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cnonyky ®opmynu 3, OCHOBY, LLO MICTUTb LLOHAWMEHLLE OAHY CMONyKY, BUOpaHy 3 rpynu, Lo MIiCTUTb
rigpokcmamn nyxHosemenesHoro metany ®opmynu 4, ge M sBnsie coboto Ca, Sr abo Ba, kapboHaTu
nyxHoro metany ®opmynu 4a, ge M* siBnsie co6oto Li, Na a60 K, 1,5-pia3abiumkno[4.3.0]HOH-5-€eH i
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F.C | | F,C (0]
)%.JJI\Q \ﬁ\o )J\ o
M(OH
2 . Hsc Q ( )2 (M1)2CO3
1 2 3 4 4a

TakoX po3KpuUTUA BUHAXig ABNsie coboto cnocid ogepxkaHHs cnonykn dopmynu 2, npu sikomy (1)
GOpMYyIOTb peakuiHy CyMmill, WO MICTUTb peakTuB [piHbApa, OTPUMaHUA NPUBEOEHHAM Y KOHTaKT
cnonykn ®opmynn 5, ge X saense coboto Cl, Br abo |, 3 meTaneBum MmarHiem abo ankinmarhin-
ranoreHigoM B NPUCYTHOCTI eipHOro PO34YMHHKKA, | NOTiM (2) NPUBOAATL %/ KOHTaKT peakuiiHy CyMmiLLl
3i cnonykoto ®opmynu 6, ge Y siBnsie coboto OR™ abo NR“R™, i R™, RY” i R e Takumu sk
BM3HAYEHO Y PO3KPUTTI.

)iy Fsc){O\/\NL
z—x Y CF, 7z Q
5 6 7

[dopaTtkoBo gaHwi BUHaxig poskpusae cnocid ogepxaHHs cnonykn ®opmynn 7, ge Q i Z € Takumu, 5K
BM3HAYEHO Yy PO3KPUTTI, KONW 3aCTOCOBYIOTb crnonyky ®opmynu 1, WO BiAPISHAETLCA OAEpPXKaHHAM
cnonyku ®opmynu 1 cnocobom, po3kpuTum BuLle abo 3acTocoByOTb cnonyky ®opmynu 1, oTpumaHy
Crnocobom, po3KpUTUM BULLE.
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Oannii  BuHaxig cTocyeTbCA  crnocoby opepxaHHA  3-TpUDTOPMETUMBHUX  XarnKoHIB i
TpudTOpaLErnibHUX  MPOMDKHUX — cnonyk. [aHuid  BMHaxig  TakoX  CTOCYETbCA  HOBUX
TpupTOopaLEeTUNbHUX | ranocnonyk, 3acTOCOBHUX SIK BUXiAHI PEeYOBUHW Ta MPOMIXKHI CNonyku Ans
paHilwe onmcaHoro cnocoby.

5 HaHunii BUHaxig 3abesnevye cnocib ogepxaHHsa cnonyku ®opmynum 1
O
F,C
\ Q
Z
1 , 1
ae
10 Z aBnse coboto hakynbTaTMBHO 3aMilLleHnn oeHin; i

Q sBnsie coboto heHin abo 1-HadTaneHin, KoxXeH akynNbTaTMBHO 3aMilLeHWN; WO BKITOYaE eTan,
Ha AKOMY AUCTUMIOIOTE BOAY i3 CyMiLli, WO MiCTUTL cnonyky ®opmynu 2

15

20 OCHOBY, L0 MICTUTb LUOHAWMEHLIEe OAHY CMOmyKy, BUOpaHy 3 rpynu, LIO BKIOYaE riapokcmau
nyxHo3semenbHoro metany dopmynu 4

M(OH),, 4
25 ae M aBnsie coboto Ca, Sr abo Ba, kapboHaTu nyxHoro metany ®opmynu 4a
(M%),CO;, 4a

ne M siensie co6oto Li, Na a6o K,

30 1,5-pia3abiunkno[4.3.0]JHoH-5-eH i 1,8-gia3abiunkno[5.4.0]yHaeu-7-eH, i anpOTOHHUA PO3YMHHUK,
34aTHUA hopMyBaTU HU3BKOKUMNIISAYNIA a3eoTpon 3 BOOOHO.

HaHni BrHaxig Takox 3abesnevye cnocid ogepxaHHsa cnonyku dopmynu 2, ne Z ABnsie coboro
akynbTaTMBHO 3aMmileHnin OeHin, WO BKOYae eTanu, Ha skux (1) popmyoTb peakuinHy cymill, Lo
MiCTUTb peakTuB [piHbApa, oTpMMaHun 3i cnonyku ®opmynu 5

35
Z-X,5

ae X sisnse coboto Cl, Br abo |, npuBeaeHHsAM y KOHTaKT crnonykun ®opmynu 5 3
(a) meTaneBuM marHiem abo
40 (b) ranoreHigom ankinmarHito
y MPUCYTHOCTI edipHOro po3uyuHHMKA; Ta MNOTIM (2) NPMBOAATL Y KOHTAKT peakuiiHy Cymiwl 3i
cnonykoto dopmynu 6
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M

ae

Y sBnsie coboro OR™ a6o NRR™>;

R™ sBnsie co6oto C.-Csankin; i

R? i R™ senawTb cobGoio HesanexHo C;-Coankin; a6o R i R
CH,CH,OCH,CH,-.

HaHnii BrHaxig Takox 3abesnevye cnocid ogepxaHHa cnonyku dopmynu 2, ae Z asnsie coboto
deHin, Wwo dakynbTaTMBHO Mae A0 5 3aMiCHUKIB, He3anexHo B1ubpaHux 3 R% i koxeH R? siBnsie co6oto
HesanexHo F, Cl, Br, C,-Cgankin, C,-Cgpropankin, C,-Csankokcu, C,-CedbTOpankokcu, C,-CgankinTio
abo C;-CghTopankinTio, O BKMNOYAE eTanu, Ha sikux
(1) dbopmytoTb peakuiiHy CyMill, WO MICTUTb peakTuB [piHbapa, oTpuMaHun 3i cnonyku ®opmynu 5

13 BagTi pasoMm K -

Z-X, 5

ae X siBnsie coboto |, npuBeaeHHSAM y KOHTaKT crnonykn ®opmynu 5 3 5 (a) MeTaneBum MarHiem
abo (b) ranoreHigom ankinmarHito y nNpuMcyTHOCTI eipHOro po3yYnHHMKA; Ta noTim (2) npuBoAsATb Y
KOHTaKT peakuinHy cymiw 3i cnonykoto ®opmynu 6

o]

M

Y CF,

6 , 6

ae

Y sBnsie coboto OR' abo NR¥R™;

R™ aBnsie coboto C;-Csankin; i

R i R™ saensaoTb coGoto HesamexHo Ci-C,ankin; abo RY i R' B3ari pasom sk -
CH,CH,OCH,CH-.

[aHni BUHaXIig TakoX CTOCYETbCS PO3KPUTOro BULLe cnocoby oaepxaHHs cnonyku ®opmynu 1 3i
cnonykn ®opmynu 2 i cnonykn ®opmynu 3, ge cnocid JoAaTKoBO BiApPIi3HAETLCA TUM, LLO OOEPXYIOTb
cnonyky ®opmynu 2 3i cnonyk ®opmyn 5 i 6 3a gonomorot cnocoby, po3KpUTOro BULLE.

[aHun BUHaxig TakoX CTOCYeTbCHA Cnocoby oAepxaHHs crnonykn dopmynum 7

0o—
F,C '\\l

z Q
7 , 7

ae

Z aBnse coboto hakynbTaTUBHO 3aMilLleHUn OeHin; i

Q saBnsie coboto heHin abo 1-HadTaneHin, KoxxeH hakynbTaTUBHO 3aMilLeHUI; i3 3aCTOCYBaHHSM
crnonykn ®opmynu 1. Cnocib BigpisHAETbCA eTanamMu, Ha SKMX (a) ogepXyloTb cnonyky dopmynum 1 3a
Jonomoroto crnocoby, poskputoro Buule, ado (b) 3actocoByloTh, Ak 3a3HayveHy cnonyky ®opmynu 1,
crnonyky ®opmynu 1, oTpMMaHy 3a A0NOMOroH0 Crnocoby, PO3KPUTOro BULLE.

[aHuin BUHaxig TakoX CTOCYeETbCA HOBUX cronyk ®opmyn 2 i 5, 3aCTOCOBHUX K BUXIiAHI pe4OBUHN
ONS paHile onncaHnx cnocoobis.

3acTtocoByBaHi TyT Bupasu "Bknioyae”, "o Bknovae", "MictuTe", "Wwo Mictute", "Mac" "wo mae",
"Bmiwye" abo "wo Bmiwye", abo Oyab-AKWMA iHLWWIA iXHIA BapiaHT, Npu3HayeHi, Wwob posrnagaTtu
HEBMHATKOBE BKITOYMEHHS. Hanpuknag, komnosuuisi, cymiw, npouec, cnocid, Bupi6 abo npunag, wo
BKMOYaE nepenik enemMeHTiB, He 0OOB'I3KOBO OOMEXYETbCS TifTbKM TUMU €feMEHTaMu, a MOoXe
BKMOYATU 1 iHWI enemMeHTn, SBHO He neperivyeHi abo BracTMBI Takin KOMMO3wuLii, CyMilli, npouecy,
cnocoby, Bnpoby abo npunagy. Kpim Toro, skwo npsiMo He 3a3HadveHe iHwe, "abo" ctocyeTbesa abo,
o Bkrtovae, i abo, wo He Buknodae. Hanpuknag, ymoBa A abo B 3agoBOnbHSE OgHOMY 3
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HacTynHoro: A - icTuHa (abo € NpUcyTHLOI), | B - xnbHicTb (abo He € NpUCyTHLOI), A - XMBHICTL (abo
He € NPUCYTHBOI), | B - xnbHicTb (abo € NpucyTHLOLD), i A, i B - XMBHicTb (abo € npucyTHiMu).

Takox, opMM OOHUHM NONEPESHBbOro enemeHTa abo KOMMOHEHTa AaHOro BMHAxXo4y NpU3HaYveHi,
wob O6yTn HeobmexyrunmmM BiOHOCHO Yucna npuknagie (Tobto, nogi) enemeHta abo KOMMOHEHTA.
Tomy ¢popMy OOHMHM BApPTO YMTATU SIK TaKy, LIO BKOYae oauH abo LOHaWMeHLe oauH, i dopma
OOHWHM CroBa efnieMeHTa abo KOMMOHEHTA TAKOX BKITHOYAE MHOXWUHY, SIKLLIO SIBHO HE Ma€eTbCs Ha yBasi
OOHWHa.

Y BULLEBUKNAAEHNX NepepaxyBaHHsIX Bupas "ankin", 3actocoByBaHMM abo camocTiiHO, abo B
CMONy4YeHHi cnis, Takmx K "ankinTtio" abo "ranoankin”, Bkniovae HeposranyxeHun abo posranyxeHun
ankin, Takun 9Kk MeTun, eTun, N-nponin, n-nponin abo pi3Hi isomepun 6yTuny, NneHTuny abo rekcuny.

"Ankokcn" BKIOYMaE, Hanpuknag, MeTOKCK, eTOKCK, N-MPOMIfIOKCH, i30NPONINOKCK Ta pidHi i3omepun
OyTOKCK, NEHTOKCKM Ta rekcunokcu. "AnkinTio" BkN4ae posranykeHi abo HeposranyXeHi ankinrio
YacTUHW, Taki K MeTUNTIO, eTMNTIO i Pi3Hi i3oMepu nponinTtio, ByTUNTIO, NEHTUNTIO Ta rekCUnTio.
"AnkincynbgiHin"  BkMoyae obugBa  eHaHTioMepu  ankincynbiHinbHoOi  rpynu.  [puknagu
"ankincynbiHiny" BknoyatoTe CH3S(0)-, CH3CH,S(0)-, CH3CH,CH,S(0)-, (CH3),CHS(O)- i pisHi
isomepu ByTuUncynbdiHiny, neHTUncynbiHiny Ta rekcuncynbdininy. Mpuknagm "ankincynbgoriny"
BkntovatoTb CH3S(0),-, CH3CH,S(0),-, CH3;CH,CH,S(0),-, (CH3),CHS(O),- i pisHi i3omepu
oyTuncynbdoHiny, neHrnncynbdoHiny Ta rekcuncynbdoHiny. "AnkinamiHo", "giankinamiHo" i nogibHe
BM3HAYAETbCS AaHArOriYHO BULLEBMKITAAEHMM NpUKITagam.

"Linknoankin" Bkntovae, Hanpuknag, UMKIONponif, UWKNOOYTWUN, UMKIONEHTWU i LMKIorekcun.
Bupas "ankinuuknoankin" osHavae ankinbHy 3amiHy Y UMKNOAmnKinbHIN 4aCTUHW Ta BKITHOYAE,
Hanpuknag, eTUnUMKIonponin, i3onponinuuknobyTun, 3-MeTUNUUKNONEHTUN i 4-MeTUNLMKIOreKcun.
Bupas "uuknoankinankin" o3Havae uMKNoankinbHy 3aMiHy B ankinoHin 4actuHu. [lpuknagu
"umknoankinankiny" BKMOYaTb LMKNONPOMINMETUS, LMKNONEHTUNETU i iHLWI LMKNOArKifbHI YaCcTUHN,
3B'A3aHi 3 Hepo3rany>xeHMmMm abo po3rany>eHUMK ankinbHUMKU rpynamu.

Bupas "ranoreH", abo camocTiiHo abo B CRony4YeHHi cniB, Takux sk "ranoankin”, abo konu
3aCTOCOBYKOTb B onncax, Takux sik "ankin, 3amilleHuii ranoreHoM", Bknovae dtop, xmop, 6pom abo
non. [opaTkoBO, KOMWM 3aCTOCOBYKTb Yy CMOMYYEHHi criB, Takux sK "ranoankin”, abo konwu
3aCTOCOBYIOTb B OMnucax, TakMx K "ankin, 3amileHuin ranoreHom", 3asHadyeHun ankin moxe 6yTu
YacTkoBO ab0 MOBHICTIO 3aMilLleHUIn aToOMaMu ranoreHis, WO MOXYTb ByTn ogHakoBMMM abo pi3HMMM.
MopibHuM ymHOM "cpTopankin" o3Havae 3aszHaYeHUn arnkin, Wwo Moxe byTn 4yacTkoBOo abo MOBHICTIO
3amiweHmn aTtomamu ptopy. [puknagm "ranmoankiny" abo "ankiny, 3amilieHoro ranoreHom"
BkmoyawTb F3C-, CICH,-, CF;CH,- i CF3;CCl,-. Bwupas "ranouuknoankin', "ranoankokcu",
"ranoankinTio”, "ranoankincynediHin", "ranoankincynsdoHin" i nogibHe BM3HA4YalOTLCA aHanoriyHo
Bupady "ranoankin”. MNpuknagu "ranoankokcn" BkntoyawTe CF30-, CCIl;CH,0-, HCF,CH,CH,O- i
CF3CH,0. TlMpuknagn "ranoankintio" BkntovawTb CClsS-, CF3S-, CCI;CH,S- i CICH,CH,CH,S-.
Mpuknagn "ranoankincynedidiny” BknovaroTe CF3S(0)-, CCl;S(0)-, CF;CH,S(0)- i CF3CF,S(0)-.
Mpuknagu "ranoankincynbdoHiny" BknovaTb CF;S(0),-, CCl3S(0),-, CF3;CH,S(0),- | CF;CF,S(0),-.
Bupas "ranopgiankinamiHo" o3Havae giankinamiHo, e LWOoHanMeHwe OAWH 3 aMiHOKOMIMOHEHTIB €
3aMilleHMM  LWoHaMmMeHwe oaHum  ranoreHoMm. [puknagu  "ranogiankinamiHo"  BKMO4alTb
CH,CICH,;N(CHg)- i (CF3CH3),N-,

"AnkinkapboHin" o3Havae Hepo3aranyxeHi abo posranyeHi ankinbHi 4acTtuHu, 3B'a3aHi 3 C(=0)
yactuHow. [Mpuknagn  "ankinkap6odiny"  Bkntouvatotb  CH3C(=0)-, CH3;CH,CH,C(=0)- i
(CH3),CHC(=0)-. Tpuknagn "amnkokcukap6oHiny" BkmoyatoTb CH;0C(=0)-, CH3;CH,OC(=0)-,
CH3CH,CH,OC(=0)-, (CH3),CHOC(=0)- i pi3Hi isomepu 6yTokcn abo neHToKCMKapboHiny.

Y paHomy po3kpuTTi Ta dpopmyni BuHaxoady, pagukanm "SO," i S(0)," o3HayalTb cynbdoHin, "-
CN" o3Hauae uiaHo, "-NO," o3Ha4vae HiTpo, Ta "-OH" o3Ha4vae rigpokcu.

3aranbHe 4Mcno ByrneueBnx atoMiB y rpyni 3aMiCHMKa BKa3yeTbCs 3a AoMoMorow npedikcy "Ci-

i, ge i Ta | popiBHioloTb uucnam Biga 1 go 9. Hanpuknap, C;-Ciankincynb@oHin o3Havae
MEeTUNCYNbGOHIN-O0yTUNCYNbGOHIN, BKMOYaYM MOXNMBI i3omepun. C,ankokcukapOboHin o3Hayae
CH3;OC(0)-; CsankokcukapboHin o3Hadae CH3;CH,C(O)-; i CjankokcuMkapOOHin  BkMoYae
(CH3),CHC(O)- i CH3;CH,CH,C(O)-.

Konu cnonyka 3amilleHa 3amiCHUKOM, L0 MICTUTb iHOEKC, KM Nokasye, L0 YUCMO 3a3HayeHuX
3aMiCHUKIB MOXe nepesuLlyBaTU 1, 3a3Ha4eHi 3aMiCHUKM (KONW BOHU MepeBuLLyloTb 1) He3anexHo
BUGpaHi 3 rpynu BU3HaYeHKX 3amicHukiB, Hanpuknad, ans (RY), y U-1 JopaTtky 1 r gopieHioe 1, 2, 3, 4
abo 5. Konw rpyna BKItoYae 3aMiCHUK, Lo Moxe 6yTn BoaHeM (Hanpuknag, -NR'R’ y BusHaueHHi R®,
ae R* a6o R® MOXYTb OYTM BOOHEM Yy BapiaHTi 34iNCHEHHS 2), To4i, KoNu AaHuiA 3aMiCHUK B3ATUI SIK
BOOEHb, BMU3HAlOTb, WO LEe eKBiBaJieHTHO TOMY, KONM 3a3HayeHa rpyna € HesamiweHot. Konu
nepeMiHHa rpyna, ik nokasaHo, € akynbTaTUBHO NPUEAHAHOK B nonoxeHHs, Hanpuknag (RY), Y U-
41 [Oopatky 1, oe r moxe popisHioBath 0, ToAi y MOMOXEHHI MoXe OyTW BOAEHb, HaBiTb AKLIO He
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3rafjaHuin y Bm3HayeHHi nepemiHHoi rpynu. Konu ogHe abo Ginblue nonoxeHb y rpyni 3a3HayeHi sik
"Taki, Wo He 3amilleHi" abo "HesamilleHi", ToAi aToMU BOAHIO MPUEAHYIOTHCS, WOB 3anHATU Byab-aK
BiflbHY BaneHTHICTb.

Bupas "retepouukniyHe kinbue" abo "retepouukn" o3Hayae kKinble abo Kinbue, Y SKOMY
LLIOHaNMeHLIEe OOWH aToMm, Lo POPMYyeE OCHOBY KiNnblisl, HE € Byrfeuem, Hanpuvknag asor, KuceHb abo
cipka. TMNoBO reTepoumKriyHe KinbLe BKItoYae He Ginble Hik 4 asoTy, He Binblue HiK 2 KUCHI i He
OinbLie Hix 2 cipkn. Bupas "uneH kinbusi" ctocyeTbcst aToma abo iHwoi YactuHu (Hanpuknag, C(=0),
C(=S), S(0) abo S(0),), Wwo dopmye OCHOBY KinbLs. AKWO HE 3a3HA4YeHe iHLWe, TO reTepoLMKIlivyHe
Kinbue moxe 6yTU HacM4YEeHMM, YacTKOBO HEHacnyeHUM abo MOBHICTIO HEHACUYEHUM KiMnbLEeM, i, Kpim
TOro, HeHacudeHe reTepouuKniyHe Kinbue Moxe OyTM 4YacTKOBO HeHacuyeHum abo MOBHICTHO
HeHacuyeHuM. Tomy nepepaxyBaHHSA "reTepouuKnivyHe KinbLe" He Bkasyluu, HacudeHe BOHO abo
HeHacuyeHe, € CMHOHIMOM nepepaxyBaHHIO "HacuyeHe abo HeHacnyeHe reTepouuKIliyHe Kinbue".
Konu noBHICTIO HEHacK4eHe reTepoLmKiYHe KinbLe 3a40BOMbHAE NpaBuny XOKKens, Toai 3a3HadeHe
KinbLe TakoX Ha3MBaeTbCA "reTepoapomMatuvyHe kinbue" abo "apomaTtuyHe reTepouukniyHe kKinbue".
"ApomaTu4He" BKa3ye Ha Te, L0 KOXEH 3 aTOMIB KinbLS 3HAaXOAUTbCA B OCHOBHOMY B OAHIM i Tin Xe
NnowuHi Ta Mae p-opbitanb, NepneHauKYNSapHY MAOWMHI Kinbusd, i Wwo (4n+2) m enekTpoHu, Ae n €
NO3UTUBHUM LINIMM 4YUCIIOM, 3B'A3aHi 3 KifbueM, NiAKOPKOYMCL NpaBuiy XoKkens. SAKWo He
3a3HaveHe iHWe, reTepouMKniYHI Kinbus Ta KinbLeBi cUCTEMM MOXYTb OyTW npueagHaHi vyepes Oyab-
AKWMIA JOCTYMNHWI ByrneLb abo a3oT WAAXOM 3aMillleHHs BOOHIO Ha 3a3HayeHui Byrnewub abo a3or.

Bupas "dakynbtaTMBHO 3amilleHuin" B MoedHaHHI 3 deHinom abo 1-HadTaneHinom y
BM3HAYeHHAX Z i Q cTocyeTbCcs rpyn, WO € He3amiweHnmn abo MawTb LOHAWMEHLIEe OAMH
HeBOAHEBUN 3amicHuK. Ockinbkn Z i Q € nepudepiitHumMM Ans 4acTMH MOJEKy”n, WO nigaalTbes
peakuii B AaHnx crnocobax, OyKe LUMPOKMI AianasoH siK KifbKOCTI, Tak i TMNiB 3aMiCHUKIB BignoBigae
AaHyMm crnocobam. 3acToCoBYBaHi TYT HACTyMHi BU3HAYEHHs1 BapTO 3aCTOCOBYBATU, SKWO He
3a3HaveHe iHwe. Bupas "thakynbTaTMBHO 3aMilleHnin" 3acTOCOBYHOTb B3aEMO3aMiHHO 3 dpasoro
"3amiweHnn abo HesamiweHun" abo 3 Bupasom "(He)3amiweHuin". FAKWO He 3as3HaveHo iHwe,
aKkynbTaTMBHO 3aMmilleHa rpyna Moxe MaTu 3aMiCHUK Yy KOXHOMY MOSIOXKEHHI rpynu, WO MOXe
3aMillaTuCs, i KOXKEeH 3aMiCHUK € He3aneXXHUM Bif iHLLOrO.

Konu R® a6o Ql sBnsie coboto 5- abo 6-4neHHe a30TOBMiCHE reTepounKilivyHe Kinble, BOHO MOXe
OyTn npueaHaHe go 3anuwky ®opmynu 1 yepes Oyab-AKUn OOCTYMHUIA ByrneueBuin abo a3oTHUIN aTom
Kinbugd, SIKWO He onucaHo iHwe. fK BiA3HayeHo y BapiaHTi 34incHeHHsa 1B, R® a6o Ql MoXe OyTu
(cepep iHWKX) beHinom, dakynbTaTMBHO 3aMilleHnM ogHuM abo BinbLue 3amicHUkamu, BUbpaHumu 3
rpynu 3aMiCHUKIB, SIK BU3HA4YeHO Yy BapiaHTi 3gincHeHHa 1B. lMpuknagom deHiny, dakynbTaTuBHO
3aMiLLEeHOoro Big OAHOro OO0 M'ATU 3aMmiCHMKamK, C Kinble, npoinocTpoBaHe ak U-1y Oogatky 1, oe RY
€ Takum, Sk BU3Ha4YeHo Yy BapiaHTi 3gincHeHHsa 1B gns R*abo Q' ir AopisHIoE Linomy yucny Big 0 oo
5.

Ak Big3Ha4YeHo Bulle, R® a6o Ql Moxe OyTun (cepeq iHWKX) 5- abo 6-4NEHHUM reTepPOoLMKNIYHNM
KinbUeMm, Wo Moxe OyTn HacmyeHum abo HeHacuyeHuMm, bakynbTaTUBHO 3aMilleHnm ogHum abo
Oinblwe 3amMicHMKamu, BMOpaHUMKM 3 TPyNU 3aMICHUMKIB, SK BU3HAYEHO Yy BapiaHTi 34iNCHEHHs 2.
Mpuknagn 5- abo 6-4nNeHHOro HeHacM4YeHOro apoMaTUYHOrO  FeTEPOLMKNIYHOrO  Kinbus,
dakynbTaTMBHO 3aMilLleHoro Big ofgHoro abo Ginblie 3aMiCHMKamu, BKMYalTb Kinbus U-2 - U-61,
npointoctposaHi B Joaatky 1, ae R’ ABnsie coboio Byab-sKkuii 3aMICHUK, SIK BU3HAYEHO y BapiaHTi
3[iNcHeHHa 2 ans R® a6o Ql, i r gopiBHIOE Uinomy yumcny Big 0 0o 4, 0OMEXeHUn YMCNOM OOCTYMHMX
nonoxeHnb y koxHin U rpyni. Ockinbkn U-29, U-30, 11-36, U-37, U-38, U-39, U-40, U-41, U-42 i U-43
MaloTb TifbKM OOHE AOCTYMHE MONOXeHHs!, ans umx U rpyn r obmexeHo uinumm yncriamm 0 abo 1, i,
ptiHe 0, o3Ha4ae, Wwo U rpyna € He3amileHo, Ta BOAEHb MPUCYTHIN Y NOMOXEHHI, WO No3Ha4YeHo
(R)r.

Jopatok 1
(RY), s (RY), 4 (RY), s (RY), 4 (RVY),
S ; , S o) s , o
U-1 ’ U-2 U-3 U-4 u-5
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s (R (RY), (RY), (RY).
/
|| )
U-51 U-52 U-53 U-54 U-55
(Rv Rv) (Rv (Rv)r (Rv
ﬁj iﬁ ﬁﬁ i),ﬁﬁ
U-56 U-57 U-58 U-59 U-60
. (RY,
Ky
PNy
N 6
u-61

MoTpibHO Big3HAYMTK, LWLO KOMU R® abo Q' € 5- aB0 6-UNEHHUM HacUYeHUM abo HeHaCcUYeHVUM
HeapoOMaTUYHUM TETEPOLMKNIYHUM  KinbueM, pakynbTaTMBHO 3aMillleHUM OOHUM a6o 6|nbme
3aMiCHUKamu, BUGpaHMMM 3 rpynm 3aMiCHUKIB, SIK BU3HAYEHO Yy BapiaHTi 34iiCHEHHS 2 Ans R® abo Q,

5  oauH abo aBa BYrneLeBi YNeHM KinbLsi reTepounkny MOXyTb hakynbTaTUBHO DYTW B OKUCTIEHIA OpMi
KapOOHINbHOT YaCTUHMW.

Mpuknagm 5- abo 6-4neHHoro HacMyeHoro abo HeapoMaTUYHOTO HEHACUYEHOTO reTEPOLIMKITIHHOTO
KinbLsa BKMYaoTb Kinbusa G-1 - G-35, gk npointoctpoBaHo B [doaatky 2. MoTpibHo Big3Haunty, Wwo
KONMW TOYKa NpuedHaHHs Ha G rpyni npointocTpoBaHa sik pyxoma, G rpyna moxe 6yTu npuegHaHa go

10  3anuwky Popmynm 1 4yepe3 Oyab-AKUI JOCTYNHWA Byrneub abo as3oT G rpynu 3a JOMNOMOro
3aMilLleHHs aToma BoaHI0. dakyrnbTaTUBHI 3aMiCHUKY, Lo BiAnoBsigaTs RY, MOXyTb 6yTU npueaHaHi
0o Oyab-aKoro JOCTYNHOro Byrnelo abo a3oTy 3a JONOMOro 3aMillleHHs atoMa BoAHK. [Ana gaHux
G Kineub, r TMNOBO AOPIBHIOE Linomy yucny Big 0 4o 4, obMexeHe YMCnoM AOCTYMNHMX NOMOXEHb Ha
KOXHin G rpyni.

15 MoTpibHO BiA3HAUUTY, LLO KOMU R*a6o Q BKJ'IIOHaIOTb Kinbue, BubpaHe 3 G-28 - G-35, G? BMbpaHo
3 0, S a6o N. MoTpiGHO BiA3HAUMTH, WO Ko G° € N, aToM a3oTy MOXe MOBHICTIO 3aMOBHUTU CBOIO
BarneHTHICTb 3aMmilleHHsIM abo H, abo 3amicHukamu, Lo BignosigaloTb R, SiK BU3HAYeHO y BapiaHTi
3aincHeHHs 1B.

20 Dopnatok 2

S 0 0 , N

G-1 G-2 G-3 G-4 G5
(RY) o /R N (R, s /R, N (R
X {j {j )
| | | | o
G-6 G-7 G-8 G-9 G-10
o. R o. /R NU(RV)r fNK (RY), N _ (RY),
O O 4 S 2 ) O 2 )
G11 G12 G-13 G-14 G-15
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(RY),
\F\B( (RY), \F\B( (RY), NB/ (RY), W (RY),
s” " o” " Z\Q N A 4@

N
G-16 G-17 G-18 G-19 G-20
(RY), (RY) (RY), (RY), (RY),
ﬁ ﬁ @
G-21 G-22 2 G24 G25
(R, R, R), o (RY),
o
i i | L
G-26 G-27 G-28 G-29 G-30
(Rv)r (Rv)r (@] (Rv)r (@] (Rv)r (Rv)r
0 o N 0
© L N
G N o G . G2
’ y y |
G-31 G-32 G-33 G-34 G-35

MoTpiBHO BiA3HaunTK, WO kormn RY € H npu npueaHaHHi 4o atoma, e PiBHOCUMBHO TOMY, SIKLLO
3a3HadYeHUn atoM € He3amilweHMM. ATOMKU as30Ty, WO NoTpedylTb 3aMilleHHs!, Wob 3anoBHUTKU iX
BaneHTHICTb, 3amilaTbcs H a6o R'. MoTpi6HO BiA3HauMTH, WO KONM Touka npueaHaHHs mMix (RY), i U
rpynoto npointoctposaHa sk pyxoma, (RY), Moxe npueaHysatuca [0 6yab-aKoro AOCTYNHOro atoMa
Byrneut abo atoma asoty U rpynu. [NoTpibHO Big3HaunTK, WO, KONKU TOYKa npuegHaHHA Ha U rpyni
npoincTpoBaHa sk pyxoma, U rpyna moxe OyTu npuegHaHa go 3anuwky dopmynu 1 yepes 6yab-
AKMN JOCTYNHUIA Byrneub abo asotr U rpyny 3a AOMNOMOrol 3amilleHHs aToma BoaHwo. [loTpibHo
BiA3HauMTH, Wo geski U rpynu MoxyTb BYTW 3aMilleHi Tinbku MeHwe Hix 4 R' rpynamun (Hanpuknag,
U-2 - U-5, U-7 - U-48 i U-52 - U-61).

PisHOMaHITHI CMHTETMYHI cnocobu BigOMI B AaHiv ranysi TeXHiKM Ans 3abe3neyeHHs oaepKaHHs
apoMaTU4YHKX i HeapoMaTUYHUX FreTepOoLMKIIYHMX Kineupb; Ha Ginbl WMPOKI Ornsian OUBUCb BOCbMUN
ToMm BugaHb Comprehensive Heterocyclic Chemistry, A. R. Katritzky and C. W. Rees editors-in-chief,
Pergamon Press, Oxford, 1984 i paHagusaTtuii Tom BuaaHbs Comprehensive Heterocyclic Chemistry //,
A. R. KatritzKy, C. W. Rees and E. F. V. Scriven editors-in-chief, Pergamon Press, Oxford, 1996.

Y Oesdkux BUNagkax TYT CNiBBIOHOLIEHHSA BUKNaAeHi SK OOMHOYHI YMcna, WO MOPIBHSAHHI 3 YACNOM
1; Hanpuknag, cnieBigHOWEHHSA 4 03Ha4vae 4:1.

Y KOHTEKCTi [aHoro BuMHaxody "gekaHTaTop" CTOCYETbCA NPUCTPO, 30aTHOro pPo3AifibHO
BUOANATU BEPXHIO (TOOTO, MEHLOI WinbHOCTI) pigky dasy i/abo HwxkHIo (TO6TO, BiMbLUOT LiNBbHOCTI)
pioky dasy 3 piavHu (Hanpvknag, a3eoTpOnHUIA KOHAEHCAaT), WO MICTUTb ABi pigki dasu. MacTtka HiHa-
Crapka aBnsie npvkrag ogHoro Tuny AekaHtaTopa.

BapiaHTu 34iiCHEHHA [aHOro BUHAxXo4y BKIIOYalOTh:

BapiaHT 3gilicHeHHs 1. Cnoci®, onucaHuii y KOPOTKOMY OMWCI BUHaxody, OAEPKAHHSA CrOMyKu
dopmMynu 1, WO BKMNOYAE eTar, Ha SKOMY OUCTUIIOIOTL BOAY i3 CyMilli, Lo MICTUTb cnonyky dopmynu
2, cnonyky ®opmynu 3, OCHOBY M anpOTOHHUN PO3YNHHUK, 34aTHUN POPMYBATU HU3LKOKUMMSYUNA
a3eoTpon 3 BOAOH.

BapiaHT 3giicHeHHs 1 A. Cnocib BapiaHTa 3giicHeHHs1 1, e ocHoBa siBnsie coboto rigpokeng
nyxHosemenoHoro metany ®opmynu 4, i cymill [00ATKOBO BKMOYAE MOMSAPHUA  anpOTOHHWUIA
PO3YNHHUK.

BapiaHT 3ginicHeHHsa 1B. Cnocib BapiaHTa 34iiCHEHHS 1, A€ OCHOBa BKIOYae KapboHaT Ny»KHOro
meTany dopmynu 4a.

BapiaHt 3ginicHeHHa 1C. Cnoci6 BapiaHTa 3gilicHeHHs 1, Qe ocHoBa Bkrodae 1,5-
piasabiumkno[4.3.0]JHoH-5-eH, 1,8-gia3abiumkno[5.4.0]yHaeu-7-eH abo ix cymil.
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BapiaHT 3aiicHeHHs 1D. Cnocib, onncaHmin y KopoTkomy OnucCi BUHaxody, OAEp KaHHS CromyKu
®opmynu 7, 3actocoBytoum cnonyky ®opmynu 1, cnocié Bigpi3HAETLCSA TUM, LLO OAEPXKYIOTb CMOMYKY
dopmynu 1 cnocobom BapiaHTa 34iNCHEHHSA 1.

BapiaHT 3ginicHeHHst 1E. Cnocib, onucaHui y KopoTkoMy onuci BUHaxony, OO4epXKaHHSA Croyku
dopmynu 7, 3actocoBytoun cnonyky ®opmynum 1, cnocid BigpisHAETbCS TUM, LLO OAEPXYIOTb CMOSYKY
dopmynu 1 cnocobom BapiaHTa 34iMCHEHHS 1A.

BapiaHT 3ginicHeHHs1 1F. Cnoci®, onucanun y KopoTkoMy onuci BUHaxogy, oOepXKaHHS Cronyku
dopmynu 7, 3actocoBytoun cnonyky ®opmynu 1, cnocid Bigpi3HAETbCSA TUM, LLIO OAEPXYIOTb CMOSYKY
dopmynu 1 cnocobom BapiaHTa 34iMcHeHHA 1B.

BapiaHT 3aiicHeHHs 1G. Cnocib, onncaHuin y KOPOTKOMY OMNWUCI BUHAxXody, OAep>KaHHSA CronyKu
®opmynu 7, 3actocoBytoum cnonyky ®opmynu 1, cnocib Bigpi3HAETLCSA TUM, LLO OAEPXKYIOTb CMOMYKY
dopmynu 1 cnocobom BapiaHTa 3aincHeHHsa 1C.

BapiaHT 3giicHeHHs 2. Cnoci® 6yab-sikoro ogHoro 3 BapiaHTiB 3gincHeHHa 1-1G, ge Q sBnsie
coboto heHin abo 1-HadTaneHin, KoxeH akynbTaTMBHO Mae 0 4 3aMiCHUMKIB, HE3anexHo BubpaHmnx
3R%

kokeH R® siBnsie coBol0 HesanexHO rasoreH, C,-Cgankin, C,-Cgranoankin, C,-Cgankenin, C,-
CeranoankeHin, C,-Cgankinin, Cs-Cgranoankidin, Cs-Cgumknoankin, Cs-Cgumknoankin, Ci-Cgankokeu,
C.-Cgranoankokcu, C,-CgankinTio, C,-C-ankinkap6oHin, C,-C,ranoankinkap6ohin, C,-CgranoankinTio,
C1-CesankincynbgiHin, C,-Cgranoankincynbdinin, C;-CeankincynodoHin, C,-CgranoankincynbdoHin, -
N(RHR®, -CEW)N(RHR®, -C(=W)OR?®, -CN, -OR™ abo -NO,; abo deHinbHC Kinble abo 5- a6o 6-
YneHHe HacmyeHe abo HeHacuyeHe reTepouyKIivyHe KinbLle, KOXHE Kinbue akynbTaTMBHO 3aMillleHo
ogHUM abo GinbLue 3amMiCHMKaMu, HesanexHo BubpaHumm 3 ranoreHy, C;-Ceankiny, C;-Cgranoankiny,
Cs-Cgumknoankiny, Cs-Cgranoumknoankiny, C;-Cgankokcu, C;-Cgranoankokcu, C;-Cgankintio, Ci-
Cgranoankintio, C;-Cgankincynbdininy, Ci-Cgranoankincynsdgininy, C;-CeankincynbdoHiny, Ci-
CeranoankincynboHiny, -CN, -NO,, -N(RYR®, -C(=W)N(R*R®, -C(=0)OR® i R’; koxeH R* sBnse
coboto HeszanexHo H, C;-Cgankin, C,-Cgankenin, C,-CgankiHin, Cs-Cgumknoankin, C,-
C,ankinuuknoankin, C,-C,unknoankinankin, C,-C,ankinkap6oHin abo C,-C,ankokcukapOoHin;

koxkeH R° sBnsie cobot HesanexHo H; abo C;-Ceankin, C,-CeankeHin, C,-CeankiHin, Cs-
Csumknoarnkin, C4-Crankinumknoankin abo Cy-C,Lmknoankinarnkin, KoxeH akynbTaTMBHO 3aMmilleHni
ofHVUM abo Ginblue 3aMiCHUKaMK, He3anexHo BUuGpaHumm 3 R®;

kokeH R® aBnsie coBol HesanexHo ranoreH, C,-Ceankin, Ci-Cgankokcn, C,-Cgankinrio, Ci-

CeankincynbiHin, C;-CeankincynbdoHin, C;-Csankinamivo, C,-CgaiankinamiHo, Cs-
CsumknoankinamiHo, C,-C,ankinkap6oHin, C,-C,ankokcukapboHin, C,-C,ankinamiHokap6boHin, Cs-
CoaiankinamiHokapOoHin, C,-C,ranoankinkap0oHin, C,-C;ranoankokcmkapboHin, C,-

C,ranoankinamiHokap6oHin, Cs-CgranogiankinamiHokap6oHin, -OH, -NH,, -CN a6o-NO,; abo Ql;
kokeH R’ siBnsie coBolo HesanexHo beHinbHe KinbLe abo nipMavHINbBHE Kinbue, KOXHE Kinbue
akynbTaTMBHO 3aMillleHe ogHMM abo binbLue 3aMiCHMKaMK, He3anexHo BMbpaHumm 3 R%

kokeH R® sBnsie cobol HesanexHo ranore, C,-Cgankin, C,-Cgranoankin, C,-Cgankokcu, C;-
Cesranoankokcu, C;-Ceankintio, C;-Ceranoankintio, C;-Cgankincynbginin, C;-CgranoankincynbiHin,
C;-Csankincynbdonin, C;-CgranoankincynbdoHin, C;-CgankinamiHo, C,-CgaiankinamiHo, C,-
C,ankinkap6oHin, C,-C,ankokcukapboHin, C,-C-,ankinamiHokap6oHin, Cs-C-aiankinamiHokapOoHin, -
OH, -NH,, -CS:O)OH, -CN abo -NOy;

KOXeH Q° saBnsde cobor HeszanexHo deHinbHe kinbue abo 5- abo 6-uneHHe HacuyeHe abo
HEeHacuyeHe reTepouuKmiYHe Kinble, KOXHE Kinble ¢akynbTaTMBHO 3aMillleHO ogHMM abo Ginblie
3aMiCHUKaMun, He3anexHo BMbpaHumm 3 ranoreny, C.-Cgankiny, Ci-Cgranoanckiny, Cs-Cguuknoankiny,
Cs-Cgranoumknoankiny, C;-Cgankokcu, C,-Cgranoankokcu, C;-Cgankintio, Ci-Cgranoankintio, Ci-
CesankincynbgiHiny, Ci-Ceranoankincynbdidiny, C,;-CgankincynbdoHiny, C,-CgranoankincynbcoHiny,
C.-CeankinamiHo, C,-Cgaiankinamino, -CN, -NO,, -C(=W)N(R)R™ i -C(=0)OR"?;

kokeH R° saBnsie cobor HesanexHo H, C,-Ceankin, C,-Cgranoankin, C,-CgankeHin, C,-Cgankinin,
Cs-Cgsumknoankin, C,-Crankinuuknoankin, C,-Couuknoankinankin, C,-C-ankinkapboHin abo C,-
C,ankokcukapboHin;

kokeH R sBnsie cobow HesanexHo H; abo C;-Cgankin, C;-Cgranoankin, C,-CgankeHnin, C,-
CeankiHin, Cs-Cgumknoankin, C,-Crankinuuknoankin ado C,-C,uuknoankinankin,

kokeH R™ siBnsie cobolo HesanexHo H; abo C,-CgankeHin, C,-Cgankinin, Cs-Cguuknoankin, Cgs-
Crankinuuknoankin, C4-Coumknoankinankin, C,-Cankinkap6oHin, C,-C;ankokcnkapborin, Ci-
CesankincynbgoHin ado C;-CgranoankincynbdoHin; i koxkeH W siBnisie coboto HesanexHo O abo S.

BapiaHT 3piicHeHHss 2A. Cnocib BapiaHTa 3giicHeHHss 2, ge Q sBnse cobot  deHin,
aKkynbTaTMBHO Ma€e 40 YOTUPLOX 3aMiCHUKIB, He3anexHo BndpaHmx 3 R".

BapiaHT 3ginicHeHHsa 2B. Cnoci® BapiaHTa 3pgilicHeHHs 2, oe Q saBnse coboto 1-HadTaneHin,
daKkynbTaTMBHO Mae 4O YOTUPbOX 3aMiCHUKIB, HE3aNeXHO BUOpaHuX 3 R®.
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BapiaHT 3gincHeHHsa 2C. Cnocib BapiaHTa 34iNCHEHHS 2, e KOXEH R® siBnsie co6oto

HesanexHo ranoreH, C;-Csankin, C,-Cgranoankin, -C(W)N(RY)R® -C(W)OR® abo -CN; a6o
deHinbHe Kinbue abo 5- abo 6-uneHHe HacnyeHe abo HeHacuMyeHe reTepoUMKITivYHE KiNbLe, KOXHEe
KinbLue dakynbTaTUBHO 3aMilLEHO 3aMiCHMKaMK, He3anexHo BnbpaHumm 3 ranoreHy, C,-Cqankiny, Cq-
Ceranoankiny, -CN, -C(W)N(RYR’ i -C(O)OR®.

BapiaHT 3giicHeHHs 2D. Cnocib BapiaHTa 34iACHEHHS 2, Oe KOXeH R* aBnsie co6oto HesanexHo H
abo C,-Cgankin.

BapiaHT 3giricHeHHs 2E. Cnocib BapiaHTa 34iiCHEHHS 2, e KOXeH R® aBnsie co600 He3anexHo H:
abo C;-Ceankin, pakynbTaTUBHO 3aMilLieHMI 3aMiCHUKaMK, He3anexHo BubpaHmumu 3 R®.

BapiaHT 3giicHeHHs 2F. Cnocib BapiaHTa 34iMCHEHHA 2, A€ KOXeH R® sBnsie co6o0 He3anexHo
ranoreH, C,-Cgankin, C,-Cgankokey, C,-CgankinTio, C,-C,ankokcukapboHin, C,-
C-ankinamiHokap6oHin, Cs-CopiankinamiHokap6oHin, C,-C,ranoankinamiHokapOoHin, Cs-
CoranogiankinamiHokap6oHin a6o -CN; a6o Q.

BapiaHT 3gincHeHHa 2G. Cnocib BapiaHTa 34iIMCHEHHS 2, fe KOXeEH Q1 SBnsie Co6OK0 He3anexHo
NipUAnHINbHE Kinbue, akynbTaTMBHO 3aMilleHe 0o 4 ranoreHamu.

BapiaHT 3ginicHeHHs 2H. Cnocib BapiaHTa 3ailcHeHHs 2B, ae

Q aBngae
coboto

R3; i

R® sBnsie coboto C(O)N(R*R® abo C(O)OR®. BapiaHT 3ailicHeHHs 2I. Croci6 BapiaHTa 3mifiCHEHHS
2H, pe

R* aBnse co6oio H, C,-C,ankinkap6oHin abo C,-C,ankokcukapOoHin.

BapiaHT 3ailicHeHHst 2J. Cnioci6 BapiaHTa 3gjiicHeHHs 21, ae R* sBnsie coboro H.

BapiaHT 3gincHeHHsa 2K. Cnocib 6yab-sikoro ogHoro 3 BapiaHTiB 3gincHeHHs 2H-2J,

ae

R® aBnsie coboro C(O)N(RY)R® a6o C(O)OR®*; R® sBnsie coboto C;-Ceankin abo C;-Cgranoankin,
KOXXEH 3aMilleHUA OOHUM 3aMIiCHMKOM, He3anexHo BubpaHum 3 rigpokcn, Ci-Cgankoken, Ci-
Ceankintio, Ci-Ceankincynbdininy, Ci-CgankincynedoHiny, C,-C-ankinamiHokapboHiny, Cs-
CooiankinamiHokap©6oHiny, C,-C,ranoankinamiHokap6oHiny i Cs;-CgranogiankinamiHokap®oHiny; i

R aBnsie coboto C;-Ceankin, C,-CgankeHin abo C,-CgankiHin, KoxxeH gakynbTaTUBHO 3aMilleHnn
ogHUM abo Ginblue 3aMiCHMKaMK, HesanexHo BubpaHumu 3 ranoreHy, C;-C,ankokcu i ceHiny, wo
dakynbTaTMBHO Mae 0 5 3aMiCcHMKIB, BUbpaHux 3 ranoreHy i C,-Czankiny.

BapiaHT 3ginicHeHHs 2L. Cnoci® 6yab-aKoro ogHOro 3 BapiaHTiB 34incHeHHs 2H-2K,

ae

R aBnsie co6oto C,-Ceankin, drakynbTaTMBHO 3aMilLeHUn PeHinom.

BapiaHT 3gincHeHHsa 2M. Cnocib 0yab-sKoro ogHoro 3 BapiaHTiB 34iicHeHHA 2H-2L,

ae

R® siBnsie coboto C(O)N(RHR.

BapiaHT 3ginicHeHHsa 2N. Cnocib Oyab-saKoro ogHoOro 3 BapiaHTiB 3aiicHeHHs 2H-2J,

ne

R® siBnsie co6oto C(O)OR.

BapiaHT 3ginicHeHHs 20. Cnocib 6yab-skoro ogHoro 3 BapiaHTiB 3aiicHeHHs 2K-2L,

ne

R® siBnsie coboto C(O)OR>.

BapiaHT 3ginicHeHHa 3. Cnocib 6yab-aKoro ogHoro 3 BapiaHTiB 3aiicHeHHsA 1-20,

ae Z siBnsie coboto deHin, wo akynbTaTMBHO Ma€e A0 5 3aMiCHUKIB, He3aneXxHo BUOpaHux 3 R?
(TobTo,

(R%), 5 6
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ae n popieHioe 0, 1, 2, 3, 4 abo 5); i

koxkeH R? sBnsie cobow HesanexHo ramnoreH, Ci-Cgankin, C,-Cgranoankin, C,-Ceankokeu, Ci-
Ceranoankokcu, C,-CgankinTtio, C;i-Cgranoankintio, C,-Cgankinamido, C,-Cgaiankinamido, -CN abo -
NO,.

BapiaHT 3ginicHeHHst 3A. Cnoci® BapiaHTa 3ailcHeHHs 3, ae Z siBnsie coboto eHonbHe KinbLe,
3amilleHe 0o 3 3aMiCHMKaMW, He3amnexHo BuMOpaHuMK 3 R? 3asHaueHi 3aMiCHMKM npuegHaHi B
nonoxeHHst 3, 4 abo 5 peHinbHOro Kinbus.

BapiaHT 3piiicHeHHst 3B. Crioci6 BapiaHTa 3giiicHeHHs 3 abo 3A, e koxeH R? sBnsie co6oto
HesanexHo F, Cl, Br, C,-Cgankin, C,-Cgpropankin, C,-Cgankokcu, C,-CedbTOpankokcu, C,-CgankinTio
abo C,-CghropankinTio.

BapiaHT 3gincHeHHs 3C. Cnocib6 BapiaHTa 3giicHeHHs 3 abo 3A, ge koxkeH R saBnsie coboto
He3anexHo ranoreH, C,-Cgankin, C,-Cgranoankin ado -CN.

BapiaHT 3giicHeHHa 3D. Cnoci6 BapiaHTa 3ginicHeHHsa 3C, ae KoxeH R? siBnsie o600 He3anexHo
ranoreH abo C,-Cgranoarnkin.

BapiaHT 3ginicHeHHs 3E. Cnocib BapiaHTa 3aiiicHeHHs 3D, oe koxeH R? aBnsie co60t0 He3anexHo
ranoreH abo CF;.

BapiaHT 3ginicHeHHs 3F. Cnocib BapiaHTa 3aiicHeHHs1 3E, oe koxeH R siBnsie coboto HesanexHo
F, Cl abo CF.

BapiaHT 3ginicHeHHs 3G. Cnocib BapiaHTa 3aiicHeHHs1 3A, ae Z sBnsie coboto

R2a

R2b

R2c

R* asnsie coboto ranoreH, C,-C ranoankin a6o C,-C,ranoarnkokcy; R* sisnsie co6oto H, ranoreH
abo wjiaHo; i R* siBNsie coboto H, ranoreH a6o CF.

BapiaHT 3aiiicHeHHs 3H. Croci6 BapiaHTa 3giicHeHHs 3G, ae R ® aensie coboto CF; abo ranores; i
R* aBnsie coboto H, CF5 a60o ranoreH.

BapiaHT 3gincHenHsa 3. Cnocib BapiaHTa 3gincHeHHsa 3H, ge R *2 gBnsie coboto CFs.

BapiaHT 3gincHeHHa 3J. Cnocib 6yab-akoro ogHoro 3 BapiaHTiB 3aincHeHHa 3G-3l, ge R? aBnse
coboto H.

BapiaHT 3gincHeHHs 3K. Cnocib Oyab-sikoro ogHoro 3 BapiaHTiB 3gincHeHHsa 3G-3J,

ne R” sisnsie co6oto CF; abo ranoreH.

BapiaHT 3ginicHeHHs 3L. Cnocib BapiaHTa 3giicHeHHs 3K, ge R asnsie co60oto CF;, F, Cl abo Br.

BapiaHT 3ginicHeHHsa 3M. Cnocib BapiaHTa 3ailicHeHHs 3L, ae R% aBnsiec coboto F, Cl a6bo Br.

BapiaHT 3gincHeHHsa 3N. Cnocib BapiaHTa 3ailcHeHHs 3L, ge R asnsie co60oto CF3, Cl abo Br.

BapiaHT 3gincHeHHa 30. Cnocib BapiaHTa 3giicHeHHs 3N, ae R* asnsie co6oto Cl a6o Br.

BapianT 3givicHenHs 3P. Cnoci6 BapiaHTa 3gincHeHHsa 30, ge R? sensie coboto H, i R* siBnsie
coboto Cl.

BapianT 3givicHenHs 3Q. Cnoci® BapiaHTa 3gincHeHHs 30, ge R? sBnsie cobow H, i R* siensie
coboto Br.

BapiaHT 3giicHeHHs 4. Cnoci® ogepxaHHsA cnonykn Popmynu 2, onnucaHum y KOPOTKOMY OMUCI
BMHaxody, MiCTUTb eTanu, Ha Akux (1) PopmyloTb peakuinHy Cymill, Wo MICTUTb peakTus [piHbApa,
oTpuMaHui 3i cnonyku ®opmynu 5 npuBeaeHHAM y KOHTaAKT cnonykun dopmynu 5 3 (a) metanesum
mMarHiem abo (b) ranoreHigom ankinmarHito B NPUCYTHOCTI edipHOro Po34YMHHMKA; | MOTIM (2)
NPUBOAATL Y KOHTAKT peakuiiHy cymill 3i cnonykot dopmynu 6.

BapiaHT 3piicheHHsa 4A. Cnocib6 Oyab-akoro ogHoro 3 BapiaHTiB 34ificHeHHa 1-20 i 3-3Q
AOAaTKOBO BiApIi3HAETBCA TUM, WO OAEepPXylTb cnonyky ®opmynu 2 cnocobom BapiaHTa 34iMCHEHHS
4.

BapiaHT 3gincHeHHsa 4B. Cnocib BapiaHTa 3giicHeHHs 4 abo 4A, ge X sasnse coboto Cl abo |.

BapiaHT 3gincHeHHsa 4C. Cnocib BapiaHTa 3ailcHeHHs1 4 abo 4A, ge X siensie cobotro Br abo |.

BapiaHT 3ginicHeHHs 4D. Cnocib BapiaHTa 34ilicHeHHA 4 abo 4A, ge X sienisie coboro Cl abo Br.

BapiaHT 3ginicHeHHs 4E. Cnocib BapiaHTa 3giicHeHHs 4 abo 4A, ge X aBnsie coboto Cl.

BapiaHT 3gincHeHHa 4F. Cnocib BapiaHTa 3aincHeHHs 4 abo 4A, ge X asnse coboto Br.
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BapiaHT 3gincHeHHa 4G. Crnocib BapiaHTa 3aiicHeHHs 4 abo 4A, ae X aBnsie coboio |.
BapiaHT 3gincHeHHsa 4H. Cnoci6 6yab-sikoro ogHOro 3 BapiaHTiB 3aiicHeHHs 4 - 4G, ge Z aBnsie
coboto deHin, wo dakynbTaTMBHO Mae Ao 5 3aMiCHUKIB, He3anexHo BubpaHux 3 R2 (TobTo

3 2

(R?), 5 6

ae n popieHioe 0, 1,2,3,4 abo 5); i

koxeH R? siBnsie coBoto HesanexHo F, Cl, Br, C,-Cgankin, C1-Cepropankin, C,-Cgankoken, C;-
CsbTopankoken, Ci-CeankinTio abo C,-CghTopankinTio; 3a ymosu, wo konm X saense coboto Cl, Toai
kokeH R? sBnsie coboiw HesanexHo F, Cl, Ci-Ceankin, C.-Cgptopankin, C,-Cgankokcu, C;-
CetbTopankokeun, C,-CgankinTtio abo C,-CghTOpankinTio.

BapiaHT 3giricHeHHa 41. Cnocib BapiaHTa 3aivicHeHHsA 4H, npu skomy, konn X sBnse coboto Br,
Toai kKoxeH R saBnse coboto HesanexHo F, Cl, C;-Cegankin, Ci-Cedpropankin, Ci-Ceankokcu, C;-
CetbTopankoken, Ci-Cgankintio abo C,-CgpTopankinTio; i konm X siBnsie coboto Cl, Toai KoxeH R?
aBnae coboto HesanexHo F, C;-Cgankin, C;-Cgpropankin, C;-Cgankokcu, C,-CgpTOpankoken, Ci-
Ceankintio abo C,-CgbTOpankinTio.

BapiaHT 3ginicHeHHs 4J. Cnocib 6yab-sIkoro ogHOro 3 BapiaHTiB 34incHeHHa 3, 4H i 41,
ae Z siBnse coboto deHinbHe Kinbue, 3amilleHe A0 3 3aMiCHMKaMW, He3anexHo BuOpaHumu 3 R?,
npu4YoMy 3asHaudeHi 3aMiCHMKU NpueaHaHi B 3, 4 abo 5 nonoxeHHs peHiNbHOro Kinbus.

BapiaHT 3giicHeHHs1 4K. Cnocib 6yab-sikoro ogHoro 3 BapiaHTiB 3aiiicHeHHs1 4H, 411 4J, pe koxeH
R? aBnsie coboto HesanexHo F, Cl, Br, C,-Cgankin abo C1-CehTopankin.

BapiaHT 3givicHeHHs 4L. Cnocib BapiaHTa 3giicHeHHs 4K, ge KoxeH R? siBMsie COBOI0 HE3aNeXHO
F, CI, Br abo C,-CspTOpancin.

BapiaHT 3airicHeHHs 4M. Cnocib BapiaHTa 3gicHeHHs 4L, ae KoxeH R® siBnsie co6ot0 He3anexHo
F, Cl, Br abo CFs.

BapiaHT 3gincHeHHsa 4N. Cnocib 6yab-aKoro 0gHOro 3 BapiaHTiB 34incHeHHsA 4H-4M,
ae Z sBnse cobol eHinbHe Kinbue, 3amilieHe 2 3amiCHMKamMu, He3anexHo BubpaHuMu 3 Rz,
nNpUYoMy 3a3HadeHi 3aMiCHUKU NpueaHaHi B 3 i 5 NONoXeHHs eHiNbHOro KinbLs.

BapiaHT 3giicHeHHs1 40. Cnocib BapiaHTa 34ilcHeHHs 4N, ge KoxeH R? aBnsic co6oto He3anexHo
F, Cl, Br abo CFs.

BapiaHT 3giicHeHHs 4P. Cnocib BapiaHTa 3ailicHeHHs 40, ge WwoHammeHLwe oauH R? aBnsie co60t0
CF,.

BapiaHT 3aiicHeHHs1 4Q. Cnoci® BapiaHTa 3aiicHeHHs 4P, ae oauvH R? saBnsie co60oto CF3, i iHWmn
R’ siensie co6oto Cl abo Br.

BapiaHT 3giicHeHHsa 4R. Cnocib BapiaHTa 3giicHeHHs 4Q, oe oanH R’ siBnsie coboto CFs, i iHLWMA
R? siBnsie co6oto Cl.

BapiaHT 3gincHeHHsa 4S. Cnocib BapiaHTa 3gincHeHHsA 3A abo 3H, ge Z aBnsie coboto

R2a

R2b

R2c

R*® siBnsie coboto F, Cl, Br, C;-C,thTopankin a6o C;-C,hTopankokey;

R? sBnsie coboto H, F, Cl a6o Br; i

R” sBnsie coboto H, F, Cl, Br abo CF,.

BapiaHT 3giicHeHHs 4T. Cnocib BapiaHTa 3ailicHeHHs 4S, oe R* aensie co6oto CF;, F, Clabo Br; i
R% aBnsie coboto H, CF3, F, Cl a6o Br.

BapiaHT 3giricHeHHs 4U. Cnocib BapiaHTa 3gincHeHHs 4T, oe R* sBnsie co60i0 CFa.

BapiaHT 3ginicHeHHs 4V. Cnoci® 6yab-akoro 0AHOro 3 BapiaHTiB 3aiicHeHHs 4S-4U, pe R* aense
coboto H.

BapiaHT 3giicHeHHs 4W. Cnocib6 OGyab-Akoro O4HOro 3 BapiaHTiB 3A4ilcHeHHs 4S - 4V, pe R*
asnse coboto CF3, F, Cl abo Br.
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BapiaHT 3giricHeHHsA 4X. Cnocib BapiaHTa 3aiicHeHHs 4W, oe R* aBnsie coboto F, Cl a6o Br.

BapiaHT 3giricHeHHA 4Y. Cnocib BapiaHTa 3aincHeHHss 4W, oe R” siBnsie co6oto CF3, Cl aGo Br.

BapiaHT 3ginicHeHHs 4Z. Cnocib BapiaHTa 3aiicHeHHs 4Y, ae R% aBnsie coboto Cl a6o Br.

BapiaHT 3giicHeHHst 4ZA. Cniocib BapiaHTa 3aiicHeHHs1 4Z, ae R? aensie coboto H, i R® sBnsie
coboto Cl.

BapiaHT 3giicHeHHs 4ZB. Cnocib BapiaHTa 34iicHeHHs 4Z, ae R? asnse cobowo H, i R* asnse
coboto Br.

BapiaHT 3giicHeHHs 4ZC. Cnocid 6yab-aKoro ogHOro 3 BapiaHTiB 34iicHeHHs 4S-4ZB, e X aBnse
coboto .

BapiaHTt 3giicHeHHs 5. Cnonyka dopmynu 2, Kk onMcaHo B KOPOTKOMY OMWCi BMHaxoay, e Z
sBnsie coboto

R2a

R2b

Rz :

R* siBnsie coboto CF3; R? siBnsie coboto H abo ranore; i R*® sisnsie co6oto ranoreH.

BapiaHT 3gincHeHHsa 5A. Cnonyka BapiaHTa 34ilcHeHHs 5, ae R* aBnsie co6oio H.

BapiaHT 3piiicHeHHst 5B. Crionyka BapiaHTa 3fiiicHeHHst 5 a6o 5A, ae R* sBnsie coboto F, Cl abo
Br.

BapiaHT 3ginicHeHHs 5C. Cnonyka BapiaHTa 3giicHeHHs 5B, ge R* asnse coboto Cl abo Br.

BapiaHT 3ginicHeHHs 5D. Cnonyka BapiaHTa 3aiicHeHHs 5C, BubpaHa 3 rpynu, Wwo MiCTUTb:

1-[3-xnop-5-(TpucTopmeTnn)]-2,2,2-TpndTOPETAHOH; i

1-[3-6pom-5-(TpndTopmeTun)1-2,2,2-TpucpTopeTaHoH.

BapiaHT 3giicHeHHsa 5E. Cnonyka ®opmynu 5, Sk onncaHo B KOPOTKOMY OMNWUCI BUHaxXoAy, ABMSE
coboto 1-xnop-3-nog-5-(TpucpTopmeTnn)oeHson.

BapiaHT 3gincHeHHsa 6. Cnocib BapiaHTa 3aiicHeHHs 1A abo 1E, ge M aBnse coboto Ca (10670,
riApOKCUA NMYXHO3eMernbHOro MeTany aBnsie coboto rigpokeug KanbLito).

BapiaHT 3giricHeHHs 6A. Cnocib BapiaHTa 3gincHeHHa 1A, 1E abo 6, oe mongapHe cniBBigHOWEHHSA
rigpoKCMay NyXHO3eMenbHOro mMetany Ao cnonyku dopmynu 2 OOPIBHIOE LWOHaMMeHLWwe npubrnasHo
0,1.

BapianT 3pgincHeHHa 6A1. Cnocib BapiaHTa 3gincHeHHs 6A, ge MonsipHe CniBBigHOLLEHHS
rigpoKCHMay NY>KHO3EMENbHOro MeTany Ao cnonyku Popmynu 2 OOPIBHIOE LOHAWMeEHLIEe NpubnunsHo
0,5.

BapiaHT 3ginicHeHHs 6B. Cnocid BapiaHTa 3gicHeHHst 6A1, Oe MonsipHe CniBBiOHOLLEHHS
rigpoKCUMAay NY>KHO3EMENbHOro MeTany Ao crnonyku ®opmynu 2 OOPIBHIOE LOHAWMEHLLE NpubnmnsHo
0,8.

BapiaHT 3gincHeHHsa 6C. Cnocib 6yab-akoro ogHoro 3 BapiaHTiB 3giicHeHHs 1 A, 1E abo 6 - 6B,
A€ MOnsipHe CniBBIOHOLIEHHA Trigpokeuay HyXHO3eMenbHOro metany pfo cnonyku dopmynn 2
OOPIBHIOE He BinbLue HixX NpubnmnaHo 1.

BapiaHT 3piiicHeHHs 6D. Croci6 BapiaHTa 3gjiicHeHHs 1B a6o 1F, ne M siBnsie coboto K (To6T0
kapOoHaT ny)XHoro metany sBnsie coboto kapboHaT Kanito).

Bapiant 3givicHeHHss 6E. Crnoci6 BapiaHTa 3pgiicHenHHs 1B, 1F abo 6D, ge wmonsipHe
cniBBigHOLWEHHSA kapboHaTy nyXHoro metany go cronykun PopmMynuM 2 [OOpPIBHIOE LOHAWMEHLUe
npuénusHo 0,01.

BapiaHT 3giicHeHHss 6F. Cnocié BapiaHTa 3giicHeHHs1 6E, ge MonsipHe CcniBBiOHOLLEHHS
KapboHaTy ny)xHoro metany 4o cnonyku ®opmynu 2 AopiBHIOE LWoHaMeHLwe npubnmaHo 0,03.

BapiaHT 3giricHeHHs 6G. Cnocib 6yab-akoro ogHoro 3 BapiaHTiB 3gilicHeHHs 1B, 1F abo 6D-6F, ge
MOInsIpHE CMiBBIgHOLLEHHA kapboHaTy NyHoro metany oo cnonyku ®opmynu 2 aopiBHIOE He BinbLue
Hi>X NpubnmaHo 0,2.

BapiaHT 3ginicHeHHa 6H. Cnocib BapiaHTa 3gincHeHHsa 1C abo 1G, ae monsipHe CniBBigHOLIEHHS
1,5-piazabiunkno[4.3.0]HoH-5-eny, 1,8-gia3abiunkno[5.4.0lyHaeu-7-eHy abo ix cymiwi O Cnonyku
dopmMynu 2 JopiBHIOE LOHaiMeHLwe npubnuaHo 0,01.

BapiaHT 3pgiicHeHHs1 6l. Cnoci® BapiaHTa 3giicHeHHss 6H, ge monsipHe cniBBigHOWEHHSA 1,5-
piaszabiumkno[4.3.0]JHoH-5-eHy, 1,8-gia3abiunkno[5.4.0]yHaeu-7-eHy abo iXHbOI CyMmili OO0 CMOnyku
dopmynu 2 [opiBHIOE LWoHarMeHLwe npnbnusHo 0,03.

12



10

15

20

25

30

35

40

45

50

55

UA 112324 C2

BapiaHT 3gincHeHHs 6J. Cnocib 6yab-akoro ogHoro 3 BapiaHTiB 3gincHeHHsa 1C, 1G, 6H abo 61, ge
MonspHe cniBBigHoweHHA 1,5-aia3abiunkno[4.3.0]HoH-5-eHy, 1,8-pia3abiunkno-[5.4.0lyHaeu-7-eHy
abo ixHbOI cymili oo cnonyku ®opmynu 2 AOpiBHIOE He BinbLue Hixx NpubnmaHo 0,2.

BapiaHT 3pgiicHeHHst 7. Cnocib6 BapiaHTa 3giicHeHHs 1A abo 1E, ge nomnsipHUiA anpOTOHHWIA
PO34YMHHUK BKINOYae amig abo cynbdokema (BKoyaym ixHi cymildi).

BapiaHT 3gincHeHHa 7A. Cnocid BapiaHTa 34iNCHEHHS 7, Oe MNONSAPHUIA anpOTOHHUN PO3YMHHUK
BKMoYae oguH abo Ginbwe N,N-gumetundopmamia, N,N-gumetunauvetamig, N-mMeTunniponignHoH i
MeTUNCynNbGOKCHA.

BapiaHT 3gincHeHHa 7B. Cnoci® BapiaHTa 34iNCHEHHSA 7, Oe NONAPHUIA anpoOTOHHUN PO3YUMHHMK
BkMoyae amig. BapiaHT 3givicHeHHsa 7C. Cnocib BapiaHTa 34incHeHHsa 7B, ae nonspHUin anpoOTOHHWN
PO3YMHHUK BKMoYae oauvH abo 6Ginbwe N,N-gumetundopmamia, N,N-gumetunauetamia, N-
MeTUNNIPONIANHOH.

BapiaHT 3ginicHeHHsa 7D. Cnoci6 BapiaHTa 3giicHeHHs 7C, ae nNonspHMN anpoTOHHUN PO3YUHHMK
Bkntodae N,N-gumeTtmnndopmamia.

BapiaHT 3giicHeHHs1 8. Cnoci6 BapiaHTa 3ailicHeHHA 1A abo 1E, ge anpOTOHHWUA PO3YMHHMUK,
34aTHUA hopMyBaTU HU3BKOKMUIISYUIA a3e0Tpon 3 BOAOLD, BKIOYaEe edip.

BapiaHT 3giicHeHHs 8A. Cnocib BapiaHTa 34iCHEHHS1 8, Ae anpPOTOHHWA PO3YMHHUK, 3OaTHUNA
dopMyBaTU HN3LKOKUMNIIAYMIA a3e0TpOoN 3 BOAO, BKITOYAE TpeT-0yTunmeTunosui eqip.

BapiaHT 3ginicHeHHs 8B. Cnocib 6yab-sikoro ogHoro 3 BapiaHTiB 3gilicHeHHsa 1B, 1C, 1F, 1G abo
6D - 6J, oe anpOTOHHWIA PO3YMHHMK, 34aTHUA (POPMYBaTU HU3LKOKUMIAYUA a3eoTpon 3 BOAOH,
BKIOYAE aLeTOHITpUI.

BapiaHT 3gincHeHHsa 8C. Cnocib BapiaHTa 3aiicHeHHs 8A, Ae nonspHMN anpoOTOHHUI PO3YNHHUK
Bkntoyae N,N-gumeTtmnncdopmamia.

BapiaHT 3agincHeHHs 8D. Cnocib BapiaHTa 3aivicHeHHs 8C, ge TpeT-6ytunmeTtunosun edip i N,N-
AavnmMeTundopmMamig 3HaxodsaTbCH Yy BaroBOMy ChiBBiOHOLWEHHI B AianasoHi Big npubnusHo 0,5 go
npuénusHo 2.

BapiaHT 3giicHeHHs 9. Cnocib BapiaHTa 3giicHeHHst 1A abo 1E, ge cymiw 3HaxoguTbcs npwu
TeMnepaTypi WoHanmMeHLle npubnmaHo 65 °C.

BapiaHT 3gificHeHHa 9A. Cnoci® BapiaHTa 34iicHEHHsT 9, e CyMill 3HaXO4MTbLCSA Npy TemnepaTypi
LoHamMmeHLwe npmnbnusHo 70 °C.

BapianT 3pginicHeHHs 9B. Cnocib BapiaHTa 3ginicHeHHs 9A, ge cymiw 3HaxoguTbcs npwu
TeMmnepaTypi WoHanmeHwe npubnmaHo 75 °C.

BapiaHT 3gincHenHsa 9C. Cnocib BapiaHTa 3gincHeHHsa 1B, 1C, 1F abo 1G, ge cymiw 3HaxoAMTbCS
npv TemnepaTypi WoHanveHwe npnbnusHo 65 °C.

BapianT 3giicHeHHs 9D. Cnoci6 BapiaHTa 3giicHeHHs 9C, ge Ccymill 3HaxoauTbCs Mpu
TeMmnepaTypi WwoHanmeHwe npubnmaHo 80 °C.

BapianT 3pgincHeHHs 9E. Cnocib6 BapiaHTa 3gincHeHHs 9D, ge Cymill 3HaxoauTbCs Mpu
Temnepartypi LoHanmeHwe npubnusHo 85 °C.

BapiaHT 3ginicHeHHs 9F. Cnoci® Oyab-skoro ogHoro 3 BapiaHTiB 3giicHeHHs 9 - 9E, ge cymiw
3Haxo4uTbCA Npu TemnepaTypi He BinbLue Hix npubnusHo 110 °C.

BapianT 3givicHeHHs 9G. Cnoci6 BapiaHTa 3giicHeHHs 9F, ge cymill 3HaxoauTbCsl Mpu
TemnepaTtypi He BinbLie Hix npubnunaHo 100 °C.

BapiaHT 3ginicHeHHss 9H. Cnoci® BapiaHTa 3gincHeHHss 9G, Qe cymiw 3HaxoauTbCca Mnpu
TemnepaTypi He GinbLue Hix npubnusHo 90 °C.

BapiaHT 3giicHeHHs 10. Cnocib6 BapiaHTa 3gincHeHHA 4 abo 4A, pe crnonyky dopmynm 5
NPUBOAATL Y KOHTAKT i3 MeTaneBnm MarHiem.

BapiaHt 3ginicHeHHs 10A. Cnoci6 BapiaHTa 3giicHeHHss 10, ge MonsipHe ChiBBiOHOLUEHHS
MeTarneBoro mMarHito oo cnonyku ®opmynm 5 gopiBHIOE LLOHaNMeHLUe NpMbnnsHo 1.

BapiaHT 3pgiicHeHHs 10B. Cnoci6 BapiaHTa 3giicHeHHss 10A, ge MonsipHe CniBBiOHOLLEHHS
MeTarneBoro MarHito 4o crnonyku ®opmMmynu 5 gopiBHIoe LWwoHanmeHLwe npuonusHo 1,02.

BapiaHT 3pgiicHeHHss 10C. Cnocib BapiaHTa 3giicHeHHsi 10B, ge MonsipHe cniBBiOHOLLEHHS
MeTaneBoro MarHito 4o cnonyku ®opmynu 5 gopiBHioe LoHanmeHwe npuonusHo 1,05.

BapiaHT 3pilicHeHHss 10D. Cnoci6 6ygb-sikoro ogHoro 3 BapiaHTiB 3givicHeHHs 10-10C, pe
MOInsIpHE CMiBBiOHOLIEHHA MeTaneBoro marHito go crnonykum ®opmynu 5 OopiBHIOE He Ginblue HixX
npubnusHo 1,2.

BapiaHt 3pgiicHeHHs 10E. Cnoci6 BapiaHTa 3pgilicHeHHs 10D, ge MonspHe CniBBigHOLLEHHS
MeTaneBoro mMarHito 4o cnonyku ®opmynum 5 gopisHoe He GinbLue Hixk NpmMbnnsHo 1,1.

BapiaHT 3gincHeHHss 10F. Cnocib BapiaHTa 3gilicHeHHss 4 abo 4A, pe cnonyky dopmynu 5
NPUBOAATL Y KOHTAKT i3 ranioreHigom ankisnimarHito.
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BapiaHT 3gincHeHHss 10G. Cnocib® BapiaHTa 3gincHeHHs 10F, oe ranoreHig ankin marsio sBnsie
coboto ranoreHig C,-C,ankinmartito.

BapiaHT 3ginicHeHHs 10H. Cnocib BapiaHTa 3aiicHeHHs 10F abo 10G, ge ranoreHig ankinmarHito
sIBNsie COOOL0 ranoreHig BTOPUHHOTIO arnkiniMarHito.

BapiaHTt 3ginicHeHHsa 10l. Cnoci6 BapiaHTa 3givicHeHHst 10H, ge ranoreHig ankin marHito siBnsie
coboto ranoreHig isonponinmMartito. BapiaHT 3giicHeHHs 10J. Cnocib BapiaHTa 3giicHeHHs 101, ge
ranoreHig ankin marHito ssnsie coboto xnopug isonponinmartito.

BapiaHT 3giicHeHHss 10K. Cnoci6 Oygb-sikoro ogHoro 3 BapiaHTiB 3giicHeHHst 10F-10J, ge
MOnspHEe CNiBBIOHOLIEHHSA ranoreHigy ankinmarHito o cnonykn éopmynu 5 JOpIBHIOE LOHaNMeEHLLe
npubnusHo 1.

BapiaHt 3giicHeHHs 10L. Cnoci6 BapiaHTa 3gincHeHHa 10K, ge monsipHe CniBBiAHOLLEHHS
ranoreHigy ankinmarHito go cnonykn ®opmynu 5 gopiBHIoe LWoHanMeHLwe npmbnusHo 1,05.

BapiaHt 3gincHeHHa 10M. Cnoci6 6yab-sikoro opHoro 3 BapiaHTiB 3giicHeHHa 10F-10L, ge
MOnspHe CMiBBIAHOLEHHS ranoreHigy ankinmarHito 4o cnonykn ®opmynu 5 gopiBHIoe He BinbLie Hix
npunbnusHo 1,2.

BapiaHT 3ginicHeHHss 10N. Cnoci6 BapiaHTa 3ginicHeHHs 10M, ge MonsipHe ChiBBiAHOLUEHHS
ranoreHigy isonponinmartito 4o cnonykn ®opmynu 5 gopiBHtoe He BinbLue Hix NpubnuaHo 1,15.

BapiaHT 3aginicHeHHst 100. Cnocib BapiaHTa 3ailcHeHHs 4 abo 4A, ge cnonyka ®opmynu 6 siensie
coboto meTunTpmudTopaueTat abo eTunTpudgTopaueTarT.

BapiaHT 3givicHeHHs 11. Cnocib BapiaHTa 3ailicHeHHs 4 abo 4A, ae eipHUA PO3YMHHUK BKIIOYaE
oavH abo Ginblwe eTunosun edip, 1,4-giokcaH, TeTparigpodypaH i 1,2-gumeToKcieTaH.

BapiaHt 3ginicHeHHa 11A. Cnoci6 BapiaHTa 3piicHeHHs 11, e edpipHUA PO3YMHHMK BKIOYaE
eTunosun edip abo TeTparigpodypaH.

BapiaHTt 3giicHeHHs 11B. Cnoci® BapiaHTa 3gincHeHHs 11A, ge edipHUN PO3YMHHUK BKIOYae
TeTparigpodypaH.

BapiaHT 3giricHeHHsa 11C. Cnocibé 6yab-sikoro ogHoro 3 BapiaHTiB 3ailicHeHHst 4, 4J1 abo 11-11B,
ae crnonyky ®opmynu 5 npuBogATb Y KOHTaKT i3 (a) meTaneBum marHiem, abo (b) ramoreHigom
ankinmarHito B MPUCYTHOCTi apoMaTU4YHOK BYrNEBOAHEBOrO PO3YMHHMKA 3 AodaBaHHAM edipHoro
PO34YMHHUKA.

BapiaHT 3gincHeHHs 11D. Cnocib BapiaHTa 3gilicHeHHs 11C, ge apoMaTU4HWUA BYrneBOLHEBUN
PO34YMHHUK BKMOYae oanH abo Binblie 6eH3on, ToNnyon i Keunon.

BapiaHT 3gincHeHHa 11E. Cnoci6 BapiaHTa 3gincHeHHs 11D, ge apoMaTW4YHWA BYrneBOAHEBUN
PO3YMHHUK BKIIKOYAE TOMNYOT.

BapiaHTn 3giicHeHHs [aHOro BMHaxody, BKNOYakuu BapiaHTu 3gincHeHHa 1-11E, BuknageHi
BULLE, TAKOX SK Oyab-AKi iHWI BapiaHTW 34iINCHEHHS, onucaHi TyT, MOXyTb cronyyaTucs Oyab-aKum
cnocobom, i onMcK 3MiHHUX y BapiaHTax 34iIMCHEHHS HanexaTb He TifbKM 40 BULLEONUCaHUX cnocobis
ogepxaHHa crnonyk ®opmynu 1, 2 i 7, ane TakoX A0 BWXIOHUX CMOMYK i MPOMDKHWUX CMOMYyK,
3aCTOCOBHUX ANsA ofepaHHA cnonyk Popmynu 1, 2 i 7 3a AONOMOrok JaHWX cnocobiB.

IntocTpauis cnonyyeHb BapiaHTiB 34iMcHeHHsA 1-11E:

BapiaHT 3giiicHeHHa A. Cnocib, onucaHuii y KopoTkoMmy onuci BMHaxody, oAep)KaHHS CrosyKu
dopmynu 1, WO BKMNOYaE eTarn, Ha KoMy OUCTUIIOITL BOAY i3 CyMillli, WO MICTUTb cnonyky ®opmynu
2, cnonyky ®opmMmynu 3, OCHOBY i anpoOTOHHWUMA PO3YMHHUK, 34aTHUMA POPMYBATU HU3LKOKUMNNSYUNA
aseoTpon 3 BoAo, Ae Z aensie coboto deHin, wo dakynbTatMBHO Mae 0O 5 3aMiCHUKIB, HE3amNeXHo
BnbpaHux 3 R; Q aBnse coboto ceHin abo 1-HadTaneHin, KoxeH akynbTaTUBHO Mae 40 YOTMPbOX
3aMiCHUKIB, He3anexHo BnbpaHux 3 R;

koxkeH R? siBnsie coboio HesanexHo ranoreH, C,-Cgankin, C,-Cgranoankin, C,-Ceankokcu, Ci-
Ceranoankokcu, C,-CgankinTtio, C;-Cgranoankintio, C,-Cgankinamido, C,-Cgaiankinamido, -CN abo -
NO,;

kokeH R° siBnsie coBol HesanexHo ranoreH, C;-Cgankin, C,-Cgranoankin, C,-CgankeHin, Co,-
CeranoankeHin, C,-CgankiHin, Cs-CgranoankiHin, Cs-Cgumknoankin, Cs-Cgranouuknoankin, Ci-
Cesankokcu, C,-Cgranoankokcu, Ci-Cgankintio, C,-C-ankinkap6orin, C,-C,;ranoankinkap6oHin, Ci-
Ceranoankintio, C;-CeankincynodidHin, Ci-Ceranoankincynodidin, Ci-Ceankincynsdonin, Ci-
CeranoankincynboHin, -N(RA)RS, -C(:W)N(RA)RS, -C(:W)ORS, -CN, -OR™ a60 -NO,; a6o ceHinbHe
KinbLue abo 5- abo 6-yneHHe HacudyeHe abo HeHacuyeHe reTepouUKnivyHe Kinble, KOXHe Kinble
dakynbTaTMBHO 3aMileHO ogHUM abo Binblue 3amicHUKaMu, He3anexHo BubpaHumm 3 ranoreny, C;-
Cesankiny, Ci-Ceranoankiny, Csz-Ceumknoankiny, Cs-Cgranoumknoankiny, C;-Cgankokcn, Ci-
Ceranoankokcu, C,-CgankinTio, C,-CgranoankinTio, C1-CeankincynbiHiny, Ci-
Ceranoankincynbdiiny, Ci-CsankincynbdoHriny, Ci-CgranoankincynbgoHiny, -CN, -NO,, -N(R)R®, -
C(=EW)N(R)R®, -C(=0)OR’ i R”;
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koxeH R* siBnsie co6oto HesanexHo H, C1-Csankin, C,-CeankeHrin, C,-Cgankinin, Cz-Cgumknoanin,
C,4-Crankinumknoankin, C,-C;uuknoankinankin, C,-C-ankinkapboHin abo C,-C,ankokcukapboHin;

kokeH R® aBnsie coBoio HezanexHo H; abo C;-Cgankin, C,-Cgankenin, C,-CgankiHin, Cs-
Csumknoarnkin, C,-Cankinumknoankin abo C,-Csumknoankinankin, KoeH dakynbTaTUBHO 3aMilleHUI
OoAHMM abo OinbLue 3amiCHMKaMK, He3anexxHo BubpaHummn 3 R®;

koxkeH R® aBnsie coBow HesanexHo ranoreH, C,-Ceankin, C,-Ceankokcw, C,-CeankinTio, Ci-

CsankincynbgiHin, C1-CeankincynbdoHin, C,-Ceankinamino, C,-Cgaiankinamido, Cs-
Csumknoankinamido, C,-C,ankinkap6oHin, C,-C,ankokcukap6oHin, C,-C,ankinamiHokap6boHin, Cs-
CoaiankinamiHokapOoHin, C,-C,ranoankinkap0oHin, C,-C,ranoankokcukap6boHin, Co-

C,ranoankinamiHokap6oHin, Cs-CgranogiankinamiHokap6oHin, -OH, -NH,, -CN a60-NO,; abo Ql;
koxeH R’ siBnsie cobol HesanexHo deHinbHe Kinbue abo MipuaVHINbHE Kinble, KOXHe Kinbue
cbaKyanaTMBHo 3aMilleHo ogHuMM abo BinbLue 3amiCHMKaMu, He3anexHo BubpaHumm 3 R®;

koxeH R® siBnsie coGOW HE3anexHo ramnoreH, C,-Cgankin, C,-Cgranoankin, C,-Cgankokcu, C;-
Ceranoankokcu, Ci-Ceankintio, C;-Ceranoankintio, C;-Cgankincynbginin, C;-Cgranoankincynbinin,
C:-Cesankincynbgonin, C;-CgranoankincynbdoHin, C;-CgankinamiHo, C,-CgaiankinamiHo, C,-
C,ankinkap6oHin, C,-C,ankokcukapbonin, C,-C,ankinamiHokap6oHin, Cs-C-aiankinamiHokapOoHin, -
OH, -NH,, -CS:O)OH, -CN abo -NOy;

KoXeH Q- sBnsie cobot HesanexHo (eHinbHe Kinbue abo 5- abo 6-yneHHe HacuyeHe abo
HeHacuyeHe reTepouuKiiyHe Kinble, KOXHe Kinble dakynbTaTMBHO 3aMillleHo oaHMM abo Ginblie
3aMiCHMKaMn, He3anexHo BubpaHumm 3 ranoreny, C,-Cqankiny, C,-Cgranoankiny, Cs-Cgumuknoankiny,
Cs-Cgranoumknoankiny, C;-Cgankokcu, C,-Cgranoankokcu, C;-Cgankintio, Ci-Cgranoankintio, Ci-
Ceankincynbininy, C;-Cgranoankincynosdininy, C;-Ceankincynsgoniny, C;- Csranoanklncyan)omny,
C,-Ceankinamino, C,-Cggiankinamino, -CN, -NO,, -C(=W)N(R )R10 -C(= O)OR

koxeH R® sBnsie coboto HesanexHo H, C1-Cgankin, C,-Cgranoancin, Cq- CeanKeHin, C»-Csankinin,
Cs-Cgumknoankin, Cy-Crankinuuknoankin, C,4-Couuknoankinankin, C,-C.ankinkapboHnin abo C,-
C,ankokcmkapboHin; KoXeH RY asnsie cobot HezanexHo H; abo C,-Cgankin, C;-Cgranoasnkin, C,-
Ceankenin, C,-CgankiHin, C;-Cgumnknoankin, C,-Crankinumknoankin abo C,-Csumknoankinankin;

koxkeH R™ sBnsie coBoto HesanexHo H: abo C,-CsankeHin, C,-Cgankinin, Cz-Cgumnknoankin, Cs-
C,ankinuuknoankin, C,-Coumknoankinankin, C,-C,ankinkap6oHin, C,-C;ankokcukapboHin, Ci-
CsankincynbgoHin abo C;-CgranoankincynbdoHin; i koxxeH W aBnsie coboto HesanexHo O abo S.

BapiaHT 3giicHeHHss A1. Cnoci® BapiaHTa 3piicHEHHsT A, Oe OCHoBa sBfsie coboto rigpokcua
nyxHosemenoHoro metany ®opmynu 4, i cymiw [oOaTkoBO BKMAYAE MOMAPHWUA  anpOTOHHUN
PO3YMHHUK.

BapiaHT 3giicHeHHs A2. Cnoci6 BapiaHTa 3aiicHeHHs A abo A1, ,u,e Q sBnde coboto deHin,
aKkynbTaTMBHO Mae 4O YOTMPbOX 3aMiCHUKIB, HE3aneXXHoO BUOpaHux 3 R

BapianT 3pgincHenHa A3. Cnoci6 BapiaHTa 3gincHeHHs A abo A1, ge Q sBnae coboto 1-
HadpTaneHin, pakynbTaTMBHO Mae 40 YOTMPLOX 3aMiCHUKIB, HE3aNEeXHO Bm6paHv|x 3R®,

BapiaHT 3ginicHeHHsa A4. Cnocib BapiaHTa 3,D,II/ICHeHHFI A, A1 abo A2, ge KoxeH R? aBnsie co6oto
HesarnexHo ranoreH a6o C,-Cgranoankin; koxeH R® siBnsie cobolo HesanexHo ranoreH, C;-Ceankin,
Ci-Cgranoankin, -C(W)N(RH)R®, -C(W)OR® abo -CN; abo ceHinbHe kinble abo 5- aBo 6-uneHHe
reTepouyKIliyHe KinbLe, KOXHe Kinbue dakynbTaTMBHO 3aMillleHO ogHUM abo 6|nbu.|e 3aMICHI/|KaMVI
HesanexHo BnOpaHumu 3 ranoreny, Ci-Cgankiny, C;- Csranoankmy, -CN, C(W)N(R )R [ -C(O)OR
koxeH R* siBnsie coboto HesanexHo H abo C,-Cgankin; koxkeH R’ siBnsie coboto HeaanexHo H; abo Cl—
Ceankin, (baKgﬂbTaTl/lBHO 3aMilleHnn ogHum abo Ginblue 3amMiCHUKaMU, He3anexHo BI/I6paHI/IMI/I 3 R%

KkoxeH R° aBnse cobotw HesanexHo ranoreH, C;-Cgankin, C;-Cgankokcu, Ci-Cgankintio, Cs,-
C,ankokcukapboHin, C,-CankinamiHokapboHin, Cs-CopiankinamiHokapbowin, C,-
C,ranoankinamiHokap6oHin, Cs-CgranogiankinamiHokap6oHin a6o -CN; abo Ql; i

KOXXEH Q1 SIBNSie COOOK He3anexHo MipuauvHinbHe Kinbue, ¢akynbTaTMBHO 3amileHe no 4
ranoreHamu.

BapiaHT 3giricHeHHsa A5. Cnocib BapiaHTa 3ailicHeHHs A3, e

R2a

Z qaBnse Q siBnse
coboto coboto

R2c . R3.

R? aBnsie o600 ranoreH, C,-Csranoankin abo C,-C,ranoankokcu;
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R?® aBnsie co6oto H, ranoreH a6o wLjiaHo;

R” siBnsie coboto H, ranorex a6o CFs;

R® siBnsie coboto C(O)N(RYR® abo C(O)OR>?;

R* asnsie co6oio H, C,-C,ankinkap6oHin abo C,-C,ankokcukapOoHin; i

R° sBnsie cobot C,-Cgankin abo C;-Cgranoarnkifl, KOXeH 3aMileHUn OOHUM 3aMiCHUKOM,
He3anexHo BuOpaHuM 3 rigpokckn, Ci-Cgankokcu, Ci-Cgankintio, Ci-Cgankincynbgininy, Ci-
CsankincynbgoHiny, C,-C-ankinamiHokapboHiny, Cs-CoaiankinamiHokapOoHiny, C,-
C,ranoankinamiHokap6oHiny i Cs-CgranogiankinamiHokapOoHiny; i

R aBnsie coboto C,-Ceankin, C,-CeankeHin a6o C,-CeankiHin, KOXeH haKkynbTaTMBHO 3aMilLeHUn
ofHMM abo Binblue 3amicHMKamMu, He3anexHo BuOpaHumu 3 ranoreHy, C;-C,ankokcu i deHiny, Lo
akynbTaTMBHO Mae A0 5 3amicHuKIB, BuUbpaHumu 3 ranoreHy i C1-Cs ankiny.

BapiaHT 3ailicHeHHst A6. Croci6 BapiaHTa 3giiicHenHst A5, ne R® sBnsie co6oio C(O)N(R4)R5.

BapiaHT 3ailicHeHHst A7. Crnoci6 BapiaHTa 3ailicHeHHst A5, ae R® ssnsie cobolo C(O)OR>,

BapiaHT 3agincHeHHs B. Cnocib ogepxaHHa cnonykn ®opmynu 1, onucaHuim y KOPOTKOMY OMWUCI
BMHaxo4y, L0 BKIKOYAE eTar, Ha sIkoMy AUCTUMIOITL BOAY i3 CyMilli, Wo MIicTUTb cnonyky ®opmynm
2, cnonyky ®opmynu 3, OCHOBY i anpOTOHHMIA PO3YMHHUK, 34aTHUA POPMYBaATU HU3BKOKUMNAYUIA
aseoTpon 3 BoAot, Ae Z siensie coboto deHin, wo dakynbTaTMBHO Mae 40 5 3aMiCHUKIB, He3aneXHo
BMBpaHuX 3 R* (To6To

(R?),

ae n popisHioe 0, 1, 2, 3, 4 abo 5); i

koxeH R? siBnsie coboto HesanexHo F, Cl, Br, C;-Ceankin, C;-CgbTopankin, C;-Ceankoken, C1-Cg
dTopankokcu, C.-Cgankintio abo C,-Cg chTopankinTio; AoOaTKOBO BK/OYAE OAEPXKaAHHSA CMOJTYKU
dopMynu 2 3a gonomMorolo etanis, Ha Akux (1) oOpMyOTb peakuinHy CyMill, WO MICTUTb peakTus
piHbApa, oTpumaHui 3i cnonyku ®opmynu 5

Z-X, 5

ae X asnse coboto Cl, Br abo |, npuBefeHHAM y KOHTaKT cnonyku dopmynn 5 3
(a) meTaneBumM marniem, abo
(b) ranoreHigom ankinMmarHito y npucyTHOCTi ehipHOro PO3YMHHUKAE; i NOTIM
(2) NnpuBOAATE Y KOHTAKT peakuinHy cymiw 3i cnonykoto ®dopmynu 6

M

Y CF,
6 6

ae

Y siBnsie coboto OR™ a6o NR*™R™3;

R™ aBnsie coboto C,-Cs ankin; i

R i R"® sBnsie coboto HeaanexHo C;-C.ankin; a6o R i R* BasiTi pasom sik -CH,CH,OCH,CH,-.

BapiaHT 3gincHeHHss B1. Cnoci6 BapiaHTa 3giicHeHHs1 B, oe ocHoBa siBnsie cobowo rigpokeng
nyxHosemensHoro mMetany ®dopmynu 4, i cymill A0AATKOBO BKMOYAE MOMSPHUA anpoOTOHHUN
PO34YMHHUK.

BapiaHT 3giricHeHHs B2. Cnocib BapiaHTa 3gilicHeHHs1 B abo B1, ae Z siBnsie coboto
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R2a

R2b

R2e .

R* aBnsie coboto F, Cl, Br, C1-C,opTopankin ado C,-C,dpTopankokcu;

R? sBnsie coGoto H, F, Cl abo Br; i

R siBnsie coboto H, F, Cl, Br abo CFa.

BapiaHT 3agivicHeHHs C. Cnocib ogepxaHHs cnonyku Popmynu 2, onMcaHui y KOpOTKOMY OMWUCI
BMHaxody, WO BKNoYae etann, Ha sknx (1) cdopmytoTb peakuiiHy Cymill, WO MICTUTb peakTuB
IpiHbsipa, oTpumanwui 3i cnonykn dopmynu 5, NpuBeAeHHsIM y KOHTakT cnonyku ®opmynn 5 3 (a)
MeTanesum marHiem abo (b) ranoreHigom ankinmarHito B NMpUCYTHOCTI €dpipHOr0 PO3YMHHMKA; | NOTIM
(2) npuBOLATE Y KOHTAKT peakuinHy cyMiw 3i cnonykoto ®opmynu 6, oe

X siBnsie coboto [;

Z saBnsie cobolo deHin, wo dakynsTatMBHO Mae 0O 5 3aMiCHWKIB, He3anexHo BubpaHux 3 R
(TobTto

2

(R?),

ae n popisHioe 0, 1, 2, 3, 4 abo 5); i

koeH R? siBnsie coBoto HesanexHo F, Cl, Br, C;i-Ceankin, Ci-CepTopankin. C;-Cgankokcn, Cq-
CsbTopankoken, C,-CgankinTtio abo C,-CgdTOpankinTio.

BapiaHT 3ginicHeHHs Cl. Cnocib BapiaHTa 3giicHeHHs1 C, ae Z siBnsie coboto

R2a

R2b

R2c

R?* aensie co6oto F, Cl, Br, C1-C, dbropankin abo C,-C, dpToparnkokcy;
R? sBnsie coboto H, F, Cl a6o Br; i
R* aBnse coboto H, F, Cl, Br a6o CF,.
BapiaHT 3gincHeHHsa D. Cnoci ogepxaHHa cnonyku ®opmynu 7
oO—
F,C N

N
é
0

ae
Z siBnsie coboto hakynbTaTUBHO 3aMilLleHU dOeHin; i
Q sBnse coboto geHin abo 1-HadTaneHin, koxeH hakynbTaTUBHO 3aMiLLEHWI; i3 3aCTOCYBaAHHAM
cnonyku ®opmynu 1
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AKUA BIiOPISHAETBCS TUM, LWO: OOAEPXYKTb 3a3HayeHy cnonyky ®opmynu 1 cnocobom ofepaHHs
cnonykn ®opmynu 1, onuMcaHMM y KOPOTKOMY OMWUCI BWHaxody, WO MICTUTb eTan, Ha SsIKoMmy
ONCTUNIOITL BOAY i3 CyMiwi, WO MicTUTb cnonyky ®opmynu 2, cnonyky ®opmynu 3, OCHOBY i
anpoOTOHHWUI  PO3YMHHUK, 30aTHUW (POPMYBaATM HUIBKOKUMNISYMW aseoTpon 3 Bofow. BapiaHT
3gincHeHHss D1. Cnoci6 BapiaHTa 3giicHeHHss D, pge oOcHOBa siBnsie coOOk  rigpokeug
nyxHosemenbHoro metany ®opmynu 4, i cymilw [OAATKOBO BKAOYAE MOMAPHMIA  anpOTOHHWUI
PO34MHHUK. BapiaHT 3aincHeHHs1 D2. Cnocib BapiaHTa 3aivicHeHHst D abo D1, ge

R2a

Q saBnse

co6oto R#

Z aBnse R2> |

coboto
RS
RZC . O

R* agnsie o600 ranoreH, C,-Cyranoankin abo C,-C,ranoankokcu;

R? asnse coboto H, ranoreH a6o LiaHo;

R% saBnsie co6oto H, ranorex a6o CFa;

R* asnsie coboto H, C,-C,ankinkap6oHin abo C,-C,ankokcukapOoHin; i

R® sBnsie coboto C,-Cgankin abo C;-Cgranoankin, KoXeH 3aMilleHWiA OOHUM 3aMiCHUKOM,
HesanexHo BubpaHum 3 rigpokcu, Ci-Ceankokcu, Ci-Cgankintio, Ci-Cgankincynbdininy, Ci-
CesankincynboHiny, C,-CankinamiHokapboHiny, Cs-CopiankinamiHokapOoHiny, C,-
C,ranoankinamiHokap6oHiny i C3-CgranogiankinamiHokapboHiny.

BapiaHT 3gincHeHHsa E. Cnocib ogepxxaHHsa cnonykmn ®opmynu 7

o—
F.C \

b Q
7 , 7

ae
Z aBnsie coboto hakynbTaTMBHO 3aMillleHUI PeHir; i
Q sBnse coboto geHin abo 1-HadTaneHin, koxeH hakynbTaTUBHO 3aMiLLEHWI; i3 3aCTOCYBAHHAM
crnonykun ®opmynu 1
0O

—~— Q
1 , 1

AKWI BiOPI3HAETBCA TUM, LLO: 3aCTOCOBYHOTh K 3a3HayeHy cnonyky ®opmynu 1 cnonyky ®opmynum
1, oTpumaHy cnocobom, onmcaHnM y KopoTkomy onuci BUHaxogy A5is OAepKaHHsA crnonykun dopmynm
1, WO MICTMTb eTan, Ha AKOMy OUCTUMIOTb BOAY i3 CyMiLli, WO MICTUTb cnonyky ®opmynu 2, cnonyky
®dopMynu 3, OCHOBY i anpOTOHHUIA PO3YUHHUK, 3O0aTHUA HOPMYBATU HU3LKOKUMNNAYMA as3eoTpon 3
BOAOI0.

BapiaHT 3gincHeHHss E1. Cnoci6 BapiaHTa 3giicHeHHss E, oe ocHoBa siBnsie coboto rigpokeug,
nyxHosemenoHoro Metany ®opmynu 4, i cymilw [oOaTKOBO BKMAYAE MOMAPHWUMA  anpOTOHHUN
po34nHHKK. BapiaHT 3giicHeHHsa E2. Cnoci6 BapiaHTa 3gincHeHHs E abo E1, ge
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R2a

Q aBnge

R4
Z aBnse co6oto

coboto
RS
R2c . O

R aensie coboto ranoreH, C;-C,ranoankin a6o C;-C,ranoankokcu:

R% asnse coboto H, ranoreH a6o LiaHo;

R* aBnsie coboto H, ranorex a6o CFa;

R* asnsie co6oio H, C,-C,ankinkap6oHin abo C,-C,ankokcukapOoHin; i

R° sBnsie coboto C,-Cgankin abo C;-Cgranoankin, KoXeH 3aMilleHWiA OOHUM 3aMiCHUKOM,
He3anexHo BuOpaHum 3 rigpokcn, Ci-Cgankokcu, Ci-Ce ankintio, C;-CgankincynbgiHiny, C;-
Ceankincynb@oHiny, C,-CrankinamiHokapboHiny, Cs-CoaiankinamiHokapboHiny, C,-
C-ranoankinamiHokap6oHiny i C3-CgranogiankinamiHokapboHiny.

Y HacTynHux Cxemax 1-10 Bu3HadeHHs Z, Q, R2, R3, R* R, RG, R, RS, Rg, Rlo, R Rlz, REiw y
crnonykax ®opmynu 1 - 7i 11 - 15 € Taknmu, K BU3Ha4Ye€HO BULLE B KOPOTKOMY OMUCI BUHAXOZY, i ONUCI
BapiaHTIiB 34INCHEHHS, AKLWO He 3a3HadveHe iHwe. Popmyna 1a asnsge coboro nigmMmHOXMHY Popmynu 1.
dopmyna 5A sensie coboto nigmHoxnHy ®opmynn 5. Popmynu 7a, 7b, 7c, 7d, 7e i 7f aBnaoTb coboto
nigMHoXxmnHn ®opmynu 7. dopmyna 13a aBnsie coboto NigMHOXMHY Popmynu 13.

Y cnocobi gaHoro BuHaxoay npointoctpoBaHoMy B Cxemi 1, cnonyky ®opmynn 1 ogepxytoTb 3a
AOMOMOroto etany, Ha KoMy AUCTUIIOITL BOAY i3 CyMiLli, WO MICTUTb cnonyky dopmynu 2, cnonyky
dopmynn 3, OCHOBY rigpokcuay nyxHosemernbHoro metany Popmynu 4. NOnNsipHUA anpoOTOHHWK
PO3YMHHUK, | aNPOTOHHWI PO3YNHHUK, 30aTHWUIA POPMYBATUN HU3BKOKUMISYMIA a3e0TPON 3 BOAOH.

Cxema 1
0} E 0]
F,C M (OH ), € oH 0 M(OH), ¢
+ ! 4 3
Z/\s © He Ta T | ol — S Q
5 3 AseoTporHe 4 1
— " — BupaneHHs
BOAM

pe M aBnsie coboto Ca, Sr abo Ba.

Mepwwnin eTan gaHoi peakuii BKNOYaE anbOoribHy KOHAEeHcauito, Wwo gopmye cnonyky dopmynu
11. Cnonyka ®opmynu lie HeBuaineHow, ane 3amicTb LbOro npu ymoBax peakuii NnepeTBoOpETLCS B
crnonyky ®opmynu 1.

CrexiomeTpis aaHoi peakuii MicTUTb y cobi ekBiMONApPHI KinbkocTi cnonyk ®opmynu 2 i dopmynu
3, i 3acTOCYBaHHS EKBIMOMSIPHMX KifTbKOCTEW, SIK NpaBuno, € 6inbw peHTabensHuM. MMpoTe, HeBEMuKi
MOMSIPHI HAZJ IMLWKM OOHOrO 3 peareHTiB € 0e3neYyHuMu Ons peakuil, i SKWO OOWH 3 peareHTiB €
Habarato geweBwum abo Ginblw NpenapaTMBHO AOCTYMHWUM, i3 3aCTOCYBaHHSIM MOrO HEBEITUKOro
Hagnvwky (Hanpuknag, 1,05 mMonsipHUX ekBiBaneHTiB), Moxe OyTu OGaxkaHum 3abe3neynTn MoBHE
nepeTBOPEHHST BiNbLl 4OPOroro abo MeHLWw npenapaTUBHO AOCTYMHOrO peareHTy.

lopokcnaun nyxHoszemenoHoro mMetany dopmynu 4 i cnonyky, 3aatHi oopmyBaTU 3a3HayeHi
rigpoKCUAMN NY)XHO3EMENbHOr0 MeTany NpW KOHTaKTi 3 BOAOH, sK Oyno BigAKpUTO, € Hag3BMYarHO
edekTBHUM s 3abe3neyeHHs BUCOKUX BuxodiB crnonyk Popmynu 1. [aHi OCHOBM rigpokcuay
Ny>XHO3eMeNbHOro MeTarny BKIHOYaKTh MapoKeuam KanbLito, cTpoHLUito abo 6apito, rigpokcua kanbLito
nepeBaXXHUn 3aBAsIKM CBOINM HWU3bKIKM BapToCTi. lNgpokcman nyxHosemenbHoro metany ®opmynu 4
MOXYTb OyTM ccpopmoBaHi in situ 3i cnonyk, 3gaTHUX copmyBaTu FiOPOKCUAN NYXKHO3EMENbHOro
MeTany npu KOHTakTi 3 BOAOK (BM3HAYEHMX TYT sk "MONepenHuKn rigpokeuay Iy>kKHO3eMESNbHOro
MeTany"), Taki sk rigpugu nyxHosemenbHoro metany. [onepegHukM rigpokcmay Ny>KHO3eMeSbHOro
MeTany MOXYTb pearyBaTu 3 BOAOH, dKa MPUCYTHA Y peakuinHii Cymili, BKMYakouu Body, WO
dopmyeTbCa B pes3ynbTaTi peakuii, Ana opMyBaHHSA BiAMNOBIOHMX TOPOKCUMAIB NY>XHO3EMESTbHUX
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meTanis. [igpnan nykHo3eMeneHOro MeTany € nepeBaXHUMKU SK NonepeaHuKn, OCKINbKM X peakuis
ana  opMyBaHHS TigpoOKCUAIB MNy>XHO3EeMeNbLHOro MeTany Buaanse Boay, Wo dOpMyeTbCs B
pes3ynbTaTi peakuii, yHukaoum guctunsauii. Figpma kanbuito € 0cobnmMBo NepeBakHUM siK MonepeaHuk
rigpoKcuay Ny>HO3eMenNbHOro MeTany BHacnigoK MOro KOMepLinHOT AOCTYMHOCTI Ta BiAHOCHO HU3bKOT
BapTOCTi. Xoua rigpua Karbljlo € ' nepeBaxHWM [Nsi NPSIMOTO BWUANEHHs BOAW, AOAABaHHS!
rigpoKcMAay KanbLito ons ¢popMyBaHHSA peakuiiHOI CyMilli € nepeBaXHUM Ans cnocoby Cxemu 1, y
SKOMY BOAY BMAANsOTb 3@ JOMNOMOrOK a3eoTPOMnHOoI AMCTUNSALUiT, TOMY LLO MApoKCug Kanbuito He
dopmye rasononibHuii BodeHb i € nerwum Anst 30inblleHHs MacwTab, i, BracHe Kaxyuw,
Be3neyHiwnin Npu 3aCTOCyBaHHI, HiX rigpua meTany y BenmkoMmy maclutabi.

lgpokcug nykHo3emenbHOro mMeTany AogalTe Ang (PopMyBaHHSA peakuinHoi cymili Tak, wob
MOMsipHE CMIBBIAHOLIEHHS TrigpoKcuay nyXHO3eMenbHoro MeTtana Ao cnonyks ®opmynun 3
3Haxo4unocd, sk npasuno, B Adiana3oHi Big npubnusHo 0,1 po npubnmsHo 1. Ak npasuno,
CniBBiAHOLWEHHS B Aiana3oHi Big npubnuaHo 0,5 go npmbnuaHo 1 3abesneyye BUCOKY LLBUAOKICTb
peakLii Ta BUCOKI BUXOAM NPOOYKTY.

Y paHomy cnocobi peakuiiHa CyMill BKIOYAE i MONSAPHUA anpOTOHHUIA PO3YMHHMK, | anpOTOHHWUIA
PO3YUHHMK, 3OaTHUN OPMYBaTU HU3BKOKUMNAYUA as3eoTpon 3 Bogot. [MonsapHUN anpoTOHHWUR
PO3YMHHUK MOXe MICTUTU CyMill CMOMyK MONAPHOro anpoTOHHOrO PO3YMHHMKA, ane, SK NpaBuro,
AaBnsie cobor oKpemy CnomnyKy NOnsipHOro anpoTOHHOIO PO3YMHHUKA. AK 3a3BMYal Po3yMiloTb Y AaHiN
ranysi TEXHiKW, anpPOTOHHWUI PO34YMHHMK O3HA4ae pigKy crnomnyky, wo He mae -OH abo -NH yactnHm y
CBOI MONEKYNAPHIA CTPYKTYpi. TakoxX, 9K 3a3BuMyan po3yMiloTb Y AaHin ranysi TEXHikW, NonapHuii
PO3YMHHUK O3HaYae PigKy Crnomnyky, WO Mae AienekTpuyHy nocTinHy 6inbwe Hixk 15. Ons gaHoro
cnocoby ocobnuBO BiAOMi MOMSAPHI @anPOTOHHI PO3YMHHWKN € AOCUTb MOMSAPHUMU ANs 3MillyBaHHS 3
BOAOIO y BCiX Nponopuisix Npu KiMHaTHIN TemnepaTypi (Hanpuknag, npubnusHo 20-25 °C). MonapHun
anpoTOHHMI PO3YMHHUK OBinblie MNepeBaXXHO Mae TOYKY KUMIHHA BULLE, HDK TOYKaA KUMiHHA
HU3BbKOKMMMAYOro as3eoTpony, TaK WO MOMSAPHUA anpoTOHHWUA PO3YMHHMK He BUOANSETbLCA 3
peakuinHoi cymiwi. [aHi BnacTMBoCTi Hawvkpalle 3abe3neqyTbcs aMigHUM i cyrnbdOKCUOHUM
PO3YMHHMKAMM, LLO € KOMEPULINHO OOCTYNHUMW MNpPWU BIAHOCHO HM3bKIKM BapTocTi. [lig amigHmu
PO34YMHHUKaMM MaloTb Ha YyBas3i CMOMyKM PO3YMHHMKA, WO MICTATb KapOokcamigHy MOMeKynspHy
YacTuHy. 3aranbHUMW npuknagaMmuM  amigHux posyunHHukis €  N,N-aumetundgopmamia, N-
anvetunaudetamia i N-metunniponignHoH. CynbdOKCUAHI  PO3YMHHUKM  MICTATb  CYNbGOKCUOHY
MOMEKYNSPHY YacTuHY; 3aranbHi NpuKNagu BKAYalTb AMMeTUNncynbdokeus (Takox BiOOMUA K
meTuncynbcokena) i cynbgonaH. N.N-gumeTtundopmamia € OGinblie nepeBaXHUM, OCKINbKA BiH
3abe3neyye npekpacHi pesynbTaTth, Mae TOYKY KMMIHHA 3HAYHO BULLE, HXX BOAA, ane BCE Lie MOXe
nerko BuaanATUCsa AUCTUNALIEI, | € KOMepLiMHO AOCTYMHMM MPKU BiHOCHO HU3bKi BApTOCTI.

Y paHomy cnocobi BKMHOYEHHST anpOTOHHOMO PO3YUHHMKA, 30aTHOrO (OOPMYyBaTK HU3BKOKUMMSAYNIA
as3eoTpon 3 BOAOH, CMpPUSE BUOANEHHIO 3a OOMNOMOroK AUCTUMAUiT BOOW, WO YTBOPKETLCS $IK
NoGiyHUA NpoayKT. ANPOTOHHWUIA PO3YMHHMK 3a3BUYal € OKPEMOKO CMOMYKOK PO3YMHHMKA, ane MoXxe
TakoX OyTWM CyMilLLII0 CMOMyK PO34MHHMKA (Hanpuknag, isomepw kcumnony). [ig HU3bKOKMMIAYMM
a3eoTpornoM MaeTbCA Ha yBasi a3eoTpon, WO Mac TOYKY KUMIHHA HWXKYE, HK SIK TOYKa KUMIHHS BOAM,
TaK i TOYKa KMMNIHHA anpOTOHHOIO PO3YMHHWMKA. 3a BU3HAYEHHSIM, HU3LKOKUMNAYI aseoTponu, Lo
MIiCTATb BOAY, MalOTb HOPMarnbHi TOYKU KUMiHHA HWXKYe, HiK 100 °C (To6To HopMarnbHa TOYKa KUMiHHSA
BOAN).

TakMM YMHOM, TOYKa KMMIHHA HU3bKOKUMIIAYOro a3eotpona 0yae 3Ha4YHO HDKYE, HidK TOUKM KUMiHHS
cnonyk ®opmynun 1, 2 i 3, i gaHi cnonykn 6ygyTb 3anuvwiaTUcA B peakuiviHin CyMili npoTsarom
ancTunauii. Ak yxe 3ragyBanu, nepeBa)kHO, KOMU MONAPHUN anpOTOHHUIA PO3YMHHUK i anpOTOHHWUA
PO3YMHHUK, 34aTHUMA OPMYBaTU HU3BKOKUMMSYUA as3eoTpon, BMOMpalTb Tak, WOO nonspHui
anpOTOHHMIN PO3YMHHUK MaB TOYKY KMMIHHSA BULLE, HDK a3eoTpon Tak, Wwob MonspHWA anpOTOHHMN
PO3YMHHUK HE BMAANSABCS MPOTAroM AUCTMRALIT. ANPOTOHHI PO3YMHHMKN, WO POpMYOTb a3eoTponu 3
BOAOIO, SIK JoOpe BigOMO B [JaHi ranysi TexHiku, i KOpoTKi nociOHukn Oynu onybnikoBaHi,
npeacTaBnAlYM X TOYKM KMMiHHA (OuB., Hanpuknag, Azeotropic Data, Number 6 y the Advances in
Chemistry Series, American Chemical Society, Washington, D.C., 1952, 3okpema, CTOpiHku 6-12).
Mpuknagn npuaaTHUX anpOTOHHUX PO3YMHHUKIB, O OPMYIOTb HU3BbKOKUNIAY a3eoTponu 3 BOAOH,
BKITIOYalOTh edoipu, Taki Sk eTunaueTaT, apoMaTuyHi BYrneBoAHi, Taki Ak 6eH3on i Tonyon, i edipw,
Taki Ak TpeT-byTunmeTunoBun edip, TeTparigpodypaH i 1,4-giokcaH. [lepeBaxHo, aseoTpon,
cchopMOBaHU anPOTOHHMM PO3YMHHUKOM | BOOOH, BKIHOYAE OiNbLUMIA MPOLEHTHUIA BMICT BOAM, HiXK €
PO34YMHHUM B anpOTOHHOMY PO3YMHHMKY MPWU KiIMHATHIN TemnepaTtypi (Hanpuknag, 15-35 °C), Takum
YMHOM, MONerwylYyn BenvKoMacwTabHe BigdineHHs BOOW Big KOHOEHCOBAHOro aseoTpona B
AeKaHTaTopHIM nacTui, i MOBTOpPHE 3aCTOCYBaHHS 3HEBOAHEHOro arnpoOTOHHOrO pPO34YMHHMKA A0
cepeuHn OUCTUMALIMHOT KOMOHW. TakMM YMHOM, anpOTOHHI PO3YMHHMKM, WO He 3MIilylTbCa 3
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BOAOM0, Taki Ak eTunauetaT, 6eH3on, Tonyon i TpeT-6yTunmeTmunosun eqip, € 6inbl nepesBaxHUMU,
HiX TeTparigpodypaH i 1,4-giokcaH, siki 3MiLLYIOTbCA 3 BOAOHO.

TpeT-6yTMnmeTnnoBun edip, Sk 6yno BiAKPUTO, €, 30KPEMA, 3aCTOCOBHUM Y SIKOCTi anpOTOHHOrO
PO34YMHHUKA B AaHOMY crnocobi. TpeT-6yTunmeTtunoBun edip opmye aseoTpon 3 BOAOH), LLO KMMUTb
npu 52,6 °C i ytpumye 4 % Bogmn i 96 % TpeT-OyTUNMeTMnoBoro eqipy, i TOMy 34aTHWA LUBMAKO
nepemiwiatn BoAy AUCTUASAUIED 3 peakuinHoi cymiwi. KpiMm Toro, Boga € pPO3YMHHOW B TpeT-
oytunmeTnnosomy edipi OO0 CTyneHs Tinbkn npubnmaHo 1 %. Tomy y BenvkomacluTabHux
OTPUMAHHSAX, A€ KiNbKOCTi TpeT-0yTunmeTmnoBoro edipy B AeKaHTATOPHIN nacTui He AocuTb Ans
TOro, wWob po34nMHUTKU BCIO BOAY, LLO yTBOpUNacs B pe3ynbTaTi peakuii, koHaeHcaT y nactui byge
pPO30iNATUCA Ha BEPXHiM wWap, WO BKMAYae TpeT-OyTunMeTmnoBun edpip, WO MICTUTb TiNbKK
npnbnusHo 1 % BoAW, AKMIA MOXe OyTU NOBEPHYTUI OO0 CepeauvHu OUCTUMALINHOI KOMOHM, i HWXKHIN
wap, Wo MIiCTUTb NepeBaxkHO BoAy, fka Moxe OyTu BuaaneHa. Kpim TOro, BifHOCHO HU3bKi TOYKM
KMMiHHS TpeT-6yTMnMeTMnoBoro edipy Ta Moro aseoTpony 3 BOAOk 3abesnedyioTb BUMOIp LUMPOKOro
JdianasoHy TemnepaTyp peakuii 3a [JOMOMOrow peryroBaHHs nponopLii TpeT-6yTunMeTunoBoro
edipy, ob'egHaHOro 3 MOMAPHMM anPOTOHHUM PO3YMHHUKOM, LLO Mae TOYKY kuniHHA Buwe 100 °C,
3HayHo Buwe 120 °C (Hanpwuknag, N,N-gumeTtundopmamia). Hanpuknag, peakuinHi cymiwi, wWwo
MIiCTATb 3Ha4HO Ginblie TpeT-6yTunmeTunosoro edipy, Hix N,N-aunmetundgopmamiay (DMF), MOXyTb
KMMiTM Npu TemnepaTypax pe3epByapa He Habarato Buwe 55 °C, y TOM Yac sk peakuiviHi cymilli, Wwo
MICTATb [eKinbka MeHWwe TpeT-0yTunMeTunoBoro eqipy BigHOocHO DMF, MOXyTb KuMiTM Mpwu
TemnepaTypax pesepByapa Buwe 100 °C. Ak npaBuno, TpeT-6yTMnMmeTunosuin edip i N,N-
AavnmMeTundopmMamig 3HaxodsaTbCa Yy BaroBOMy ChiBBiQHOLWEHHI B AianasoHi Big npubnusHo 0,5 go
npmobnmsHo 2.

Peakuis cnocoby Cxemn 1 moxe ByTn npoBegeHa B LUMPOKOMY Aiana3oHi TemnepaTtyp. TuUnoso
TemnepaTypa peakuii JOPIBHIOE LLOHanmeHwe npubnusHo 65 °C. Xo4va peakuis NpoaoBXYETLCS Npu
Binbl HU3BbKMX TemnepaTypax, WBUAKOCTI € HWKYMMMU, | a3e€0TPONM NPOTOHHMI PO3YNHHUK-BOAA, LLO
KunnAatb Hwkde 50 °C, TMNOBO MICTATb BiQHOCHO Mano Boau (Hanpwknag, avxrnopmeTaH dopmye
aseoTpor, wo Mictntb 1,5 % BoawW), O CNOBINbHIOE BUAaneHHs Boau. binblie Tunoso, Temneparypa
peakuii gopiBHIOE LWoHaMeHwe npubnmaHo 70 °C i Haibinble TMNOBO LWOHaWMeEHLWe NPUOIM3HO
75 °C. Xo4a BUCOKI TemnepaTypu NiABULLYIOTb LUBUAKICTb peakLii, BOHW MOXYTb TakoX BUKMMKaTW
noOGiyHi peakLii, 3MEHLLYIOUYN YMCTOTY Ta BMXig NpoaykTy. TOMy TUNOBO TeMnepaTypa peakLii cknagae
He Oinbwe Hixk npnbnuaHo 110 °C, Ginbwe TMNOBO He Ginblue Hixx NpubnuaHo 100 °C, i HakbinbLwe
TMNOBO He BinbLue Hixk NpmbnuaHo 90 °C.

Crnonykn ®opmynu 2 i 3, rigpokena nyxHosemenoHoro metanu ®opmynu 4 (abo nonepegHuk,
TakMi AK rigpug Ny>KHO3eMernbHOro MeTany), MOMSPHMA anpOTOHHWMIN PO3YUHHMK | anpPOTOHHWUN
PO3YMHHUK, 34aTHWUA POPMYBaTU HU3LKOKUMISAYMIM a3eoTporn, MOXyTb OyTu 3'egHaHi B GyAb-skomy
npyvaaTHOMY NOPSAAKY, LWob cchopmyBaTn peakuinHy cyMiLu.

Xig peakuii MOXe KOHTPOMBaTUCA 3a [OOMOMOrOK 3aranbHOMPUINHATUX CnocobiB, TakuMx $K
TOHKoLWaposa xpomaTorpadia, HPLC (BEPX - BucokoedekTusHa pignHHa xpomaTtorpadis) i 1H AMP
(fOepHMn MarHiTHMA pes3oHaHc) aHanisie anikeoT. [licrna 3aBeplUeHHs peakuil, Cymill TUMNoBO
NPOXONMOMKYTb OO0 KiIMHaTHOI Temnepatypu, i NpOAYKT BiOOKPEMMOIOTb 3@ [OMNOMOroH
3aranbHOMPUIHATMX CcnocobiB, Takmx K inbTpauis, ekcTpakuis, AUCTUNSLIA Ta KpucTanisauis.
Hanpwuknag, rigpokcugn ny>xHoro metany W iHWi TBepai pe4oBUHU, MOXYTb OYTW 3BMYANHO BUIYYEHI
dinbTpauieto. Boga Moxe O6ytm pgopmaHa o inbTpaTy 3@ CUIBHOK KUCMOTOK (TakoK K
XNopoBOAHEBa KucrnoTa), Wwob HenTpanidyBatv Oyab-siky OCHOBY, L0 3anuwiunacs, i AOrnoMOrTu
BUOANUTN MOMAPHI PO34YMHHUKK, Taki sk DMF. BigokpemnioioTb opraHiyHy ¢asy, Aani npoMmBaloTb
BOAOM, W00 BMOanuTu NONSpHi po3unHHMKKM, Taki sk DMF, cywaTtb Hag ocylwyBayamu, TakMMy siK
cynbcat marhito abo MonekynsapHi cuta, i NOTiM BUMAPOBYIOTb PO3YMHHUK, 3anULLIAKYU MPOOYKT,
4YacTo y BUMSAAI KpMCTaniyHoi TBEPAOI PEYOBMHM, L0 MOXe ByTU nepekpucTanisoBaHa 3 pO34MHHUKIB,
TaKWX sIK reKcaHw.

Ansi BenukoMacLuTabHUx ofepXaHb, Y SIKUX CYLUIHHS 3 OCyLlyBa4YaMu € HENpPaKTUYHUM, BigdineHa
opraHiyHa asa mMoxe OyTu BMCYyLLEHA Ta CKOHLEHTPOBaHa BUAANEHHAM AUCTUIALIEND sIK BOAW, TaK i
anpoTOHHOIO PO34YMHHMKA, 34aTHOro hopMyBaTU a3eoTpon 3 BOAOK (dani HasuMBaeTbCs TYT SK
"peakuinHniA  a3eoTPONHUIA PO3YMHHUK"). 3anuwok noTim Moxe OyTn po3BedeHWMn HEenonsipHUM
PO3YMHHUKOM, LLO MaE TOYKY KWUMIHHS BULLE, HK peakuiiHUA a3eoTpPONHUN PO3YMHHUK (Hanpuknag,
dpakuis rekcaHis, WO Mae HOpMamnbHy TOYKY KuMiHHA 65-70 °C, konu peakuinHWiA a3eoTpOonHUN
PO34YMHHUK SIBNISiE COBOK TPET-OYyTUIMETUNOBUIN edip) i AUCTUNALIKD NPOAOBXUIM NSl BUAANIEHHS
3anuLIKy peakuinHOro aseoTpPOMHOro PO3YMHHUKA | (baKynbTaTMBHO LESKO! KifIbKOCTi HEenonsipHoro
PO34YMHHMKA. HacTe OXONOMKEHHS CyMilli, WO MICTUTb NPOAYKT i HENOSMAPHUI PO3YMHHUK, NPU3BOAUTL
00 KpucTanizauii npoaykTy. AnbTEpHaTMBHO HEMOMSAPHUA PO3YMHHUK MOXe OyTu BUITyYEHWI
A0AaTKOBO AMCTunsuieto abo BunapoBaHHSM, OO 3anuwwmnT NPOAYyKT.
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3amicTb BMAINEHHA nNpPoAaykTy Moxe OyTu 6Ginbwe npuaaTHUM nNepemillleHHs MNPOAYKTY B
PO3YMHHUK, 3aCTOCOBHMI ANs nojanbLioi peakuii (Hanpuknag, cnocié Cxemu 6). lMicna BuganeHHs
OVCTUIMALIEID SK BOAM, TaK | peakUiHOro a3eOoTPOMHOMO PO3YMHHMKA, 3anuWwoK MoxXe OyTu
pO3BEAEHMI PO3YMHHMKOM, 3aCTOCOBHMM Y MoOAanblUin peakuii (Ha3MBaeTbCs TyT SK "3aMiHa
peakuinHOro po34mMHHUKa"). Mani KinbKOCTi 3anuLlKy peakuilHOro a3eoTponoro Po3dMHHMKA MOXYTb
OyTV mpunycTMMi B nodarnbLiin peakuii. AnNbTepHAaTUBHO, SKLWLO 3aMiHa peakuiiHOro po34MHHUKA Mae
TOYKY KMMIHHA BULLE, HK peakuilHUA a3eoTpOonHWUIA PO3YMHHUK (Hanpuknag, TeTparigpodypaH sk
3aMiHa peakuiiHOro PO3YMHHUKA, KONW peakuiHUA a3eOoTPOMNHUA PO3YMHHUK siBNsSie coboro TpeT-
OyTunmeTunosui edip), 3anuLIOK peakUiNnHOro as3eoTPOMHOro pPO3YMHHUKA MOXe OyTu nerko
BUMNYYEHUI OUCTUNSLIELD.

Cnoci6 Cxemun 1 Tunoso 3abeanedye cnonyky dopmynu 1 y Burnagi cymiwi E i Z reometpmyHmx
i3omepiB (MO3HAYaETbCA XBUMACTOW MiHie y Popmyni 1), y Akin oaMH i30Mep MOXe nepesaxati.
Cnocobu ounLLeHHs, Taki K nepekpucTanisauis, 4acto 3abesneyyroTb OYMLLEHI MPOOYKTU, WO MICTATb
3aebinbwe abo BUHATKOBO OOUH reOMETPUYHUIA i3oMep.

B anbTepHaTMBHOMY crnocobi ogepxaHHs cnonyk ®opmynu 1, cnonykn ®opmynu 2 i 3 npMBoasaTb
Y KOHTaKT i3 rigpuaomM ny>XHo3eMenbHOro MeTarny, Takum K rigpug Kanbuito, y NPUCYTHOCTI MOMASIPHOro
anpoTOHHOIO PO34YMHHMKA, Takoro sk DMF, yHukaiouM HeoOXiOHOCTI BKMOYATU  anpOTOHHWN
PO3YMHHUK, 34aTHUA (POPMYBATU HU3LKOKUMMAYMIA a3eoTpon 3 BoAdow, abo aucTunsuilo Boau i3
cymiwi. Y gaHomy cnocobi rigpua ny>kHO3eMenbHOro metany Cryrye y SkocTi sik Aepena OCHOBM,
Wwob kaTanisyBaTu KOHAEHCcaUjlo, TakK i areHTa, Lo ocylye, Wob BnaanaTn Bogy, ska yTBOPUTLCH SK
nobiyHnn npoaykT. OCKINbKM rigpua NYKHOro MeTary Cryrye y sskoCcTi OCHOBHOIO areHTa, Lo OCYLUYE,
cTexioMmeTpis BUMMarae MOMNSpPHOro CniBBigHOWEHHS WwoHanMeHwe 0,5 BigHOCHO crnonyk dopmynu 2 i
3. Tunose cniBBigHOLWeEHHA NpMbnuaHo 1,3 3abesnedye BENWKy LWBWAKICTb peakuii Ta BUCOKI BUXoam
npoaykty. gpnan nykHo3emenbHOro MeTany, sk NpaBuno, MatTb ManeHbKy PO34YMHHICTb B iIHEPTHUX
A0 HUX PO3YMHHMKAX, TOMY MarneHbKUin pO3Mip YacTOK MOKpaLlye MacoBe nepeHeceHHs Ta roTOBHICTb
AaHUX peareHTiB pearyBaTtu (Hanpuknag, 3 Bo4ok). Xo4a, TUNoBe MOMsipHe CNiBBiAHOLEHHS rigpuay
ny)XHoro Metany go crnonykn ®opmynun 3 He Ginble HiK NpubnM3Ho 2 NOTPIOHO ANSA Kpalimx
pe3ynbTaTiB (TOGTO BUCOKE NMEPETBOPEHHS Ta BUXOAW NMPOAYKTY), BENUKMIA PO3MIp YacToK rigpuais
Ny>XHO3eMeNbHOro MeTany Moxe BMMaraTu MOMAPHOro ChiBBiAHOLWEHHS rigpuay i cnonykun ®opmynu
3 Ginblwe Hix 2 gna kKpawwmx pesynbTaTtiB. [JaHui npouec TUMNOBO NPOBOAATb MpW TemnepaTypi
LoHaMeHLWwe npnbnusHo 45 °C, Ginblle TUNOBRO LWoHalkMeHLWwe npubnnsHo 55 °C, i TunoBo He GinbLue
Hi>X NpmbnmnaHo 100 °C, BinbLue TMNoBO He BinbLie Hixx npnbnuaHo 80 °C.

Y cnocobi BuHaxopy, npointoctpoBaHomy B Cxemi 1a, cnonyky dopmynu 1 ogepxyTb 3a
AOMOMOrOK0 eTany, Ha SKOMYy AUCTUIIOTE BOAY i3 CyMmili, WO MIiCTUTb cnonyky ®opmynu 2, cnonyky
®opmynu 3, ocHoBY kapboHaTy nyxHoro metany dopmynu 4a, i anpOTOHHWUIA PO3YNHHUK, 30aTHUN
dopmMyBaTU HU3LKOKUMMASYMIA a3e0TPOon 3 BOAOH0.

Cxema 1a

(@) O
F3C O| (M"),CO, F3C OH (MWZ‘ZCOB F3C | |

4a a
+ o E— \N\JJJJ\
O H.C Q 7 Q AseotponHe 7 Q
Z 3 BUANEHHS
2 3 11 BOAM 1

ne M* sBnsie coboto Li, Na a6o K.

Mepwwuin eTan gaHoi peakuii BKNOYaE anbOoNibHy KOHAEHcauito, wo dopmye cnonyky dopmynu
11. Cnonyka ®opmynu 11 € HeBugineHow, ane 3amiCTb LbOMO MNPWU PeakuinHUX ymMoBax
nepeTBOPIOETLCA B cnonyky ®opmynu 1.

CrexiomeTpis aaHoi peakuii MicTUTb y cobi ekBiMONApPHI KinbkocTi cnonyk ®opmynu 2 i dopmynu
3, Ak onucaHo B Cxemi 1.

KapboHaTtu nyxHoro metany ®opmynu 4a, sik Oyno BUABNEHO, € HAA3BUYANHO ePEKTUBHUMW OIS
3abe3neyveHHs BMCOKMX Buxogie cnonyk Popmynu 1. [aHi ocHOBM kapboHaTy NyXHOro metany
BKMOYaloTh kapboHaT niTito, HaTpilo abo kanito, kapboHaT kanito nepeBaXHWUin 3aBASKM CBOEI HNU3bKOT
BapTOCTi.

KapboHaT nyxHoro meTany gogatoTb AN OpMyBaHHS peakuiiHOi CyMilli TakMM YMHOM, o0
MONspHEe CniBBiAHOLWIEHHSA KapboHaTy nyxHoro metany go cnonyku dopmynm 3 6yno TMnoBo B
AianasoHi Big npmndnusHo 0,01 go npnbnusHo 0,2. Tunoee cniBBigHOLEHHS B Aiana3oHi Big npubnmMsHo
0,03 go npmnbnusHo 0,05 3abe3snevye NoBHe NepeTBOPeHHsT cnonyk ®opmynu 3 y cnonyku dopmynu 1.
KapboHat nyxHoro metany moxe 6yt gogaHun y peakuinHy CyMmill ManeHbkMMmn nopuismu Tak, Lwob
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MOXHa Oyno KOHTPONIOBATK LIBUAKICTb peakLii, i LWBUAKICTb YTBOPEHHSA BOAM B peakUiiHin nocyauHi
MOXe ByTV NopiBHAHHA 3i LUBMAKICTIO BUAANEHHS BOAW ANCTUNSALIEID a3e0Tpona po3ynHHUK/Boaa.

Y cnocobi Cxemmn 1a, aueToHiTpun, sik Oyno BigKpWUTO, € HaA3BUYAMHO KOPUCHUIA Yy SIKOCTI
anpOTOHHOMO PO34YMHHMKA B JaHOMY Cnocobi. ALETOHITPMA (POPMye BOAHMI a3eoTpon, WO KANUTb Npu
76,5 °C i yTpumytounii npubnmnsHo 16,3 % sogu i npubnunsHo 83,7 % aueToHiTpuna 3a Barow, i ToOMy €
34aTHUM LUBMOKO NepeMillaTti Bo4y 3 peakuinHOoT CyMilli 3a 4ONOMOrow AUCTUNALIT.

Peakuis cnocoby Cxemun 1a moxe OyTu NpoBefeHa B LUMPOKOMY Aiana3oHi Temnepatyp. Tunoeo
TemnepaTypa peakuii OPIBHIOE LoHaNMeHLLe npubnmaHo 65 °C. Xo4va peakuis NpoaoBXyeTbCs Npu
OinbLU HM3bKMX TeMMepaTypax, WBUAKOCTI CTaloTb MEHLUI, 1 a3e0TPONn anpoOTOHHUIN PO34YMHHUK-BOAA,
wo kmunnAtb Huk4e 50 °C, TMNOBO MICTSATb BIAHOCHO Mano BoAM (Hanpuknag, ouxnopmeTtaH dopmye
aseotporn, wo mictutb 1,5 % BoaM), WO CNOBINBHIOE BuaaneHHsa soau. binblie Tmnoso temnepatypa
peakuii gopiBHIOE LWoHanmeHwe npmnbnuaHo 80 °C i Binblw TMNOBO WOHaMeHLwe npubnmnsHo 85 °C.
Xoya BUCOKI TemnepaTtypu nNigBULLYIOTH LIBUAKICTb peakuii, BOHM MOXYTb TakOX Npu3BoAUTM A0
NOBIYHNX peakuin, 3HWXKYHYM YUCTOTY Ta BUXIA NPOoAyKTy. TOMy TMNOBO TeMnepaTtypa peakuii cknagae
He BinbLue Hix npnbnuaHo 110 °C, Ginbw TMNOBO He Ginblue Hix npubnmaHo 100 °C, i 6inbw TMNOBO
He BinbLue Hix npnbnnsHo 90 °C.

Y cnocobi BuHaxopgy, npointoctpoBaHomy B Cxemi 1b, cnonyky ®opmynu 1 ogepxyoTb 3a
AOMOMOroto eTany, Ha KoMy AUCTUMNIOKTb BOAY i3 CyMiLli, WO MICTUTb cnonyky dopmynn 2, Cnonyky
dopmynu 3, ocHoBy, BubpaHy 3 1,5-giazabiumkno[4.3.0]JHoH-5-eHy, 1,8-gia3abiunknol[5.4.0lyHaeu-7-
€HY i IX cymiwen, i anpOTOHHWNIA PO3YNHHUK, 34aTHUIN HOPMYBaTN HU3bKOKUMNIISYNIA a3e0Tpon 3 BOAOLO.

Cxema 1b
(0] (0]

F3C (0] F3C OH F3C ||

ocHoBa ocHoBa
\A\ + > Q — N Q
0 H.C Q Z AseotporHe 7
Z 3 BUANEHHS
2 3 11 BOAMN 1

Ae ocHoBa sBnsie cobow 1,5-giasabiunknol[4.3.0]HoH-5-eH, 1,8-gia3abiunkno[5.4.0]lyHaeu-7-eH
abo ix cymiw.

Mepwun eTan gaHoi peakuii BKMoYae anbAonbHY KOHAEHcauito, Wwo dopmye cnonyky ®opmynu
11. Cnonyka ®opmynu 11 € HeBugineHow, ane 3amiCTb LbOro MpU peakuiiHux YymMoBax
nepeTBOPIOETLCA B cnonyky ®opmynu 1.

CrexiomeTpis AaHoi peakuii MiCTUTb y cobi ekBIMONAPHI KinbkocTi cnonyk ®opmynu 2 i dopmynu
3, sk onucaHo Cxemoto 1.

Ak ©6yno Bigkputo, 1,5-giasabiunkno[4.3.0]JHoH-5-eH, 1,8-gia3abiumknol[5.4.0]yHaeu-7-eH abo ix
CyMiWi € Haa3BMYaHO edeKTUBHUMU Anst 3a0e3neyeHHs BUCOKMX BMXOAIB cnonyk ®opmynu 1. Ak
1,5-pia3abiumkno[4.3.0]JHoH-5-eH, Tak i 1,8-giazabiumkno-[5.4.0lyHgeu-7-eH € piguHamu npu 25 °C. Y
BeNMKoMy (To6TO KoMepuiHOMY) MacluTabi, piguHn MoXyTb OyTVM AOAaHi B peakuiiHy cymiw GinbLu
TOYHO Ta 3 MEHLUMMKW MaTepianbHUMK BTpaTaMu, Hix TBepai pedoBUHMU.

1,5-Oia3zabiumkno[4.3.0]HoH-5-eH, 1,8-gia3abiunkno[5.4.0lyHaeu-7-eH abo ix cymilw goaarTb, Wwob
copmyBaTU peakuinHy Ccymill Tak, Wob monapHe cniBBigHoweHHs 1,5-giasabiumkno[4.3.0]JHoH-5-eHy,
1,8-gia3abiunkno[5.4.0lyHgeu-7-eHy abo ix cymiwi go cnonyku ®opmynu 3 3Haxoawunocs TUMNOBO B
gdianasoHi Big npubnusHo 0,01 go npmbnmsHo 0,2. TunoBO, CNIBBIOHOWEHHS B [fiana3oHi Big
npubnusHo 0,03 pgo npubnmnsHo 0,05 3abesnevye BeENUKY LUBWAKICTb peakuii Ta BMCOKI BUXOOM
npoaykty. 1,5-giazabiumkno[4.3.0]JHoH-5-eH, 1,8-gia3abiunkno[5.4.0]lyHaeu-7-eH abo ix Cymill MOXyTb
OyTn godaHi B peakuiviHy Cymill ManeHbKMMK nopuisiMy Tak, Wwob WBMAKICTIO peakuii MoxHa 6yno
KepyBaTu, Ta LUBUAKICTb YTBOPEHHSI BOAW B PeaKUiiHii NocyauHi Moxe OyTu NopiBHAHHA 3i LUBMAKICTHO
BMOAnNeHHs BoAW OAUCTUMSALIEI a3e0TPONOM po34YMHHUK/BOAA.

Y cnocobi Cxemu 1b aueToHiTpun, sk OGyno BiOKPMTO, € HAO3BMYAMHO KOPWUCHUM Yy SIKOCTI
anpoOTOHHOMO PO34YMHHMKA B AHOMY Cnocobi. ALETOHITpMN hopMye BOAHMI a3e0Tpon, L0 KUMUTb Npur
76,5°C i ytpumye 16,3 % Boau i 83,7 % aueToHiTpUna 3a Barow, Ta TOMY 34aTHUA LUBUAOKO
nepemiwaTtn BoAy ANCTUNALIEID 3 peakLUinHOT CyMiLlli.

Peakuis cnocoby Cxemu 1b moxe GyTy npoBeaeHa B LLUMPOKOMY Aiana3oHi Temnepartyp. TuMnoso
TemnepaTypa peakuii [OPIBHIOE LoHaNMeHLe npubnmaHo 65 °C. Xo4va peakuis NpogoBXyeTbCS Npu
TeMnepaTypax Hwx4de, LUBMAKOCTI CTalTb MEHLUEe, i a3e0Tponu anpoTOHHUA PO3YMHHUK-BOAA, LLO
Knnnsitb Hwkde 50 °C, TMNOBO MICTSTb BIAHOCHO Marno Boau (Hanpuknag, guxnopmetaH dopmye
aseoTpor, wo Mictutb 1,5 % BOAM), WO CNOBINBbHIOE BUAanNeHHs sBoaun. binblwe TMnoBo TemnepaTtypa
peakuii aopiBHIOE LLoHanMeHLwe npubnuaHo 80 °C i Binblue TMNoBo LoHanMeHwe npubnuaHo 85 °C.
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Xoya BUCOKI TemnepaTtypu nNigBULLYIOTH LUBUAOKICTb peakuii, BOHM MOXYTb TakoX MpuM3BOAMTU [0
NOBIYHNX peakuin, 3HWKYKYM 4YMCTOTY Ta BWXiA NPOAykTy. TOMy TWMNOBO TemnepaTypa peakuil
AOpiBHIOE He OBinblie Hik npubnmaHo 110 °C, Ginbw TMNOBO He Oinble Hik npubnuaHo 100 °C, i
HanbinbLL TMNOBO He Ginble Hix NpnénuaHo 90 °C.

Lo crtocyetbea cnocobie Cxem 1, 1a i 1b, i BMWEONUCaAHOro anbTEPHATMBHOIO Crnocody
ofepxaHHs cnonyk ®opmynu 1 y ix HanWMpWNX BU3HAYeHHSX, Z y Popmynax 1 i 2 aBnse coboto
akynbTaTMBHO 3amiweHun derin, i Q y ®opmynax 1 i 3 aBnsie coboto cdeHin abo 1-HadTaneHin,
KOXXeH chaKynbTaTMBHO 3aMilleHnii. Q | Z € npugaTkamu, Wwo NpsiMo He 6epyTb ydacTb B anbAoNbHiIN
KoHAeHcauii Ta gerigpatauii, 3abesnevytoun cnonykn opmynu 1. PeakuinHi ymoBu gaHux cnocobis €
BiJHOCHO M'SIKUMMU i, TaKUM YMHOM, 3abe3ne4dyioTb LUMPOKMI Aiana3oH haKkynbTaTUBHUX 3aMICHUKIB Y
deHini Ta 1-HadTaneHini. Tinbkn yHKLiOHaNbHOCTI, HaWbINbLL peakuinHO-3a4aTHI A0 TigpOKCUOHUX
OCHOB, € CNPUAHATAMBUMW OO0 TOro, Wwob 6yTn nopyweHnmn. Tomy, BU3HaYEHI 3aMiCHUKN Y dDEHINbHIN
i 1-HadpTaneHinbHIN YacTnHax Q i Z, onucaHi y BapiaHTax 3aincHeHHs (Hanpuknag, 1 - 1G, 2 - 20, A -
A7) i 6yob-ge y OaHOMYy pO3KpWUTTI, BaApTO pO3rnsagaTtv TiNbKW $K iMOCTPaTMBHI, OCKiNbku 06'em
KOPUCHOCTI faHux cnocobiB € BinbLu 3aranbHU.

Y cnocobi gaHoro BMHaxofy, npointoctpoBaHoro B Cxemi 2, cnonyky ®opmynu 2 ogepxytoTb 3
BignoBigHoi cnonykn ®opmMynu 5, konu opMyoTb NMPOMIXKHY CNOMNYKy peakTuBy [piHbsipa (onucaHoro
Ak Popmyna 12), i NoTiM BBOAATL Y peakuito peakTus [piHbApa 3i cnonykoto ®opmynu 6.

Cxema 2
)oJ\
[Mg] 6
7Z-X —— [Z-Mg-X1] E—— (0]
5 12 Z 2

B ogHoMy BapiaHTi 3gilicHeHHs gaHoro cnocoby cnonyky ®opMynu 5 npuBOAsTb Yy KOHTaKT i3
MeTaneBum MarHiem y NPUCYTHOCTI edipHOro posymMHHUKa, Wob ogepxartn peaktms [piHbsapa. Y
KOHTEKCTi JaHOro po3KpuTTSa Ta dhopMynu BuHaxogdy, edipHUA PO3YMHHMK BKMOYae oaHy abo binbLue
OpraHiyHMX Crnonyk, L0 BKMAKYalTb aToMu, BMOpaHi 3 BOAHIO, BYIMEL i KUCHI, i WO MalTb
LWoHanveHwe oauH edipHuin 3B'a3ok (Tobto C-O-C), ane 6e3 iHWOI yHKUiOHaNbHOCTI. 3aranbHi
npuknagn eqgipis BkNoYaloTb gieTunosun edip, TeTparigpodypaH, 1,4-giokcaH i 1,2-gumeTokcieTaH,
ane iHwi edpipw, Taki sk 6ytunaurnim (1,1'-[okcnbic(2,1-eTaHaiinokcmn)]6icbyTaH) Takox 3acTOCOBYHOTb
ONA ofepXaHHs, i 3acTocyBaHHA peakTuBiB [piHbApa. TWUNoBO B AaHOMY BapiaHTi 34iINCHEHHS
edipHMIA PO34YMHHMK BKNtoYae gietunoBun edip abo TeTparigpodypaH. binblwe TMnoBo edipHMn
PO3YMHHUK BKNtovae TeTparigpodpypaH. Konu peaktuB [piHbspa oOepXyloTb, 3aCTOCOBYHOUU
MeTaneBun MarHin, x* y CxeMmi 2 € Takmm xe, 9K X, SKWO He [o[aloTb iHWI aHiOHHI YacTku B
peakuiinHy cymiw. Ons ofepxaHHS peakTuBiB [piHbspa 3 MeTaneBoro MarHilo, Metan 3Haxo4uTbCA
TMNOBO Yy POPMi CTPYXKKM, OLLYPOK abo MopoLLKy, o6 3abe3neunTn BenMKy NroLly noBepxHi peakuii.
TunoBo MeTaneBuW MarHii NMpUBOAATL Yy KOHTakT 3i crnomykowo Popmynu 5 npu TemnepaTypi
LoHariMmeHLwe npubnuaHo 0 °C, Ginble TMNOBO WoHanmeHLwe npubnmsHo 20 °C, i HanbinbLle TUMOBO
LoHariMeHLWwe npubnmaHo 25 °C. TunoBo TemnepaTypa AOpiBHIOE He Binblue Hik npubnmsHo 65 °C,
Binblw TMNOBO He GinbLue Hix NpubnuaHo 40 °C, i HanGinbW TMNOBO He GinbLue Hixx NpnbnnsHo 35 °C.
OckKinbku CTeXioMeTpist BUMarae LoHalMeHLIEe eKBIMOSISIPHOI KiNIbKOCTi MeTarieBoro mMarHito BiqHOCHO
no cnonykn ®opmynu 5 onst NOBHOro NepeTBOPEHHS, MOMSIPHE CNiBBIOHOLEHHSA MeTaneBoro MarHito
40 cnonykn ®opmynu 5 OOpiBHIOE TUNOBO LWOHaNMeHLWe nNpubnmnaHo 1, Ginblw TMNOBO LOHAWMEHLLE
npubnuaHo 1,02 i HambinblW TWUNOBO LWOHaVMeHWwe npubnuaHo 1,05. Xouya Benuki HagnULKK
MEeTaneBoro MarHilo MOXyTb 3acTOCOBYBATWUCH, BOHW [aloTb MepeBarn Ta NigBULLYIOTb TBepAi
3anuuki. TUNoBo MoNSApHe ChiBBIAHOLLEHHS MeTaneBoro MarHito o cnonyku ®opmynu 5 gopiBHoe
He Binblue HiXX NpMbnnsHo 1,2, i Ginbw TUNOBO He BinbLue Hix NpMbnMaHo 1,1.

AnbTepHaTVBHO B iHLIOMY BapiaHTi 34iMCHEHHs AaHoro cnocoby, peakTuB [piHbspa oOepXyoTb
npuvBedEeHHAM Yy KOHTakT crnonykun dopmynu 5 3 ramoreHigom ankinmarnio. [na npvknaga gaHoro
cnocoby cdopmyBaHHA peakTuBiB [piHbapa amB J. L. Leazer i R. Cvetovich, Org. Syn. 2005, 82, 115-
119. TamnoreHig ankinMarHito € TWMNOBO rasioreHiAomM BTOPMHHOIO arkinmarHito, wo € 6Ginblwe
peakuinHO30aTHUM, HiK OCHOBHMI ranoreHig ankinmarHito. TUnoBO ranoreHig ankinmarxio asnde
coboto ranoreHia C;-Cjankinmardito. Cnig 3asHauyuMTu ranoreHig ankinmaruiio, Lo € ranoreHigom
isonponinMarHito, ocobnvMBo xnopuaom isonponinmarHito. Y gaHomy BapiaHTi 3A4IMCHEHHs OaHoro
cnocoby, X' y Cxemi 2 npeacTaBnsie cymill aHioHis, 3a6esnevytoun sk X y cnonyli dopmynu 5, Tak i
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ranoig ranoreHigy ankinmarHito. Hanpuknag, gkwo X € |, a ranoreHig ankinmarHito € Xxmnopvaom
isonponinmartito, Toai X' npeactaensie cymiw Cl i | (wWo € npucyTHIM y BuAi aHioHiB). Y gaHomy
BapiaHTi 34iCHeHHA cnonyky ®opmynu 5 nNpuMBOAATb Y KOHTAKT i3 ranoreHigoMm ankinmarhio B
NPUCYTHOCTI edhipHOro po3ymHHMKa. Tunoso cnonyky ®opmMynu 5 NpMBOAATE Yy KOHTAKT i3 ranoreHigom
ankinmarHito npu Temnepartypi woHarmMeHwe -30 °C, 6inblw TMNOBO wWoHarmMmeHwe -20 °C i HanbinbLu
TUMNOBO LOHaMMeHLwe npubnmnsHo -10 °C. TunoBo TemnepaTtypa AOPIBHIOE He Binblue HiXX NpubnnsHo
40 °C, 6inbw TMNOBO He Ginblue Hixx NpubnmsHo 20 °C, i HandinbLW TMNOBO He Binblue HiXX NPUOIN3HO
10 °C. TvnoBo B OaHOMYy BapiaHTi 34iNCHEHHS, edipHUI PO3YMHHMK BKIOYAE AOieTUNoBUN edip,
TeTparigpodypaH abo ixHo cymill, i Binbl TMNOBO eipHUA PO3YMHHUK BKNOYae TeTparigpodypaH.
Ockinbkn cTexioMeTpid BUMarae LWOHAWMMEHLe €eKBIMONSAPHY KinbKiCTb ranoreHigy ankinmarHito
BigHOCHO A0 crnonyku ®opmynu 5 Ang NOBHOro NEPeTBOPEHHS, MOMsIpHE CMiBBIAHOLLEHHSA ranoreHigy
ankinmarHito go crnonykun ®opmMynu 5 AOPIBHIOE TUMNOBO LOHaVMeHLe npubnuaHo 1, i 6inbw TMNOBO
WwoHanveHwe npubnusHo 1,05. Xoya MOXYyTb 3aCTOCOBYBaTUCA BENWKi HaOMWULLKW ranoreHigy
ankinmarHito, BOHU MOXYTb 3rofOM pearyBaTu 3i cnonykoro dopmynu 6, Takmm YMHOM, NOTPIGHO
Ooinbwe cnonykn ®opmynu 6 i BuxoaMTb Oinblwe nobiyHOro npoaykty. TuNOBO MonsipHe
CMiBBIAHOLWIEHHS1 ranoreHigy ankinmaruito go crnonykn ®opmynu 5 pgopiBHoe He 6Ginblue Hix
npunbnuaHo 1,2, i 6inbLw TMNOBO He Ginble Hix NpudnusHo 1,15. MNMpoTe, MOXYTb BYyTN NOrpibHI BinbLui
KiNbKOCTi ranoreHigy ankinmarHito, o0 KoMNeHCcyBaTh AOMILLKM BOAM B PeaKUiIHOMY PO3YMHHUKY.

Ak pobpe BigoMo B aaHin ranysi TexHiku, peaktuBu [piHbsipa pearylTb AyXKe WBUAOKO 3
PO3YMHHUKaMW, LLIO MICTATb MAPOKCUMbBHI rpynu, BKOYaoynM BoAY, i, TAKUM YMHOM, PO3YMHHUKU ONA
OLEpXaHHSA i 3aCTOCYBaHHA peakTuBiB [pPiHbsipa MOBUHHI MICTUTU HACTINbKKW Mano OOMILIOK BOAM,
HacKinbkn moxHa, To6T1o 6yt 6e3sogHNMK. TakoX, OCKINbKM peakTusm [piHbspa pearyloTb 3 KUCHEM,
peakUiiHi CyMilli NepeBaXXHO 3axMLLal0Tb Bif KMCHIO, HaMpuknag, MOKpuBakTb ra3om a3oTtom abo
aproHom.

[ns obox BapiaHTiB 34INCHEHHS gaHoro cnocoby, i ocobnnBo BapiaHTa 34iNCHEHHS (DOPMYBaHHS
peakTMBy [piHbsipa 3 3acTOCyBaHHAIM ranoreHigy arnkinMmarsio, cnocid Moxe npoBoAUTUCS B
NPUCYTHOCTI apoOMaTU4YHOrO BYrNEBOAHEBOrO PO3YMHHUKA 3 AoJaBaHHAM edipHOro po3duMHHMKA.
Bupas "apomatuyHUin BYrneBOAHWUIA PO3YMHHUK" Y OAHOMY Crnocobi 03Hayae pO3YMHHMK, WO MICTUTb
ogHy abo Oinblle apomMaTUYHWUX BYINEBOAHEBMX CMOMYyK. APOMaTU4Hi BYrNEBOAHI CMOMYKN MICTATb
TiNbKM aTOMW BYINEL Ta BOAHIO, i AN apOMaTUYHOCTI MICTATb LOHaWMeHWe oAHe OeH3onbHe
KinbLe, WO MoXe OyTW 3aMilleHUM BYrNEeBOLHEBMMM YacTUHaMW, TakUMU K ankinbHi rpynu.
ApOMaTuyHi BYrneBOAHEBI PO3YMHHUKM, SK NPaBMO, BKOYaoTh oauH abo Ginblie 6eH3on, Tonyon i
Kcunon (SIKMM TUMOBO € MNPUCYTHIM HAK cymiw i3omepiB). Ockinbku apoMaTuyHi BYrneBOAHEBI
PO3YMHHUKM € BinbLue BUCOKOKUMNAYUMUN, HiXK 3BUYaNHI eipHi pO34YMHHMKK, Taki SK AieTUnoBun eqip i
TeTparigpodypaH, BKMIOYEHHS apoMaTUYHUX BYINEBOAHUX PO3YMHHUKIB Yy peakuiiHy CyMmill, Lo
dopmye peaktuB [piHbApa, noninwye 3anac HagiMHOCTI y BeruMkomMacluTabHOMy BMPOGHULTBI.
YTBOpeHHA peakTusiB [piHbspa, K MpaBuNo, € eK30TEPMIYHUM, | Y BUMNAAKY BTPATM OXONOMXKEHHS Ta
noAanbLUoi BTpaTU HU3bKOKUMNASYOro edipHOro po3YMHHUKA, MPUCYTHICTb Oinbll BUCOKOKUMMASAYOro
apomMaTM4HOro BYINEBOAHEBOrO PO3YMHHUKA 3MEHLWNUTb peakuito. [ns gaHoro crnocoby Tonyon €
Haa3BMYaMHO NepeBaXHUM Yy SKOCTI apOMaTUYHOro BYrNEBOAHEBOro PO3YMHHMKA BHACMIAOK CBOET
HW3bKOI BapTOCTi, BIAHOCHO HU3bKOI TOKCWMYHOCTI, HM3bKOI TOYKM 3amMep3aHHs Ta MOMIPHO BMCOKIN
TOYLi KMMiHHA.

BignosigHo oo gaHoro cnoco®y, peakuinHy cymil, Lo MiCTUTb peakTuB [piHbsapa, copmoBaHum
3i cnonyku ®opmynu 5, NOTiM NPMBOAATL Yy KOHTAKT 3i cnonykoto ®opmynu 6, wob ogepxaty Cnonyky
®opmynu 2. Cnonyky ®opmynu 6 TMNOBO NPMBOAATL Y KOHTAKT i3 pPeaKuiiHOK CYMILLLLIO, WO MICTUTb
peakTuB [piHbApa Npu TemnepaTtypi WoHanmMeHwe npunbnusHo -80 °C, Ginbl TMNOBO LWOHaMMeEHLIE
npnbnusHo -25 °C, i HanWbinbw TMNOBO LOHaMMeHwe npunbnusHo -5 °C. Temnepartypa [OpPiBHIOE
TMNOBO He GinbL HiXX NpmbnuaHo 0 °C. Tunosy cnonyky Popmynu 6 gogaloTb y peakuiiHy Cymill, Lo
MICTUTb peakTuB [piHbsipa B PO3YMHi, i 3aCTOCOBYIOTb HaAnNUWIOK cnonyku dopmynu 6 BiAHOCHO
peaktuBy [piHbsipa, oTpumaHoro 3i cnonyku dopmynu 5. AnbTepHATUBHO, peakLiHa CyMmill, Lo
MiCTUTb peakTuB [piHbaApa, oTpuMaHui 3i cnonykn ®opmynu 5, moxe OyTM godaHa B HaONULLOK
cnonykmu ®opmynn 6. Konu peaktmB [piHbsipa oOAepXylTb 3 METaneBoro MarHio, MonspHe
cniBBigHOLWEHHS cnonyku ®opmynu 6 BiAHOCHO cronyku ®opmynu 5 AOPIBHIOE TUNOBO LLOHAVMEHLLE
npuébnuaHo 1,05 i 6inbWw TMNOBO LOHaMMeHLWwe nNpubnuaHo 1,1, i TMNOBO He Binblue HiK NPUOM3HO
1,3 i 6inbw TMNOBO He GinbLlie Hixk NpubnusHo 1,2. Konn peaktns [piHbsipa 04epXyloTb 3 ranoreHigy
ankinmarHito, KifnbKiCTb ranoreHigy ankinimarHito, Wo 3aCTOCOBYOTh, € BiNlblL BaXXNMBOH, HiXK KINbKICTb
cnonykn ®opmynu 5 BigHOCHO cnonyku dopmMynu 6, TOMy HaANULIOK ranoreHigy ankifiMarHito Moxe
TakoX pearyBatu 3i crnonykoto Popmynu 6. Y gaHoMy BapiaHTi 34iINCHEHHST CMiBBIAHOLIEHHST CMOYKN
dopmynu 6 [0 ranoreHigy ankinmarhiio, WO 3aCTOCOBYKTb, [OOPIBHIOE TUMOBO LLOHAWMEHLUE
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npnbnusHo 1,05 i 6inbw TMNOBO WoOHaMMeHwWwe npnbnusHo 1,1, i TMNOBO He Binblue HiK NPUBM3HO
1,3 i 6inbLWw TMNOBO He BinbLue Hixx NpnbnuaHo 1,2.

PeakuinHy cymiw TunoBo 06pobnstoTb AogaBaHHAM BOASHOI MiHepanbHOI KMCIMOTWU, Takol $IK
XIIOPOBOAHEBA KWUCMOTA, i eKCTparyloTb NPOAYKT Y NMOMIPHO MOMNSIPHUA OpraHiYHUA PO3YMHHMK, IO He
3MilLYETbCA 3 BOAOH, TakMi K aieTunoBun edip, auxrnopmetaH abo Tonyon. 3asBuyan Crnonyky
dopMynu 2 ogepXKyoTb Y CyMillli 3 AOro rigpaTHMM NOXiAHMM i MOro ankinreMi-keTanbHUM NoXiaHuM (3
arnkaHomnbHOro MoGiYHOro MpPoAyKTy, WO dopMyeTbes 3i cnonyku dopmynu 6, konm Y aBnsie coboro
ORll). byab-sika abo obuagi 3 gaHMX NoxigHUX cnonykn GopmMynu 2 MoXxyTb OyTK NErko NepeTBOPEHi
B cnonyky ®opmynu 2 npu obpobneHHi (TO6TO NpuBEAEHHI B KOHTAKT) CUMNBHOK KUCMOTO, TaKO K
opraHiyHa cynboHoBa KUcnoTa, Hanpuknag, n-TonyoncynbOHOBA KWCMNOTa, Yy MPUCYTHOCTI
anpoTOHHOrO OpPraHiYHOro PO3YMHHKKA, | BUAAnNeHH Boau i/abo ankaHony, yTBOPEHOro AMCTURSALIE.
[MepeBaXHO anpPOTOHHUIM OPraHiYHWM PO3YMHHUK € TakMM, WO He 3MilyeTbCs 3 BOAOK. TMNoBO
anpoTOHHWIA OpraHiYHUN  PO3YMHHUK BKIOMAE oAuH abo OGinble pPo3YMHHUKIB, BUOpaHUX 3
BYIMEeBOAHIB, TakMX 9K renTaH abo Tonyon, i ranoreHoBaHWUX BYrNEBOAHIB, TakMX 9K 1,2-ANXNOpEHTaH.
MpoTarom aucTunsuii, peakuiiHy cymilwl y NOCYAWHI TUMOBO HarpiBatoTh LLOHAMMeHLWe 40 NpubnmnsHo
45 °C, 6inbw TUNOBO wWoOHanMeHwe npunbnusHo 80 °C, TunoBo He Ginblie Hix npmnbnusHo 120 °C,
Oinbw TMNOBO He Ginble Hixk NpudnnaHo 110 °C, i GinblWw TMNOBO He Binblue Hix npubnmaHo 100 °C.
PO34nHHKMKN, TakKi K renTaHd, Tonyon i 1,2-anxnopeTaH i iX a3eoTponu 3 BOAOHO i anikaHomnamu, MakoTb
HOpMarbHi TOYKM KMMiHHSA, 3abe3nedytoun gaHi peakuiinHi TemnepaTypu. PO34MHHUKK, Taki sk Tonyon,
Lo POPMYIOTb HU3BKOKUMISYI a3e0TPONM 3 BOAOIO i ankaHonamu, € nepeBaxkHumu. icna BuganeHHs
BOAM W arnkaHonis, AMCTURSALIA MOXe OyTu NpoAoBXeHa AN BMAANEHHS PO3YMHHUKA, | MPO4OBXKEHa
NpW 3HWKEHOMY TUCKY A1 BiJOKPEMIEHHST CNOMNyKu npoaykty dopmynu 2.

Cnoci6 Cxemu 2 € ocobnmneo 3acTocoBHUM, konu X € | (To6To noa), Tomy Le cnpusie ogepxaHHo
cnonyk ®opmynu 2, ge Z aBnse cobol deHinbHe Kinbue, ¢akynbTaTMBHO 3amilleHe Ao 5
3amicHMKamu, BMBpaHMMK He Tinbku 3 F, ankiny, dTopankiny, ankokcu. dTopankokcu, ankinTio i
dTopankinTio, ane Takox Cl i Br, Wwo MoxyTb 0yTh Ginblw npugatHuMu, Wob pearyBaty 3 MeTaneBsnm
MarHiem abo ranoreHigamu ankinmartito, skwo X € Cl abo Br. Xouya peaktmBu [piHbsipa vacTiwe
OfEepXytoTb i3 xrop- abo 6GpomdeHinbHMX cnonyk, noadeHrinsHi cnonykn (To6To X € 1), Sk BUSBNEHO,
[obpe npautooTb Npy YTBOPEHHI peakTuBiB [piHbsApa, i, 6inbw Toro, konn X € |, deHinbHe Kinbue
MOoXe OyTW 3aMillleH M ranoreHamMmm B iHLLIMX MOMOXEHHsIX, 0cOBNMBO B 3- i 5-NoNoXeHHsX (BiOHOCHO
X), Wwo € ocobnmnBo 3aCTOCOBHMM, LLOO popMyBaTH iIHCEKTULMAHI 4,5-AUriapOi30KCa30mbHi COMyKM.

Binomnm € cnocib Cxemu 2, ge X € |, i Z aBnge coboto geHin, 3amileHnin y 3- i 5-NoNoXKeHHAX
BiJHOCHO X 3aMicHMKamu, He3anexHo BubpaHumu 3 Cl, Br i CF;, 0cobnmBo oe oanH 3aMiCHUK SBNS€E
cobot CF3, i iHwmn 3amicHuk aBnsie coboto CF3, Cl abo Br, Ginblie ocobnuBo, Ae oAuH 3aMiCHUK
aBnse cobot CF3, i iHWM 3amicHuK siBnsie coboro Cl abo Br, i Hanbinbw ocobnueo, Ae OAuH 3aMiCHUK
sBnsie coboto CF3, i iHWNn 3amicHuk siensie coboto Cl.

Cronykn ®opmynun 5 i 6 MoxyTb 6yt oTpmmaHi 6e3niydio cnocobis, BiGOMUX y OaHin ranysi
TexHikn. baraTto ki 3 gaHUX CNONyK € BiJOMWMW, i 3HAYHE YUCIIO € KOMEpPLINHO [OCTYMHUM.
Buwesraganui BapiaHT 3giicHeHHs cnocoby Cxemun 2 mictutb y cobi cnonyku ®opmynn 5, ge X
aBnse cobow | (Hanpuknag, 1-xnop-3-noa-5-(tpudTopmeTun)deHson). OaHi cnonykn MoxyTb GyTu
OoTpMMaHi cnocobom, npointocTpoBaHum y Cxemi 3. Y pgaHomy cnocobi cnonyky Popmynu 13
Aia3oTyloTh, WOO ogepxaTu NPOMDKHY CMONyKy coOni Aia3oHito, SKy NOTiM BigHOBMOKTL, LWO6
opepxatu cnonyky dopmynu 5a (to6to Popmynun 5, ge X € ).

Cxema 3

NH, NH,

1. OiasoTyBaHHA
(Ra), ——— (R?),

2. BigHOBREHHs

13 5a

e R? aBnsitoTb coboto 3aMiCHUKM, Taki SIK R?, ik BU3HAYEHO y BapiaHTi 3aincHeHHs 3H.

Y paHomy cnocobi, cnonyky ®opmynn 13 NpMBOASATL Y KOHTaKT i3 HATPit0 HITPUTOM Y NPUCYTHOCTI
MiHepanbHOI KMUCIMOTW, Takoi SK XNOpoBOAHEBa kucrota abo cipyaHa kucnoTta. 3asBuyan Ans
nepeBaXXHUX pesynbTaTiB ABa abo OGinblie MONspHi ekBiBaNeHTW MiHepanbHOI KMcrioTa MOTPibHO
BiJHOCHO uucna Monie cnonykn dopmynu 5a, WO 3aCTOCOBYKTbL Yy peakuii. Peakuito TMMoBO
NpoBOASTbL Yy MPUOATHOMY PO3YMHHMKY, TakoMy $K BOAHA XSOpPOBOAHEBa kucroTa abo outoBa
kncnota. Temnepatypy B gianasoHi Big npubnuaHo -5 go npnbnusHo 5 °C 3a3Buyan 3aCTOCOBYHOTb
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ONna ogepxaHHsa coni AiasoHito. Cinb giasoHito cnonyku ®opmynn 13 NoOTiM NpMBOAATE Y KOHTaKT 3
areHTomMm, Lo BIAHOBMIOE, TakMM SK rinodocdopHa kucrnota abo etaHon, wob 3abe3neuntn cnonyky
dopmynn 5a. Peakuio BigHOBNEHHS 3a3BMYyaln NPoOBOAATb Y TAKOMY X PO3YMHHUKY, SIK 3aCTOCOBYIOTb
AN ogepXaHHs1 coni Aia3oHito nNpu TemnepaTypi Big npubnusHo 5 go npmbnuaHo 20 °C. lMpoaykT
dopmynu 5a Moxe OyTM BigAiNneHUn cTaHO4apTHAMW npoueaypaMu, TakMMK Sk KpucTanisauis,
eKcTpakuia i guctunsuis. JaHun 3aranbHWiA cnocib aia3oTyBaHHSA i BIQHOBMEHHS aHiniHiB € gobpe
BigOMMM, i OyB po3rnsaHyTuiA; AMB., Hanpuknag, N. Kornblum, Org. Reactions 1944, 2, 262-340.

2-xnop-6-nog-4-(tpudptopmeTnn)oeHsonami, 4-xnop-2-noa-6-(tpucdtopmeTtun)beHsonamiH i 2-
xnop-4-noa-6-(tpudptopmeTnn)beH3onamiH € ocobnueo BaxnueuMMmu Sk cnonykn dopmynu 13 anga
ofepxaHHsa 1-xnop-3-noa-5-(tpudptopmetun)beHsony sk cnonykn dopmynu 5a gaHnm cnocobom.

Cnonykn ®opmynu 13 MoxyTb 6yTM OTpuMaHi 3i cnonyk ®opmynu 14 noaysaHHsM, SK NOKa3aHo B
Cxewmi 4.

Cxema 4

NH, NH,

MonysanHs
(Ra), — (R,

14 13

ne R? € 3aMicHUKY, Taki sik R?, sik BUSHAUEHO y BapiaHTi 3aiicHeHHs 3H.

Y paHomy crnocobi cnonyky ®opmynu 14 npuBOAsATbL Y KOHTAKT i3 peareHTOM MOLYBaHHS, TakuM siK
MOHOXNopWA noay, y NpuaaTtHOMY PO34MHHMKY, TakoMy sIK Boga abo ouToBa kucnoTa. ®akynbTaTuBHO
XJIOPOBOAHEBA KUCIOTa MOXe OyTu BKIIOYEHA B peakuiiHy cymill Ans Toro, wo6 nigaBuwwmTy
PO34YMHHICTL cronykn Popmynu 14 i MoHOXnopuay Mogy B peakuiiHoMy cepegoBulli. 3asBuyan
NOTPIOHO TiNbkM MNPUONU3HO OOWH MOMSIPHUIA €eKBiBanNeHT MOHOXNopuay nody, Wob MNOBHICTHO
nepetsoputn cnonyky ®opmynu 14 y cnonyky ®opmynu 13. Benuki MONAPHi HAAIULLKM MOHOXNopuay
nody MOXYTb 3acTOCOBYBaTWUCH, W06 CKOPOTUTM Yac peakuii, ane nigBuLLYIOTb BapTiCTb CMocody.
Peakuis moxe npoBoauTUCA B TemnepaTypHOMY dianas3oHi Big npnbnusHo 0 go npmnbnmsHo 100 °C,
TMNoBo npu TemnepaTypi npubnuaHo 50 °C. [Mpogykt Popmynm 13 moxe 6yTu BiggineHwun
3aranbHONMPURHATMMN cnocobamu, TakMMy siK PinbTpaLis, ekcTpakuis i aucTnnadis.

Ak npointoctpoBaHo B CxeMi 5, cnonyku ®opmynun 13a, WO MICTATb LWOHaANMeHLe OOHY YacTuHY
xnopy abo 6pomy, MOXYTb TakOX OyTW OTpUMaHi Npyv BBEOEHHI B KOHTAKT BiAMOBIAHWX CMOMyK
®opmynu 13 i3 NpugaTHUM areHTOM XropyBaHHA abo GPOMYBaHHS, TakUM K XIOp, XNOPOBOOHEBA
KucnoTta/nepokcna BogHo, abo 6poMoBOAHEBA KUCTOTa/MepOoKCUa, BOAHHO.

Cxema 5
NH, NH,
| N XrnopyBaHHs
Ra — > (Rb)
( )n p
v abo 6pomyBaHHs
13 13a

ae R? € 3aMicHMKaMm, TakuMm sk R2, K BU3HAYEHO Y BapiaHTi 3aincHeHHs 3H;

LwoHanmeHLLe oauH R® siensie coboto Cl (i3 xnopyBaHHs) abo Br (i3 6pomyBaHHS) i iHWIi Nnpvknaam
R® € R® 3amicHuKkamu ®opmynu 13; i p=n + yMcno atomiB xnopy abo Gpomy 3 xnopyBaHHsi abo
OpomyBaHHsS, BigNoBiAHO.

Peakuito npoBogATb y PO3YMHHMKY, Takomy sik Boga abo ouTtoBa KucnoTa. TemnepaTypHun
gdianasoH Moxe Oytm Big 0 go 100 °C 3 TemnepaTypHum pgianaszoHom Mix 25 i 50 °C, wo €
nepeBaxHUM.

B iHwomy acnekTi gaHoro BuHaxody, cnonyku ®opmynu 1, oTpumani crnocobom Cxemu 1, €
3aCTOCOBHUMMW ANsi ogepXaHHs cnonyk dopmynn 7.
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beaniy wnaxisB € MOXIMBAMK ONA ogepxaHHs cnonyk dopmynu 7 3i cnonyk dopmynu 1. B
ogHoMy cnocobi, sk nokasaHo B Cxemi 6, cnonyky ®opmynn 1 npuBoAATb Y KOHTakT i3
rigpoKkcMnamiHOM i OCHoBOW, LWOO ogepxatn 5-(TpudpTopmeTun)-4,5-aurigpoisokcason Crnosmyky
dopmynn 7.

Cxema 6
HONH
F3C ﬁ ? F3C O— N
OcHoBa \
—_—
= Q PO34YUHHMK 7
Z Q

lgpokcunamiH  MoXxe yTBOpHOBaATUCS i3 COMi  MiHEpanbHOI KUCROTWU, Takoi K cynbdart
rigpokcunamiHy abo xnopuva rigpokcunamiHy, npu o6pobui 0OCHOBOK B NpUAATHOMY PO3YMHHUKY, abo
MOXe OyTu oTpumaHuin komepuiHo y Burnagdi 50 % BogHoOro posumHy. Y gaHomy crnocobi nepef
BBEOEHHSIM Yy KOHTakT 3 €HoHom dopmynu 1, rigpokcunamiH abo MOro Cinb MiHepanbHOI KUCMOoTK
TMNOBO MPUBOAATL Yy KOHTaKT i3 OCHOBOW. Konu 3acTocoBylTb Cifb MiHepanbHOi KUCnotu Ta
rigpoKcmMnamiHa, OCHOBY MPUBOAATb Y KOHTAKT Y KiNIbKOCTI BinbLUOI, HiXX KiNbKiCTb, WO HeobxigHa ans
nepeTBOPEHHS TiAPOKCUNAaMIHOBOI COMi  MiHepanbHOi Kucnotu B rigpokcunamiH. OcHoBa He
BUTpaYaeTbCcs B peakuii Cxemn 6, i, K BUSABNSETbCS, Ai€ sK kaTanisatop OaxaHoi wuumknisauii.
[denpoToHyBaHHS rigpokcunamMiHy OCHOBOW nepeq NpuBeAEeHHSIM Y KOHTaKT 3 eHoHom dopmynu 1
HeoOxigHO Ana Toro, Wwob ogepxaTu rapHi BMXOAMW, OCKINbKA Yy BIiACYTHOCTI OCHOBM peakuis
rigpokcuMnamiHy 3 eHoHaMu MoXe faBaTu NPOAYKTW, BiAMiHHI Big cnonyk ®opmynu 1. Takmm 4YnHOM,
Xo4ya 4acto NpubnM3HO OAWH MOMSIPHUIA eKBiBaneHT OCHOBU (Ha Ao4aTok Ao Oyab-sKOi OCHOBM, LUO
3acTOCOBYIOTb AnA Toro, wob nepeTBOPMTW T[iAPOKCUNAMIHOBY Ciflb MiHepanbHOi KWCMOTU B
rigpoKcMnamMiH) 3aCTOCOBYIOTb BiAHOCHO FiAPOKCUIaMiHY, MEHLUe HiK OAMH MONSAPHUN eKkBiBaneHT
OCHOBM MOXe JaBaTu 4ygoBi pesynbTatu. binblie HiX oguH MONApHWIA ekBiBaneHT (Hanpwknag, Ao
NpmbnmM3HO 5 MONAPHUX €eKBiBaneHTiB) OCHOBU BiAHOCHO rigpOKCUIaMiHy MOXHa 3acTOoCOBYBaTW 3a
YMOBW, O HaAnMLIOK OCHOBM He pearye 3 eHoHom ®opmynu 1 abo isokcazonom dopmynm 7.

MoxHa 3acTocoByBaTU MOMSPHUA HAAMMULLIOK Bif OOHOMO [0 TPbOX EKBIiBareHTIB rapoKCUnamiHy
BigHOCHO eHoHy ®opmynu 1. Llo6 3abe3neuntn peHTabenbHICTb, MOBHE i LUBMAKE NEpPeTBOPEHHS
eHoHy ®opmynn 1 y isokcazon Popmynu 7, cnocobom, WO MiAXoAWUTb Afsi BenvMkomacliTabHoro
BUPOOHMUTBA, HaWbINbl MpuMAaTHUM, SIK NPaBUIIO, € CMiBBIOHOLEHHS MK MNPUOAM3HO OAHUM i
Np1GM3HO ABOMA MOMSPHUMW EKBiBaneHTaMu rigpoKcunamiHy BigHOCHO eHoHy dopmynu 1.

MpuaaTHi OCHOBU MOXYTb BKMOYaTKH, ane He 0BMeXylTbCs, ankokcuan fMyKHoro Metany, Taki siK
MeTOoKCKA, HaTpito, kapboHaTu NyXHOro MeTany, Taki sk kapboHaT HaTpito abo kapboHaT Kanito,
riAPOKCMAM NYXHOro meTany, Taki sK rigpokcug HaTtpilo i rgpokcua Kanioo, i opraHivyHi OCHOBW.
lMepeBaXHNMKU opraHiYHMMN OCHOBaMM € aMiHHi OCHOBM, LLO MaloTb LLOHAaWMeHLUEe OAHY napy BiflbHUX
€reKTPOHIB, [OOCTYMHUX AN MPOTOHYBaHHSA, Taki K nipyauvH, TpuetunamiH  abo  N,N-
diisonponinetunamiH. MoxHa 3actocoByBaTu Oinbw cnabki OCHOBW, Taki 9K nipuguH, ane GinbL
CUIbHi OCHOBM, WO e(PEKTUBHO AENPOTOHYIOTh MAPOKCUaMiH, Taki K ankoKCua nyxXHoro metany abo
rigpoKCUMA MyXHOro metany, TMnoBo 3abesneyyloTb kpawi pesynbTatn. Yepes Te, WO Boda €
0CcO6NMMBO 3aCTOCOBHUM PO3YMHHWUKOM ANS OENPOTOHYBaHHS TiAPOKCUMITaMiHY, a TakoX OAepKaHHS
rigpokcunaMiHy 3 MOro coriei, OCHOBW, CYMICHIi 3 BOOOK, € 0co6nvBO 3Hauywwmmu. Mpuknagamm
CUMNBbHUX OCHOB, LLIO € PO3YMHHUMW Ta CYMICHUMU 3 BOAOIO, € rigpoKcuam nyxHoro metany. [ligpokena
HaTpil0 € nepeBaXXHMM BHaCHiAOK TOro, WO BiH € Hegoporum i gobpe npautoe Npu AenpOTOHYBAHHI
riipoKkCcuMnamiHy, TakMM YMHOM YTBOPIOKOYW HATPIEBY Cinb rigpokcunamiHy y BOOHOMY PO3YMHI.
AMNKOKCMAN NYXXHOro MeTany 4acTo 3aCTOCOBYKOTb Y PO34YMHI B HWXKYOMY arnkaHomi, 4acTo arkaHori,
Lo BignoBigae ankokcuagy.

Cnocib Cxemu 6 npoBoAATb Y NPUCYTHOCTI NPUAATHOIO PO3YMHHUKA. [N Hakpalmx pesynbTaTiB
PO3YMHHUK MOBUHHWUA OYyTWM IHEPTHUM OO OCHOBW i FigpOKCUNaMiHy, i MOBUHHWIA OyTn 3gaTHUM
PO34MHATU €HOH Popmynu 1. lNMpuaaTHi OpraHiyHi PO3YMHHUKM BKIOYAKTL CNUPTU, edipy, HITpUnu
abo apomaTuuHi ByrneBoAHi. PO3UMHHMKM, WO 3MIlLYOTLCA 3 BOAON, Taki K CnvMpTu (Hanpuknag,
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MeTaHon, i3onponaHon), ecipn (Hanpuknag, TeTparigpodypaH) abo HiTpunu (Hanpuknag,
aueToHiTpun) gobpe npauloTb 3 MAPOKCUMAHMMU OCHOBaMW NyXHOro metany. Po3umHHuMKM, wWwo €
HeHykneodinbHMMK (Hanpuknag, edipy Ta HiTpunn), Yacto 3abe3neuvyloTb HaWKpalli pesynbTaTu.
OcobnmMBo  KONMM  3aCTOCOBYKOTb  OAWMH  PO3YMHHMK, Oinblle MNepeBaXHWM  PO3YMHHUKOM €
TeTparigpodypaH i aueToHITpu.

AnbTepHaTMBHO MoXe OyTu Ginblw 6GaxaHo NPOBOAUTM peakLuito, 3aCTOCOBYHYM CyMill [BOX
PO3YMHHUKIB, LLO HOPMYETLCS, KONU NPUBOAATL Y KOHTaKT PO3YMH €HOHY Popmynn 1y PO3UUHHUKY,
TakoMy §IK TeTparigpodypaH abo aueToHITpur, 3 PO3YMHOM TrigpOKCUNaMiHy Ta OCHOBW, TaKoi sk
riApOKCMA HaTpito B APYrOMYy PO3UYMHHMKY, LLO Ai€ 9K JOOATKOBUN PO3YMHHUK Y CYMillli PO3YUHHMKIB.
Booa € HaasBM4aiHO 3aCTOCOBHOK $K OOAATKOBUMWA PO3YMHHUK, OCKIMbKWU TiAPOKCUMAMIHOBI COni
MiHepanbHOi KUCNOTU Ta TMJpOKCMAM i OCHOBMW MYXXHOrO MeTany, Taki K rigpokcup HaTtpilo, €
Haa3BMYaNHO PO3YMHHMMUK Yy BOAi. LLIBMaKOMy yTBOPEHHIO rigpoKcunamMiHy 3 MOro coni MiHeparnbHOl
KMCNOTU i nopanblioMy AenpoTOHYBaHHIO TiApPOKCUMMaMiHy CApusie BOAA, SIK PO3YMHHICTb, TaK i
CTabinbHICTb AenpoTOHOBaHWX 4acToK Yy BoAi € ocobnuBo OGaxaHumu. Y BenukomacLitabHomy
BUPOOHMLUTBI PO34YMHK, @ He CYCMeHsii, € nepeBakHMMW, OCKINbKM BOHM nerwe B 00pobui Ta
nepemileHHi y BUpoOHMYOMY YycTaTkyBaHHi. Konn Boga € [o4aTKOBMM  PO3YMHHWUKOM, iHLIWIA
PO3YMHHUK TUMOBO € PO3YMHHUKOM, LLO 3MIllYETbCA 3 BOAOK, TakMM sK TeTparigpodypaH abo
aueToHITpun.

IHWi BMCOKOMONSPHI, MAPOKCUIbHI PO3YMHHUKK, Taki SIK HWXKYi ankaHonw (Hanpwknag, mMeTaHon,
eTaHoI), TakoX € HaA3BMYaWHO 3aCTOCOBHMMW SIK OOAATKOBI PO3YMHHMKW, OCKiNbKM, nodibHo Bogi,
BOHW NErko PO34YMHAIOTb TNAPOKCUNAMIHOBI COMi MiHEepanbHOI KACMAOTH i FMiQPOKCMAN NY>XHOro meTany.
Hwxyi ankaHonu MOXyTb JaBaTu pe3ynbTaTy Kpalli, HX BoAa AK OOLAATKOBUMA PO3YMHHUK, KOMMU iHLWI
PO3YMHHUKM HE € TUMW, Lo 3MIYITbCA 3 BOAOK, Hanpuknag, tpeT-bytunmertunosun edip. Konu
HWXKYMIA ankaHom 3aCTOCOBYHOTb SIK A0AATKOBUA PO3YUHHMK, OCOBNNBO 3 iHLLIMM PO3YUHHUKOM, LLO HE
€ TUM, WO 3MillyeTbCA 3 BOAO, AOAaHa OCHOBA YacTO € arkoKCMAOM MYXXHOro MeTany 3amiCTb
riapoKCMAay NY>XHOro meTany.

lMokM ocHOBa MPUCYTHSA NPU AENPOTOHYBAHHI rigpoKCcunamiHy, rigpokcumnamii, OCHOBa i €HOH
dopmMynu 1 MOXYTb NpPUMBOAUTUCHA B KOHTaKT 6es3nivvto wnsxie y cnocobi Cxemn 6. Hanpuknag,
CyMiLl, odep>XyBaHa 3 rigpoKcunamMiHy N OCHOBM (TUMOBO B PO3YMHHUKY, TaKOMY siK BOoAa), MOXe 6yTu
AofaHa B eHoH Popmynu 1 (TMNOBO B PO34YMHHUMKY, TaKOMy SIK TeTparigpodypaH abo aueToHiTpun).
AnbTepHaTMBHO, ApPOKCUNaMiH i OCHoBa MOXYTb BYTM 04HOYACHO 4OA4AHI OKpeEMO 40 eHOHY Popmynu
1. B iHwomy BapiaHTi 3giNcHeHHsA, eHoH ®opmynu 1 (TUNOBO B PO3YMHHUKY, TakoMy SK
TeTparigpodypaH abo aueToHITpuI) Moxe OyTn JOOAHUA Yy CyMill, OTPUMaHy 3 rigpoKcunamiHy 1
OCHOBM (TWMNOBO B PO3YMHHKKY, TAKOMY SIK Boga). Y AaHOMY NpuKnagi BapiaHTiB 34iNCHEHHA MOXYTb
3aCTOCOBYBATUCA iHLI CMNOSyYEHHS PO3YMHHMKIB, HaMpuknag, MeTaHon 3 TpeT-OyTunmMeTunoBum
edipoM 3amicTb Boam 3 TeTparigpodypaHom abo aueToHITPMIoM.

Cnocié Cxemn 6 MOoxe npoBoauTucs Npu TemnepaTypi peakuii Big npnbnusHo 0 °C go 150 °C,
abo 6inbw nerko Big 20 °C go 40 °C. Mpoaykt ®opmynu 7 BiAOKPEMIIOTL 3BU4ANHUMK crnocobamu,
Lo Bigomi dpaxiBusM AaHOI ranysi TeXHIKK, BKNOYaun eKCTpakLito Ta KpucTanisadito.

Cronykun ®opmynu 7a, 7b i 7c € nigMHOXMHamMK cnonyk ®opmynum 7, WO ¢ 0COOMMBO 3HAYYLLMMK
SK iHCeKTMuMan.

—N
Fc ¢ N\
/N
0
(R2),
\:N

7b
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Fc. § Q
_N
N N
(R?), _
R3
7c Rv

ne RER,RNRiR ¢ Takumu, 9Kk Bu3HadeHo B KopoTkomy onuci BuHaxogy, Oopatky 1 i
BapiaHTax 34iNCHeHHS, i N gopiBHIOE winomy vncny Big 0 go - 5.

Tomy ansa ogepkaHHsa cnonyk dopmynu 7a, 7b i 7¢c 0cobnmBo 3HaYyLLMMK € BapiaHTU 34iINCHEHHS
cnocoby Cxemu 6, nokasaHoro B Cxemi 7, ge cnonyky ®opmynu 1 ogepxytoTs cnocobom Cxemm 1.

Cxema 7
F.C. O—N
F.C
s || HONH, \
Sy
Q OcHoBa Q
PoO34nHHMK (RZ)n
(R3),
1 7d
ne

ABMSAE I H —N
Q | N a6o NN
coboto N NTN 3
~ R \
RS 3 |\
_
o} i N

(TobTo Popmyna 7a)’ (TobTo Popmyna 7b) (To6TO0 Dopmyna 7c)

Cronykn ®opmynn 7 4acto MOXyTb OyTu OoTpumaHi 3 iHWKx cnonyk ®opmynu 7 3a 4ONOMOroH
mogudpikauii 3amicHukis. Hanpuknag, cnonyku ®opmynu 7a MOXyTb ByTW OTpuMaHi 3a JOMOMOro
amiHokapboHinyBaHHA cnonyk ®opmynu 7d 3 BignoBiAHMMM 3aMiLLEHMMW aMiHHUMW CMOMyKamMm
dopmynu 15, gk nokasaHo B Cxemi 8.

Cxema 8
H R*
~ T/
F.C. O—N R®
\ o
- 7a
COras
Br Pd kaTanisatop
(R2),

7d

HaHy peakuito TMNoBO NpoBoAsaTb 3 apunbpomigom dopmynu 7d y NpUCYTHOCTI NanagieBoro
katanizatopa B aTmocdepi CO. lManagieBi katanizaTtopy, IO 3aCTOCOBYKOTb Afst AAHOro crnocoby,
TMMNOBO BKNIOYAKOTL Nanagiv y dopmansHoMy cTyneHi okucneHHs abo 0 (to6to Pd(0)) abo 2 (TobTo
Pd(ll)). LWupoka ©6e3niy TakMx CNONYK i KOMMMEKCIB, WO MICTATb Nanagin, € 3aCTOCOBHUMM $IK
Katanizatopu Ana pgaHoro cnocoby. [puknaguM cnonyk i KOMMMEKciB, WO MICTATb nanagin,
3aCTOCOBHUX 9K KaTtanizatopu B cnocobi Cxemn 8, BkniouvawTs PdCl,(PPhg), (auxnopua
Oic(TpudpenindgocdiH)nanagito(ll)), Pd(PPhs), (TeTpakic(tpudenindocdiH)nanagin(0)), Pd(CsH;0,),
(auetnnauetoHaT nanagio(ll)), Pds(dba); (Tpuc(oubensunupenauetoH)gunanagin(0)) i [1,1'-
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bic(audpeHindocdiHo)dbepoueH]anxnopnanagin(ll). Cnocié Cxemu 8, sk npaBuNo, NPOBOAATL Y PiaKin
dasi Ta ToMy € Oinblie edeKTUBHUM, OCKINbKU nanagieBuii katanisatop NepeBaXXHO Mae rapHy
PO34YMHHICTb Yy piakii doasi. 3aCTOCOBHI PO3YMHHUMKM BKIOYAKOTb, Hanpuknag, edipn, Taki gk 1,2-
AnMeToKcieTaH, amigu, Taki ak N,N-giimeTiinauetamia, i HeranoreHoBaHi apoMaTU4Hi BYrneBOHi, Taki
SIK TONyorn.

Cnocib Cxemun 8 moxe OyTn nmpoBeOeHW y LUMPOKOMY AdianasoHi TemnepaTtyp, Y Mexax Big
npmnbnusHo 25 oo npmdnmsHo 150 °C. Cnig 3a3HaunTy TemnepaTypu Big npmbnmsHo 60 o npubnuaHo
110 °C, wo TMnoBo 3abe3nevytoTb BUCOKY LUBUAKICTb peakuii i BUCOKI BMXOoAM MPOAYKTY. 3arasnbHi
cnocobu Ta npoueaypu amiHokapboHinyBaHHa 3 apunbpomigom i amiHom pgobpe Bigomi B nitepartypi;
amB., Hanpuknag, H. Horino et al., Synthesis 1989, 715; i J. J. Li, G. W. Gribble, editors, Palladium in
Heterocyclic Chemistry: A Guide for the Synthetic Chemist, 2000.

Cnonykn ®opmynu 7d mMoxyTb O6yTu oTpumaHi cnocobom Cxemu 6 3i cnonyk dopmynu 1, wo
ofepxytTb cnocobom Cxemun 1 BigNOBIAHO OO AAHOIO BUHAxXOAy.

Cronykun ®opmynu 7a MOXyTb TakoX BYyTU OTPMMaHi CNony4eHHsIM CNonyku kapboHOBOT KMCOTK
dopmMynu 7e 3 BiANOBIAHO 3aMilLleHOK aMiHHO crnofnykoto Popmynu 15, 9k nokasaHo B Cxemi 9.

Cxema 9

COH

HN(R4)R5 15
7a

Y

(R?),

[daHy peakuito, K npasBuno, NPOBOAATL Y NPUCYTHOCTI AeriApaTyoyoro peareHTy, WO crnony4vae,
Takoro 9K guuumknorekcunkapboaiimia, 1-(3-gumeTnnamiHonponin)-3-etunkapbogiimia, 1-
nponaHdocgOHOBOI KMCNOTW UUKMNIYHUIA aHrigpug abo kapboHingiimigason, y npucyTHOCTI OCHOBW,
Takoi §K TpieTunamiH, nipuauvH, 4-(aMmeTunamiHo) nipuauH abo N,N-giisonponineTunamiH vy
6e3B0AHOMY anpOTOHHOMY PO3YMHHWKY, TakoMy SK AuxnopMmeTraH abo TeTparigpodpypaH npwu
TemnepaTypi TuNoBo Big npnbnmaHo 20 °C go npubnusHo 70 °C.

Cronykn ®opmynu 7e MOXyTb ByTn oTpumaHi cnocobom Cxemu 6 3i cnonyk ®opmynu 1, wo
ogepxyloTb crnocobom Cxemu 1, BiANOBIAHO A0 [aHOrO BWHAxody. ArnbTepHATWBHO, CMOMyKK
dopmynu 7e MmoxyTb ByTn oTpuMaHi rigponizom edipHoi cnonyku ®opmynu 7f, gk nokasaHo B Cxemi
10.

Cxema 10

CO,Réa
lpgponis

cknagHoro edipy

Y

7e

(R?),

ne R*® siBnsie co6oto, Hanpuknag, MeTun abo eTun.
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Y paHomy cnocobi, edip Popmynu 7f nepeTBoploeTbCA Y BIANOBIAHY KapbOHOBY KUCNOTY
dopmynun 7e 3a [OMNOMOrow 3aranbHUX npoueayp, Aobpe BigoMux y AaHin ranysi TexHiku.
Hanpuknag, obpobka metunoBoro abo etunosoro ecipy ®opmynu 7f BogHUM rigpokcuaom niTito B
TeTparigpodypaHi 3 HaCTYNMHUM NiAKUCNEHHSAM Aae BignoBigHy kapboHoBy kucnoty dopmynu 7e.

Cnonykn ®opmynn 7f moxyTb 6yTM oTpumaHi cnocobom Cxemu 6 3i cnonyk ®opmynum 1, wo
ofepXytTb cnocodbom Cxemu 1 BigNoOBIAHO OO AAHOIO BUHAXOAY.

be3s popaTkoBOro YyTouHeHHs1 nepegbavaetbcs, WO daxiBeub Y AaHii ranysi  TexHiKu,
3aCTOCOBYHOUMN MOMEPEAHi ONnc, MOXe BMKOPUCTOBYBATM AaHWA BUHaXxig y MOro noBHOMY 06'emi.
HactynHi MNpuknagn, Takmm YMHOM, NOBUHHI TIyMauMTUCA NULLE SK iNKOCTPaATUBHI, @ He obmexytovi
po3KpUTTA Oyab-akum crnocobom. ETanu B HacTynHux [lpuknagax iniocTpyloTb npoueaypy And
KOXXHOro etarny B NMOBHOMY CUHTETMYHOMY MEPETBOPEHHI, i BUXiOHI PEYOBMHM AONS KOXHOrO etany
MOXYTb OyTM He OOOB'A3KOBO OTpMMaHi OKpPeEMUM MpenapaTMBHUM LUMSAXOM Tiel npoueaypu, Lo
onucaHa B iHwWux lMpuknagax abo Etanax. MNMpoueHTHI BMICTK NpeacTaBneHi 3a Barow, 3a BUHSTKOM
xpomaTtorpadiyHux Cymilen pO3YMHHUKIB abo SAKWO He 3a3HayeHo iHwe. YacTMHM Ta MNpOLEHTHI
BMICTM XpomaTorpadivyHux cyMmillern po34MHHUKIB € 3a 06'eéMOM, SIKLWIO He 3a3HaudeHo iHwe. 1H AMP
CMEeKTp MpeacTaBnseTbC B ppm (MiNbMOHHMX YacTkax) 3CyBYy Big TeTpameTwuricunady; "s" osHadvae
cuHrnet, "d" osHadae oyoner, "t" o3Havae Tpunnet, "q" o3Ha4yae KkBapTeT, "m" o3Havyae MynbTUNNET,
"dd" o3Hauvae oyonet ayonertis, "dt" o3Hauyae oyonet TpunneTiB i "br" o3Ha4ae LWMPOKNIA.

Mpuknag 1

OpepxaHHs meTun-4-[5-(3,5-guxnopderin)-4,5-gurigpo-5-(TpudTopmeTun)-3-isokcasonin]-1-
HadpTaniHkapbokcunaty

Eran A: OpepxaHHa wmeTun-4-[3-(3,5-guxnopdenin)-4,4,4-1pudtop-1-okco-2-6yTeH-1-in]-1-
HadpTaniHkapbokcunary

Cymiw meTtun-4-auetun-1l-HadpraniHkapbokcunarty (5,36 r, 23,4 mmons), 1-(3,5-auxnopdeHin)-
2,2,2-TpudptopeTtaHoHy (5,68 r, 23,4 mmonb), rigpokemay kanbuito (0,172 r, 2,3 mmonsb), N,N-
anvetundopmamigy (16 mn) i TpeT-6yTnnmeTtunosoro edipy (32 mn) nomiwawTb Yy peakuiiHy
nocyauHy, OCHalleHy TepMOMeTpoM. PeakuiiHy cyouHy npuegHyoTb o konoHu Ongepuioy 3
JecAaTbMa Tapifnkamu, BUXig SIKOI KOHOEHCYIOTb | nogatoTb A0 AeKaHTaTopa, NoYaTKOBO 3arnoBHEHOrO
TpeT-OyTunmeTunosum ediipom. Y npunagi niaTpumyloTb aTtmocdepy asoTy. BepxH 4acTuHy
AekaHTaTopa NpuegHyroTh, Wob noBepTaTu KoHAeHcAT 4O N'ATOI Tapinku konoHu Ongepwoy. OaHa
ycTaHoBKa 3abesnevye Te, WO MOKPUM (MICTUTb PO3YMHEHY BoAy) TpeT-OyTunmetwunoBun edip 3
JekaHTaTopa He MoBepTaeTbCA OO0 peakuilHOi NocyauHW. 3nvBanbHU KPaH Yy HWKHIN YacTuHI
OekaHTaTopa A03BONISiE BUOanaTn TpeT-6ytunmeTvnoBun ecdip Ha 4ogaTtok 4O BOAW 3 AekaHTaTopa.
PeakuinHy cymiw HarpiBaloTb gnd guctunauii aseotpony TpeT-6yTunmeTtunosoro edipy/sogum.
Ockinbkn nacTka AekaHTaTopa MICTUTb AOCTATHIO KiNbKiCTb TpeT-OyTunmeTunosoro edipy, wob
PO34YMHUTK YCIHO BOAY, LLIO YTBOPUTBLCA NPU peakLii, KOHAeHCcaT y nacTLi He PO3AiNsSeTbCA Ha Wwapw, Lo
MICTATb MepeBakHO BOAY i NepeBaxHO TpeT-OytunmeTunosun edip. OcCKinbkn peakuinHa cymiw
NnoYaTkoBO MiCTUTb, FOSIOBHUM YMHOM, TPET-OYTUIMETUNOBMI edip, CyMill KUMUTb Npyu TemnepaTypi,
WO He 3Ha4yHO MepeBuLLYE HOpPMarbHy TOYKY KUMiHHA TpeT-OyTunmMeTunoBoro edipy (Hanpuknag,
npubnuaHo 65-70 °C). Peakuis, WO BWHUKAE, NPOOOBXKYETbCA BIQHOCHO MOBIMBLHO MpU  AAHIN
TemnepaTypi, TOMy KOHAEeHCcaT MOCTYNOBO 3MUBAlOTh 3 MAcTKU AekaHTaTtopa, wob Buganutn Tpet-
oytunmeTnnosun edip. OCKINbKM KOHUEHTpauis TpeT-OyTMIIMeTUNoBoro edipy 3MEHLIYETbCA B
peakuinHin cymiwi, Temnepatypa KWNIHHSA Cymiwi nigBuWYeETbCA. TpeT-OyTunmeTunosun edip
BUOAnNSAOTb, CMOPOXHIOYM [OEKaHTaTop, AOKM TemnepaTtypa KWMIHHA peakuinHol Cymili He
nigBuWnTLCA Big npubnuaHo 75 go 80 °C. [nsa niaTpyMyBaHHS 4AHOrO TEMMNEPATYPHOro Aiana3oHy
AofaloTb TpeT-6yTunmeTnnosui edip no HeobxigHOCTi, Wo6b KOMNeHCcyBaTu BTpaTy PO3YMHHMKA 3
npunagy. 3aranbHUM Yac Big NoYaTKy HarpiBaHHS peakuiiHOl CyMmiwi A0 3YMWMHKM AUCTUIAUIT, WO He
BKIOYA€E Mepiog BUMUKAHHA Ha Hid, cknagae npubnmsHo 15 rogmH. MNpoTarom gaHoro nepiogy yacy
AofaloTb AodaTKoBY mopuito rigpokevay kanbuito (1,34 1, 18,1 mMonb), Wwo6 nigBUWMTUN WBUAKICTb
peakuii.

o6 BmnainuT NpoaykT, CyMill OXONOMKYTb A0 KiIMHATHOI TemnepaTypu i inbTpytoTb. 3ibpaHy
TBEPAY PEYOBMHY MPOMMBAOTb TPeT-OyTunmetunosum edpipom (10 mn). Jogatote Bogy (100 mn) i
BOOHWUI Wap MigKUCNATb XMOpPOBOAHEBOI kucrnoTtok. OpraHiyHy dasy npomusaroTb Bogow (100
M), cywaTtb i BUNapoBYyHOTh, W06 ofepxXaTu NpoayKT y BUMMSAI XOBTOI TBepaoi pedosuHu (10,1 T,
95 % Bwxig), wo nnasutbcd npu 91-91,5 °C (micna nepekpucTanisadii 3 rekcaHis). HactynHui cnektp
CTOCYETbCSA NPOAYKTY, NepeKkpmucTanisoBaHOMY 3 reKCaHis.

IY (Hyron) 1723, 1670, 1560, 1280, 1257, 1230, 1186, 1171, 1132, 1098, 1022, 804 cm™.

1H AMP (CDCly) 8,78-8,76 (m, 1H), 8,32-8,30 (m, 1H) 8,02 (d, J=7,6 'y, 1H) 7,65-7,62 (m, 3H),
7,34 (s, 1H), 7,07-7,06 (m, 1H), 6,94 (d, J=1,7 'y, 2H), 4,03 (s, 3H).
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Etan B: OpepxaHHs meTun-4-[5-(3,5-anxnopdeHin)-4,5-gurigpo-5-(tpudropmeTnn)-3-
isokcasonin]-1-HadTaniHkapbokcunaty

MNapokcug Hatpito (50 %, 3,50 r, 43,7 mmonb) gofatoTe A0 PO34YUHY cynbdarty rigpokcunaminy
(1,8 r, 11,0 mmonb) y Bogi (22 mn). Konu cymill oxonomKkyoTe A0 KiMHATHOI TemnepaTtypu, NopLito
cymiwi (-50 %) poparTb MO Kpanmnsx NpoTAroM 4 xBUNuH Ao metun-4-[3-(3,5-anxnopdeHin)-4,4,4-
TpnudTOp-1-0KCO-2-6yTEH-1-iNn]-1-HadTaniHkapbokcunaty (To6to npogykt Etany A) (5,00 r, 11,0
MMonb) y TeTparigpodypaHi (55 mMn) npu kKiMHaTHIn Temnepatypi. Yepe3s 30 xBunvMH [opakoTb
popatkoBy nopuito (-10 %) BogHoi cymiwi. Cymiw nepemiwyioTe gogatkoBo 15 xBunvH. Cymilw
po3aingaTb Mk XnoposogHesow kucroTow (1H, 50 mn) i TpeT-6yTunmetunosum edipom (50 mn).
OpraHiyHy hasy BUNApOBYKOTb, @ OTPUMaHy TBEPAY PEYOBUHY NEPEMILLYIOTb Y rapsayoMy MeTaHoni.
CyMiLL OXonoaKyoTh i PinbTpytoTh, LWOO oaepXxat NPOAYKT y BUrnsAgi 6inoi teepaoi pedosuHu (4,50
r, 87 %), wo nnaesutbcs npu 137,3-138 °C (nicns nepekpucTanisadii 3 metaHony). HactynHum cnektp
CTOCYETbCS MPOAYKTY, NepekpncTanizoBaHoOMy 3 METAHOIY.

4 (Hynon) 1716, 1569, 1518, 1433, 1332, 1309, 1288, 1251, 1192, 1167, 1139, 1114, 1102,
1027, 1006, 910, 867, 855 cm™.

1H AMP (CDCls) 8,89-8,87 (m, 1H), 8,80-8,78 (m, 1H), 8,10 (d, J=7,6 I'u, 1H), 7,69-7,66 (m, 2H),
7,56-7,53 (m, 3H), 7,46 (t, J=2 l'u, 1H), 4,27 (1/2 ABq, J=17 'y, 1H), 4,03 (s, 3H), 3,91 (1/2 ABq, J=17
Mu, 1H).

Mpuknag 2

OpepxaHHs meTun-4-[5-[3,5-6ic(TpudpTtopmeTnn)dpeHin]-4,5-aurigpo-5-(tTpudtopmeTnn)-3-
i3okcasonin]-1-HadTaniHkapbokcunaty

Etan A: OpepxaHHa meTun-4-[3-[3,5-6ic(TpudTopmeTtun)deninl-4,4,4-tpudTop-1-oKkco-2-6yTeH-
1-in]-1-HadTaniHkapbokcunaTy

Cymiw  metun-4-auetun-l-HadptaniHkapbokcunaty (5,36 r, 23,5 wmmonb), 1-[3,5-
Bic(TpudTopmeTun)eHin]-2,2,2-tpudtopetaHoHy (7,28 r, 23,5 mmons), rigpokemay kanbuito (1,40 ,
18,9 mmoneb), N,N-gumeTtundopmamiagy (16 mn) i Tpet-6ytnnmetunosoro edipy (32 mMn) kMn'atatb 3
AOMOMOroK npunagy, Wo MIiCTUTb AECATU TapinkoBy koroHy Ogepluoy i AekaHTaTop, OnNMcaHum y
Mpuknaagi 1, Etany A, ons BuaaneHHs aseoTpony TpeT-OyTtunmeTtunoBoro edipy/Boan. Ockinbku
nactka gekaHTaTtopa MICTUTb AOCTaTHIO KiMbKICTb TPeT-6yTunmeTnnoBoro eqipy, LWod po34ymMHUTK YCio
BOAY, WO YTBOPIETLCA B peakuii, KOHAeHcaT y nacTui He po3dinseTbcs Ha Lwapu, WO MICTATb
nepeBaXxHO BOAY i NepeBaXkHO TpeT-byTunmeTunosui edip. TpeT-OyTunmeTnnosui edip BUAanNawTb,
MOCTYMNOBO CMOPOXKHIOKYM MACTKy AeKkaHTaTopa, OOKW Temnepartypa cyanHu He gocsrHe 85 °C. [Ons
nigTpMMyBaHHs AaHoi Temnepatypu AOAalTb TPeT-OyTUNMeTunoBui edqip, OCKINbKM MOTPIGHO
KOMMEeHCcyBaTn BTpaTy PO34YMHHMKA 3 npunagy. 3aranbHuil Yac Big noyvaTKy HarpiBaHHs peakuinHoi
CyMilli A0 3YMWHKM AUCTUMALIT, WO He BKMYae nepiog BMMUKAHHA Ha Hid, cknagae npubnusHo 10
roguH. lNpotaroMm gaHoro nepiogy Yacy AOAATKOBUW TigpoKCuA Kamnbluilo He ofaloTb Yy peakuinHy
cyMmiLL.

o6 BigokpemunTn NpoOAYKT, CyMill OXONOOXKYHTb OO0 KiMHATHOI Temnepatypu i pinbTpytoThb.
TBepay peyvoBMHY NPOMMBAOTb TPET-OyTUNMETUNOBUM edipoM, i dinbTpaT npomusaoTe Bogow (30
Mn), i po3baBnsTe TpeT-Oytunosum ediipom. Cymill BUMapoBylOTb, WOG opepxaTn NpoayKT Y
Burnsagi xosToi TBepdol peuvoBuHu (12,1 r, 99 %), wo nnasutbca npu 91,5-92 °C (nicns
nepekpucTaniszadii 3 rekcaHiB). HacTynHUM CnekTp CTOCYETbCA MPOAYKTY MepekpucTanizoBaHoMy 3
rekcaHis.

1M (Hynon) 1720, 1685, 1515, 1441, 1405, 1345, 1280, 1261, 1187, 1171, 1147, 1129, 1097,
1024, 899, 856 ane™.

1H AMP (CDCl5) 8,74-8,72 (m, 1H), 8,23-8,21 (m, 1H) 7,99 (d, J=7,3 'y, 1H), 7,67 (d, J=7,6 Iy,
1H), 7,64-7,57 (m, 3H), 7,51 (s, 2H), 7,47 (d, J=1,4 'y, 1H), 4,04 (s, 3H).

Etan B: OpepxaHHsa meTtun 4-[5-[3,5-6ic(TpuddTtopmeTnn)denin]-4,5-aurigpo-5-(TpudtopmeTnn)-
3-i3okcasonin]-1-HadTaniHkapbokcmunat

lppokeung HaTpito (50 %, 1,53 1, 38,2 mmonbk) gogatoTb Ao cynbdaTy rigpokcunaminy (1,57 r, 9,57
Mmonb) y Bogi (18 mn). MNopuito po3unHy (-51 %, -9,8 Mmonb rigpokcunamiHy) AoAarTb NO Kpannax 4o
meTunn(4-[3-[3,5-0ic(TpucTopmeTun)deHin]-4,4,4-TpucpTop-1-okco-2-6yTeH-1-in]-1-
HadTaniHkapbokcunaT)y (Tobto npoaykty Etany A) (5,00 r, 9,61 mmonb) y TeTparigpodypaHi (45 mn).
Micna -45 xBunuH cymiw BUNMBalTb Yy XrnopoBoaHeBy kucnoty (1H, 100 mn) i ekcTparyoTb edipom
(3%80 mn).

OOG'egHaHi opraHidHi eKCTpakTM npomMuBalTh Bogot (80 mn), cywaTb i BUNapoByTb. PeyoBuHYy
NnepeMillytoTb Y rapsiiomMy METaHOSi, MOTIM OXONMOMKYTb A0 KIMHATHOI TeMnepaTypu, 30MpatoTb nNpu
GinbTpauii i cylwaTtb y BakyyMi, W00 ogepxatu NpoaykT y Burnagi 6inoi teepaoi pevosuHn (4,14 r,
80 % Buxig), wo nnasuTtbcsa npu 130-131 °C (micns nepekpwctanisauii 3 metaHony). HacTtynHun
CMEKTP CTOCYETLCHA NPOAYKTY NEPEKPUCTari3oBaHOMY 3 METAHOITY.
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] (Hyl7|0]'|2 1722, 1515, 1437, 1330, 1284, 1208, 1193, 1174, 1128, 1106, 1025, 1009,916, 903,
859, 842 nuB™.

Opepuwoy i gekaHtatop, onucaHun y lMpuknagi 1, Etany A, ons BuganeHHs aseoTpony TpeT-
oytnnmeTunosoro edipy/Boan. Ockinbkn MacTka AekaHTaTopa MICTUTb [OCTaTHIO KiNbKiCTb TpeT-
oyTnunmeTunosoro edipy, Wob6 po34MHUTK YCIO BOAY, LLO YTBOPKETLCS B peakuii, KoHAeHcaT y nacTui
He po34iNsieETbCsl Ha LWapw, WO MICTSITb NEPEBAXHO BOAY | NEPEBAXHO TpeT-OyTunMeTunoBun edip.
TpeT-6yTunmeTunoBun edip BWAANAKTb, MOCTYNOBO CMNOPOXHIOKYM NACTKy [OeKaHTatopa, OOKM
TemnepaTypa cyouHu He gocsirHe 85 °C. [ns nmigTpumyBaHHS AaHOi TeMnepaTypu AodalTb TpeT-
OyTnnmeTnnosui edip, OCKiNbK1 NOTPIOGHO KOMNEHCYBaTK BTpATy PO34MHHMKA 3 Npunagy. 3aranbHui
yac Big no4yaTKy HarpiBaHHS peakuiHOI CyMilli A0 3YNUHKM AUCTUNSUIl, WO He BKMN4Yae nepioa
BUMUKaAHHSA Ha Hid, cknagae npubnusHo 10 roguH. lMpoTarom gaHoro nepiogy Yacy AoaaTkoBum
riApOKCUA KanbLito He OOAl0Th Y peakuiiHy CyMiLll.

o6 BigokpeMuUTU MPOAYKT, CyMill OXONOMAXYHTb [0 KiMHATHOI Temnepatypu i inbTpyloTb.
TBepay pevyoBnHY NpOMMBAIOTL TPET-OyTUNMeTMnoBuM edipom, i inbTpat npomusaoTe Bogow (30
M), i pos3baBnaTe TpeT-Oytunosum ediipom. Cymill BUMapoBylOTb, WOO opepXatu NpoaykT y
BUrMAgi xkoBToi TBepgoi pevoBumHu (12,1 r, 99 %), wo nnaeButecs npu 91,5-92 °C  (nicns
nepekpucTanisadii 3 rekcaHiB). HacTynHUM cnekTp CTOCYETbCA NPOAYKTY MepekpucTanisoBaHoMy 3
reKCcaHiB.

I4 (Hymon) 1720, 1685, 1515, 1441, 1405, 1345, 1280, 1261, 1187, 1171, 1147, 1129, 1097,
1024, 899, 856 ane™.

1H AMP (CDCl5) 8,74-8,72 (m, 1H), 8,23-8,21 (m, 1H) 7,99 (d, J=7,3 I'u, 1H), 7,67 (d, J=7,6 'L,
1H), 7,64-7,57 (m, 3H), 7,51 (s, 2H), 7,47 (d, J=1,4 Ty, 1H), 4,04 (s, 3H).

Etan B: OgepxaHHa metun 4-[5-[3,5-6ic(tpucdtopmeTtun)deHinl-4,5-aurigpo-5-(Tpudtopmetun)-
3-isokcasonin]-1-HadTaniHkapbokcunat

Fgpokeung HaTpito (50 %, 1,53 1, 38,2 mmonb) gogatoTb 40 cynbdaTy rigpokcunamivy (1,57 r, 9,57
MMorb) y Bogi (18 mn). Mopuito po3unHy (-51 %, -9,8 Mmonb rigpokcunamiHy) gogaroTb No Kpanmnsax oo
meTunn(4-[3-[3,5-6ic(TpucTopmeTun)deHin]-4,4,4-TpucpTop-1-okco-2-6yTeH-1-in]-1-
HadTaniHkapbokcunaT)y (TobTo npoaykTy ETany A) (5,00 r, 9,61 mmonb) y TeTparigpodypaHi (45 mn).
Micna -45 xBunuH cymiw BunMBalTb y XropoBoaHeBy kucnoty (1H, 100 mn) i ekcTparyoTb edipom
(3%80 mn).

OG6'eHaHi opraHiyHi ekcTpakTyu npoMmBatoTb Bogot (80 Mn), cywaTtb i BUNapoByTb. PeyoBuHy
nepemilwyloTb y rapssyoMy MeTaHofi, NoTiIM OXONO4XKYH0Tb A0 KIMHaTHOI TemnepaTypw, 36upatoTb npu
dinbTpauii i cywats y Bakyymi, Wo6 ogepxatu NpoaykT y Burnsagi 6inoi TBeppoi pevosuHmn (4,14 ,
80 % Buxig), wo nnasuTtbcsa npu 130-131 °C (nmicns nepekpuctanisauii 3 metaHony). HacTtynHumn
CMEKTP CTOCYETLCHA NPOAYKTY NEPEKPUCTanisoBaHOMy 3 METAHOIY.

] (Hyﬁonz 1722, 1515, 1437, 1330, 1284, 1208, 1193, 1174, 1128, 1106, 1025, 1009,916, 903,
859, 842 nuB™.

1H AMP (CDCl,) 8,89-8,87 (m, 1H), 8,82-8,79 (m, 1H), 8,14-8,09 (m, 3H), 8,0 (s, 1H), 7,70-7,67
(m, 2H), 7,56 (d, J=7,6 'y, 1H), 4,39 (2 ABq, J=17,3 'y, 1H), 4,03 (s, 3H), 3,96 (2 ABq, J=17,6 'L,
1H).

Mpuknag 3

AnbTepHaTMBHe ofepXaHHs meTun-4-[3-(3,5-guxnopdeHin)-4,4,4-1pudTop-1-okco-2-6yTeH-1-in]-
1-HadpTaniHkapbokcunary

PosunH  1-(3,5-guxnopdperin)-2,2,2-tpudptopetaHoHy (1,42 r, 5,84 wmmonb) y N,N-
anvetundopmamigi (5,5 mn) gogatote go rigpugy kansdito (0,280 r, 6,66 mmonb). Po3umH meTtun-4-
auetun-1-HadptaniHkapbokecunarty (1,34 r, 5,88 mmonb) y N,N-gumeTtundopmamigi (5,5 mn) gogatotb
Ao cymiwi. Cymiw HarpiBatoTb Ao 45-50 °C npotsirom 8 roguH. Cymiwl OXONOAXYKTb A0 KiMHATHOI
TemnepaTtypu npoTsarom Houi. [licna gopgatkoBux 4 roguH npu 60 °C, cymiw OXonogxywTb A0
KiMHaTHOI TemnepaTtypu i gogdawTb Mo Kpannsx Ao xnoposoAaHesol kucrnotu (1H, 100 mn). Cymiw
ekcTparyloTe etunauetatom (2x100 mn), i ob'egHaHi ekcTpakTuM cywaTb i BUMNAPOBYHOTb, W06
opepxatu npogykt (2,7 r, 102 % Buxia), wo mictute Hebarato N,N-aumeTtundopmamigy. 1H AMP
CMEeKTP OCHOBHOIO i30Mepy npuBeAeHuUi aani.

1H AMP (CDCls) 8,78-8,75 (m, 1H), 8,33-8,30 (m, 1H), 8,02 (d, J=7,7 I'u, 1H), 7,66-7,61 (m, 3H),
7,34 (s, 1H), 7,07-7,04 (m, 1H), 6,94 (d, J=2 'y, 2H) 4,03 (s, 3H).

Mpuknag 4

OpepxaHHs 2-xnop-6-noa-4-(TpudtopmeTnn)oeH3onamiHy

MoHoxnopwug nogy (17,2 r, 108 MMornb) y XnOpoBOAHEBIN kucnoTi (36 %, 21,4 r) i Boai (35 mn)
godarTb No  Kpannsax [o  2-xnop-4-(tpudptopmetun)deHsonamiHy (20,0 r, 102 wmmonb) Yy
XxnopoBogHeBin kucrnoti (36 %, 20,7 1) i Bogi (140 mn). Cymiw HarpiBatoTe o 50 °C npoTtsirom
3aranom 8 roguH. ligpokeua Hatpito (50 %, 33,5 r, 419 Mmonb) AodatoTb A0 CyMilli Npy KiMHaTHIN
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TemnepaTypi. Cymill ekcTparyioTb gnxnopmeTaHom (2x250 mn), i eKCTpakTu cyllaTb | BUNapoBYIOTh,
wob oaepxatu npogykt y Burnagi onii (31,83 r, 97 % Buxig).

1H AMP (CDCly) 7,78 (s, 1H), 7,5 (s, 1H), 4,87 (br s, 2H).

Mpuknag 5

OpepxaHHs 1-xnop-3-noa-5-(TpudTopmeTnn)oeHsony

2-Xnop-6-noa-4-(tpudptopmetun)deHsonamid (To6to npoaykt Mpuknaay 4) (31,8 r, 98,9 Mmornb)
AoJaloTb OO XNopoBoaHeBoi kucroTtu (36 %, 190 mn) i cymiw HarpiBatoTb o 55-60 °C npotdarom 20
xBUnnH. Cymiw oxonomxytotb go 0 °C. Hitput HaTtpito (13,6 1, 197 mmonb) y Boai (36 mn) gogatoTb
npotsarom 30 xBunuH. Konn gogasaHHA 3aBepLuyoTb CyMill nepemiwyote npu 0-5 °C npotarom 70
xBunuH. inogoccopHy kucnoty (50 %, 36,5 mn, 351 mmons) gogatote no kpannax npu 5-10 °C
npotarom 40 xeBunuH. Konun gogaBaHHA 3aBepLUyoTb CyMill MMMOBINbHO Pi3ko HarpiBaeTbes 4o 35 °C,
i noTim oxonoaxytoTe Ao 10-20 °C. lNicna nepemiwyBaHHa npu 10-20 °C npoTsarom 2 rogvH CymiLu
3anuuarTb Y XOMNoAWNbHUKY Ha Hiy. [loTiM cymiw HarpiBaloTb A0 KiMHATHOI Temnepatypu i
nepemiwytoTe npotsarom 1 roguHn. Cymiw posbasnsawoTe Bogow (400 mn) i ekcTparyioTe edipom
(2x250 mn). O6'egHaHi eKkcTpakTu cylwaTb i BMNApoBYOTb. [AMCTUMIONTE i OAEPXYHOTb MPOOYKT Y
Burnagi onii (19,93 r, 66 % Buxig), Temnepartypa kuniHHA 98-112 °C npwu 2,0 kla.

1H AMP (CDCl3) 7,89 (s, 1H), 7,84 (s, 1H), 7,58 (s, 1H).

Mpuknag 6

OpepxaHHsa 1-[3-xnop-5-(TpudTopmeTun)deHin]-2,2,2-TpnudTopeTaHoHY

Po3umH xnopwuay isonponinmartito (2M, 36,0 mn, 71,8 mMonb) y TeTparigpodypaHi gogatoTb Mo
Kpannsx Ao po3udmHy 1-xnop-3-noa-5-(tpudptopmetnn)deHsony (Tob6to npogykr Mpuknaay 5) (20,0 r,
65,3 mmonb) y TeTparigpodypati (30 mn) npu -5 °C. Cymiw nepemiwytoTb npotarom 1 roamHm npm 0-
5 °C. Metuntpudtopauetat (10,0 r, 78,1 mmonb) gogatwTb MO Kpannsx A0 CyMilli, y TOW 4ac §K
nigTpumytoTb TemnepaTypy 0-5 °C. Konu gogaBaHHS 3aBepLuyloTb CyMill nepemiwyioTb npotsrom 90
XBUWITUH.

XnoposogHeBy kucrnoty (1H, 100 mn) gogatTe no Kpannsx Ao cymiwi npu 0-5°C. Konu
AO[aBaHHS 3aBepLUYOTb, CyMill ekcTparyTb edipom (2x100 mn).

OG'egHaHi ekcTpakTu cywartb i BunapoByloTb. Onito po3unHsaTs y Tonyoni (55 mn) i n-
TonyoncynbdoHoBoi kucrnotu MoHorigpat (0,100 r, 0,525 mmonb) gopatoTe Ao cymiwi. Cymiw
Knn'atate npotarom 30 XBUMNWH | a3e0Tponu BoAa/ToNyor, MeTaHon/Tonyon BUAanstoTb, AUCTUIIOYN
npu atMocdepHOMY TUCKY. OUCTUNAUIIO NPOOOBXKYKTb MPU 3HWXKEHOMY TUCKY, OO ogepxaTu
npoaykT y BurnAgi onii (12,4 r, 69 % suxig). Temnepatypa kuniHHa 93-103 °C npm 6,7 kla.

1H AMP (CDCls) 8,21-8,19 (m, 2H), 7,95 (s, 1H).

Mpuknag 7

OpepxaHHs 4-[5-[3-xnop-5-(TpudpTopmeTnn)eHin]-4,5-gurigpo-5-(tpudropmeTnn)-3-
isokcasonin]-N-[2-okco-2-[(2,2,2-TpucTopeTun)amiHoletnn]-1-HadtaniHkapbokcamigy

Etan A: OgepxaHHsa 4-auetun-1l-HadpTaniHkapboHinxnopuay

TioHinxnopua (35,00 r, 0,29 momnb) AopalTe OO0 po34dMHy 4-auetun-l-HadpTaniHkapGoHOBOT
kncnotu (51,70 r, 0,24 monb) y Tonyoni (350 mn). Cymiw HarpiBatoTb go 90 °C npotdarom 8,5 roguH.
Micna oxonomxeHHs [0 25 °C poO34MHHMK BUOANsOTb MPU 3HWXKEHOMY TUCKY, LWOO ogepxaTu
3a3HayYeHuUin y 3aronoBKy NPOAYKT y BUrnsAdi 6pyaHo-6inoi TBepgoi pevosuHm (55,1 1, 98,7 % Buxia).

IY (Hyion) 1758, 1681, 1515, 1352, 1282, 1245, 1218, 1190, 1117, 1053, 923, 762 cm™.

1H AMP (CDCl): 8,72-8,69 (m, 1H), 8,50 (d, J=7,6 'y, 1H), 8,44-8,41 (m, 1H), 7,82 (d, J=7,9 'Ly,
1H), 7,76-7,65 (m, 2H), 2,77 (s, 3H).

ETan B: OpepxaHHs 4-auetnn-N-[2-okco-2-[(2,2,2-TpudpTOopeTnn)amiHoleTmn]-1-
HadpTaniHkapbokcamigy

PosunH 2-amiHo-N-(2,2,2-Tpudptopetun)auetamigy (21,90 r, 0,14 monb) y 1,2-guxnopneHTtaHi (80
MIT) 4o4atloTb NO Kpannsax npoTarom 15 xBunuH 4o posunHy npoaykty MNpuknagy 7, Etany A (32,50 r,
0,14 monb) y 1,2-guxnopneHTaHi (160 mn) npu TemnepaTtypi Big 25 no 30 °C. OTpumMaHy B pesynbTarTi
CyMill JoaaTKoBO nepemiytoTb npotarom 10 xBunud npu 25 °C. Po3uuH Tpuetunaminy (14,20, 0,14
Monb) y 1,2-guxnopneHTani (80 mn) noTtim gogatoTe NO Kpannax npotarom 44 xsunuH npu 25 °C, i
CymilWl nepemiwyoTb gopatkoBo npoTtdarom 20 xBunuH npu 25 °C. PO34YMHHMK BUOansoTb Mpu
3HWKEHOMY TUCKY, a 3anulloK PO3YMHATL y rapsadomy auetoHitTpuni (50 mn). Cymiw noTim
oxonoakytoTb Ao 25 °C i sBogy (40 mn) gogatoTb no kpannsx. Cymilwl 4OAaTKOBO OXONMOAXYTb A0
0 °C i dpinbTpytoTh. Okpemy TBepAy peyvoBuHY npomuBatoTe Bogot (100 mn) i cywaTtb NPOTArOM HOMi
Yy BaKyyMHi cywwunbHii nedi (npudnmnsHo 16-33 kla npu 50 °C), wob opepxatu 3asHavyeHUn y
3arofnoBKy NpoAyKT y BUrnsai 6pygHo-6inoi tBepaoi pedosunu (37 1, 75 % Buxig), WO NAaBUTbLCHA Npu
169-169 °C.

IY (Hyron) 3303, 3233, 3072, 1698, 1683, 1636, 1572, 1548, 1447, 1279, 1241, 1186, 1159 ams™.
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1H AMP (CD;S(=0)CD3): 8,95 (t, J=5,8 'y, 1H), 8,72 (t, J=6,5 'y, 1H), 8,55 (dd, J=6,5, 2 'y, 1H),
8,37-8,33 (m, 1H), 8,13 (d, J=7,3 'y, 1H), 7,70-7,60 (m, 3H), 4,07-3,95 (m, 4H), 2,75 (s, 3H).

Etan C: OpgepxaHHs 4-[3-[3-xnop-5-(TpudtopmeTun)deHin]-4,4,4-1pudTop-1-0Kkco-2-6yTeH-1-in]-
N-[2-okco-2-[(2,2,2-TpncTopeTnn)amiHoleTnn]-1-HadTaniHkapbokcamigy

Cymiw npoaykty [Mpuknagy 7, Etany B (10,00 r, 28,38 wmwmonb), 1-[3-xnop-5-
(TpndpTOopMeTUN)deEHIN]-2,2,2-TpudTopeTaHoHy (9,00 r, 32,5 mmonb), rigpokcugy kanbuito (1,05 T,
14,2 mmonb), N,N-anmetundgopmamigy (20 mn) i TpeT-6yTnmeTmnoBoro egipy (32 M) nomiwiaroTs y
peakuinHy nocyauHy, OCHALLeHy TepmMoMeTpoMm. PeakuinHy nocyavHy MpUEOHYIOTb OO0 KOJOHM
Onpepluoy 3 gecatbMa Tapinkamu, BUXig 3 sikoi KOHAEHCYIOTh | NogalTb Ha AeKaHTaTop, NOYaTKOBO
3anoBHeHUN TpeT-6yTunmeTtunosum ecbipom. Y npunagi nigTpumyoTb atMmocdepy asoTy. BepxHio
YacTUHY AekaHTaTopa 3'€QHYI0Tb AN NOBepraHHs KoHAeHcaTy A0 N'aToi Tapinku konoHm OngepLuoy.
[dana yctaHoBKka 3abesneyye Te, O MOKPURA (WO YTPUMYE PO3YMHEHY BOAY) TpPeT-OyTUnmMeTunoBui
edip He noBepTaeTbCs i AekaHTaTopa B peakuinHy NOCYAMHY. 3ruBanbHUA KpaH Y HWXKHIA YacTuHI
JekaHTaTopa A03BONsSiE BUAanaTn TpeT-6ytunmetTvnosun edip Ha Aoaatok 4O BOAW 3 AeKaHTaTopa.
PeakuinHy cymiw HarpiBaloTb OO0 OUCTUMIOBAHHS as3eoTpony TpeT-OyTunmeTunoBoro eqipy/Bogi.
Ockinbkn nacTka gekaHTaTopa MICTUTb KiNbKiCTb TpeT-OyTunmeTunoBoro edipy, AocTaTHio, Wob
PO34YMHUTK YCIO BOAY, LLIO YTBOPUTBCS B peakLii, KoHAeHCcaT y NacTui He po3ginseTbCcsa Ha Lwapu, Wo
MICTATb MepeBaXHO BOAY i NepeBaxHO TpeT-OyTunmeTtmnoBun edip. Ockinbkn peakuiiHa cymil
No4YaTKOBO MIiCTUTb FOJIOBHUM YMHOM TPeT-OyTUNMETMNOBUA edip, CyMill KUNUTb Npu Temneparypi,
WO He 3Ha4yHO MepeBuLLYE HOpMarbHy TOYKY KUMiHHA TpPeT-OyTurnmMeTunoBoro edipy (Hanpuknag,
npmbnmaHo 65-70 °C). Peakuid NpoaoBXyeTbCA BiAHOCHO MOBINLHO MPWU AaHin TemnepaTypi, Tak LWwo
KOHAEeHcaT MOCTYNnoBO 3MMBA0Tb 3 NacTku AekaHTaTopa, Wwob Buganvutu TpeT-6ytunmeTnnosni edip.
Ockinbkn  KOHUEHTpauiss TpeT-OyTMnMeTunoBoro edqipy 3MEHLWYETLCA B peakuinHin - cymii,
TemnepaTtypa KuMiHHA peakuifHoi cymiwi nigBuwyetbcs. TpeT-6yTunmeTunosun edip BuAansoTh,
CMOPOXHIOKYM AeKaHTaTop, AOKN TemnepaTypa KUNiHHA peakuinHol Cymili NiaBULLYETbCA NPUBAM3HO
po 85 °C. lWo6 nigtpumyBatn gaHy Temnepartypy, 0oOatoTb TPEeT-OyTMNIMeTunoBuin edip, OCKinbKn
NnoTpibHO KOMMeEHCyBaTW BTpPaTy PO3YMHHMKA 3 Mpunagy. 3aranbHWi 4Yac Bif MoYaTKy HarpiBaHHS
peakuiHOl Cymili OO 3aBepLUEHHS AUCTUAALIT, WO He BKNOYae Nepioq BMMUKAHHA Ha HiY, cKnagae
NpubnmaHo 6 roauH.

Lo6 BuainuTh npoayKT, CyMill OXONMOMKYTb A0 KiMHATHOI TemnepaTypu i MOTiM OO4akTb OO
cymiwi TpeT-byTnnmetunosoro edipy (50 mn) i 1H xnoposogHeBoi kucrnotu (100 mn). OpraHiyny
dasy posginsoTe i rentaH (60 mn) gogatTb no kpannsax. Cymiw GinbTpyloTb, W06 ogepxatu
3a3HadYeHUn y 3arofioBKy NpoaykT y Burmnsgi 6pygHo-6inoi TBepgoi cymiwi isomepis, (14 r, 81 %
BUXia), WO nnaenaTbea npu 174,5-177 °C.

IY (Hyiton) 3294, 1697, 1674, 1641, 1541, 1441, 1364, 1313, 1275, 1246, 1163, 1104 aua™.

1H AMP (CD3S(=0)CD5): (ocHoBHWM i3omep) 8,91 (t, J=6,2 'y, 1H), 8,73 (t, J=6,4 'y, 1H), 8,44-
8,30 (m, 2H), 8,18 (d, J=7,7 l'u, 1H), 7,97-7,61 (m, 7H), 4,06-3,95 (m, 4H).

Etan D: OpepxaHHsa 4-[5-[3-xnop-5-(TpudptopmeTun)deHinl-4,5-gurigpo-5-(TpudptopmeTtun)-3-
isokcasonin]-N-[2-okco-2-[(2,2,2-TpudTopeTun)amiHoletnn]-1-HadptaniHkapbokcamigy

BogHuin rigpokeung HaTtpito (50 %, 3,04 r, 38,0 Mmonb) foAatoTh MO Kpannax 40 PO3UnHY cynbdaty
rinpokcunaminy (1,48 r, 9,02 mmons), Wo nepemiwyeTtbed, y Bodi (28 mn) npu 25 °C. Tlicna Toro sk
JaHe [o[aBaHHA 3aBepluyoTb, npoaykt [lpuknagy 7 Etany C (10,00 r, 16,33 mMmomnb) y
TeTparigpodypaHi (60 mn) gogaTb No kpannsax npotsrom 40 xBunuH. licna 3aBepLueHHs JodaBaHHS
CyMmil nepemiwyoTb gogaTkoso NpoTsaroM 30 XBUMNMH. PO3YMHHWK BUOANAIOTL MPU 3HUKEHOMY TUCKY i
pogatote 1H xnopoBogHeBy kucnoty (100 mn). Cymiw ekctparytotb edipoM (2x100 mn) i o6'egHaHi
€KCTPaKTX CcylwaTb | BMNaptoTb. 3anuvwoKk po3vmHATb B aueToHiTpuni (30 M), oXonomkyTb A0
0°C i ginbTpyloTb, WO6 oaepxaTu 3as3HaAYeHW Yy 3arorfioBKy NPOAykT y Burngagi 6inoi TBeppoi
peyoBuHn (7,84 1, 77 % Buxig), wo nnaButbca npu 107-108,5 °C (nicna nepekpucTanisauii 3
aLeToHITpUny).

IY (Hyron) 3312, 1681, 1642, 1536, 1328, 1304, 1271, 1237, 1173, 1116 cm™.

1H AMP (CD3S(=0)CDs): 8,98 (t, J=5,8 I'u, 1H), 8,82 (d, J=7,4 I'u, 1H), 8,74 (t, J=6,5 'y, 1H),
8,40 (d, J=9,7 'y, 1H), 8,09 (d, J=15,3 'y, 2H), 7,93 (d, J=7,6 Ty, 2H), 7,75-7,04 (m, 3H), 4,63 (s,
2H), 4,07-3,96 (4H, m).

Mpuknag 7A

AnbTepHaTuUBHe OofepKaHHSA 4-[5-[3-xnop-5-(TpucdTopmeTun)deHinl-4,5-gurigpo-5-
(TpudpTOpMETUN)-3-i30KCa3onin]-N-[2-okco-2-[(2,2,2-TpudTopeTun)amiHoleTnn]-1-
HadpTaniHkapbokcamigy

Etan A: OgepxaHHs 4-[3-[3-xnop-5-(TpudtopmeTun)deHinl-4,4,4-tpndTop-1-0Kkco-2-6yTeH-1-in]-
N-[2-okco-2-[(2,2,2-TpncTopeTnn)amiHoleTnn]-1-HadTaniHkapbokcamigy
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Cywmiw 4-auetnn-N-[2-okco-2-[(2,2,2-TpudTopeTnn)amiHoletun]-1-HadpTaniHkapbokcamiay (100,00
r, 267,23 mmons), 1-[3-xnop-5-(TpudptopmeTtun)deHin]-2,2,2-tpuctopetaHoHy (86,92 r, 288,6 mmonb)
i aueTtoHiTpuny (500 mn) nomiwalrTb y peakuiiHy MoCyAuHY, OCHalleHy TepMOMeTpoM. PeakuiiHy
nocyauHy npuedHylTb OO0 koroHn Onpgeplioy 3 gecAtbma Tapinkamu. Y npunagi nigTpumyloTb
aTmocdpepy asoTy. Cymiw HarpiBalTb [0 KWMIHHA MpPOTArOM Takoro 4acy, OOKM Temnepatypa
BEPXHbOI YaCTMHU KONOHU He byae ctaHoBuTu 82 °C. KapboHat kanito JogatoTb peakuiiHOi CyMilli
nopuisimMun Tak, Wwob KOHTpOsoBaTK WBMAKICTb peakuii. CnovaTtky gogatotb 0,40 r kapboHaTty Kanito,
noTiMm nocnigoBHo okpemumn 0,1 r gogaBaHHaMmKM 4yepe3d 30, 60, 120 i 180 xsunmH i 0,40 r
poaaBaHHAMM 4vepe3 240 i 300 xBunMH nicns NovaTKoBOro AofaBaHHA kapboHaTy kanito. Nepen
AOAaBaHHAM [0 peakuiiHol cymiwi kapboHaT Kamito CycneHOylTb Y HEBENWKIA - KinbKOCTI
aueToHiTpuny (NpnbnusHo 3 MN aueToHITpMNy 3acTocoBYKOTb, WO6 cycneHaysat 0,40 r KinbKOCTI
KapboHaTty kanito, i NpnbnusHo 2 Mn aueToHITPUIY 3acTOCOBYIOTh, Wo6 cycneHgyBatun 0,1 r KinbKOCTi
kapboHaTy kanito). AseoTpon aueToHiTpuny/Boam (TemnepaTtypa kuniHHa 76,5 °C) 6e3ynuHHO
BMOANSATb 3 BEPXHbOI YACTUHM KOMOHW, SIK TiNbKM BiH YTBOPKETLCA. [licnsa kiHUeBOro aoaaBaHHA
kapboHaTy Kanito cymiw kun'atatb npotarom we 60 xBunuH. licna 3aranbHoro 4acy 6 roavH Big
no4yaTkoBOro AoAaBaHHS kapboHaTy Kanito Oinblue aueToHITPpUNYy BUAANATb AUCTUASLIED, NOKM BCi
265 mn aueToHiTpuny Ta a3eoTpony aueToHiTpuny/Boai He byae BuaaneHo. Cymill 0XonomkyTb A0
25°C i popatoTb go cymiwi Boay (48 mn). Cymiw oxonomxyTs Ao 0 °C npotsrom 30 XBWAWH,
BUTPUMYIOTb MpW AdaHin Temnepatypi npoTarom 60 XBunuH, a noTim QinbTpyoTh. BuaineHy teepay
pPEYOoBUHY NPOMUBAIOTL aLETOHITpMUIIom:Boaoto (96 mn, 26:5 aueToHiTpun: Boaa).

MpoayKT cywaTtb y BaKyyMHilN CylumnnbHiA nedi (npnbnusHo 16-33 kla npu 55 °C) npoTarom Howi,
wob opepxatm NPOAYKT y BUrnsgi 6pyaHo-6inoi tBepgoi pedoBuHu (150,51 r y Burnagi cymiii
isomepi, 92,2 % Buxig).

1H AMP cnekTp OCHOBHOrO i30Mepy € iAEHTUYHMM CMEKTPY peyvoBuHK, OTpMMaHoi B lNMpuknagi 7,
Erani C.

Etan B: OpepxaHHa 4-[5-[3-xnop-5-(TpudtopmeTun)deHinl-4,5-gurigpo-5-(tpudtopmeTtun)-3-
isokcasonin]-N-[2-okco-2-[(2,2,2-TpudTopeTun)amiHoletnn)-1-HadpraniHkapbokcamigy

PosunH rigpokengy Hatpito (15,10 r 50 % BogHoro posunHy, 0,19 mmonb) y BoAi (3aranbHuii ob6car
67,5 Mmn) i po3uuH cynbdarty rigpokcunamivy (7,75 r, 47,3 mmons) y Bogi (3araneHuii o6'em 67,5 mn)
aofarwTb ogHovacHo Ao npoaykty Mpuknagy 7A, Etany A (51,90 r, 81,78 mmonb) y TeTparigpodypaHi
(300 mn) npu 25°C npotarom 75 xBunuH. [licna Toro €K JoJaBaHHA 3aBepLlyloTb, CYMill
nepemiwyioTe gogatkoBo npotarom 180 xBunuH. Cymiw nigkucnsioTe o npubnusHo pH 3
A0AaBaHHAM XITOPOBOAHEBOT KUCMNOTU (KOHLEeHTpoBaHa, npubnusHo 11 r). BogHuii wap suganstoTs, a
OpraHiyHMn Po3YMH, WO 3anuLIMBCH, HarpiBawTb A0 KUMiHHA. AUETOHITpuN godatTb i AUCTURAT
aueToH iTpuny/TeTparigpodypaH y BUAansTb, JOKM TeMnepaTtypa AUCTUNATY He MiABMLLUTLCH OO0
82 °C, ykasyouun, Wo Becb TeTparigpodypaH BunydeHun. Cymiwi Jo3BoNsA0Tb 0xonoHyTn o 25 °C i
aueToHITPUN BUAANATb MPU 3HWXKEHOMY TUCKY. 3anuvoK PO34YMHATb B aueToHiTpuni (200 mn),
oxonogkytoTe Ao 0 °C, i oTpumaHy B pe3ynbTaTi cyMill (inbTpyoTb, WO6 ofgepxaTu 3a3HadeHun y
3aronoBKy NPOAYKT y BUrNAAi 6inoi TBepaoi pevosuHu (43,45 1, 84 % Buxia).

1H AMP cnekTp NpoaykTy € iAEHTUYHUM CNEeKTPy peyvoBuHU, oTpumaHomy B lNMpuknagai 7, Etani D.

Mpuknag 7B

AnbTepHaTuBHe  ofepXaHHa  4-[3-[3-xnop-5-(TpudTopmeTun)deHinl-4,4,4-TpudTop-1-0kco-2-
OyTeH-1-in]-N-[2-okco-2-[(2,2,2-TpudpTopeTun)amiHoleTun]-1-HadTaniHkapbokcamigy

Cymiw 4-auetun-N-[2-okco-2-[(2,2,2-TpudTopeTnn)amiHoleTun]-1-HadTaniHkapbokcamigy (50,00
r, 135,1 mmonb), 1-[3-xnop-5-(TpudTtopmeTnn)deHin]-2,2,2-tpucptopetaHoHy (43,93 r, 145,8 mmonb) i
aueToHiTpuny (250 mn) nomiwalroTe y peakuiHy MOCYAMHY, OCHalleHy TepmomeTpoMm. PeakuinHy
nocyauHy npuedHyoTb A0 koroHn Ongeplioy 3 gecAtbma Tapinkamu. Y npunagi nigTpymyoTb
aTmocdepy asoty. Cymiw HarpiBaloTb [0 KMMiHHS, NPOTArOM Takoro 4acy, AOKW Temnepartypa
BEPXHbOI YaCTUHM KONMOHW He Oyme ctaHoBuTu 82 °C. 1,8-fia3abiunkno[5.4.0lyHaoeu-7-eH (DBU)
JodatTb A0 peakuinHOT cymilli nopuisMmn Ans KOHTPONIO WBMAKOCTI peakuii. CnovaTtky aogattb 0,20
r DBU, notim nocnigoBHo okpemnmu 0,052 r gogasaHHamu Yepes 30, 90, 150 i 210 xsunuH, i 0,20 r
poaaBaHHAMM Yepesd 270 i 330 xBuNuH nicns noyatkoBoro aoaasaHHA DBU. KoxHy okpemy nopLito
DBU po36aBnstoTb aleToH irpu nom (2 mn) nepeq TUM, K AoAaTu 40 peakuiiHoT cyMiwi. AseoTpon
aueToHiTpuny/soam (tTemnepartypa kuniHHa 76,5 °C) 6e3ynuHHO BUAAnsitoTb 3 BEPXHbOI YaCTUHM
KOMOHMU, SK Tinbkn BiH OyB yTBOpeHui. licns kiHueBoro gogasaHHA DBU cymiw kun'aTaTbe NpoTsarom
pogatkoBux 60 xBunuH. lMicns 3aranbHOro 4acy 6 roguH Big NOYaTKOBOro gofdaBaHHA DBU OinbLuy
YacTMHY aueToHITPMNY BMAAnNATb AUCTURSAUiE, AOKM BCi 138 mMn aueToHiTpuny Ta aseoTpony
aueToHiTpuny/soan He Buaanatb. Cymiw oxonomxytoTb 4o 25 °C i go cymiwi gopatoTe Boay (24 mn).
Cymiw oxonogxytotb Ao 0 °C npotarom 30 XBUIMH, BUTPUMYIOTb MPU AaHin TemnepaTtypi NpOoTArom
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60 xBunuH i NOTIM iNbTPYIOTh. BigaineHy TBepay pevyoBnHy NPOMUBAIKOTL aLETOHITPUIIOM:Boao (48
Mmn, 26:5 aueToHiTpun:soaa).

MpoaykT cywaTb y BaKyyMHI CylnnbHiA nedi (npnbnusHo 16-33 klMa npu 55 °C) npotarom Houi,
wob ogepxxaTn NpoAyKT y BUrnsagi 6pyaHo-6inoi Teepaoi pevoBunn (76,0 ry Burnsagi cymiwi isomepis,
92,0 % Buxiag).

1H AMP cnekTp OCHOBHOrO i30Mepy € iAEeHTUYHMM CNEKTPY PeYoBUHKU, oTpuMaHoi B lNpuknagi 7,
Etany C.

Mpuknag 8

OpepxaHH4a MeTun-4-[5-[3-xnop-5-(tpudropmetun)deHin]-4,5-aurigpo-5-(tpudpropmeTnn)-3-
isokcasonin]-1-HadTaniHkapbokcunaty

Etan A: OpepxaHHa wmeTun-4-[3-[3-xnop-5-(tpucptopmetun)derinl-4,4,4-tpudtop-1-okco-2-
oyTteH-1-in]-1-HadpTaniHkapbokcunaTy

Cymiw  metun-4-auetun-1-HadprtaniHkapbokcunaty (7,83 r, 34,3 wmmonb), 1-[3-xnop-5-
(TpudTOopMeETUN)PeHIn]-2,2,2-TpudTopetaHoHy (10,43 r, 37,71 mmons), rigpokemay kanbuito (1,25 T,
16,9 mmonb), N,N-aumeTtundopmamiay (27 mn) i TpeT-6ytunmetunosoro edipy (44 mn) HarpiBaloTb
A0 KuniHHSA. AseoTpon TpeT-OyTunmetunosoro edipy/Boan BuaansitoTb, sik onvcaHo B Mpuknaai 7,
Etan C Ockinbkn nactka gekaHtatopa MICTUTb KiNbKiCTb TPeT-0yTunmeTunoBoro edipy, AocTaTHIo,
Wob po34MHUTM yClo BOAY, YTBOPEHY B peakuii, KOHAEeHCaT Y nacTui He PO34iNseTbCcs Ha wapu, Lo
MICTATb MepeBaXKHO BOAY i MepeBaXHO TpeT-Oytunmetunosun eddip. TpeT-OyTunmetTunosuin edip
BMOAnNATb, NMOCTYNOBO CMOPOXHIOOYM MacTKy AekaHTatopa, OOKM TemrnepaTtypa peakuii He byae
ctaHosuTn 85 °C. o6 nmigTpumyBaTv AaHy Temnepatypy, TpeT-0yTunmeTunosun edip gogawTb no
notpebi Ans KOMNEHCYBaHHS BTPATK PO34YMHHMKA 3 Npunagy. 3aranbHuii Yac Big novaTKy HarpiBaHHS
peakuinHOi CyMmilli 40 3aBepLUEHHS AUCTUNSAUIT AOPIBHIOE NpMBM3HO 4,5 rogmHun.

Cywmiw oxonogxytote go 25 °C i sunusatote y cymiw 0,5H xnoposogHesoi kucnotn (100 mn) i
TpeT-6yTunmetunosoro edipy (50 mn). Cymiw nigKMCRsOTb KOHUEHTPOBAHOK XITOPOBOAHEBOD
KMCMOTOM0 | BUNApIOOTh, @ 3anuvLLIOK KpUCTani3yloTb 3 rekcaHis (40 mn), wob ogepxatn 3a3HayeHun y
3arofoBKy MPOAYKT y BUIMsAAi »KOBTOi TBepAoi peyoBunu (13,24 r, 79 % Buxig), wo nnaesutbcs npu 90-
90,5 °C (nicns nepekpuvcTanisaduii 3 rekcaHiB).

] (|£|y|7|on) 3071, 1721, 1710, 1671, 1516, 1439, 1316, 1280, 1252, 1178, 1129, 1103, 1026, 888,
861 cm™.

1H AMP (CDCly): 8,77-8,73 (m, 1H), 8,28-8,25 (m, 1H), 8,0 (d, J=7,6 'y, 1H), 7,67-7,60 (m, 3H),
7,40 (d, J=1,4 Ty, 1H), 7,32 (s, 1H), 7,23 (s, 1H), 7,20 (s, 1H), 4,02 (s, 3H).

ETan B: OpepxaHHs meTun-4-[5-[3-xnop-5-(tpucptopmetnn)deHin]-4,5-gurigpo-5-
(TpudpTopmeTnn)-3-idokcasonin]-1-HadTaniHkapbokcunaTy

Bognwui rigpokeung HaTtpito (50 %, 2,08 r, 25,5 mmonb) foAaoTb N0 Kpannax 40 POo34MHy cynbdaty
rigpokcunaminy (1,07 r, 6,52 mmons), Wwo nepemiwyetbed, y Boai (20 mn) npu 25 °C. TMicna Toro sk
AaHe godaBaHHA 3aBepLuytoTb, NpoaykT MNpuknagy 8, Etany A (5, 10,27 mmons) y TeTparigpodypaHi
(20 mn) popatotb no kpannax npotarom 40 xBunuH. icna Toro gk gogaBaHHA 3aBepLUyOTb, CYMill
nepemiwyoTe goaatkoBo npotsarom 30 xBunuH. OpradiyHy a3y po3findaTb | gogawTb A0
xnoposoaHeBoi kucnotn (100 mn). Cymiw ekcTparyoTb eTunauetatom (2x20 mn). OpraHiyHun
PO34YMHHUK BUMAPOBYKOTb NP 3HWKEHOMY TUCKY. 3anuLIoK NOBTOPHO PO3YUHAIOTH B OLTOBIA KMCIOTI
(16 mn), a notim HarpiBatoTb fo 100 °C. Boay (2 mn) gofatoTb No Kpannax i Cymill OXONomKyTb A0
50 °C. Cymiw 3aTpaBmoTb HEBEJIMKOK KibKICTIO paHille oTpuMMaHoro wmetun-4-[5-[3-xnop-5-
(TpudpTopmeTun)denin]-4,5-gurigpo-5-(TpudpTopmeTnn)-3-isokcasonin]-1-HadpTaniHkapbokcunaty, a
notim oxonogaxytTe o 25 °C. Bogy (2 mn) popatoTb i cymiw oxonomxkytoTe o 0 °C. Cymiw
QiNbTpyOTb, a TBEPAY PEYOBUHY NPOMMBAKOTL OLITOBOK KMUCroTow:Bogow (8 mn:2 mn). Teepay
PEYOBMHY CyllaTb Y BaKyyMHiVi CyLLUUIbHIA nedi, wob ogepxaTn 3a3Ha4YeHuin y 3arofioBKy MpoayKT y
Burnsagi 6inoi TBepmoi peyoBumHu (3,91 1, 76 % BuMxig), wo nnaButbca npu 111,5-112 °C (nicns
nepekpucTanisadii 3 aLeToHITpuny).

IY (Hyrion) 1716, 1328, 1306, 1287, 1253, 1242, 1197, 1173, 1137, 1114, 1028, 771 cm™.

'H AMP (CDCl,): 8,90-8,87 (m, 1H), 8,82-8,79 (m, 1H), 8,10 (d, J=7,7 '), 7,87 (s, 1H), 7,81 (s,
1H), 7,72-7,67 (m, 3H) 7,55 (d, J=7,6 'y, 1H), 4,34 (1/2 ABq, J=17,3 'y, 1H),4,03 (s, 3H), 3,93 (1/2
ABq, J=17,3 T'y, 1H).

HactynHi Tabnuui 1-8 igeHTudikytoTb cneundivHi KomOiHaLil peareHTiB, MPOMDKHUX CMOMYK i
NPOAYKTIB, O iMOCTpYHOTb cnocobu gaHoro BuHaxody. [aHi Tabnuui cneumdiyHo po3KpuBaOTb
CMOMyKW, a TaKoX KOHKPETHi TpaHcdopmauii. Y gaHux Tabnuusax: Et o3Havae etun, Me o3Havae
meTun, CN o3Ha4vae uiaHo, Ph o3Havae deHin, Py o3Havae nipuavHin, c-Pr o3Havae yuknonponin, i-Pr
03Ha4ae izonponin, n-Pr o3Ha4yae HopmarnbHWUIA Nponin. s-Bu o3Hauyae BTopuHHMIA GyTUn, t-Bu o3Havae
TpeTuHHU B6yTun, SMe o3Havae metunTio, S(O), o3Havae cynbgoHin, i Thz o3Havae Tiason.
3'eHaHHSA rpyn € CKOPOYEHUMUN NoAIGHUM YnHOM; Hanpuknag, "S(0),Me" o3Hauyae MeTuncynbgoHin.
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Tabnuui 1-6 cTocyoTbea cnocoby Cxemu 1 nepeTBopeHHst cnonyk ®opmynu 2 i 3 Ha BignNoBigHI
cnonykn ®opmynu 1. laHa TpaHcdopmaLig, 9K NpuMnyckatoTb, BiAOYBaETLCA Yepes NPOMDKHI CMOMyKu
dopmynn 11.

(0] (0]
F,C o M(OH), FSCQ/U\ MoH),  F3C | |
4 4
/&O + )k > Q| —> \N\JJJJ\ Q

7 H,C Q Z Z

2 3 1 AseoTponHe 1
BUAAnNeHHs
5 BOAM

Y npuknagi TpaHcdopmauin, 3gincHeHux y Tabnumuax 1-6, M aense cobow Ca, i Boay
AVUCTUIMIOITE SK a3eoTpon 3 peakuiiHoi cymiwi, wo mictute N,N-gumetundopmamig gk nonspHui
anpoOTOHHMIN PO3YMHHWK | TpeT-OyTunmMeTunoBun edip $SK anpoTOHHUM PO3YUHHMK, 3OATHUN

10  dopmyBaTU HU3BKOKMMNNAYUA a3e0Tpon 3 BOAOHD.

Tabnuuga 1
RZa
chggﬂioe ; 1 Q siBNsie coboto E
R ~R®
R2c
(0]

Rza sz RZC R5 Rza RZD RZC R5
Cl H cl CH,CH CFs H Cl CH,CH
Cl H CI CH,-i-Pr CF; H Cl CHo-i-Pr
Cl H CI CH,CH,CI CF; H Cl CH,CH,CI
Cl H CI CH,CH,OH CF; H Cl CH,CH,OH
Cl H CI CH(Me)CH,OH CF, H Cl CH(Me)CH,OH
Cl H Cl CH,CH(Me)OH CF, H Cl CH,CH(Me)OH
cl H Cl CH,C(Me),0H CF, H Cl CH,C(Me),0OH
Cl H Cl CH,CH,CH,OH CF; H Cl CH,CH,CH,0OH
cl H Cl CH,C(Me),CH,0H CF, H Cl CH,C(Me),CH,OH
Cl H CI CH,CH,CH(Me)OH CF; H Cl CH,CH,CH(Me)OH
Cl H CI CH,C(=O)N(H)Et CFs H Cl CH,C(=O)N(H)Et
Cl H CI CH,C(=0)N(H)-i-Pr CFs H Cl CH,C(=0)N(H)-i-Pr
cl H Cl CH,C(=O)N(H)CH-i-Pr CF, H ClI CH,C(=O)N(H)CH,-i-Pr
Cl H Cl  CH(Me)C(=O)N(H)CHy-i-Pr CF, H CI  CH(Me)C(=O)N(H)CHa-i-Pr
cl H Cl CH,C(=O)N(H)CH,CH.Cl CF;, H CI  CH,C(=O)N(H)CH,CH.CI
Cl H CI  CHMe)CEONH)CH,CH,Cl | CFs H  Cl CH(Me)C(=O)N(H)CH,CH,CI
Cl H Cl  CH(Me)C(=O)N(H)CH,CH,F | CFs H Cl  CH(Me)C(=0)N(H)CH,CH,F
Cl H CI CH,CF; CF; H Cl CH,CF;
cl H Cl CH,-(2-PY) CF; H ClI CH,-(2-Py)
RZa sz RZC R5 Rza sz RZC R5
cl H cl CH,-(4-Thz) CF;, H cl CH,-(4-Th2)
Cl H <l CH,-c-Pr CF; H Cl CH,-c-Pr
Cl H (I CH,CH,SMe CF; H Cl CH,CH,SMe
cl H cl CH(Me)CH,SMe CF, H Cl CH(Me)CH,SMe
cl H c CH,CH,CH,SMe CF, H Cl CH,CH,CH,SMe
cl H < CH,CH,S(=0)Me CF, H Cl CH,CH,S(=0)Me
Cl H cl CH(Me)CH,S(=0)Me CF, H cl CH(Me)CH,S(=0)Me
Cl H Cl CH2CH2CH28(:O)Me CF; H Cl CHchchzs(ZO)Me
Cl H Cl CH2CH28(O)2M€ CF; H Cl CHchzs(O)zMe
Cl H c CH(Me)CH,S(0),Me CF, H cl CH(Me)CH,S(0),Me
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Cl
Cl
Cl
Cl
Cl
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br

Rza
Br
Br
Br
Br
Br
Hi
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br

CF;

CF;

CF;

CF;

CF;

CF;

CF;

CF;

CF;

CF;

CF;

CF;

CF;

CF;
RZa

CF;

CF;

CF;

CF;
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CH2CH2CH28(O)2ME
CH,C(=0)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe
CH,C(=O)N(H)CH,CH,S(0),Me
CH,CH3;

CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(Me)QOH
CH,CH,CH,0OH
CHQC(ME)2CHQOH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=0)N(H)CHa-i-Pr
CH,C(=0)N(H)CH,CH,Cl
CH(Me)C(=0)N(H)CH,CH,Cl
R
CH,CF;
CH,-(2-Py)
CH,-(4-Th2)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH2CH28(:O)Me
CH(Me)CH,S(=0O)Me
CH2CH2CH28(:O)ME
CH2CH25(O)2MG
CH(Me)Cst(O)zMe
CH2CH2CH28(O)2M9
CH,C(=O)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe
CH,C(=0)N(H)CH,CH,S(0),Me
CH,CH
CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(Me)20H
CH,CH,CH,OH
CH,C(Me),CH,0H
CH,CH,CH(Me)OH
CH,C(=0)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=0)N(H)CH,-i-Pr
CH(Me)C(=0)N(H)CH-i-Pr
R

CH(Me)C(=0)N(H)CH,CH,ClI
CH(Me)C(=0)N(H)CH,CH,F
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CF3
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
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CF;
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CF3

R
CF3
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
R2
Cl
Cl
Cl
Cl
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Cl
Cl
Cl
Cl
Cl
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
o
R
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
RZC
Cl
Cl
Cl
Cl

CH2CH2CH28(O)2M9
CH,C(=0)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe
CH,C(=0)N(H)CH,CH,S(0),Me
CH,CH;

CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(ME)20H
CH,CH,CH,0OH
CH2C(Me)2CH20H
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=0)N(H)CH-i-Pr
CH(Me)C(=0)N(H)CHy-i-Pr
CH,C(=0)N(H)CH,CH,Cl
CH(Me)C(=0)N(H)CH,CH,Cl
R
CH,CF;
CH2-(2-Py)
CH,-(4-Thz)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH2CH28(:O)MG
CH(Me)CH,S(=0)Me
CHZCHZCHZS(:O)Me
CHQCHQS(O)zMe
CH(Me)Cst(O)QMe
CH2CH2CH28(O)2MG
CH,C(=0)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe
CH,C(=0)N(H)CH,CH,S(0),Me
CH,CH
CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(Me)20H
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=O)N(H)CHy-i-Pr
R
CH(Me)C(=0)N(H)CH,CH,Cl
CH(Me)C(=0)N(H)CH,CH,F



CF,
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF3

R
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;
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CH,CF;
CH.-(2-Py)
CH,-(4-Th2)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CHQCHQS(O)zMe
CH(Me)CH,S(O),Me
CH2CH2CH28(O)2ME
CH,C(=0)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CF4
CH,C(=0)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CH
CHy-i-Pr
CH,CH,CI
CH,CH,0OH
CH(Me)CH,OH
CH,CH(Me)OH
CHzc(Me)ZOH
CH,CH,CH,0OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
R5
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=0)N(H)CH-i-Pr
CH,C(=O)N(H)CH,CH.Cl
CH(Me)C(=0)N(H)CH,CH,Cl
CH,CF;
CH2-(2-Py)
CH,-(4-Th2)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH2CH28(:O)MG
CH(Me)CH,S(=0)Me
CH2CH2CH28(=O)Me
CH2CH23(O)2ME
CH(ME)Cst(O)zMe
CH,CH,CH,S(0),Me
CH,C(=0)N(H)CH,CF5
CH(Me)C(=O)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CH
CH,-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(Me)2OH

cl
cl
cl
Cl
cl
Cl
Cl
Cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
Cl
Cl
RZa
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
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Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
RZC
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

CH,CF;
CH.-(2-Py)
CH,-(4-Th2)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH2CH28(O)2ME
CH(Me)CH,S(O),Me
CH2CH2CH28(O)2M9
CH,C(=0)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CF4
CH,C(=0)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CH;
CHy-i-Pr
CH,CH,CI
CH,CH,0OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(ME)ZOH
CH,CH,CH,0OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
R5
CH,C(=O)N(H)Et
CH,C(=O)N(H)-iPr
CH,C(=0)N(H)CH-i-Pr
CH(Me)C(=0)N(H)CH-i-Pr
CH,C(=0)N(H)CH,CH,Cl

CH(Me)C(=O)N(H)CH,CH,CI

CH,CF;
CH2-(2-Py)
CH,-(4-Thz)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH2CH28(=O)Me
CH(Me)CH,S(=0)Me
CH2CH2CH28(=O)MG
CH2CH25(O)2Me
CH(Me)Cst(O)zMe
CH,CH,CH,S(0),Me
CH,C(=O)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CF4
CH,C(=0)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CH
CH,-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(Me)20H



CF;
ks
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
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Br

RZC
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
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CH,CH,CH,0OH
CH2C(Me)52CH20H
R

CH,CH,CH(Me)OH
CH,C(=0)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=0)N(H)CH-i-Pr
CH(Me)C(=0)N(H)CH-i-Pr
CH,C(=0)N(H)CH,CH,C|
CH(Me)C(=0)N(H)CH,CH,Cl
CH,C(=0)N(H)CH,CH,F
CH(Me)C(=0)N(H)CH,CH,F
CH,CF;
CH.-(2-Py)
CH,-(4-Th2)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CHZCHZCHZS(:O)MG
CHZCHZS(O)zMe
CH(ME)Cst(O)ZMe
CHchchzs(O)gMe
CH,C(=0)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

Z saiBnse coboto

Rza
Cl
RZa
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Br
Br
Br
Br
Br
Br
Br
Br
Br

py)
5

IIIIIIIIIIIIIIIII;UNI
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Rz2a

R2b

R2c
RZC R5
CI CH3
RZC R5
CI CH2CH3
Cl CHa-i-Pr
Cl n-Pr
Cl i-Pr
Cl s-Bu
Cl t-Bu
Cl (CH,)sCH3
Cl CH,Ph
Br CHs;
Br CH2CH3
Br CHo-i-Pr
Br n-Pr
Br i-Pr
Br s-Bu
Br t-Bu
Br (CH,)sCH3
Br CH,Ph

OCF;
OCF;

OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;

;i Q aBNse coboto

RZa
CF;
RZa
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF3
CF3
CF3
CF3
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R
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

Cl
2c

Py,
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CH,CH,CH,0OH
CH2C(ME)2CH20H
R5
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=O)N(H)CHa-i-Pr
CH,C(=0)N(H)CH,CH,Cl
CH(Me)C(=0)N(H)CH,CH,CI
CH,C(=0)N(H)CH,CH,F
CH(Me)C(=0)N(H)CH,CH,F
CH,CF;
CH.-(2-Py)
CH,-(4-Th2)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH2CH2CH23(:O)M9
CH2CHZS(O)2M9
CH(ME)Cst(O)zMe
CH2CH2CH28(O)2MG
CH,C(=O)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CF4
CH,C(=0)N(H)CH,CH,SMe
CH,C(=0)N(H)CH,CH,S(0),Me

Tabnuuga 2
ORS®
(@]

RZC R5
Cl CHsy
RZC R5
Cl CH,CH,4
Cl CH,-i-Pr
Cl n-Pr
Cl i-Pr
Cl s-Bu
Cl t-Bu
Cl (CH,)sCH35
Cl CH,Ph
CF4 CHs,
CF4 CH,CH;4
CF4 CH,-i-Pr
CF; n-Pr
CF; i-Pr
CF; s-Bu
CF; t-Bu
CF; (CHZ)sCH3
CF; CH,Ph
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CF; H H CHs; Cl Cl Cl CHj;
CF; H H CH,CH; Cl Cl Cl CH,CH;
CF; H H CHo-i-Pr Cl Cl Cl CH,-i-Pr
CF; H H n-Pr Cl Cl Cl n-Pr
CF; H H i-Pr Cl Cl Cl i-Pr
CF; H H s-Bu Cl Cl Cl s-Bu
CF; H H t-Bu Cl Cl Cl t-Bu
CF; H H (CH,)sCH; Cl Cl Cl (CH,)sCHj5
CF; H H CH,Ph Cl Cl Cl CH,Ph
CF; H F CHs; Cl F Cl CHj;
CF; H F CH,CH; Cl F Cl CH,CH;
CF; H F CH,-i-Pr Cl F Cl CHy-i-Pr
CF; H F n-Pr Cl F Cl n-Pr
CF; H F i-Pr Cl F Cl i-Pr
CF; H F s-Bu Cl F Cl s-Bu
RZa R2b RZC R5 RZa RZb RZC RS
CF; H F t-Bu Cl F Cl t-Bu
CF; H F (CH,)sCH4 Cl F Cl (CH5)sCHj5
CF; H F CH,Ph Cl F Cl CH,Ph
CF; H Br CHs; OCF; H Cl CHs
CF; H Br CH,CH; OCF; H Cl CH,CH;
CF; H Br CHy-i-Pr OCF3 H Cl CHy-i-Pr
CF; H Br n-Pr OCF; H Cl n-Pr
CF; H Br i-Pr OCF; H Cl i-Pr
CF; H Br s-Bu OCF; H Cl s-Bu
CF; H Br tBu OCF; H Cl tBu
CF; H Br (CH,)sCH4 OCF; H Cl (CH5)sCHj5
CF; H Br CH,Ph OCF; H Cl CH,Ph
Tabnuusa 3
RZa
Z siBnsie coboto i Q aBnse coboto
R2b
Rz R®
Rza RZb RZC R3 RZa RZb RZC R3
Cl H Cl Cl CF; H Cl Cl
Cl H Cl Br CF; H Cl Br
Cl H cl | CF3 H cl |
Cl H Cl OH CF; H Cl OH
Cl H Cl OMe CF; H Cl OMe
Cl H Cl 0S(0),CF; CF; H Cl 0S(0),CF3
Cl H Cl HITpO CF; H Cl HITpO
Cl H Cl NH, CF; H Cl NH,
Cl H Cl uiaHo CF; H Cl uiaHo
Cl H Cl Me CF; H Cl Me
Cl H Cl CH,CI CF; H Cl CH,CI
Ccl H cl CH*r CF; H Cl CH*r
Cl H Cl CH,OH CF; H Cl CH,OH
Cl H Cl CH,OC(O)Me CF; H Cl CH,OC(O)Me
Rza RZb RZC R3 RZa RZb RZC R3
Cl H Cl CO.H CF; H Cl CO,H
Cl H Cl n-Pr CF; H Cl n-Pr
Br H Br Cl CF; H CF; Cl
Br H Br Br CF; H CF; Br
Br H Br I CF; H CF; I
Br H Br OH CF; H CF; OH
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OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH*r
CH,OH
CH,OC(O)Me
COyH
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
RS
Br
|
OH
OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0OS(0),CF;
HITpO
NH,

Me
CH,CI
CH*r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
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CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
R2a
cl
cl
cl
Cl
cl
cl
cl
Cl
cl
cl
cl
Cl
Cl
Cl
Cl
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
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CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
RZC
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

OMe
0S(0),CF3
HITpO
NH,
LiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
RS
Br
|
OH
OMe
0OS(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0OS(0),CF;
HITpO
NH,

Me
CH,CI
CH*r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
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Tabnuus 4
RZa
Z siBnsie coboto i Q aBnsie coboto N—N
>
R2b R’ |%N
RZC
R2a RZb RZC Rl R3 R2a RZD RZC Rl RS
Cl H Cl CF; H Br H Br CF; H
Cl H Cl CF; Me Br H Br CF; Me
Cl Cl CN CF; CN Br H Br CF; CN
CF; H H CF; H CF; H F CF; H
CF; H Me CF; Me CF; H F CF; Me
CF; H H CF; CN CF; H F CF; CN
CF; H Cl CF; H CF; H CF; CF; H
CF; H Cl CF; Me CF; H CF; CF; Me
CF; H Cl CF; CN CF; H CF; CF; CN
Cl Cl Cl CF; H Cl F Cl CF; H
Cl Cl Cl CF; CN Cl F Cl CF; CN
Cl Cl Cl CF; Me Cl F Cl CF; Me
Cl H Cl CF.CI H Cl H Cl CF,CF,H H
Cl H Cl CF.CI CN Cl H Cl CF,CF,H CN
Cl H Cl CClLF H Cl H Cl CF,CF; H
Cl H Cl CClLF CN Cl H Cl CF,CF; CN
Tabnuusa 5
RZa
Z siBnsie coboto i Q aBnsie coboto N
LD
R2b R N>~
R2C
RZa RZD RZC Rl Rd R2a RZb RZC Rl Rd
Cl H cl CF, H Br H Br CF; H
Cl H Cl CF; Me Br H Br CF; Me
Cl Cl CN CF; CN Br H Br CF; CN
CF; H H CF; H CF; H F CF; H
CF; H Me CF; Me CF; H F CF; Me
RZa RZD RZC Rl RS R2a R2b RZC Rl RS
CF; H H CF, CN CF; H F CF; CN
CF; H Cl CF, H CF; H CF; CF; H
CF; H Cl CF, Me CF; H CF; CF; Me
CF; H Cl CF, CN CF; H CF; CF; CN
Cl Cl Cl CF; H Cl F Cl CF; H
Cl Cl Cl CF; CN Cl F Cl CF; CN
Cl Cl Cl CF; Me Cl F Cl CF; Me
Cl H Cl CF.CI H Cl H Cl CF,CF,H H
Cl H Cl CF.CI CN Cl H Cl CF,CF,H CN
Cl H Cl CClLF H Cl H Cl CF,CF; H
Cl H Cl CClLF CN Cl H Cl CF,CF; CN
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Tabnuusa 6
RZa
NN
Z siBnsie coboto i Q aBnsie coboto N\
R? ~
R2b
RZC
Rv

RZa R2b R2c Rv RS R2a R2b R2c Rv RS

Cl H Cl Br H Br H Br Br H
Cl H Cl Br Me Br H Br Br Me
Cl Cl Cl Br CN Br H Br Br CN

CF; H H Br H CF; H F Br H
CF; H H Br Me CF; H F Br Me
CF; H H Br CN CF; H F Br CN

CF; H Cl Br H CF; H CF; Br H
CF; H Cl Br Me CF; H CF; Br Me
CF; H Cl Br CN CF; H CF; Br CN

Cl Cl Cl Br H Cl F Cl Br H
Cl Cl Cl Br CN Cl F Cl Br CN
Cl Cl Cl Br Me Cl F Cl Br Me

Tabnuui 7-9 ctocytoTbesa cnocoby Cxemun la neperBopeHHs cnonyk Popmynum 2 i 3 Ha BigNOBIAHI
crnonykn ®opmynu 1. [laHa TpaHcdopMaLis, K npunyckaoTb, BiabyBaeTbCa Yepes NPOMiXHI CroMyKu
5  ®opmynu 11.

(M1 )ZCO — T (M"),C

%H BN Ve G M

z AszeoTpornHe 7
2 3 11 BUOanNeHHs
BOOM

Y npuknagi TpaHcdopmauin, 3gincHeHux y Tabnuuyax 7-9, M' aensie coboro K (To6TO OCHOBa
10 aBnsie coboto kapboHaT kanito), i Bogy AUCTUIIOTE SK a3e0Tpon 3 peakuiiHOl CyMilli, WO MICTUTb
aUEeTOHITPUN SIK aNPOTOHHUIA PO3YMHHMK, 34aTHUA (POPMYBaTU HU3BKOKMMNISAYNIA a3e0Tpon 3 BOAOHD.

Tabnuua 7

" ‘
Z aBnsie . H
i Q saBnsie coboto |
coboto
N,
R

R2b

R2e 0
R? R® RZ R® RZ R® RZ® R®
Cl H Cl CH,CHjs CF; H CI CH,CHjs
Cl H Cl CH,-i-Pr CF; H CI CHa-i-Pr
Cl H Cl CH,CH,CI CF; H CI CH,CH,CI
Cl H Cl CH,CH,0OH CF; H CI CH,CH,0OH
Cl H Cl CH(Me)CH,OH CF; H CI CH(Me)CH,OH
Cl H Cl CH,CH(Me)OH CF; H CI CH,CH(Me)OH
Cl H Cl CH,C(Me),OH CF; H CI CH,C(Me),OH
Cl H Cl CH,CH,CH,0OH CF; H CI CH,CH,CH,0OH
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Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
R2a R2b R2c
Cl H ClI
Cl H CI
Cl H Cl
Cl H CI
Cl H CI
Cl H Cl
Cl H Cl
Cl H ClI
Cl H ClI
Cl H ClI
Cl H ClI
Cl H ClI
Cl H Cl
Cl H Cl
Cl H CI
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Rza sz RZC
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br

UA 112324

CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CHy-i-Pr
CH(Me)C(=0)N(H)CHo-i-Pr
CH,C(=O)N(H)CH,CH,ClI
CH(Me)C(=0)N(H)CH,CH,CI
CH,C(=0)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH2CH3
CHz'l(QZS'PY)

CHy-(4-Thz)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CHZCHZCHZS(:O)MG
CHchzs(O)gMe
CH(ME)Cst(O)ZMe
CHZCHZCHZS(O)zMe
CH(Me)C(=0)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CH;
CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(Me)20H
CH,CH,CH,OH
CH2C(Me)2CHon
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=O)N(H)CH-i-Pr
CH,C(=O)N(H)CH,CH,Cl
CH(Me)C(=O)N(H)CH,CH,Cl

R

CH,CF;
CH,-(2-Py)
CH,-(4-Thz)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH2CH28(:O)MG
CH(Me)CH,S(=0)Me
CH2CH2CH28(=O)M6
CH2CH28(O)2M€
CH(Me)Cst(O)zMe
CH2CH2CH28(O)2M8

a7

C2
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py)
&

IITIITITITIITIITIIIITIT

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
b R2c
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
2c

CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;

CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=O)N(H)CH,-i-Pr
CH,C(=0)N(H)CH,CH,CI
CH(Me)C(=0)N(H)CH,CH,CI
CH,C(=0)N(H)CH,CH,F
CH(Me)C(=O)N(H)CH,CH,F
CH2CH3
CHr(2-Py)

CHy-(4-Th)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH2CH2CH23(:O)M9
CH2CH23(O)2Me
CH(ME)Cst(O)zMe
CHZCH2CHZS(O)2M9
CH(Me)C(=0)N(H)CH,CF4
CH,C(=O)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CH
CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,0H
CH,CH(Me)OH
CHQC(Me)on
CH,CH,CH,0OH
CH2C(Me)2CH20H
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=O)N(H)CH-i-Pr
CH,C(=O)N(H)CH,CH,Cl
CH(Me)C(=0)N(H)CH,CH,Cl

R

CH,CF;
CH.-(2-Py)
CH,-(4-Thz)
CHsy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH2CH28(=O)Me
CH(Me)CH,S(=0)Me
CH2CH2CH25(=O)ME
CHchzs(O)zMe
CH(Me)Cst(O)zMe
CH2CH2CH25(O)2MG



Br
Br
Br
Br
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
s
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
%
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3

o

o
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Br
Br
Br
Br

o
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CH,C(=0)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe
CH,C(=O)N(H)CH,CH,S(0),Me
CH,CH;

CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(Me)QOH
CH,CH,CH,0OH
CH2C(Me)2CH20H
CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=0)N(H)CH-i-Pr
R
CH,C(=0)N(H)CH,CH,Cl
CH(Me)C(=0)N(H)CH,CH,Cl
CH,CF;
CH2-(2-Py)
CH,-(4-Th2)
CHy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0O)Me
CH2CH2CH28(:O)ME
CH2CH25(O)2MG
CH(Me)Cst(O)zMe
CH2CH2CH28(O)2M9
CH(Me)C(=0)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CHs
CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(Me)20H
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
R5
CH,C(=O)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=O)N(H)CHy-i-Pr
CH(Me)C(=0)N(H)CH,-i-Pr
CH(Me)C(=0)N(H)CH,CH,ClI
CH(Me)C(=0)N(H)CH,CH,F
CH,CF;

CF;
CF;
CF;
CF;
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
RZa
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
R2a
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
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CF;
CF;
CF;
CF;
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
RZC
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

CH,C(=0)N(H)CH,CF5
CH(Me)C(=O)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe
CH,C(=0)N(H)CH,CH,S(0),Me
CH,CH;

CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(ME)20H
CH,CH,CH,0OH
CH2C(ME)2CH20H
CH,CH,CH(Me)OH
CH,C(=0)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=0)N(H)CH-i-Pr
CH(Me)C(=0)N(H)CH-i-Pr
R
CH,C(=0)N(H)CH,CH,ClI
CH(Me)C(=0)N(H)CH,CH,Cl
CH,CF;
CH.-(2-Py)
CH,-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0O)Me
CH2CH2CH28(:O)M9
CH2CH28(O)2MG
CH(Me)CHQS(O)zMe
CHZCHZCHZS(O)ZMe
CH(Me)C(=0)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe
CH,C(=0)N(H)CH,CH,S(0),Me
CH,CH
CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(Me)20H
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
R5
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=0)N(H)CHa-i-Pr
CH(Me)C(=O)N(H)CH,CH,Cl
CH(Me)C(=0)N(H)CH,CH,F
CH.CF;
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CH,-(2-Py) c o F
CH,-(4-Th2) cF
CHsy-c-Pr Cl F
CH,CH,SMe Cl F
CH(Me)CH,SMe cF
CH,CH,CH,SMe Cl F
CH,CH,S(=0)Me cF
CH(Me)CH,S(=0)Me cF
CH,CH,CH,S(=0)Me cF
CH,CH,S(0),Me cF
CH(Me)CH,S(O),Me cF
CH2CH2CH28(O)2ME Cl F
CH,C(=0)N(H)CH,CF5 cF
CH(Me)C(=0)N(H)CH,CFs cF
CH,C(=0)N(H)CH,CH,SMe cF
CH,C(=O)N(H)CH,CH,S(O),Me | CI F
CH,CH OCF, H
CH,-i-Pr OCF; H
CH,CH,CI OCF; H
CH,CH,OH OCF; H
CH(Me)CH,OH OCF, H
CH,CH(Me)OH OCF, H
CHzc(Me)ZOH 0CF; H
CH,CH,CH,0OH OCF; H
CHzc(Me)52CH20H OC253 |‘2|

R R R
CH,CH,CH(Me)OH OCF; H
CH,C(=O)N(H)Et OCF; H
CH,C(=O)N(H)-i-Pr OCF; H
CH,C(=O)N(H)CH-i-Pr OCF; H
CH(Me)C(=O)N(H)CH,--Pr | OCF, H
CH,C(=O)N(H)CH,CH,Cl OCF, H
CH(Me)C(=0)N(H)CH,CH,CI | OCF; H
CH,CF; OCF; H
CH,-(2-Py) OCF, H
CH,-(4-Th2) OCF; H
CHy-c-Pr OCF; H
CH,CH,SMe OCF; H
CH(Me)CH,SMe OCF; H
CH,CH,CH,SMe OCF; H
CH2CH28(:O)MG OCF; H
CH(Me)CH,S(=0)Me OCF, H
CH2CH2CH28(=O)Me OCF; H
CH2CH23(O)2ME OCF; H
CH(ME)Cst(O)zMe OCF; H
CH2CH2CH28(O)2MG OCF; H
CH,C(=0)N(H)CH,CF5 OCF, H
CH(Me)C(=O)N(H)CH,CFs | OCF; H
CH,C(=O)N(H)CH,CH,SMe | OCF; H
CH,C(=0)N(H)CH,CH,S(O),Me | OCF; H

o

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

CH2-(2-Py)
CHy-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH2CH28(O)2M9
CH(Me)CH,S(O),Me
CH2CH2CH28(O)2ME
CH,C(=0)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CFs
CH,C(=0)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CH
CHo-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CHZC(Me)on
CH,CH,CH,0OH
CH2C(ME)2CH20H
R5

CH,CH,CH(Me)OH
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=O)N(H)CH,-i-Pr
CH,C(=0)N(H)CH,CH,CI

CH(Me)C(=0)N(H)CH,CH,ClI

CH,CF;
CH2-(2-Py)
CH,-(4-Th2)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH2CH25(=O)M8
CH(Me)CH,S(=0O)Me
CH2CH2CH28(=O)MG
CH2CH28(O)2Me
CH(Me)Cst(O)zMe
CH2CH2CH25(O)2MG
CH,C(=O)N(H)CH,CFs
CH(Me)C(=O)N(H)CH,CF5
CH,C(=0)N(H)CH,CH,SMe

CH,C(=0)N(H)CH,CH,S(0),Me



Z aBnisie coboto

R2a

2.0

O000000000O000O
P 3R R R R R R R RS s s rrrrrrrrr00000000
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Py)
5

IITITITIIIITIIIIIT

R2c
Cl
RZC

PITIITITBZDZDOOOOOOOO

SMTMTTMMMIIIIIIIIIY

Py)

M7
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CH;
R5
CH,CH,3
CH,-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH;
CH,CH,3
CH,-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH;
CH,CH;
CHa-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH;
CH,CHs
CHa-i-Pr
n-Pr
i-Pr
s-Bu
R5
t-Bu
(CH,)sCH3
CH,Ph
CHs;
CH,CHj4
CHa-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
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R2a
CF;
RZa
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
R2a
Cl
Cl
Cl
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;

i Q aBnse coboro

Py}
[N)
=3

o
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RZC
Cl
RZC
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
RZC
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

Tabnuugsa 8

OR®

o]
RS
CHs;
RS
CH,CHs3
CHo-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH3
CH,CHs3
CHo-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH3
CH,CH,4
CHay-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH3
CH,CH,4
CHay-i-Pr
n-Pr
i-Pr
s-Bu
R5
t-Bu
(CH,)sCH3
CH,Ph
CH;
CH,CHj4
CHay-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph



Z siBNnsie coboto

RZa RZC
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

000000
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\S)
o
Py,
N
o

Py
5

Cl
Cl
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;

ITIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIIT
PRIIITRIRRIIFIIXITXTOO

IITIIIIIIIIIIIIIIID®

UA 112324 C2

R2a

RZC
RB
Cl
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
LiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
RB
CO,H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH*r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
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i Q aBnse

coboto

R2a
CF;
CF;
CF;
CF,
CF;
CF;
CF;
CF;
CF;
CF;
CF,
CF,
CF,
CFs
R
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

Py,
5

OIITITITITIIITITIIIITITIITI

N
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RZ
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
R
Cl
Cl
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF;

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

Tabnuusa 9

R3
RS
Cl
Br
|
OH
OMe
0OS(0),CF3
HITPO
NH,
LiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
RS
CO,H
n-Pr
Cl
Br
|
OH
OMe
0OS(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
(@
Br
|
OH
OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr



RZa
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;

Py)
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M

w
8T
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Cl
RS
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
LiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr

Cl
R2a
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF3
OCF3
OCF;
OCF;
OCF;
OCF;
OCF;

T
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Cl
RZC
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

Cl
RS
Br
|
OH
OMe
0S(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr

Tabnuui 10-12 cTocytoTbea cnocoby Cxemmu 1b nepertBopeHHs crnonyk ®opmynu 2 i 3 Ha
BignosigHi cnonykn ®opmynu 1. [aHa TpaHcdopmauis, Sk BBaxatoTb, BigbyBaeTbCa yepes npoMiKHI

crnonykun ®opmynum 11.

F.C o)
>§ o 4+ )k
. HC™ Q

2

3

OCHOBa

EE— -

F,C OH O

PN

z

AseoTponHe 7z
11 BUAANEHHS

OCHOBa
_ 3

BOAU

F.C |

Y npuknagi TpaHcdopmadin, 3gincHeHuMx y Tabnuusx 10-12, ocHoBa sBnse coboto 1,8-
dia3zabiumkno[5.4.0lyHaeu-7-eH, i Bogy OUCTUMIOTL SIK a3e0TPOMN 3 peakuiiHOT CyMilli, WO MiCTUTb
10 aUETOHITPUN SIK aNPOTOHHWUIA PO3YMHHMK, 34aTHUA (POPMYBaTU HU3LKOKUMNIAYUIA a3e0Tpon 3 BOAOHD.

Z aBnsie
coboto

RZa R2b

RZC

R2b
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i Q aBnsie coboto

Tabnuua 10



Cl H CI
Cl H CI
Cl H ClI
Cl H ClI
Cl H ClI
Cl H ClI
Cl H ClI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H CI
Cl H ClI
Cl H ClI
Cl H ClI
Cl H ClI
Cl H ClI
Cl H ClI
RZa RZb RZC
Cl H Cl
Cl H Cl
Cl H Cl
Cl H ClI
Cl H ClI
Cl H ClI
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Cl H Cl
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
Br H Br
RZa R2b R2c
Br H Br
Br H Br
Br H Br
Br H Br
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CH,CH;

CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CHzc(Me)on
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=0)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=0)N(H)CHa-i-Pr
CH,C(=0)N(H)CH,CH,ClI
CH(Me)C(=0)N(H)CH,CH,ClI
CH,C(=0)N(H)CH,CH,F
CH(Me)C(=0)N(H)CH,CH,F
CH,CF,
CH,-(2-Py)

RS
CHy-(4-Th2)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CHchQS(O)zMe
CH(Me)Cst(O)zMe
CH2CH2CH25(O)2MG
CH(Me)C(=0)N(H)CH,CF5
CH2C(:O)N(H)CH2CH28ME
CHQC(:O)N(H)CH2CH25(O)2M9
CH,CH
CH,-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(ME)20H
CH,CH,CH,OH
CH2C(ME)2CH20H
CH,C(=0)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=0)N(H)CH,-i-Pr
CH(Me)C(=O)N(H)CH-i-Pr
CH,C(=0)N(H)CH,CH,Cl
CH(Me)C(=O)N(H)CH,CH,ClI
CH,C(=0)N(H)CH,CH,F
R
CH.CF;
CHa-(2-Py)
CHyp-(4-Th2)
CH,-c-Pr
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CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF;

CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
R%
CF3
CF3
CF3
CF3
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Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

RZC
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
CF;
CF;
CF;
CF;
CF,
CF;
CF;
CF;
CF;
CF;
CF;
CF,
CF;
CF;
CF;
CF;
CF;
CF3
RZC
CF3
CF3
CF3
CF3

CH,CHj;

CHy-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CHzc(Me)on
CH,CH,CH,OH
CH,C(Me),CH,OH
CH,CH,CH(Me)OH
CH,C(=0)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=0)N(H)CHa-i-Pr
CH,C(=0)N(H)CH,CH,ClI
CH(Me)C(=0)N(H)CH,CH,CI
CH,C(=0)N(H)CH,CH,F
CH(Me)C(=0)N(H)CH,CH,F
CH,CF,
CHz-(2-Py)

R5
CH,-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CHchzs(O)zMe
CH(Me)Cst(O)QMe
CHZCHZCHZS(O)ZMe
CH(Me)C(=0)N(H)CH,CF
CHQC(:O)N(H)CHz(:HQSMe
CH2C(:O)N(H)CHQCst(O)QMe
CH,CH
CH,-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(Me)20H
CH,CH,CH,OH
CH2C(Me)2CH20H
CH,C(=0)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=0)N(H)CH,-i-Pr
CH(Me)C(=O)N(H)CH-i-Pr
CH,C(=0)N(H)CH,CH,CI
CH(Me)C(=0)N(H)CH,CH,Cl
CH,C(=0)N(H)CH,CH,F
R
CH,CF;
CHa-(2-Py)
CHy-(4-Th2)
CH,-c-Pr



Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;

RZ
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
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CH,CH,SMe CF; H
CH(Me)CH,SMe CF; H
CH,CH,CH,SMe CF; H
CH,CH,S(=0)Me CF, H
CH(Me)CH,S(=0)Me CF, H
CH,CH,CH,S(=0)Me CF, H
CH2CH28(O)2M€ CF; H
CH(Me)CH,S(0),Me CF, H
CH2CH2CH28(O)2ME CF3 H
CH(Me)C(=0)N(H)CH,CF5 CF, H
CH,C(=O)N(H)CH,CH,SMe | CF5 H
CH,C(=0)N(H)CH,CH,S(O),;Me | CF; H
CH,CH; Cl Cl
CH,-i-Pr Cl Cl
CH,CH,CI Cl Cl
CH,CH,OH Cl Cl
CH(Me)CH,OH cl  cl
CH,CH(Me)OH cl  cl
CH,C(Me),OH cl  cl
CH,CH,CH,0OH Cl Cl
CH,CH,CH(Me)OH c
CH,C(=O)N(H)Et cl  cCl
CH,C(=0)N(H)-i-Pr c
CH,C(=O)N(H)CH-i-Pr cl  cl
CH(Me)C(=0)N(H)CHa-i-Pr cl  cl
R5 Rza sz
CH,C(=0)N(H)CH,CH,CI cl cl
CH(Me)C(=0)N(H)CH,CH,CI | Cl  ClI
CH,C(=0)N(H)CH,CH,F cl cl
CH(Me)C(=0)N(H)CH,CH,F cl
CH,CF; Cl Cl
CHo-(2-Py) cl
CH,-(4-Th?) cl
CH,-c-Pr Cl Cl
CH,CH,SMe Cl Cl
CH(Me)CH,SMe cl cl
CH,CH,CH,SMe Cl Cl
CH,CH,S(=0)Me cl cl
CH(Me)CH,S(=0)Me cl cl
CH,CH,CH,S(=0)Me cl cCl
CH2CH28(O)2MG Cl Cl
CH(Me)CH,S(0),Me cl cl
CH2CH2CH23(O)2ME Cl Cl
CH,C(=O)N(H)CH,CF5 cl cl
CH(Me)C(=0)N(H)CH,CF5 cl cl
CH,C(=0)N(H)CH,CH,SMe cl
CH,C(=0)N(H)CH,CH,S(O),Me | CI  Cl
CH,CH cl F
CH,-i-Pr Cl F
CH,CH,CI Cl F
CH,CH,OH Cl F
CH(Me)CH,OH o F
CH,CH(Me)OH cl F
CH,CH,CH,OH Cl F
CH2C(M€)2CH20H Cl F
CH,CH,CH(Me)OH clF
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CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
RZC
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

Cl
Cl
Cl
Cl

Cl
Cl
Cl
Cl

CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me

CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH2CH28(O)2Me
CH(Me)CH,S(0),Me
CH2CH2CH28(O)2ME
CH,C(=0)N(H)CH,CF5
CH(Me)C(=0)N(H)CH,CFs
CH,C(=0)N(H)CH,CH,SMe
CH,C(=0)N(H)CH,CH,S(0),Me
CH,CH;

CH,-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH,C(Me),OH
CH,CH,CH,0OH
CH2C(Me)2CH20H
CH,C(=0)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=0)N(H)CHi-Pr
R

CH,C(=0)N(H)CH,CH,CI
CH(Me)C(=0)N(H)CH,CH,CI
CH,C(=0)N(H)CH,CH,F
CH,CF;
CH-(2-Py)
CHy-(4-Thz)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH2CH28(O)2Me
CH(Me)Cst(O)zMe
CH2CH2CH25(O)2MG
CH(Me)C(=0)N(H)CH,CF5
CH2C(=O)N(H)CH2CH25MG
CH,C(=0)N(H)CH,CH,S(0),Me
CH,CH
CHo-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CHzc(Me)on
CH,CH,CH,0OH
CH2C(Me)ZcH20H



R2
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF;
CF3
CF3
CF3
CF;
CF;
CF;
CF;

CF;
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF;

\S)

R
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R5
CH,C(=0)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH-i-Pr
CH(Me)C(=0)N(H)CHa-i-Pr
CH,C(=O)N(H)CH,CH,Cl
CH(Me)C(=0)N(H)CH,CH,CI
CH,C(=0)N(H)CH,CH,F
CH(Me)C(=0)N(H)CH,CH,F
CH,CF;
CH.-(2-Py)
CHo-(4-Th2)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Mc
CH,CH,CH,S(=0)Me
CHchzs(O)zMe
CH(ME)Cst(O)ZMe
CHchchzs(O)gMe
CH(Me)C(=0)N(H)CH,CFs
CHZC(:O)N(H)CHchZSMe

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CH
CH,-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(Me)on
CH,CH,CH,0OH
CH2C(Me)2CHon
R5
CH,C(=0)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=0)N(H)CH-i-Pr
CH(Me)C(=0)N(H)CHy-i-Pr
CH,C(=0)N(H)CH,CH,Cl
CH(Me)C(=O0)N(H)CH,CH,Cl
CH,CF;
CH2-(2-Py)
CHy-(4-Th2)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH2CH2CH28(=O)Me
CH2CH28(O)2Me
CH(Me)Cst(O)zMe
CH2CH2CH28(O)2M€
CH(Me)C(=0)N(H)CH,CF5

R2a
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl

OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;

OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF3
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF3
OCF;
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R2b RZC
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Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

RZC
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

R5
CH,C(=O)N(H)Et
CH,C(=O)N(H)-i-Pr
CH,C(=O)N(H)CH,-i-Pr
CH(Me)C(=O)N(H)CHa-i-Pr
CH,C(=0)N(H)CH,CH,Cl
CH(Me)C(=0)N(H)CH,CH,CI
CH,C(=0)N(H)CH,CH,F
CH(Me)C(=0)N(H)CH,CH,F
CH,CF;
CH.-(2-Py)
CHy-(4-Th2)
CH,-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH,CH,CH,S(=0)Me
CH2CH28(O)2MG
CH(ME)Cst(O)zMe
CH2CH2CH28(O)2MG
CH(Me)C(=0)N(H)CH,CFs
CH2C(:O)N(H)CH2CH25MG

CH,C(=0)N(H)CH,CH,S(0),Me

CH,CH;

CHo-i-Pr
CH,CH,CI
CH,CH,OH
CH(Me)CH,OH
CH,CH(Me)OH
CH2C(ME)QOH
CH,CH,CH,0OH
CH2C(Me)2CH20H
R5
CH,C(=0)N(H)Et
CH,C(=0)N(H)-i-Pr
CH,C(=0)N(H)CHy-i-Pr
CH(Me)C(=0)N(H)CHy-i-Pr
CH,C(=0)N(H)CH,CH.CI
CH(Me)C(=0)N(H)CH,CH,CI
CH,CF;
CH.-(2-Py)
CHy-(4-Th2)
CHsy-c-Pr
CH,CH,SMe
CH(Me)CH,SMe
CH,CH,CH,SMe
CH,CH,S(=0)Me
CH(Me)CH,S(=0)Me
CH2CH2CH28(=O)MG
CHchzs(O)zMe
CH(Me)Cst(O)zMe
CH2CH2CH25(O)2MG
CH(Me)C(=0)N(H)CH,CF-



CF;
CF;

Z siBNnsie coboto

Rza
Cl
Rza
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Br
Br
Br
Br
Br
Br
Br
Br
Br
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
o
R
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;

H Br
H Br

Py,
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2b

o

o

CH,C(=0)N(H)CH,CH,SMe
CH,C(=0)N(H)CH2CH,S(0),Me
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Rz2a

R2c

R5
CI;|3
R
CH,CH;3
CH,-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CHs;
CH,CH;3
CH,-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH;
CH,CHj4
CH,-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH;
CH,CH,4
CHa-i-Pr
n-Pr
i-Pr
s-Bu
RS
t-Bu
(CH,)sCH3
CH,Ph
CH;
CH,CH,4
CHa-ii-Pr
n-Pr
i-Pr
s-Bu
t-Bu
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OCF;3
OCF;

H Cl
H Cl

CH,C(=0)N(H)CH,CH,SMe
CH,C(=0)N(H)CH2CH,S(0),Me

i Q aBNsie coboto

RZa
CFs
R
CF;
CF,
CF,
CF,
CF,
CF,
C¥3
CF;
CF,
CF,
CF,
CF,
CF;
CF,
CF,
CF,
CF,
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
R2a
Cl
Cl
Cl
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF,

Py,
5

o

IIIIIIIIIIIIIIIII;UNI

IIIIIIITN T NA T TN

RZC
cl
RZC
cl
cl
cl
cl
cl
cl
cl
cl
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
RZC
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl

Tabnuusa 11

OR®

(0]
RS
CH;
RS
CH,CH,3
CH,-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH;
CH,CH,3
CH,-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH;
CH,CH,4
CH,-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
(CH2)sCH3
CH,Ph
CH;
CH,CH,4
CHa-i-Pr
n-Pr
i-Pr
s-Bu
RS
t-Bu
(CH,)sCH3
CH,Ph
CH;
CH,CH,4
CHa-i-Pr
n-Pr
i-Pr
s-Bu
t-Bu
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CF; H Br (CH,)sCHs OCF; H Cl (CH,)sCH;5
CF; H Br CH,Ph OCF; H Cl CH,Ph
Tabnuusa 12
RZa
Z siBnsie coboto i Q aBnse coboto
R2b
R2c R®

RZa RZb RZC R3 RZa RZD RZC RS

Cl H Cl Cl CF; H Cl Cl

Cl H Cl Br CF; H Cl Br

Cl H cl | CF3 H Cl |

Cl H Cl OH CF; H Cl OH

Cl H Cl OMe CF; H Cl OMe

Cl H Cl 0S(0),CF; CF; H Cl 0S(0),CF3
Cl H Cl HITPO CF; H Cl HITpO

Cl H Cl NH, CF; H Cl NH,

Cl H Cl uiaHo CF; H Cl uiaHo

Cl H Cl Me CF; H Cl Me

Cl H Cl CH,CI CF; H Cl CH,CI
Cl H cl CH*r CF; H Cl CH*r
Cl H Cl CH,OH CF; H Cl CH,OH
Cl H Cl CHZOC§O)Me CF; H Cl CHZOC§O)Me
RZa RZb RZC R R2a R2b RZC R

Cl H Cl CO,H CF; H Cl CO,H

Cl H Cl n-Pr CF; H Cl n-Pr

Br H Br Cl CF; H CF; Cl

Br H Br Br CF; H CF; Br

Br H Br I CF; H CF; I

Br H Br OH CF; H CF; OH

Br H Br OMe CF; H CF; OMe

Br H Br 0S(0),CF3 CF; H CF; 0S(0),CF;
Br H Br HITpO CF; H CF; HITpO

Br H Br NH, CF; H CF; NH,

Br H Br uiaHo CF; H CF; uiaHo
Br H Br Me CF; H CF; Me

Br H Br CH,CI CF; H CF; CH,CI
Br H Br CH*r CF; H CF; CH*r
Br H Br CH,OH CF; H CF; CH,OH
Br H Br CH,OC(O)Me CF; H CF; CH,OC(O)Me
Br H Br CO,H CF; H CF; CO,H
Br H Br n-Pr CF; H CF; n-Pr
CF; H H Cl Cl Cl Cl Cl
CF; H H Br Cl Cl Cl Br
CF; H H I Cl Cl Cl I
CF; H H OH Cl Cl Cl OH
CF; H H OMe Cl Cl Cl OMe
CF; H H 0S(0),CF; Cl Cl Cl 0S(0),CF;
CF; H H HITPO Cl Cl Cl HITPO
CF; H H NH, cl cl cl NH,
CF; H H uiaHo Cl Cl Cl uiaHo
CF; H H Me Cl Cl Cl Me
CF; H H CH,CI Cl Cl Cl CH,CI
CF; H H CH*r Cl Cl Cl CH®r
CF; H H CH,OH Cl Cl Cl CH,OH
CF; H H CH,OC(O)Me Cl Cl Cl CH,OC(O)Me
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CF;
CF;
CF3
R
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF3
CF3
CF3
CF3
CF;
CF;
CF;
CF;
CF;
CF3
CF3
CF;
CF3
CF3
CF3
CF;
CF;
CF;
CF;

o
o
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Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
Br
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CO,H
n-Pr
Cl
RB
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
LiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0S(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH*r
CH,OH
CH,OC(O)Me
CO,H
n-Pr

cl
cl
cl
RZa
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
cl
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;
OCF;

Pl
N
<3

Cl Cl
Cl Cl

Cl
RZC
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl

I I I I I I I I I ITITIIITITITTTTTTTMTTTTTTTTTM

CO,H
n-Pr
Cl
RS
Br
|
OH
OMe
0OS(0),CF3
HITPO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr
Cl
Br
|
OH
OMe
0OS(0),CF3
HITpO
NH,
uiaHo
Me
CH,CI
CH®r
CH,OH
CH,OC(O)Me
CO,H
n-Pr

Tabnuui 13-14 ctocyoTbea cnocoby Cxemu 2 nepeTBOpeHHsi cnonyk ®opmynu 5 Ha peakTusm
piHbsIpa, WO NPMBOASTL Y KOHTAKT 3i cnonykamu ®opmMynu 6, wob ogepxatu cnonykm ®opmynu 2.
X* Mmoxe O6yTn Takum camum abo BigMiHHUM Big X, Sk pO3KpUTO B onuci cnocoby Cxemm 2.

5
)OJ\
Y CF,
[Mg] 1 6
Z—X — [Z—Mg—X] — >
5 12
Y npuknagi TpaHcdopmauin, 34incCHEeHUX
TeTparigpodypaH.
10
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Tabnuuga 13

; i [Mg] saBnde cobow meTaneBuhi MarHin

Z aBnsie coboto (Hanpuknag, cTpyxka)
R2b
R2c

RZa R2b RZC X Y R2a RZD RZC X Y

Cl H <l I OMe CF; H Cl I OMe

Cl H <l I OEt CF; H Cl I OEt

Cl H <l I O-i-Pr CF; H Cl I O-i-Pr

Cl H <l I O(CH,)4CHj5 CF; H Cl I O(CH,)4CHjs

Cl H cCI | N(CHs), CF, H cl N(CHs),

Cl H cCI 1 N(CHs)(CH,CHa) CF; H cCl | N(CHs)(CH,CHs)
Cl H cCI 1 N(CH,CH,OCH,CH,) CF; H ClI | N(CHCH,OCH,CH,)
Cl H CI Br OMe CF; H Cl Br OMe

Cl H Cl Br OEt CF; H Cl Br OEt

Cl H CI Br O-i-Pr CF; H Cl Br O-i-Pr

Cl H ClI Br O(CH,)4CHj5 CF; H Cl  Br O(CH,)4CHjs

Cl H ClI Br N(CHj3), CF; H Cl  Br N(CHs)»

Cl H ClI Br N(CH3)(CH,CHy) CF; H Cl  Br N(CH3)(CH,CHz)
Cl H ClI Br N(CH,CH,OCH,CH,) CF3 H Cl  Br N(CH,CH,OCH,CH,)
CF; H Br I OMe CF; H CF; | OMe
CF; H Br I OEt CF; H CF; | OEt
CF; H Br | O-i-Pr CF, H CF | O-i-Pr
CFs H Br | O(CH,)4CH, CF; H CF; | O(CH,)4CH,
CF; H Br | N(CHa), CF; H CF; | N(CHs),
CFs H Br | N(CHs)(CH,CHa) CF; H CF; | N(CHs)(CH,CHs)
ng I—;b Bzrc I N(CH,CH,OCH,CH,) C|2:a3 I—2|b CI2:C3 I N(CH,CH,OCH,CH,)
R R™ R X Y R R R X Y

CF;s H H I OMe CF; H CF; Br OMe

CF;s H H I OEt CF; H CF; Br OEt

CF;s H H I O-i-Pr CF; H CF; Br O-i-Pr

CF;s H H I O(CH,)4CHj5 CF; H CF; Br O(CH,)4CHjs
CF;s H H I N(CHj3), CF; H CF; Br N(CHs),

CFs H H | N(CHs)(CH,CHs) CF;, H CF; Br N(CHs)(CH,CHs)
CFs H H | N(CH,CH,OCH,CH5) CF; H CF; Br  N(CH,CH,OCH,CH,)
CF; H H Br OMe CF; H CF; Cl OMe

CF; H H Br OEt CF; H CF; Cl OEt

CF; H H Br O-i-Pr CF; H CF; CI O-i-Pr

CFs H H Br O(CH,)4CH, CF;, H CF; Cl O(CH,)4CH,
CFz H H Br N(CHj3), CF; H CF; CI N(CHz),

CFz H H Br N(CH3)(CH,CHy) CF; H CF; CI N(CH3)(CH,CHz)
CFz H H Br N(CH,CH,OCH,CH,) CF; H CF; ClI N(CH,CH,OCH,CH,)
CFs H H (I OMe Cl Cl Cl I OMe

CFs H H (I OEt Cl Cl Cl I OEt

CFs H H <l O-i-Pr Cl Cl Cl I O-i-Pr

CFs H H <l O(CH,)4CHj5 Cl Cl Cl I O(CH,)4CHj5
CFs H H <l N(CH,), Cl Cl Cl I N(CHs)»

CFs H H <l N(CH3)(CH,CHy) Cl Cl Cl I N(CH3)(CH,CHy)
CFs H H <l N(CH,CH,OCH,CH,) Cl Cl Cl I N(CH,CH,OCH,CH,)
CF; H F I OMe Cl Cl Cl Br OMe

CFz H F I OEt Cl Cl Cl Br OEt

CFz H F I O-i-Pr Cl Cl Cl Br O-i-Pr

CFz H F I O(CH,)4CHj5 Cl Cl Cl Br O(CH,)4CHjs
CFz H F I N(CHs), Cl Cl Cl Br N(CHs),

CFz H F I N(CH3)(CH,CHy) Cl Cl Cl Br N(CH3)(CH,CHy)
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CFs H F | N(CH,CH,OCH,CH,) Cl  Cl Cl Br N(CH,CH,OCH,CH,)
CFs H F Br OMe cl FCl | OMe

CFs H F Br OEt cl Fc | OEt

CFs H F Br O-i-Pr cl F c | O-i-Pr

RZa RZb RZC X Y RZa RZD RZC X Y

CFs, H F Br O(CH,)4CHs cl F c 1 O(CH,)4CHs
CFs, H F Br N(CHa), cl F c 1 N(CHa),

CFs H F Br N(CH3)(CH,CHy) cl F c 1 N(CH3)(CH,CHs)
CF; H F Br  N(CH,CH,OCH,CH,) cl F Cl |  N(CH,CH,OCH,CH,)
CF; H F cCl OMe cl F Cl Br OMe

CF; H F cCl OEt cl F Cl Br OFEt

CF; H F cCl O-i-Pr cl F Cl Br O-i-Pr

CF; H F cCl O(CH,)4CHj cl F Cl Br O(CH,)4CHs
CF; H F cCl N(CHs), cl F Cl Br N(CH),

CF;, H F N(CH3)(CH,CHy) cl F Cl Br N(CH3)(CH,CHs)
CF; H F Cl  N(CH,CH,OCH,CH,) cl F Cl Br N(CH,CH,OCH,CH))

Tabnuua 14

;1 [Mg] siBnsie coboto xnopup izonponinmartito
Z siBNsie coboto [Mg] PYA P

RZa R2b RZC X Y RZa RZb RZC X Y

Cl H CI I OMe CF; H Cl I OMe

Cl H CI I OEt CF; H Cl I OEt

Cl H CI I O-i-Pr CF; H Cl | O-i-Pr

Cl H CI | O(CH,)4CH, CF; H cCl | O(CH,)4CH,
Cl H cCl 1 N(CHs), CF;, H Cl | N(CHs),

cl H cCl | N(CH3)(CH,CHy) CF; H cC | N(CH3)(CH,CHb)
Cl H (I I N(CH,CH,OCH,CHy,) CF; H Cl I N(CH,CH,OCH,CH,)
Cl H ClI Br OMe CF; H Cl Br OMe

Cl H ClI Br OEt CF; H Cl Br OEt

Cl H ClI Br O-i-Pr CF; H Cl Br O-i-Pr

Cl H CI Br O(CH,)4CH, CF; H cCl  Br O(CH,)4CH;
Cl H Cl Br N(CHs), CF;, H ClI Br N(CHs),

Cl H CI Br N(CH3)(CH,CHs) CF; H Cl  Br N(CH3)(CH,CHa)
Cl H CI Br N(CH,CH,OCH,CH,) CF; H Cl Br N(CH,CH,OCH,CH,)
CF; H Br | OMe CF3 H CF3 I OMe

Rza RZb RZc X Y R2a R2b RZC X Y

CF;s H Br | OEt CF; H CF; I OEt

CF; H Br | O-i-Pr CF; H CF; | O-i-Pr

CF; H Br | O(CH,)4CH; CF; H CF; | O(CH,)4CH;
CF; H Br | N(CHs), CF; H CF; | N(CHs),

CFs H Br | N(CHs)(CH,CH,) CF; H CF | N(CHs)(CH,CH,)
CF; H Br I N(CH,CH,OCH,CH,) CF; H CF; I N(CH,CH,OCH,CH,)
CF; H H | OMe CF; H CF; Br OMe

CF; H H | OEt CF; H CF; Br OEt

CFs H H 1 O-i-Pr CF;, H CF; Br O-i-Pr

CF; H H | O(CH,)4CH, CF;, H CF; Br O(CH,)4CH,
CFs H H I N(CHa), CF; H CF; Br N(CHa),

CF; H H | N(CH3)(CH,CHa) CF; H CF; Br N(CH3)(CH,CHa)
CF; H H | N(CH,CH,OCH,CH,) CF; H CF; Br N(CH,CH,OCH,CH,)
CF; H H Br OMe CF; H CF; Cl OMe

CF; H H Br OEt CF; H CF; Cl OEt

CF; H H Br O-i-Pr CF; H CF; Cl O-i-Pr

CF; H H Br O(CH,)4CH; CF; H CF; Cl O(CH,)4CH;
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CFs H H Br N(CHs), CF; H CF; Cl N(CH),

CF; H H Br N(CH3)(CH,CHa) CF; H CF; Cl N(CH3)(CH,CHs)
CF; H H Br  N(CH,CH,OCH,CH,) CF;, H CF; ClI  N(CH,CH,OCH,CH,)
CF, H H OMe c c ¢ OMe

CF;, H H OEt c c ¢ OEt

CF, H H O-i-Pr c c ¢ O-i-Pr

CF, H H O(CH,)4CHs c c ¢ O(CH,)4CHs
CF, H H N(CHa), c c ¢ N(CHa),

CF; H H N(CH3)(CH,CHa) c ¢ c N(CH3)(CH,CHa)
CF; H H Cl  N(CH,CH,OCH,CH,) ClCl Cl 1  N(CH,CH,OCH,CH,)
CFs H F 1 OMe ct ¢ ¢ Br OMe

CFs H F 1 OEt ct ¢ ¢ Br OFEt

CFs H F 1 O-i-Pr ct ¢ ¢ Br O-i-Pr

CFs H F 1 O(CH,)4CHj ct ¢ cl  Br O(CH,)4CHs
RZa RZD RZC X Y RZa RZD RZC X Y

CFs H F 1 N(CHs), cl cl cCl Br N(CH),

CFs H F 1 N(CH3)(CH,CHy) cl cl cl  Br N(CH3)(CH,CHy)
CFs H F 1 N(CH,CH,OCH,CH,) cl Cl Cl  Br N(CH,CH,OCH,CH,)
CF; H F Br OMe cl F Cl | OMe

CF; H F Br OEt cl F Cl | OEt

CF; H F Br O-i-Pr cl N O-i-Pr

CF; H F Br O(CH,)4CHj cl N O(CH,)4CH;
CF; H F Br N(CHs), cl N N(CHs),

CF; H F Br N(CH3)(CH,CHa) cl N N(CH3)(CH,CHa)
CF; H F Br  N(CH,CH,OCH,CH,) cl F Cl |  N(CH,CH,OCH,CH,)
CF, H F OMe cl F Cl Br OMe

CF, H F OEt cl F Cl Br OEt

CFs H F O-i-Pr cl F Cl Br O-i-Pr

CF, H F O(CH,)4CHs cl F Cl Br O(CH,)4CHs
CF, H F N(CHs), ol F Cl Br N(CH),

CF, H F N(CH3)(CH,CHy) cl F Cl Br N(CH3)(CH,CHy)
CF; H F Cl N(CH,CH,OCH,CH,) cl F Cl Br N(CH,CH,OCH,CH,)

HactynHi cnonykn ®opmynu 3, Bu3HayeHi B Tabnuui 15, 0cobnueo 3HauyLLi K NPOMDKHI CNOSYKM
ANs ogepxaHHs BignosigHMx cnonyk dopmynun 1, Ak nokasaHo B Cxemax 1, 1a i 1b npouenypamu,
onncaHMmm TyT, pa3om 3i cnocobamu, BigoOMMMK B AaHin ranysi.

Tabnuusa 15
(0]
H,C ||'|
N\ .
(0]
R® R R®
CH,CH; CH,-c-Pr CH,CH,SO,Et
CH,-i-Pr CH,CH,SMe CH,CH,SO0,(n-Pr)
R R R
CH,CH,CI CH(Me)CH,SMe CH,CH,CH,SO,Et
CHchon CH,CH,CH,SMe CH2C(O)NH(Me)
CH(Me)CH,OH CH,CH,S(O)Me CH,C(O)NH(n-Pr)
CH,CH(Me)OH CH(Me)CH,S(0)Me CH,C(O)NH(s-Bu)
CH2C(M9)ZOH CH2CH20H25(O)M€ CHZC(O)NMEZ
CH2CH2CH20H CH,CH,SO,Me CHzc(O)NME(Et)
CH,C(Me),CH,OH CH(Me)CH,SO,Me CH(Me)C(O)NH(Me)
CH,CH,CH(Me)OH CH,CH,CH,SO,Me CH(Me)C(O)NH(EY)
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CH,C(O)N(H)Et CH,C(O)N(H)CH,CF3 CH(Me)C(O)NH(n-Pr)
CH,C(O)N(H)-i-Pr CH(Me)C(O)N(H)CH,CF3 CH(Me)C(O)NH(i-Pr)
CH,C(O)N(H)CH.-i-Pr CH,C(O)N(H)CH,CH,SMe CH(Me)C(O)NH(s-Bu)
CH(Me)C(O)N(H)CH.-i-Pr CH,C(O)N(H)CH,CH,SO,Me CH,C(O)NHCH,CHF2
CH,C(O)N(H)CH,CH.CI CH,C(O)NHCH,CH,CF;
CH(Me)C(O)N(H)CH,CH,CI CH,CH,SEt CH,C(O)NHCH(Me)CF;
CH,C(O)N(H)CH,CH,F CH,CH,S(n-Pr) CH,C(O)NHCH,CH(Me)CF3
CH(Me)C(O)N(H)CH,CH,F CH,CH,CH,SEt CH(Me)C(O)NHCH,CHF2
CH,CF; CH,CH,S(O)Et CH(Me)C(O)NHCH,CH,CF;
CH,-(2-Py) CH,CH,S(0)(n-Pr) CH(Me)C(O)NHCH(Me)CF;
CH»-(4-Thz) CH,CH,CH,S(O)Et CH(Me)C(O)NHCH,CH(Me)CF;
®OPMYJIA BUHAXOLY
1. Cnoci6 oagepxxaHHs cnonykn ®opmynu 2
F,C
D=0
z 2
ae

Z aBnsie coboto eHin, 3amilleHnin 4o 3 3aMicHMKaMu, Lo He3anexHo BnubpaHi 3 R% |
kokeH R’ siBnsie coboto HezanexHo F, Cl, Br, C,-Ceankin, Ci-Cepropankin, Ci-Cgankokcu, Ci-
CsbTopankoken, C,-Cgankintio abo C,-CghTOpankinTio, Ae Z 3amiweHnn npuHaimHi ogHum i3 Cl abo
Br;
wo BkMoyae (1) dopmyBaHHSA peakuiiHoi CyMili, WO MIiCTUTb peakTms [piHbApa, OTpUMaHWn 3i
crnonykun ®opmynum 5
Z-X,5
ne X asnsie coboto |,
NPUBELEHHAM Y KOHTAKT cnonykm dopmynu 5 3
(a) meTanesumM marniem abo
(b) ankinmarHin-ranoreHigom
Y MPUCYTHOCTI ehipHOro po3ynHHKKA; Ta NOTiM
(2) npnBeeHHA y KOHTaKT peakuiiHol cyMmili 3i cnonyko ®opmynu 6
O

PR

Y CF; &

ae
Y siensie coboto OR™ a6o NR™R™?;
R™ aensie co6oto C,-Csankin; i
R* i R asnsiotb cob60k0 He3anexHo C,-C,ankin; abo R* i R gaarTi pa3om sk -CH,CH,OCH,CH,-.
2. Cnocib 3a n. 1, ae Z aBnsie co6oto
RZa

R2b

R2c

R*® siBnsie coboto F, Cl, Br, C;-C,thTopankin a6o C;-C,hTopankokey;

R? sBnsie coboto H, F, Cl a6o Br; i

R” saBnsie coboto H, F, Cl, Br abo CF,

Ae NnpuHanMHi oauH 3 R* i R*® aBnsie co6oto Cl abo Br.

3. Cnocib 3a n. 1, e Z sBnsie coboro beHin, 3amieHnin 4o 3 3aMiCHUKaMu, LLO He3anexHo BUbpaHi 3
R? i koxeH R? aBnsie coboto HesanexHo F, Cl, Br, C;-Ceankin, C,-Cgsbropankin, C,-Cgankokecu, Cq-
CebTopankokcu, C,-Ceankintio abo C,-CgpTopankinTio, age Z 3amiwieHmi npuHanmMHi ogHum i3 Cl abo
Br B no3uuii 3 abo B no3uii 5 BigHocHO Ao X.

4. Cnoci6 3a n. 1, gpe Z sisnse coboto
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Rz2a

R2b

R2c

R?* aensie co6oto F, Cl, Br, C1-C,propankin ado C;-CrpTopankokey;
R? sBnsie coboto H, F, Cl abo Br; i
R* asnsie coboto H, F, Cl, Br a6o CFa,
[e NpyHanMHi oauH 3 R?® i R* sisnsie coGoto Cl a6o Br.
5. Cnoci6 3a n. 1, ge Z siBnsie coboto
RZa

R2b

R2c

R?* aensie co6oto F, Cl, Br, C1-C,bropankin abo C;-CrdTopankokey;

R? sBnsie coboto H, F, Cl a6o Br; i

R% saBnsie co6oto Cl a6o Br.

6. Crioci6 3a n. 5, ae R*® asnsie co6oto CF;Ta R?* asnse co6oto H.

7. Cnoci6 3a n. 6, ae R* siBnsie co6oto Cl.

8. Croci6 3a n. 6, ae R* ssnsie co6oto Br.

9. Cnocib 3a 6ygb-gkum 3 nn. 1-8, sknii BiApPi3HAETbCA TMM, WO cnonyka Popmynu 5 KOHTaKTye i3
MeTaniYyHUM MarHiem B NPUCYTHOCTI ePipHOro PO3YMHHUKA.

10. Cnoci6 3a 6yab-skum 3 nn. 1-8, kM BiAPI3HAETbCA TUM, WO crnonyka ®opmynu 5 KOHTaKTye i3
arnkinvarHin-ranoreHifiom B NPUCYTHOCTI ePipHOro po3vnHHMKA.

11. Cnonyka ®opmynu 2

ne
Z siBNsie coboto
RZa

R2b

R2c

R* sBnsie coboto CF3; R? siBnsie coboto H abo ranoreH; i R* sisnsie coB6oto ranoreH.
12. Cnonyka 3a n. 11, BubpaHa 3 rpynu, Wwo MicTuTb
1-[3-xnop-5-(TpudTopmeTun)deHrinl-2,2,2-TpuddTOPETAHOH; i
1-[3-6pom-5-(TpudhTopmeTnn)deHin]-2,2,2-TpUPTOPETAHOH.
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