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(72) MYPABVIOBA OINEHA ONEKCAHOPIBHA, YE-
BAHOB BANEHTUH AHATONIMOBWY, OECEHKO
CEPTI/ MUXAMNOBUY, AGAHACIALI JIIOOMUNA
MUXAVMIBHA

(73) OEPXABHA HAYKOBA YCTAHOBA "HAYKO-
BO-TEXHOMNOMYHUA  KOMMMEKC  "IHCTUTYT
MOHOKPUCTANIB" HAH YKPAIHU

(57) Cnoci6 opepxaHHsi 3aMiWweHnx 7-rigpokcu-7-
meTun-2-(ankinTio)-N,5-giapun-4,5,6,7-
TeTparigpo[1,2,4]tpmasono[1,5-a]nipumianH-6-
kapbokcamigis doopmynm |
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ne Ar = C@H5; 2-CH30-C6H4; 4-CH30-C@H4; 2,4-
,D,VICHg-Cng; 2-CH3-C6H4; 4-C|C6H4;

Alk = CH3; CHZCH3; CH(CH3)2; CHzCeHs; CH2(3-CH3-
CGH4); CH2(3-C|-CGH4);
CH2(4-C|-CGH4); CH2(4-F-C6H4);
C6H4);CH2(3-CH3O-C6H4);

CH2(2,4-,D,VICH3-

Arl = CGH5; 2-CH30-C6H4; 3-CH30-C6H4; 4-CH30-
CGH4; 4-CH3-CGH3; 2-CH306H4; 4-C|-C5H4; 4-BI’-CeH4;
4-F-CgHgy; 3-C|-C5H4; 2-C|-C@H4; 3-BF-C6H4; 2,4-AI/IC|-
CgHs; 3,4-,D,I/IC|-C6H3;

2,6-,D,I/IC|-C6H3; 3-F-C5H4; 2-F-C6H4; 2-F-6-C|-CGH3;
3,4-}J,VICH30-CGH3; 2,4-/J,VICH30-C6H3;
2,5-}J,VICH30-CGH3; 2,3-}J,VICH30-C6H3; 3,4,5-
TpVICH30-C5H2; 2,4,5-TpVICH30-CeH2; 4-SCH3-CeH4;
4-CH(CH3)2-C5H4; 4-CH3CH2-C6H4; 4-CH3CH,0-
CgHs; 2-CH3CH,0-CgH4; 4-CN-CgHg;

4-COOH-CgHs4; 4-COOCH3-CgH4;  4-NO2-CgHg;  3-
NO,-CgHs; 4-OH-CgHs; 3-OH-CgHy;

3,4-guOH-CgH3; 3-CH30-4-OH-CgHy4; 4-CH30-3-OH-
CsHa; 3-CH3CH20-4-OH-CgHy;
3-CH30-4-CH3CH20-C5H4; OL-C4H35; ﬁ-C4H3$; o -
CsHaN; B -CsHaN;

SIKMI BKMNOYAE KOHAEHCALi0 PiBHOMOMSAPHUX KirlbKOC-
Ten AukapbOoHInNbHOI Cronykn, apomMaTUYHOro anbae-
rigy i 3-ankinTio-5-amiHo-1H-1,2,4-Tpnasony y pos-
YMHHUKY, SIKUN BigpPi3HAETBCA TUM, WO 9K AMkapbo-
ONKapOOHINbHY CMonyky BUKOPUCTOBYHOTb
WeHi aHinigM auetoouToBOi KUCNOTU  hopmynu
CH3COCH,CONHAr, a sk pO34YMHHUK - eTWUIOoBUIA
CNMpPT, peakuito KOHAEeHcauii npoBoAATb Npu Temne-
patypi 18-25 °C ynpogosx 20-40 XBURMMH OO YTBO-
PEHHS LiNbOBOro NPoayKTy.

KopucHa mopgenb BigHocuTbCst 4o obnacTi opra-
HiYHOT Xximil, a came pgo cnocoby opepxaHHa 7-
rinpokcu-7-metun-2-(ankintio)-N,5-giapun-4,5,6,7-te-
Tparigpo[1,2,4]tpnasono[1,5-a]nipumignH-6-kap6o-
KcamigiB 3aranbHoi popmynu |.

H,C OH O
Ar
N~n N
s~ Y H 0
/
Alk N™ "N “ar
H

AF=CGH5; 2-CH30-CGH4; 4-CH30-CGH4; 2,4-
,EI,I/ICHg-CGH:;; 2-CH3-C6H4; 4-C|C6H4

e Alk=CHs;; CH>CHs; CH(CHa)2; CH2CsHs;
CH2(3-CH3-CeHa); CHa(3-Cl-CeHa); CHa(4-Cl-CoHa);
CH2(4-F-C5H4); CH2(2,4-}J.I/ICH3-CGH4);CH2(3-CH30-
CeHa);

AI'1=C6H5; 2-CH30-C6H4; 3-CH3O-C6H4; 4-CH30-
CeH4; 4-CH3-C6H3; 2-CH306H4; 4-C|-CGH4; 4-BF-CGH4;
4-F-CgHg; 3-C|-C6H4; 2-C|-CGH4; 3-BI’-C(3H4; 2,4-DMC|-
CgHs; 3,4-,EI,VIC|-C6H3; 2,6-,D,I/IC|-C5H3; 3-F-CeHs; 2-F-
CGH4; 2-F-6-C|-C6H3; 3,4-AMCH30-C5H3; 2,4-,D,VICH30-
CeHs; 2,5-aMCH30-CgHs; 2,3-guCH30-CeHs; 3,4,5-
TpVICHe,O-CeHz; 2,4,5-TpMCH30-CeH2; 4-SCH3-C@H4;
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4-CH(CH3)2-C6H4; 4-CH3CH»-CgHa; 4-CH3CH,0-
CgHs; 2-CH3CH0-CgHy4; 4-CN-CgH4;, 4-COOH-CgH4;
4-COOCH3-CgHa; 4-NO2-CgHs; 3-NO2-CeHa4; 4-OH-
CgHs; 3-OH-CgHg; 3,4-,EWIOH-C6H3; 3-CH30-4-OH-
C6H4; 4-CH3O-3-OH-C6H4; 3-CH3CH20-4-OH-C6H4;
3-CH30-4-CH3CH,0-CeHy4;  a-C4HsS; B-C4H3$; o-
CsHaN; B-C5H4N;

Cronyku cbopmynu | € cknagHUMn a3oTBMiCHUMMU
reTepouunKniYHUMM CUCTEMaMU, LLO BUKOHYIOTb Ham-
BaXXnuBiWi yHKLii y GioeHepreTuli XXMBoro opraHis-
My, MaloTb Pi3Hi BUAM i3ionoriyHOi aKTUBHOCTI i LWK-
pPOKO  BMKOPWUCTOBYIOTbCA Yy  (bapmakomnorivHin i
MeOWYHIN XiMii, SK aHTurinepTeH3unBHi 3acobu [Alwal
K.S. et. al., J. Med.Chem., 1991, 34, p.806]; matTb
anba-agpeHobMoKyoYi BNAaCTMBOCTI, WO BUKIMKA-
10Tb po3wmpeHHs nepudepunyHnx cyamH [PCT IntWO
9907695, 1999, A61K31/513, C07D239/22]; € 6noka-
Topamu ioHiB Kanbuito i/abo kanito [Alwal K. S,
Bioorg. Med.Chem. Lett, 1991, 1, p.291]; aHTaroHic-

N—NH

/ﬁ)\ /U\/U\/\+/§

Ar o) ]
S%N\N)rl\o/\
—
% NN g
H

AIk

1

Po3unH B-ketoedpipy (avkapboHinbHa cnonyka),
apomaTuyHoro anegerigy i 3-amiHo-5-ankinTio-1,2,4-
Tpuasony (piBHOMONSAPHI CniBBIAHOLWEHHS 1 MMOnb) Y
3Mn eTUNoBOoro CNupTy, WO BMILLYE KaTaniTU4Hi Kinb-
KOCTi KoHUeHTpoBaHoi HCI, kun'atate 18 roguH. Pea-
KUiHY CyMill OXONMOMKyloTb A0 KiMHATHOI Temnepa-
Typu, ocag @inbTPyTb, NEpPeKpUCTanisoByloTb i3
eTaHony i odepXylTb uYMCTMM  eTun-5-ankin-2-
ankinTio-7-apun-4,7-gurigpo[1,2,4]tpnasono[1,5-
a]nipumignH-6-kapbokcunaty copmynu Il.

Yac peakuii cknagae npnbnunsHo 20-23 roguHu.
Buxogu cnonyk dopmynu 1l cknagawots 30-70% B
3anexHOoCTi Big eNeKTPOHHOI Npupoan 3aMiCHUKIB Ry i
Ar.

Heponikom BigomMoro cnocoby ogepXaHHs € He-
MOXIMBICTb OTPUMAHHSA KiHLEBUX MPOAYKTIB CTPYKTY-
pu, WO 3asBMSETLCHA, B OA4HY CTafilo, siK BKA3aHO Yy
Axepeni iHdopmauii. 3a Bigomum crnocobom ogep-
XyloTb TifbKM OUrigpoisomepu, a He TeTparigpoiso-
Mepu (sK y cnocobi, wo 3aaBngetbcs). Ona opep-
KaHHSA TeTparigpoisoMepie HeobXigHO NpoBecTu e
O[HY CTafito peakuii - BiOHOBNEHHS AWriapoCnonyku y
TeTparigpocnonyky, ane asTOpU BiAOMOro axeperna
He HaBOAATb UK cTagito. Y UbOMy BUNAAKy cnocid

/\ EtOH, HCI
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Tamn Henponentugis [PCT Int.WO 9833791, 1998,
A61K31/513, C07D401/00].

Bigomuii cnoci® ogepxaHHA CTPYKTYPHOro aHa-
nora cnonyk cgopmynu | - etun-5-ankin-2-ankinTio-7-
apun-4,7-aurigpo[1,2,4]tpna3sono[1,5-a]nipnmigmH-6-
kapbokcunaty dopmynu Il, onmcanmn y [Giong Chen
et. al., J. Heterocyclic Chem., 46, 139(2009)]

Ar fe)
N\ /\
s< N T ° n
/ %\
K N N R
H

1

ne Ar=4-CH30-CgHs; 4-CICgHy;
4-CH3-CeHg i iHLLi;

A|K=CH3; CH2C6H5; R1=CH3; CH20|, CF3;
Cnocib 30iNCHI0ETLCSA 38 CXEMOIO:

)ﬁ‘\o/\ NaBH,
/K CH,OH

l

OfepXaHHA CMonykK CTPYKTYpW, LWO 3asBMNSETbCS,
cknagasca 6 i3 ABOX MOCHIAOBHUX TEXHOMOTYHUX
onepavuin.

Kpim Toro, fno HegonikiB Bigomoro cnoco®y ogep-
XaHHA CTPYKTYPHOro aHanora cnif BigHecTu Tpuea-
nicTb TEXHOMOrYHOro Mpouecy, HeBenuki BUXOau
CMOIyK, a TakoXX HeobXigHICTb JOOATKOBOrO OYMLLEH-
HA KiHLeBUX NPOAYKTIB.

Bigomuii cnoci® opepxaHHA CTPYKTYpPHOro aHa-
nora cnonyk opmynm | -5,7-gucpenin-4,5,6,7-
TeTparigpo[1,2,4]tpmasono[1,5-ajnipumianHy dopmy-
nm 1, onncannn [OeceHko C.M., WnwknH O.B. n gp.
Xumunsa retepoumkn. coeq. - 1994. - Ne7. - C.981].

()

Cnioci6 cknagaeTbes i3 4BOX CTafin i peanisyeTtb-
Cl 33 CXEMOIO:



N~

Ha nepuwii ctagii ekBiBaneHTHI KinbkocTi 3-amiHO-
1,2,4-Tpnasony i xankoHy KOHOEHCYITb Yy AUMETU-
dopmamigi, Harpisatoum cymiw y npodosx 1 roguHu.
OpepxytoTb 5,7-andpenin-4,7-gurigpo[1,2,4]1pmasono
[1,5-a]nipumiamH 3 Buxogom 68%.

Ha ppyrin ctaail npoaykT, ogep>xaHui Ha nepLuin
cTagii, HarpiBaloTb y MeTaHoni B npucytHocTi NaBH4
15 xBunuH. MNpu UbOMYy AUriAPONPOAYKT NepexoanTb
y TeTparigpoizomep 5,7-andeHin-4,5,6,7-
TeTparigpo[1,2,4]Tpnasono[1,5-alnipumiguH dpopmynu
11l 3 BUxogom 71%.

Heponikom Bigomoro cnocoby € ABOCTafifiHICTb
TEXHOIOrYHOro npouecy 3 BUAIMEHHAM MPOMIXKHOrO i
KiHLEeBOro NpoaykTis. He AvMBNAYMCL Ha HeTpuBanuin
Yyac CUHTEe3y i HecknagHiCTb XiMiYHUX peakuii, cnocio
Mae oOMexXeHe 3acTOCyBaHHS!, TOMY L0 He [03BONSE
Pi3HOMaHITUTN acOPTUMEHT HOBUX BIONOriYHO aKkTuB-
HUX PEYOBUH. Y BMNaaKy BUKOPWUCTAHHSA 3aMiCTb Xan-
KOHY Pi3HMX MOro 3aMillleHUX BUHWKAE HeoOXiaHICTb
30iNblUEHHA CTafdil TEXHONOrYHOro npouecy, Koro
TpMBanocTi, A0OAaTKOBOI TpaTh XiMIYHUX peakTMBIB i
30inblUeHHs eHepropecypciB. Cnig Takox BigMiTUTH,

(0] (0] H

AN~

R,

/
IS/QN/)\NHZ

Alk

Po3unH 1 mmonb B-keToedmpy (avkapOoHinbHa
crnonyka), 1 Mmonb apomatuyHoro anbgerigy i 1
MMonb 3-amiHo-5-ankinTio-1,2,4-Tpnasony y 3mn Bo-
On, WO BMiLLyE KaTaniTUYHI KinbKOCTi Tonyoncynsdo-
kncnot (TSA), HarpiBatoTb npu 80°C ynpogosx 10
roavH. Cywmiw ekctparytoTb Tpudi CH2Clp, ekctpakT
cywaTb Hag NaxSOg i pinbTpytoTh. PinbTpaT KOHAEH-
CYIOTb Nif, MOHWXEHUM TWUCKOM, 3aIULLOK OYULLYIOTb
Ha XxpomatorpadiyHin konoHui (agcopbeHT - SiOy),
OLEepXyloTb CyMill ABOX i3oMepiB (au- i TeTparigpoi-
30Mepu), SIKy po3ginuTu ayxe cknagHo. Buxogm tet-
pariapoisoMepy 3HaxoAsTbCa Y Mexax npmbnusHo 5-
39% u nuwe y Bunagky Ri1=CF; Buxoau cknagatotb
54-80%.

HeponikoM BigoMoro cnocoby ofepXaHHsi € He-
MOXIMBICTb OTPUMaHHS iHAMBIQYyanbHUX TeTparigpoi-
3omepiB. Kpim TOro, cknagHicTb poO3AifeHHst CyMilui
OBOX i30MepiB (HaBiTb Ha xpomaTtorpadiyHin KonoHLi)
He [03BOMSE OAEPXKyBaTW YUCTI TeTparigpoisomepu 3
BMCOKMMM BMXOA4aMu. TpuBanicTb Npouecy oaepxaH-
HA KiHUEeBMX NPOAYKTIB, BKMOYAKYM EeKCTPaKUito i
XpoMaTorpadgyBaHHs CyMillli, cknagae npubnumaHo 20-

/& v 1 "o S
+ Ar o TSAH,0 N\N)f‘\o/\ + N\N O/\
—_— 4
N—NH 5_< s— =L
/ = /
AlK N/KN Alk N NT A
H
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NaBH,

CeHs CeHs
o
B / ¢ ¢ !
N NH, CeHs CeHs N/J\N CegHs  CH,OH N/KN CeHs
H H

wo 6Goprigpua Hatpito NaBHs4 gyxe rirpockonivyHui
npenapar, Wwo notpebye npoBeAeHHs peakuii B yMO-
Bax MOBHOMO 3HEBOAHEHHS NMocyay i peaKkTuBIB.
Bigomuii cnoci® ogepxaHHA CTPYKTYPHOro aHa-
nora cnonyk gopmynu | -eTnn-2-ankinTio-7-rigpokcu-
7-ankin-5-apun-4,5,6,7-tetparigpo[1,2,4]tpnasono-
[1,5-a]nipumianH-6-kapbokcunaty dopmynu [V wns-
XOM OfHOCTafiiHOT 6GaraToKOMMOHEHTHOI peakuii, Wwo
onucaHa [Qiong Chew. et. al, J. Heterocyclic
Chem.,2009,46,p.139-148].

Ho R O
N~ O/\
s—{ﬁﬁik (V)
—
A’ NN,
H

r

ne Ar=4-CH30-CgHgs; 4-CICgH4; 4-CH3-CeHy i iH-
LLi;
A"(:CHg; CH2C5H5; R1:CH3; CHzCl; CF3;

Cnoci6 peanisyetbca 3a CXEMOI0:

r

25 rogvH, Wo o6mexXye BUKOPUCTaHHA BiJOMOro Cno-
coby HaBiTb B yMOBax nabopaTtopHOro CMHTE3y.

AK HaNBIKYMIA aHanor 3a TEXHIYHOK CYTTH Ha-
MM 0O6paHO OCTaHHIl i3 HAaBeAEHUX aHarnoriB.

B ocHoBy kopucHOI mMoaeni noctaBneHo 3agadvy
pO3pobKM MPOCTOro i AOCTYNHOro cnocoby oaepkaH-
HA 3aMmiweHnx 7-rigpokcu-7-meTnn-2-(ankinTtio)-N,5-
niapun-4,5,6,7-tetparigpo[1,2,4]tpnasono[1,5-a]nipu-
MigunH-6-kapbokcamigiB, sKMA [03BONSE CKOPOTUTU
yac peakuii, NigBMLINTM BUXIA i SKICTb KiHLEBUX NpO-
OYKTiB.

PiweHHs nocTaBneHoi 3apadvi 3abesnevyetbcs
TMM, WO Yy cnocobi ogepxaHHA 3amillleHnx 7-
rinpokcu-7-meTun-2-(ankintio)-N,5-giapun-4,5,6,7-
TeTparigpo[1,2,4]tpmasono[1,5-a]nipumianH-6-kap6o-
Kcamigis, L0 BKINOYAE KOHOEHcalito ankapOoHinbHoT
CMOnyKn, apoMaTU4HOro anbgerigy i 3-ankinTio-5-
amiHo-1H-1,2,4Tprasony y pO34YMHHUKY, 3rigHO 3 KO-
PUCHOK MOAENNH0, Y AKOCTi AUKAapOOHWUIBHOT CNOMnyKu
BUKOPUCTOBYIOTb apunsaMilleHi aHinign aueTtoouTo-
Boi kncnotn cpopmynu CH3COCH,CONHAr, B sikocTi
PO3YMHHMKA - €TUIOBUIN CAMPT, peakLito KoHAeHcauii
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npoBoaATb npu Temnepatypi 18-25°C ynpopgosx 20-
40 XBUNWH OO YTBOPEHHS LiNbOBOro NPOAYKTY.

Bunbip komMnoHeHTIB peakLii koHaeHcauii apunsa-
MilLleHNX aHinigiB aueToouTOBOI KUCMOTU i PO3UYNHHK-
Ka Oons peakuii - eTUnoBoro cnvmpTy AO3BOMSE 34iNC-
HATW CWHTE3 B OOHy cTagito 6e3 BUKOPUCTaHHSA
katanizatopa (sk y npototuni). 3a cnocobom, Lo
3asBNSETLCA, OAEPXYIOTb iHAMBIAYanbHi TeTparigpoi-
3omMepu (Npo Lo cBigvaThb 'H ampP CMeKTpu) 3 BUCO-
KMM BWXOAOM, BUKIMOYAETbCSA AOAATKOBA OYMUCTKa
KiHLIeBMX NPOOYKTIB.

Cnocib, Wo 3aaBnseTbCs, LO3BOMSE LUMPOKO MO-
AndpikyBaT XiMiYHY CTPYKTYpY KiHLEBOro MpoAayKTy i
ofepXKyBaTU BeNukin Habip 3amilieHnx Tpuasononi-
PUMIAMHIB - NOTEHUiAHMX BiONOriYHO aKTUBHUX peYo-
BVH.

[MpoBeaeHHs peakuii B ymoBax, WO 3asBNA0Tb-
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NpMBOAUTL A0 3MEHLLUEHHSI TPMBANoOCTi TEXHOMOMYHO-
ro npouecy Ao 20-40 xBunuH (y cnocobi-npoToTuni -
20-25 rogunH), BMKINIOYAE BMKOPUCTAHHS €Hepropecy-
pciB, WO O03BONISIE NPU HEOOXIOHOCTI LWBMAKO pO3po-
61TV NPOMUCNOBY METOAUKY CUHTE3Y TaKMUX CMOMyK.

BapitoBaHHS TemnepaTypHOro pexumy peakuii
nokasano, WO MNpoOBeOEeHHs CUHTe3y Hmxve 18°C
npvBOoANTL A0 MOAOBXEHHS 4Yacy peakuii, a BuLle
25°C - HepgouinbHO, TOMY LLO BXe Npu Uil Temnepa-
TYpi peakuis NpoxoanTb NOBHICTIO.

Y T1abnuui 1 gaHo NOpIBHAMbHI XapaKTepUCTUKM
crnoco0y, Lo 3asBNSAeTbCs, i CNocoby 3a HaNGKINM
aHanorom.

Y Tabnuui 2 HaBegeHO TemnepaTypu NNaBfeHHs,
BUXOAM OCHOBHMX NPOAYKTIB peakLii, Yac CUHTe3Yy i H
AMP cnekTpu oTpuMaHUX CrOMyK.

Cnocid, Wo 3asaBnSAETbCS, 3MINCHIOETLCA 3a CXe-

cs1, 3abe3nedye BMCOKY LUBUAKICTb il NPOTiKaHHSA, LUO MOIO:
H,C OH O
N—NH H o O ’ A
i/ + _ A
S P SIS G I St
/ 7~ 4
Alk NTOTNH An ©  He N —>/S_<¢k :
Alk N™ N Sap
H
Ar=Cg¢Hs; 2-CH30-C¢Hs;  4-CH30-CeHs;  2,4- (ankinTio)-N,5-giapun-4,5,6,7-tetparigpo[1,2,4]tpu-
ANCH3-CgHs; 2-CH3-CgHg; 4-CICsH4 asono-[1,5-a]nipnmignH-6-kapbokcamigis.
ne Alk=CHs; CH.CHjs; CH(CHgs);; CH2CeHs; Mpuknag 1. OpepxaHHsa  5-(4-xnopdeHin)-2-

CH2(3-CH3-CGH4); CH2(3-C|-C5H4); CH2(4-C|-C5H4);

CH2(4-F-CGH4);CH2(2,4-DMCH3-CBH4); CHz(S-CH3-O-
CeHa);

AI’1:C6H5; 2-CH30-CgHgy; 3-CH30-C6H4; 4-CH30-
CeHa;

4-CH3-C§H3; 2-CH3CGH4; 4-C|-CGH4; 4-BF-C6H4;

4-F-C5H4; 3-C|-C6H4; 2-C|-C6H4; 3-BI’-C6H4; 2,4-
AnCl-CeHs;

3,4-anCl-CgHs;
CeHa;

2-F-6-CI-CgHs3;
CeHs;

2,5-anCH30-CgHs3;
TpMCH30-CsHy;

2,4,5-TpI/ICH30-CeH2; 4-SCH3-C6H4; 4-CH(CH3)2-
CeHg;

4-CH3CH2-CGH4; 4-CH30H20-C6H4; 2-CH3CH20-
CeHa;

4-CN-CgH4; 4-COOH-CgH4; 4-COOCH3-CeHg4, 4-
NO2-CeHa;

3-NO,-CgH4; 4-OH-CgHs4; 3-OH-CgHy; 3,4-,EI,VIOH-
CeHg;

3-CH30-4-OH-CGH4; 4-CH30-3-OH-CGH4;

3-CH3CH20-4-OH-C6H4;3-CH3O-4-CH3CH20-
CeHa;

(X-C4H35; B-C4H3S; (X-C5H4N; B-C5H4N;

CyMiLL piBHOMOMSAPHUX KiNbKOCTEN apoMaTUYHOro
anbgerigy, 3-ankintio-5-amiHo-1H-1,2,4-Tpnasony i
apunsamilleHmx aHinigiB aueToouToBOI KMCIOTWU ne-
pewmiwyoTb B eTunosomy cnupTi npu 18-25°C Bnpo-
aox 20-40 xBunuH. Ocap, wo Bunas, BiadinbTpo-
BYHOTb, MPOMMBAIOTL €TAHOSOM, CyLLaTb.

BaranbHa TpuBanicTb CUHTE3Y cKknagae npubnus-
HO 60 XBUNWH.

Hwx4ye HaBegeHO MpuKNagn KOHKPETHOrO BWKO-
HaHHA CWHTEe3y 3aMileHnx 7-rigpokcu-7-meTnn-2-

2,6-EMC|-C5H3; 3-F-CeHs; 2-F-

3,4-anCH30-CeH3; 2,4anCHs30-

2,3-AnCH30-CgHs3; 3,4,5-

(etunrio)-7-rigpokcu-7-metTun-N-deHin-4,5,6,7-
TeTparigpo[1,2,4]tpmasono[1,5-a]nipumianH-6-kapbo-
Kcamigy.

Cymiw, wo cknagaetsca 3 0,15r (1mmonb) 3-
eTunTio-5-amiHo-1H-1,2,4-tpnasony, 0,14r (1mmonb)
4-xnopbeHsanbaerigy, 0,18 (1mmonb) aHinigy aueTo-
OLTOBOI KMCMOTWU, NepemiyoTb B 20Mn eTUNoBoro
cnupty npu 20°C npotsirom 20 xBunuH. Ocag, wo
BMNaB, BigdINbTPOBYIOTL, NpoMuBaoTb 10Mn eTaHo-
ny, cywarsb.

BuxigHi aani:

T. nn. 179-180°C. Buxig 0,40r (90%).

CnekTp 'H amp (OMCO-d6), & (M. u.): 1.28 (m,
3H, CH3), 1.76 (c, 3H, CH3), 2.97 (B, 2H, SCHy), 3.08
(a, 1H, CH), 5.00 (g, 1H, CH), 6.78 (c, 1H, NH), 6.99-
7.54 (m, 9H, ArH), 7.78 (c, 1H, OH), 9.72 (c, 1H,
CONRH).

Mpuknag 2. OpepxaHHa 2-(6eH3nnTio)-5-(4-
eTundeHin)-7-rigpokcu-7-metun-K-(2-meTtokcideHin)-
4,5,6,7-TeTparigpo[1,2,4]Tpnasono[1,5-a]nipumignH-6-
kapbokcamigy.

OpepxytoTb aHanoriyHo npuknagy 1. Ans peakuii
6epytb: 0,21r (1mmonb) 3-6eHsunTio-5-amiHo-1H-
1,2,4-tpuasony, 0,14r (1mMmonb) 4-eTunbeH3anb-
perigy, 0,21 (1MMonb) 2-meToKciaHinigy auetoouTto-
BOI KMCMNOTHU.

BuxigHi gaHi:

T. nn. 163-165°C. Buxig 0,48r (90%).

Cnektp 'H AMP (OMCO-d6), & (M. u.): 1.12 (m,
3H, CH;3), 1.79 (c, 3H, CHj3), 2.54 (kB, 2H, CH>), 3.25
(@, 1H, CH), 3.75 (c, 3H, CH30), 4.20 (g, 1H, CH),
4.25 (g, 1H, CH), 4.85 (g, 1H, CH), 6.98 (c, 1H, NH),
6.79-7.52 (m, 13H, ArH), 7.76 (c, 1H, OH), 9.28 (c,
1H, CONH).

Pewty npuknagis 3segeHo y Tabnumuio 2.
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Ak BMAOHO i3 TekcTy maTepianis, WO 3asBNATb-
Csl, TEXHIYHE PiLLEHHS, LLIO NPOMOHYETHLCS, Mae HaCTy-
nHi nepesaru:

- TpuBanicTb cuHTedy cknagae 20-40 xsunuH (3a
Hanbnwkynm aHanorom 20-25 roguH);

- 0O3BONSAE NABULWNTY BUXIA KiIHLEBUX NPOAYKTIB
00 65-90% y nopiBHSAHHI 3 cNOCOBOM - HaNGNVXKYNM
aHanorom (~5-39%);

- LUMPOKO BapitoBaTW y MOMEKyni 3aMiCHUKMN Pi3HOT
€reKTPOHHOI NPUPOAMK;

50266
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- cnocib, LWo 3asBNSETLCSA, MEHLL EHEPrOEMHUN Y
MOPIBHSAHHI 3i cnocobom - HanbGNMXKYMM aHarnorom,
TOMY WO BECb CUHTE3 NPOBOAUTLCA NPW KiMHaTHIN
Temneparypi.

MoxnuBicTb LWIMPOKOT MoaudikaLii CTpykTypu 3a-
MiLLEHUX 7-TiApoKcu-7-meTnn-2-(ankinTio)-N,5-giapun
-4,5,6,7-teTparigpo[1,2,4]tpnasono[1,5-a]nipumignH-
6-kapbokcamifiB i CMHTE3 LUMPOKOI HU3KU CMONyK 3a
crnocobom, WO 3asABMSETLCH, 3HaVAe 3acToCyBaHHS
AK y nabopaTopHin, Tak i y BAPOBHWYIN NpakTuLi.

Tabnuus 1
. ..| Temnepatypa | Yac peakuii,
Buxig peakuii peaKuii, °C ron YMoBUM peakuii
0e3 kaTanisaTtopa
Cnoci0, Lo 3aaBnAeTLCA 65-90% 18-25 0,3-0,6 6es excTpakui
6e3 xpomatorpadyBaHHs
0e3 nepekpucTanisauii
3 KaTanisaTopom -
TonyoncynscakucnoTa,
Cnocib - aHanor 5-39% 80 20-25 eKkcTpakuis,
XpomarorpadyBaHHs,
BaKyyMHa BiJfOHKa PO34MHHMKA
Tabnuus 2
Cnonyka 3a crnoco6om Hac peak- 1
Ne | Tnn., °C | Buxig, % |uii, xBunu- Cnextp "H AMP
LLIO 3asBMSIETHCSA i
Alk=CH,CgHs 1.76 (c, 3H,CHy), 2.22 (c,3H, CH3), 3.08 (g, 1H,
_ CH), 4.22 (g, H, CH), 4.26 (g, H, CH), 4.96 (g, 1H,
1 Ar=CeHs 180-181 | 65 20 CH), 6.71 (c, 1TH,NH),6.96-7.41 (m, 14H, ArH),
Ar;=4-CH3-C¢H4 7.76 (1H, ¢, OH), 9.28 (1H, c, CONH).
Alk=CHsCH. 1.09 (M, 3H,CHj3), 1.28 (m, 3H, CHs), 1.75 (c,
3H,CHs), 2.54 (q, 2H, CHy), 2.97 (q,
2 Ar=CgHs 177-178 85 20  [2H,SCH),3.08 (g 1H, CH), 4.97 (g, 1H, CH), 6.69
(1H,c,NH), 6.99-7.48 (m, 9H, ArH), 7.68(c, 1H,
Ar1=4-CH3CH2-Ce¢Ha OH), 9.69 (c, 1H, CONH).
Alk=CH,CgHs 1.73 (c, 3H,CHj3), 2.20 (c,3H,CHj3), 3.10 (4, 1H,
3 CH), 4.20 (g, H, CH), 4.24 (g, H, CH), 4.91 (g, 1H,
3 Ar=2-CH3-CeHs | 178-180 | 85 25 | CH), 6.70 (c, 1H, NH), 6.92-7.51 (m, 14H, ArH),
Ar;=Cg¢Hs 7.79 (1H, ¢, OH), 9.30 (1H, ¢, CONH).
Alk=CH3CH, 1.26 (m, 3H,CH3), 1.78 (c, 3H, CH3), 2.95 (kB, 2H,
_ SCH3),3.10(a, 1H, CH), 4.97 (a, 1H, CH), 6.80 (c,
4 Ar=4-Cl-CeHa 176-178 | 90 25 |1H,NH), 7.01-7.58 (M, 9H, ArH), 7.80 (c, 1H, OH),
Ar;=C¢Hs 9.68 (c, 1H, CONH).
Alk=CH,CeHs 1.13 (m, 3H,CHj3), 1.79 (c, 3H, CHg), 2.55 (ks,
2H,CH.),3.25(a, 1H, CH), 3.75 (c, 3H, OCHj),
5 Ar=4-CH30-CeH, | 162-164 85 20 423 (a, H, CH),4.29 (n, H, CH), 4.85 (p, 1H, CH),
6.98 (c, 1H, NH), 6.76-7.51(m, 13H, ArH), 7.74 (c,
Ar1=4-CH3CH2-Ce¢Ha 1H, OH), 9.27 (c, 1H, CONH)
Alk=CH,CgHs 1.79 (c, 3H,CH3),3.26 (g, 1H, CH), 3.75 (c, 3H,
_ OCHg), 4.23 (g, H, CH), 4.29 (g, H, CH), 4.88 (&,
6 | Ar=2-CHO-GeH, | 177-178 | 87 30 1H,CH), 6.81-7.52 (M, 13H, ArH), 7.84 (c, 1H,
Ar1=4-Br-CgH,4 OH), 9.31 (c, 1H, CONH)
Komm'toTepHa BepcTka J1. LlixaHoBcbka MNianucHe Tupax 26 npum.

MiHicTepcTBO OCBITM | Haykun YKpaiHu
[epxaBHui JenapTaMeHT iHTenekTyanbHoi BNacHocTi, Byn. Ypuupkoro, 45, m. Kuis, MCTI1, 03680, YkpaiHa

[N “YkpaiHCcbKkWi IHCTUTYT NpOMKCIOBOI BriacHocTi”, Byn. na3yHoBa, 1, m. Kuis — 42, 01601



