKN BBaXanucs akTMBHWMM, SKWO piBeHb Ki Bynu
Hwkve 100M/n. Pe3ynbtaTtv npegcraeneHi B Tabnu-
usx 1-3.

Tabnuua 1

EkcnepumeHT 3i 3B'a3yBaHHAM 5-HT7 peuenTtopa

Homep npobu Ki M/n
5 <100
6 <100
7 <100
8 <100
9 <100
10 <100
11 <100
12 <100
13 <100
14 <100
15 <100
16 <100
17 <100
18 <100

Tabnuus 2

EkcnepumeHT 3i 3B'A3yBaHHAM o1 peuenTtopa

Homep npo6u Ki M/n
5 <100
6 <100
7 <100
8 <100
9 <100
11 <50
12 <100
17 <50
18 <50

Tabnuua 3

IHriGyBaHHS1 3BOPOTHLOTO 3aXOMMEHHS CEPOTOHIHY

Homep npo6u Ki M/n
8 <100
17 <100
18 <100

Buxogsaun 3 gaHux npegcraBneHux Buwe Tab-
nub 1-3, MoXXHa 3pobWUTU BMCHOBOK, LLO AOCHIDKY-
BaHi CNOMyKM AEMOHCTPYIOTb NOMITHY adpiHHICTb K A0
5-HT7, TaK i 8O a4 peuenTopy, a TakoX 3Ha4HO iHriby-
10Tb 3aXOMNMEHHS CEPOTOHIHY B CMHaNTOCOMaXx.

['PYHTYIOUMCL Ha A@HMX OMMCAHWX BuLle dapMa-
KOFOFYHMX €KCMEePUMEHTIB, MOXHa 3pobuTK BUCHO-
BOK, LLO CMOSYyKN 32 BUHAXOAOM MatoTb AYy>Ke KOPUCHI
BMAcTMBOCTI i MOXYTb BMKOPMUCTOBYBaTUCS ANSA NiKy-
BaHHsi abo NpoinNakTUKM NCUXIYHUX 3aXBOPHOBaHb i
XBOPOO CepLeBO-CyaAMHHOI CUCTEMM, Hanpuknag, ae-
npecii, TPMBOXHOCTI, HaB'A3NMMBUX CTaHiB, MaHiYHOro
po3nagy, couianbHoi dob6ii, wn3odpeHii, po3nagais
HaCTPOIO, MaHii, NoriplweHHs po3ymMoBuX 3aibHOCTeN,
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yoapy, 3armbeni KniTMH y BM3HAYEHUX AinsiHKax
LeHTparnbHOI HEPBOBOI CUCTEMU, HerpoaereHepadii 3
HACTYMHUM MOripLIEHHAM pO3yMOBMX 3AiGHOCTEN,
XBopoOu Anburenmepa, OeMeHLUii, nocTTpaBMaTuy-
HWX 3axBOPKOBaHb, CTPecy, MOpYyLIeHb CepLeBo-
CYOMHHOI CUCTEMU, 30KpeMa, rinepTeHaii.

HopaTkoBi getani gaHoro BuHaxody o6GroBopto-
I0TbCSl B HACTYMHUX Npuknagax 6e3 obMexxeHHs HUMK
obcsAry 3axucry.

OpepxaHHa MeTurncynboHin cknagHux edipis
(cnoci6 A)

3-(4-rippoKcuByTWN)-OKCIHOONN OAEPXKYHTb Cro-
cobom, onucaHum y nitepatypi [B.Volk, T. Mezei,
Gy.Simig Synthesis 2002, 595; B.Volk, Gy.Simig Eur.
J. Org. Chem. 2003, 18, 3991-3996].

55mMmonb  3-(4-riapokcnbyTnn)-oKCiHAOMY POo34un-
HATe ¥ 150mn TT®, pogatots 15,2mn (110mMmonb)
TpueTunamiHy i po3yYnH OCTYDKYHOTb Ha aLeTOHOBIN
CyXill KpvpKaHi nasHi go -78°C. lMpwu Tin e Temnepa-
Typi, nepemiwytoum, no kKpannax JogalTe 8,5umn
(110MMoOnb) MeTUncynbgOoHIN xnopuay, nicns 4oro
pO34MHy OaloTb HarpiTMcs OO0 KiMHaTHOI TemnepaTy-
pu. MpoTsAroM roanHM Po3ynH NepemillyioTb Npu Kim-
HaTHIN TemnepaTypi, TpueTunamiH rigpoxnopug Bia-
iNbTPOBYIOTh, dinbTpaT  BMNAapIOKOTb, ocag
nepeHocATb y eTunauerarT i Kiflbka pasiB ekcTparyloTb
1006. % pPO34YMHOM CONSIHOI KUCMOTU 0T, Noku pH
BOASAHOI pa3n He cTae kucnum. OpraHivHy dasy cy-
watb cynbaTomM HaTpilo, BWUMNapIoOTb, 3anMLLIKOBY
Onito KpUCTani3yoTb LWMASAXOM TpuTypauii 3 Auisonpo-
ninoBum egipom, iNbLTPYOTb, NPOMUBAKOTL reKca-
HOM i BUCYLLYIOTb. [POAYKT OYMLLAIOTE LUMSIXOM pekK-
pucTanisauii nicna OOCArHEHHs TOYKW MNNaBreHHs
OaHOoi pevyoBUHN.

Mpuknag 1

3-(4-meTuncynbdoHinokcmbytun)-1,3-aurigpo-
2H-ingon-2-oH

3a3HaveHy CrnomnyKky odepXylTb BiANOBIAHO A0
crnocoby A, noduHatoum 3 3-(4-rigpokcubytun)-1,3-
aurigpo-2H-iHaomn-2-oHy.

T.nn. 84-85°C (rentaH-eTunawueTar).

IK(indppayepBonnii cnektp) (KBr): 3180, 1705
(3=MPO) cm

'H-AMP  (CDCls, TMC (TeTpametuncunaH),
400Mrlu): 9,33 (1H, s), 7,22 (1H, d, J = 7,1 T'w), 7,21
(1H,t,J=7,0Tu), 7,03 (1H, t, J =7,5Tw), 6,93 (1H,
d,J=76Tu), 4,19 (2H,t,J=6,5Tu), 3,49 (1H, t,J =
6,0 lu), 2,97 (3H, s), 2,05-1,98 (2H, m), 1,82-1,72
(2H, m) 1,58-1,20 (2H, m) mnH™".

3C-AMP (CDCls, TMC, 101 Mru): 180,5, 141,6,
129,1, 127,9, 123,9, 122,3, 109,9, 69,5, 45,7, 37,2,
29,6, 28,9, 21,6MnH ™"

Mpuknag 2

5-dpTop-3-(4-meTuncynbdoHinokcidbytun)-1,3-
aurigpo-2H-iHaon-2-oH

3a3HaveHy CrnomnyKy ofdepXylTb BiAnoBiAHO A0
crnocoby A, noYmHaKum 3 5-cpTop-3-(4-
rigpokcmbyTtnn)-1,3-gurigpo-2H-iHaon-2-oHy.

T.nn. 106-108°C (rekcaH-eTunaueTtar).

1IK(KBr):3169, 1702 (3=MNPO), 1356, 1175 (SOy)
c™ .

'H-AMP (CDCls, TMC, 500Mru): 1,43-1,55 (2H,
m), 1,73-1,83 (2H, m), 1,97-2,05 (2H, m), 2,99 (3H,
s), 3,50 (1H, t), 4,21 (2H, dq, J = 1,4, 6,3 L), 6,86
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(1H,dd, J=4,3,8,4T'u), 6,93 (1H, dt, J = 2,3, 9,0 'u),
6,97 g1H, dd, J=2,0,7,3Tu), 9,22 (1H, s) mrn".

°C-AMP (CDCl3, TMC, 125,6MIu): 180,2, 158,9
(d, J=240,6Tu), 137,59(d, J=1,7Tu), 130,8 (d, J =
8,5Tu), 14,3 (d, J =27,5Tu), 111,9 (d, J = 24,8 ['u),
110,4 (d, J = 8,1 T'u), 69,4, 46,2, 37,3, 29,5, 28,9,
21,5MJ‘|H'1.

Mpuknag 3

6-pTOp-3-(4-MeTuncynboHinokcndytun)-1,3-
aurigpo-2H-iHaon-2-oH

3a3HayeHy CrnonyKy oAdepXylTb BignoBigHO A0
crnocoby A, noYMHaum 3 6-cpTOp-3-(4-
rigpokcmbyTun)-1,3-gurigpo-2H-iHoon-2-oHa.

T.nn. 106-108°C (rekcaH-eTmvnaueTar).

IK(KBr): 3161, 1705 (3=MNPO), 1335, 1313, 1167
(SO,) em™.

'H-AMP (CDCl3, TMC, 500Mru): 1,46-1,51 (2H,
m), 1,78 (2H, kv, J = 6,7 I'u), 2,00 (2H, q, J = 8,1 T'y),
2,99 (3H, s), 3,46 (1H, t, J =59Tu), 4,21 (2H, dt, J =
1,5, 6,5 Tu), 6,68 (1H, dd, J = 2,3, 8,8 'u), 6,72 (1H,
dt,J=2,3,8,9Iy), 7,15 (1H,dd, J = 5,4, 8,1 T'u), 9,15
(1H, wnp. s) mnH".

3C-AMP (CDCls, TMC, 125,6Mru): 21,6, 28,9,
29,7, 37,3, 45,3, 69,5, 98,6 (d, J = 27,4 I'y), 108,7 (d,
J=225Tu), 124,5(d, J = 3,0 'y), 124,9 (d, J = 9,5
Mu), 142,8 (d, J = 11,8 T'u), 162,6 (d, J = 244,6 Tu),
180,7mnn".

Mpuknag 4

5-meTnn-3-(4-meTnncynedoHinokendytun)-1,3-
aurigpo-2H-iHaon-2-oH

3a3HayeHy crnonyKy odepXyloTb BignoBigHO A0
crnocoby A, nouuHatoum 3 3-(4-rigpokcmbyTnn)-5-
metun-1,3-gurigpo-2H-iHgon-2-oHy.

T.nn. 89-90°C (rekcaH-eTunavuerar).

1IK(KBr): 3175, 1710(3=MPO), 1351, 1176 (SOy)
cM .

'H-AMP (CDCls, TMC, 400Mru): 9,13 (1H, s),
7,03 (1H, s), 7,01 (1H, dd, J = 7,9, 0,8 T'u), 6,81 (1H,
d,J=7,9Tu), 4,20 (2H,t, J=6,5Twu), 3,45 (1H, t,J =
5,9 I'u), 2,98 (3H,s), 2,33 (3H, s), 1,99 (2H,q, J=7,4
ru), 1,79-1,75 (2H, m), 1,51-1,42 (2H, m) mnH ™"

3C-AMP (CDCl3, TMC, 101 Mru): 180,4, 139,1,
131,7, 129,2, 128,2, 124,7, 109,5, 69,6, 45,8, 37,2,
29,6, 28,9, 21,5, 21,0MnH ™.

Peakuis 3B'a3yBaHHA MeTUNCYNbMOHIN cKknagHnx
ecipiB 3 ocHoBamu (cnocid b)

Y peakuii 3B'A3yBaHHS MEeTUNCYNbGOHIN cknag-
HUA edpip 3B'A3YETbCH 3 BTOPUHHUM amiHoM. Posnna-
BMEHWI BTOPUHHUI aMiH (12MmMoreit) HarpiBaloTb A0
120°C, 3nerka nomiwyw4u, i OogalTe METUNCYIb-
doHinosi crnonykn (12mmonb) i kapboHaT HaTpito
(1,36r; 12mmonb) npu Tin xe Temnepatypi. Cymili
AaloTb npopearyBaTty NpoTaroMm 1 roguHu, posnnasy
0aloTb OXOMOHYTW, OOAalTb eTunauerar i Boay, i
dasm posginsoTe. OpraHiyHy a3y BUMapoTb, Lo
onito, Wo 3anuwunacs, nigaalnTs XpomaTorpadii Ha
KOPOTKMX KOSTOHKaX, BUKOPUCTOBYIOUN B SKOCTI entoe-
HTa eTunauetar. OCHOBHVMMM MpodyKTamu peakLii €
LUYKaHi CronyKu.

MeTtoguka 1: Akwo ouneHun xpomartorpadieto
Ha KOMNOHKax NpoAyKT CTae KpUCTaniyHnm npu posTu-
paHHi 3 aveTunedipom, noro BiAdINLTPOBYIOTL i Ne-
pekpucTanisyloTb i3 CyMilli rekcaHa i eTunauetaTta.
LLlykaHi cnonyku BuxogdaTth y opmi 6invx kpuctanis.
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MeTtoguka 2: FAKWO OCHOBHWIA MPOAYKT He cTae
KpucTaniyHum npu goaasaHHi auetunedipy, moro
po3unHsaoTL Y 200Mn edpipy, HE3HaYHY KinbKicTb npe-
umnitTaTy, Wo cnnve, BiAMINbTPOBYOTL i 4O YMCTOrO
PO34MHY JoAaloTb MO Kpamnnsx, aKTMBHO MepeMillyo-
4K, BIANOBIAHY KinbKicTe (1 MOMSIPHWI EKBiBaIEeHT)
CONSAHOI KNCNOTW, PO34YMHEHOI B edipi, po3BeaeHOMY
50mn gnetunedipy. YTBOpeHy 6iny cinb BiadinbTpo-
BYIOTb, NPOMMBaIOTL €dipoOM i rekcaHom i cywaTb 3
roovHM Npu KiMHaTHIA TemnepaTypi nig BakyyMOM.

MeTtoguka 3: FAKLWO OCHOBHWIA MPOOYKT He CTae
KpUCTaniyHum npu  JodaBaHHi aveTtunedipy i He
YTBOPIOE i3 COMNSIHOIO KUCMOTOK Ciflb, SIKY MOXHa Bif-
inbTpoByaTU, Moro posuunHsoTe y 100mMn rapsiHoro
eTunauetaTta i no kpannax npotarom 10 xsunuH fo-
JaoTb, Nepemilyoum, po3unmH 1 MonsipHoro exsiBa-
neHTa wasenesol kucnotn B 30Mn rapsyoro etuna-
uetata. Npyn oxonomxeHHi Buainsetbcss Oina cinb
okcanarty. il BiA(inbTPOBYIOTb NpU KiMHaTHIN Temne-
paTypi, NPOMUBAIOTb €TUNaLEeTaToM i reKcaHoM i cy-
waThb.

Mpuknag 5

3-{4-[(3-xnopdpeHin)-ninepasuH-1-in]-6yTnn}-6-
¢TOop-1,3-auriapo-2H-iHaon-2-oHy MOHOOKcanar.

3a3HaveHy Crnomyky odepXylTb BiANOBIAHO A0
cnocoby b 3a gonomorolo mMeToauku 3, BUKOPUCTO-
BYHOMM K  BWUXigHi  KOMMNOHEHTM  6-dTop-3-(4-
mMeTuncynbdoHinokenbytun)-1,3-aurigpo-2H-iHgon-2-
OH i 1-(3-xnopdeHin)-ninepasuH.

T.nn. 217-219°C.

IK(KBr): 3256, 1712 (3=MPO), 1626, 1139cm™.

'H-AMP (OMCO-ds, TMC, 400MIw) 1,29-1,26
(2H, m), 1,65-1,58 (2H, m), 1,89-1,80 (2H, m), 2,88
(2H,t, J =7,9Ty), 3,08 (4H, bra s), 3,38 (4H, bra s),
3,44 (1H, t, J = 5,4 T'u), 6,65 (1H, did, J = 2,4, 9,1 T'u),
6,75 (1H, dot, J = 2,4, 9,1 T'uy), 6,89 (1H, did, J = 1,3,
7,8Tu), 6,94 (1H, did, J = 1,8, 8,48 I'y), 7,01 (1H, t, J
=21Tu), 7,24 (1H, t, J = 8,2 T'u), 7,29-7,22 (1H, m),
10,5 (1H.5) MIH .

SC-AMP (IMCO-ds, TMC, 101MIwL): 22,7, 24,0,
29,6, 44,6, 45,7, 51,0, 55,8, 97,6 (d, J = 27,1 Tu),
107,4 (d, J = 21,7 I'u), 14,2, 115,2, 119,1, 1254, (d,
J =153 lu), 1255 (d, J = 7,4 T'u), 130,7, 1341,
144,5 (d, J = 12,2 Tu), 151,4, 162,1 (d, J = 240,7 I'u),
164,4, 179,4mnH’"

EnemeHTapHun aHania cnonykum Co4H27CIFN3Os
(491,95):

PospaxoBaHo: 3 58,60, H 5,53, Cl 7,21, N 8,54%,

BusiBneHo: 3 58,48, H 5,52, Cl 7,11, N 8,50%.

Mpuknag 6

3-{4-[4-(4-xnopdeHin)-ninepasutH-1-in]-6yTnn}-5-
¢TOp-1,3-Aurigpo-2H-iHaon-2-oHy MOHOrAPOXNOPUA.

3a3HaveHy CronyKy ofdepXylTb BignoBigHO A0
cnocoby B 3a gonomorowo mMeTogukn 2, BUKOPUCTO-
BYIOMM  SIK  BMXigHi  KOMNOHeHTU  5-cbTop-3-(4-
MeTurncynbgoHinokecnbyTvn)-1,3-gurigpo-2H-iHaon-2-
OHy i 1-(3-xnopdeHin)-ninepasuH.

T.nn. 180-184°C.

IK(KBr): 3421, 3145, 1712 (3=[PO), 1189,
778cm .

'H-AMP (OMCO-ds, TMC, 400MIu) 1,33-1,24
(2H, m), 1,93-1,70 (4H, m), 3,16-3,03 (4H, m), 3,18
(2H, m), 3,38 (1H, m), 3,49 (2H, d, J = 12,4 T'uy), 3,86
(2H, d, J = 12,9 T'u), 6,81 (1H, dd, J = 4,5, 8,4 Tu),
7,00 (1H, 1), 7,05 (1H, t, J =2,0Ty), 7,21 (1H, dd, J =
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2,0,8,5Tu), 7,25 $1H, t,J=8,2Tu), 10,4 (1H, s), 10,9
(1H, wnp. s) mnH".

*C-AMP (OIMCO-de, TMC, 101 MIu): 22,5, 23,1,
29,3, 45,0, 45,5 (d, J =1,5Tu), 50,4, 55,2, 109,9 (d, J
= 8,0 ly), 11,2 (d, J = 24,4 T'uy), 114,0 (d, J = 23,3
lu), 114,3, 115,4, 119,4, 130,8, 131,6 (d, J = 8,4 '),
134,1, 139,1 (d, J = 1,5 T'u), 151,0, 158,1 (d, J =
236,1 L), 178,8mnH™".

EnemeHTapHuin aHaniz crnonykun CaoH2sClFN3O
(438,38):

PospaxosaHo: H 5,98, C116,17, N 9,59%,

Busisneno: H 6,26, C115,50, N 9,17%.

Mpuknag 7

3-{4-[4-(4-xnopdeHin)-ninepasunH-1-in]-6yTnn}-5-
dTOp-1,3-Auriapo-2H-iHaon-2-oHy MOHOrigpoOXnopua.

3a3HayeHy crnonyky oAdepXyloTb BignoBigHO A0
cnocoby B 3a gonomorow mMeTtoguku 2, BUKOPUCTO-
BylOMM AK  BUXigHi  KOMMOHeHTN  5-cpTop-3-(4-
mMeTuncynbgoHinokeubytun)-1,3-gurigpo-2H-iHgon-2-
OH i 1-(4-xnopdpeHin)-ninepaswvH.

T.nn. 193-196°C.

IK(KBr): 3145, 1712 (3=MPO), 821cm™.

'H-AMP (OMCO-ds, TMC, 400Mru) 1,32-1,22
(2H, m), 1,95-1,71 (4H, m), 3,20-3,06 (6H, m), 3,53-
3,49 (3H, m), 3,80-3,76 (2H, m), 6,82 (1H, dd, J = 4,5,
8,5 'u), 7,04-6,98 (1H, m), 7,01 (2H, d, J = 9,1 Tu),
7,21 (1H, dd, J =21, 8,6 I'y), 7,28 (2H, d, J = 9,1 T'w),
10,5 (1H, 5), 11,1 (1H, ump. ) MIH .

°C-AMP (OMCO-ds, TMC, 101 MILy): 22,5, 23,1,
29,3,42,6, 45,3, 45,4, 45,5 (d, J = 1,9 I'y), 50,5, 55,1,
110,0 (d, J =8,4 T'u), 112,1 (d, J = 24,4 y), 114,0 (d,
J=23,3Tu), 17,6, 17,7, 123,7, 129,0, 131,6 (d, J =
8,4 Tu), 139,2 (d,J =1,9Tu), 148,7, 14,1, 158,1 (d, J
=235,8 W), 178,8MnH .

EnemeHTtapHuin aHania crnonykm CaoHzsCl2FN3O
(438,38):

PospaxoBaHo: 3 60,28, H 5,98, C116,17, N
9,59%,

BusieneHo: 3 59,35, H 5,93, C116,44, N 9,46%.

Mpuknag 8

3-{4-[4-(4-xnopdpeHin)-ninepasunH-1-in]-6yTnn}-6-
¢pTOop-1,3-Anriapo-2H-iHaon-2-oHy MoHorigpoxnopua.

3a3HaueHy cnonyky odepXyloTb BignoBigHO A0
cnocoby B 3a gonomorow metoguku 2, BUMKOPUCTO-
BylOUM AK  BUXiOHi  KOMMOHEHTM  6-dpTOop-3-(4-
meTuncynboHinokcnbytun)-1,3-aurigpo-2H-iHoon-2-
OH i 1-(4-xnopdeHin)-ninepasuH.

T.nn. 149-151°C

IK (KBr): 3148, 2586, 2459, 1716 (3=IPO) cm™.

'H-AMP (OMCO-ds, TMC, 400MIu) 1,31-1,07
(2H, m), 1,91-1,66 (4H, 1), 3,21-2,99 (6H, m), 3,51
(1H, t, J = 5,9 T'y), 3,65-3,60 (2H, m), 3,81-3,78 (2H,
m), 6,69-6,64 (1H, m), 6,80-6,72 (1H, m), 7,03-6,99
(2H, m), 7,32-7,26 (3H, m), 10,6-10,5 (1H, s), 11,2
(1H, wwup, s) MnH .

BC-AMP (OMCO-ds, TMC, 101 Mru): 1822,
164,4 (d, J = 234,0 '), 150,0, 144,7 (d, J = 12,2 '),
130,3, 128,6, 127,3, 126,5 (d, J = 9,5 I'u), 119,5,
109,4 (d, J = 22,5 Tu), 99,2 (d, J = 27,5 I'y), 57,8,
53,1, 48,0, 46,7, 30,7, 25,0, 21,6MnH "

EnemeHTapHun anania cnonykm CooHzsCl2FN3O
(438,38):

PospaxoBaHo: 3 H 5,98, C116,17, N 9,59%,

BusiBneno: 3 H 5,94, C115,51, N 9,16%.
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Mpuknag 9

3-{4-[4-(3-xnopdeHin)-ninepaavH-1-in]-6yTun}-5-
metun-1,3-agurigpo-2H-iHaon-2-oH

3a3HaueHy crnonyky OAepXyloTb BiAMOBIAHO A0
cnocoby b 3a gonomoroo meToauku 1, BUKOPUCTO-
BYylOMM K  BUXiOHI  KOMMOHEHTM  5-meTun-3-(4-
MeTUncynbgoHinokenbytnn)-1,3-gurigpo-2H-iHgon-2-
OH i 1-(3-xnopdeHin)-ninepasuH.

T.nn.: 122-124°C (rekcan-EtOAc).

IK(KBr) 3174 (NH), 1690 (C=0) cm™

H-AMP (, TMC, 400 Mrlu): 1,58-1, 38 (4H, m),
2,00-1,95 (2H, m), 2,33 (3H, s), 2,36 (2H,t, J =76
Mu), 2,54 (4H, t, J = 5,1 Tw), 3,17 (4H, t, J = 5,1 I'w),
3,44 (1H, t, J = 6,0 l'y), 6,76 (1H, ddd, J = 0,7, 2,5,
8,2 T'u), 6,78 (1H, d, J = 8,1 T'u), 6,79(1 H, ddd, J =
0,8,1,9,7,8Tu),6,85(1H,t,J =2,1Tu), 7,01 (1H, d,
J=79Tu), 704 (1H,d,J=0,5Tu), 7,14 (1H, t,J =
8,211), 8,78 (1H.s) MAH .

*C-AMP (CDCls, TMC, 101 Mru): 180,5, 152,3,
139,1, 134,9, 131,7, 129,9, 129,7, 128,1, 124,9,
119,1, 115,6, 113,7, 109,3, 58,2, 52,9, 48,5, 46,0,
30,4, 26,7, 23,7, 21,1mnH".

EnemeHTapHun anania cnonyku CazHsCIN3O
(397,95):

PospaxoBaHo: C 69,42, H 7,09, Cl 8,91, N
10,56%,

Busisneno: C 69,29, H 7,12, Cl 8,69, N 10,51%.

Mpuknag 10

3-{4-[4-(4-xnopdeHin)-ninepasutx-1-in]-6yTnn}-5-
meTtun-1,3-gurigpo-2H-ingon-2-oH

3a3HaveHy CrnomnyKy ofdepXylTb BiAnoBiAHO A0
cnocoby b 3a gonomoroto metogukn 1, BUKOPUCTO-
BYHOMM AK  BUXiOHI  KOMMOHEHTU  5-metun-3-(4-
MeTurncynbgoHinokecnbyTvn)-1,3-gurigpo-2H-iHaon-2-
OH i 1-(4-xnopdeHin)-ninepasuH.

T.nn:159-161°C(EtOAC).

IK(KBr) 3186, 1702 (C=0) cm™

'H-AMP (CDCl3, TMC, 400 Mru) 1,58-1,37 (4H,
m), 2,02-1,95 (2H, m), 2,32 (3H, s), 2,55 (4H, t, J =
5,0 lu), 3,13 (4H, t, J =5,0Ty), 3,44 (1H, t, J =5,9
Mu), 6,78 (1H,d, J = 7,8 I'u), 6,81 (2H, d, J = 9,1 I'y),
6,99 (1H, d, J = 7,9 '), 704 (1H,s), 7,18 (2H,d, J =
9,1 Fu,) 8,88 (1H, s) mnH™"

3C-AMP (CDCls, TMC 101 Mru): 180,5, 149,9,
139,1, 131,6, 129,7, 128,8, 128,1, 124,8, 1244,
117,1, 109,3, 58,2, 53,0, 49,0, 46,0, 30,3, 26,7, 23,7,
21,1MJ‘|H'1.

EnemeHTapHun aHaniz cnonykn CozHsCIN3O
(397,95):

PospaxoeaHo: C 69,42, H 7,09, CI 8,91, N
10,56%,

Busieneno: C 68,76, H 7,10, Cl 8,80, N 10,54%.

Mpuknag 11

3-{4-[4-(4-bTOpdheHin)-ninepasuH-1-in]-6yTun}-
1,3-gurigpo-2H-ingon-2-oH

3a3HaveHy CrnonyKy oAdepXylTb BignoBigHO A0
cnocoby B 3a gonomorowo metogukn 1, BUKOPUCTO-
BYHOYM K BUXIOHI KOMMOHEHTU 3-(4-
MeTuncynbgoHinokenbytmn)-1,3-gurigpo-2H-iHoon-2-
OH i 1-(4-cbTOpdheHin)-ninepasvH.

T.nn.: 113-115°C(rekcan- EtOAc)

IK (KBr): 3192, 1720 (C=0) cm™

H-AMP (CDCIs, TMC, 400 Mru) 1,57-1,36 (4H,
m), 2,04-1,95 (2H, m), 2,36 (2H, t, J = 7,5 'y), 2,56
(4H,t, J =5,0Ty), 3,09 (4H, t, J = 5,0 I'y), 3,37 (1H,
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t,J= 5,9 I'u), 6,85 (2H, dd, J = 4,6, 9,2 'u), 6,89 (1H,
d,J=77Tu), 6,94 (2H,t, J=8,8Tu), 7,01 (1H, dt, J
=0,9,75Tu), 719 (1H,d,J=7,7Tu), 7,21 (1H, t, I =
6,7 ), 9,33 (1H, s) Mk

*C-AMP (CDCls, TMC, 101 Mru): 23,7, 26,7,
30,3, 46,0, 50,0, 53,1, 58,2, 109,7, 115,4 (d, J = 221
Mu), 17,6 (d, J =7,6 Tu), 122,1, 124,0, 127,8, 1300
141,7, 147,9, 157,0 (d, J = 238,4 'u), 180,7mnH".

EnemeHtapuun aHania cnonykm  CooHosFN3O
(367,47):

PospaxoeaHo: C 71,91, H 7,13, F 5,17, N
11,43%,

Busisneno: C 71,12, H 7,32, N 11,28%.

Mpuknag 12

3-{4-[4-(3,4-pnxnopdeHin)-ninepasnH-1-in]-
6ytun}-1,3-gurigpo-2H-ingon-2-oH

3a3HayeHy crnonyky odepXyloTb BignoBigHO A0
cnocoby B 3a gonomorowo metoguku 1, BMKOPUCTO-
BYtOUM K BUXIOHI KOMMOHEHTU 3-(4-
meTuncynboHinokcnbytun)-1,3-gurigpo-2H-iHgon-2-
OH i 1-(3,4-guxnopdeHin)-ninepasuH.

T.nn.: 112-114°C (rekcan- EtOAc)

IK(KBr) 3175, 1718 (C=0) cm™

'H-AMP (CDCl3, TMC, 400 Mru,) 1,47-1,36 (2H,
m), 1,60-1,56 (2H, m), 2,04-1,96 (2H, m), 2,44 (2H, t,
J=7,1Tu), 2,63 (4H, m), 3,20 (4H, m), 3,47 (2H, t, J
=59Tu), 6,71 (1H, dd, J =-2,8, 9,0 'u), 6,91 (1H, d,
J=92Tu), 6,92 (1H, d, J = 2,9 T'u), 7,02 $1H, tJd =
7,5Tu), 7,26-7,18 (3H, m), 9,02 (1H, s) mnH"".

13'C AMP (CDCls, TMC, 101 Mru): 180,4, 150,3,
141,6, 132,7, 130,4, 129,5, 127,9, 124,0, 1222,
120,6, 117,3, 115,3, 109,7, 57,9, 48,2, 45,9, 30,1,
26,2, 23,5mnH".

EnemeHtapHuin aHania crnonykn CaoHsCIoN3O
(418,37):

PospaxoBaHo: C 63,16, H 6,02, C116,95, N
10,04%,

BusiBneno: C 63,04, H 6,02, C116,78, N 10,01%.

Mpuknag 13

3-{4-[4-(4-xnop-2-meTnndeHin)-ninepasuH-1-inj-
6ytun}-1,3-gurigpo-2H-ingon-2-oHa  MoHorigpoxIo-
pua.

3a3HayeHy crnonyky OAepXyloTb BiAMOBIAHO A0
cnocoby b 3a gonomoroio MeToauku 2, BUKOPWUCTO-
BYHOYM AK BUXiOHi KOMMOHEHTU 3-(4-
meTuncynbgoHinokcnbytun)-1,3-aurigpo-2H-iHoon-2-
OH i 1-(4-xnop-2-MmeTun-geHin)-ninepasuH.

T.nn.: 224-225°C.

IK(KBr) 3229, 2456, 1708 (C=0) cm™

'H-AMP (OMCO-ds, TMC, 400 Mru) 1,32-1,20
(2H, m), 1,91-1,70 (4H, m), 2,21 (3H, s), 3,08 (8H,
wwp, s), 3,43 (3H, t, J =5,81Tu), 6,81 (1H,d, J=7,7
Mu), 6,93 (1H, dt, J=0,6, 7,5 Tu), 7,00 (1H, d, J = 8,6
Mu), 7,14 (1H, £, J=7,7Tu), 7,18 (1H,dd, J = 2,5, 8,5
Mu), 7,23 (1H, d, J = 2,4 Tw), 724(1H d, J=7,6Tw),
10 38(1H s), 10,97 (1H, wwp, s) MAH"

BC-AMP (OMCO-ds, TMC, 101 Mru,) 17,4, 22,7,
23,2, 29,6, 45,0, 48,2, 51,4, 55,3, 109,4, 120,9, 121,4,
124,2, 126,5, 127,7, 127,8, 129,7, 130,6, 134,7,
142,9, 148,9, 178,9 mnH™".

EnemeHTapHun anania crnonykn CazHz9CIoN3sO
(434,41):

PospaxoBaHo: C 63,59, H 6,73, C116,32, N
9,67%,

BusiBneHo: C 63,71, H 6,74, C116,01, N 9,54%.
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Mpuknag 14

3-{4-[4-(3-xnop-4-dTopdeHin)-ninepasvH-1-in]-
6ytun}-1,3-gurigpo-2H-iHgon-2-oHy  MOHoriapoxJo-
pua

3a3HaueHy crnonyky OAepXyloTb BiAMOBIAHO A0
cnocoby b 3a gonomoroio MeToauku 2, BUKOPUCTO-
BYHOYM SK BUXiOHI KOMMOHEHTH 3-(4-
MeTuncynbgoHinokenbytnn)-1,3-gurigpo-2H-iHgon-2-
OH i 1-(3-xnop-4-Top-cheHin)-ninepasunH.

T.nn.: 180-183°C.

IK(KBr) 3432, 1709 (C=0), 735cm™

'H-AMP (OMCO-ds, TMC, 400 Mru,) 1,36-1,23
(2H, m), 1,94-1,72 (4H, m), 3,15-3,04 (4H, m), 3,19
(2H, t, J=12,0 'u), 3,51-3,44 (3H, m), 3,78 (2H, d, J =
12,2 Tu), 6,85 (1H, d, J= 7,7 T'y), 7,02-6,93 (2H, m),
7,22-7,15 (2H, m? 7,32-7,26 (2H, m), 10,43 (81H, s),
11,2 g1H S) MIH

C-AMP (,ElMCO -dg, TMC, 101 MI'u): 22,7, 23,1,
29,6, 45,0, 45,6, 50,4, 55,2, 109,4, 116.3 (d, J= 6,5
My), 17,1 (d, J= 21,4 I'y), 117,6, 19,9 (d, J = 18,3
Mu), 121,4, 124,2, 127,8, 1297 142,9, 147,2, 151,5
(d,J=239,2 '), 178,9mnH"

EnemeHTapHuin aHanis CI'IOJ'IyKI/I C22H26CI2FN3O
(438,38):

PospaxoBaHo: C 60,28, H 5,98, C116,17, N
9,59%,

BusineHo: C 59,60, H 6,06, C115,85, N 9,32%.

Mpuknag 15

3-{4-[4-(4-xnop-3-TpucpTopmeTundeHin)-
ninepasuH-1-in]-6ytun}-1,3-gurigpo-2H-iHaon-2-oHy
MOHOTiApOXropua,

3a3HaveHy CrnomnyKy ofdepXylTb BiAnNoBiAHO A0
cnocoby b 3a gonomorolo mMeToguku 2, BUKOPUCTO-
BYHO4M AK BUXIOHi KOMMOHEHTU 3-(4-
MeTuncynbgoHinokecnbyTun)-1,3-gurigpo-2H-iHoon-2-
OH i 1-(4-xnop-3-TpucTopMeTUndeHin)-ninepasuH.

T.nn.: 123-125°C.

K gKBr): 3150, 1709 (CO ), 2554,
1129¢cm .

'H-AMP (OMCO-ds, TMC, 400 Mru): 1,34-1,26
(2H, m), 1,94-1,74 (4H, m), 3,09-3,06 (4H, m), 3,30
(2H, t, J = 12,3 T'u), 3,64-3,47 (3H, m), 3,94 (2H, d, J
=12,6Tu), 6,86 (1H,d, J=7,6Tu), 6,96 (1H, t, J=7 4
My, 7,18 (1H, t, J = 7,6 T'u), 7,28 (1H, d, J= 7,6 '),
7,35 (1H, d, J= 2,2 T'u), 7,36-7,27 (1H, m), 7,54 (1H,
d, J= 88Fu) 10,44 (1H, s), 11,30 (1H, wwup. s)MJ'lH1

3C-AMP (OMCO-ds, TMC, 101 MILy): 22,7, 23,1,
29,6, 44,8, 45,0, 50,2, 55,1, 109,4, 114.4 (q, J= 5,0
My), 120,0 (q), 120,5, 121,4, 123,1 (q, J = 273,1 l'w),
124,2, 127,2 (q, J= 301 My), 127,8, 129,7, 132,3,
142,9, 148,6, 178,9mnH ™.

EnemeHTapHun aHanis cnonyku CazHzsCloF3N3O
(488,38):

PospaxoeaHo: C 56,57, H 5,37, C114,52, F
11,67, N 8,60%,

BusisneHo: C 55,88, H 5,45,C114,44, N 8,59%.

Mpuknag 16

5-cpTOp-3-{4-[4-(4-bTOpdeHin)-ninepasunH-1-in]-
oytun}-1,3-auvrigpo-2H-iHoon-2-oH 3a3Ha4eHy cnony-
Ky ofepXytoTb BignoBigHo Ao cnocody b 3a gonomo-
roro MeToaukn 1, BUKOPUCTOBYIOYN AK BUXiAHI KOMMO-
HeHTU 5-pTop-3-(4-meTnncynedoHinokendyTun)-1,3-
aurigpo-2H-ingon-2-oH i 1-(4-pTopdeHin)-ninepasuH.

T.nn.: 135-137°C (rekcan- EtOAc)

IK (KBr): 3169, 1703 (3=0) cm™"

2462,
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'H-AAMP (OMCO-ds, TMC, 400 Mru): 1,35-1,16
(2H, m), 1,46-1,35 (2H, m), 1,96-1,77 (2H, m), 2,26
(2H, t, J= 6,9 Tw), 2,44 (4H, t, J = 4,8 T'y), 3,02 (4H, t,
J=4,8Tu), 3,48 (1H, t, J= 5,6 Tw), 6,79 (1H, dd, J =
4,5,8,4 1), 6,92 (2H, dd, J = 4,8, 9,3 Tw), 7,03 (2H, 1,
J=89TW), 7,06-6,96 (1H, m), 10,36 (1H, 5) M’

15C-AMP (OMCO-ds, TMC, 101 Mr): 23,1, 26,3,
29,5, 45,8, 49,1, 52,8, 57,6, 109,8 (d, J = 8,4I),
112,0 (d, J = 24,4 Tw), 113,8 (d, J = 22,9 'y), 115,4
(d, J = 22,1 Tw), 131,8 (d, J = 8,4 T'w), 139,1, 148,1,

156,1 (d, J = 235,4 I'y), 158,0 (d, J= 235,7 Tw),
179,0mnn™.

EnemeHtapHuin aHania cnonykun CaoHzsF2N3O
(385,46):

PospaxoBaHo: H 6,54, N 10,90%,

BusiBneHo: H 6,67, N 10,40%.

Mpuknag 17

3-{4-[4-(4-xnopdpeHin)-ninepasuH-1-in]-6yTnn}-
1,3-gurigpo-2H-iHaon-2-oH

3a3HayeHy crnonyky OodepXyloTb BignoBigHO A0
cnocoby B 3a gonomorowo metoguku 1, BMKOPUCTO-
BYytOUM K BUXIOHI KOMMOHEHTU 3-(4-
meTuncynbgoHinokcnbytun)-1,3-gurigpo-2H-iHgon-2-
OH i 1-(4-xnopdeHin)-ninepasuH.

T.nn.: 136-137°C (rekcan-EtOAc).

IK(KBr) 3203, 1718 (3=0), 754cm ™.

'H-AMP (CDCl3, TMC, 400 Mru): 1,58-1,36 (4H,
m), 2,05-1,96 (2H, m), 2,36 (2H, t, J = 7,5 '), 2,55
(4H, t, J=5,0Twu), 3,13 (4H, t, J= 5,0 'y), 3,48 (1H, t,
J=6,0lu),6,81((2H,d,J=92Tu), 6,88 (1H, d, J =
7,7Tu), 7,02 (1H, dt, J =0,9, 7,6 'u), 718(2H d,J=
9,1Tu), 7,24-7,15 (2H, m), 8,60 (1H, s) MnH"'

5C-AMP (CDCls, TMC, 101 Mrw): 180,3, 149,9,
141,5, 129,7, 128,8, 127,8, 124,4, 1241, 1222,
117,1, 109,6, 58,2, 53,0, 49,1, 459, 30,4, 26,8,
23,7MJ‘|H'1.

EnemeHTapHun anHania cnonyku CaoHosCIN3O
(383,93):

PospaxosaHo: C 68,83, H 6,83, Cl 9,23, N
10,94%,

BusiBneHo: C 68,49, H 6,89, Cl 9,08, N 10,81%.

Mpuknag 18

3-{4-[4-(3-xnopdpeHin)-ninepasuH-1-in]-6yTnn}-
1,3-gurigpo-2H-iHoon-2-oH

3a3HaueHy crnonyky OAepXyloTb BiAMOBIAHO A0
cnocoby b 3a gonomoroo metoauku 1, BUKOPUCTO-
BYHOYM AK BUXiOHi KOMMOHEHTU 3-(4-
meTuncynbgoHinokcnbytun)-1,3-aurigpo-2H-iHgon-2-
OH i (3-xnopdeHin)-ninepasuvH.

T.nn.: 112-114°C (rekcan-EtOAc).

IK(KBr) 3200, 1715 (3=0), 750cm™.

'H-AMP (CDCl3, TMC, 400 Mru): 1,57-1,38 (4H,
m), 2,03-1,97 (2H, m), 2,35 (2H, tJ = 7,5 T'u), 2,54
(4H,t,J =5,0Tu), 3,16 (4H, t, J = 5,0 I'u), 3,48 (1H,
t,J =5,9Tu), 6,75 (1H, ddd, J = 0,6, 2,4, 8,4 T'u), 6,78
(1H,ddd, J=0,7,1,9, 7,8 'y), 6,85 (1H, t, J = 2,1 T'u),
6,90 (1H,d, J=7,7Tu), 7,02 (1H, dt, J = 0,9, 7,5 T'u),
7,14 (1H,t,J =8,1Tu), 7,21 (1H, dt, J = 0,7, 7,7 T'u),
722g1H d, J=7,3Tu), 9,05 (1H, s) mnn".

C-AMP (CDCls, TMC, 101 MI'u): 180,6, 152,3,
141,7, 134,9, 129,9, 129,6, 127,8, 124,1, 1222,
119,1, 115,6, 113,7, 109,7, 58,2, 52,9, 48,5, 46,0,
30,3, 26,7, 23,7mnH ™.

EnemeHTapHun aHania cnonyku CooHosCIN3O
(383,93):
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PospaxoeaHo: C 68,83, H 6,83, Cl 9,23, N
10,94%,

BusiBneHo: C 68,31, H 6,90, Cl 9,08, N 10,77%.

Mpuknag 19

3-{4-[4-(3-xnop-4-dTopdeHin)-ninepaanH-1-in)-
6yTun}-6-cptop-1,3-gurigpo-2H-iHoon-2-oHy MoHoria-
poxriopua.

3a3HayeHy crnonyky OAepXylTb BiAMoOBiAHO A0
cnocoby b 3a gonomorolo MeToauku 2, BUKOPUCTO-
BYIOMM K  BWUXigHi  KOMMOHEHTM  6-dTop-3-(4-
MeTuncynboHinokcnbytun)-1,3-aurigpo-2H-ingon-2-
OH i 1-(3-xnop-4-TopdeHin)-ninepasuH.

TemnepaTypa nnasneHHs 218- 224 C.

IK(KBr) 2577, 1717 (C=0) cm™

'H-AMP (OMCO-ds, TMC, 500 Mlu): 1,35-1,24
(2H, m), 1,94-1,74 (4H, m), 3,07 (2H, t, J = 7,7 Tu),
3,21 (2H, s), 3,49-3,40 (3H, m), 3,80-3,77 (2H, m),
6,69 (1H, dd, J = 2,4, 9,3 I'y), 6,76 (1H, dt, J = 2,4,
9,1 'y), 7,00 (1H, dt, J = 3,4, 9,2 T'u), 7,19 (1H, dd, J
=29,64 Fu.) 7,31-7,27 (2H, m), 10,64 (1H, s), 11,29
(1H, sz) MnH™"

BC.AMP (OMCO-ds, TMC, 125.6 Mru): 22,6,
23,1, 29,6, 44,6, 45,6, 50,4, 55,2, 97,6 (d, J = 26,9
Mu), 107,3 (d, J = 22,2 I'y), 116,3 (d, J = 6,4 Iy),
117,1 (d, J = 21,4 T'u), 117,6, 119,9 (d, J = 17,9 'w),
125,4, 125,4 (d, J = 2,6 Tu), 144,5 (d, J = 12,4 T'u),
147,2 (d, J = 2,1 T'u), 151, 5 (d, J =238,8 I'y), 162,1
(d, J =241,0u), 179,3mnH"

EnemeHTapHun aHanis CI'IOJ'IyKI/I Co22H25Cl2F2N3O
(456,37)

PospaxoBaHo: C 57,90, H 5,52, C11554, N
9,21%,

Busisneno: C 57,25, H 5,51, C115,22, N 9,01%.

Mpuknag 20

5-cbTOp-3-[4-(4-cheHin-ninepasnH-1-in)-6ytun]-
1,3-gurigpo-2H-iHoon-2-oH

3a3HaveHy CronyKy ofdepXylTb BignoBigHO A0
cnocoby b 3a gonomoroto metoguku 1, BUKOPUCTO-
BYIOMM  SK  BMXigHi  KOMMOHeHTU  5-cbTop-3-(4-
MeTuncynboHinokecnbyTvn)-1,3-gurigpo-2H-iHgon-2-
OH i 1-beHin-ninepasuH.

TemnepaTypa nnaeneHHs 140-144° C

IK(KBr) 3188 (NH), 1705 (C=0) cm™

'H-AMP (CDCls, TMC, 500 Mru): 1,45-1,34 (2H,
m), 1,57-1,52 (2H, m), 1,99-1,95 (2H, m), 2,36 (2H, t,
J=77Tu), 2,57 (4H, t, J = 5,0 'y), 3,17 (4H, t, J =
5,0 'y), 3,47 (1H, t,J = 6,0 '), 6,80 (1H, dd, J = 4,3,
8,4 T'u), 6,84 (1H, t, J = 7,3 T'u), 6,92-6,87 (3H, m),
6,97 (1H, dd, J = 1,8, 81 Mu), 7,24 (2H, dd, J = 7,3,
8,8 Fu,) 9,52 (1H, s) mnH™

3C-AMP (CDCls, TMC 125,6 Mrlu): 23,6, 26,6,
30,2, 46,5 (d, J = 1,7 I'u), 49,0, 53,1, 58,1, 110,1 (d, J
= 8,1 l'u), 12,0 (d,J = 24,8 l'y), 114,1 (d, J = 23,5
lu), 115,9, 119,6, 129,0, 131,2 (d, J = 81 lu), 137,6
(d, J=2,1Tu), 151,2, 158,9, 180,7mnH".

EnemeHtapHun aHania cnonykm  CooHosFN3O
(367,47)

PospaxosaHo: C 71,91, H 7,13, N 11,43%,

Busisneno: C 72,17, H 7,04, N 11,45%.

Mpuknag 21

3-{4-[4-(3-xnop-4-cdbTOpdeHin)-ninepasunH-1-in)-
oyTun}-5-cptop-1,3-gurigpo-2H-iHoon-2-oHy  MoHoria-
poxnopua.

3a3HaveHy CrnonyKy oAdepXyloTb BignoBigHO A0
cnocoby B 3a gonomorow mMeToguku 2, BUKOPUCTO-
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BylOMM SAK  BMXigHi  KOMMOHeHTW  5-cpTop-3-(4-
mMeTuncynbgoHinokeubytmn)-1,3-gurigpo-2H-iHgon-2-
OH i 1-(3-xnop-4-pTopdheHin)-ninepasmH.

TemnepaTypa nnaeneHHs 234-237°C.

IK(KBr) 3143, 2579,1712 (C=0), 1189, 734cm™

'H-AMP (OMCO-ds, TMC, 500 Mru): 1,33-1,23
(2H, m), 1,95-1,67 (4H, m), 3,78-3,04 (10H, m), 3,51
(1H,t,J=5,8Tu), 6,83 (1H, dd, J =4,4, 8,4 'y), 7,03-
6,97 (2H, m), 7,22-7,17(2H, m), 7,29 (1H,t,J= 9,1 T'w),
10,45 (1H, 5), 11,1 (1H, s2) Mk,

3C-AMP (OMCO-ds, TMC, 125,6 I'Ly): 22,6, 23,2,

29,3, 45,6, 45,7, 50,5, 55,2, 109,9 (d, J = 8,1 Iw),
112,1 (d, J = 24,8 I'y), 114,0 (d, J = 23,5 T'u), 116,3
(d,J=6,8Tu), 117,1(d, J =21,8 '), 117,6, 119,9 (d,
J=179Tu), 1316 (d, J = 8,6 l'y), 139,1 (d, J = 1,7
Mu), 147,3, 151,5 (d J =239,3 l'y), 158,1 (d, J =
235,9Tw), 178,8MnH .

EnemeHTtapHuin aHania cnonyku CaoHasCloF2N3O
(456,37)

PospaxoBaHo: C 57,90, H 5,52, C115,54, N
9,21%,

BusiBneHo: C 57,88, H 5,63, C114,94, N 9,04%.

Mpuknag 22

3-{4-[4-(3,5-guxnopdeHin)-ninepasunH-1-in]-
6ytun}-1,3-aurigpo-2H-iHoon-2-oHy  MOHorigpoxIo-
pvA.

3a3HayeHy Ccrnonyky odepXyloTb BignoBigHO A0
cnocoby B 3a gonomorow metoguku 2, BMKOPUCTO-
BYytOUM SK BUXiaHi KOMMOHEHTU 3-(4-
meTuncynboHinokcnbytun)-1,3-aurigpo-2H-iHoon-2-
OH i 1-(3,5-guxnopdeHin)-ninepasuH.

TemnepaTypa nnaeneHHst 201-205°C.

IK(KBr) 3416, 3178, 2583, 1706 (C=0), 753cm ™.

'H-AMP (OMCO-ds, TMC, 500 Mru): 1,33-1,24
(2H, m), 1,73 (2H, m), 1,94-1,78 (2H, m), 3,04 (4H,
sz), 3,25 (2H, sz), 3,46 (3H, t, J = 6,0 Iu), 3,92 (2H,

sz), 6,83 (1H, d, J = 7,7 T'w), 6,95 (1H, d, J = 1,5 '),
6,95 (1H, dt, J = 1,0, 7,5 Tw), 7,04 (1H, d, J = 1,4 Tw),
7,18 (1H, tt, J =10, 7,6 Tu), 7,27 (1H, d, J = 7,3 Tw),

1040(1H s), 11,02 (1H, sz) MnH”’
BC-AMP (OMCO-ds, TMC, 125.6 Mlu): 22,7,

23,1, 29,6, 44,6, 45,0, 50,2, 55,2, 109,4, 113,8, 118,3,
121,4, 124,2, 127,8, 129,7, 134,9, 142,9, 1515,
178,9mnH™.

EnemeHtapHuun aHania crnonykn CaoHsCl3sN3O
(454,83):

PospaxoBaHo: C 58,10, H 5,76, Cl 23,38, N
9,24%,

BusiBneno: C 59,10, H 5,90, Cl 22,44, N 9,22%.

Mpuknapg 23

3-{4-[4-(3,4-guxnopdeHin)-ninepasuH-1-in]-
6ytun}-5-ctop-1,3-gurigpo-2H-iHoon-2-oH

3a3HayeHy crnonyky OAepXyloTb BiAMOBIAHO A0
cnocoby b 3a gonomoroo metoauku 1, BUKOPUCTO-
BYylOMM  SIK  BMXiOHi  KOMMOHeHTU  5-cpTop-3-(4-
MeTuncynbgoHinokecnbyTun)-1,3-gurigpo-2H-iHoon-2-
OH i 1-(3,4-guxnopdeHin)-ninepasuH.

TemnepaTypa nnaeneHHs 118-120° C

IK(KBr) 3200, 1709 (C=0), 835cm™

'H-AMP (OMCO-ds, TMC, 500 Mru,) 1,29-1,21
(2H, m), 1,42 (2H, kv, J = 7,2 T'u), 1,93-1,80 (2H, m),
2,25 (2H,t, J =6,1Tu), 2,42 (4H, t, J = 4,9 T'u), 3,13
(4H, t, 7-4,9 Tu), 3,48 (1H, X,J = 5,7 T'u), 6,79 (1H,
dd, J = 4,5, 8,4 I'u), 6,91 (1H, dd, J = 2,9, 9,0 I'u),
6,99 (1H, dt, J = 2,3, 8,9 'y), 7,10 (1H, d, J = 2,8 T'w),
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7,16 (1H, dd, J = 2,2, 8,4 Fu,), 7,37 (1H, d, J = 9,0 'y),
10,35 (1H,d,J = 9,0Mu) maH .

3C-AMP (OMCO-ds, TMC, 125,6 Mru): 231,
26,3, 29,5, 45,8, 47,7, 52,5, 57,6, 109,8 (d, J = 8,3
My), 12,0 (d, J = 24,4 Tu), 113,8 (d, J = 23,0 ),
115,3, 116,2, 119,6, 130,6, 131,6, 131,8 (d, J = 8,3
Mu), 139,1 (d, 7 = 1,5 'y), 150,9, 158,0 (d, J = 235,8
), 178,9mnH™".

EnemeHTapHuin anania cnonykm CooH24CIFN3O
(436,36):

PospaxoBaHo: C 60,56, H 5,54, C116,25, N
9,63%,

BusiBneno: C 60,71, H 5,64, C116,14, N 9,72%.

Mpuknapg 24

3-[4-(4-deHin-ninepasuH-1-in)-6ytnn)-1,3-
aurigpo-2H-iHaon-2-oH

3a3HauyeHy Crnonyky OAepXylTb BiAnoOBiAHO A0
cnocoby b 3a gonomoroo metoguku 1, BUKOPUCTO-
BYHOYM AK BUXiOHI KOMMOHEHTH 3-(4-
MeTuncynboHinokenbytun)-1,3-aurigpo-2H-iHgon-2-
OH i 1-pbeHinninepasuH.

TemnepaTtypa nnasneHHsa 110-113°C.

IK(KBr): 3191, 1705 (C=0) cm™.

'H-AMP (OMCO-ds, TMC, 500 Mru): 1,31-1,24
(2H, m), 1,43 (2H, kv, J = 7,2 T'u), 1,82-1,79 (1H, m),
1,91-1,81 (1H, m), 2,25 (2H, t, J = 7,3 T'u), 2,43 (4H, t,
J=5,0Tu), 3,07 (4H,t, J =4,9Tu), 3,42 (1H, t, J =
49 Tu), 6,76 (1H, t, J =7,2Tu), 6,82 (1H, d, J = 1,1
My), 6,90 (1H, dd, J = 1,0, 7,8 I'y), 6,94 (1H, dt, 7 =
1,0, 7,6 Tu), 7,21-7,14 (3H, m), 7,24 (1H, d, J = 7,3
), 10,35 (1H, s) mnH™.

BC-AMP (OMCO-ds, TMC, 125.6 Mru): 23,3,
26,4, 29,9, 45,3, 48,3, 52,9, 57,8, 109,3, 115,4, 118,8,
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121,3, 124,1, 127,7, 129,0, 129,9, 1429, 1512,
179, 1mnn™.
EnemeHTapHun aHania crnonykn  CaoHa7N3O
(349,48):

PospaxoBaHo: C 75,61, H7,79, N 12,02%,

BusiBneno: C 74,53, H 7,81 ,N11,81%.

Mpuknag 25

6-pTOp-3-{4-[4-(4-bTOPdeHin)-ninepasunH-1-in]-
oytun}-1,3-aurigpo-2H-iHoon-2-oHy ~ MOHOrigpPOXIIo-
pua

3a3HaveHy CrnonyKy ofdepXylTb BiAnoBiAHO A0
cnocoby b 3a gonomorolo mMeToguku 2, BUKOPUCTO-
BYIOMM  SIK  BMXigHi  KOMNOHeHTU  6-cpTop-3-(4-
MeTuncynbgoHinokecnbyTvn)-1,3-gurigpo-2H-iHgon-2-
OH i 1-(4-cbTOpdheHin)-ninepasuH.

TemnepaTypa nnaeneHHsi 184-189°C.

IK (KBr): 3125, 1717 (3=MNPO), 1512cm™.

'H-AMP (OMCO-ds, TMC, 500 Mru): 1,32-1,24
(2H, m), 1,92-1,73 (4H, m), 3,17-3,06 (6H, m), 3,52-
3,45 (3H, m), 3,70-3,68 (2H, m), 7,31-6,66 (7H, m),
10,62 (1H, s), 11,2 (1H, sz) mnH"".

BC-AMP (OMCO-ds, TMC, 1256 Mru): 22,6,
23,1, 29,6, 44,6, 46,2, 50,6, 55,1, 97,6 (d, J = 26,9
My), 107,3 (d, J = 22,0 T'u), 115,6 (d, ,7 = 22,0 ly),
118,0, 125,3, 1254, 144,5, 146,6, 155,8, 157,7,
161,1, 163,0, 179,3mmn ™.

EnemeHTapHun aHania cnonyku CoHzeCIF2N3O
(421,92)

PospaxoeaHo: C 62,63, H 6,21, CI 8,40, N
9,96%,

Busieneno: C 62,37, H 6,31, Cl 8,41, N 9,78%.
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