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ne Ar = C6H5, 4-CH30C6H5, 4-C|C6H5.
2. Cnocib ogepxaHHsa cnonyk 3aranbHoi dopmynu |
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ne Ar = C6H5, 4-CH30C6H5, 4-C|C6H5,

SKUA BiAPI3HAETLCA TUM, WO MPOBOAATb peakuito
B3aemMofjii ekBiMONApHUX Kinbkocten 3-amiHo-1,2.4-
Tprasony 3 MeTunoBnMmn edipaMn KOPUYHUX KUCNOT
dopmynu ArCH=CHCOOMe y opraHiYHOMY PO34MH -
HUKY - gumeTtundopmamigi npy KUMiHHI; ogepxaHun
3aMilLieHnin TpmasononipuMianH nigaanTs B3aEMOZii 3
neHtacynbgigoMm docdopy y cepemoBuLLi KCunony
abo pgiokcaHy Mpu KuMiHHI npoTaroM 2-3 rogvH Ao
YTBOPEHHS LiNTbOBOrO NPOAYKTY.

BuHaxig HanexuTb OO ranysi opraHivyHoil ximii, a
came, 00 CKMNagHUX HITPOreHBMICHUX reTepouukniy-
HNX Cnonyk -7-apun-4,5,6,7-tetparigpo-1,2,4-
Tpuasono[1,5-a]nipumianH-5-TioHiB  3aranbHoi dop-
Mynu |:

Ar

N—N

C L

[

ne Ar = C6H5, 4-CH3OC6H4, 4-C|C6H4.

MoxigHi azononipMmiguHiB € oCHOBHOW CcybcTaH-
uieto baraTbox mMikapcbkux npenapaTis, WO YCMilHO
3aCTOCOBYIOTbCA ANSA JiKyBaHHA 3axBOPIOBaHb, LWO
BUKNUKaHi Bipycom BIJ1, € edpekTMBHUMM MpU niKyBaH-
Hi €eHOOKPUHHOI Ta cepueBo-CyaAuHHOI cuctem [T.

Yasuda et al, Jpn. J. Pharmacol., 79, 65 (1999); nar.
AnoHii Ne 63101383, CO7D 487/04; G. H. Yang et al,
Chin. J. Chem., 18, 435 (2000); nat. AnoHii Ne
62077387, CO7D 487/04].

Cnonyku, WO 3as8BNATLCSA, ABNSA0TL coboto Ya-
CTKOBO ripoBaHi a3vHW 3 aHernbOBaHUM a30SlbHVM
LUMKNOM Ta XiMIYHO akTMBHWM TioamigHUM dparMeH-
TOoM. BoHM € aHanoramu npupogHux aurigponipuanHis
(HikoTMHaMig-ageHiHAMHYKNeoTuay) abo asononipu-
MigWHIB (MYpPUWHIB) Ta LITY4YHO CUHTE30BaHWUX Kaphio-
CTUMYIIOIOYMX MpenapaTiB Ha OCHOBI Auvrigponipuan-
Hy (HidbeamniH, TOLLO).

ToMmy LbOro Yacy CMHTE3 Crnonyk nodibHoi CTpyk-
TYpu 3 pisHUMKn hapmMakodopHUMU dparMeHTamm €
OOCUTb aKTyanbHWM, TOMY WO BOHM MOXYyTb rpatu
BaXnNuBYy porb Yy BGionoriyHux npouecax XuBMX opra-
Hi3MiB i MOONHN.
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€ BiJOMVUM CTPYKTYpPHWUIA aHanor cronyk, Wo 3a-
ABMSATLCA, -2-meTtunTio-4,5,6,7-Tetparigpo-1,2,4-
Tpuasono[1,5-a]nipumianH-5-oH dopmynu I:

N-—N
e
H

I
Ta cnocib roro oTpumanHsa [J. Reiter et al, J.
Heterocyclic Chem., 22, 385 (1985)).
Cnonyka Il € pobpe po34MHHOIO Y MONSPHUX, Tip-
e - y HEenomnsipHUX PO3YMHHMKAX, CMpTax, OLTOBIN
KNCIOTi; HEPO34MHHOIO B eddipax, BOAi.

1. NaOH
2. 1,80,

Ha nepuwin ctagii oo cycnexsii rigpuay HaTtpis y
abcontoTHoMy aumeTundopmamigi fogoaTe PO3YUH
3-amiHO-5-meTunTiOoTpMasony y abconoTHOMY Aume-
Tundopmamigi npn 0°C Ta iHTEHCMBHOMY Nepemiluy-
BaHHi mpotarom 1 roguHu. CyMmiw HarpiBaloTb Lie
niBrognHW, Micna 4oro npu Tid camin Temnepatypi
NpunMBaKTb Po3dMH 2-LiaHoeTunbpomigy y HeBenu-
Kin KinbkocTi abcontoTHoro gumetundopmamigy. Cy-
Milw nepemiwytoTe 3 rognHn npu 0°C Ta HarpisaioTb
[0 KiMHaTHOI TemnepaTypu, nepemiwyoTb wWwe 5 ro-
OVH, Micrs Yoro BMNMBAKOTb Y BOAY Ta eKCTparylTb
xnopodopmom (aBidi no 100 mn). EkcTpakT cywartb
Hag 6e3sogHMM NaxSOs, BUMAPOBYIOTb Hacyxo, 3a-
NULIOK XpomaTtorpadyoTb Ha cunikareni. Iicnsa nepe-
Kpuctanisauii 3 Bogu T. nn. 5-amiHo-3-meTunTio-1-(2-
uiaHomeTun)-1,2,4-tpnasony 142-143 °C, Buxig
cknagae 38 %.

Ha ppyrin cragii HarpiBaloTb cymiw S5-amiHO-3-
meTunTio-1-(2-uiaHometnn)-1,2,4-tpnazony Ta 5SH
PO34MH rigpokcuay HaTtpis npotarom 2 roguH. Opep-
XaHui po3unH nigkucnioots 20 % HaSO4 (pH = 1) Ta
3anvwalTb KpucTanisyBaTUCA NPOTArOM AeKinbKoX
[i6. OTtpumytotb 2-meTunnTio-4,5,6,7-TeTparigpo-1,2,4-
Tpnasono[1,5-a]nipumignH-5-on 3 Buxogom 37 %.
Micns nepekpucTanisadii 3 cymiwi metaHony (2 4) Ta
Bogn (1 4) 1. nn. 2-metwnTio-4,5,6,7-TeTparigpo-
1,2,4-tpnasorno[1,5-alnipumignn-5-oHy cknapae 254 -
256 °C.

Ar
COOC,Hs
L)
N/J\N CH,Br
H
m

NC(CH,),B
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Heponikom cTpykTypu crionyku Il € H13bka peak-
UiHa 3gaTHICTb 4o peakuil ankinysaHHs no NH-rpyni.
Y BuNagKy, KONU SKLWO HaBiTb Take arkifyBaHHA Mo-
XInMBe 3 BUKOPUCTAHHSAM CUIIbHO OCHOBHOIO Cepefo-
BMLUA, Ue npu3Bede OO0 CTOPOHHIX MpoLeciB 3 pos-
KPUTTAM NipUMIOMHOBOrO LIMKNY Ta MOBHOI OeCTPYKLUil
cnonykn dopmynu Il. Kpim TOro, BiACYTHICTb apurb-
HOro pagvkany y nonoXeHHi 4 (y nipumiguHoBomy
parMeHTi) NpM3BOAUTL OO [OAATKOBOI HECTabiNbHO-
cTi monekynu. Bci Ui Hegonikn 3BYXYOTb MOXMMUBOCTI
noganbLuol XiMiyHOT MoaudiKaLii CTPYKTYpMU.

Cnocib oTpumaHHs Bigomoi crnonyku dopmynu I
CKIagjaeTbCs 3 ABOX CTafin Ta 34INCHI0ETLCS 3a CXe-
MOIO:

CN
N_N/\/

A AL

SN NH;,

—_—

H3C..

BN
H?’C\SJ\N)\N 0
H 1

3aranbHuin Yac peakuii BU3HA4UTK, BUXOOAYM 3
hxepena iHdopmauii, € HEMOXNMBMM, TOMY LIO aB-
TOpU BKa3yloTb, WO Ha OCTaHHIK cTagil cnonyku |l
Kp1cTanisauis npoxoanTb NPOTSArom AeKinbkox Aio.

[o HeponikiB cnocoby OTpUMaHHs BiAOMOroO aHa-
nora copmynu Il HanexmnTb BUKOPUCTaHHSA rigpuay
HaTpia - KOHOEHCYH4Oro 3acoby CUIIbHOOCHOBHOI
npupoau, Lo eHeprifiHO po3KnagacTbCA BOAOK; TOMY
cuHTe3 Tpeba npoBoguTn y 6e3BOOHMX yMOBax Y
NPUCYTHOCTI abcontoTHoro PO34MHHMKA
anveTtnndopmamigy. ABGConTyBaHHS AUMeTUNdop-
mMamigy - TpMBanui npouec, Wo nepegdayae CyLuky
po34nHHUKa Hag 6e3sogHum MgSO4 npoTtsarom 10-12
rOAWH Ta BaKyyMHY NEPEroHKy.

Kpim Toro, obwuasi crapgii peakuii notpebytoTb
OYMCTKM PEYOBUH KpucTanisauieo, a Ha nepulin ctagii
- HaBiTb xpomaTorpadpyBaHHs, O CyTTEBO 36inbLuye
He TifNbKKW Yac peakLii, a TakoX i maTepianbHi Ta eHe-
preTudHi 3aTpaTtu. Husbka Temnepatypa (0°C), npwu
SKiM Ha nepLlin ctagii NpoxoAnTb KOHAeHcauis, no-
Tpebye BUKOPUCTaHHSI OXONOMDKYIOUMX areHTiB. Buxo-
OV PEYOBWH Ha KOXHIiW cTagii gyxe Husbki (37-38 %),
LLIO TaKoX cnif, BiZHECTM A0 HeponikiB cnocoby oTpu-
MaHHs BiOMOro aHarnora.

Cepen 3aMilLeHnX 1,2,4-tpnasono[1,5-
a]nipumiguHiB BigoMi Takox 5-6GpomomeTun-7-apurn-
4,7-purigpo-1,2,4-tpuasorno[1,5-a]nipumiamH-6-
KapbOOHOBOI KMCNOTK €TUNOoBI edipy - cnonyku cop-
mynu 111

zie Ar = CgHs, 4-NO,CgH,,
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Ta cnocid ix oTpumaHHs [maT. AnoHii  Ne
63101383, CO7D 487/04, A61K 31/505].

PosuuHHicTb crnonyk dopmynu Il € HeBenukoto
HaBiTb Y NOMSAPHUX PO3YMHHMKAX: BOHWN PO3YMHSAIOTHCA
Tinbkn y agnmeTundopmamigi Ta gUMeTUNCynNbOoKCH-
Ai, € HEPO34YMHHMMU Y HEMOMAPHUX PO3YMHHUKaX (Oe-
H30m, Tonyon), Y BoAi, edipi, aueToHi.

Heponikom cTpykTypu cnonyk coopmynu 1l € o6-
MeXeHa MOXMUBICTb XiMiYHOT Mogudikauii. Tak, anki-

LCOOCHs  O;N+_)-CHO
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nyeaHHs no NH-rpyni MoXrnvBe Tinbku y cynepocHoB-
HOMY CepefoBULLi Y BUCOKOMOMSAPHUX PO3YMHHUKAX 3
NPOTiKaHHAM CTOPOHHIX MPOLECIB OKUCHEHHS!, apoma-
TM3aUil Ta HaBiTb AeCTPYKLUii.

Cnonykn cdopmynu |l BUKOPUCTOBYIOTLCS SIK aH-
TUriNepTEH3MBHI 3acobu, NiK1 MpU NiKyBaHHI aHriHW;
NnoKpaLLyloTb CEpLEBUIA Ta LiepebpanbHuiA KpOBOOOIT.

Cnoci6 oTpumaHHsa cnonyk cdopmynu Il cknaga-
€TbCA 3 TPLOX CTafi Ta peani3yeTbCs 3a CXEMOIO:

CoHyNO,4 N
«_COOC,Hs |
2% LN,

HoC
COOC,Hs C,H;0H 0" “CHa C,HsOH
CeHaNO2-4 CgHaNOx-4
COOC,H; COOC;Hs
N_.
— L) Y
ﬂ CH3 CH;COOH [\(l\N CHzBr
H
I

Ha nepwin cragii ekBiMOnNspHi KinbKOCTi  4-
HiTpOoGEeH3anbaerigy Ta aueToouToBOro edipy 3mi-
WYIOTb B €TaHoni, oxonomxytoTe fo -10 °C, gpogaiTb
KaTaniTMYHy KinbKicTe nNiNnepuavHy, He OonycKaryu
nigsuweHHs Temnepatypu Buwe 0°C. Cymiw 3anu-
WwaTb Y xonoaunbHuky Ha 12 roguH. Ocag, Wwo Bu-
Jinuecs, BiadiNbTpoBYyOTh, BUCYLWYOTL. [icnsa nepe-
KpuUcTanisauii 3 eTaHony oTpUMYOTb €Tun-a-aueTurn-
4-HiTpOUUHHaMAT.

Ha pgpyrin cragii 9,7 r etun-a-auetun-4-
HiTpounHHamarty, 3,4 r 3-amiHo-1,2,4-Tpuasony B 150
M etaHony kun'atate 10 roguH. Kpuctamm, wo Bu-
nanu nNpy OXONOMKEHHI, BiAMINbTPOBYIOTL, KpucTani-
3yloTb 3 MetaHony. Otpumytote 5,6 © 5-metun-7-(4-
HiTpodbeHin)-4,7-gurigpo-1,2,4-tpnasono[1,5-
a]nipumignH-6-kapboHOBOI KMCMOTW eTUNoBUIA edip 3
T.nn. 222 - 224 °C.

Ha Tpertii cTagii 5-metnn-7-(4-HiTpodeHin)-4,7-
avrigpo-1,2,4-tpuasono[1,5-a]nipyumianH-6-
KapOOHOBOI KMCNOTU €TUMoBUI edip PO34YnHATL Y
50 Mn ouTOBOI KUCIOTW, MPWU IHTEHCMBHOMY Mepemi-
LWyBaHHi kpannamu npotarom 40 X8 JoAalTe PO3YMH
3 r 6pomy B 15 Mn oL TOBOI KUCNOTK NpY TemnepaTypi
50-55 °C. PeakuiiHy cymiw nepemiwyiots we 4,5
roguHu npu 45-50 °C, BUNapoByoTb OLTOBY KMCMOTY

Ar
y 8t
| |
Loyt

v

Ta cnoci6 noro otpumanHs [B. O. Opnoe u ap.,
Xvmus retepoumkn. coeauH., 1988, Ne2, C. 229].

Cnonyku dopmynu IV € po3umHHUMK Yy NONSAPHUX
PO34MHHUKaX (auMeTnndopmMamin, AUMMETUNCYnbgo-
KCWA), NOraHo PO34YMHHUMM Y CIMPTax, HEPO3YUHHUMM

Ha poTopHOMY BunaptoBadi. [o 3anvwKy AopalTb
BOAY Ta ekcTparyloTb xrnopodopmom. EkcTpakT nmpo-
MmBaloTb Bogol Ta posunmHom NaHCOs, oxonomky-
I0Tb MbOAOM, BuCyLWYyOTb Hag 6e3BogHum MgSOs,
XropochopM BMNapoBYOTb HA POTOPHOMY BUNapioBa-
Yi. Buxig 5-6pomomeTun-7-(4-HiTpodpeHin)-4,7-
avrigpo-1,2,4-tpuasono[1,5-a]nipymianH-6-
KapboHOBOI KMCnoTK eTunosoro edipy - 6,9 r (41 %),
KU  MNOTIM  KpUCTani3ylTb i3 CyMiwi MeTaHorn-
aumetundopmamia.

3aranbHuii 4ac npoBedeHHs peakuii cknagae
npnbnmaHo 37-39 roguH.

[o HeponikiB cnocoby OTpUMaHHs BiAOMOro aHa-
nora Il HanexwuTte 6GaraTocTaginHiCTb, TpMBaniCTb
npouecy. Kpim TOro, BUKOpUCTaHHSA nakpimaTtopa Ta
BMCOKOTOKCMYHOI peqyoBMHU (Bpomy), Hu3bKoTemne-
paTypHUX XxragoareHTiB (CMHTe3 npoBoAsTb Mpu -
10°C), ekcTpakuis UinNbOBOro MpoAaykTy Xropodop-
MOM 3HAYHO YCKMafHIOTb Ta 340POXYYIOTb CMocio
OTPUMAHHS, O TaKoX € Hegomnikom BiJOMOro Croco-
oy.

Bigomum € ananor cnonyk, WO 3asBRAsOTLCS, -
5,7-piapun-4,7-gurigpo-1,2,4-tpnasono[1,5-
a]nipumiguHy 3araneHoi popmynon 1V:

e Ar= CgHy, 4-CH,CoH,, 4-CICH,;
Ary = C¢Hs, 4-CH;0CeH,, 4-(CH;),NCgHy,

4-NO,CgH,, 4-CICgH,

Yy HenonsipHUX pPO34MHHUKaX, Bodi, edipi, AiokcaHi,
auUEeToHi.

Cnonyku cdopmynu IV € cTinkummn npu 36epiraHHi,
ane nerko apomaTtu3yloTbcsa npu  obpobui  N-
BPOMCYKLMHIMIZOM Y iHWWY CTPYKTYpy -Tpmasono[1,5-
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a]nipymignHun. Taky HecTabinbHICTb BiAOMOI CTPYKTY-
pu MOXHa BigHecTu go 1 Hegonikis. Kpim Toro, Ximiy-
Ha moaudikauis € OocUTb yCKnagHeHow, TOMY He €
MOXIMBMM BUKOPWUCTaHHA LMX CMOMYK K BUXIAHWX
npy NOLLYKY HOBWUX @Pi3iONOriYHO akTUBHUX CMOMYK, Y
TOMY YMUCIi BMILLYIOYUX aTOMU OKCUreHy Ta Cyrbgy-
Py, LLO TaKoX HanexuTb 40 HEAOiKiB CTPYKTYPW.

Cnocib oTpumaHHsi Bigomoro aHanora ¢popmynm
IV cknagaetbca 3 OBOX CTafin Ta 34IMCHIOETLCA 3a
CXeMolo:

Ar

C,H;0H N
ArCOCH; +  AICHO

10 % NaOH o Ary

N_'EH Ar
.N_N_l_-‘_z. !\II—N |
MDA
A LN/kN Ary
H
v

Ha nepuwin cTagii npoBoasaTe peakuito B3aemogil
3aMilLleHnX aueTodEeHOHIB 3 apoMaTUYHUMK anbaeri-
AamMu y eTUrnoBoMy cnupTi 3a npucyTHicTio 10 % pos-
YMHY rigpokcuay HaTpia npu KiMHaTHIM TemnepaTypi
npotarom 2-10 roguH (3anexHo BiA eneKTPOHHOI
npupoan 3amMiCHUKa) Mpu iHTEHCMBHOMY NepemMilly-
BaHHi. PeakuinHy cymiwl 3anuwatoTe Ha 12 roguMH oo
NOBHOMO BUMafiHHA XankoHiB, Micns 4oro BiaginbLTpo-
BYIOTb, MPOMMBAIOTbL CMNMPTOM, BUCYLLYOTb. Yac npo-
TikaHHS peakuii cknagae npubnumaHo 14-22 roamHu.

Ha ppyrin ctagii xankoHu, oTpumaHi y nepLuin
cragii, KoHOeHcylTb 3 3-amiHo-1,2,4-Tpuasonom y
aumetundopmamigi npyu KUNiHHI NPoTAromM 1 roguHw,
nicns voro BucagKkytloTb 6eH3onom. Cymiw 3anuiia-
toTb Ha 0,5 roguH ansa oTpuMaHHs 5,7-gurigpo-1,2,4-
Tpuasono[1,5-alnipumignHis, €Aki  NOTIM  OYMLLYIOTb
Kpuctanisaujeto 3 cymiwi 6eHson-gumetundopmamig
(3:1).

3aranbHWn Yac OTPVMMaHHA BiZOMOro aHarora
cknagae 18-25 roguH.

[o HeponikiB cnocoby OTpUMaHHsi BiAOMOro aHa-
nora cgpopmynu IV HanexunTtb TpyMBanicTb TEXHOMONIY-
HOro MpoLecy, BUKOPUCTaHHSA apoMaTUYHUX anbaeri-
AiB, AKi NErko OKUCHIOTLCA MOBITPSAHUM KUCHEM Ta
CMpUsIIOTb YTBOPEHHIO 3HAYHOI KiNbKOCTI CMOMMUCTUX
NpoAyKTiB, WO BiAOOPaXyeTbCA Ha YUCTOTI KiHLEBUX
peyoBuH. Kpim Toro, BkasaHui crnocid po3noBCOLKY-
€TbCA TiMbKW Ha OTPUMAHHS TPUa3ononipUMIAMHIB,
LLIO MIiCTATb apoOMaTUYHI 3aMiCHUKKU Y NipUMiAMHOBOMY
dparmMeHTi.

Y ocHOBY BMHaxody MOKMageHO 3aBAaHHs noLuy-
Ky HOBMWX CMOMyK B psay 3amiweHux 7-apwun-4,5,6,7-
TeTparigpo-1,2,4-tpuasono[1,5-a]nipumignH-5-TioHis,
a TakoX po3pobku MPOCTOro Ta AOCTYMHOro cnocoby
OTPVMMaHHA LUMX CMOMyK, SKUA [O03BONAE 3MEHLUUTU
TPMBaniCTe TEXHOMOMYHOro Mpouecy, MnoKpawmuTL
AKICTb KIHLEBUX MPOAYKTIB.

BupilieHHs1 nocTaBneHoro 3aBgaHHA 3abesnevy-
€TbCA  po3pobkolo  3amilleHux  7-apwun-4,5,6,7-
TeTparigpo-1,2,4-tpnasono[1.5-a]nipumianH-5,-TioHiB
- cnonyk 3aransHoi popmynu |:
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Ar

N——N ge Ar = C6H5, 4‘CH3OC6H4, 4-C1C6H4

»l

I

BupileHHs1 nocTaBneHoro 3aBgaHHA 3abesneuvy-
€TbCSA TaKOX | TMM, WO y cnocobi oTpMMaHHa cnonyk
3aranbHoi dopmynu |, 3rigHO BMHaxody, NPOBOAATb
peakuito B3aemofil eKBIMONAPHUX KinbkocTen 3-
aMiHo-1,2,4-Tpnasony 3 METUNOBMMU edhipaMu Kopu-
YHUxX kmcnot dopmynm ArCH==CHCOOCHS3; y opraHi-
YHOMY PO3YMHHUKY - AUMETURGOPMaMiai NPU KUMNiHHI,
OTPUMaHWUA 3aMillleHnin TprasononipuMiauH nigaarTb
B3aeMofii 3 neHTacynbdigoMm docdopa y cepeno-
BULLi Kcuona abo AiokcaHa npu KuUMiHHI MPOTArom 2-
3 roAvH J0 YTBOPEHHS LiNbOBOro NPOAYKTY.

MoxnuBicTb  xiMiyHOT Moaudikauil  CTPyKTypu
cnonyk popmynu | BapitoBaHHAM 3aMiCHUKIB Y apurib-
HoMy pagukani, npy NH-rpyni Ta y aTomi cynbdypy
[03BOMsiE OTPUMYBaTV OBinblU LUMPOKUN aCOPTUMEHT
HOBUX MEPCNeKTUBHUX Pi3ioNoriYyHo akTUBHUX peyo-
BVH TPM1a3ornonipMMigMHOBOro psay.

BBeneHHa y nipymiguHoOBUI oparMeHT aToMy Cy-
nbdypy 3abesnedvye Kpalli conbBaTaLiiHi BNacTMBo-
CTi Ta € MPUYNHOIO NIABULLEHHS PO3YMHHOCTI LMX pe-
YOBWH Y MOMNSIPHMX Ta cnabononspHMX pPO3vMHHMKaX.
[nsa paHoi CTpyKTypwu TpuasononipumiguHy Le € [o-
CUTb CYTTEBOIO O3HAKOIO.

Cnonyku, Wo 3asBnsAlnTbCs, MOXYTb OyTWU BUKO-
pucTaHi 6e3nocepedHbO Yy MOLWYLi HOBUX MEOUYHUX
npenapaTiB abo Ak HaniBNpoAyKTW Afs NoAasbLLoro
CMHTE3Y HOBWX FreTepOLMKITIYHUX CMOMNYK 3 MOTEeHUin-
HOIO (Pi3i0NOriYHOK aKTUBHICTIO.

Bucoka poO34YMHHICTb Y OpraHivYHUX PO3YMHHUKAX
(cnupTn, aueToH, eTunaueTaTt Ta iH.) pO3LWMPIOOTb
MOXITMBOCTI BUKOPUCTaHHS X Ansa GionoriyHnx gocni-
)KeHb Ta MeOWYHOI OiarHOCTUKW, B SKOCTI XiMiYHUX
3acobiB 3axUCTy POCIUH Y CiflbCbKOMY FOCMO4apCTBi
TOLLO.

BucokopeakuinHui TioamigHUn pparMeHT O03BO-
NS€ nerko 3aincHoBaTn XiMivHy Moamdikauito, Hanpu-
Knag, ankinyeBaHHs no atomy cynbdypy NpoxoauTb Y
M'SKMX yMOBaXx y aueToHi 3a npucyTHicTio KoCOs.

Bsaemopgis 3-amiHo-1,2,4-Tpmasony 3 MeTUNOBU-

MU eddipamn 3aMilLLEHUX KOPUYHMX KUCNOT J03BOSSE
oApasy oTpuMyBaTW LMKMiYHI npoayktn - 4,5,6,7-
TeTparigpo-1,2,4-tpuasono[1,5-a]nipumiamH-5-oHu,
AKi MOTIM nignaralTs B3aemogdil 3 neHTacynbdigom
¢ocopy. Peakuis npoxoants WBMAKO, B ABi cTagi,
npoTaromM 7-8 roauH, YoMy Crpusie, sIK nokasanu Hawi
OOCNiMKEHHs1, BAANWIA BUOIP YMOB NPOBEOEHHS.

EkcnepMMeHTanbHUM LUSXOM BCTaHOBMEHO, LLO
BMKOPUCTaHHA AN CUHTE3y CromyK, WO 3asBnsioTb-
Csl, B SIKOCTi peakuiinHOro cepefoBuLLa HU3bKOKUMMS-
YMX PO3UYMHHUKIB - AiokcaHy (T. kun. 101°C) abo kcu-
nony (7. kvn. 138°C) fo3Bonsie OTPUMYBATU KiHLUEBI
npoaykT 6e3 AOMILLIOK CMOMUCTMX CTOPOHHIX NPoAY-
KTiB, WO Aa€ MOXMUBICTb BUAINSATM YMCTI NPOAYKTU
6e3 popaTtkoBux KpucTanisauin. Lle, B cBoto uyepry,
[03BOMSE MABUWMTY AKICTb LMX CMONYK, 3MEHLUUTK
TPWBarniCTb BCbOro NPOLeCy, a TakoX 3HU3WTK 3aTpa-
1 poboyoro yacy, 36epertu maTepianbHi Ta eHepre-
TUYHI pecypcu.
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BukopurcTaHHs 6yab-aKOro 3 KOMMNOHEHTIB peakLii
y Ginbwomy abo MeHLIOMY CMiBBIAHOLLUEHHI, HiX eKBi-
MOJSIPHI, NPU3BOAUTL OO OTPUMAHHS CyMilli NpoayK-
TiB, SIKy BaXXKO aHanisyBaTW i MPaKkTU4HO HEMOXIMBO
po3ainuTu.

Yac npoTikaHHA peakuii npotarom 2-3 roauH
BCTaHOBIEHUIA €eKCNepuMeHTarnbHO, MPUYOMy 3MeH-
LUEHHS Yacy NpPU3BOAUTb A0 3HAYHOIO 3HWKEHHSI BU-
XofiB cnomyk, Lo 3asBnatoTbcs. 36inblUeHHs 4vacy
NPOXOMKEHHS peakuil € HeaoUiNbHUM, TOMY LLO BXe 3
roAVMH OOCTaTHbO ANSt YTBOPEHHS LiNMbOBOrO NpoaykK-
Ty.

Bubip neHTacynbgigy docdopa y AkocTi KoMMo-
HEHTY peakuil 3aMiHW reTtepoatoMa OKCUreHy Ha Cy-
nbdyp y Monekyni TpuasononipymiavHy 3aBaxae

"i NH 4 ACH-CHCOOCH,
k /k
N NH.
PaSs N—N
—_—
xcunon afo
niokcaH

Cymil ekBiMONsIpHMX KinbkocTen 3-amiHo-1,2,4-
Tprasony Ta MeTUoBoro edipy 3amilLleHNX KOPUYHNX
KUCIOT Yy AumeTtundopmamigi HarpiBatoTb NPU KUMiHHI
npoTaroM 3 roguH, NPOOYKT BUCaMKYIOTb €TaHOMOM.
Ocapn, wo Bunas, BiAINbLTPOBYHOTbL, MPOMMBAKOTH
eTaHoroMm, cyluaTb.

OTpumaHi 7-apun-4,5,6,7-tetparigpo-1,2,4-
Tpuasono[1,5-alnipumignH-5-oHn 3anmsaloTe Ajokca-
HOM abo Kcurnonom, godarTb NneHTacynbgig docdo-
pa, cymiw kun'ataTe 2-3 roavHN. PO34uMHEHHs BUXia-
HOi cnomnyku BigbyBaeTbCA MPOTArOM MEepLUOi FOAUHN
KMM'ATIHHA. PeakuinHy cymill nicna oxonoaXeHHs
BunuBaoTb Yy Bogy. Ocag npomuBatoTb Bogow abo
eTaHomoM Ta cylaThb.

Cnonyku dopmynu |, Wo 3a8BNA0TLCH, € 4OCUTb
YUCTUMM Ta He NoTpebyloTb 4OOATKOBUX KpUCTanisa-
Lin.

Cnocib oTpumaHHs crnonyk dopmMynu |, Wwo 3as.-
NS0TLCS, iINOCTPYETHCA HACTYMHUMM NPUKNagamMu.

Mpuknag 1. OtpumanHa  7-deHin-4,5,6,7-
TeTparigpo-1,2,4-tpuasono[1,5-a]nipumignH-5-TioHy
(ave. Tabn. 2, nos. 1).

Oo 8 r (0.095 monb) 3-amiHo-1,2,4-Tpnasony y 6
mn gumetundopmamigy gogatote 19 r (0,11 monb)
MeTUNoBoro edipy KopuyHoi kucrnotu. Cymiwl Harpi-
BaloTb NPW KWUMNiHHI NPOTArom 3 roguH, NoTiM JoAalTb
etaHon. Ocapg  7-deHin-4,5,6,7-tetparigpo-1,2,4-
Tpuasono[1,5-alnipumignH-5-oHy, WO BUAINMBCS Npu
OXOMNMOMXEHHI, BiAdiNbTPOBYOTh, CyLUATb.

Buxig 6,6 r (32 %), T. nn. 215-217 °C.

Ho cymiwi 6,6 r (0,032 monb) 7-cdbeHin-4,5,6,7-
TeTparigpo-1,2,4-tpnasono[1,5-ajnipumMianH-5-oHy  y
150 mn giokcaHy gopatoTtb 2 1 P2Ss, kun'atats 2 ro-
OuHn. Tlicns oXonomXeHHs peakuinHy macy BUNuBa-
toTb y Bogy. Ocap, Wo BMAinuBCH, NPOMUBAIOTL BO-

pl
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YTBOPEHHIO CMOSIUCTMX HaMiBNpOAYKTIB, WO Bigobpa-
XKYETbCSA Ha YNCTOTI KiIHLIEBUX PEYOBUH.

MigibpaHi Ta po3pobneHi ekcrnepyMeHTansHo
YMOBW MPOBEAEHHS peakuii TakoX BnNMBawTb Ha
YUCTOTY LiNbOBUX NPOAYKTIB. Tak, Nicns BUAINEHHS 3
peakuinHOl Macy Ta NPOMMBAHHSA €TaHOIIOM CrOJTyKn
dopmynu | € gocTaTHLO 4NCTMMK, L0 niaTBEpAKEHO
AaHnmn cnektpockonii AMP 'H.

Y Tabnuui 1 HaBegeHi XxapakTepucTukmM crnocoby
OTPVIMaHHS, Lo 3asBNSETLCA, AN Cronyk opmynu |
Ta cnonyk, ogepXaHux 3a cnocobamu-aHanoramu.

Y Tabnuui 2 HaBeOeHi XapaKTEePUCTUKU CMOMYyK,
LLIO 3aABMAOTLCS, Ta IX CNekTparnbHi AaHi 3a 3asBne-
HUM crnocobom.

Cnocif, Wwo 3asBnseTbCsl, 3AINCHIOETLCA Y AOBi
cTagii 3a CXeMolo:

Ar

we LA

Ar

[OOl0 Ta eTaHoMoM Ta BucywytoTb. T. nn. 228-230°C,
BMXig cknagae 3, 0 r (40%).

Cnextp FIMP H, d, M. 4. (J, Tu): 3,50 (1H, 4. A.,

2Ja = 17,0 Ty, *Jax = 4,6 Tw), 3,77 (1H, 4. A., Jex=

6,8 l'y), 5,67 (1H, 4. g.), 7,07-7,36 (5H, m, ArH), 7,84
(1H,c, 2-H), 13,35 (1H, c, NH).

Mpuknag 2. OtpumanHa  7-deHin-4,5,6,7-
TeTparigpo-1,2,4-tpuasono[1,5-a]nipumignH-5-TioHy
(avB. Tabn. 2, nos. 2).

OTpumytoTe aHanoriyHo npuknagy 1 3 Tielo pis-
HWLElo, WO 3aMiCTb OiOKCaHy BUKOPUCTOBYIOTb KCW-
non. Cymiww 7-peHin-4,5,6,7-tetparigpo-1,2,4-
Tpuasono[1,5-alnipumignH-5-ony y 100 mn kcunony
Ta P2Ss, kun'ataTe 3 roanHU, OXONOmXylTh Ta BUCa-
OXYI0Tb FeKCaHOM.

BuxigHi gani: T. nn. 228-230°C, Buxig cknagae
2,5 1-(33 %).

IHWi Nnpuknagu HaBeeHi y Tabnuui.

CTpykTypy 7-apun-4,5,6,7-tetparigpo-1,2,4-
Tpwnasono[1,5-a]nipumianH-5- TIOHIB niaTBEpPIKEHO
mMeTodoMm cnekTtpockonii AMP 'H cnektpockonii. Cne-
KTPU S0EPHOr0 MarHiTHOro pe3oHaHCy BUMIpeHi Ha
cnektpomeTpi VARIAN Mercury VX-200 (200 MI'u) y
dentepoBaHomy AumMetuncynbdokengi (DMSO-dg),
BHYTPILWHIN cTaHdapT - TeTpametuncunaH (TMC).

Ak BuMOHO 3 onucaHHA MaTepianiB BuHaxoay,
CTPYKTypa cronyk dopmynu |, Wwo 3assnsTbCs, 3a-
6esneyvye OTPUMaHHS LUMPOKOr0 aCoOPTUMEHTY MOXid-
Hux 7-apvn-4,5,6,7-tetparigpo-1,2,4-tpuasono[ 1,5-
ajnipumignH-5-TiOHIB 3 MOKpaLLEHUMU XapaKTepucTu-
KaMu (PO34YUHHICTb, BUCOKMI CTYMiHb YACTOTH).

Cnoci6 oTpyvMaHHa Crnonyk, Lo 3asBnsioTbCs,
[O03BONSE!

- OTPMMaTK MPVHLMMNOBO HOBI CMNOMYKW 3 HOBUMU
AKOCTAMU;
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- LUMPOKO BapitoBaTW y MOMEKyni 3aMiCHUKN Pi3HOI

€NEeKTPOHHOI NPUPOaMU.

- 3HA4YHO 3MEHLIWTM TPUBAMICTb MpOLEcy OTpw-
MaHHs (8o 7-8 roguH);

Tabmuns 1
HaiimeryBaHHA Crnoci6, mo | AHaJor 3a cratero | AHaJIOTr 3a cTaTero
MIOKa3HHUKa 3asIBISIETHCS [B. 1. OpnoBs # zmp., | [J. Reiter et al, J.
Xumus Heterocyclic
TeTEePOLHKIL. Chem., 22, 385
coemnH., 1988, Ne | (1985)]
2,C.229]
Kinekicts cTagmiit | 2 2 2
Tpusanicth 7-8 18 -25 Kinbka ai6
mporecy, rof,
Buxomu uinpoBux | 40 68 — 75 37-38
OpozyKTiB, %
Yucrora minpoBHX | HE MOTpEGyeE notpebye notpedye
TIPOAYKTiB KpHCTai3alii KpHucTanizamii KpHCTaTi3alii
Inme BUKOPHCTOBYIOTHCS | BHKOPUCTOBYETHCS
MIPOIYKTH, 1O abcomoTHIH
JIETKO POZYHHHHK —
OKHCHIOIOTBCS oUMeTHI(OpMaMiL;
BUKOPCUTOBYETHCS
JOpOTHii Ta
rirpocKomiuyHmi
peareHT — riapua
HaTpis
Tabnuus 2
No CrnonykH, o T.nn., Buxia, Crexrp SIMP 'H.
n/n 3asBISIOTHCS °C % d.m. 1. (J.Tu)
[ Ph 228 40 350 (IH. 1 1. Jw=170Tu.
i 230 J w=4.6 I'n). 3.77 (1H. a. 1.,
L /k Jgy = 6.8 T, 5.67 (1H. 1. 1),
LI 7.07-7.36 (SH. m. ArH), 7.84
(1H. ¢. 2-H). 1335 (IH, c.
NH).
2 CgH4Cl-4 220- 55 346 (1H. 1 1. =170 T,
S 222 Jax = 4.6 Tu), 3.75 (1H. 1. 1.,
L )\ Upn = 7.0 Tw). 5.63 (1H. 1. 1.).
LI 6.94-7.17 (4H. wm. ArH). 7.85
(I1H. c. 2-H). 1345 (1H. ¢
NH).
3 CeHsOCHz4  218- 52 346 (IH. 1 1. Jyw=17.0Tu.
NN =20 =50 ). 372 (1H. 2.2
L /k Tpn= 6.6 Tu), 5,60 (1H, 1. 1),
LI 6.88-7.05 (4H. wm. ArH). 7.83

(1H. ¢. 2-H). 1345 (IH. c.
NH). 3.71 (3H. ¢).
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