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(57) 1. TMoxigHi  7-rigpokcu-5,6-giapwn-4,5,6,7-
TeTparigpoasono[1,5-a]nipyumianH-7-kapOoHOBUX KUC-

noT 3aranbHoi popmynu |
HO

Ar1=C6H5, 4-C|-CeH4, 4-CH30-C5H4;
AI’2=CsH5, 4-CH3-CeHa.
2. Cnocib ogepxaHHsi crnonyk 3aranbHoi ¢o-
pmynu |
HO.__O

ne X=CH, N;
Ar1=C6H5, 4-C|-CeH4, 4-CH30-C5H4;
AI’2=CsH5, 4-CH3-CsH4;

WO BKMNOYAE KOHAEHCaLilo PiBHOMOMAPHUX
KiNbKOCTEN amiHoa3ony 3 KapOOHINbLHOK CNoMyKkow B
OpraHiYHOMy PO34YUHHUKY, SIKUN BigpPi3HAETLCA TUM,
WO SK aMiHOa30mbHY CKMagoBY BUKOPUCTOBYIOTH 5-
aMmiHo-1,2,4-Tpuason abo 5-amiHoTeTpason, sk Kap-
GOHINbHY CMOMNYKYy BMKOPUCTOBYIOTb apwrnipOBUHOT-
pagHi KNcnoTu, Wo MaloTb 3aMiCHUKK Arp, | apomaTtu-
yHi anbgerign cdopmynn AriCHO, sk opraHiyHui
PO3YMHHUK BUKOPWUCTOBYIOTb €TWUIOBUWA CNUPT, KOH-
AeHcaljiio nMpoBoAsATb Yy MPUCYTHOCTI kaTanizaTopa
HCl B ymoBax MiKpOXBWUIbOBOrO OMPOMIHEHHSI Mpu
Temnepatypi 145-150 °C npotsirom 8-10 XBUNKWH.

BuHaxig BigHocuTbcs go obnacTti xiMmii i siBnsie
coboto HOBiI noxigHi asononipumiguHie, a came 7-
rigpokcun-5,6-giapun-4,5,6,7-tetparigpoasono [1,5-
a]nipyMianH-7-kapOOoHOBI KMCNOTU 3aranbHoi hopmy-

ml
HO (0] ne X=CH, N
OH A
Ny r | Ar,=C¢Hs, 4-Cl-CgH,, 4-CH,0-CgH,;
¥ )
N N A Ar,=CgH;, 4-CH,-CH,.
H 1

Cronyk1, WO 3asaBnsTbCH, SABMSATE Ccoboo
CKMNaaHi a30TOBMICHI reTepoLMKivyHi cucteMu i MaloTb
BUCOKY peakuinHy 3gaTHiCTb. HasiBHICTb BinbHOT Kap-

BGOoKCUIMBHOI rPynNK NpUNyckae MOXNMBICTE Moaundika-
Lii CTPYKTYpW, WO 3asiBASETLCS, LUMAXOM YTBOPEHHS
Pi3HMX XNOpaHriapuaiB KUCMOT, aMifiB, edipHUX yrpy-
noeaHb. Lle po3WwmMploe MOXMIMBOCTI BMKOPUCTaHHS
cnonyk | sk npombkHUX NpoaykTiB (iHTepmepiaTis,
6inaiHr-6nokiB) y npenapaTMBHOMY OpraHiYyHOMY CUH-
Te3i Npu BUPILLEHHI HU3KWN BaXKIMBMX MPAKTUYHMX 3a-
Aad, y Tomy yumcni i B obnacti komGiHaTOpHOI Ximii.
HasBHicTe (hapmakodopHMX dparmeHTiB 0Oymo-
BIIOE MEPCMNEKTUBHICTb MOLLYKY Y HWU3Li crnonyk dop-
Mynu | peyoBMH 3 pisHMMK BUAamu isionoriyHol ak-
TUBHOCTI, WO pobuTb 1iX JyXKe KOPUCHUMMK i
iHTEpPEeCHMMK 3 TOYKM 30py MeaU4HOl i hbapmakorori-
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YHOI Ximil. Tak, pi3Hi reTepoLMKnivHi NoXiaHi nipasonis
i NipUMiaVHIB BMKOPUCTOBYIOTLCA $IK TepaneBTUYHI
3acobu MNpoTM FOCTPOro i XPOHIYHOro 3anarneHHs,
iLLemMiyHMX npoueciB, Npu3HadeHi Ans nikyBaHHA na-
TOMOriYHMX CTaHiB, Hacamnepes, PeBMaToigHOro apT-
pUTY, PO3CISHOrO CKINepo3y, acTMW, 3ananeHHs KuLle-
YHUKa [MNar. Po 2266901, CO7D239/54;
AB61K31/513]. AnidhaTnyHi, apomaTunyHi i retepoapo-
MaTu4Hi NOoXigHi NipoBMHOrPaZHOI KUCNOTU BUKOPUC-
TOBYIOTbCS K MPEKYPCOpU Ans HENPUPOAHUX aMiHO-
KWUCIOT, §IKi rpaloTb BaXKMMBY pPoOfib Yy MPOMIKHOMY
MeTaboniami (0OMiHYy peyoBuH), Mpu ypemii. BoHu
TaKOX iHTEPEeCHi Sk MPOMiXKHI NpoaykTn (iHTepmegia-
TW) B OpraHiYyHOMY CUHTE3i npu po3pobui iHribiTopiB
eH3umiB | nikapcbknx npenapatie [P. Busca, F.
Paradisi et. al., Org. Biomol. Chem., 2, 2684 (2004)].
Crony4yeHHs B 0HI Morekyni doparMeHTiB nipasony,
nipuMianHY i NOXiAHMX MiPOBUHOrpagHOI KUCAOTK AO-
3BONUTb PO3LUMPUTU aCOPTUMEHT HOBUX MOTEHLINHMX
nikapcbkux npenapartiB i i3ionoriYyHo akTUBHUX pe-
YOBMH 3 HOBWMMM BMACTUBOCTSAIMM i MPaKTUYHUMKU 3a-
CTOCYBaHHAMMW.

Bigomuin CTpPYKTYpHUI aHanor crosnyk, Wwo 3asiB-
NATLCS, - 2,5,7-tpumeTnn-4,5,6,7-
TeTparigponipasono[1,5-a]nipumianH popmynu Il

H
N,H, - H,0
N7 Me ———* 4

H

Ha nepuwin crtagii cymiw B-aMiHOKPOTOHITpUNY i
85% rigpasvHrigpaty HarpiBatoTb 8 rogvH, gogalTb
KoHueHTpoBaHy HCIl i kun'ataTe npoTtarom 2 rogwH.
OxonogkytoTb i HenTpanidytoTe TBepanm NaOH, nic-
NS 4yoro BUMNadalTb Kpuctanu amiHonipasony. llicns
OXOMNMOMXEHHHA CyMili KpucTanu BiadinbTPOBYOTh,
npomMmBaloTb BOJOH, kun'aTaTe 30 XBUNWMH Yy BOAj,
3HOBY OXOMOMKYIOTb. [ns o4McTKM amuHonipason
PO34YMHAIOTL MPU KUMiHHI Y cymilli 6eH3ony i rekcany,
a MOTiM pO3raHsAlTb Y BakKyyMi (OCHOBHUIM MPOLYKT
BigraHatoTe Npu T. kun. 152-153°C/6mm.pT.CT.). Buxig
77%.

Ha ppyrin cTapil eksiMOnspHi  KinbkocTi  2,3-
OyTaHgioHy, 5-amiHO-3-mMeTunnipa3ony HarpiBaloTb
ynpoaoBx 3 roauH B koHueHTpoBaHin HCI. Peakuiiny
Macy OXONOJKYHTb, HEWTPani3yloTe KOHLEHTpOBa-
HUM po3vmHoMm NaOH i ggivi ekcTparytoTe xnopodo-
pmoM. Ekctpakt xnopodopmy cywatb Hag 6e3soa-
HUM MgSOs4, po3uMHHKK ynaptoTe. OgepxyoTb
2,5,7-TpumeTunnupasono[1,5-ajnipumiguH 3 BUXoaoM
90%, 1. nn. 78°C.

Ha Ttpetin cTtagil cymiw  nipasono[1,5-
ajnipymigunHy, ogep)kaHoro Ha nonepegHii cragii, i
anomMoriapuay niTito HarpiBatoTb Y CBiXoneperHaHoMmy
TeTparigpodypaHi npotarom 48 roguH. lMicna oxono-
DKEHHs1 cyMill po30aBnsioTb BOAOK i (iNbTPyoThb.
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i cnoci6 oro ogepxanhs [C. Beltec, G. Zlommet,
J. Heterocycl. Chem., 32, Ne6, 1793(1995)].

Cnonyka dopmynu Il - 6e3konbopoBa pevoBuHa,
O PO3YMHSAETLCA B OPraHiyHMX PO3YMHHUMKaX (cnup-
Tax, X1opodopMi), B CUIbHO MOMSPHUX PO3YMHHMKaX
(anmeTnndopamig, oumeTuncynbdokcua), He po3yu-
HAETbCS Y BOAj, edipi, B OLUTOBIN KMCIIOTI.

HeponikoM cTpykTypu cnonyku copmynu |l € He-
MOXMNUBICTb  Pi3HOMAaHITHOCTI  CTPYKTYpyu aHarnora
LIMASIXOM BBEAEHHS 3aMiCHUKIB Pi3HOI eneKTPOHHOI
npupoan (aBTopu BBOAATE Y NOMOXEHHHA 2,5,7 Tifnbku
ABa 3amicHuka -CHs- i -CgHs- rpynu). Kpim Toro, mo-
Anddikauia CTpyKTypu aHanora yckrnagHIeTbCsl, OCKi-
TNbKY € TifbKN 0AUH peakuinHum ueHTp -NH-rpyna.

Cnoci6 ogepxxaHHst Bigomoi cnonyku dgopmynm i
CKnagaeTbCs i3 TPbOX CTafiv i 3OIMCHI0ETLCS 3a Cxe-
MOIO:

Cxema Il

(0] (6] Me

Me X

\N
H
v Meﬂ )

o

Me

Po3uuH ekcTparyioTb Tpudi xrnopodopmoM. OpraHiy-
HUA wap cywaTtb Hag 6e3sogHMM NaxSOs, MoTiM
ynaptootoTb. TexHiyHun Buxig 2,5,7-tpumetun-4,5,6,7-
TeTparigponipasono[1,5-a]nipumignHy cknagae 68%,
7. nn. 85°C.

3aranbHuUiA Yac CMHTE3Y 3 ypaxyBaHHAM BUiNeH-
HS IPOMDKHMX NPOAYKTIB Ha KOXHIl cTadil i OCHOBHOIO
NpoAyKTy Ha OCTaHHii cTagii cknagae npubnuaHo 80
FOAMH.

o HeponikiB Bigomoro cnocoby ofepxaHHs crno-
nyk dopmynu Il cnig BigHeCTn TpuBanictb i TPYAOEM-
HiCTb Mpouecy, NoB'A3aHi 3 BUOINEHHAM NPOoAYKTIB Ha
KOXHI TEXHONOrIYHIN cTagii (HewTpanisauis, ekcTpa-
KUisi, ynaploBaHHs, BaKyymMHa MNeperoHka, O4McTKa
po34MHHMKaA - TeTparigpodypaHy). Kpim Toro, Buko-
pUCTaHHA nerko3anmmncTunx (6eHson, rekcaH) po3ymH-
HUKIB, LUKIONMBUX, OTPYWHUX | BMOYXOBMX PEYOBUH
obmexxye BMKOPUCTaHHA BigoMoro metogy y nabopa-
TOPHUX | BUPOBHMYMX YMOBAX.

Bigomuin aHanor 3a xiMi4HOK CTPYKTYpPOIO - Aionu
5,7-purigpokcun-5-meTnn-7-tpudptopmeTtnn-4,5,6,7-
TeTparigponipasono[1,5-alnipumiguHis opmynu Il i
cnoci6 ix ogepxaHHsa [E.E. XmenuHa, A.A.MeTpos,
A.B.®upcos, XK. opraHuyeckon xumuu, 39, BbIn.2,
€.299 (2003)].
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HO.__CF,
f SN fe R=CHj, CgHs, 4-CI-CgHy:
» Me ),
N on R,=H, CgHs.
R

Oionn dopmynu Il senstoTb coboto 6e3konbLopo-
Bi KpUCTarniyHi Cronyku, Wwo noraHo po34uHHi y Mano-
NonsipHUX cepedoBuLLax, Aobpe pOo3YMHATLCA Y
cnupTax, auMmetuncynbdokeugi. Npun HarpiBaHHi gio-

NN o o0
M CH2CI2
R/S/\NH2 * Me oF
8 15°C
R1

Peakuisi npoxoauts B OA4HY CTafilo LUMSIXOM B3a-
emMofii ekBiMONApPHUX KiNbKOCTEW BiAMOBIAHOMO 3aMi-
LeHoro 5-amiHonipasony 3 1,1,1-TpudTopneHTaH-2,4-
OIOHOM Yy AMxnopMmeTaHi npu oxomnodxeHHi (-15°C).
Cymil BMAEpPXKYOTb B 3aneXHOCTi Bi4 Npupoan 3ami-
CHVKa npoTtarom 3-24 roauvH npu Uin TemnepaTtypi.
Ocap, wo Bunas, BiAINbLTPOBYHOTb, NPOMUBAOTH
xonogHum CHCl,. Buxoau cknagatotb 38-48%.

Heponikom cnonyk cdopmynu Il € ixHsa HecTin-
KiCTb BXe Mpu KiMHaTHOI Temnepatypi (Npu TpuBarno-
My CTOsiHHI) i MuTTeBa gerigpaTauis npu 50°C 3 yTBO-
PEeHHSIM reTepoapoMaTU30BaHNX NPOAOYKTIB.

Heponikom Bigomoro cnocoby ofepxaHHs Cronyk
dopmynu Il € TpyBanicTb npouecy 3a Yacom (B ge-
AKX BUNagkax go 24 rogvH), BUKOPUCTaHHS rnmMboko-
ro oxonomkeHHst Ao (-15°C) npu npoBeaeHHi peakuii i
BUOEPXKYBaHHI peakuinHOI Macu 3 BUKOPUCTAHHAM
HU3bKOTEMMNEPATYPHUX XOMOA0AreHTiB (CyMill nbogy
3 CaCly, pigkoro a3oTy i T.iH.), y4acTb y peakuii dTo-
pOpraHiyHMx crnomnyk. Y CuHTe3i BUKOPUCTOBYETHCH
ONXNOPMETaH - PO3YMHHUK OTPYMHOI Ail Ha opraHiam
noguHn. Mpu ocBiTNEHHI AMXNopMeTaH po3knaja-
€Tbca 3 BugineHHam HCI, Bu3nBatoun nopasky BHYT-
PILLHIX OpraHiB; TOKCUYHWIA i MOXe BU3MBaTU HyOOTY,
noApasHeHHs CnM3oBoi 000MOHKN o4yer. HapkoTWYHi i
CMepTenbHi KOHUeHTpauil npy BAWXaHHI MOANHO
6nu3bki ogHi ogHUX. PTOpOpraHiYHi Cnonykn HeraTue-
HO BMMBAlOTb HA OPraHiam fOAMHW 3 MOPYLUEHHSM
OKMCIOBanbHNX NPOLIECIB.

Cnonyku cbopmynu Il i crnoci6 ix ogepxaHHst sk
HaOINbWw OGnM3bKMIN 3a TEXHIYHOW CYTTI0 obpaHo
HaMu B SIKOCTi MpPOTOTUMY.

B ocHoBy BuHaxofdy noctaBrieHo 3agaqvy MoLuyky
HOBMX CMOMNYK B HM3Li a3ononipuMiguHie, WO MaroTb
NOCTINHWIA CKNag i CTPYKTYPY Npu KiMHaTHOI Temnepa-
Typi i HarpiBaHHi, a TakoX po3pobku MpocToro i Ao-
CTYMHOro crnocoby opepXaHHs MOXiAHWX 7-TiAPOKCU-
5,6-giapun-4,5,6,7-teTparigpoasorno[1,5-a]nipumiguH-
7-kapbOHOBMX KMCNOT, WO [O03BOMSE CKOPOTUTU TpU-
BarniCTe TEXHOMOrYHOro MpoLecy, BUKMHOYMTU 3acTo-
CYBaHHS1 OTPYMHWX, BOrHeHebe3neyHNX PO3YNHHKKIB,
NiABULLIATK BUXig KIHLEBUX NPOAYKTIB.

PiweHHa nocTaBneHoi 3agavi 3abe3nevyetbca
po3pobkoto noxigHux 7-rigpokeu-5,6-giapwn-4,5,6,7-
TeTparigpoasono[1,5-ajnipumignH-7-kapboHoBUX Kuc-
noT 3aranbHoi popmynu |

nis dopmynu Il Buwe 50°C abo TpnBanomy CTOSHHI
npu KiMHaTHin TemnepaTypi BigbyBaeTbCA BUAINEHHS
BOAM i YTBOPEHHS 5-meTun-7-
TpudTopMmeTunnipasono[1,5-alnipumiguHie - retepo-
apoMaTM30BaHMX CMOMyK 3 [OBrMM MaHLiorom no-
OBINHNX CPSKEHUX 3B'A3KIB.

Cnocib ogepxxaHHsa cnonyk dopmynu Il 3gincHio-
€TbCS 32 CXEMOIO:

Cxewma Il

CF,

toc /N\N =

Me — =

N
R1
HO. __O ae X=CH, N

OH , _ _
Nen r | Ar,=C¢Hs, 4-Cl-CgH,, 4-CH,0-CgH,;

X\ /)\
Ar,

PILIJeHHFl noctaerneHoi 3agadi 3abesnevyeTbcs
TaKoX TUM, WO y cnocobi ogepxaHHs Cnomnyk 3aranb-
HoT cpopmynu |,

Ar,=CgH;, 4-CH,-CH,.

HO.__O ge X=CH, N
OH A _ )
Ny rp | Ar,=C¢Hj, 4-CI-C4H,, 4-CH,0-C¢H,;
¥ ,
NN Ar,=CH,, 4-CH,-C.H,.
H Ar,

WO BKMOYaE KOHAEHcaUuilo piBHOMOMNSAPHUX Kifb-
KOCTE# amiHoa3ony 3 KapOOHINbHOK CMONyKoK B Op-
raHiYHOMY PO34YMHHUKY, 3riOHO BMHaxody, B SKOCTI
aMiHoa30rbHOT CKNagoBOi BUKOPUCTOBYIOTL S5-aMiHO-
1,2,4-Tpia3on abo 5-amiHOTeTpason, B SKOCTi kapbo-
HiNbHOI CMOMYKM BUMKOPUCTOBYIOTb apumnnipoBUHOrpa-
OHi KMCNOTY, WO MalTb 3aMiCHUKM Arp, i apoMaTuyHi
anbperign copmynm AriCHO, B sIKOCTi opraHi4HOro
PO3YMHHMKA BUKOPWUCTOBYIOTb €TUIMOBWUIA CMMPT, KOH-
AeHcaujiio nMpoBoAsATb B MPUCYTHOCTI kaTtanizaTopa
HCl B ymoBax MiKpOXBWUbOBOrO OMPOMIHEHHSI Mpu
Temnepatypi 145-150°C npotsirom 8-10 XBUNKWH.

Mogaundikauist CTpyKTypu Crionyk, WO 3asBhAsitoTb-
Csl, WSIXOM KOHAeHcauii 5-amiHo-1,2,4-Tpiazony abo
5-amiHoTeTpasony 3 apunnipoBUHONPaAHUMU KUCNO-
TamMu i apoMaTUYHMMK anbaerigamMmv NpuBoAUTL A0
NosiBU HOBOI CTPYKTYPU CMONYK 3 HEOYEBMOHUMMN Bna-
CTMBOCTAMU. Tak, NpW HarpiBaHHi CMOMyK, WO 3asB-
nsTbes, ao 50°C u Buvwe npouec aerigpartauii He
BiAOyBaeTbCA (Ha BigMiHY Bif CNOMYK 32 MPOTOTMIOM,
Je Take sBuLie npucyTHe). lNMpoBegeHe HaMmu Buaep-
XyBaHHS crnonyk copmynu | npu KiMHaTHIN Temnepa-
Typi npotdrom 90 gHiB He npvBeno o Gyap-Akoi Age-
CTPYKTUBHOI 3MiHN CMONYyK, Wo 3amBMATLCA, O
niaTesepmkeHo gaHnmmn AMP H criekTpockonii, no-
CTINHICTIO eNeMeHTHOro aHanisy i Temnepartypu nna-
BMEHHS. TakMM YMHOM, CMOMyKW, WO 3asiBNsoTbCS,
CTiiku Jo gii Temnepatypu i npu TpuBanomy 30epi-
raHHi Mpu KiMHaTHIA TemnepaTypi MatoTb MOCTINHY
XiMiYHY CTPYKTYpY.

MoxnmBicTb BUAO3MIHM XiMIYHOI CTPYKTYpWU CMo-
nyk copmynu | BapitoBaHHsIM 3aMiCHUKIB SIK B anbje-
rigHin cknagosin, Tak i B CKNagoBi apunnipoBUHOr-
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pagHom KMCroTn, siki hopMytoTb TeTparigponipumian-
HOBUWI UMK, @ TaKOX MOXIMBICTb BapiloBaHHS CTPYK-
TYp HOBMX CMONYK Yepe3 kapOoKCUIbHY rpyny Bigkpu-
Ba€ NEepCrneKkTUBN CUHTE3Y BENWKOro acopTUMEHTY
HOBWX KOPUCHUX PEYOBUH 3 HOBMMW BIaCTUBOCTSAMM i
3aCTOCYBaHHSIM.

Bubip peareHTiB i npoBeaeHHa peakuii ix B3ae-
Mopii B ymMoBax MiKpPOXBUbOBOrO OMPOMIHEHHSI O0-
3BONAE NABULLUTU YUCTOTY i BUXIS KiIHLLEBUX NPOAYK-
TiB, 3HAYHO 3MEHLUMTM eHepro3aTpaT¥, a TaKoX
3abesnevye BMCOKY LWIBUAKICTb MPOTIKAHHA peakuii,
LLO NPUBOANTL OO0 3MEHLLEHHSI TPMBANOCTi TEXHOMOTi-
YHOTO MpoLiecy.

Y cnocobi, o 3aaBnseTbes, Y peakuiiHoMy co-
cyai B ymMoBax MiKpPOXBUIIbOBOrO OMPOMIHEHHSI He
CMOCTepIracTbCA NoKanbHMX MeperpiBiB  peakuinHol
cyMiwi. Taka ctanicte TemnepaTtypu nNpu NpPoBeaeHHI
cuHTe3y cnonyk cdopmynu |y crnocobi, wo 3asens-
€TbCA, NPMBOAUTL [0 NOCTIMHOCTI cknagy i CTPYKTypu
uMx cnonyk. Tak, y NpoToTuni - HaBiTb NPV 3HIMaHHI
cnektpie AMP 'HiC Bigpasy nicns cuHTesy i Yepes
1 poby, a noTim yepes 2-3 fobu B cnekTpax cnocrepi-
raeTbCs HasiBHICTb Pi3HNX HABOPIB cUrHaniBe 3 pisHUMK
XiMIYHUMM 3CyBaMK, WO CBIOYUTb NPO HEMOCTINHICTb
CMonyku 3a 4acom.

Y cnocobi, wo 3asaBnsieTbcsi, Npotsrom 8-10 xBu-
nvH (y cnocobi-npotoTuni 3-24 roguHW) ogHocTagii-
HUM METOAOM OOEepPXYHTb YMCTi cnonyku dopmynu |,
Lo He NOTpebylTb nepekpucTanisadii, 3 4OCTaTHLO
BMCOKMMK Buxodammn 65-80% (y cnocobi-npotoTuni
38-48%). Kpim Toro, cnocio, o 3asBnsieTscs, 4O3BO-
NSI€ YHUKHYTU 3acCTOCYBaHHS MMOOKOro 3aMOpOXy-
BaHHS | BUKOPUCTaHHSI OTPYMHUX PO3UYNHHUKIB i peyo-
BUH.

Mpu npoBegeHHi gocnigkeHb BUSIBNEHO ONTUMa-
NbHUI TemnepaTypHO-4acoBUN PEXUM CUHTE3Y. Tak,
npoBefeHHs peakuii B yMOBaXx, WO 3asiBMS0TLCH, Npy
Temnepatypi 145-150°C npotsirom 8-10 xBUNuWH 3a-
Gesnevye BMCOKY LUBMAKICTb pearyBaHHs CKNagoBuUX
peyoBVH i NpMBOAUTbL, BIAMOBIOHO, OO 3MEHLUEHHS
TpuBanocTi TexHiyHoro npouecy. [NiaBULLEHHA TeM-
nepatypu go 160°C gae 3HauyHe 3HWKEHHS BMXOAY

p
X\N/)\NH * )kH + A, EoH NN
oA TR
—

(o) ” Ary

ne X=CH, N
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LiNbOBUX MPOAYKTIB Yepe3 YTBOPEHHS Yy peakuinHin
Maci cymiwi BUXiOHWUX i KiHLEBUX peyvyoBuH. lMpu 3HK-
XeHHi TemnepaTypu (Hwkye 145°C) HeobxigHO 36i-
NbWINTM Yac peakuii B yMoBax MiKpOXBUbOBOIO
ONPOMIHEHHS1 AN YTBOPEHHS BiAMNOBIAHOIO KiHLEBOro
NPOAYKTY, WO € HEAOLNMbHUM.

Yac npoTikaHHS peakuii B yMOBaX MiKPOXBUIbO-
BOroO OnpomiHeHHs ckragae 8-10 xBUnuH, Lo BCTaHO-
BMEHO eKCNnepuMeHTanbHUM LUMSXOM, NPUYOMYy 3Mme-
HLWeHHS 4Yacy NpYMBOAUTE OO 3HAYHOrO 3HWKEHHS
BMXxoAiB cnonyk cpopmynu |, wo 3assnsoTeca. 36i-
NblUEHHA 4Yacy nepebiry peakuin € HegouinbHUM,
apxe Bxe 10 XBUNMH AOCTaTHbO AN YTBOPEHHSA Li-
NbOBUX NPOAYKTIB peakLii.

MpoBedeHHs B3aemofii BUXIAHUX PEYOBUH Y
CNUPTOBOMY CepeoByLLi B YMOBaXx KUCIIOTHOTO KaTa-
ni3y [o3BONsde BUAINATU i3 peakuinHOl Macu YUCTI
npoayKTu, Wo He NoTpebytoTb JOAaTKOBOI Nepekpuc-
Tanisauil, a TakoX CNpusie MPOXOPKEHHIO peakuil y
HeobXigHOMY HanpsiMKy. B ymoBax OCHOBHOro katani-
3y peakuist CynpoBOMHKYETLCH YTBOPEHHSIM CMOSTUCTUX
HaniBNPOAyKTiB, WO MPUBOAUTL A0 HEMOXIUBOCTI
BUAINEHHS LiNbOBUX NPOAYKTIB peakuii.

lMpoBedeHHs peakuii nNpu  MiKPOXBUIbLOBOMY
OMNPOMIHEHHI B €TUNOBOMY CNUPTI BUKIMIOYAE YTBO-
pPEeHHS LUKIONWMBUX TEXHOMOTYHUX CTOKIB. ETunosui
CAVPT, WO 3anumMBCA MiCNA NpoBedEeHHs peakuil,
yTUni3yioTb po3baBrneHHsam Bogow (y npoTtotuni -
OTPYMHUIA PO3YMHHUK AUXIIOPMETaH aBTOpU He yTuni-
3yl0Th).

[na noBHOro MPOXOMKEHHST peakLUil y HanpsiMKy,
LLO BM3HAYEHO CTPYKTYpOI Cronyk oopmynu |, cymiw
KOMMOHEHTIB peakuii (amiHoason:apomMaTuyHuiA anb-
Aerig:apunniposmHorpagHa kucnota) 6epytb y cnis-
BigHoweHHi 1:1:1. 3acTocyBaHHA OyOb-SKOro i3 KOM-
MOHEHTIB Y CNiBBiAHOLLEHHI MEHLLIOMY abo BinbLuomy,
Hi>XX NoTpebyeTbCs 3a peakuieto, NPpUBOAUTL 4O YTBO-
pPEeHHS CyMiLli BUXiAHWX, KIHLEBUX NPOAYKTIB i MpOoaykK-
TiB, WO He npopearyBanu. Taky CyMmill NPakTUYHO He
MOXHa po3ginuTu.

Cnocib, Wwo 3asBnseTbCcA 34INCHIOETLCS 3a CXe-
MOIO:

Cxema |

HO O

Ar,=CgHs, 4-CI-C¢H,,, 4-CH,0-C.H,;

Ary=CgHs, 4-CHy-CgH,.

CuHTEe3 NnpoxoanTb B YMOBaX KUCMOTHOrO KaTani-
3y i nondrae B TOMY, LU0 NPOBOASATb KOHAEHcaUilo 5-
aMmiHo-1,2,4-Tpia3ony abo 5-amiHoTeTpasony 3 Bigno-
BiAHMMW apoMaTUYHUMK anbaerigamn i apunniposu-
HOrpagHVMKM KMCnoTamu B €TUIOBOMY CNUpTi B Mpw-
CyTHOCTi KaTanitTudHux kinekocten (0,1mn.) HCI npwu
MiKpOXBUMLOBOMY  OMPOMIHEHHI Npyu  Temnepatypi

145-150°C npotsirom 8-10 xBUnNvH B 0gHy CTafjio Ao
YTBOPEHHS LiNbOBUX NPOAYKTIB.

Y Tabnuui 1 HaBeaeHO NOpPIBHSMbHI XapakTepuc-
TUKKN cnocoby, Lo 3asBnseTbCS, i cnocoby 3a npoTo-
TMnom.

Y T1abnuui 2 gaHO XapakTepUCTUKU AEAKUX Cro-
NnyK, WO 3a8BNS0TLCS, | CNOMNyKW, ogepxaHol 3a npo-
TOTMMOM.



Mpuknag 1

OpepxaHHs 7-rigpokcu-5,6-gndpeHin-4,5,6,7-
TeTparigpo-[1,2,4]-tpiazono[1,5-a]nipumiguH-7-
KapOOHOBOI KACMOTW.

Cymiw 0,2r (2,3mmonb) 1,2,4-amiHoTpiasony,
0,24mn  (2,3mmonb)  GeHsanbgeriny i 0,39r
(2,3MMonb)  dheHinnipoBMHOrpagHOT KMCNOTU B 2MI1
€TUMNOBOro CNUpTY NOMILLaTb Yy NPoBipKy Anst MiKpo-
XBUINbOBOrO ONpoMiHeHHs1, o6'emom 10mn. lMicna ne-
pemiwyBaHHs gogatoTb 0,1mn HCI. Mpobipky micTsaTh
y MIKpOXBUNbOBUIA peakTop. Yac peakuii -8 xBunuH
npu Temnepatypi 145°C. MNpoaykT, wWo Bunagae npu
OXOMNOMXEHHi, BiAMINbTPOBYIOTE, MPOMMBAKOTL SMI
€TMINOBOro CNUpTY i cyaThb.

BuxigHi pani: Buxig 0,62r (79%). T.nn. 193-
195°C.

CnekTp HMP1H, 8(m.M.) 3.74 (1H, d, J=11.7Hz, 6-
CH), 4.99 (1H, d, J=11.7Hz, 5-CH), 7.43 (s, 1H, 2-
CH), 7.76 (1H, y.c, NH), 6.92-7.38 (10H, m, ArH)

Mpuknapg 2

OpepxaHHs 7-rigpokcun-5,6-gndpeHin-4,5,6,7-
TeTparigpoTeTpa3sorno[1,5-a]nipumignH-7-kapboHoBoi
KUCMOTMW.

Y npobipky Ans NpoBeOEeHHS MiKPOXBUIbOBOMO
cuHTesy o6'emom 10mn mictate 0,22r (2,35mmonb) 5-
amiHoTeTpasony, 0,25mn (2,35mmonb) 6eH3anbaerigy
i 0,4r (2,35Mmonb) cheHinnipoBMHOrPagHOI KACHOTU Y
2mn etaHony. lNicna nepemiwysaHHs gopatots 0,1Mn
HCI i MicTaTb y MiKpoXBUINbOBUIA peakTop. Yac peak-
uii - 10 xsunuH npu TemnepaTtypi 150°C. TMpogykT
nicns OXONoMXeHHs BiAMINbTPOBYOTL, NPOMUBAIOTbL
5mn eTunosoro cnupTy i cyluaTs.

BuxigHi pani: Buxig 0,59r (67%). T.nn. 204-
206°C.

CnekTp HMP1H, 8(m.M.) 3.82 (1H, d, J=11.8Hz, 6-
CH), 4.37 (1H, d, J=11.8Hz, 5-CH), 7.76 (1H,
y.c.,NH), 7.08-7.28 (10H, m, ArH)

PewwTy npuknagis 3BegeHo y Tabnuui 2.

OaHi matepianiB onucy BuHaxogy i Tabnuui 1, 2
nokasytoTb, L0 cnonyku dopmynu | mMailoTb BUCOKY
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CTIRKICTb MpU KiMHaTHIN Temnepatypi i TemnepaTtypi
Buwwe 50°C (cnonyku 3a MpPOTOTMMOM B LMX YMOBax
JerigpaTtyloTbCa 3 YTBOPEHHSIM 30BCiM HOBOI reTepo-
apomaTtun3oBaHoi cuctemu). CTpyKTypa cCronyk, Lo
3asBMsOTbCH, 3abe3nevye oOfepXaHHs  LUMPOKOro
aCopTUMEHTY NoXigHWX 7-rigpokcmn-5,6-aiapwn-
4,5,6,7-teTparigpoasono[1,5-a]nipumignH-7-  kapbo-
HOBUMX KMCMOT 3 MOKPAaLLEHUMMW XapaKTepucTukamu i
BMCOKMUM CTYNeHeM YMCTOTH, Lo He noTpebye goaat-
KOBOI O4UCTKM.

Cnoci6 ogepxxaHHa cnonyk dopmynu |, wo npo-
NOHYETLCS, [O3BONSAE:

- 3HA4YHO 3MEeHLUMTK TpuBanicTb npouecy Ao 8-10
XBUNWH (NpoToTun 3-24 roavHn);

- 30iMbWKNTK BUXOAM i siKICTb crionyk chopmynu |
3a paxyHOK NpOBEeAeHHS peakLii y CMpToBOMY cepe-
OOBULi Y NPUCYTHOCTI KaTaniTUMHUX KiNbKOCTEN KuUc-
FNOTHOTO KaTani3aTopa;

- WMpoKo BapitoBatn y monekyni Arq i Arp 3amic-
HUKWY;

- 3a6e3ne4nT BiACYTHICTb OTPYMHMX i LLKIONNBUX
PeYOBUH;

- BUKOPWUCTOBYBATU Y CUHTE3i JOCTYMNHI peakTuBHU i
PO3YMHHUKY, LLO BUMYCKAOTLCS BITYU3HSHO NMPOMU-
CIOBICTIO;

- 3MEHLWUTU LWKIAMMBI TEXHOMNONYHI CTOKU LUNS-
XOM TX yTunisauii Bogoto.

Bci ui nepeBaru HoBux cronyk i cnocoby ix oge-
PXXaHHS PO3LWMPA0TE MOXIMBOCTI X MOTEHLiIMHOro
BUKOPUCTaHHSA B AKOCTI (i3iONOriYHO akTUBHUX peyo-
BVH, B MeAMLUUHI (B AKOCTi NMikapCbkMX npenaparis), B
Gionorii, dapmadii, B npenapaTuBHOMY OpraHidyHomy
CUHTE3I, B CiNlbCbKOMY rocnoaapcTBi B AKOCTi XiMiYHUX
3acobiB 3aXMCTy POCMWH i T. iH.

Cnoci6 ogepxaHHa cnonyk cdopmynu | npocTui,
3[IACHIOETLCA B OfHY CTafito, NpoiLoB anpobaliio B
nabopaTopHMX YMOBaXx i MOXe ferko BigTBOpoBaTUCS
B yMOBax MNPOMWCAOBMX MIKPOXBUbOBMX YCTaTKy-
BaHb.

Tabnuus 1
Kinbkictb cTa- TpuBanictb Buxig ocHoBHOro | BMKOpUCTaHHSA TOKCUYHUX pe- OuMLLIEHHS OCH.
aiv peakuii npowecy npoaykty, % YOBWH, XNafareHTis NpoaykTy
Cnoci6, wo .
1 8-10xs. 65-80 He 3aCTOCOBYIOTbCSA He NoTpidHO
3as1BNsETbCS
Cnoci6 npoto- ONXNOpPMETaH, OXONOMAXYBaHHS HEMOXTIMBO, NPyt
1 3-24ropn. 38-48 iy t>50°C cnonyku
™n no-15°C .
AerigparyloTbest
Tabnuuga 2
Cronyku, Lo 3asBnsoTbes o o o
Ne n/n < Ar An T.nn., °C Buxig, % AMP% &(m.4.)
1 2 3 4 5 6 7
1 CH CeHs CeHs 193-195 79 3.74 (1H, d, J=11.7Hz,6-CH), 4.99
(1H, d,J=11.7Hz, 5-CH), 7.43(s, 1H,
2-CH), 7.76 (1H, y. c., NH), 6.92-
7.38 (10H,m, ArH)
2 CH 4-Cl-CgHs CeHs 206-208 76 3.70 (1H, d, J=11.5Hz,6-CH), 5.02
(1H, d, J=11.5Hz, 5-CH), 7.45 (s,
1H, 2-CH), 7.84 (1H,y.c, NH), 6.98-
7.39 (9H, m, ArH)
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MpopoexeHHsa Tabnuui 2

CH | 4-CH30-CeH4 CeHs

216-218

65

3.60 (3H, s, OCHs), 3.70(1H, d,
J=11.9Hz, 6-CH),5.02 (1H, d,
J=11.9Hz, 5-CH), 7.44 (s, 1H, 2-
CH), 7.73 (1H, y.c, NH),6.58-7.28
(9H, m, ArH)13,42 (bs, 1H, COOH)

CH CeHs 4-CH3-CeH4

215-217

68

2.12 (3H, s, CHa), 3.71(1H, d,
J=11.7Hz,6-CH),4.98 (1H, d,
J=11.7Hz,5-CH), 7.44 (s, 1H, 2-CH),
7.78 (1H, y.c, NH),6.76-7.40 (9H, m,
ArH),13,10 (bs, 1H, COOH)

CH 4-Cl-CgHa 4-CH3-CeH4

197-199

72

2.12 (3H, s, CHs), 3.70(1H,d,
J=11.6Hz,6-CH),5.01 (1H, d,
J=11.6Hz, 5-CH), 7.44 (s, 1H, 2-
CH), 7.80 (1H, y.c,NH), 6.83-7.38
(8H, m, ArH), 13,18 (bs, 1H, COOH)

CH | 4-CH30-CeH4 4-CH3-CeH4

196-198

80

2.12 (3H, s, CHs), 3.61(3H, s,
OCHs), 3.67 (1H,d, J=12.1Hz, 6-
CH), 4.92(1H,d, J=12.1Hz, 5-
CH),7.42 (s, 1H, 2-CH), 7.68(1H,
y.c, NH), 5.69-7.27(8H, m, ArH)
13,16 (bs, 1H, COOH)

N CsHs CSHS

204-206

67

3.82 (1H, d, J=11.8Hz,6-CH), 4.37
(1H, d, J=11.8Hz, 5-CH), 7.76
(1H,y.c, NH), 7.08-7.28 (10H,m,
ArH)

N 4-CH30-CgHa CeHs

210-212

66

3.61 (3H, s, OCHs), 3.62(1H, d,
J=11.7Hz, 6-CH),4.87 (1H, d,
J=11.7Hz, 5-CH), 7.73 (1H, y.c,
NH), 6.78-8.05 (9H, m, ArH) 13,22
(bs, 1H, COOH)

Cnonyka 3a npoToTMnoM

He HaBegeHo

48

1.87 (3H, s, CH3), 2.25,2,42 (2H, d,
J=13.7 Hz, 6-CH), 5.73 (1H, s, 3-
CH),6.75 (1H, ¢, OH), 6.69(1H, c,
OH), 7.56 (1H, y.c, NH), 7.16-7.68
(5H, m, ArH)

Komm’'toTepHa BepcTka H. JluceHko

MignucHe

Tupax 28 npum.
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