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Hacrosimee n3o0peTeHne 0OTHOCUTCS K CIOCO0Y oOecriedeHus TPHa3oJIbHBIX COSTMHEHUH 110 Peakliy 3a-
MelIeHHbIX okcupaHoB ¢ 1H-1,2,4-Tpra3010M B OCHOBHBIX YCIIOBUSIX.

3aMemeHHbIe OKCHPAHbI, SBISIOTCS IEHHBIMH IPOMEXYTOYHBIMH COCIMHEHHUSAMH ISl CHHTE3a TPUA30JIb-
HBIX COCIMHEHHH, 00J1afaloNiX MeCTUIINAHBIM, B YaCTHOCTH, (QYHTHIIMIHBIM feiicTBueM. Tpua3oabHbIe COean-
HEHHA, KOTOPBIE JOCTYITHEI Yepe3 OKCHPAHOBOE MMPOMEXKYTOUHOE COSTNHEHNE, HAIPUMEp, OITUCAHbBI B JOKYMEH-
tax WO 2013/010862 (PCT/EP 2012/063526), WO 2013/010894 (PCT/EP 2012/063635), WO 2013/010885
(PCT/EP 2012/063620), WO 2013/024076 (PCT/EP 2012/065835), WO 2013/024075 (PCT/EP 2012/065834),
WO 2013/024082 (PCT/EP 2012/065850), WO 2013/024077 (PCT/EP 2012/065836), WO 2013/024081
(PCT/EP 2012/065848), WO 2013/024080 (PCT/EP 2012/065847), WO 2013/024083 (PCT/EP 2012/065852) u
EP 2559688 (EP 11177556.5), xoTopble HamnpaBieHbl Ha 0coOble (YHTUIMIHBIE 3aMelieHHble 2-[2-ranoreH-4-
tdenokcudenun]-1-[1,2,4]rpuazon-1-mwmTanonsuble  coeauaeHus. WO 2013/007767 (PCT/EP 2012/063626)
HampaBjieH Ha (QYHTUOUOHBIE 3aMelleHHble 2-[2-ranoreHaikwi-4-¢penoxcupennn]-1-[1,2,4]tpuazon-1-
WIDTAHOJIBHBIE COEJMHEHUs], KOTOPbIE TAaK)Ke MOKHO CHHTE3MPOBATh YEPe3 COOTBETCTBYIOLIEE OKCHPAHOBOE
IPOMEXyTOYHOE coeanHeHue. OOmuM crmocoOOoM cHHTE3a OKCHPAaHOB M3 KapOOHWIBHBIX COEIMHEHHH, TaKHX
KaK aJbICTUABl M KETOHBI, SBISIETCS PEaKUus C HOAMIOM TPUMETWICYIb(GOHUS B HMPUCYTCTBHH OCHOBAaHUS
(JACS 1965, 87, p. 1353 u nanee). DTOT pearcHT SBJISACTCS OYSHD JOPOTHUM U HETPUTOJIEH IS MPOMBIITUICHHBIX
MacmTaboB. ATBTEPHATHBHBIM PEareHTOM SBJIIETCS METIICYIb(AT TPHUMETIICYIB(POHUS, KOTOPBIH MOKHO TIO-
JTy4uTh U3 TUMETWICYIbGuaa u auMmeruicynbdara (Heterocycles 8, 1977, p. 397 u nanee). Tem He MeHee, dTOT
pearenT (Temneparypa miasnerust or 100 no 104°C) sBnsercs 04eHb IMIPOCKONUYHBIM M TPYAHBIM Ul 00pa-
mennst B TBepaoit popme (Synth. Communications, 15, 1985, p. 753). Hanpumep, TouHOE T03WpOBaHNE YKa3aH-
HOTO peareHTa BO3MOXXHO TOJBKO MPH MCKIIOYSHHH BIXHOCTH Bosmyxa. B J. Agric. Food Chem. 2009, 57,
4854-4860 onpeneneHusle Mpon3BoaHbIe 2-apundeHui-(poctoit a¢up)-3-(1H-1,2,4-rpuazon-1-nmnponan-2-
0J1a CUHTE3UPYIOT Yepe3 OKCUPaH.

Synthetic Communications 15, 1985, p. 749 u nanee B 00IIeM ONUCHIBAECT PEAKLUIO METHUIICYIb(aTa TPH-
METWICYTb(OHUS C anmbIernaMu 1 KeToHaMu ¢ npuMmenenneM 50% pacrBopa NaOH. Tem He MeHee oTMeuaer-
Csl, YTO Y/IOBJIETBOPHUTEJILHOTO BBIX0O/1a MOKHO JJOCTHYb HE C KaXKIbIM KETOHOM WJIM aJbJETHIIOM, B YaCTHOCTH,
MOZIBEPTAIOT PEAKIMH AJIbACTHIbI, KOTOPhIE OoJiee PeaKIMOHHOCIIOCOOHEI. B cOOTBETCTBUY € JJAHHBIM JIOKYMEH-
TOM B KadeCcTBE OCHOBaHMSA I peakuuy mpuMmeHstor NaOH u Gonpime KonmndecTBa BOABI, TaK KaK OCHOBAaHHE
nobasistiot B Buze 50% BomHOTO pacTBopa. Kpome Toro, B cmoco6e MpUMEHSIOT OOJBIION H30BITOK OCHOBaHHS
¥ TIPEATIOYTUTEIHHO METHIICHXJIOPU, YTO HE TIPUTOTHO JUIS MIPOMBIIIICHHOTO CII0C00a, a TaKkKe W3-3a IKOJIOTH-
YeCKUX MpoOeMm.

A.A. Afonkin et al. B Russian Journal of Organic Chemistry, vol. 44, No. 12, 2008, p. 1776-1779 packpsi-
BaeT CHHTE3 HEKOTOPBIX OOTATHIX JIEKTPOHAMHU apujI(TeTepOoapHi)OKCHPAaHOB KaK B YCIOBHUSIX MEX(pa3HOTO Iie-
peHoca, Tak ¥ B TOMOTEHHBIX YCJIOBUSX IPH MIPUMEHECHUN METHICYNIb(paTa TPUMETHICYIL(OHHS B KauecTBE pea-
reHTa. B aHHOMW CChIIKE albIerupl B PEakiK OMHMCHIBAIOTCS B 001IeM OoJiee peaKIIMOHHOCIOCOOHBIMH, YeM
ketoHbl. NaOH npumensitor B Buze 50% BOIHOTO pacTBOpa, T.€. IPUCYTCTBYIOT BEICOKHE KOJMYECTBA BODI.

DE 3733755 namnpasneH Ha crnoco0 mosrydeHus 2-(4-xaopdeHuasTin)-2-TpeT-0y THIIOKCHpaHa U3 COOTBET-
CTBYIOILIETO KETOHA C MPUMEHEHHEM METHICYJb(para TPUMETHICYIb(QOHMS B MPUCYTCTBHU THIPOKCHIA KA,
IUMETWICYTb(GUAa U BOABL. B COOTBETCTBHMHU C MAaHHBIM JOKYMEHTOM KOJIMYECTBO BOJBI, NMPHCYTCTBYIOIIECH B
PEaKIIMOHHON CMeCH, TOJDKHO HaxoauThbes Mexay 1,0 u 1,5 Monb Ha 1 MOJIb KeTOHA, B TIPOTHBHOM CJTy4ae BBI-
XOIBI HEIOCTATOYHO BBICOKH. Takwe OrpaHMYEHHBIC KOJMYECTBA BOABI TEM HE MEHEe HEOJarompHATHBI UIA
MIPOMBIIIIJICHHOTO CIOc00a.

CrnienoBatenbHO, CIOCOOBI, U3BECTHBIE M3 JTUTEPATYPhl, HHOT/IA HE MPUTOMHBI IS () PEKTUBHOTO CHHTE3a
3aMEIICHHBIX OKCUPAHOB, TaK KaK BBIXOJ ABISETCS HETOCTATOYHBIM /WM PEaKIMOHHBIC YCIIOBUS M TAPaMETPHI,
TaKhe KakK COAEP)KaHWE BOJBI W/WJIM OTHOLIEHUS PEareéHTOB M MHI'PEIMEHTOB APYT K IPYTY, HE NPHUTOAHBI IS
MacuTaboB, MOBBIIICHHBIX 10 IPOMBIIIJICHHO PEJICBAHTHBIX KOJIMYECTB. B 4acTHOCTH, Tak KaKk HEKOTOPHIE OK-
CHpaHBbI SIBIISIOTCS LEHHBIMU NPOMEXYTOUYHBIMHM NPOJYKTaMH Ul CHHTE3a TPHUA30JbHBIX COEAWHEHUH C mep-
CIEKTUBHOM (PyHIMIMAHONH aKTHBHOCTBIO, CYIIECTBYET IMOCTOSHHAS MOTPEOHOCTH B YIYYIIEHHBIX CIIOCO0aXx,
KOTOpBIC JIENAl0T TAKNE ITPOMEXKYTOUHBIE MTPOIYKTHI U LIEJICBBIE COSMHEHHUS JIETKOIOCTYTHBIMU.

Lens HacTOsIIEr0 M300pETECHUS 3aKIII0YANIach B ONTHMHU3AINU CHHTE3a TPHA30JIbHBIX aKTHBHBIX COCIHHE-
HHUH ¢ MCTIONIF30BaHUEM YKa3aHHBIX OKCHPAHOB.

B Hacrosimee BpeMsi HEOXKUJaHHO ObUT 0OHApYKEH BHICOKOI(P(PEKTUBHBIA CHHTE3 JJIS TIPEBPAIICHUS 0CO-
OBIX COCTMHEHNH, COAEPKAIINX OKCOTPYIITY, B OKCHPAHBI, KOTOPEIE ITOJIE3HBI B KAYECTBE MPOMEKYTOUHBIX TIPO-
IYKTOB B CHHTE3€ ONPEACICHHBIX IECTUIIHIHBIX TPUA30JIbHBIX COCTUHCHUH.

Crioco6 mosryuenust coenuHeHuit popmyasr [1a
G 1

R R
2( lla,
O
B KOTOpO#H RY o3HauaeT HEOOA3ATEIBHO 3aMEIIICHHBII apuJI WK TeTepoapuil u R' siBrsteTcs TakuM, Kak orI-
peneneHo HIXe;
BKJIIOYAIOLIUH CIIEAYIONUIYIO CTaIUIO:
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(1) peaxuns okcocoenuHenust popmyist 11la

RS _R'
g llia
(0]
¢ MeTuicynbdarom TpuMeTwICYyIb(Gonus hopmysl [V
v (CH3);S™ CH3S0,

B BOJHOM PacTBOPE B MPUCYTCTBUU OCHOBAHUSI.
B uactHoctu, coenunenue Ila siBisiercs okcupanoBbiM coeannenueM Il u coenunenue Illa sBnsieTcst okco-

coenunenuem III.
Crioco6 mosrydenust coequHeHwi 11
o ®),
1 I,
RAWQ \@R
[¢]
BKITIOYAET CICAYIOMIYIO CTAIHIO:
(1) peakmust okcocoenuuenus hopmysl I11
o ®h
n
(JCx
S
o

¢ MeTiicynbdarom TpuMeTwICynbdonus hopmynsl [V
v (CH3)3S™ CH;3S0y

B BOJHOM pacTBope B npucyrcteun KOH, rae npuMensor ot 1 1o 4, mpeanoyTuTensHo oT 6onee 1,5 o
4 5KkB. Bozbl OTHOCUTENBHO 1 2kB. coenunenus III, roe nepemMenHble Rl, R3, R4, N ¥ m NPUHUMAIOT CIEAYIOIINE
3HAYCHUS:

R' BeIOupatoT u3 Ci-Cg-amkmna, C,-Cg-ankenmna, C,-Cg-ankunmna, C;-Cg-nmkmoankmna, C;-Cg-IIHKITO-
ankmi-C,-Cg-ankuna, penmna, permn-C,-Cy-ankmna, pernn-C,-Cy-ankenmna win GpeHmi-C,-C -anKuHma;

rae anudaTudeckue GparMeHTHl paauKaia R' fomonHUTENBHO HE 3aMEIICHBI HITH HECyT OJIHY, NIBE, TPHU
WX BIUIOTH J0 MAaKCHMaJbHO BO3MOXKHOTO YHCJIa OJWHAKOBBIX WM PA3HBIX TPYIII R'% KOTOPBIC HE3aBUCHUMO
BEIOMPAIOT U3 R'% rasiorena, OH, CN, nutpo, C;-C;-ankokcu, C;-Cg-nmkmoankmia, C;-Cg-raJloreHIUKIOAIKIIIA
n C,;-C4-rajoreHanKkoKCH;

/i€ MUKJIOANKIIIbHBIE /WK (eHIbHBIE (parMeHThI pajrKata R' fOTIONHATEIBHO He 3aMEIICHBI HIIH He-
CyT OJIHY, JIBE, TPH, YETHIPE, TSITh WIH BIUIOTH 10 MAaKCUMaJbHOTO YHCIIa OJWHAKOBBIX WIIM Pa3HBIX TPYIII R'?,
KOTOpbhI€ HE3aBHCHMO BBIOUPAIOT W3 R'? raorena, OH, CN, nwutpo, C;-Cs-ankuma, C;-Cs-amkokcH,
C,-Cy-ranorenankmia, C;-Cg-npxmoankmia, C;-Cg-ranorennuknoankmia U C,-C,-raJoreHaaKoKCH;

R’ HesaBucuMo BeIOupator w3 TraioreHa, CN, NO,, OH, SH, C;-C¢-ankmna, C;-C¢-aKoKCH,
C,-Cy-anmkenmna, C,-Cg-ankmnamina, C;-Cg-nmknoankuna, C;-Cg-riukmoankmiokcu, NH,, NH(C;-C,-amkuina),
N(C;-Cy-ankuna),, NH(C;-Ce-unknoankuna), N(C;-Cg-unknoankuna),, S(0),(C;-Cs-anxuna), C(=0)(C;-Cs4-
ankmna), C(=0)(OH), C(=0)(0O-C,-Cg-ankmna), C(=O)(NH(C,-C4-anxuna)), C(=O)(N(C,-C4-anxuna),),
C(=0)(NH(Cs-C¢-mmrmnoankmna)) u C(=0)-(N(Cs-C¢-tukinoankuia),); Tae Kaxaplii u3 R™ He 3aMerieH wiu 1o-
MOJTHUTEIEHO 3aMEIICH OJTHUM, ABYMS, TPEMS HITH YETHIPbMS R*; re p npuHrMaeT 3HaueHue 0, 1 wim 2;

R*  HesaBucumo BeiOWpator m3 ramoreHa, CN, NO,, OH, C,-C4-amkuma, C,;-Cs-ranoreHaimkuia,
C;-Cy-tmknoankuia, C;-Cg-ramorenmuknoankuia, C;-Cy-ankokcu u C;-C4-ragoreHaaKoKCH;

R* HesaBHcHMO BBIOMPAIOT M3 3aMECTHTEJICH COTJIACHO OTPEICIICHHUIO JIIIS R, rue YKa3aHHBIN R* He 3ame-
IICH VI JTOTIOTHUTEIHLHO 3aMENICH OAHUM, IBYMS, TPEMSI WIIA YETHIPHMS R*, rae kaxmpiit R* HesaBucHMO BbI-
OMparoT U3 3aMECTUTENICH COTIIACHO OTPEACIICHUIO JJIs R3a;

n npunuMaet 3Hauenue 0, 1, 2, 3 wiu 4; u

m npuHumaet 3Hauenue 0, 1, 2, 3, 4 win 5.

Bonee xonkpetHo, coequnenus 11 u III sBnsroTcs cneayromuMu:

Gy™ R,

o R o R
1 1
4 Q R I-A /©/ R A,
R R/
o

o
rae R Beiouparot u3 ranorena u (C;-C,)ramorenankmna, B yactHoctu Cl, Br, F wim CF;, B wactHocTH Cl
nmu CF3;
R', R’, R* u m sBastioTCs TAKMMH, KaK ONpPEICICHO | MPEANOYTHTEIHHO ONPEIEICHO B JAHHOM OIMCAHHH;
nl npuanMaet 3nadenue 0, 1, 2 wim 3.
Coeaunenns Gopmynsr [T umeror ox popmyiry IITA

o CF,
" R A,
o

-2
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B KOTOpOit R' o3Hauaer C;-Cg-amxmt unu C;-Cg-1TUKIIOATKAT U R* o3nauaer F wm CL.

R' o3nauaer Cy-C¢-ankun, B gactHocTH C;-C,-ankwmi, B yactHocTH, BeiOupator u3 CH;, C,Hs, H-C;H5,
CH(CHs;),, H-OyTHna, n300yTrina u TpeT-0yTuia, 6ornee npeanoututesibHo Beioupatot u3 CHs, C,Hs, CH(CH;),
n C(CH3)3

R' osnauaer C3-Cg-mixnoankui, B 9acTHOCTH Cs-Cg-tiurmoankwmt, Tako kak C;Hs (muxmonporn), C4H;
(TMKII00Y THIT ), TUKIIOTICHTHI WITH IIUKJIOTeKCHIL.

R' oznauaer C;H; (mknonporn) wmm C;H; (QuKmo6yTHI).

R* osnauaer F um Cl, B yactaoctu Cl.

B wactHOCTH, R' BeIOuparoT u3 CH;, CH(CHj3), 1 nukionpomnuia u R* o3nauaer CL.

Orot BapuaHT otHocuTcs K popmynam 11 u I cooTBeTcTBEHHO:

o CF;3 (0] CF:_:,1
foa s TINNS 0o N
R R N’\>
o OH EN

C YKa3aHHBIMH BBIIIE 3HAYCHUSIMU R'uR*.

Ha cragum croco6a (i) okcocoemunenue Gopmyisl [ mogsepraioT peakiuu ¢ METHICYIb()AaToM TpruMe-
TaACYIbGoHuS Hopmyisl [V

v (CH;);S™ CH3S04"

B BOJIHOM PacTBOPE B IMIPUCYTCTBUH OCHOBAHHUS.

[IpennovTuTensHO B CIIOCOOE MPUMEHSIOT OT 1 10 4 3KB., B 4aCTHOCTH OT 1,2 10 3,5 3KB., B 0COOCHHOCTH
ot 1,5 no 3,3 3kB., Boasl oTHOCUTENBHO 1 3KB. coenuneHus 11I. Moxer ObITh OaronpusTHBIM, €CJIM MPUCYTCT-
ByeT Ooiee 1,5 3KB. BOJBI, B YaCTHOCTH OT Oouiee 1,5 10 4 3KB. BOJBI, B 0cOOeHHOCTH OT Oonee 1,5. mo 3,5 skB.
BOJIBI, elle OoJiee MPEAMOYTHTENBHO OT Oonee 1,5 mo 2,5 3kB. Boabl Hal Momb coenunenus I11. B gacTHOCTH,
MOTYT OKa3aThCsl OJAroNpUsATHBEIMU OTHOIICHUS OT 1,6 10 3,8, B ocobenHoctH oT 1,7 10 3,3 9KB., B 0COOCHHOCTH
ot 1,8 1o 2,8 wim ot 1,9 10 2,5 »kB. Boasl Ha 1 Moas coeaqnnenus I11.

Pearent IV npennoyTurensHO MPUMEHSIOT B KoJmdecTBe oT 1,1 mo 2,5, B wactHocTH oT 1,2 10 2, B OCO-
6ennoctu ot 1,3 1o 1,6 5kB. IV Ha 1 3kB. (Mob) coenuuenus 111

B obmem pearent Gpopmynsl [V MOKHO MOJIYIHTh U3 AUMETHICYIbGUAA U AUMeTHICYIb(parta. Pearent IV
MOJTYYaloT in situ myTeM 100aBJICHUS TUMETHIICYIb(aTa K PEaKIIMOHHON CMeCH, COJeprKaIle TUMETHIICYIb(HI.
JumeTmicynbdum 0ObIYHO MPUMEHSIOT B U30BITKE.

B xauectBe pearenTa [V mpenmnoyTHTENEHO PUMEHSIOT BOJHBIA PACTBOP METHICYIb(paTa TPUMETHICYITh-
¢onus 111, conepxammuit or 33 mo 37 mac.%, npeanoututenbHo ot 34 mo 36 mac.%, B yacTHOCTH OT 34 10
35,3 mac.%, Taxke B ocobennoctH ot 34,3 no 35,9 mac.% KaTHOHA TPUMETHICYIb()OHHUS.

B uactHocTH, pacTBOp pearenta IV comepxut ot 33 no 37 mac.%, npeanouturensHo oT 34 1o 36 mac.%, B
ocobenHocTH ot 34 1o 35,3 mac.%, Takxke B ocodenHocTH oT 34,3 10 35,9 Mac.% kaTnoHa TpUMETHWICYIb()OHNS.
CoOTBETCTBEHHO, KOJMYECTBO METHICYNb(ara TpUMETWICYTb()OHNUA B JAHHOM peareHTe, U3MEpeHHOe KaK CO-
BOKYITHOCTh KATHOHOB TPUMETHIICYIb(OHUS M aHHOHOB METHIICYNIb(aTa, COCTABIAET MPUOIM3UTENEHO oT 80 10
90 mac.%, mpenmodTUTENsHO NpHOIM3uTeIbHO OT 83 mo 88 Mac.%, B 4acTHOCTH MPHONM3UTENBHO OT 83 1o
86 mac.%. KonmuecTBeHHOE ompezeneHne, HalpuMep, MOKHO BBITIOJTHHUTE C TIOMOIIBIO KonmndecTBeHHOH SIMP-
CHEKTPOCKOTIHH.

BsskocTs BomHOTO pacTBopa pearcHta [V sSBISETCS OTHOCHTENHLHO HHM3KOHW. PacTBOpBI CTAOWILHBI MpHU
KOMHATHOW TeMIiepaType, B 4aCTHOCTH Tipu 25°C, U MOTYT XpaHUThCS B TeUeHHE OoJiee JUTUTEIHHOTO BPEMEHH.
B wactHOCTH, pacTBOp peareHTa HE KPHUCTAJUIM3YEeTCS BO BpeMs XpaHCHHS B TeUCHHE OoJiee ITHTEIBHOTO Bpe-
MEHH, TAKOT'O KaK HECKOJILKO HeJllelh, HallpuMep BIDIOThH A0 12 Hexens, mpu TemrepaTtypax oT 10 mo 25°C.

PeareHT MOXKHO MOTYYUTh MyTeM JOOABICHHUS AUMETHICYNIb(AarTa K BoJe U TUMETWICYIbhuay. JumeTun-
CyIb(QUI OOBIYHO MPUMEHSIOT B H30BITKE, OOBIYHO OT 2 110 8, OoJiee MPEANMOUTUTEIHHO OT 4 10 6, B 4aCTHOCTHU
ot 4,5 10 5,5, 9KB..

[Tpn noxyueHnn BoJHOTO pacTBopa peareHra IV mpeanoyTuTensHO NpUMEHSIoT oT 1,3 1o 2,2 skB., Oosee
MPEJIOYTUTENHHO OT 1,45 10 2,0 3KB. BOJBI OTHOCHTEIIFHO JUMETHICYIh(aTa.

Temneparypa peakIIMOHHON CMECH MPHU JO0ABICHUH AUMETHICYIb(aTa MPeIIOYTUTEIEHO SBISETCS KOM-
HaTHOH, B 4aCTHOCTH cocTaBiser oT 25 o 40°C.

BoHbIi peareHT oTAeNsseTCs B BUAC HIKHEH (Pa3bl 1 MOXKET OBITh MCIIOJIB30BaH Jlajiee KaK TAKOBOM.

Kak cnemyer u3 ypoBHS TEXHHKH, HE YAaJOCh 00ECIeYUTh CTaOMIBHBIE BOAHBIE pacTBOPHI peareHTa 1V,
KOTOpPBIE MOYKHO NPUMEHSATH B CIIOCOOE CHHTE3a OKCHPAHOB M3 COCOMHEHHH, COAepIKaIllNX OKcorpymiry. B nan-
HOE BpeMs HEOXKHUaHHO OBLII0 0OHAPYKEHO, YTO CTAOMIBLHBIN BOJHBIA pacTBOp peareHTa [V MokHO 00ecieunTh
B TOM Clly4dae, €CIIH HOJACPKUBATh COAEp)KaHUE BOJBI B OCOOBIX QHMAla30HaX COTJIACHO BBIMICIIPUBEICHHOMY
OTIpeIeIeHUI0, OTHOCUTENBHO TUMETIIICYIh(aTa.

[Ipumenenne BogHOTO pacTBopa pearcHTa [V Takxke oueHb 3()(HEKTUBHO B YCIOBHUSIX PEAKIUI MOBHIIICH-
HBIX MacIITa0OB, MOCKOJIBKY OH CTA0WMJICH M IMOCKOJBKY OH COJCPIKUT OIPEICIICHHOS KOJIMYECTBO PearcHTa, Tak
4TO peareHT [V MOXHO JIETKO M TOYHO TO3UPOBATh B PCAKIIUOHHYIO CMECh.

OcHoBaHue, MpUMeHsseMoe Ha ctaand (1), npeanodyrutensHo BeiOupatoT n3 KOH u NaOH. B npexnourn-
TENEHOM BapHaHTe ocymiecTBicHus nmpuMeHsioT KOH, u, B 4acTHOCTH, €ro MPUMEHSIOT B TBEpAOU (opme,

-3
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TPEIIOYTUTEIIFHO B BUJIC TBEPABIX IEIUICT, YCITyeK, MUKPOTPAHYJ /WK MOPOIIKA. SIBISETCS MPEeIIOYTHTENb-
HBIM, €CJIM TIPUMCHSIOT TI0 MCHBIICH Mepe 3 3KB. OCHOBAaHUS, MPEIIOYTHTEILHO IO MEHBIEH Mepe 3,2 3KB., B
0COOEHHOCTH TI0 MeHbIel mepe 3,4 5kB. Ha 1 2kB. coeauaeHus [1I. MoxxeT OBITH MPEANOYTHUTEIBLHBIM, €CITH
KOJIMYECTBO OCHOBAHUS COCTABIISIET OT 3 10 6 3KB., B YaCTHOCTH OT 3 70 5 9kB. Ha 1 Mok coenunenns I11.

OcHoBanue, B yacTHOCTH TBepAbli KOH, mpuMeHsIoT TakuM 00pa3oM, 4TO TOICPKUBAIOT TPeOyeMbIit
COTJIACHO M300pETeHUIO THaMa30H COoAepKaHHusA BOJBI, IPUCYTCTBYIONIEH B peakIMoHHONW cMecH. CienoBaTens-
HO, BO BpEMS PEakIMy HEKOTOPOEe KOJIMYECTBO OCHOBAHMS PACTBOPEHO B PEAKIIMOHHOM PacTBOpPE, a HEKOTOPOE
KOJIMYECTBO BCE €IIle MPICYTCTBYET B TBEpAOi popme.

B xadecTBe pacTBOpHTEIIA HA CTaauM (i) TAKKE MPUMEHSIOT AUMETHICYIb(u. Takke IPUMEHSIOT JOIOJ-
HUTEJBHBI PaCTBOPUTENb. B YaCTHOCTH, SBISCTCS MPUTOIHBIM allPOTOHHBIA OPraHHUYCCKHUA PaCTBOPHUTENb, Ta-
KOH Kak, HalpuMep, IPOCTOH AUATHIOBEIN 3(PUp, MPOCTOH METHUI-TPET-OYTHIOBBIN A(hUp, XIOPOCH30, KCUIIOI
WA TOJTYOJ.

Peaknmonnyro Temnepatypy Ha cTaanu (i) IpeanouTUTEILHO TIOIIePKUBAIOT Ha ypoBHE MakcuMyM 50°C,
B YaCTHOCTH MakcuMyM 45, 6omnee mpennodrutessbio MakcumMyM 40°C. OOBIYHO TakKe MPEATNIOYTHTEIHHON SB-
JISIETCSl PeaKIMOHHAs TeMItepaTypa 1o Meubiei Mmepe 20°C, B 4aCTHOCTH TI0 MEHbBIIIEH Mepe KOMHATHAs TeMIIe-
parypa, B 4aCTHOCTH 10 MeHbIIei Mepe 25°C. B nononHUTENEHOM BapruaHTe OCYIIECTBICHUS TEMIIepaTypa co-
crapisier 1o MeHbIeir Mepe 30°C. MoxeT ObITh NMPEAOYTUTEIBHBIM, €CITH TEMIIEPATypa COCTABISAET MO MEHb-
meit mepe 35°C.

Oxkcupansl GopmyIsl 11 MOKHO MOTYYUTH C BEICOKUMHE BBIXOJaMH. [IpeNMOYTHTENEHO BBIXOIBI COCTABIIS-
10T 10 MeHbeld Mepe 60%, Gonee npennoururensHo 70 %, emie Ooiee MPEANOYTHTENEHO 0 MEHbIIEH Mepe
75%, emne 6oJee MPEAMOYTUTEIHHO 110 MEHbIIeH Mepe 80%.

IMopsnok 1o0OaBNCHHUS PEarcHTOB K PEaKIIMOHHOW CMECH BapbHpyeTcs. B 0IHOM BapHaHTE OCYIIECTBICHHS
CHavaya K pactBopy coenunenus I1I u pactBoputeto 100aBISIOT OCHOBAaHHE U 3aTeM J00aBISIOT peareHT [V. B
COOTBETCTBHUH C APYTHM BAapHAHTOM OCYILIECTBIICHHS CHadaja K pacTBopy coenuHenwus 111 mobasmsror pearent
IV u 3aTeM n06aBIsIOT OCHOBaHKE. B COOTBETCTBUH C TOTOIHUTEIHHBIM BapHaHTOM OCYIISCTBICHHUS K OCHOBa-
HUIO 100aBJsIOT pacTBop coenunenus 111 u pearent [V ogHOBpeMeHHo. B mocieqnemM BapraHTe OCYIIECTBICHUS
OCHOBAHHE TPEATIOYTUTEIHHO CYCICHANPYIOT B JOCTATOYHOM KOJIWYECTBE PACTBOPHUTENS U NEPEMEIINBAIOT BO
BpeMs J0OABJICHHUS PEareHTOB.

Oxcupan dpopmysl 11

3.

o R),
R 1,
Ry \@/

(o]
TTOJIYYICHHBIN COTTIACHO crocoOy (ctamus (i),) MOXKHO Jajiee IPEeBPaTUTh B TPUA30JT HopMyIIsI 1.
CrneoBaTenbHO, CIIOCO0 BKITFOYAET CICAYIONIYIO CTaIHIO:
(i1) peaxumst okcupana popmynsl 11 ¢ 1H-1,2,4-Tpra3onoM 1 HEOPTaHUIECKUM OCHOBaHUEM, KOTOpas TPH-
BOJIUT K COCTUHCHUAM (POPMYIHI |
R

o, (
4 7 1
R R
( hj@z/ 3 -N
3 21 N \>
L

rae R BeIOUpatoT u3 C;-Cg-ankmna mmu Cs;-Cg-IIMKI0ANKIIA;

R’ HesaBucumo BeIOupator w3 TraioreHa, CN, NO,, OH, SH, C;-C¢-ankmna, C;-C¢-aKOKCH,
C,-Cy-ankenmna, C,-Cg-ankumamina, C;-Cg-nmknoankuna, Ci;-Cg-riukmoankminokcu, NH,, NH(C;-C,-amkuina),
N(C;-Cy-anxuna),, NH(C;-Ce-unknoankuna), N(C;-Cg-unknoankuna),, S(0),(C,-Cs-anxmna), C(=0)(C;-Cy-
ankmwna), C(=0)(OH), C(=0)(0-C,-Cs-anxuna), C(=O)(NH(C;-C;-anxumna)), C(=O)(N(C,-C4-ankuna),),
C(=0O)(NH(C;-C¢-mmkmoankuia)) u C(=0)-(N(Cs-Ce-nurItoankuna),), Tae p npuauMaet 3uadenue 0, 1 wim 2;

KaxKIbli 13 R’ He 3aMeIeH MM IOMOIHATEIBHO 3aMCIICH OTHHIM, ABYMS, TPeMs WIH 4eThipbMsi R¥, rie
R* HesaBucumo BeOMpator u3 ramoreHa, CN, NO,, OH, C,-Cj-anxuma, C,-Cy-ramorenankmia, C;-Csg-
nukaoankmia, Cs;-Cg-ramorennukinoankmia, C,-Cy-ankokeu u C,-Cy-rajtoreHaJKoKCH;

R’ He3aBHCHMO BBHIGHPAIOT M3 3aMECTHTENIEeH COTTACHO OmpeeneHuio ams R°, rae ykasannsii R e 3ame-
IIIEH WM JOTIOHATEIBHO 3aMEIIeH OHIM, ABYMsI, TpeMs Wi deTbipbMsa R*, rie kaxpiii R* HesaBucuMo BBI-
GUPAIOT M3 3aMECTUTEIEH COMACHO OMPENENCHIIO T R

n npuHuMaet 3Hauenue 0, 1, 2, 3 unu 4;

m npuxHumaet 3Hauenue 0, 1, 2, 3, 4 wiu 5.

Ha cranum (ii) okcupan nmoasepratoT peaknuu ¢ 1H-1,2,4-Tpra3oaoM 1 HEOPTaHUIECKUM OCHOBAHUEM.

Heoprannueckoe ocHOBaHUE, pUMeHsieMoe Ha ctaawH (ii), mpeanoyTutensHo Beioupatot n3 NaOH, KOH,
Na,CO3 u K,COs3, B yactHoct 13 NaOH 1 KOH. B coOTBETCTBHU ¢ OJTHUM BapHaHTOM OCYIIECTBICHUS MPH-
MeHstoT NaOH. B cOOTBETCTBHM ¢ JOTIOTHUTEIHHBIM BapHAHTOM ocylnecTBieHus npumerstor KOH.

B cooTBeTcTBUH ¢ 0COOBIM BapHaHTOM OCYIIECTBIICHHS B Ka4eCTBE OCHOBAHUS NMPUMEHSIOT HATPUEBYIO
comp 1H-1,2,4-Tprazona, rae ykazaHHYIO HATPHEBYIO COJIb MOJy4YaloT, IPUMEHSS TPUA30J U OCHOBAHHE, MPEI-
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noutuTensHo BeiOpanHoe n3 NaOH, NaH u Na-ankoronstoB. Cum. taxoke DE 3042302.

KonudecTBo OCHOBaHUS, MPUMEHAEMOro Ha ctaauu (ii), IPEIIMOYTUTEIBHO ABISICTCA PABHBIM WM MCHbB-
mmM 1 5KB., B 9aCTHOCTH MEHBIINM | 9KB., O0j€e MPeanOYTHTENFHO SBIISETCS paBHBIM Wil MeHbIMM 0,8 3KB.,
erie O0osee MPEaNOUTHTENLHO SBIISETCS paBHBIM Wik MeHbIM 0,6 3kB. Ha 1 3kB. coenunenus 1. Taxxke mpen-
MOYTHTENbHBIMA SIBIISIIOTCS KOJMYECTBA OCHOBAHUS, KOTOPBIE SIBISIOTCA paBHBIMHU WM MeHbIMMH 0,4 9KB., B
YaCTHOCTH PaBHBIMH WX MeHbIIMMH 0,2 3KB., 0COOEHHO paBHBIMH WIM MeHbITUM 0,1 5KB. Ha 1 9KB. COSAMHEHUS
II. TIpeamodTuTenpbHO MPUMEHSIOT TIO MeHbIel Mepe 0,1 JkB., Oojiee MPEANOYTHUTENHLHO TI0 MEHBIIEH Mepe
0,2 9KB., B 4aCTHOCTH IO MeHbIIeH Mepe 0,3 9KB., B 4aCTHOCTHU 10 MeHbIIe Mepe 0,4 SKB. OCHOBaHMS Ha | JKB.
coenuuenus I1.

Bruto o0HapykeHOo, 4To 00JIee BEICOKUE BRIXOIBI COCTUHECHUHN | MOTYT OBITH JOCTUTHYTHI TIPU PUMCHCHUH
MeHee | 9KB. OCHOBaHHS OTHOCUTENHHO coequHeHus II. B 0coObIx BapuaHTaX OCYIIECTBICHHS M300pPCTCHUS B
KadyecTBe OCHOBaHMs NMpUMEHsoT NaOH npeArnodTuTenbHO B YKa3aHHOM BEINIE KOJHYECTBE, B YACTHOCTH B KO-
mgectse ot 0,1 mo 0,55 3kB. oTHOCHTENBEHO OKcHpaHa hopmyisl 1.

C 1enbI0 MPEAIOYTUTEIIFHOTO COKPALCHHST BPEMCHH PEAKIUI SBIISIOTCS MOIXOISIIIUME TEMIIEPATYPHI 10
mensbleit mepe 100°C, Gonee npexnoututenbHo 1o MeHbmed mepe 110°C, B 4acTHOCTH MO MEHBIIEH Mepe
120°C. Taxxe OAHUM M3 BapUAHTOB OCYILECTBJICHUs SIBJSIETCSI HATPEBAHUE PEAKIMOHHON CMECH B €MKOCTH C
00paTHBIM XOJOMWIHLHUKOM. [IpenoyTuTeNnsHO peakIMoHHas TeMiieparypa He npebimaer 150°C, B 4aCTHOCTH
He npesbimaet 140°C. B ocoGeHHOCTH peaKuio MpoBOIAT ipu Temnepatype ot 120 mo 140°C.

Komuuectso 1H-1,2,4-tpuasona, mpuMeHseMOro Ha ctaauu (ii), OOBIYHO COCTABIIACT MO MEHBIICH Mepe
1 5xB. Ha 1 Monb okcupana II. B coorBeTcTBHM ¢ OAHUM BapuaHTOM ocymecTBieHus 1H-1,2,4-tpuason npume-
HSIOT B N30BITKE OTHOCHTEHHO okcupana IlI. [IpeamodrurenpHble KOJIMIECTBA COCTABIISIIOT OT Oosee 1 10 2 dKB.,
Oonee mpeanouTUTENHLHO OT Ooee 1 1o 1,8 7kB., emte Oosree mpeanmodTUTENbHO OT Oostee 1 10 1,6 9kB. B ocHOB-
HOM I10 SKOHOMHYECKOHW MPHYMHE MOXKET OBITh NMPENNOYTHTEILHBIM IIPHUMEHEHHE 10 MeHbInei mepe 1,1 3kB.,
ocobenHo ot 1,15 mo 1,5 skB. TpHasoa 1Mo OTHOMEHHUIO K okcupany I1.

PactBopuTens, UCMONB3YEMBbI Ha cTaguu (ii), MPEAMOYTHTEIHLHO BHIOUPAIOT U3 TUMETIIPOpMaMuUIa, JTH-
MeTHIaneramuaa, N-MeTiimuppoaunona. Hanbomee npeAnoYTHTET-HBIM SBISETCS JUMETHI(OpMaMUI.

OJHIM MOGOYHBIM MPOIYKTOM, KOTOPHIH MOXKET oOpa3oBathes, ecii R' o3Hauaer msompommi, sBsercs
cienytomee coenunenue 1", B wactaoctu Ila":

o ®n o &
4.
OCHy OCH,

rae R3, R4, N ¥ M OIpeesieHbI BhIIIE.

B wacrHocTH, B popmyre I1a" R osmauaer CF; wm Cl u R* o3mauaer CL

B cooTBeTcTBHH C YCIOBHSAME peakiii 0O0pa3oBaHHEe MOOOYHOTO MPOIYKTAa MOKHO MOJABUTH WM H30e-
JKaTh U TOJIYYUTH 00JIe€ BEICOKUE BBIXOJBL.

OOBIYHO OTHUM JOTIOTHUTEIFHBIM HEXeJIaTeIhHBIM MOOOYHBIM MPOAYKTOM CHHTE3a CoeauHeHui I, koro-
PBII MOXET BCTPEUAThCS B HEXKENATENbHBIX KOJIMIECTBAX, ABISACTCS CHMMETPUYHBIH Tprasoin [", kKoTopsrii obpa-
3yeTcs BMECTE C IENEBBIM TpHa30ioM (opmynsl I, mHOTIA ¢ OONBIIMM H30BITKOM TIO CPaBHEHUIO C IEJICBBIM
COCJIMHEHUEM |, YTO MPUBOINT, CIIEOBATEIHHO, K 00JIce HU3KUM BBIXOIaM IIEJICBOTO MPOaAYKTa GopMyisl |

o ®),
R \@(AN N "
-

OH

rae Rl, R3, R4, N ¥ M OINpEENEHbI BBILIE.
B yactHocTH 1a" MoxkeT BcTpeuaThes, Koraa R? o3Hauaer CF; wmn Cl, R* oznauaer Cl u R' sBisiercst ta-
KHM, KaK OIpe/IelIeHO U MPEANOYTUTEIHHO ONPECNICHO B TaHHOM OMUCAHUH:

o R®

/©/ R'
R* NG
OH \§, la".

N
Oco0ble T000YHBIE TPOXYKTHI [a", KoTOpble MOTYT 00pa30BaThCsl BO BPEMs OCYIIECTBICHHUS CHOC00a co-
TJIACHO M300pPETEeHHI0, B 3aBUCUMOCTH OT 3aMECTUTENIEH B peareHTax, cBeleHsl B Ta0u. S1. Kaxnas crpoka u3
ctpok S1-1 - S1-320 tabn. S1 cooTBeTcTBYET MOOOUHOMY IPOAYKTY la", comepikarieMy 3aMeCTHTEIH, 3aaHHbIE
B COOTBETCTBYIOMIEH CTpOKE.
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Tabiumma S1

I"Ne [RT [R° [R!

S1-1 Cl |CF; |H

S1-2 |Cl |CF; |CHj

S1-3 Cl |CF; |CH,CH;

S1-4 |Cl |CF; |CH,CH,CHj;

S1-5__|Cl_|CF; |CH(CH;)

Si1-6  |Cl |CF; |C(CHs)s

S1-7 |Cl |CF; |CH(CH;)CH,CH;

S1-8 |Cl |CF; |CH,CH(CHa)

S1-9 |Cl |CF; |CH,CH,CH,CH;

S1-10 |Cl |CFs; |CF3

S1-11 _|Cl |CF; |CHF,

S1-12 |Cl |CF; |CHyF

S1-13 |Cl |CF3 |CHCl,

Si-14 |Cl |CF; |CH)Cl

S1-15 |Cl |CF; |CH,OH

S1-16 |Cl |CF; |CH,CH,OH

S1-17 |[Cl |CF; |CH,CH,CH,O0H

S1-18 [Cl |CF3 |CH(CH3;)CH,OH

S1-19 |Cl |CF; |CH,CH(CH;)OH

S1-20 [Cl |CF3 |CH,CH,CH,CH,OH

S1-21 |[CI_|CF; |CH(CH;)CN

S1-22 |Cl |CF; |CH,CH,CN

S1-23 |[Cl |CF3; |CH,CN

S1-24 |Cl |CF; |CH,CH,CN

S1-25 |Cl |CF3 |CH,CH,CH,CN,

S1-26_|CI_|CF; |CH(CH;)CH,CN

S1-27 |Cl |CF3 |CH,CH(CH3)CN

S1-28 |Cl |CF; |CH,CH,CH,CH,CN

S1-29 |Cl |CF3 |CH,OCHj3

S1-30 |Cl |CF; |CH,OCH,CH;

S131_|Cl_|CF; |CH(CH;)OCH;

S1-32 |Cl [CF; |CH(CH3)OCH,CHj;

§1-33 |Cl [CFs; |CH,CH,OCH,CHj

S1-34 |Cl |CF; |CH,OCF,

S1-35 |Cl |CF; |CH,CH,0OCF;

S1-36_|Cl |CF; |CH,OCCl3

S1-37 |Cl |CF; |CH,CH,OCCl;

S1-38 |Cl |CF; |CH=CH,

S1-39 |Cl |CF; |CH,CH=CH,

S1-40 |Cl |CF; |CH,CH=CHCHjs

S1-41 Cl CF3 CHzc(CH3):CH2

S1-42 |Cl |CF; |CH,C(CH;)=CHCH;

S1-43 Cl CF3 CHQC(CH3)=C(CH3)2

S1-44 |Cl |CF; |CH=CHCH;

S1-45 |Cl |CF; |C(CH3)=CH,

S1-46_|Cl_|CF; |CH=C(CHs),

Sl-47 Cl CF3 C(CH3):C(CH3)2

S1-48 |Cl_|CF; |C(CH;)=CH(CHs)

S1-49 |Cl |CF; |C(CDH=CH,

S1-50 |Cl |CF; |CH)=CHCI

S1-51 |[Cl |CF; |C(CH=CHCI

S1-52 |Cl _|CF; |CH=CCI,

S1-53_|Cl_|CF; |C(C=CCl,

S1-54_|Cl_|CF; |C(H)=CH(F)

S1-55 |Cl _|CF; |C(H)=CF,

S1-56 |Cl |CF; |C(F)=CF,

S1-57 |Cl_|CFs |C(F)=CHF

S1-58 |Cl |CF; |CH=CHCH,OH

S1-59 |Cl |CFs; |CH=CHOCH;

S1-60 |Cl |CF; |CH=CHCH,0OCH;

S1-61 |Cl |CF; |CH=CHCH,OCF;

S1-62 |Cl |CF; |CH=CHCH,0CCl;

S1-63 |Cl |CF; |CH=CH(C;Hs)

S1-64 |Cl |CF; |CH=CH(C4Hy)

S1-65 |Cl |CF; |CH=CH(1-Cl-C;Hy)

S1-66 |Cl |CF; |CH=CH(I-F-Cs;Hy)

S1-67 |Cl _|CF; |CH=CH(1-CI-C4Hq)

S1-68 |Cl |CF; |CH=CH(I-F-C4H¢)
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S1-69 |Cl |CF; |C=CH

S1-70 |Cl |CF; |C=CCHj;

S1-71 |Cl |CF; |CH,C=CCH;

S1-72 |Cl |CF3; |CH,C=CH

S1-73 |C1 |CFs |CH,C=CCH,CH;

S1-74 |[Cl |CF; |C=CCH(CHz),

S1-75 |C1 |CF3 |C=CC(CH;);

S1-76 |C1 |CF3; |C=C(CsHs)

S1-77 |C1 |CF3 |C=C(C4H,)

S1-78 |Cl |CF; |C=C(1-CI-C3Hy)

§1-79 |Cl |CF; |C=C(1-CI-C4Hy)

S1-80 [Cl |CF; |C=CCl

S1-81 |Cl |CF; |C=CBr

S1-82 |Cl CF; [C=C-1

S1-83 [Cl |CF; |CH,C=CCl

S1-84 |Cl |CF; |CH,C=CBr

S1-85 [Cl |CF; |CH,C=C-I

S1-86 |[Cl |CF3; |C=CCH,0OCH;

S1-87 |Cl |CF; |C=CCH(OH)CH;

S1-88 |Cl |CF; |C=CCH(OCH;)CH;

S1-89 [Cl |CF; |C=COCH;

S1-90 |Cl |CF3; |CH,C=COCH;

S1-91 |Cl |CF; |C=CCH,0CCl;

S1-92 |Cl |CF; |C=CCH,0CF;

S1-93 [Cl [CF; |C=CCH,(C;Hs)

S1-94 |Cl |CF; |C=CCH,(C4H7)

S1-95 |Cl |CF3 |C=C(1-CI-C3Hy)

S1-96 |Cl |CFs |C=C(1-F-C3Hy)

S1-97 |Cl |CF3 |C=C(1-Cl-C4Hs)

S1-98 [Cl |CF; |C=C(1-F-C,Hg)

S1-99 |Cl |CF; |CsHs (tmknonporn)

S$1-100 |Cl1 |CF; |C4H; (mknobyTiun)

§1-101 [Cl |CF; |CsHy (1mkmoneHTuI)

S1-102 |Cl |CF; |uukjaorekcun

S1-103 [C1 |CF; |CH(CH3)-CsHs
(CH(CHj3)-
LIMKJIONPOITHIT)

S1-104 [C1 |CF; |CH,-CsHs (CH;-
LIMKJIOIPOITIJI)

§1-105 |C1  |CF5; |1-(Cl)-tukymonporrun

S1-106 [Cl |CF; |1~(F)-uuxionpornuia

§1-107 [CI |CF; |1-(CHs)-
LMKJIOMPOIHJI

S1-108 [Cl |CF; | 1-(CN)-uuknonponui

S1-109 [Cl  |CF; |2~(Cl)-umkJsonporui

S1-110 |Cl  |CF; |2-(F)-uukiomnporun
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S1-111 |Cl |CF; |1-(Cl)-uknodytun

S1-112 |[Cl  |CF3 |1~(F)-uuknodyrun

S1-113 |C1  |CF; |2-(Cl)-tmuknobytun

S1-114 |Cl |CF; |3~(Cl)-nuknodytun

S1-115 |Cl  |CF; |2-(F)-uukao0yTun

S1-116 |Cl  |CF; |3~(F)-uuknobyTua

S1-117 [Cl  |CF;3 |3,3-Cly-1mkno0yTii

S1-118 |C1  |CF; |3,3-Fp-unknoOyTua

S1-119 [Cl |CF3; |2-(CH3)-
LIMKJIOTPOTIHJT

S1-120 [Cl |CF; |1-(CHj)-umkao0yTun

S1-121|Cl |Cl 2-(CH3)-uukao0yTun

S1-122 |C1 |C] 3-(CH3)-umkno0Oy i

S1-123 [C1 |CI 3,3-(CHs),-
LUKJIOOYTHI

S1-124 [C1_|C1 2-(CN)-LUKJIOMpOIUI

S1-125|C1 |C1 | -LMKIOTIPOTTHII-
LUKJIOTIPOITHI

S1-126 |C1 |C1 2-LMKJIOMPOITHII-
LIMKJIOTPOTIHJT

S1-127 |C1 |C1 CH(CH;)(uuxsiodytu
m

S1-128 [C1 _|CI CH,-(umknoOyTui)

S1-129 (C1 |CI CH,CH;-
(UMKJIOTIPONHUII)

S1-130 [Cl |CI CH,CH,-
(unk00yTHIT)

S1-131 |C1 [CI CH,-(1-Cl-
LUKJIONPOIII)

S1-132 |C1 |C] CH,-(1-F-
LIMKJIOMPOIIIII)

S1-133 [C1 |C] CH,-(1-Cl-
LHKJIOOYTHIT)

S1-134 (C1 |CI CH,~(1-F-
LHKJIOOYTHIT)

S1-135 |Cl |CI CHCH;-(1-Cl-
LIHKJIOMPOIII)

S1-136 [CI |CI | C(CHs),(1-F-
LUKJIONPOIII)

S1-137 |C1 _[CI CsHs

S1-138 [C1 _|CI 4-C1-CcH,y

S1-139(Cl _|CI 4-OCH;-CsHy

S1-140 |C1 _[CI 4-CH3-CgHa

S1-141|Cl1 |Cl 4-F-CcH,

S1-142 |C1 |C] 2,4-F,-CsHj3

S1-143 |[Cl |CI 2,4-Cl,-C¢Hj

S1-144 |C1 _[CI 2-CH;-C¢H,4

S1-145 |C1 _[CI 2-CF;3-CsH,
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S1-146 |Cl _|Cl 4-CH3-CgHy

S1-147 |Cl1 _|C] 4-CF;-CsHy

S1-148 |C1 _|C] 2-OCH;-CgH,

S1-149 |C1 _|CI 2-OCF;-C¢H,

S1-150 |Cl1 _|CI 4-OCH;-CsHy

S1-151|Cl |C] 4-OCF3-CeH,4

S1-152 |C1 |Cl 2,4,6-F3-C¢Ha

S1-153 |Cl _|C] 2,4,6-Cls-C¢H,

S1-154 |Cl _|C] CH,CHs

S1-155 [C1 |C1 | CH,-(4-CD)-CsH,

S1-156 [CI_|Cl | CH,-(4-CH3)-Celly

S1-157 |C1 _|C] CH»-(4-OCH3)-CsHy

S1-158 |C1 _|CI CH,-(4-F)-CsHa

S1-159 |C1_|Cl _ |CHy-(2,4-Cly)-Cells

S1-160 |C1 |C] CH,-(2,4-F,)-C¢H;

S1-161 |Cl |C] H

S1-162 |C1 |Cl CH;

$1-163 |Cl_|Cl _|CH,CH,

S1-164 |Cl _|C] CH,CH,CHj3;

S1-165 |C1 |Cl CH(CHj3),

S1-166 |C1 _|C] C(CHs)3

S1-167 |C1 _|C] CH(CH;)CH,CHj3

S1-168 [Cl|Cl |CH,CH(CHs),

S1-169 |Cl |C] CH,CH,CH,CH;

S1-170 |C1 _|C] CFs

S1-171 |C1 _|Cl CHF,

S1-172 |C1_|Cl CH,F

S1-173 |C1 _|C] CHCI,

S1-174 |C1 _|C] CH,CI

S1-175 |C1_|C] CH,OH

S1-176 |C1 _|C] CH,CH,OH

S1-177 |C1_|C] CH,CH,CH,0H

S1-178 [CI_|[Cl | CH(CH;)CH,OH

S1-179 [CI_|[Cl _|CH,CH(CH;)OH

S1-180 |C1 |Cl CH,CH,CH,CH,0H

S1-181|Cl_|[Cl _|CH(CH;)CN

S1-182 |Cl |Cl CH,CH,CN

S1-183 |C1 _|CI CH,CN

S1-184 |C1 _|CI CH,CH,CN

S1-185 |Cl |CI CH,CH,CH,CN,

S1-186 [CI_|Cl _|CH(CH3)CH,CN

S1-187 [CI_|Cl_|CH,CH(CH;)CN

S1-188 |Cl |CI CH,CH,CH,CH,CN

S1-189 |C1 |Cl CH,OCH3

S1-190 |C1 _|C] CH,OCH,CH3

S1-191 [C1_|Cl__|CH(CH3)OCH;

S1-192 [CT_|Cl _|CH(CH3)OCH,CH,
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S1-193 |C1 |CI CH,CH,0CH,CH;

S1-194 [Cl _[Cl] CH,O0CF3

S1-195 [C1_[Cl] CH,CH,0CF;

S1-196 |C1 _|C] CH,OCCls

S1-197 |C1_[Cl] CH,CH,OCCls

S1-198 |C1 |CI CH=CH,

S1-199 [C1_|C] CH,CH=CH,

S$1-200 [C1 _[Cl] CH,CH=CHCHj;

S1-201 |C1 _|C] CH,C(CH3)=CH,

S1-202 [CI_|[Cl _|CH,C(CH;)=CHCHs

S1-203 |Cl Cl CHzC(CH}):C(Cﬂg)z

S1-204 |C1_|C] CH=CHCH;

§1-205 [Cl_[Cl] C(CH3)=CH,

S1-206 [CI_|C1_|CH=C(CHj),

S1-207 |C1_|C] C(CH3)=C(CHs),

S1-208 [CI_|Cl | C(CH;)=CH(CHs)

S1-209 [CI_|[CI_|C(CD)=CH,

S1-210 [C1_|C] C(H)=CHCI

S1211[Cl_[Cl__|C(C)=CHCI

S1-212 |C1 _|CI CH=CCl,

S1-213 |[CI_|CI__|C(CH=CCl

S1-214[Cl_[C1 _[C(H)=CH(F)

S1-215 |C1_|C] C(H)=CF,

S1-216 [CL_|Cl_|C(F)=CF,

S1-217 |C1_|Cl C(F)=CHF

S1-218 [C1_|C] CH=CHCH,OH

S1-219 |C1_[Cl] CH=CHOCH;

S1-220 |C1 _|C] CH=CHCH,0OCHj;

S1-221 |C1_[Cl] CH=CHCH,0CF3

S1-222 |C1_[C] CH=CHCH,0CCl3

S1-223 |C1_|C] CH=CH(C3Hs)

S1224 [CI_[Cl_|CH=CH(C,H,)

S1-225 |C1_|CI CH=CH(1-CI-CsH4)

S1-226 |C1  [CI CH=CH(1-F-C5H,)

S1-227 [Cl_|Cl_|CH=CH(I-CI-C4Ho)

S1-228 |C1 [CI CH=CH(1-F-C4Hq)

S1-229 |C1 |CI C=CH

S1-230 |C1 |CI C=CCHj;

S1-231 |Cl |CI CH,C=CCH;

S1-232 |Cl |C] CH,C=CH

S1-233 |C1 |CI CH,C=CCH,CHj3

S1-234 |C1 |Cl C=CCH(CHs),

S1-235|C1 |CI |C=CC(CH,);

S1-236 [C1_[CI |C=C(C;Hs)

S1-237[CI_[CI_[C=C(C;Hy)

S1-238 |C1 |CI C=C(1-CI-C;H,)

S1-239 [Cl_[Cl |C=C(1-CL-C,H)

-10 -
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S1-240[CI_[CI_ [c=Ccl

S1-241 |C1 |Cl C=CBr

S1-242 |Cl |Cl C=C-I

S1-243 |C1 |Cl CH,C=CCl

S1-244 |C1 |Cl CH,C=CBr

S1-245 |Cl1 |Cl CH,C=C-1

S1-246 |C1 |Cl C=CCH,0OCHj3

S1247|Cl [Cl |[Cc=CCH(OH)CH;

S1-248 [CI [CI |C=CCH(OCH;)CH;

S1-249 |Cl1 |CI C=COCH;

S1-250 |Cl |Cl CH,C=COCHj3

S1-251|C1 |Cl C=CCH,0CCl3

S1-252 |C1 |C] C=CCH,0CF;

S1-253 [C1[Cl [C=CCH,(CsHs)

S1-254 |C1 |Cl C=CCHy(C,Hy)

S1-255 |Cl |Cl C=C(1-CI-C5Hy)

S1-256 |C1 |Cl C=C(1-F-CsH4)

S1-257[CI|Cl |C=C(1-CI-C,Hj)

S1-258 |Cl |Cl C=C(1-F-C4Hs)

S1-259 |C1 |C1 C3Hs (umknonpomnui)

S1-260 |C1 |Cl C4H; (uuknobytuin)

S1-261 |C1 |Cl CsHy (uuknonenTun)

S1-262 |Cl |CI LIUKJIOT€KCHIT

S1-263 |CI |Cl |CH(CH;)-C;Hs
(CH(CH3)-
LIMKJIOTIPOITHI)

S1-264 |C1 |Cl CH,-C3;Hs (CHs-
LIMKJIOTIPOITHIT)

S1-265 |Cl |Cl] 1-(Cl)-uuknonponun

S1-266 |Cl |Cl 1-(F)-umkmnonporuia

S1267|Cl |[Cl |1«(CHs)-

LIUKJIOTIPOITHJI

S1-268 |[Cl |Cl 1-(CN)-uumknonpomnuia

S1-269 |C1 _|Cl 2-(Cl)-uknonponui

S1-270 [C1 |Cl 2~(F)-uuKJionponu

S1-271|C1 _|Cl 1-(Cl)-umknodyrun

S1-272 |Cl |Cl 1-(F)-uuxnobytun

S1-273 |C1_|C1 2-(Cl)-1uknobyTun

S1-274 |C1 _|C] 3-(Cl)-uukaodyTun

S1-275 |C1_|Cl 2-(F)-uuknodytun

S1-276 |[Cl |Cl 3~(F)-uukio0yTun

S1-277|C1_|Cl 3,3-Cly-umk 00y THa

S1-278 |Cl |Cl 3,3-F,-uuknoOytui

S1-279|Cl [C1  |2-(CHj)-
LTUKJIOTIPOITHIT

S1-280 |Cl |Cl 1-(CH3)-uuxno0yTun
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S1-281 |Cl |CI 2-(CH3)-uuknobytun
S1-282 |C1 |Cl 3-(CH3)-1uksioby i
S1-283 [C1 |Cl  |3,3-(CHy),-
LIHKJIOOYTHIT

S1-284 |C1 [Cl 2-(CN)-Lkonponun
S1-285|Cl |Cl 1-tmknonponun-
LIMKJIOTIPOTIIIT
S1-286 |C1 |C] 2-TTUKJIOTIPOTINII-
LIMKJIOMPOTIHIT
S1-287 |C1 [Cl CH(CH3;)(umknobyTu
by

S1-288 |[C1 |CI CH,-(uuknoby i)
S1-289 |C1 [Cl CH,CH;-

(uuKonponu)
S1-290 [C1 |Cl CH,CH;-
(umkn00yTHI)
S1-291 [C1 |Cl CH,-(1-Cl-
LMKJIONPOINII)
S1-292 |Cl |CI CH,-(1-F-
LIMKJIONPOIINJI)
S1-293 |C1 |Cl CH,-(1-Cl-
LIUKJIOOYTHII)
S1-294 |C1 |C1 CH,-(1-F-
LIHKIJIOOYTHII)
S1-295 |C1 |Cl CHCH;-(1-Cl-
LHKJIOMPOTIHJI)
S1-296 |CI |Cl  |C(CHa),-(1-F-
LIMKJIONPOIINIT)

S1-297 |C1 |C1 CeHs

S1-298 |C1 |Cl 4-Cl-C¢Hy

S1-299 |C1 _[Cl 4-OCH;-CeHy
S1-300 |C1 [Cl 4-CH;-CoHy
S1-301 |C1 |CI 4-F-C¢Hy

S1-302 |C1 |CI 2,4-F»-C¢H;
S1-303 |C1 |Cl] 2,4-Cl,-CsH3
S1-304 |C1 _|Cl 2-CH3-CeHy
S1-305 |C1 _|Cl 2-CF5-C¢H,4
S1-306 |C1 |Cl 4-CH;-CsHy
S1-307 |C1 |CI 4-CF3-CgHy
S1-308 |[C1 [Cl 2-OCH;-CeHy
S1-309 |C1 [Cl 2-OCF;-C¢Hy
S1-310 |C1 |CI 4-OCH;-C¢Hy
S1-311 [C1 [CI 4-OCF3-CsH,y
S1-312 |C1 |Cl] 2,4,6-F3-CcH,
S1-313 |Cl |CI 2,4,6-Cl5-CeH;
S1-314 |Cl |CI CH,C¢Hs

S1-315 |C1 |Cl CH;-(4-C1)-CsH,4
S1-316|Cl_|Cl  |CH,~(4-CH;)-C4H,
S1-317|Cl |Cl | CH,-(4-OCH3)-Col,
S1-318 [Cl |CI CH,-(4-F)-CsH,4
S1-319|Cl1 |CI CH;-(2,4-Cl,)-C¢H5
S1-320 |C1 |C] CH;-(2,4-F»)-C¢H3

PeaknmonHbIe yca0BUS H300pETEHUS TAIOT BO3MOXHOCTh CHU3UTh KOJHUYECTBO " B MOIB3Y IEIEBOTO MPO-
nykrta [. CnemoBaTenbHO, MOXKHO CYIICCTBEHHO YIIYYIIMThH BBIXOJ TpHa3oiia | mo cpaBHEHHIO ¢ OOBIYHBIMHE CIIO-
cobaMu ypOBHS TEXHUKH.

Kpome toro, Obu10 00HApYKEHO, YTO €CJIHM MPOIYKT peakuuu I, moxydeHHbId Ha ctaauu (ii), KpUCTaIn-
3YIOT, KaK OIHMCAaHO B COOTBETCTBHH C M300pETEHHEM, MPOAYKT MOXKET OBITh IMOJYYEH C BBICOKHM BBIXOJIOM H
YUCTOTOM.

CrnienoBarenbHO, coeAMHEeHNS [, IomydeHHble Ha cTanuu (ii), KpUCTALTU3YIOT U3 TIPUTOTHOTO PACTBOPHUTE-
JIs1, TAKOTO Kak, HAaIpuUMep, TOIYyoJl, alu(paTHIECKH CIUPT, alleTOHUTPHI, STHUIANETaT W/WIH IUKIOTeKCaH, B
YaCTHOCTH TOJTYOJI W/WIN amupaTHICCKUIA CITUPT.

B uacTHOCTH, anmugaTHYECKUi CIUPT BHIOMPAIOT W3 METAHOJIA, 3TAHOJA, H-TPOMAHOJA, M30MPOIIaHOIA,
H-OyTaHOJa, M300yTaHONIA WK 000N WX cMecH. B yacTHOCTH, anmnpaTHYSCKUI CIIUPT BHIOMPAIOT U3 METAHOJIA
Y 3TaHOJIA.

OOBIYHO AJIS CTAJAMU KPUCTAJUTU3AIMH 3HAYUTEILHYIO YaCTh PACTBOPUTENS, B YACTHOCTH TUMETHI(HOpMa-
MUJIa, KaK OMKCAHO BHINIE, CHAYajda YIapUBAIOT, MPEINOYTUTCIFHO MPH MOHWKCHHOM naBieHuu. [Ipemnodru-
TEJNBHO yJAJIAIOT IO MEHbIIeH Mepe 55% pacTBoputerns, 6ojiee MpeAnouTHTEIRHO 0 MeHbIIeH Mepe 60% pac-
TBOPHUTENS, B YaCTHOCTH N0 MeHbInerd Mepe 70% pactBopureni. B ocoGeHHOCTH MOXKET OBITh MPEAOYTHTEIb-
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HBIM, €CIH yAandroT o MeHblnell Mepe 80%, B uacTHOCTH No MeHbIed Mepe 90% pacTBopuTeNs, TAKOTO Kak
JIM®A. PacTBOpUTEF MOKHO 3aT€M PEHUPKYIMPOBATH AJISI OBTOPHOI'O HMCIOJIB30BAHUSA HA CTAJHH CIIOCO0a
(i1), mpu HEOOXOAUMOCTH, TTOCIIC TIPEIBAPUTEIHLHON TOTIOTHUTESILHOW PEKTU(DHUKAIIHH.

3aTeM H00ABISIOT BOAY W COOTBETCTBYIONIUHN MPHUTOMHBIN PacTBOPHUTENh, TAKOH Kak MPOCTO 3¢up, Ha-
MIPUMEpP MPOCTOM TUATHIIOBBINA d(Hp, MPOCTON JUU3ONPOIHIOBBIN d(UP, MPOCTON METHI-TPET-OyTHIIOBBINH dHUp
(MTBE), MeTuneHxJIopu W/ WA TOTYOJI, B YaCTHOCTH TOMYyoII. Takxke IUIsi MPUMEHEHHs B KaU4eCTBE PaCTBOPH-
TEJSI MOKET OBITh MOIXOAAIINM 3THIIACTAaT. 3aTeM MPOAYKT | MpeamodTUTENFHO TOTYyYaloT MTyTeM KPHCTAIIIH-
3al[M1 HETIOCPEJCTBEHHO U3 KOHIIEHTPUPOBAHHOW, HATIPUMED, TOIYOJICOAEpIKaAIIEH peaKIIMOHHOW cmecu. Takxe
JUTSL KPUCTAJLTU3AIMH POIYKTOB MPEANIOUYTUTESIFHON U MPUTOJHONH B COOTBETCTBHU C M300PETCHUECM SIBIISACTCS
3aMEHa PAaCTBOPHUTEIIS, HATPUMEP, HA METAHOJI WJI 3TAHOJ (CM. BEIIIE).

JIist ocyIecTBICHNS CTaINU KPUCTAJUTA3AIUH TOOABIISIOT 3aTPaBOYHBIC KPHUCTAILIEL.

C MOMOIIBIO WCIIONB30BAHMS CTAJUU KPUCTALTU3AIMH IIPH POBEJCHUN CTaIuil criocoba (ii) oOpa3oBaHue
HEXKENATSIEHOTO CUMMETPUYHOTO TpHa3oia [ MoxkeT OBITh CHIKEHO IO YPOBHS, paBHOTO Wi MeHbInero 10%,
OoJee MPEIIMOYTHTEIILHO PAaBHOTO WM MEHbIIEro 8%, emie Ooliee MPEANOYTHUTEIHHO PABHOTO WIIM MEHBIIETO
5%, ermie 6oJtee MPEMOYTHTEIHHO PABHOTO TN MEHBIEro 2%.

[IpenmodTuTenpbHO OTHOIICHUE BhIIEICHHOTO coenuHeHus | k [" cocraBnseT mo menpmeii mepe 20:1, 60-
Jiee MPEANOYTHTEIHHO 1o MeHbIIe Mepe 30:1, eme Gosee mpeamourutenbao 50:1, B wactHoctr 70:1. B gacr-
HOCTH, OTHOTIIeHHe coequHeHus [ k [" cocTaBisieT mo MmenbIei Mmepe 30:1.

Takke MOKHO OCYIIECTBIIATH OOIIHE CIIOCOOBI NaTbHEHIINX peakiuii okcupanoB Il ¢ momydeHnemM KoHed-
HBIX POAYKTOB .

Hanpumep, 3mokcuaHOe KOJBIO cOeAWHEHHs Il MOXHO pacKpBITh C MOMOIIBIO PEAKIUU CO CIUPTAMHU
R’0OH MPEANOYTUTEIHHO B KUCIBIX YCIOBUSX C MOTYYEHHEM COEAMHEHUN V

R,

o
[y
R’ OH V.

"
OR?

ITociie 3TOTO TOMYYEHHBIE COCTUHEHHS V TIOJABEPralOT PEaKIWH C TAJIOTCHHPYIOIIMMH areHTaMu WU
CyImb(HOHUPYIONTUMH areHTaMu, TakuMu Kak PBr;, PCls, Me3unxinopua, TO3UIXIOPU WIIH THOHWIXJIOPHI, C TI0-
aydeHueM coenunennil VI, rne LG' sBistercst HykIeopHIbHO 3aMeniaeMoi yXosIel rpyno, Takoi Kak ra-
JIOTCH, ANKHWICYIb()OHMII, aTKWICYIbOOHIWIOKCH U apUICYIb(OHUIOKCH, MPEAMOYTHTEIBHO XJIOp, OpOM WM
HoJ, 0COOCHHO MPEAINOYTUTEIFHO OpOM WK alKWiICYnbQoHmI. 3aTeM coeauHeHus VI MoaBeprarT peakiyu ¢
1H-1,2,4-Tpra3oioM ¢ MorydeHHEM COCIMHEHUH |, kKak M3BECTHO B JAHHOHM OOJIACTH TCXHUKU W/ OIMCAHO

BBIILIE:
o R%.n
ISRES
4
R's o W
0~R2

Jns monydeHus: coenuHeHuid GopMyibl I, Toe cnupToBas Tpymiia ISpPUBATU3UPOBAHA B TPYIITY MPOCTOTO
3¢dupa, 9TO MPUBOIUT K coequHEHUSIM (Popmysr I-1

o ®),
4 1
) )m_©/ R
N \> I-1,
o sy
\R2

rie nepemennbie R', R%, RY, n 1 m onpe/ieeHs! ¥ NpeImouTHTENFHO OIPEICICHB! B JAHHOM TOKYMEHTE;

R?>  osmauaer Bogopon, C;-Cs-ankmn, C,-Cg-amkennn, C,-Cg-ankuami, — C;-Cg-IIMKITOATKHI,
C3-Cg-muxmoankmin-C-Cg-anmkun, ¢ermn, ¢ermn-C,-Cy-ankun, ¢ennn-C,-Cy-ankenmn wm  Gernn-C,-Cy-
AJKUHWIT,

rae anudaTHieckie GpparMeHTsl pagukana R’ TOMONHHUTEIBHO HE 3aMEIICHBI HIIM HECYT OIHY, ABE, TPH
MM BILIOTH 0 MaKCHMAIBHO BO3MOXKHOTO YHCIIA OXMHAKOBBIX WIH PasHBIX rpymm R'*, KoTopbie He3aBHCHMO
BBIOMPAIOT H3:

R'® ranorena, OH, CN, nutpo, C,-Cs-anxokcu, C;-Cg-miukioankuia, C;-Cg-ranorenuuknoankuia u C,-Cy-
raJOreHaJIKOKCH;

rJIe HUKIOANKHIbHbIE 1/WTH QeHMIbHbIC hparMeHThl paankana R> JOMONTHATENHO HE 3aMEICHB! HITH He-
CYT OJIHY, IB€, TPH, YETHIPE, ISITh WU BIUIOTH JO MAaKCUMAIBHOTO YHCIA OJJUHAKOBBIX WM PA3HBIX TPYIII R'?,
KOTOPBIC HE3aBUCUMO BBIOHPAIOT U3:

R'% ranorera, OH, CN, nmutpo, C,-Cs-amkmma, C,-Cy-amkokcu, C;-Cy-ramoreHankmna, C;-Cg-1ukio-
ankuna, Cs;-Cg-ramorennukiaoankmia U C,-C,-raore HaIKOKCH;

MOXHO TIPOBOJIUTH CJICTYIOIIYIO CTa/IHIO:

(iii) mepuBaTm3amus coemuuenns Gpopmyisi | u3 crauu (1) B OCHOBHBIX YCIOBHAX mocpencTBoM R*-LG,

rae LG saBisercst HykaeopriIsHO 3aMenaeMoi yXoIsIiel Tpymmoi;
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LG mpexacraBnsier co6oit HYyKICOQMIBHO 3aMEIIaeMyI0 YXOISIIYI0 TPYIIY, TaKyK Kak TaloreH, alKII-
Cynb(OHWI, aANKUICYIB(POHUIOKCH U apuiICyIb(pOHUIOKCH, PEIIIOYTHTEIHFHO XJIOp, OpOM MM HOJ, 0COOEHHO
MpeanouTuTelbHo Opom. IlpemnoututensHo Ha cramuu (iil) UCHOIB3YIOT OCHOBaHWE, TaKOe Kak, HalpuMep,
NaH.

[IpurogHEIME PacTBOPHUTEISAMH SBISIOTCS, HAPUMeEP, MPOCTHIE 3(PHUPHI, B YACTHOCTH IHKJINIECKHE IIPO-
cteie  d¢upsl. BO3MOXHBIMH  PacTBOPUTENSIMU  SBIIAIOTCA, Hampumep, TeTparuapodypan  (TT'D),
2-metunrerparuapodypan (2-Me-TI'®), npoctoii audTrnoBeii 3¢dup, TBME (mipocToii TpeT-0yTHIMETUIOBBIH
3¢up), CPME (mpoctoii mukioneHTIIMeTIOBEH 2¢up), DME (1,2-muMmerokcudTan) u 1,4-nuokcan. bonee
TOT0, PACTBOPUTEIIIMH, KOTOPBIC MOTYT OBITh MPHUT'OHBIMH, SIBIISIOTCS, HATPUMEP, MIPOCTON JHH30IPOIHIOBEIH
a¢up, nMpocToi nu-H-OyTHiIOBBIH 3¢dup n/wmm aurauMm. Yacro npumenenne TT'® nmmm 2-metun-TI'® siBnsiercst
ocobeHHO moaxosmuM. Kpome Toro, Takke MOXET ObITh MOAXOASIIMM NPUMEHEHHE KOMOWHAIWI JBYX HIIH
0OJBIIIETo YUCIIa PA3TUYHBIX PACTBOPUTENICH, TAKUX KaK, HAIIpUMEp, JTF00as KOMOWHAIIHMS pacTBOPUTENCH, mepe-
YHCJIEHHBIX BBIIIE WM JIFOOOTO OJJHOTO M3 MEPEUUCICHHBIX NPOCTHIX 3(QUPOB ¢ ann(paTHIECKUMH YIIIEBOI0PO-
JAMH, TaKHUMU KaK H-TCKCaH, TeNTaH, WIM apoOMaTHYCCKHMHU YTIICBOJIOPOJAMH, TAKHMH KaK TONYON WM
KCHJIOJIBL.

CrienManucT B TJaHHOM 00JIACTH XOPOIIIO 3HAKOM C peakiueit Ha ctafauu (ii) 1 MOXET BapbUPOBATH YCIOBUS
PeaKuy aHaJOTHYHO U3BECTHBIM CHHTE3aM.

B cooTBeTcTBHHM C acmeKTOM H300pETeHHE OTHOCHUTCS K CHOCO0y MOydeHHs TPHA30JIbHOTO COSIWHEHHS

dhopmysr |
o ®),
4. 1
L
OH EN

BKJIIOYAIONIEMY CIEAYIOLIYIO CTauIo:
(iia) peakuust okcupana opmysr 11
3.
)

o 0
R4©/ \@Fg "

(¢]

¢ 1H-1,2,4-tpua3onoM 1 HEOpraHMUECKUM OCHOBaHHUeEM, rae npuMmenstoT 0,1-0,8 5kB. yka3aHHOT0 OCHOBa-
HUS Ha | 9KB. coenuHeHus 11, koTopas MPUBOAKT K coeaMHEHUIM (QopMyisl 1, Tae

R' BeIOUpatoT u3 C;-Ce-ankuna i C;-Cg-IUKI0ANKHIA;

R’ HesaBucumo BeIOupator w3 raioreHa, CN, NO,, OH, SH, C;-C¢-ankmna, C;-C¢-aKoKCH,
C,-Cy-ankenmna, C,-Cg-ankmamina, C;-Cg-nmknoankuna, C;-Cg-riukmoankminokcu, NH,, NH(C;-C,-amkuina),
N(C;-Cy-ankuna),, NH(C;-Ce-unknoankuna), N(C;-Cg-unknoankuna),, S(0),(C;-Cs-anxuna), C(=0)(C;-Cs4-
ankmwna), C(=0)(OH), C(=0)(0-C,-Cs-anxuna), C(=O)(NH(C;-C;-anxuna)), C(=O)(N(C,-C4-ankuna),),
C(=O)(NH(C;-C¢-mmkmoankmia)) u C(=0)-(N(Cs-Ce-nuxitoankuna),), Tae p npuauMaet 3uadenue 0, 1 wim 2;

KaX/IBIH 13 R He 3aMelrieH MM TOMONHATENEHO 3aMeIeH OXHNM, ABYMS, TPEMs HIH deThipbMs R¥, rie
R*  mesaBucumo BeiOMpator w3 ramoreHa, CN, NO,, OH, C,-Cs-anxuma, C;-C4-ramoreHankuia,
C;-Cy-tmknoankuia, C;-Cg-ramorennuknoankuia, C;-Cy-ankokcu u C;-C4-raaoreHaaKoKCH;

R* HesaBHcHMO BBIOMPAIOT M3 3aMECTHUTEJICH COTJIACHO OTPEICIICHHUIO JIIIS R, rue YKa3aHHBIN R* He 3ame-
IIEH WK JOTOHATEIBHO 3aMEIeH OHIM, ABYMs, TpeMs Wi detbipbMsa R*, rae kaxsiii R* HesaBucuMo BBI-
GUPAIOT U3 3aMECTUTEIEH COMACHO OMPENENCHIIO T R

n npuHuMaet 3Hauenue 0, 1, 2, 3 wu 4;

m npuHumaet 3Hauenue 0, 1, 2, 3, 4 wiu 5.

Jns nonydeHus: coenuHeHU? GopMyIbl [, B KOTOPBIX CIHPTOBAs TPpyIa ASpUBATH3UPOBaHA (UTO MIPHUBO-
auT K coemuuennaM "OR™, coenunenuam I-1, cM. BBIIIIC), BITOCTICICTBUM MOXKHO OCYIICCTBIIATH CJETYIOIYIO
CTaIuIO:

(ilia) neprBaTH3amms coenuueHms Gpopmyisi | w3 cramu (iia) B OCHOBHBIX ycIoBHsX mocpeactBom R*-LG,
rae LG sBnseTcs HykieoprIbHO 3aMeNIaeMoi YXOISIIeH TpyITow;

rie nepemennsie R', R, RY, n n m onpeieness! 1 mpeamouTHTeIHO OMpe/iesIeHbl B JAHHOM JOKYMEHTE.

Cramuu peakuu (ii) u (iii) moapoOHO OMMCAHBI BBHIIIE M TAKXKE COOTBETCTBEHHO MPUMEHSIOTCS K dTOMY
aCIIEKTy M300peTeHHsI, @ UMEHHO K COOTBETCTBYIOIIUM cTausM (iia) u (iiia), IpH YCIOBUH, YTO XapaKTEpHOH HX
YEpTOU SIBISCTCS TO, YTO HEOPTaHWYECKOS OCHOBAHWC MPHUMEHSIOT B KOJHYECCTBE, MEHbIIEM | 3KB. Ha 1 3KB.
coenuuenus I1.

OkxkcupaH I, mpuMeHsIeMBIi B CIOCO0E COTTIACHO M300PETCHHIO, MOXKHO MOJyYUTh B COOTBETCTBHH CO CIIO-
co0OM COTJIACHO M300PETCHHUIO, OTIMCAHHBIM BBIIIC, WM TAKKE MOXKHO 0O0CCIICUUTH 110 aHAJIOTHH C H3BECTHBIMU
criocobamu, HapUMep, TI0 PEAKIUU COOTBETCTBYIOLICTO COJAEpIKAIero okcorpymmny coenuHenus 111 ¢ ramore-
HUIaMH TpuMeTHiIcyabd(okc)orus ((CH;);S OHal), mpeanouTHTeNnsHO HOAMIOM TPHMETHICYTH(MOHNSA, Tpe/-
MTOYTUTENILHO B TIPUCYTCTBHH OCHOBAHUS, TAKOTO KakK THIPOKcH HaTpus (cM. Takke JACS 1965, 87, p. 1353).
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Hcxonmubie comepskariue okcorpymnmny coenuHenus 111 mis crmocoOoB corimacHo M300pETCHUIO MOXKHO CHH-
TE3UPOBaTh, KAK OMKCAHO B BHINICYIIOMIHYTOH JIUTEpaType U 3asBKax Ha maTeHTHl. OOBIYHO CIICIHATICT B JIaH-
HOU 00JTaCTH MOYKET MOJYIHUTh UX PA3IUIHBIMH ITYTSIMH 10 aHAJIOTUH C U3BECTHBIMU CIIOCO0aMH YPOBHS TEXHH-
ku (cp. J.Agric. Food Chem. (2009), 57, 4854-4860; EP 0275955 Al; DE 4003180 Al; EP 0113640 A2;
EP 0126430 A2). Jlanee npuBEACHBI ITyTH CHHTE3a MPEANIECTBEHHUKOB.

B mepBoMm crmocobe, HanmpuMep, Ha TIEPBON CTaJIMW TIOABEPTAIOT peakiuu (EeHOIb A ¢ TIPOU3BOAHBIMU B,
rae X' osnauaer I wm Br, B wactHOCTH Br (= 6pommpomsBoaubie I11), mpeanodTUTENEHO B IPUCYTCTBUH OCHO-

BaHUA, UYTO JAaCT COCAMHCHUA C.
[npe,unoum-

TerbH (R3),
@/OH j f ocuosaHme] \@\

X=Furm Cl
ITocite aToro mosrydaennsle coenuenus: C, T1ie, B 9aCTHOCTH, X O3HadaeT Br, mpeBpamiaroT B peaKkTHUBbI
I'puHBsApa TO peaknuu ¢ pearcHTaMd TPAHCMETAJUTMPOBAHMS, TAKUMH KaK H3OMPONIMATHHUTAIOTCHHU B, H
3aTeM HOJBEPraroT PEaKIMU C alCTHIXJIOPUIOM MPEIAIIOYTUTEIFHO B OC3BOIHBIX YCIOBUSAX U MPEIIOYTUTEIHEHO
B MIPUCYTCTBHUU Katanu3aropa, Takoro kak CuCl, CuCl,, AICI;, LiCl u ux cmecH, ¢ noxydeHueM arerodeHoHoB D

Fegel

BTtopoii coco® momydeHus MpeanieCTBEHHUKOB SBJISCTCS CIEAyIomuM. Ha mepBoi cTamuu raJoreHHOe
npousBoaHOE E, B KOTOpOM X? o3Hauaer ranoreH, B yactHocTH F, 1 X° 03Ha4aeT rajoreH, B 4acTHOCTH Br, mos-
BEPraroT Peakldu C PearcHTOM TPAHCMETAUTUPOBAHUS, TAKUM KakK, HAIPUMEp, M30MPONMIMATHUHOPOMUN, U,
Janee, alIXJIOPUAHBIM PEarcHTOM R'COCI (HampuMep, alueTHIXJIOPHUIOM) TPEAMOYTUTEIBHO B OC3BOIHBIX
YCIIOBHSAX U HE00A3aTEILHO B MPHUCYTCTBUU Karanuzaropa, Takoro kak CuCl, CuCl,, AlICl;, LiCl u ux cmecu, ¢
MOJTYYCHUEM KETOHOB F

- TpaHCMeTannMpoBaHue 2 R®

3
Xz\@f‘ )h -R'COCI n
R1
3
X

E F ©

ITocne aToro ketoHs! F monBepraroT peakuuu ¢ peHoJaMu A MPEATIOYTHTEIHHO B IPUCYTCTBUU OCHOBAHUS
¢ nonyuennem coenuHenui 11, roe R' SBISIOTCS TAaKHMH, Kak OMpPEACNICHO W MPEANOUYTUTEIHLHO OIpPEIeICHO
COOTBETCTBEHHO B JAHHOM JIOKYMEHTE.

Coenunenns 11 Takxke MOXKXHO TIOTYIUTH IO aHAJIOTHH C TIEPBBIM CITOCOOOM, OTIICAHHBIM JJIs1 COSTMHEHUH
D (upenmouTuTenbHBIC YCAOBUS IS CTAAUU CIIOCO0A, CM. BHIIIE). DTO WILTFOCTPUPYETCS CIACTYIONUM 00pa3oM:

° ®)
R /[: 2 B
m r peareHT

TpaHCMeTaJ‘IﬂVIpOBaHVIﬂ @/
CH ,COCI
®), R" R
Q j \ 1

AJ‘ILTepHaTI/IBHO, coequnenust III moxxHO CUHTE3UPOBATh C IMOMOIIBIO AIATIUPOBAHUSA II0 CDpI/I,HeJ'I}O-
Kpa(i)Tcy, KaK YKa3aHO HHXC:
( 3) deHon A,

R
X n OCHOBaHVIe ®),
g @ Kkuenora J'Ibromca

Ricocl  RY/
G
X=ranoreH

[pocteie adpupbl H MOKHO CHHTE3MPOBATh ITyTeM HYKJICOQHIHLHOTO 3aMEIIeHHs IPYyNIbl X B COSANHEHUH
G (Angewandte Chemie, International Edition, 45(35), 5803-5807; 2006, US 20070088015 Al, Journal of the
American Chemical Society, 134(17), 7384-7391; 2012). 3aTem kaTanu3upyemoe KucioToi Jlptonca npucoeau-
HEHUE TaJOTeHAaHTHAPHIA KHCIOTH npenMyniecTBeHHO mpuBeaeT kK coenuHeHusM III (Journal of Chemical
Research, Synopses, (8), 245; 1992, WO 2010/096777 Al).

Ecnu nHImBHIyanbHbIE COCOMHEHHS HE MOTYT OBITH IOJYYECHBI HEMOCPEACTBEHHO C IOMOINBIO ITyTEH,
OTIMCAHHBIX BBIIIE, UX MOXKHO TOJyYHUTh ITyTE€M JEPHUBATU3ALNH JPYTHX COCIUHEHHUI.

B cnydae BeieneHus MpOAyKTa U3 PEaKIIMOHHONW CMECH Ha JII00OM M3 PEaKIMOHHBIX CTaauil crocoda co-
TJIACHO M300PETEHHUIO WM JPYTHX OMHMCAHHBIX CIIOCOOOB, UTO SIBJISETCS HOAXOAAIINM, TAKOE BBIICICHUE MOKHO
MPOBOJUTH C IIOMOIIBIO METOANK, U3BECTHBIX B O0IIEM BHJE CIECHUATNICTY B JaHHON 001acTi TeXHUKH. OOBIYHO
PCaKIMOHHYIO CMECh DKCTPAarupyOT NPUTOIHBIM OPTaHHMYECKUM pacTBOpHUTENEM (HapUMep, apOMaTHYeCKUMHU
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YIJIEBOJOPO/IAMH, TAKMMHU KaK TOJYOJ M KCHJIOJBI) U OCTAaTOK, MPH HEOOXOAMMOCTH, OYHIIAIOT C MOMOUIBIO I1e-
PEKpHCTAILTH3AINY W/ WITH XpoMaTorpaduu.

B ompenenenmsax mepeMeHHBIX, IPUBEACHHBIX B TaHHOM JTOKYMEHTE, HCIIOJB3YIOTCS COOMpaTenbHbIC Tep-
MUHBI, KOTOPBbIE OOBITHO SBJISIOTCS XapaKTePHBIMU I paccMarpuBaeMbIx 3amectuteneit. Tepmun "C,-C,," yka-
3BIBACT YMCJIO aTOMOB YTJIEPOAA, BOZMOXKHOE B KaXKOM CITydae B paccMaTpHBAacMOM 3aMECTHTENE WM 3aMe-
maromieM pparmMenre.

TepmuH "ranmoreH" OTHOCUTCS K GTOPY, XJIOpY, OpOMy H HOIy.

Tepmun "C;-Cg-amkun" OTHOCHTCS K HACHIIIICHHON YTIEBOJOPOIAHON TPYIIE ¢ MPSIMON WM pa3BETBIICH-
HOW I1emblo, coiepxkamedl or 1 mo 6 aToMoOB yriaepoja, HampuMep, TakOoW KaK METWJ, 3TWUJ, MPOMUI,
I-meTumaTin, Oytwi, |-MeTwinmpomwi, —2-METWINPONWI,  1,]-AUMETHIATHN, TEHTWI, |-METWIOYTHII,
2-MeTHIIOYTHI, 3-MeTHAOYTHIA, 2,2-TuMEeTHATponiT, 1-3tinnponmi, 1,1-auMerminponui, 1,2-IuMeTHIIPOITII,
TEKCHJI, |-MCETHIIICHTHI, 2-METHIINCHTII, 3-METHIIICHTH, 4-MeTWINneHTH, 1,1-mumerunOytmn, 1,2-numeTnn-
oy, 1,3-mumetmwnOyTw, 2,2-TuMeTHIOYTHA, 2,3-TUMeTIIOYTII, 3,3-muMeTuinOyTmwt, 1-3TunOyTu, 2-3THil-
oyrun, 1,1,2-tpumernnnponu, 1,2,2-rpumermmponu, 1-3Tuin-1-mMetunponui u 1-3tun-2-merwnponut. Ilo-
oOHBIM 00pazoM, TepMuH "C,-Cy-anmkun" OTHOCHUTCS K aIKHIBHOW TPYIIE ¢ MPSIMOW MIIM Pa3BETBICHHOM Iie-
bI0, cojepkamel oT 2 0 4 aTOMOB yIyiepojia, TaKOW Kak 3THJ, PO (H-TPOMHII), |-MeTHIdTHN (M30TIPO-
), Oyt 1-MeTumponui (BTOp-0yTHiI), 2-MeTHAPOoniI (M300y T, 1, 1-quMeTHIATII (TpeT-0yTHiI).

Tepmun "C,-Cg-rasioreHankua" OTHOCUTCS K aJKWJIBHON TpyTIIe, coaepkamiei ot 1 10 6 aToMoB yriiepoaa
COTJIACHO BHIIICTIPUBEICHHOMY OIIPENEICHNIO, TIPUYEeM HEKOTOPhIe WM BCE AaTOMBI BOAOPOAAa B OITOH
rpymnme MOryT OBITh 3aMEHEHBl Ha aTOMBl TaJOTCHOB, KakK YIMOMSHYTO Beimie. [IpumMepamu SBISIOTCA
"C,-C,-ranoreHaJKwIbHbIe" TPYIIIBI, TAKHE KaK XJIOPMETHI, OPOMMETHII, AUXIOPMETHII, TPUXIOPMETHI, (TOp-
MeTHI, AudTopMeTi, TpUGTOPMETII, XIOPPTOPMETHI, TUXIOPHTOPMETII, XIOPAUPTOPMETII, 1-XJTOPITHIL,
1-6pomatun, 1-dpropatun, 2-propatui, 2,2-audTopaTri, 2,2,2-TpudTopaTui, 2-xnop-2-GTopaThi, 2-Xiop-2,2-
mudropaT, 2,2-1uxaop-2-GpTopaTu, 2,2,2-TpUXIOPITHI WIN IEHTAPTOPITHIL

Tepmun "C,-Cg-ankeHun" 0oTHOCUTCS K HEHACBHIIICHHOMY YTI€BOAOPOAHOMY pajyKally ¢ MPsIMON WU pas-
BETBJIICHHOH IIETBIO, COepIKaIieMy OT 2 110 6 aTOMOB yIiiepoAa M ABOWHYIO CBSI3b B JI0OOM moJoxeHud. [Ipu-
Mepamu sBisitoTcs "'C,-Cy-aNKeHWIbHBIE" TPYMIBI, TaKWe KaK JTEHWI, |-poreHwt, 2-mporeHua (aJuTu),
I-mMetumaTenun, 1-Oyrenwn,2-0yrenun, 3-Oyrenun, |-merni-1-mpomnenwmi, 2-MeTwi-1-mponeHwmn, 1-meTwun-2-
MIPOTIEHIWI, 2-METHII-2-TIPOTICHHIL.

Tepmun "C,-Cg-anknHUI" OTHOCUTCS K HEHACHIIIIEHHOMY YTJIEBOJIOPOIHOMY PaTruKaly ¢ MPSMOM HIIH pa3-
BETBJIICHHOH IIEMBIO, CONEpIKameMy OT 2 0 6 aTOMOB YIiiepoja M IO MEHBIIEH Mepe OIHY TPOHHYIO CBS3b.
[pumepamn sBistrorcst "C,-Cy-anKUHWIBHBIE" TPYNIBI, TAKHE Kak 3THHWI, HPOI-1-nHUI, Tpomn-2-uHui (po-
napruin), 0yT-1-unnin, OyT-2-nHui, OyT-3-UHWI, 1-METHIPON-2-UHUIL

Tepmun "C;-Cg-IMKIOANKII" OTHOCUTCS K MOHOLMKJIMYECKUM HACBHIILIEHHBIM YIJIEBOJOPOAHBIM paauKa-
JaM, COJeprKallliM OT 3 10 8 aTOMOB yIJiepo/ia - WIEHOB KOJbla, TAKUM KaK IIMKJIOMPOIII, [IUKIO0YTHII, IUK-
JIOTICHTHJ, ITUKJIOTEKCHJ, IIMKJIOTEITHI HITH [IAKIOOKTHIL.

Tepmun "C;-Cg-nuxnoankun-C,-Cy-ankun" oTHOCUTCA K alKuly, coaepxkamemy oT 1 1o 4 atomoB yrie-
pona (cormacHO BBIICTIPUBEICHHOMY ONPEACICHHUIO), T OJUH aTOM BOJIOPO/a aIKWIBHOTO pPaguKaia 3aMEHEeH
Ha IMKJIOATKIIIBHBIA pafiuKai, coaepkamuii ot 3 10 8 aTOMOB yriepoza (COTIacHO BHIMICIPUBEICHHOMY OIIpe-
JISJICHUTO).

Tepmun "C;-Cg-ankokcu" OTHOCUTCS K aJIKHILHOW TPYIIIE ¢ MPSMOW WM Pa3BETBICHHON IETIbIO, COIEP-
Kareit ot 1 1o 6 aToMOB yriiepoaa, KoTopasi IpUCOeANHEHa Yepe3 KUCIOPOT B IFOOOM TIOJ0KESHUH B aJIKMIIBHON
rpymne. Ilpumepamu sBmstorca "C;-Cy-anxoxcu" Tpynmbel, Takue Kak METOKCH, ATOKCH, H-TIPOTIOKCH,
1-MeTHIIITOKCH, OYTOKCH, 1-METHIIIPONOKCH, 2-METHIIITPOIOKCH WK 1,1-IMMETHIITOKCH.

Tepmun "C,;-C¢-ranorenankoxcu”" otHocutcs K C;-Cg-aJIKOKCH paguKally COIJIACHO BBIIIETIPUBEACHHOMY
OTIpeJIeIeHUI0, TIPHYEM HEKOTOPBIC MIIM BCE aTOMBI BOJOPOZA B ATOH TpyIIEe MOTYT OBITh 3aMEHEHBI Ha aTOMEI
TaJIoTeHOB, Kak ynoMsHyTo Bble. [Ipumepamu sasistorcs "C;-Cy-ranorenankokcu” rpynmnsl, Takue kak OCH,F,
OCHF,, OCF;, OCH,ClI OCHCIl,, OCCl;, xiopdTopMeTOKCH, AUXJIOPHTOPMETOKCH, XIOPIUPTOPMETOKCH,
2-pTOpaTOKCH, 2-XTOPITOKCH, 2-OpOMITOKCH, 2-HOMITOKCH, 2,2-TH(YTOPITOKCH, 2,2,2-TpUPTOPITOKCH, 2-XIIOp-
2-propatokcu,  2-xm0p-2,2-mUPTOPITOKCH,  2,2-nuxinop-2-gTopatokcn,  2,2,2-tpuxyopatokcH, OC,Fs,
2-propmponiokcn,  3-¢proprpornokcy,  2,2-TUPTOPIPONOKCH,  2,3-mudTopnpornokcn, 2  XIOPIPOIIOKCH,
3-xJIOpIpOTOKCcH,  2,3-TUXJIOPIPOTIOKCH,  2-OpOMIIPOIOKCH,  3-Opommporniokcn,  3,3,3-TpudTOpIpONoKCH,
3,3,3-tpuxnopnponokcu, OCH,-C,Fs, OCF,-C,Fs, 1-pTopmeTrn-2-hTopaTOKCH, 1-XTOPMETHII-2-XJIOPITOKCH, 1-
OpomMmeTHIT-2-0poMaTOKCH, 4-PTopOyToKCH, 4-XJ10pOyTOKCH, 4-OpOMOYTOKCH HITH HOHA(QTOPOYTOKCH.

Tepmun "¢pernn-C;-Cg-anknn" OTHOCUTCS K aJIKMITy, coieprKanieMy oT 1 1o 6 aToMoB yriepoaa (coryiacHo
BBILICTIPUBEICHHOMY ONPEICIEHHIO), TJC OJMH aTOM BOJIOPOAA aJKHIBHOTO pajiMKaia 3aMeHEH Ha ()eHWIBHBIH
panuxain. [Tono6HeIM 00pa3om, TepmuHsl "Qenmn-C,-Ce-ankenun" n "¢pernn-C,-Ce-aKuHII" OTHOCATCS K a-
KEHWJIY W QJIKHHWIY COOTBETCTBEHHO, I/Ie OJUH aTOM BOJOPOJA BHIIICYIOMSIHYTHIX PaJMKaIoB 3aMEeHEeH Ha (e-
HWIBHBIN pauKal.

3HAYCHHS W IPEANOYTHTEIbHBIC 3HAUCHNS, ONMMCAHHbIC Hibke s mepeMennsix R, R?, R’ R*, n u m,
MPUMEHSIOTCS K COSIMHEHUSIM M MpEeANIeCTBEHHUKAM CoeInHeHnH I, M K moOOYHBIM MPOAyKTaM B JTIOO0M M3
CIOCOOOB COTIIACHO U300PETEHHIO, MTOAPOOHO PACKPBITHIX BHIIIIE.
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R' B COOTBETCTBHH C HACTOSIINM u3zo0perenreM o3HauaeT Bogopon, Ci-Cg-amkmn, C,-Cg-amkeHu,
C,-Cg-anxkuamin,  Cs;-Cg-mmknoankmi, — Ci-Cg-nimknoankmi-C;-Cg-amkuil, (denm, ¢denmn-C,-Cy-ankui,
dernn-Cy-Cy-ankennn wm dermn-C,-Cy-ankuHm, rae anmidaTideckne pparMenTsl pagukana R' moryT Hecrn
OJIHY, NIBE, TPH WJIM BIUIOTH JI0 MAKCUMAIBHO BO3MOYKHOTO YHCIIa OJMHAKOBBIX MIIA Pa3HBIX TPYIIIT R'% KOTOpBIE
HE3aBHCHMO Ipyr OT apyra Beiompaior m3 ramoreHa, OH, CN, mutpo, C;-C;-anxoxcu, C;-Cg-IHKIOANKHIIA,
C;3-Cy-ranorennuiioankmwia u C;-Cy-TaJOTeHANIKOKCH; U TNI¢ NUKJIOAIKIWIbHBIE W/ (eHUIbHBIe (parMeHThI
paaukaa R' MOTYT HECTH OJHY, JIBE, TPH, YETHIPE, MATh WM BILIOTH 10 MAaKCUMaJbHOTO YHCIA OJUHAKOBBIX
WIK pa3HbIX TPYII R, KOTOpbIE HE3aBHUCHUMO JpyT OT Japyra BeIOuMparoT u3 rajmoreHa, OH, CN, Hutpo,
C,-C4-anxmma, C,-Cs-ankokcu, C;-Cy-ramorenankmma, Cs;-Cg-muknoankuina, C;-Cg-raJoreHIUKIOANKAIA |
C,-C4-rajoreHanKkoKCHu.

B coOTBETCTBUM C OJTHIM BapHAHTOM OCYIICCTBICHUS R' o3mauaer H.

B coOTBETCTBMU C JOMONHUTEIBHBIM BAPUAHTOM OCYIICCTBJICHUS H300pETCHUS R' BEIOUPAIOT U3
Ci-Cg-anmkmna, C,-Cg-ankenmna, C,-Cg-amkunmna, Cs;-Cg-nmknoankmina, Cs-Cg-mknoankmi-Ci-Cy-ankuna, de-
wuna, Genm-C,-Cy-ankmna, pernin-C,-Cy-ankenmna u ¢penmn-C,-Cy-aaKkuHuma, Tae R' B kaxzgoM clydae Hesa-
MEIICHBI WJIH 3aMEIICHBI ITOCPEICTBOM R'™ w/mm R, kak OTIPEJICIICHO W TMPEIIOYTUTEIBHO ONMpeneiIcHo B
nanHoM onrcanud. OcoObie BapruaHTHl OCYIIECTBIICHUS N300pETEHISI MOXKHO HaiiTH B Tabu. P1.

B coOTBETCTBHH C OTHUM OTHIEIHHBIM BApHAHTOM OCYIIECTBICHHUS R' osnauaer C;-Cy-alKii1, B 9aCTHOCTH
C,-Cy4-amxun, takoit kak CHj, C,Hs, CH(CH3), nimm C(CHjs);. JlomOTHATENBHBIN BapUaHT OCYIIECTBICHUS H30-
OpeTeHust OTHOCHUTCS K COSAMHEHHSIM, B KOTOPBIX R! o3nauaer C,-Cg-ankmi, B gactHOCTH C,-C4-aKHI, KOTOPBIH
3aMeIleH OJHOM, MBYMS WIIA TPEMsI WU BIUIOThH JO MaKCHMAaJbHO BO3MOXHOTO YHCIIa OJMHAKOBBIMH WIIH pa3-
HBIMU TPYTIIaMU R'*, kak OTIPEICIICHO U MPEAIOYTUTEIHFHO ONPEACICHO B TAHHOM ONMUCaHuH. B cooTBeTCTBHH
C O0COOBIM BapHaHTOM OCYIICCTBICHUSA W300pETCHUS R' osmauaer C,-Cg-ralOreHalKmi, B YacCTHOCTH
C;-Cy-ranorenankmi, 6onee npennoututesibHo Ci-C,-ranorenanku, Takoit kak CF; mmu CHF,. B cootBeTcTBHI
C JIOTIOJIHUTEILHBIM OCOOBIM BapHAaHTOM OCYIIECTBIICHUS H300pETCHUS R' ozmauaer C,-Cs-anxoxcn-C,-Cg-
ankwi, B yactHocTh C;-Cy-amkokcu-Cy-Cy-ankmn, Takoit kak CH,-OCHj3. Bonee Toro, ocoOble BapHaHThI OCYIIIE-
CTBJICHHSI ©300pETEHUST MOKHO HaTH B Tabm. P1.

B cooTBeTcTBUU C elie OJHUM BapHAHTOM OCYIIECTBICHHUS R! o3nauaer C;-Cg-nmkioankuin-C,-Cg-ankui,
B 9acTHOCTH C;-Cg-1iukmoankui-C -Cy-ankui. JomoSTHUTENBHBIN BapUaHT OCYIIECTBICHHS H300pPETEHUS OTHO-
CUTCS K COCAWHEHHSIM, B KOTOPBIX R' oszmauaer C;-Cyg-muknoankui-C-Cg-aakmi, B YaCTHOCTH
C;3-Co-muxmoankimn-C-Cy-amkui, KOTOPHIA 3aMelleH OAHOW, MBYMsS HIIM TPEMs WIH BIUIOTH JO MaKCUMAaJbHO
BO3MOYXHOTO YHCJIa OJUHAKOBBIMH WJIM PA3HBIMH TPYITIAMH R'* B ankuiasHOM (bparmMenTe w/wiM 3aMeneH of-
HOW, IBYMSI, TPEMsl, YSTHIPHMS WU TATHIO MU BIUIOTH IO MAKCHMAJILHO BO3MOKHOT'O YHCIIA OJJMHAKOBBIMU WA
Pa3HBIMU TPYIIIAMHA R'?® B nukmoankuisHOM (dparmenre. R'* 1 R B kaxzom cilydae SIBIISIOTCS TAKUMH, KaK
OTIPEICIICHO U MPEOYTUTEIHFHO ONPEICIICHO B TAHHOM onucanui. OcoOble BapUaHTHI OCYIIECTBICHUS H300pe-
TEHMS MOKHO HaiiTu B Ta0id. P1.

B cootBercTBMH C ApPYrMM BapHaHTOM OCYIIECTBIECHUS R' o3nauaer C,-Cy¢-amKkeHnII, B YaCTHOCTHU
C,-C4-ankenun, Takoit kak CH=CH,, CH,CH=CH,, CH=CHCHj; unu C(CH;3)=CH,. JlonoaHUTenbHbIi BapuaHT
OCYIIIECTBIICHHUST N300pETEHUST OTHOCUTCS K COSANHEHUSM, B KOTOPBIX R! osnauaer C,-Cg-alIKeHNIII, B YaCTHOCTH
C,-C4-anmkeHunn, KOTOPBINA 3aMeIIeH OJHOM, IBYMSI MITH TPEMsI WUIH BIUIOTh IO MaKCHMabHO BO3MOYKHOTO YHCIIa
OJIMHAKOBBIMH WJIM Pa3HBIMU TPYIIIaMU R'* kak OTIPEJIEIICHO U MPEATIOYTUTEIHLHO ONPECIEHO B TAHHOM OIIH-
caHud. B coOTBeTCTBMM ¢ OCOOBIM BapHMaHTOM  OCYIISCTBIICHHS  HM300pETCHHS R'  o3uauaer
C,-C4-ranorenankenuni, B yacTHOCTH C,-C, -TanioreHankeHun1. B cooTBETCTBHM ¢ JOIOIHUTEILHBIM OCOOBIM Ba-
PUAHTOM OCYIICCTBICHUS H300pETCHUS R' o3unauaer C;-Cyg-uxnoankuin-C,-Cg-ankennn wnn C;-Cg-rajores-
nuknoankmi-C,-Cg-ankeHus1, B 4acTHOCTH, C3-Cg-1iukmmoankui-C,-Cy-ankenun unn C;-Cg-raoreHIMKI0IKUII-
C,-C4-ankenm. bonee Toro, 0coObie BapUaHTHI OCYIIIECTBICHUS H300pETCHHS MOXKHO HaiTH B Tadi. P1.

B cooTBeTcTBUUM C elle OJHHM BapHAHTOM OCYIIECTBICHUS R' o3mauaer C,-Cg-aIKMHHIL, B YaCTHOCTH
C,-Cy-amxmunn, Takoit kak C=CH, C=CCHj;, CH,-C=C-H wnu CH,-C=C-CHj;. JIomOJIHUTENbHBIN BapUaHT OCY-
IICCTBJICHUS M300pPCTEHUS] OTHOCHUTCS K COCIAMHCHUSM, B KOTOPBIX R' osnauaer C,-Cg-aIKHHWI, B YaCTHOCTH
C,-C4-ankuHWI, KOTOPBIH 3aMEIleH OHOM, ABYMS WJIM TPEMs WM BIUIOTH O MAKCHMAJIBHO BO3MOKHOTO YHCIIA
OJIMHAKOBBIMH WJTH Pa3HBIMH TPYIIIAMU R'*, kak OTPECIICHO U MPEANOYTUTEIIFHO OMPECIICHO B TAHHOM OIIH-
caHHH. B COOTBETCTBHH C 0COOBIM BapHAHTOM OCYIIECTBICHHs m3006perenns R' osmauaer C,-Cg-ranores-
aMKUHWI, B 4aCTHOCTH C,-C,-raJloTeHaIKUHWI. B COOTBETCTBHH C JOTOTHUTEIHHBIM OCOOBIM BapHaHTOM OCY-
IIECTBIICHUST N300PETCHHUS R' osnauaer C;-Cy-nmxmoankmin-C,-Cy-ankunani nin C;-Cy-ragoreHukinoankui-C,-
Ce-anknami, B 4acTHOCTH C3-Cg-1uknoankuii-Co-Cy-anxkunua uan Cs-Ce-ramoreHuukiIoankuia-C,-Cy-aIKnHHUII.
Bonee Toro, ocoObie BapuaHTHI OCYIIECTBICHUS H300pETCHUS MOKHO HaTH B Ta0i. P1.

B cooTBeTCTBHU C elie OJHUM BapUAHTOM OCYIIECTBICHHUS R' o3nauaer ¢enmn-C;-Cy-anmkui, B 4aCTHOCTH
(enmn-C;-Cy-ankmi, Takod Kak OCH3WII, TN aIKWIBHBIH (parMeHT B KaXIOM CIy4Yae HE 3aMEIICH WM HECeT
OJIIUH, JBa WIN TPU R'® xak OTIPENICIICHO U MPEIIOYTHTEIBHO OMPEICICHO B JJaHHOM OIMCAHUY, B YaCTHOCTH,
BBIOpaHHBIX U3 ranoreHa, B yactHoctd F u Cl, C;-Cy-ankokcn, B vactHoctd OCHj3, 1 CN, u rae ¢peHun B Kax-
JIOM CIIy4ac HE 3aMEIICH WM HECEeT OJIUH, JIBA WM TPH R'?® xak OTPEACIICHO U MPEATIOYTUTEIILHO ONPEICIICHO B
JTAHHOM OITMCAaHWU, B YaCTHOCTH, BBIOpaHHBIX U3 ramoreHa, B yactHoctH Cl u F, C;-C,-ankokcu, B 9acTHOCTH
OCHs;, C,-Cs-anxuna, B yactHoctd CH; mmn C,Hs, m CN. OcoOble BapuaHTBI OCYIIECTBJICHUS HW300pETECHUS
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MO>KHO HaTH B Ta0J. P1.

B cooTBeTcTBUU C elle 0OHUM BapUaHTOM OCYIIECTBICHUS R' o3nauaer tenmn-C,-Cy-anKeHu, B 9aCTHO-
ctu peHnn-C,-Cs-anKkeHu, Takol Kak (EeHWIDTEHWI, B KOTOPOM alTKEHWJIBHBIN (PparMeHT B KaXKIIOM ciiydae He
3aMelleH WM HeCeT OJIMH, Ba WU TPH R'*, kak OTIPEJICIICHO U MPEATIOYTHTEIHLHO ONPEIeTIeHO B JAHHOM OITH-
CaHWH, B YaCTHOCTH, BRIOPaHHBIX U3 rajoreHa, B yactHocTH F u Cl, C,-C4-ankokcu, B vactHoctrt OCH;, 1 CN, u
rae GeHn B KaXI0M Cilydae He 3aMelleH WU HeceT OJWH, JBa WU TPU R'? kak OTIPEJICIICHO U MPEATIOYTH-
TEJIHHO OTIPEJICNICHO B TaHHOM OITMCAaHWH, B YaCTHOCTH, BHIOpaHHBIX M3 ranoreHa, B yactHoctd Cl u F, C,-C;-
ankokcH, B yactHoctd OCHj;, C,-Cy-anxmna, B yactHoctd CH; mnu C,Hs, 1 CN. B cooTBeTCTBHY C €llie OAHUM
BapMaHTOM ocymiecTienus R' osmauaer Qenmn-C,-Cy-ankuuun, B yacTHOCTH (eHmn-Cy-Cs-alkuHmI, Takoit
Kak (DEHUIDTHHWI, B KOTOPOM aJKHHHUIBHEIN (PparMeHT B Ka)KIOM CIIy4ae He 3aMEIICH I HeCeT OJWH, JIBa WIIH
TpH R'* kak OTIPE/ICIICHO U MPEIMOYTHTEIBHO ONPENEICHO B TAHHOM OIHMCAHUY, B YACTHOCTH, BEIOPAHHBIX U3
ranmorena, B yactHocTH F u Cl, C;-Cy-ankokcu, B yactHocTH OCH;, u CN, u re ¢heHMI B KaXJIOM Cllydac He
3aMellleH WM HECeT OJIMH, JBa WIH TpU R'*® kax OTIPEJICJICHO U MPEANOYTUTENBHO OMPENIETICHO B JAHHOM OIH-
CaHWH, B YACTHOCTH, BBIOpaHHBIX U3 ranorena, B yactHoctd Cl u F, C;-Cy-anmkokcu, B wactHoctrt OCHj3, Ci-Cy-
ankwra, B vactHocTr CH;3 mimm C,Hs, 1 CN. OcoOble BapHaHTBI OCYIIECTBICHUS N300pETEHUSI MOYKHO HAaHTH B
Taoim. P1.

B cooTBeTcTBHU C elle OAHUM BapHUAHTOM OCYIIECTBICHHS R' osnauaer C3-Cy-LEKIOANKHI, B YACTHOCTH
Cs-Co-muxoankmn, takoi kak CsHs (muxmonpormn), C4H; (IHMKIIOOYTHIT), IMUKIOMEHTH WIH ITHKJIOTEKCHIL
JloTIOTHATETHHBIA BapUAHT OCYIIECTBICHUS N300PETEHUsT OTHOCUTCS K COCTUHEHHUSIM, B KOTOPBIX R' osnauaer
C;3-Cg-muxutoankm, B 9acTHOCTH Cs3-Cg-nmkmoankmi, Takoi kak CsHs (mukmonpormn) wimm C4H; (muxmo0yT),
KOTOPBI 3aMEIICH OJHOM, ABYMS, TPEMs, YCTHIPbMS WM MATHIO WIM BIUIOTH JO MaKCHMAJIGHO BO3MOXKHOTO
YHCIia OJIMHAKOBBIMU HITH Pa3HBIMU TPYIIIAMU R'?, xak ONpPEENICHO U MPEANOUYTUTEIHHO ONPEIEICHO B JaHHOM
omucaHuu. B  COOTBETCTBMM C OCOOBIM BAapUAHTOM OCYIICCTBICHUS H300pCTCHUS R' osmauaer
C;-Cy-rajoreHuKIoankmi, B 4aCTHOCTH C;3-Cy-TaIOTSHIIMKIIOATKIN, TAKOH KaK TaJOTCHIIMKIONPOIIII, B YaCT-
HoctH 1-F-nmknonponun wim 1-Cl-mpkonponmt. B cOOTBETCTBUU € TOMONHUTEIBHBIM OCOOBIM BapHaHTOM
OCYIIECTBIICHUSI  M300peTEHUS R'  o3mauaer C;-Cy-1iukmoankmii-C3-Cy-IIMKI0AIKHI, B YaCTHOCTH
C;3-Co-murmoanikii-Cs -Cg-IIMKIIOAK WL, T/Ie KaXKIbIA U3 YKa3aHHBIX [MHKIOATKII-ITUKIOATKAIBHBIX ()parMeHTOB
HE 3aMelIeH WM HECeT OJWH, JIBa WM TPH R'®, kax OTIPEJICIICHO U TPEINOYTHUTEILHO ONPEACIICHO B TaHHOM
OTIMCAaHWH, TaKOW KakK |-IHMKIOTPONII-ITUKIONPONHI WM 2-IUKJIOTPOIIII-ITUKIonpornuia. OcoOble BapHUaHTHI
OCYIIIECTBIICHUS U300pETeHMSI MOXHO HaiiTH B Ta0u. P1.

B cooTBeTCTBUHM ¢ elle OJHUM BapHAHTOM OCYIIECTBICHUS R' o3nauaer (dhennn, rae GeHmT He 3aMenieH
WK HECET OJIWH, JBa, TPH, YCTHIPE WK MATh HE3aBUCHMO BHIOPAHHBIX R'?, kax OTIPE/ICTICHO U MPEAIOYTUTEITh-
HO ONpEJCNICHO B JaHHOM OIKMCAaHWUHW, B YaCTHOCTH, BBIOpaHHBIX M3 ranoreHa, B dactHoctH, Cl u F,
C,-C4-anmkokcy, B yactHoctd OCHj;, C-Cy-ankmna, B vactHoctd CH; min C,Hs, u CN. OcoObie BapuaHTHI OCY-
IIECTBJICHUS N300pETEHUSI MOXKHO HaiiTh B Tabm. P1.

B 1omonHUTENTFHOM BapHaHTE OCYIICCTBICHHS H300pETCHUS R' BeIOMpatoT u3 Bojoponaa, C,-Cg¢-ankma,
C,-C¢-ankenmia, C,-Cg-ankuanina u C;-Cg-IIMKI0ANKIIIA, TIE R' B kaskzOM Clydyae He 3aMEIlEHbl WIN 3aMellle-
HBI TIOCPEACTBOM R'* w/mm R, kax OTIPEICIICHO U TIPEATIOYTUTEIHLHO OINpPENeNeHO B TaHHOM OINMCaHuu. B
KOKIOM CJIydae 3aMECTUTENId MOTYT TaKKe€ WMETh MPEANOYTHTEIbHBIC 3HAYCHHS JII COOTBETCTBYIOIIETO 3a-
MECTHUTEIISI COTJIACHO BBHIMIETIPUBEICHHOMY ompeneneHnto. OcoOble BapuaHThI OCYIIECTBICHUS H300pETEHUS
MO>KHO HaiTH B Tabi. P1.

Oco0eHHO TPEANOYTHTEIHLHBIC BAPUAHTHI OCYIIIECTBICHHS R' B cootBeTCTBHH C n300peTEeHNUEM TIPUBEICHBI
B Tabn. P1, B KoTOpOif Kaxkaast cTpoka u3 cTpok P1-1 - P1-160 cooTBETCTBYeT OJJHOMY OTIEIHHOMY BapHaHTY
OCYIIECTBIICHHS] H300peTeHus U B KOTOpoit cTpoku P1-1 - P1-160 Takxke B 11000# KOMOMHAIMN MTPEACTABIISIOT
MPEIIOYTUTEIFHBIN BAPUAHT OCYIIECTBICHHS HACTOSIIETO H300pETCHUS.
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Tabiuuma P1

CTPOKa R'

P1-1 H

P1-2 CH;

P1-3 CH,CH;

P1-4 CH,;CH,CH;

P1-5 CH(CHa3),

P1-6 C(CH3);

P1-7 CH(CH;)CH,CH;

P1-8 CH,CH(CHs;),

P1-9 CH,CH,CH,CH3;
P1-10 CF;
P1-11 CHF,
P1-12 CH,F
P1-13 CHCl,
P1-14 CH,Cl
P1-15 CH,0OH
P1-16 CH,CH,0OH
P1-17 CH,CH,CH,0OH
P1-18 CH(CH3)CH,OH
P1-19 CH,CH(CH;)OH
P1-20 CH,CH,CH,CH,0H
P1-21 CH(CH3)CN
P1-22 CH,CH,CN
P1-23 CH,CN
P1-24 CH,CH,CN
P1-25 CH,CH,CH,CN,
P1-26 CH(CH;)CH,CN
P1-27 CH,CH(CH;)CN
P1-28 CH,;CH,CH,;CH,CN
P1-29 CH,0CH;
P1-30 CH,0CH,CH3;
P1-31 CH(CH3)OCH3
P1-32 CH(CH;)OCH,CH;
P1-33 CH,CH,OCH,CH3;
P1-34 CH,0CF;
P1-35 CH,CH,0CF;
P1-36 CH,0CCl;
P1-37 CH,CH,0CCl;
P1-38 CH=CH,
P1-39 CH,CH=CH,
P1-40 CH,CH=CHCH;
P1-41 CHzC(CH‘;):CHz
P1-42 CH,C(CH;)=CHCHjz
P1-43 CH,C(CH;3)=C(CHj3),
P1-44 CH=CHCH;
P1-45 C(CH;3)=CH,
P1-46 CH=C(CHs)»
P1-47 C(CH}):C(CHz)z
P1-48 C(CH;)=CH(CHs)
P1-49 C(Cl)=CH,
P1-50 C(H)=CHCI
P1-51 C(CI)y=CHCI
P1-52 CH=CCl,
P1-53 C(C)=CCl,
P1-54 CH)=CH(F)
P1-55 C(H)=CF,
P1-56 C(F)=CF,
P1-57 C(F)=CHF
P1-58 CH=CHCH,OH
P1-59 CH=CHOCH;
P1-60 CH=CHCH,0CHj;
P1-61 CH=CHCH,0OCF;
P1-62 CH=CHCH,0CCl;
P1-63 CH=CH(C;Hs)
P1-64 CH=CH(C,4H>)

-19-




037646

CH:CH( 1 —CI—C3H4)
P1-66 CH=CH(1-F-C3H4)
P1-67 CH=CH(1-CI-C4Hy)
P1-68 CH=CH(1-F-C,4Hs)
P1-69 C=CH
P1-70 C=CCHj
P1-71 CHzCECCHz
P1-72 CH,C=CH
P1-73 CH,C=CCH,CHj3
P1-74 |C=CCH(CH;),
P1-75 C=CC(CHzs)s
P1-76 C=C(CsHs)
P1-77 C=C(C4H»)
P1-78 C=C(1-Cl-C;Hy)
P1-79 C=C(1-Cl-C4Hpy)
P1-80 C=C(l
P1-81 C=CBr
P1-82 C=C-1
P1-83 CH,C=CCl
P1-84 CH,C=CBr
P1-85 CH,C=C-1
P1-86 C=CCH,0CH;
P1-87 C=CCH(OH)CH;
P1-88 C=CCH(OCH;)CH;
P1-89 C=COCH;
P1-90 CH,C=COCHj;
P1-91 C=CCH,0CCl;
P1-92 C=CCH,0CF;
P1-93 CECCHz(C3H5)
P1-94 C=CCH,(C,H)
P1-95 C=C(1-CI-C;H,)
P1-96 C=C(1-F-C;Hs)
P1-97 C=C(1-Cl-C4Hs)
PI1-98 | C=C(1-F-C,Hy)
P1-99 C3Hs (uuknonponun)
P1-100 C,4H7 (tmknobyTui)
P1-101 CsHy (umknonenTtu)
P1-102 LUKJIOTEKCHIT
P1-103  |CH(CH;)-C;Hs
(CH(CH3)-LHKJIOMpOITHII)
P1-104 CH,-CsHs (CH,-
LUKJIOTIPOTTILI)
P1-105 1-(Cl)-1uknonpornun
P1-106 1-(F)-umxionponuia
P1-107 1-(CH3)-uumkionpomnun
P1-108 1-(CN)-uuknonponui
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P1-109 2-(Cl)-nuknonponun
P1-110 2-(F)-umkmonponui
P1-111 1-(C)-uuknobyTun
P1-112 1-(F)-umknobyrun
P1-113 2-(Cl)-tmknoby T
P1-114 3-(Cl)-uuknobytun
P1-115 2-(F)-umkno0yTun
Pl-116 3-(F)-uuknobyrun
P1-117 3,3-Cly-tipiknobytun
P1-118 3,3-F,-tuknobytin
P1-119 2-(CH3)-LKIIOHPOMILT
P1-120 1-(CHj3)-1mkno0y i
P1-121 2-(CH3)-umkno0yTun
P1-122 3-(CH3)-umknobytun
P1-123 3,3-(CHs;),-Lmka00y i
P1-124 2-(CN)-uuknonponui
P1-125 | -LIUKIIOTIP OTIII-LIUKIIOTIP OTTHAIT
P1-126 2-LUKJIONPONUJI-LIUKJIONPONHUI
P1-127 CH(CH3;)(tmkno0y i)
P1-128 CH,-(uukno0yTuin)
P1-129 CH,CH,-(uuknonponun)
P1-130 CH,CH,-(uuxno6yTtun)
P1-131 CH,~(1-Cl-nuksonponu)
P1-132 CH,-(1-F-umksonpornuin)
P1-133 CH,-(1-Cl-nuxo0y i)
P1-134 CH,-(1-F-unknobyrui)
P1-135 CHCH;-(1-Cl-uuxnonpomniun)
P1-136 C(CHz),-(1-F-nukonponui)
P1-137 C¢Hs

P1-138 4-Cl-C¢Hy

P1-139 4-OCH;-CgHy

P1-140 4-CH;3-CgHy

P1-141 4-F-C¢Hy

P1-142 2,4-F,-CeHj

P1-143 2.4-Cl,-CH3

P1-144 2-CH;3-CgHy

P1-145 2-CF5-C¢Hy

P1-146 4-CH;3-CeHy

P1-147 4-CF5-C¢Hy

P1-148 2-OCH;-CgHy

P1-149 2-OCF;5-C¢H,4

P1-150 4-OCH;-CgHy

P1-151 4-OCF3-CeHy4

P1-152 2,4,6-F3-C¢H,

P1-153 2,4,6-Cl5-C¢Hy

P1-154 CH,C¢Hs

P1-155 CH,-(4-C1)-C¢Hy4

P1-156 CH;-(4-CH3)-C¢H,4
P1-157 |CHy-(4-OCH;)-C¢H,
P1-158 |CH,-(4-F)-C¢H,

P1-159 |CH,(2,4-Cly)-Cqll;
P1-160 |CH,-(2,4-F3)-CsHj

R? B coenueHmsx 1-1, IIOTYYCHHBIX B COOTBETCTBUM C HACTOSIEM H300PETCHHEM, HIIH B HX IPE/IIICCT-
BeHHHKax o3HadaeT C;-Cg-amkun, C,-Cg-anxenmin, C,-Cg-anxuami, Cs-Cg-muxmoankmn, Cs-Cg-muknoankui-C-
Cs-ankmi, permn, Gernn-C,-Cy-ankwmn, Germn-C,-Cy-ankenmn wim GpeHmn-C,-Cy-ankuau, Tae anudaTndeckue
IpyImB pagukana R* MOTyT HecTH OfHY, [BE, TPH HIM BILUIOTH 0 MAKCHMAIBHO BO3MOXKHOTO UHCIIA OXMHAKO-
BBIX WM pa3HBIX rpymm R'*, KoTopbie He3aBUCHMO APYT OT Apyra BeIGHparoT u3 ranorena, OH, CN, murpo, C,-
Cs-ankokcu, C;-Cg-mmknoankumna, Cs;-Cg-ranorennukinoankuia U C;-C4-raJOreHaKOKCH; U TAE ITUKI0AIKUIb-
Hble W/HTH (eHMTbHBIE (ParMeHThl paguKkaza R’ MOTYT HECTH OIHY, [BE, TPH, YeThIPe, MSTh HIIM BILIOTH 10
MaKCHUMaJIbHOTO YUCJIa OJIMHAKOBBIX UJIM Pa3HbIX FPYII R'?, KOTOPBIC HE3aBUCUMO JIPYT OT JPyTa BBIOHPAIOT W3
ranorena, OH, CN, nutpo, C,-Cy-ankuna, C;-Cy-ankokcu, C;-Cy-ranorenankuna, C;-Cg-umknoankuina, C;-Cg-
ranorenuukioankuia u C;-C,-rajJloreHajJKoKCH.

B COOTBETCTBHH C JONOIHHTEIHHBIM BAPHAHTOM OCYIIECTBICHHS H300peTeHHs R’ BBIGHPAIOT W3
C,-Cg-anmkmna, C,-Cg-anxenmna, C,-Cg-amkuanna, Cs;-Cg-rukmoankuna, Cs;-Cg-ruknoankmi-Ci-Cy-ankmna, ¢e-
aua, (ermn-C,-Cy-anknna, dermn-Cy-Cy-ankenmna u permn-C,-Cy-ankunnia, rae R? B KakIoM ciIydae He
3aMeIeHBl WIH 3aMelleHsl mocpencTBoM R'* mw/mmm R'?°, kak ompeelieHo 1 MpeAnodTHTEIBHO OMPEIEICHO B
nanHoM onrcanud. OcoOble BaprUaHTHI OCYIIECTBIICHUS N300pETEHISI MOXKHO HaiTH B Tab. P2.
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B cooTBeTCTBHU ¢ OTHUM OTACIBHBIM BAPHAHTOM OCYIICCTBICHUS R? osnauaer C;-Cg-alIKiI, B 44CTHOCTH
C,-C4-anmkmn, Takort kak CH;, C,Hs, CH(CH3;),, CH,CH,CH;, CH,CH,CH,CH;, CH,CH(CH3),. JomomauTtens-
HBI BApUAHT OCYIIECTBIICHHUS N300PETEHUS OTHOCUTCS K COSTMHEHUSM, B KOTOPBIX R? o3nauaer C,-Cg-anku, B
gacTHOCTH C-C4-aKui, KOTOPBIH 3aMeIeH OTHOM, TBYMS WJIM TPEMS I BIUIOTh 10 MaKCHMAaJILHO BO3MOKHO-
ro 4MCIa OAWHAKOBBIMH WJIM Pa3HBIMH rpynmamu R12°, kak onpeneneHo W NpeanouTHTENLHO ONPEAEICHO B
JIAHHOM OTIMCAaHWU. B COOTBETCTBHM C OCOOBIM BapHaHTOM OCYIIECTBJICHUS HW300pETCHHS R’ ozmauaer
C,-Cg-ranorenankun, B yactHocT C;-Cy-ranoreHankmi, 0onee npenmnoututeibHo C,-C,-ranorenankui. B co-
OTBETCTBHH C JIOTIONHUTEIBHBIM OCOOBIM BAPHAHTOM OCYIIECTBICHHs H300perenus R o3Hauaet C,-C,4-aIKOKCH-
C,-C¢-anxmi, B yactHocTu C;-Cy-ankokcu-C-Cy-ankun, Takorr kak CH,OCH; unmun CH,CH,OCHj;. B cootBetct-
BUU C CII¢ OJHAM OCOOBIM BapUAHTOM OCYIICCTBIICHUS H300pETCHUS R? o3nauaer runpokcu-C -Cg-ankui, B
yactHOCTH TUAPOKCcHI-Ci-Cy-ankmn, Ttakoir kak CH,CH,OH. Bosnee Toro, ocoOble BapHaHTBI OCYIICCTBICHHS
U300peTeHIsI MOKHO HAWTH B Ta0n. P2

B cootBeTcTBUU C elle OAHUM BapHAHTOM OCYILIECTBICHUS R? o3nauaer C5-Cyg-tiuxnoankmi-C;-Cg-anmku,
B wacTHOCTH C;-Cg-riuxnoankmin-Ci-Cy-ankui. JIONOTHUTENBHBIA BApUAHT OCYIIECTBICHUS H300PETCHUS OTHO-
CUTCS K COCAWHEHHSIM, B KOTOPBIX R?> oszmagaer C;-Cyg-tuknoankui-C -Cg-aakmi, B YaCTHOCTH
C;3-Co-muxmoankmin-C,-Cy-amkmn, 6onee npennodtutenbHo Cs-Cy-riuknoankui-C -C,-aJIKuI, KOTOPBIH 3aMeleH
OJTHOM, TBYMS WJIM TPEMS WM BIDIOTH 0 MAaKCHUMaJIbHO BO3MOXKHOTO YHCIIa OJIMHAKOBBIMU WJIM Pa3HBIMU TPYII-
namu R'* B ankunbHOM (dhparMeHTe W/WIH 3aMeleH OJHOM, ABYMS, TPEMsI, YETHIPbMS FUTH TISITHIO WIH BILIOTH JI0
MaKCHMaJbHO BO3MOXKHOTO YHCIIa OJMHAKOBBIMU HJIU Pa3HBIMU TPYIIITaAMU R'? B HEKIOANKHIEHOM (dbparmenre.
R'* u R'® B kaxgom cydae SIBJSIFOTCS TAKUMH, KaK OTIPEJIEICHO W MPEATIOYTHTEIHHO ONPEEICHO B JAHHOM
orucannu. OcoObIe BapHaHTHI OCYIICCTBICHHS N300pETEHISI MOXKHO HAWTH B Ta0. P2.

B cootBercTBMH C ApPYrMM BapHaHTOM OCYIIECTBIECHUS R? o3unauaer C,-C¢-anmkeHU1, B YaCTHOCTH
C,-C4-ankenmn, takoit kak CH,CH=CH,, CH,C(CH3)=CH, wmu CH,CH=CHCHj;. JlononHUTEILHBIA BapUAHT
OCYILIECTBIICHUSI H300PETCHUS OTHOCHTCS K COCTUHCHHUSM, B KOTOPBIX R? o3nauaer C,-Cg-alIKCHII, B YaCTHOCTH
C,-C4-anmkeHu, KOTOPBIH 3aMEIIeH OJHOW, IBYMS MM TPEMs WIH BIDIOTh JO MAaKCUMAlbHO BO3MOXKHOTO YHUCIIA
OJIMHAKOBBIMH WJIM Pa3HBIMU TPYIIIaMU R'*, kak OTIPEJICIICHO U TMPEATIOYTUTEIHLHO ONPEACIICHO B TAHHOM OIIH-
caHuu. B cooTBeTCTBMM ¢ OCOOBIM BapWMaHTOM  OCYIICCTBIICHHS  HM300pETCHHUS R’  osHauaer
C,-Cg-ranorenankenun, B yactHoctn C,-Cy-ranorenankenmi, Takoi kak CH,C(Cl)=CH, u CH,C(H)=CHCI. B
COOTBETCTBHUU C JIOTIOJTHUTEIHHBIM OCOOBIM BapHaHTOM OCYIIECTBICHHS H300pETCHUS R’ o3Hauaer
C;5-Cy-tmxnoankuii-C,-Ce-aaKeHua WIn C;-Cg-ramoreHunkinoankuii-C,-Cy-aaKeHuII, B YaCTHOCTH
C;3-Co-muxmoankimn-C,-Cy-ankennn mim Cs-Cg-ranoreHmukinoankumin-C,-Cy-ankenun. boiee Toro, ocodbie Bapu-
AHTHI OCYIIECTBJICHUS H300PETCHHS MOXKHO HalWTH B Ta0i. P2.

B cooTBeTcTBUUM C elle OJHHM BapHAHTOM OCYIIECTBICHUS R? o3mauaer C,-Cg-aIKMHHI, B YaCTHOCTH
C,-Cy-amxmunn, takor kak CH,C=CH wim CH,C=CCHj;. JIomoJIHUTENbHBIN BapHaHT OCYIIECTBICHUS U300pe-
TEHUSI OTHOCUTCS K COSTMHCHHSM, B KOTOPBIX R? osnauaer C,-Cg-ankunmi, B yacTHOCTH Cp-Cy-aIKHHHI, KOTO-
pHBIi 3aMeIIeH OHOM, ABYMS WM TPEMsI WM BIUIOTH O MAaKCUMAaJIbHO BO3MOXXHOTO YHUCIIA OAMHAKOBBIMU HITH
Pa3HBIMU TPYIIAMHU R'®, kak OTIPENICIICHO | MPEAMOYTHTEIBHO OMPECIICHO B TAaHHOM ONMHCaHWH. B cooTBeTCT-
BUU C OCOOBIM BapHAHTOM OCYIIECTBICHUS N300pETCHUS R? o3nauaer Cp-Cg-ranoreHaKnHmI, B yacTHoCTH Cy-
C4-TanoreHaJIKMHIWI. B COOTBETCTBUY C AOTIOJHUTEIBHBIM 0COOBIM BApHAHTOM OCYIIECTBIICHUS N300pETEHUS R?
o3HayaeT C;-Cg-nimkmoankmin-C,-Cy-ankunmn win Cs-Cg-ranoreHnukiioankuia-C,-Ce-ankuami, B 4acTHOCTH Ci-
Co-miuxmnoankui-C,-Cy-ankuamn win Cs-Cg-ramoreHruknoankui-C,-Cy-ankuami. OcoOble BApUaHThI OCYIIECTB-
JIeHUs 1300peTeHU MOYKHO HaiTH B Ta0uI. P2.

B cooTBeTCTBHM C elIe OJHIUM BapHaHTOM OCYIIIECTBICHHUS R? o3Hauaer (hennn-C;-Cy-ankwmi, B 9aCTHOCTH
dhennn-C,-C,-ankmi, Takoi Kak OCH3WII, TIe aTKUIbHBIA (pparMeHT B KaXXIOM clydae He 3aMelleH WA HeCceT
OJIIUH, JBa WIN TPU R'® xak OTIPENICIICHO U MPEIIMOYTHTEIBHO OMPEICICHO B JJaHHOM OITHCAHUU, B YaCTHOCTH,
BBIOpaHHBIX U3 ranoreHa, B yactHoctd F u Cl, C;-Cy-ankokcn, B vactHoctd OCHj3, 1 CN, u rae ¢peHun B Kax-
JIOM CIIy4ac HE 3aMEIICH WM HECEeT OJIUH, JIBA WM TPH R'? xax OTPEACTICHO U MPEATIOYTUTEIILHO ONPEICIICHO B
JTAHHOM OITMCAaHWU, B YaCTHOCTH, BBIOpaHHBIX U3 ramoreHa, B yactHoctH Cl u F, C;-C,-ankokcu, B 9acTHOCTH
OCH;, C;-Cy-ankmna, B yactHocTn CH; mmm C,Hs, u CN. Oco0Oble BapHaHTBI OCYIICCTBICHUS H300pETCHUS
MO>KHO HaWTH B Ta0JI. P2.

B cooTBeTcTBUM C elle OJHUM BapHaHTOM OCYIIECTBICHUS R? o3Hauaer dhennn-C,-Cy-aNKeHw1, B 9aCTHO-
ctu peHnn-C,-Cs-ankeHu, Takol Kak (EeHWIDTEHWI, B KOTOPOM aJTIKEHWJIBHBIN (PparMeHT B KaXKIIOM ciydae He
3aMelleH WM HeCeT OJIMH, Ba WU TPH R'*, kak OTIPEJICIICHO U MPEATIOYTHTEIHLHO ONPEIeNIeHO B JAHHOM OITH-
CaHWH, B YaCTHOCTH, BRIOPaHHBIX U3 rajoreHa, B yactHocTH F u Cl, C,-Cy-ankokcn, B vactHoctrt OCH3, 1 CN, u
rae GeHnn B KaXI0M Cilydae He 3aMelleH WU HeceT OJWH, JBa WU TPU R'? kak OTIPEJIIICHO M MPEATIOYTH-
TEJNBHO OTPE/CICHO B JAHHOM OMMCAHUH, B YaCTHOCTH, BEIOpaHHBIX 3 ranoreHa, B yactHocTH Cl u F, C{-Cy-
ankokcH, B yactHoctid OCHj;, C;-Cy-ankuna, B yactnoctd CH; unmu C,Hs, u CN.

B cooTBeTCcTBHU C elie OJHUM BapHaHTOM OCYIICCTBICHUS R? o3Hauaer ¢dennn-C,-Cy-aaKuHUI, B 9aCTHO-
ctu GeHmn-C,-Cs-aIKMHWI, TaKOW KaK ()CHIIITUHUII, B KOTOPOM ANKHHWIBHBIA (PparMeHT B KaXKJIOM CiIydac He
3aMEIICH WM HECET OJIUH, JIBA WIIH TPU R'*, kak OTIPE/ICIICHO U MPEAIOYTUTEIFHO ONPEACICHO B TAHHOM OITH-
CaHWH, B YaCTHOCTH, BBIOpaHHBIX U3 ranorena, B yactHoctd F u Cl, C-C-ankokcu, B yactHoctd OCH3, u CN, u
rae GeHn B KaXI0M Cilydae He 3aMelleH WU HeceT OJWH, JBa WU TPU R'? kak OTIPEJIEIICHO M MPEATIOYTH-
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TEJNEHO OTPECICHO B JTAHHOM OMMCAHUH, B YaCTHOCTH, BEIOpaHHBIX 3 ranoreHa, B yactHocTH Cl u F, C{-Cy-
ankokcH, B yactHocti OCHj;, C;-Cy-ankuna, B yactnoctd CH; unmu C,Hs, u CN.

B cooTBeTcTBHY C elle OAHUM BapHAHTOM OCYIIECTBICHHS R? o3nauaer C;-Cg-LMKIOAIKH, B YACTHOCTH
C;3-Co-muxmoankwm, takoir kak CsHs (muxmonpormn), C4H; (IMKIIOOYTHIT), IMUKIOMEHTH WIH ITHKJIOTEKCHIL
JlooOTHATETHHBIA BapUAHT OCYIIECTBICHUS N300PETEHUSI OTHOCUTCS K COCTUHEHHUSIM, B KOTOPBIX R? o3Hauaer
C;3-Cyg-muxutoankm, B 9acTHOCTH Cs3-Cg-nmkmoankm, Takoi kak CsHs (mukmonpormn) wimm C4H; (muxmo0yT),
KOTOPBIA 3aMeIeH OTHOW, ABYMS, TPEeMs, YETHIPbMsI MM TSITHIO WM BIUIOTH JI0 MaKCHMAIbHO BO3MOXKHOTO
YUCJIa OJTMHAKOBBIX I PA3HBIX TPYIII R, xax OTIPEJICIICHO W TPEANOYTUTEIHHO OTPEJIeNIEHO B JAHHOM OITH-
cannd. B coOTBeTCTBMM C  OCOOBIM  BapWaHTOM  OCYIICCTBICHHS  HM300pETCHUS R? o3mauaer
C;-Cy-rajoreHuKIoanKmi, B 9aCTHOCTH C;3-Cy-TaIOTCHITMKIIOATKIN, TAKOH KaK TaJOTCHIIMKIOTPOIIII, B YaCT-
HoctH 1-F-nmknonponun win 1-Cl-mipkonponmwt. B cOOTBETCTBUU € TOMONHUTEIBHBIM OCOOBIM BapHaHTOM
OCYILICCTBIICHUS M300pETCHHUS R? o3Hauaer C5-Cyg-tiuxnoankmin-Cs-Cg-niuknoankmi, B 4acTHOCTH C;-Cg-1IHKII0-
ankwi-Cs-Cg-IIUKIOANKHI, TAC KK U3 YKa3aHHBIX MUKIOANKII-IUKIOATKIIIBHBIX ()ParMEHTOB HE 3aMeIICH
WJIH HECET OJIMH, JIBa WU TPHU R'? xak OTIPE/ICIICHO U TIPEATIOYTUTEIHHO OMPECIICHO B TAHHOM OIMCAHUH.

B cooTBeTCTBUHM C elle OJHUM BapHAHTOM OCYIIECTBICHUS R? o3Hauaer (dhennn, rae GeHmT He 3aMenieH
WM HECEeT OJUH, IBa, TPH, YETHIPE WM MATh HE3aBUCUMO BHIOPaHHBIX R'® kak OTIPEJICIICHO U MPEATIOYTHTEIh-
HO ONpENEIICHO B JaHHOM OIIMCAHWH, B YaCTHOCTH, BBIOpaHHBIX M3 rajorena, B dactHocth Cl m F,
C,-Cy4-anxoxcu, B uactnoct OCHj;, C,;-Cy-ankuna, B yactHoctd CH; mmu C,Hs, u CN.

B [ONONHWTENBHOM BAPHAHTE OCYIIECTBICHHsS u300pererHnms R’ BoiGuparor n3  C-Cg-aikmia,
C,-Cs-anxenuna u C,-Cg-ankunumia, rie R? B KakmoM CiIy4yae He 3aMelICHBI WM 3aMEIICHBI MIOCPEICTBOM R'%
w/unn R'%°, kax OTIPENICIICHO U MPEIIOYTUTEIIFHO OTPEACICHO B JaHHOM OIHMCaHWMH. B KaXKaI0M ciryyae 3aMecTH-
TEJIM MOTYT TAK)KE UMETh IPEAMOYTUTEIBHBIC 3HAUCHUS AJI1 COOTBETCTBYIOIIETO 3aMECTHTEIISI COTTIACHO BBIIIC-
MpUBEJCHHOMY onpezenicHuto. OcoObIe BAPHAHTHI OCYIECTBICHHUS N300pETEHIUSI MOKHO HATH B Ta0I. P2.

R'* SBISIIOTCS BO3MOXHBIMH 3aMECTHTEISIMH JUIS JIFOGOTO anudaTuueckoro (QparmeHra pajukana R'
w/um R u MOTYT OBITh HE3aBUCHMO OMPEICICHBI JIs R'u R~

R'” B coorBercTBUH ¢ n300peTeHneM He3aBUCHUMO BbIOMpatoT u3 ramorena, OH, CN, nwutpo,
C,-C4-anxoxcn, C;-Cg-timknoankmia, C;-Cg-ramorenuuknoankuia u C;-Cy-raJoreHaaKoKCH.

B cooTBercTBUM C OJHUM BapHMaHTOM OCYILECTBIICHHS R'* HesaBucHMO BBIOMpatoT u3 ramorena, OH, CN,
C,-Cy-anxokcn, C;-Cg-muxioankuna, Cs;-Cg-ranmorenmuknoankunaa u C,-C,-ramoreHankokcd. B ocobennoctn
R'* mesaBucuMO Beiompator w3 F, Cl, OH, CN, C;-C,-ankokcu, mukionponuna, -F-uknonponmuna,
1-Cl-uxtonpornuina u C,-C,-rajoreHamkoKCH.

R'?® SBIIOTCS BO3MOKHBIMHE 3aMECTHTEISIME ISl JIFOGOTO LHKIOAIKHIBHOTO W/HIH ¢denmmpHOTO (Ppar-
MEHTa pajKaia R' wum R* u MOTYT OBITh HE3aBUCHMO OMPEICICHBI IS R'uR%

R'”® B coorBercTBHM ¢ n300peTeHeM He3aBUCHMO BbIOMparoT u3 ramoreHa, OH, CN, Hurpo,
C,-C4-anxmma, C,-Cs-ankokcu, C;-Cy-ramoreHankmma, Cs;-Cg-muknoankuina, C;-Cg-raJoreHIUKIOANKAIA |
C,-C4-rajoreHanKkoKCHu.

B cooTBeTCTBHU C OJJHUM BapUAHTOM OCYIICCTBICHUS R'?® HesaBucumo BbIOMpatoT u3 ramorena, CN, HUT-
po, C,-Cy-anmkmna, C;-C,-ankokcu, C;-C,-ramorenankmna, Cs;-Cg-muknoankuna, Cs;-Cg-TaJoreHIMKIOANKIIA U
C,-C,-ranorenankokcu. B ocobennoctu R'? nezasucumo Beioupator u3 F, Cl, OH, CN, mutpo, CH;, OCHj;,
nukIonponuia, 1-F-muxmonpomnmra, 1-Cl-mukiionponiia 1 raToreHMETOKCH.

Oco0eHHO MPEANOYTHTEIHHBIC BAPUAHTHI OCYIIIECTBICHHS R’ B COOTBETCTBHH C M300peTEeHNUEM TIPUBEICHBI
B Tabn. P2, B KoTOpO# Kaxkmass cTpoka u3 cTpok P2-1 - P2-87 cooTBEeTCTBYyEeT OJHOMY OTACIHLHOMY BapHaHTY
OCYILICCTBIICHUS M300PETCHUS U B KOTOpoi cTpoku P2-1 - P2-87 takxke B m000i KOMOMHAIIUH TPEICTABISIOT
MPEIIOYTUTEITFHBIN BAPUAHT OCYIIECTBICHHS HACTOSIIETO H300PETCHUS.
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Tabmuma P2

)
crpoka |R

P2-1 CH3

P2-2 |CH,CH;s

P2-3 [CH(CHy),

P2-4 CH,CH,CH;

P2-5 CH,CH,CH,CHj;

P2-6 |CH,CH(CH;),

P2-7 CFs.

P2-8 CHF,

P2-9 CFH,
P2-10  |CCls.

P2-11 CHCl,

P2-12 CClH,

P2-13 CH,CF;

P2-14 |CH,CHF,

P2-15 |CH,CCl;

P2-16 |CH,CHCI,

P2-17 |CH,CH,OCH,CH;

P2-18 |CH(CH;3)OCH,CH;

P2-19 |CH(CH;)OCH;

P2-20 |CH,OCH;

P2-21 CH,CH,0CHj3;

P2-22 |CH,0CF;

P2-23 CH,CH,0CF;

P2-24 |CH,0CCl;

P2-25 |CH,CH,0CCl;

P2-26 |CH,CH,OH

P2-27 |CH,OH

P2-28 CH,CH,CH,0H,

P2-29 |CH(CH;3)CH,0H

P2-30 |CH,CH(CH3)OH

P2-31 CH,CH,CH,CH,0H

P2-32 |CH,CN,

P2-33 |CH,CH,CN,

P2-34 |CH,CH,CH,CN,

P2-35 |CH(CH;)CH,CN,

P2-36  |CH,CH(CH;)CN,

P2-37 |CH,CH,CH,CH,;CN

P2-38 |CH=CH,

P2-39 |C(CH;)=CH,

P2-40 |CH=CHCHj3;

P2-41 CH,CH=CH,

P2-42 |CH,CH=CHCHj;

P2-43 CH,C(CH;)=CH,

P2-44 |C(CH;)=CH(CHs)

P2-45 |C(CH;)=C(CHs),

P2-46 CH:C(CHz)z
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P2-47 |CH=C(Cl),

P2-48 |C(CH;)=CH,

P2-49 |CH,C(CDH)=CH,

P2-50 |CH,C(H)=CHCI

P2-51 CH=CHCH,0H

P2-52 |CH=C(CH;)OH

P2-53 CH=CHOCH;

P2-54 CH:CHCH20CH3

P2-55 CH,CH=CHCH,0CH;

P2-56 CH=CHOCF;

P2-57 CH=CHCH,0CF;

P2-58 CH=CHOCCI;

P2-59 CH=CHCH,0CCl;

P2-60 |CH,CH=CH(C;H;)

P2-61 |CH,CH=CH(C,H>)

P2-62 |CH,CH=CH(1-CI-C;H,)

P2-63 |CH,CH=CH(1-F-C3H,)

P2-64 C=CH

P2-65 |CH,C=CH

P2-66 CH,C=CCH;

P2-67 CH,C=CCH,CHj;

P2-68 CH,C=CCl

P2-69 CH,C=CF

P2-70 CH,C=C-1

P2-71 CH,C=CCH,0H

P2-72 C=COCH;

P2-73  |CH,C=COCH;

P2-74 CH,C=CCCH,0CH;

P2-75  |C=COCF;

P2-76 CH,C=COCF;

P2-77 C=COCCl;

P2-78 |CH,C=COCCI;

P2-79  |CH,-(uukJionpomnui)

P2-80 |CH,-(uukaobyTun)

P2-81 |CH,-(1-Cl-uukyionpomnun)

P2-82 CH,-(1-F-unkmonpomnm)

P2-83 CH,C¢Hs

P2-84 |CH,-(4-Cl)-C4H,

P2-85 |CH,-(4-F)-CcH,

P2-86 | CH,-(4-CH;)-CeH,

P2-87 CH,-(4-OCHs3)-Cc¢Hy
OCOGEHHO MPEANOYTHTENbHbIC BAPHAHTHI KOMOMHAIMH pagnkanoB R' u R B cOOTBETCTBHE ¢ H300peTCHH-

€M MpUBEICHBI B TaOJ. A, B KOTOPO# Kaxxaasi CTpoka u3 CTPOK A-1 - A-56 COOTBETCTBYET OJJHOMY OTACIHLHOMY

BapUAHTY OCYIIECTBIICHUS N300pETEHUS U B KOTOPOHl cTpoku A-1 - A-56 Tarke B 000N KOMOMHAIIMU TIPEII-

CTaBJISIIOT MPEANOYTUTEIHHBIA BApUAHT KOMOWHAITMH paHuKaIoOB R' u R? Hacrosiero n300peTeHusl.

-25-



037646

Tabmuma A
CTpPOKa R’ R’
A-1 |H CH;
A-2 |CH; CH;
A-3 |CH,CH; CH;
A-4 |CH(CH;), CH;
A-5 |CsHs CH;
(LMKJIOIPOIIIT)
A-6 |C4H; CH;
(muknobyTHI)
A-7 |C=CCH; CH;
A-8 |C(CH,)s CH,
A-9 |CF; CH;
A-10 |CHF, CH;
A-11 |CH=CHCHj; CH;
A-12 |C(CH5)=CH, |CH;
A-13 |1-(CD)- CH;
LUKJIOT PO
A-14 | 1-(F)- CH;
LUK JIOTPOIHI
A-15 |H CH,CH;
A-16 |CH; CH,CH;
A-17 |CH,CH3 CH,CH;
A-18 |CH(CHs;), CH,CH;
A-19 |C3Hs CH,CH;3;
(LIMKJIOTIPOIIHIT)
A-20 [C4H~ CH,CH;
(K a06yTHI)
A-21 |C=CCH; CH,CH;
A-22 [C(CHa)s CH,CH;
A-23 |CF; CH,CH;
A-24 |CHF, CH,CH;
A-25 |CH=CHCH; CH,CH;
A-26 |C(CH;)=CH, CH,CH;
A-27 [1-(C)- CH,CH;
LMKJIONP O
A-28 [1-(F)- CH,CH;
LMKJION PO
A-29 |H CH,-CH=CH,
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A-30 |CH; CH,-CH=CH,
A—3 1 CHchz CHz—CH:CHz
A-32 |CH(CHj3), CH,-CH=CH,
A-33 C}Hj CHz-CH:CHz
(LIMKJIOTIPOTIHIT)
A-34 (C4H; CH,-CH=CH,
(uukno0yTHI)
A-35 |C=CCH; CH,-CH=CH,
A-36 C(CH3)3 CHz—CH:CHz
A-37 |CF; CH,-CH=CH,
A-38 |CHF, CH,-CH=CH,
A-39 |CH=CHCH; CH,-CH=CH,
A-40 |C(CH;)=CH, CH,-CH=CH,
A-41 [1-(CD)- CH,-CH=CH;,
LM KJIOTIPOMUI
A-42 |1-(F)- CH,-CH=CH,
LM KJIOTPOITHIT
A-43 |H CH,-C=C-H
A-44 |CH; CH,-C=C-H
A-45 |CH,CH; CH,-C=C-H
A-46 |CH(CHj3), CH,-C=C-H
A-47 |CsHs CH,-C=C-H
(LMKJIOTIPOTIHIT)
A-48 |C4H, CH,-C=C-H
(uuka00yTHI)
A-49 |C=CCH; CH,-C=C-H
A-50 |C(CH3); CH,-C=C-H
A-51 |CF; CH,-C=C-H
A-52 |CHF, CH,-C=C-H
A-53 CH:CHCH'; CHz-CEC-H
A-54 |C(CH3)=CH, CH,-C=C-H
A-55 [1-(CD)- CH,-C=C-H
LM KJIOMPOIHUII
A-56 |1-(F)- CH,-C=C-H
LU KJIOTPOITHIT

B COOTBETCTBHH C H300PETCHHEM MOKET MPHCYTCTBOBATH HOIb, OIMH, [BA, TPH MK 4eThipe R’, a mMenHo,
nst 1 coctassstomero 0, 1, 2, 3 unm 4,

B cooTBeTcTBUM ¢ OTHIM BapHaHTOM OCYIIECTBICHHS N MpUHUMaeET 3HaueHue 0.

B cooTBeTcTBHY € TOMOTHUTEIHHBIM BapHaHTOM OCYIIECTBICHHS N MIPUHUMAET 3HadeHne 1. B cooTBercT-
BUU C €IlIe OJHUM JOTOJHUTEIBHBIM BapHAHTOM OCYIIECTBICHHS N IPUHUMAET 3HadeHue | wim 2.

B cootBeTcTBHH C emie OOHWM JOMOJHHUTEIBHBIM BapHAHTOM OCYIECTBICHHSA N MPUHUMAET 3HA4YCHHE 2
e 3. B cooTBeTCTBHU ¢ OHUM OCOOBIM BaPHAHTOM OCYIIECTBICHUS N300pETEHHUS N MPUHUMAET 3HAUYCHHE 2, B
COOTBETCTBHH C JOTIOHUTEIFHBIM 0COOBIM BapHAHTOM OCYIIECTBICHUS N IPUHIMAET 3HAUYCHHE 3.

B cooTBeTCTBUY ¢ OTHUM BapUAHTOM OCYILIECCTBICHUS H300PETCHUS OJUH R MPHCOCTUHEH K MOJIOKCHUIO 2
(R*"). B COOTBETCTBHH C OJHMM OCOOBIM BAPHAHTOM OCYIIECTBICHHS M300PETCHNs N IPHHAMACT 3HAUeHHE 1, B
COOTBETCTBUH C JOTIOJTHATEIFHBIM 0COOBIM BAPUAHTOM OCYIICCTBICHUS N MPUHIMACT 3HAUCHHE 2.

B COOTBETCTBHH C OJHHM BAPHAHTOM OCYIICCTBIICHHS M300PETEHNS OTMH R’ MPHCOGIMHEH K MONOKEHHIO
3 (R*). B COOTBETCTBHH C OJHHM 0COGBIM BAPHAHTOM OCYIIECTBIICHHS H300PETEHHS N NPHHAMACT 3HAYCHHE 1,
B COOTBETCTBHH C JIOTIOJIHUTEIHFHBIM OCOOBIM BapUAHTOM OCYIIIECTBIICHUS N IPUHUMACT 3HAYCHHE 2.

B cooTBeTCTBHM C MOTONHUTENHFHBIM BapHAHTOM OCYIIECTBICHUS M300peTeHus onuH R mpucoennHeH K
nonoxernio 5 (R*). B cOOTBETCTBHM ¢ OHAM 0COOBIM BaPHAHTOM OCYILECTBICHHS H300PETCHHS N IPHHAMACT
3HaYeHHe |, B COOTBETCTBHH C JIOTOJHUTEIBHBIM OCOOBIM BapHaHTOM OCYIIECTBICHHS N TMPHHUMAET
3HaYCHHE 2.

B cooTBeTcTBHU C eI11e OAHUM JOMOTHUTENBHBIM BAPHAHTOM OCYIIECTBICHUS N IPUHUMaET 3HadeHue 1, 2
wia 3 u omun R® HAXOIUTCS B ITOJIOKEHNH 2 WIH 6.

B COOTBETCTBHH C JOMOTHHTEILHBIM BAPHAHTOM OCYIIECTBICHHS H300peTeHus aBa R’ mpHcoeuHEHb B
2,3-mosioxkeHusIX. B COOTBETCTBUHM ¢ OTHUM OCOOBIM BapHUAHTOM OCYIICCTBIICHHS W300pETEHHUS N MPUHUMACT
3HaYCHHE 2, B COOTBETCTBUHM C JIOTIOJIHUTCIBHBIM OCOOBIM BapHWAHTOM OCYIIECTBICHHS N TMPHHAMACT
3HaueHue 3.

B COOTBETCTBHH C JOMOMHHTEILHBIM BAPHAHTOM OCYIIECTBICHHS H300peTeHus aBa R’ mprcoeuHeHb B
2,5-monokeHusax. B COOTBETCTBHM C OJHUM OCOOBIM BapHAHTOM OCYIIECTBICHHSA M300PETECHHS N IMPUHHMAET
3HaYeHWe 2, B COOTBETCTBHH C JIOTOJHUTEIBHBIM OCOOBIM BapHaHTOM OCYIIECTBICHHS N TNPHHAMAET
3Ha4YeHHe 3.

B COOTBETCTBHH C JIOTONHATEIGHBIM BAPHAHTOM OCYIIECTBICHHS M300peTenns asa R’ mpucoenHeHs! B
2,6-TIONIOKEHUSX. B COOTBETCTBUHU C OJHMM OCOOBIM BapHAHTOM OCYIIECTBICHHUS W300pETEHHUS N MPUHAMAET
3HaYeHWe 2, B COOTBETCTBHUH C JIOTIOJHUTEIBHBIM OCOOBIM BapHaHTOM OCYIIECTBICHHS N TMPHHAMAET
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3Ha4YeHue 3.

B COOTBETCTBHH C JOMOMHHTEILHBIM BAPHAHTOM OCYIIECTBICHHS H300peTeHus aBa R’ mprcoeuHeHb B
3,5-nonoxeHus1X. B COOTBETCTBUU ¢ OMHMM OCOOBIM BapHAHTOM OCYIIECTBICHHUS W300pETEHHUS N MPUHAMAET
3HauYeHHWE 2, B COOTBETCTBHH C JOTOJHHUTEIHHBIM OCOOBIM BAapHWAHTOM OCYIIECTBICHHS N NPUHUMAET
3HaueHue 3.

Jlmst kaxmoro R® (mm R’ R*? R* R* COOTBETCTBEHHO), KOTOPBI MPUCYTCTBYET B COSAMHEHHUSIX COTIIac-
HO M300pETEHUIO, CIEAYIONNEe BApUAHThI OCYIIECTBICHUS M MPEAMOYTESHUS IPUMEHSIOT HE3aBHCUMO OT 3Hade-
Hust moGoro apyroro R® (wmm R*', R, R*, R*, R* coorBercTBeHHO), KOTOPBIIT MOXKET IIPHCYTCTBOBATH B (he-
HUJILHOM KoJblle. Kpome Toro, oTJenbHBIC BapHaHTHl OCYIICCTBICHUS W MPEINOYTCHUS, MPUBCACHHBIC 31€Ch
wis R? (nmu R31, R32, R33, R 34, R¥ COOTBETCTBEHHO), MPUMCHSIIOT HE3aBUCHMO IS KaXIOTO cirydasi n=1, n=2,
n=3 u n=4.

B cooTBeTcTBHH ¢ M300pETCHHUEM KaXIbIi R? HesaBucumo BeIOUpatoT u3 ramoreHa, CN, NO,, OH, SH,
C,-C¢-ankmna, C;-C¢-ankokcu, C,-Cg-ankenuna, C,-Cq-ankunmia, Cy-Cg-ninknoankmia, C;-Cg-IIMKI0ATKHUIOKCH,
NH,, NH(C,-Cs-ankuna), N(C;-C4-ankuna),, NH(C;-Cg-nuxnoankuna), N(C;-Co-mtuxnoankuna),, S(0),(C;-Cy-
ankmna), C(=0)(C;-Cs-anxmma), C(=0)(OH), C(=0)(O-C,-Cy-ankmna), C(=0O)(NH(C,-Cs-ankuna)),
C(=0O)(N(C;-C4-anxmmna),), C(=0)(NH(Cs-Cs-miuxmnoankuina)) u C(=0)-(N(Cs-Cy-TIuKI0aTKNIA);); T KaKIBIH
13 R He 3aMelleH WM TOMOTHATENBHO 3aMEIeH OXHIM, ABYMS, TPEMs WIH 4eThipbMs R*; rie R* HesaBucnmo
BeiOMpatoTr w3 ramorena, CN, NO,, OH, C;-Cj-ankuna, C,-Cs-ranorenankuina, C;-Cg-nukioankuia,
C;-Cy-ranorenmukinoankuia, C,-Cy-ankokcu u C;-Cy-ragoreHaIKoKCH.

B COOTBETCTBHM C OJHHM BAapHAHTOM OCYIICCTBICHHS R° HesaBrucuMO BHIOHparoT m3 ramorena, CN,
NO,, C-Cs-ankuma, C;-Cy-ranorenankmna, C,-Cs-ankokcu, C,;-C,-ramorenankokcu, C,-Cy-ankeHuna,
C,-Cy-ranorenankenmuna, C,-Cy-ankununa, C,-Cy-ranorenankununa, Cs;-Cg-nmknoankmia, C;-Cg-rasiores-
muknoankmwia, S(Ci-C,-ankmna), S(O)(C;-C,-ankuna), S(0),(C;-C,y-ankuna), C(=0)(C;-C,-ankuna), C(=0)(OH)
u C(=0)(0-C;-C,-ankuna).

B COOTBETCTBHH C JIOTIOIHHTEILHBIM BAPHAHTOM OCYIIECTBICHHS R’ HE3aBHCHMO BBIGHPAIOT U3 rajoreHa,
CN, NO,, OH, SH, C,-C¢-amkumna, C,;-Cg-amxokcu, C,-Ce-ankenmna, C,-Cg-ankununa, C;-Cg-IIMKI0ATKHIA,
Cs-Cg-muxmoankmioker, NH,, NH(C,-C4-ankuna), N(C;-Cs-ankumna),, NH(C;-Cgs-mkmoankuina), N(C;-Cq-
nuKnoankuna),, S(0),(C;-Cy-ankuna) (p=0, 1 mm 2), C(=0)(C,-Cs-ankuna), C(=0)(OH), C(=0)(O-C,-Cs-
ankmna), C(=0)(NH(C;-C;-anxuma)), C(=O)(N(C;-C4-ankuna),), C(=O)(NH(C;-Cs-nmknoankuna)) u C(=0)-
(N(C;-Cy-mmukmnoankuia);); Tae Kaxaslid u3 R” He 3aMeleH Wiu JOMOJIHATENBHO 3aMeIeH OJTHUM, ABYMSI, TPEMS
i geTsipbMst R¥, rie R* sBisieTcst TakiM, Kak ONPeIesieHo U MPEAOYTHTENBHO ONPEACICHO B JAHHOM OITH-
CaHuMU.

B COOTBETCTBHHM C €Ile OJHHM JOMONHATEILHBIM BAPHAHTOM OCYIIECTBICHHS R’ HE3aBHCHMO BHIOHDAIOT
n3 ramoreHa, CN, NO,, C;-Cy-ankuna, C;-Cy-ranorenankumna, C;-Cy-ankokcu, C;-C4-rajioreHaaKoKCH,
C,-Cy-ankenmina, C,-Cy-ranorenankenwmia, C,-Cj-ankunmna, C,-Cy-ranorenankuHuna, C;-Ce-IIUKIOANKUIIA,
C;-Cy-ranorenmurnoankmwia, S(C;-Cy-ankmna), S(O)(C;-Cy-amkmna), S(0O),(C;-Cy-ankxuna), C(=0)(C;-C,-
ankmna), C(=0)(OH) u C(=0)(0O-C,-C,-ankuina).

B COOTBETCTBHM ¢ eme OHMM JOINONHHTEIBHBIM BAPHAHTOM OCYIICCTBICHHS R° HE3aBHCHMO
Beioupator m3 F, Cl, Br, CN, C;-Cs-ankuna, C,-C,-ranorenankuia, C1-C,-ankokcu, C;-C4-raqoreHaqIKkoKCH,
S(C;-Cy-anxuma), S(O)(C,-Cy-ankumna) u S(O),(C,-Cy-anxumna).

B cooTBeTCTBHM ¢ OMHUM OCOOBIM BapUaHTOM OCYIIECTBIICHHUS R’ o3nauaer ranoren, B yactsoctH Br, F
niu Cl, B vactaoctu F mmm Cl.

B COOTBETCTBHH C IOMOTHHTEILHBIM OCOOBIM BAPHAHTOM ocylecTBienns R® o3nauaer CN.

B COOTBETCTBHH C JOMONHATEILHEIM 0COOBIM BAPHAHTOM OcyIecTBieHus R’ o3nadaer C;-Cg-anKu, B 4a-
crHoctu Ci-Cy-ankun, Takoit kak CHj.

B COOTBETCTBHHM C JOMOJHHTEIBHBIM 0COOBIM BapHAHTOM ocyliecTBieHHs R’ o3mauaer C-Cg-ramores-
ankui, B yacTHOCTH C,-Cy-ramorenankui, Takoi kak CF3;, CHF,, CH,F, CCl;, CHCI, umu CH,CI.

B COOTBETCTBHH C JOMOTHATEIBHBIM OCOOBIM BAPHAHTOM OCYIeCTBICHHs R’ o3Hauaer Ci-Cg-aIKOKCH, B
gactHOCTH C,-C4-ankokcu, B yactHoctu C;-C,-ankokcen, Takoir kak OCH; nunu OCH,CH;.

B COOTBETCTBHHM C [OMOJHHTEIBHBIM OCOOBIM BapHaHTOM ocyiecTBicHHs R’ osHauaer C,-Cg-raores-
ankokcH, B uvactHOocTH C,-C,-ramorenankokcu, B ocobennoctu C;-C,-ramorenankokcu, Takoii kak OCEF;,
OCHF,, OCH,F, OCCl;, OCHCI, nimu OCH,CI, B yactnoctu OCF;, OCHF,, OCCl; min OCHCl,.

B COOTBETCTBHH C €IE OXHHM IOMOIHHTEIbHBIM BAPHAHTOM OCyIIecTBIeHus R® o3HauaeT C,-Cg-anKeHT
nin C,-Cy-ranorenankedun, B 4acTHOCTH C,-Cy-ankenmn win C,-Cy-ramorenankenni, Takoi kak CH=CH,.

B COOTBETCTBHH C €I[¢ OHUM JOTOMHATEIBHBIM BAPHAHTOM OCyIecTBIeH s R® 03nauaet C,-Cg-alKnHII
nin C,-Cy-ranoreHankuaui, B 4aCTHOCTH C,-Cy-ankuamn win C,-Cy-ramorenankunni, Takoi kak C=CH.

B COOTBETCTBHM C eIe OJHMM JONOJTHHTENbHBIM BAPHAHTOM OCYIIECTBICHHS R° BBIGHPAIOT U3
C(=0)(Cy-Cy-ankmma), C(=0)(OH), C(=0)(0-C;-Cs-ankmna), C(=O)(NH(C,-C;-ankmna)), C(=0)(M(C;-C;-
ankmna),), C(=0)(NH(C;-Cs-umknoankuna)) nu C(=0)(N(C;-Cg-unkioankuna),), B YaCTHOCTH BBIOMPAIOT M3
C(=0)(Cy-Cy-anxmna), C(=0)(OH), C(=0)(0O-C;-C-ankuna), C(=O)(NH(C1-C,-ankuna)), C(=O)(N(C,-C;-
ankmna);), C(=0)(NH(C;-Cg¢-tiuxnoankmia)) u C(=0)(N(C;-Cy-umkinoankuna),). B coorBercTBHM ¢ 01HUM 0OCO-
GBIM BapHAHTOM OCYILIECTBICHHs n300peTerns R® o3xauaer C(=0)(OH) mn C(=0)(O-C;-C,4-aIKui), B 4aCTHO-
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ctu C(=0)(OCHj).

B COOTBETCTBHH C eIIe OJHHM JOMOTHHTENBHBIM BapHAHTOM ocyiiecTieHus R’ Beioupator u3 S(Ci-Csp-
ankwmna), S(O)(C,-C,-ankuna) u S(O),(C,-C,-ankxuna), B vactHoctr SCH3, S(O)(CH3) u S(O),(CHj).

R* HesaBucumo BeiOWpator m3 ramoreHa, CN, NO,, OH, C,-Cs-amkuma, C,;-Cs-ranoreHainkuia,
C;-Cy-tmknoankuia, Cs;-Cg-ranorennukioankuna, C,-Cy-ankokeu u C;-C4-raoreHaaKoKCH, B 4aCTHOCTH BBIOU-
patot u3 ranorena, CN, C,-C,-ankuna, C,-C,-ranorenankuina, C;-Cq-miuknoankuia, Cs;-Cq-ramoreHIMKI0aIKua,
C,-Cy-anxokcu u C,-C,-ramorenainkokcu. B ocobennoctu R* nesaBucumo Beioupatot u3 F, Cl, CN, OH, CH;,
raJloTeHMETHIIA, IUKIIONPOIIIa, ranoreHnukiIonponuia, OCH; u ranoreHMeToKCH.

OCOGEHHO MPEIMOYTHTENFHbIC BAPHAHTHI OCYIIECTBICHHS R’ B COOTBETCTBHH C H300PETEHAEM IPHBEICHBI
B Tabn. P3, B koTopoii kaxxmass ctpoka u3 cTpok P3-1 - P3-16 cooTBeTCTBYyeT OJHOMY OTAEIEHOMY BapHaHTy
OCYIIECTBIICHHSI M300peTeHNsI U B KOTOPOil cTpoku P3-1 - P3-16 Takke B 1000# KOMOMHAIIMU JIPYT C APYTOM
MPEJICTABIISIIOT MPEAMOYTHTEIBHBIN BapUAHT OCYIIECTBICHUS HACTOSIIEro n3o0percHus. Takum oOpasom, Uit
Kax0ro R’, KOTOPBIil MPHCYTCTBYET B COCMHEHMSAX COTIACHO M300PETCHHIO, 9TH 0COOBIC BAPHAHTBI OCYIIECT-
BJICHHS M TIPEAMIOYTCHHS PHMEHSIOT HE3aBHCHMO OT 3HAYECHHS JI0G0r0 APYroro R?, KOTOPBIH MOXKET MPHCYTCT-
BOBATbH B (PCHUIILHOM KOJIBIIE:

Tab6muma P3
Ne R’
P3-1 |[CI
P3-2 |F
P3-3 |CN
P3-4 [NO,
P3-5 |CH;
P3-6 |CH,CH;
P3-7 |CF;
P3-8 |CHF,
P3-9 [OCH;
P3-10 |OCH,CH;
P3-11 |OCF;
P3-12 |OCHF,
P3-13 |SCH;
P3-14 |SOCH;
P3-15 |SO,CH;
P3-16 |CO,CH;3

OCOGEHHO IPEeNOUTHTENbHEIE BAPMAHTHI ocymecTBieHns (R’), B COOTBETCTBHM ¢ M306pETEHHEM TpHBE-
neHsl B Tabn. P33, B koTopoit kaxknas ctpoka u3 cTpok P33-1 - P33-60 cooTBeTCTBYET OJJHOMY OTAEIEHOMY Ba-
PHAHTY OCYILECTBICHUS U300peTeHHs U B KOTOpoi cTpoku P33-1 - P33-60 taxxke B mo00ii koMOWHAIIMU TIpEI-
CTaBJIAIOT NIPEAIIOYTHTENLHBII BapUaHT OCYIIECTBIICHHUS HACTOSIIETO H300pEeTCHHSI.

Ta6iuma P33
Ne R)n
P33-1 -k
P33-2 2-Cl
P33-3 3-Cl
P33-4 2-F
P33-5 3-F
P33-6 2-CN
P33-7 3-CN
P33-8 2-NO,
P33-9 3-NO,
P33-10 2-SCH;
P33-11 3-SCH;
P33-12 2-SOCH;
P33-13 3-SOCH;
P33-14 2-S0,CH;
P33-15 3-SO,CH;
P33-16 2-CO,CH;
P33-17 3-CO,CH;
P33-18 2.3-Cl,
P33-19 2,5-Cl,
P33-20 3,5-Cl,
P33-21 |2,6-Cl,
P33-22 2.3-F,
P33-23 2,5-F,
P33-24 3,5-F,
P33-25 2,6-F,
P33-26 2-F-3-Cl
P33-27 2-F-6-Cl1
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P3328 |2-CI-3-F
P33-29 2-CH;
P33-30 |3-CH;
P33-31 2-CH,CH;
P33-32 |3-CH,CH;
P33-33 2-CF;
P33-34 |3-CF,
P33-35 2-CHF,
P33-36 3-CHF,
P33-37 |2-OCH;
P33-38 3-OCHj;
P33-39 |2-OCH,CH;
P33-40 3-OCH,CHj3;
P33-41 |2-OCF;
P33-42 3-OCF;
P33-43 |2-OCHF,
P33-44 3-OCHF,
P33-45  [2,3-(CH;),
P33-46  |2,6-(CH;),
P33-47 |2,3-(CH,CH3),
P33-48  |2,6-(CH,CH3),
P33-49  [2,3-(CFs),
P33-50 |2,6-(CF3),
P33-51 2,3-(CHF;),
P33-52  |2,6-(CHF,),
P33-53  [2,3-(OCHs),
P33-54 2,6-(0OCH3),
P33-55 2,3-(OCH,CHs),
P33-56  |2,6-(0OCH,CH;),
P33-57 |2,3-(OCFs),
P33-58 |2,6-(0CF;),
P33-59 |2,3-(OCHF,),
P33-60 2,6-(OCHF;,),

Kasxasiii R B cOOTBETCTBUM ¢ HACTOALIMM n300peTeHUEeM He3aBUCUMO BbIOHMparoT u3 rajorena, CN, NO,,
OH, SH, C,-C4-ankuna, C;-Cg-ankokcu, C,-Cg-ankenmna, C,-Cg-ankununa, C;-Cg-riuknoankuna, C;-Cg-1iukiio-
ankwnoken, NH,, NH(C;-Cy-anmkuna), N(C;-Cy-amkuna),, NH(C;-Cy-truxnoankmna), N(C;-Cy-IIHKITIOATKIIIA),,
S(0),(C;-Cy-ankuna), C(=0)(C;-C4-anxuna), C(=0)(OH), C(=0)(0-C,-C;-ankuna), C(=O)(NH(C,-C,-ankumna)),
C(=0)(N(C;-Cy4-anxmia),), C(=0)(NH(C;-Ce-mmxnoankmna)) u C(=0)-(N(C;-Cy-IIHKII0ATKIIIA),); TAC KaXKIBIA
13 R* He 3aMeleH MM IOMOTHHUTENBHO 3aMEIICH OHMM, JBYMsI, TPEMSI WIIM 9ETHIPbMS R, HE3aBHCHMO BBI-
OpamnpiMu w3 TamoreHa, CN, NO,, OH, C,-Cj-ankuna, C,-Cs-ranorenankuna, C;-Cg-IHKIOQNKIIA,
C;-Cy-ranorenmukinoankuia, C,-Cy-ankokcu u C;-C4-ragoreHaIKoKCH.

B cooTBeTCTBHM ¢ M300peTeHHEM MOXKET NPUCYTCTBOBATh HYJIb, OJHH, JBa, TPH, YEThIPE WIH IATh RY, a
AMEHHO I m, cocTaBistiomero 0, 1, 2, 3, 4 wim 5. B wactHocTH, m o3Havaet 0, 1, 2, 3 niu 4.

B cooTBeTCTBHM C OTHUM BapHaHTOM OCYIIECTBICHHUS m o3HadaeT 0.

B coOTBEeTCTBHH C JOMOTHUTEIBHBIM BAPUAHTOM OCYIIECTBJICHUS m o3HauaeT 1, 2, 3 win 4, B 4aCTHOCTH
1, 2 wim 3, B ocobennoctn 1 unm 2. B cOOTBETCTBUY € OHUM OCOOBIM BapHaHTOM OCYILECTBICHUS N300pETEHUS
m o3HaYaeT 1, B COOTBETCTBUU C JOMOIHUTEILHBIM OCOOBIM BAPHAHTOM OCYIICCTBICHHS M 03HAYaeT 2.

B cooTBeTCTBUM C ellle OJHUM JONOTHUTEIFHBIM BAPUAHTOM OCYIIIECTBICHUS M O3HAYaeT 2, 3 wiu 4.

B cooTBeTCTBUM C €llle OJHUM JAOMOTHUTEIEHBIM BAPUAHTOM OCYIICCTBICHUS M O3HAYaeT 3.

B COOTBETCTBMH C OJHWUM BapWAHTOM OCYIIECTBICHHUS H300pETCHHs OTUH R* MIPUCOCTUHEH K Tapa-
TIOJIOXKEHUTO (TTOJI0KEHNE 4).

B cooTBeTCTBUM C JTOTIOJHUTEIHLHBIM BapHaHTOM OCYIIECTBICHUSI U300pETCHHS OJUH R* MIPUCOEANHEH K
METa-TI0JI0XKEHHIO (TIOI0XKEeHHE 3).

B cooTBeTCTBUM C JTOTIOJHUTEIHLHBIM BapHaHTOM OCYIIECTBICHUSI U300pETCHHS OJUH R* MIPUCOEANHEH K
OPTO-TIOJIOKECHHIO (ITOJIOKEHHE 2).

B coOTBETCTBUM C JOTONHUTEIHFHBIM BapUAHTOM OCYIICCTBICHHUS M300PCTCHUS JBa R* MIPUCOCTUHCHBI B
2,4-TI0JI0’)KCHHSIX.

B coOTBETCTBUU C JOMONHUTEIHHBIM BapUAHTOM OCYIICCTBICHHUS M300pPCTCHUS JBa R* MIPUCOCTUHCHBI B
2,3-10JI0)KCHHSIX.

B coOTBETCTBUM C JOTOIHUTEIHFHBIM BapUAHTOM OCYIICCTBICHHUS M300PCTCHUS JBa R* MIPUCOCTUHCHBI B
2,5-TI0JI0)KCHHSIX.

B CcOOTBETCTBHM C JOMOJHUTEILHBIM BapPHAHTOM OCYIIECTBICHUS W300pETEHUS JBa R* MIPUCOETNHEHBI B
2,6-T10JI0)KEHUSX.

B COOTBETCTBHUM C JOMOJHUTEILHBIM BapPHAHTOM OCYIIECTBICHUS U300pETEHUS JBa R* MIPUCOETNHEHBI B
3,4-110JI0)KEHUSX.

B COOTBETCTBHM C JOMOJHUTEILHBIM BapPHAHTOM OCYIIECTBIICHUS U300pETEHUS JBa R* MIPUCOETNHEHBI B
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3,5-I0JI0KECHUX.

B coOoTBeTCTBUU C NOMONHUTEIHHBIM BapUAHTOM OCYHICCTBICHUS U300pETEHUS TPHU R* MPUCOEANHEHBI B
2,4,6-110JI0)KEHHX.

st kamoro RY, KOTOPBIA MPUCYTCTBYET B COSANMHEHHUSAX COTIIACHO M300PETEHNUIO0, CIeAYIONTNEe BAPHUAHTHI
OCYIIIECTBIICHHUS U TPEANIOYTCHHS MPUMEHSIOT HE3aBUCUMO OT 3HAYCHHS JIIO0OTO JIPYTroro RY, KOTOPBIA MOXET
MIPUCYTCTBOBATh B (DEHMIIBHOM KOJIbIle. KpoMe TOro, OT/eNbHbIE BapUAHTHI OCYIIECTBICHUS W MPEATIOYTCHUS,
MIPUBEICHHBIC 3/1€Ch IS R4, MIPUMEHSIOT HE3aBUCUMO TSI Kakoro ciydas m=1, m=2, m=3, m=4 u m=5.

B cooTBeTcTBUM ¢ OAHUM BapUaHTOM OCYIIECTBICHUS R* nesaBucumo BEIOHMparoT u3 ranorera, CN, NO,,
OH, SH, C-C¢ankuna, C;-C¢-anmkokcu, C,-Cg-ankenmna, C,-Cg-ankunmna, C;-Cg-1ukiioankunia,
C5-C4-IIUKIIOATTKUIIOKCH, NH,, NH(C,;-C4-ankuina), N(C;-Cy-anmkmna),, NH(C;-Cy-1uxiroankuna),
N(C;-Co-1ruknoankuna),, S(0),(C;-Cy-ankuna) (p=0, 1 umm 2), C(=0)(C;-C4-ankuna), C(=0)(OH), C(=0)(O-C;-
Cganknna), C(=O)(NH(C,-Cs-anxmuna)), C(=O)(N(C,-Cs-ankmna);), C(=O)(NH(C;-Cs-unknoankuna))
C(=0)-(N(C;3-C¢-1iuxnoankuna),); rae KaxIslid U3 R* He 3aMeleH WK JOIOTHATEIIBHO 3aMEIICH OJHHM, IBYMS,
TpeMsl WIIM YCTHIPbMS HE3aBUCHMO BBHIOPAHHBIMH R*, roe R™ siBisiercs TakuM, Kak OTIPEJICIICHO U MPEANOYTH-
TEJHHO OTIPEICNICHO B TAHHOM ONMCAHH.

B cOOTBETCTBUM C JOTIOTHUTEIHHBIM BapUAHTOM OCYIIECTBICHHS R* HesaBucnmo BBIOMPAIOT U3 TAJIOTEHA,
CN, NO,, C,-Cs-anxkmma, C;-C4-amxokcu, C,-Cy-anxenuna, C,-Cs-ankuamna, C;-Cy-LMKITOATKUIIA,
C;-Ce-umknoankunokc, NH,, NH(C,-Cy,-anxuna), N(C;-Cr-ankuna),, S(0),(C,-Cr-ankuna) (p=0, 1 umm 2),
C(=0)(C;-Cy-ankmma), C(=0)(OH) u C(=0)(0-C,-C,-ankuna), rae Kaxasii u3 R* He 3aMeleH wiid 1OmONHH-
TEJHHO 3aMEIICH OJHUM, ABYMS, TPEMS WIIH YE€THIPbMS HE3aBUCUMO BHIOPAHHBIMHU R*, rae R* sBistercs TakmM,
KaK OIpeleIeHO U NPEANOYTUTEIBHO ONPECICHO B TaHHOM OMUCAHHH.

B cooTBeTCTBUM C JOTONIHUTEIHHBIM BAPUAHTOM OCYILECTBICHUS R* HesaBuCHMO BEIOMPAIOT W3 rajioreHa,
CN, NO,, Ci-C4-ankuna, C;-Cy-ramorenankuna, C;-Cy-ankokcu, C;-C,-ranorenankokcu, C,-C,-akeHuna,
C,-C,-ranoreHajakeHuIa, C,-C4-ankunnna, C,-C,-ranoreHankuHuIA, C5-Ce-IuKII0aNIKIIIA, C5-Ce-
ranmoreHnukioankuna, S(C;-Cj-amkmna), S(O)(C;-Cy-anmkmna), S(0O),(Ci-C,-ankmuna), C(=0)(C;-C,-anxuna),
C(=0)(OH) u C(=0)(0-C;-C,-ankuna).

B cOOTBETCTBUM C TOTOTHUTEIHHBIM BapUAHTOM OCYIIECTBICHHS R* HesaBrcnmo BBIOMPAIOT M3 TAJIOTEHA,
CN, NO,, C;-Cj-ankmma, C;-C,-ranoreHankmia, C,-C,-ankokcu, C;-C,-ramorenankokcu, S(C;-C,-ankuna),
S(0)(C,-Cy-anmkuna), S(0),(C,-C,-ankuna), C(=0)(OH) u C(=0)(0-C;-C,-ankumna).

B cooTBeTCTBUM ¢ TOTIOTHUTEILHBIM BapHAHTOM ocyliecTBlIeHus R * HezaBucumo Beiompatot u3 F, Cl, Br,
CN, C,-C4-ankuna, C;-Cy-ramorenankmia, C1-C4-ankokcu, C,-Cy-ranorenankokcu, S(C;-Cy-amkuna), S(O)(C,-
Cy-anxmna) u S(0),(C-Cy-ankmna).

B cooTBeTCcTBHU C eIIe OJTHUM 0COOBIM BApUAHTOM OCYIICCTBICHUS R* HesaBucuMO BEIOMPAIOT U3 raJjiore-
Ha, B yactHoctu U3 Br, F u Cl, B ocobennoctn u3 F u CL.

B cOoOTBETCTBUM C AOTOTHUTEIIEHBIM 0COOBIM BAPHAHTOM OCYIICCTBIICHH, R* o3mauaer CN.

B cooTBeTcTBUM C OJHUM JAOMOJHUTENBHBIM BAPUAHTOM OCYIIECTBICHHUS R* o3mauaer NO,.

B cooTBeTcTBUY C OJHUM JOMOJHUTENBLHBIM BAPUAHTOM OCYIIECTBICHHUS R* o3mauaer OH.

B cooTBeTCcTBHM C OJTHUM JOTIOJHUTEIHLHBIM BApUAHTOM OCYIIECTBICHHUS R* o3nauaer SH.

B cooTBeTCTBHUH C TOTIOJHUTEIHLHBIM OCOOBIM BapHAHTOM OCYIIECTBICHHS R* o3nauaer C,-Cg-anku, B 4a-
ctHoctu C-Cy-amxmn, takorr kak CH;. JlanbHEWITUMH TTOIXOASIIAMY ANKWJIAMH SIBIISTIOTCS DTHII, H-TIPOTIHII,
M30MPOIHII, H-OyTHII, N300y THII U TPET-OyTHIL

B COOTBeTCTBMHM C JOIOJIHHUTENBHBIM OCOOBIM BapHAHTOM OCYIIECTBICHUS R* osmauaer C,-Cs-
rajoreHankui, B yacTHocTH C;-Cy-ramorenankun, takoit kak CF;, CHF,, CH,F, CCl;, CHCI, uiu CH,CI.

B COOTBETCTBUUM C JOMONHUTENHEHBIM OCOOBIM BapHaHTOM OCYIICCTBICHUS R* osmauaer C,;-Cg-ankmi,
npeamnourutenbHo  Ci-Cy-amkmn, 3amemieHHbIi  mocpeactBom OH, oOonee mnpeamoututensHo CH,OH,
CH,CH,0OH, CH,CH,CH,0OH, CH(CH;)CH,0H, CH,CH(CH;)OH, CH,CH,CH,CH,0OH. B ocobom BapuaHTe
OCYILIECTBIICHUS R* o3nauaer CH,0H. B cooTBeTCTBHHU C JOTOJHUTEIHHBIM OCOOBIM BapHAHTOM OCYIIIECTBIIC-
must R* o3Hauaer C,-Cg-ankmn, npeamouturenpio Ci-Cy-ankmi, 3amenmeHnslii mocpeactsom CN, Oonee mpea-
IOYTHUTCIIBHO CH2CN, CH2CH2CN, CH2CH2CH2CN, CH(CH3)CH2CN, CHch(CHj,)CN, CH2CH2CH2CH2CN
B oco6om Bapuante ocyuiectsierns R* osnauaer CH,CH,CN. B 10moqHHTEIEHOM 0COG0M BapHAHTE OCYIIC-
crenennst R osnagaer CH(CH;)CN. B COOTBETCTBHH ¢ JOMOIHHTEIBHBIM 0COOBIM BApHAHTOM OCYILECTBICHHUS
R* o3mauaer C,-C4-anmkokcn-C,-Cg-anmkun, 6onee npennoututesibho C;-Cy-anxokcu-C-Cy-ankmwi. B ocobom
BapuanTe ocymectBienns R* osmasaer CH,OCH;. B momonanTensHOM 0coG0M BapuaHTe ocyiiectsierus R*
osnayaetr CH,CH,OCHj;. B gonosHATEIFHOM 0COOOM BapHaHTE OCYIIECTBICHHUS R* osnauaer CH(CH;5)OCHs. B
JIOTIOTHUTEIHFHOM 0COOOM BapHaHTE OCYIICCTBICHHUS R* o3nauaer CH(CH;)OCH,CHj;. B nomomHHTETBHOM 0CO-
00OM BapuaHTE OCYIICCTBIICHUS R* o3mauaer CH,CH,OCH,CHj3. B COOTBETCTBHMH C JOMOJTHHUTEIBHBIM OCOOBIM
BAPUAHTOM OCYILIECTBIICHUS R* o3nauaer C,-Cy-ranorenankokcu-C-Cq-anmkmi, 0onee nmpeanodtutesibio Ci-Cy-
ankokcu-C,-Cy-ankun. B ocoGom Bapmante ocymectsienus R* osnauaer CH,OCF;. B 0NOTHUTEIBHOM 0CO-
0OM BapHaHTE OCYIICCTBICHUS R* o3nauaer CH,CH,OCFj3. B nomosHUTEIbHOM 0COOOM BapHaHTE OCYIICCTBIIC-
mus R osmasaer CH,OCCl;. B  J0MOJHHTENBEHOM 0COGOM BapHUAHTE OCYILIECTBICHUS R* o3mauaer
CH,CH,OCCl;.

B cooTBeTCcTBHU C TOTIOTHUTEIHLHBIM OCOOBIM BAPUAHTOM OCYIIECTBICHHS R* osnauaer C,-Cg-anKkoKcH, B
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gactHOCTH Ci-Cy-ankokcn, B uactHOCTH Ci-Cy-ankokcn, Takoit kak OCH; unmu OCH,CHj;.

B cooTBeTCTBMM C JIOTOJHUTEIBHBIM OCOOBIM BapHAHTOM OCYIICCTBIICHHS R* osmauaer C;-Cq-
rajoreHajgkokcH, B yacTHOCTH C-C,-ramorenankokcu, B yacTHOCTH C,;-C,-ramorenankokcu, Takoil kak OCF;,
OCHF,, OCH,F, OCCl;, OCHC1, unu OCH,Cl, B vactaoctu OCF;, OCHF,, OCCl; unu OCHCl,.

B cOOTBETCTBHHM C eI1e OJJHUM JOTOJTHUTEIHHBIM BApHAHTOM OCYIIECTBICHHS R* o3nauaer C,-Cy-anKeHMI
nin C,-Cg-ranoreHankenun, B 4acTHOCTH C,-Cy-ankenun unn C,-Cy-ramorenankenm, takoii kak CH=CH,,
CH2CH:CH2, CH:CHCH3 NN C(CH3):CH2

B cooTBeTCcTBUY C JOMOTHHUTEIHHBIM OCOOBIM BapHAHTOM OCYIIECTBIICHUS R* o3nauaer C,-Cg-askeHun,
npeamnoututenbHo  C,-Cy-amkeHm, 3aMenieHHbsld nocpenctBoM OH, Gonee mpemnoururensno CH=CHOH,
CH=CHCH,0H, C(CH;)=CHOH, CH=C(CH;)OH. B ocoboM BapuaHTE OCYIIECTBICHHS R* o3mauaer
CH=CHOH. B ononsuTen»HOM 0coG0OM BapuaHTe ocymecTrienus R' o3mauaer CH=CHCH,OH. B cooTser-
CTBHH C JIOTIOJHUTEIHFHBIM OCOOBIM BAapHAHTOM OCYIIECTBIICHHUS R* osnauaer C,-Cs-anxoxcu-C,-Cg-alIKeHUI,
oonee mpenmoututenbHo C;-Cy-ankokcu-C,-Cy-ankeHmi. B oco0oM BapuaHTe OCYIIECTBICHUS R* o3mauaer
CH=CHOCH;. B fononautensHoM 0coGoM BapuanTe ocymecTrienus R o3nauaer CH=CHCH,0OCH;. B coot-
BETCTBUU C JIOTIOJTHUTEIHHBIM OCOOBIM BaPHAHTOM OCYIIECTBICHHS R* osnauaer C,-C4-ranorenankokcu-C,-Ce-
ankeHwI, 6onee npeanoututensHo C-Cy-ramoreHankokcu-C,-Cy-ankeHm1. B ocoboM BapuaHTe OCYIIECTBICHUS
R* osmawaer CH=CHOCF;. B jomonHuTensHOM 0coGOM BapuaHTe ocyiecTBieHus R o3nagaer
CH=CHCH,OCF;. B 1onoJHUTEIEHOM 0COO0OM BapHaHTE OCYIIECCTBICHHS R* o3nauaer CH=CHOCCI;. B po-
TOJTHUTENEHOM 0coGoM BapmanTe ocymecTiermnst RY osmasaer CH=CHCH,OCCl;. B cOOTBETCTBHH ¢ HOMOJ-
HUTEJILHBIM OCOOBIM BapHAHTOM OCYIIIECTBICHUS R* osnauaer C;3-Cg-muxmoankmit-C,-Cg-amKkeHnI, MPEAOITH-
TenbHO C;3-Cy-1ukinoankmi-C,-Cy-anmkeHmI. B cOOTBETCTBHY ¢ TOMOHUTEIBFHBIM 0COOBIM BapUAHTOM OCYILECT-
Birernst R* o3mauaer C;-Cg-ranorenuuxinoankui-C,-Cy-ankenni, npeanouyTutesbHo C;-Cg-ranoreHunKI0anKui-
C,-C¢-aKeHuII.

B cooTBeTCcTBHM C eIl OJHUM JOTIOTHUTEIBHEIM BAPUAHTOM OCYIICCTBICHUS R* o3nauaer C,-Cg-alIKHHIIT
umn C,-Cg-ranmoreHankuuuia, B 4acTHOCTH C,-Cy-ankuuun unu C,-Cy-ramoreHankuuui, tako kak C=CH,
CH2CCH NN CH2CCCH3

B cooTBeTcTBUHU € JOMOJHUTEIBHBIM OCOOBIM BapHAHTOM OCYIIECTBICHHS R* osnauaer C,-Cg-ankuum,
npennoututeibHo  C,-Cy-ankuHui, 3amemeHHblid mocpenctBom OH, Oonee mnpeanouyturensHno CCOH,
CH,CCOH. B ocoGom Bapuante ocymiectBienns R osmasaer CCOH. B [OMONHATEIBHOM 0COGOM BapHaHTE
ocymecreinerns R* osnagaer CH,CCOH. B COOTBETCTBHI C IOMONHATEIBHEIM OCOOBIM BAPHAHTOM OCYILIECTB-
nerns R* oznagaer C,-Cy-ankokcn-C,-Cg-anmkunann, 6onee npeanodrutenbio C;-Cy-ankokcu-C,-Cy-ankuaui. B
0CcO00M BapHaHTE OCYIICCTBICHUS R* o3nauaer CCOCHj;. B pomomauTenbHOM 0COO0M BapHaHTE OCYIIIECTBIIC-
mus R* oznauaer CH,CCOCHj;. B cooTBeTCTBHH C JOMOJHHUTEIBHBIM OCOOBIM BApUAHTOM OCYIIECTBICHHUS R*
osnauaer C;-Cjranorenankokcu-C,-Cq-amkunmn, Oonee mpeamoutrutenbHo C;-Cy-ranoreHamkokcu-Cy-Cy-
ankuHmL. B oco6om BapmanTte ocymectsienus R o3mauaer CCOCF;. B 10MONHUTEIBHOM 0COGOM BapHaHTE
ocymectsienns R* o3nauaer CH,CCOCF;. B 1ononHuTeI5HOM 0C060M BapHaHTe ocymecTsieHns R* o3Hauaer
CCOCCl;. B mononuuTensHoM ocobom BapuanTe ocymtectnienns R* oznauaer CH,CCOCCly. B cooTBeTcTBHH
C JIOTIOJHUTENIEHBIM OCOOBIM BapHaHTOM OCYIIECTBICHHUS R* o3nauaer C;-Cy-1uxmoankmii-Cy-Cy-aaKuHNI,
npennoututeTbHO C;-Cg-ttnkioankuil-C,-Cy-aNKuHWI. B COOTBETCTBUHM € JOMOJHUTENBHBIM OCOOBIM BapHaH-
TOM OCYIIECTBIICHUS R* o3mauaer C3-Cg-ranoreHIKI0anKmI-C,-Cy-ankuann, npeanoututensio  C;-Cg-
ramoreHIUKI0anKI-Cy-Cy-aIKHHUIL.

B cooTBeTCTBUU ¢ OJHUM JAPYTHM BapPUAHTOM OCYIIECTBIICHUS R* o3nauaer C;-Cg-LIUKIOATKIIL, TIPeAIoY-
TUTEIHHO [UKJIOIPOIHI, HUKIOOYTHII, IIMKIOTICHTIUT MITH ITUKJIOTEKCHII, B YACTHOCTH IIUKJIOMPOTIIIT WIIH IIHKJIO-
OyTmi. B ocoboM BapuaHTe OCYIIECTBICHHS R* o3nauaer IUKJIOMPONHI. B MOMOTHUTEIFHOM 0COO0M BapuaHTe
OCYILICCTBIICHUS R* o3mauaer muKIo0yTII. B momonHMTENEHOM 0COOOM BapHaHTE OCYIICCTBICHHUS
R* o3Hauaer upkiIoneHTHI. B [OMONTHATEIEHOM 0COGOM BapUaHTE OCYIECTBICHHUS R* 03HaYaeT HUKIOreKCHIL.

B cooTBeTCTBUU C OJHUM JPYTUM BapUAHTOM OCYIICCTBICHHUS R* o3Hauaer C;-Cy-LUKIOATKOKCH, npen-
nouTHTeNbHO C3-Cy-IMKII0ANKOKCH. B 0c000M BapuaHTe OCYIIECTBICHUS R* o3Hauaer O-IHKIIOTIPOTIHIL.

B cootBeTrcTBUM C O0COOBIM BapHaHTOM OCYIIECTBIICHHUS R* o3mauaer C;-Cyg-rajoreHIuKIoaIKuiI, 0oee
MIPEAMOYTHUTENHHO TOJHOCTRIO WJIM YaCTUYHO TasmoreHupoBaHHBIN C;-Cg-miukioankui. B ocobom BapuaHte
OCYIIIECTBIICHUS R* 03HaYaeT MONHOCTBIO MM YACTHIHO TaJIOTCHUPOBAHHBIN ITUKIIONIPONTHI. B JOTIOTHUTETEHOM
ocoGoM BapmanTe ocymecTBieHns R' osmauaer 1-Cl-mmkimonpomit. B I0MOTHHTETEHOM 0COGOM BapHAHTE
ocymectBierns R* osnauaer 2-Cl-upkionpormmn. B I0MOTHHTENEHOM 0COGOM BapHAHTE OCYIECTBICHHUS
R* osmauaer 1-F-mukmonpormt. B momonHuTensHOM ocobom BapuanTte ocymectBieHms RY osmauaer 2-F-
MUKJIOTPONHI. B NOMOTHUTEIEHOM 0COOOM BapHaHTE OCYIICCTBICHHUS R* 03HauaeT MOIHOCTHIO HIIM YaCTUIHO
TaJIOTCHUPOBAHHBIA MUKIOOYTHI. B MOMONHUTETFHOM 0COOOM BapHaHTE OCYIICCTBICHHUS R* osmauaer 1-Cl-
MUKIOOYTHI. B TOMONMHUTETFHOM 0COOOM BapHaHTE OCYIIECTBICHUS R* o3mauaer 1-F -nukIo0yTIL. B gomon-
HUTEIHHOM O0COOOM BapHaHTE OCYIICCTBIICHUS R* o3nauaer 3,3-Cl,-ukino0yTui. B momomHUTEIBHOM 0CO00M
BapHaHTE OCYIICCTBICHUS R* o3mauaer 3,3-F »-IIUKIO0YTHII. B COOTBETCTBHU C OCOOBIM BapHAHTOM OCYIIECTB-
nernss R* o3nauaer C;-Cy-iukunoankui, 3aMmenieHHbid mocpeactBom C-Cy-ankmiia, Oosee MpearnoYTHTEIEHO
o3HavaeT C;-Cy-IUKI0amKmi, 3aMenieHnbii mocpeactsoM C;-Cy-ankumna. B oco6oM BapuaHTe OCYIIECTBICHUS
R* osnauaer 1-CH;-upkironponmn. B cooTBeTcTBhM ¢ 0c0OBIM BapHaHTOM ocymecTneHus R* osHagaer Cy-Cy-
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[UKJIOANIKII, 3aMelleHHBIH mocpeactBoM CN, Oonee mpeamodtutenbHo o3Ha4YaeT C;3-Cy-IIMKITOATKIII,
3aMernenHsIit mocpeactsom CN. B oco6om Bapuante ocymectsienus R* o3nauaer 1-CN-muxtonpomn. B coot-
BETCTBUU C JIOMOJHUTEILHBIM OCOOBIM BapHaHTOM OCYIIECTBICHHS R* osmauaer C;-Cy-tmxnoankmii-C;-Cg-
MUKI0ATKHI, TpeanodTuTenbHo C;-Cg-mmkimoankui-C;-Cy-1uknoankuia. B ocoboM BapuaHTe OCYIIECTBICHUS
R* 03HauaeT MEKIOMPOMMI-IMKIONPONIT. B 0ocoGom BapuanTe ocymecTsieHus R* 03HagaeT 2-IUKIONPOITHI-
IMKJIONPONHL. B COOTBETCTBHE C JIOTIOTHUTENBHBIM OCOOBIM BapHaHTOM ocymrecTierus R o3mauaer Cs-Cy-
UKIT0ATKHI-C3-Cg-TaloTeHITUKIOATKHI, MPeATOYTHTETHHO C3-Co-TKI0aNKUI-Cs-Ce-ranoreHIIMKIOATKHIL.

B COOTBETCTBHH C OXHHM APYTHM BapHaHTOM ocyuiectBierus R* osmauaer Ci-Cg-mukmoankmi-C-Cy-
ankwi, npeamnoututrenbHo Cs-Cg-mmkinoankun-C-Cy-ankmwi. B ocoboM BapuaHTe OCYIIECTBICHUS R* o3mauaer
CH(CHs)(umkmonponn). B gomonHuMTensHOM 0co60M BapuanTte ocymectBienns R’ osmagaer CH,-
(LMKJIOMPOTIHI).

B COOTBETCTBHH C JONOTHATENLHBIM MPEANIOYTHTEILHBIM BAPHAHTOM ocyiiecTsienus R* oznauaer C3-Cy-
ukoankmi-C-Cy-alkui, Te alKHIbHBIH (ParMeHT MOXKET OBITh 3aMEIICH OJHUM, JABYMS, TPEMs WU BILIOTh
JI0 MaKCHMaJIbHO BO3MOYKHOTO YHCIIa OJMHAKOBBLIMH MITM PasHBIMHU IpymmnaMu R°, Kak onpenesaeHo H Mmpeanod-
TUTETFHO ONPEAETICHO B TaHHOM OIMCAaHWH, U IUKIOANKIIBHBIN ()parMeHT MOKET OBITh 3aMEIIeH OTHHIM, JIBY-
Msi, TPEMsI UM BIUIOTH 1O MAKCHMAIbHO BO3MOYHOTO 9HC/IA OJMHAKOBBIMI WIH PasHBIMU rpymmamu R°, kax
OTIpeNIeNICHO W MPEAIOYTHTEIHHO ONPEACTICHO B JAHHOM OTIFCAaHHH.

B coorBercTBHHM ¢ 0COOBIM BapHaHTOM OCYIIECTBICHHS R* osmauaer C;-Cg-nmximoankmin-C-Cy-
rayoreHankui, Cs;-Cq-1iukinoankmi-C -Cy-raJoreHalKmI. B cOOTBETCTBUHM ¢ 0COOBIM BapHaHTOM OCYIIECTBIICHUS
R* o3mauaer C;-Cyg-ranorennuxnoankuii-C,-Cy-anxmi, C;-Cg-ranorenmuknoankui-C,-Cy-ankmi. B ocodbom Ba-
pHaHTEe OCYIIECTBICHHS R’ O3HAYaeT MOJHOCTHIO HIIM YACTHYHO TaloOreHHpOBaHHBI IHKIONPOrHi-C,-Cy-
anku1. B nononHuTensHOM 0c060M BapuanTe ocymiectsienns R o3nauaer 1-C1-nuxnonponmi-C -Cy-ankun. B
JOTIONHATEILHOM 0C060M BapuanTe ocyutectsienns R* oznauaer 1-F-mukmonponun-C,-C-amKut.

B COOTBETCTBHHM C OIHHM JPYTMM BapHAHTOM ocyinecTsiernus R* o3nauaer NH,.

B cooTBeTcTBUM C OTHUM APYrHMM BapUaHTOM OCYILECTBICHUS R* o3nauaer NH(C,-C4-ankun). B cooTsert-
CTBHH ¢ 0cOOBIM BapuaHTOM ocymmectBieHns R osmagaer NH(CHs). B coOTBETCTBHM ¢ 0COOBIM BapHAHTOM
ocymecteierns R* o3aagaer NH(CH,CHs). B cooTBeTCTBHE ¢ 0COGBIM BAPHAHTOM OCyIIecTBIeHHsS R* 03Haua-
er NH(CH,CH,CH3). B cooTBeTCTBHE ¢ 0COOBIM BapHaHTOM ocyiiectuenns R* osmagaer NH(CH(CH;),) B
COOTBETCTBHH C OCOOBIM BapHaHTOM ocymecTsieHns R osmauaer NH(CH,CH,CH,CH;). B cooTBercTBHE ©
0coGbIM BapuaHToM ocymecTsireHmst R* osnagaer NH(C(CHs)s).

B COOTBETCTBHHM ¢ OJHHM APYTHM BapHaHTOM ocyuiectBierns R' osmauaer N(C,-Cy-ankmn),. B coorBer-
CTBHH C OCOOBIM BapHaHTOM OCYIICCTBICHHUS R* osmauaer N(CH;),. B cooTBeTCTBHH ¢ 0COGBIM BAPHUAHTOM
OCYILIECTBIICHUS R* o3nauaer N(CH,CHs;),. B cooTBeTcTBHE € 0COOBIM BapPHAHTOM OCYILCCTBICHUS R* o3nauaer
N(CH,CH,CH3;),. B cooTBeTCcTBHU ¢ 0COOBIM BapHAHTOM OCYILCCTBICHHS R* o3nauaer N(CH(CH;),),. B coot-
BETCTBHHU C OCOOBIM BapHAHTOM OCYIICCTBICHUS R* o3nauaer N(CH,CH,CH,CHj;),. B cooTBeTcTBUU C 0COOBIM
BAPUAHTOM OCYILECTBIICHHS R* o3nauaer NH(C(CHs);),.

B COOTBETCTBUM C OJHHM APYrMM BapHaHTOM ocyiiectBieHHs R' o3mauaer NH(Cs-Cg-LUKIOANKHI),
npeanoururensHo NH(Cs-Cy-Lukinoankun). B cooTBeTCTBHH ¢ 0cOOBIM BapHaHTOM ocymiectBiIeHns R o3naua-
et NH(uukonpormn). B cOOTBETCTBHE ¢ 0COOBIM BapHaHTOM ocymiecTBIeHns R* osnasaer NH(wuknoGy ).
B cooTBeTCTBUM ¢ 0COOBIM BapHAHTOM OCYIIIECTBICHHS R* o3Hauaer NH(uukmonentui). B cOOTBETCTBUH € OCO-
6bIM BapuanTOM ocyiiectsiernst R o3nagaer NH(wukmorekcn).

B COOTBETCTBHH C OXHHM IPYTHM BapHaHTOM ocymecTieHus R* o3uagaer N(Cs-Cy-LHKIOAIKII),, TPE-
noutnTensHo N(C3-Co-IIMKIOATKIT),. B COOTBETCTBHHM ¢ OCOOBIM BapHaHTOM ocyuiectBienus RY ozmauaer
N(umknonponun),. B coOTBETCTBHE ¢ 0COOBIM BapHaHTOM ocyiecTBieHns R* osmauaer N(mmkno6yTun),. B
COOTBETCTBHH ¢ 0COOBIM BAPHAHTOM ocyIecTBIeHns R* 03nauaer N(LUKI0MEHTHT),. B COOTBETCTBHM ¢ 0COGBIM
BapHAaHTOM ocyuiecTBieHns R* o3nauaer N(LEKIOreKCHI),.

B COOTBETCTBHM C eIe OJHMM JONOJTHHTEILHBIM BApHAHTOM oOCymecTBIeHns R' BoiGupaorT u3
C(=0)(C,-C4-ankmna), C(=0)(OH), C(=0)(0-C;-C4-anxuna), C(=0)(NH(C,-C,-ankuna)),
C(=0)(N(C;-C4-ankmmna),), C(=0O)(NH(Cs-Cs-mxnoankmia)) u C(=O)(N(C;-C¢-1tukioankumia),), B 4aCTHOCTH
Beioupator w3 C(=0)(C,-C,-ankuna), C(=0)(OH), C(=0O)(O-C;-C,-anxumna), C(=O)(NH(C,-C,-ankuna)),
C(=O)(N(C;-Cs-ankmmna),), C(=0)(NH(Cs-Cq-iurnoankuna)) u C(=0)(N(Cs-Cs-miukinoankuna),). B cooTBeTct-
BHH C OJHHM 0COOBIM BapHaHTOM OCyIIecTBICHHs m3o6pererns RY o3nauaer C(=0)(OH) mmm C(=0)(0-C;-Cy-
ankwn), B yactHoctd C(=0)(OCHj3).

B COOTBETCTBHI ¢ OHAM JAPYTHM BapHaHToM ocymecTsierus R* osnagaer C(=0)(-C,-C,-ankun). B coot-
BETCTBHU C OCOOBIM BapHAHTOM OCYIICCTBICHUS R* o3mauaer C(=0)CHj3. B cOOTBETCTBUH C OTIOIHUTEIHHBIM
0COOBIM BapHAHTOM OCYIICCTBICHUS R* o3mauaer C(=0)CH,CH3;. B cooTBeTCTBHY C OTIONHUTEIHHBEIM 0COOBIM
BapuaHTOM ocymecTBienns R o3mauaer C(=0)CH,CH,CH;. B cOOTBETCTBHHM C JOMOTHHTEIBHEIM 0COOBIM Ba-
puantoM ocymectsienns R o3nauaer C(=0)CH(CH3),. B COOTBETCTBHE ¢ JOMONHUTEILHBIM OCOOBIM BapHAH-
ToM ocymecTsienus R* o3nauaer C(=0)C(CHs)s.

B COOTBETCTBHH C OIHHM JPYTMM BapHaHTOM ocymecTsiernus R* o3nauaer C(=0)OH.

B COOTBETCTBUHM C OJHHM APYTHM BaphaHTOM ocymectBierns R’ osmagaer C(=0)(-0-C;-Cy-ankun). B
COOTBETCTBHH C 0COOBIM BapuaHTOM ocymectBieHns R osHasaer C(=0)OCH;. B COOTBETCTBHE ¢ IOMONHH-
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TENBHBIM 0COOBIM BaApUAHTOM OCYILCCTBIICHUS R* o3mauaer C(=0)OCH,CHj3;. B cooTBeTCTBHY C JOTOIHUTEIb-
HBIM O0COOBIM BapUAHTOM OCYILICCTBIICHUS R* o3nauaer C(=0)OCH,CH,CHj3;. B cooTBeTCTBUH C JIOMOJHHUTEIb-
HBIM 0COOBIM BapuaHTOM ocymiectBieHns R osnasaer C(=0)OCH(CHs),. B COOTBETCTBHH ¢ IOMONTHATEIEHBIM
0coGbIM BapuaHToM ocymecTsireHmst R* osnagaer C(=0)OC(CHs)s.

B COOTBETCTBHE C OJHHM IPYTHM BapHaHTOM ocyuiectBienns R* osmauaer C(=0)-NH(C,-C,-ankmn). B
COOTBETCTBHH C 0COOBIM BapHaHTOM ocyiecTsieHms R* oznagaer C(=0)NHCH;. B COOTBETCTBHI C JOMONHH-
TeNBHBIM 0COOBIM BapHaHTOM ocyuiectBieHns R' osmauaer C(=0)NHCH,CH;. B cOOTBETCTBUHM C IOMOJNHH-
TeNBbHBIM 0COOBIM BapuaHTOM ocymecteierns RY osmauaer C(=0)NHCH,CH,CH;. B cooTBEeTCTBHH ¢ HOMOIN-
HUTEIBHBIM 0COOBIM BapHaHTOM ocyiiecTBlIeHns R o3mauaer C(=0)NHCH(CH,),. B cooTBeTcTBHH C HOMOI-
HUTETBHBIM 0COOBIM BapHaHTOM ocymectBieHus R o3nauaer C(=0)NHC(CH;);.

B COOTBETCTBUHM C OJHMM IPYTMM BapHaHTOM ocymecTsierns R osmauaer C(=0)-N(C;-C,-ankun),. B
COOTBETCTBUH C OCOOBIM BapHAHTOM OCYIIECTBICHHS R* o3mauaer C(=0)N(CHj;),. B cooTBeTcTBUU ¢ JOMOTHH-
TENBHBIM OCOOBIM BapHAHTOM OCYIICCTBICHHUS R* o3mauaer C(=0)N(CH,CHj;),. B cooTBeTcTBUU ¢ MOMOIHU-
TENBHBIM 0COOBIM BapHAHTOM OCYIICCTBICHHUS R* o3nauaer C(=0)N(CH,CH,CH3;),. B cootBeTcTBUH € AOTON-
HHUTEIBHBIM 0COOBIM BapraHTOM ocymiecteierns R* osnagaer C(=0)N(CH(CHs),),. B cooTBeTCTBHE ¢ HOMON-
HHUTEIBHBIM 0COOBIM BapHAaHTOM ocymecTBIeHns R* ozaagaer C(=0)N(C(CHs)s),.

B COOTBETCTBHH C OXHHM JIPYTHM BapHaHTOM ocyiecTBieHus R' osHagaer C(=0)-NH(C;-Cq-
LUKIIOAIKIT). B cOOTBETCTBHM ¢ 0COGBIM BapHaHTOM ocymecTBiIeHns R* o3nagaer C(=0)NH(tmknonporn). B
COOTBETCTBHUH C JOTONHHUTEILHBIM 0COOBIM BapHaHTOM ocyiiectBieHns R* o3nagaer C(=0)NH(umkino6yTin). B
COOTBETCTBHH C JOTIONHUTEIBHEIM OCOOBIM BapHaHTOM ocyiecTieHms R* osnagaer C(=0)NH(upKIoneHTm).
B COOTBETCTBHH C  JIONOIHHTEIBHBIM ~ OCOOBIM  BapHaHTOM  ocymiectBienms R'  o3mauaer
C(=O)NH (umknorexcun).

B COOTBETCTBHHM C OJIHHM JPYTMM BapHaHTOM ocymecTriernus R* o3Hauaer C(=0)-N(C3-Cg-IMKI0aNKHI),.
B cooTBeTcTBHE C 0COOBIM BapUAHTOM OCYILECTBICHHS R* o3mauaer C(=O)N(muxonpomnun),. B cootBeTcTBUU
C JIOTIOJTHUTEIBHBIM 0COOBIM BApHAHTOM OCYIICCTBICHHUS R* o3mauaer C(=O)N(1uxodyTmin),. B coorBeTcTBHI
C JOTOJHATENBHBIM 0COOBIM BapHaHTOM ocymecTBieHns R* o3nagaer C(=O)N(uukioneHTin),. B cooTBerct-
BHH C JIOTIOJHATEIIBHBIM 0COOBIM BapraHTOM ocyiectsiermst R o3nauaer C(=0)N(UuKIOreKcr),.

B COOTBETCTBHH C €IIe OJHUM IOMOTHATEIBHBIM BapraHToM ocyiecTieHms RY Beioupator u3 S(Ci-Cp-
ankwmna), S(O)(C,-Cy-ankuna) u S(0),(C,-C,-ankuna), B vactHoctn SCH;, S(O)(CH3) u S(0),(CHj3). B cootBet-
CTBHH ¢ 0COOBIM BapmanToM ocymecTBieHns R BeiGmpator u3 S(C-Cy-ranorenankmma), S(O)(Ci-Ca-
ranorenankuia) u S(O),(C,-C,-ramorenankuna), Takoro kak SO,CF;.

OCOGEHHO MPEIMOYTHTENFHBIC BAPHAHTHI OCYIIECTBICHHS R? B COOTBETCTBHH ¢ H306peTeHIEM IPHBEICHB!
B Tabn. P4, B koTopoii kaxxmas cTpoka u3 cTpok P4-1 - P4-16 cooTBeTCTByeT OJHOMY OTAEIEHOMY BapHaHTy
OCYIIECTBIICHHSI H300pETEHNSI 1 B KOTOPO# cTpoku P4-1 - P4-16 Takxke B 1000 KOMOMHAIIMK JIPYT C APYTOM
MPEJICTABIISIIOT TPEAMOYTHTEIBHBI BapHAHT OCYIIECTBICHUS HACTOSINEro n3o0percHus. Takum oOpasom, Uit
KaXkI0r0 R?, KOTOpBIi MPHCYTCTBYET B COEIMHEHHSX COIIACHO H300PETEHUIO, 3TH 0COOBIE BAPHAHTBI OCYIIECT-
BJICHHS M TIPEAMIOUTCHNS PHMEHSIOT HE3aBHCHMO OT 3HAYEHHS JI060ro Apyroro R, KOTOPBIH MOXeET MpHCYTCT-
BOBATbH B (PCHUIILHOM KOJIBIIE:

Tab6numa P4
Ne R*
P4-1 |CI
P4-2 |F
P4-3 |CN
P4-4 |NO,
P4-5 |CHj;
P4-6 |CH,CH3
P4-7 |CF;
P4-83 |CHF,
P4-9 |OCH3
P4-10 |OCH,CH;
P4-11 |OCF;
P4-12 |OCHF,
P4-13 [SCI;
P4-14 |SOCH;
P4-15 |SO,CH;
P4-16 |CO,CH3

OCOGEHHO TIPe/NOUTHTEIbHBIE BapHaHThI ocyiiecTBIeHHs (R*), B COOTBETCTBIHM ¢ H300pETEHHEM IIPUBE-
JeHsl B Ta0u. P44, B koTOpoif Kaxaast ctpoka u3 cTpok P44-1 - P44-155 cooTBeTCTBYET OHOMY OTIECIHLHOMY
BapHaHTy OCYIIECTBJICHUS U300pPETCHUS U B KOTOPO# cTpoku P44-1 - P44-155 taxxke B m000i koMOWHAIIMA
MPE/ICTABIISIIOT IPEIOYTUTEIBHBII BapUAHT OCYIIECTBICHHUS HACTOSIIIIETO H300pETEHHSI.
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Ta6numa P44

(RY)n

P44-1

*

P44-2

2-Cl

P44-3

3-Cl

P44.4

4-Cl

P44-5

2-F

P44.6

3-F

P44-7

4F

P44-8

2-CN

P44-9

3-CN

P44-10

4-CN

P44-11

2-NO,

P44-12

3-NO,

P44-13

4-NO,

P44-14

2-SCH;

P44-15

3-SCH,

P44-16

4-SCH3

P44-17

2-SOCH;

P44-18

3-SOCH;

P44-19

4-SOCH;

P44-20

2-S0O,CHj;

P44-21

3-SO,CH;

P44-22

4-SO,CH;

P44-23

2-CO,CH;

P44.24

3-CO,CH;

P44-25

4-CO,CH3

P44-26

2,3-Cl,

P44-27

2,4-Cl,

P44.28

2,5-Cl,

P44-29

3,4-Cl,

P44-30

3,5-Cl,

P44-31

2,6-Cl,

P44-32

2,3-F»

P44-33

2,4-F,

P44-34

2,5-F,

P44-35

3,4-F,

P44-36

3,5-F,

P44-37

2,6-F,

P44-38

2-F-3-Cl

P44-39

2-F-4-Cl

P44-40

3-F-4-Cl

P44-41

2-F-6-Cl

P44-42

2-CI-3-F
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P44-43 [2-CI-4-F

P44-44 |3-Cl-4-F

P44-45 |[2.3,4-Cl;

P44-46 |2.4,5-Cl;

P44-47 |3,4,5-Cls

P44-48 |2,4,6-Cl,

P44-49 |2,3,4-F;

P44-50 [2.4,5-F;

P44-51 |3,4,5-F;

P44-52 [2.4,6-F;

P44-53 [2,3-4-F3

P44-54 |2,4-F,-3-Cl

P44-55 [2,6-F,-4-Cl

P44-56 |2,5-F,-4-Cl

P44-57 |2,4-Cl,-3-F

P44-58 |2,6-Cl,-4-F

P44-59 [2,5-Cl,-4-F

P44-60 |2-CH;

P44-61 |3-CHj3

P44-62 |4-CH;

P44-63 |2-CH,CHs

P44-64 |3-CH,CH;

P44-65 |4-CH,CH;

P44-66 |2-CF;

P44-67 |3-CF;

P44-68 |4-CF,

P44-69 [2-CHF,

P44-70 |3-CHF,

P44-71 |4-CHF,

P44-72 |2-OCH;

P44-73 [3-OCH3

P44-74 [4-OCH3

P44-75 |2-OCH,CHj

P44-76 |3-OCH,CH;

P44-77 |4-OCH,CH;

P44-78 |2-OCF;

P44-79 |3-OCF3

P44-80 |4-OCF;

P44-81 |2-OCHF,

P44-82 |3-OCHF,

P44-83 |4-OCHF,

P44-84 [2,3-(CH3),

P44-85 |2.4-(CHs),

P44-86 |[3,4-(CH;),
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P44-87

2,6-(CHjs),

P44-88

2,3-(CH,CHs),

P44-89

2,4-(CH,CH;),

P44-90

3,4-(CH,CHs),

P44-91

2,6-(CH,CH;3)»

P44-92

2,3-(CF3),

P44-93

2,4-(CF3)2

P44-94

3,4-(CF3),

P44-95

2,6-(CF3)2

P44-96

2,3-(CHF,),

P44-97

2.4-(CHF,),

P44-98

3,4-(CHF»),

P44-99

2,6-(CHF,),

P44-100

2,3-(0OCHs),

P44-101

2,4-(OCHj;),

P44-102

3,4-(OCH;),

P44-103

2,6-(0CHs),

P44-104

2.3-
(OCH,CHs),

P44-105

2.4-
(OCH,CH3),

P44-106

3,4-
(OCH,CH3),

P44-107

2,6-
(OCH,CH3),

P44-108

2,3-(0CF;),

P44-109

2,4-(OCFs),

P44-110

3,4-(OCF3),

P44-111

2,6-(OCF3),

P44-112

2,3-(0CHF,),

P44-113

2,4-(OCHF,),

P44-114

3,4-(OCHF,),

P44-115

2,6-(OCHF,),

P44-116

2,3,4-(CH3)3

P44-117

2,4,5-(CH3)s

P44-118

3,4,5-(CHs)s

P44-119

2,4,6-(CHs)3

P44-120

2.3,4-
(CH,CHs)s

P44-121

2.45-
(CH,CHs)s

P44-122

3,4,5-
(CH,CH3);

P44-123

2,4,6-

-37 -




037646

(CH,CHj3);
P44-124 (2,3,4-(CF3)3
P44-125 [2,4,5-(CF3)s
P44-126 |3,4,5-(CF3);
P44-127|2,4,6-(CF3);
P44-128 (2,3,4-(CHF,);
P44-129 [2,4,5-(CHF,)s
P44-130 [3,4,5-(CHF,);
P44-1312,4,6-(CHF,);
P44-132 [2,3,4-(0CHs)s
P44-133 [2,4,5-(0OCHs)s
P44-134 [3,4,5-(0CH;)s
P44-135|2,4,6-(OCHj3);3
P44-136 (2,3,4-
(OCH,CH;)s
P44-137(2,4,5-
(OCH,CHs)s
P44-138 (3,4,5-
(OCH,CHs)s
P44-139 |2,4,6-
(OCH,CHs);
P44-140 |2,3,4-(OCF3);
P44-141[2,4,5-(OCF3);
P44-142 |3,4,5-(OCF3);3
P44-143 [2,4,6-(0CF3)s
P44-144 (2,3 ,4-
(OCHF»);
P44-145 (2,4,5-
(OCHF,);
P44-146 |3,4,5-
(OCHF,);
P44-147 |2,4,6-
(OCHF,);
P44-148 [2-CF;-4-Cl
P44-149 |2-CF5-4-F
P44-150 [2-C1-4-CF3
P44-151 [2-F-4-CF;
P44-152 [2-CN-4-C1
P44-153 |2-CN-4-F
P44-154 |2-C1-4-CN
P44-155 |2-F-4-CN

B gactHOCTH, B ciocobe coracHo n3o0pereHnto coequHerus 111.a MpUMEHSIOT IS TTOMYYeHHs COeINHE-
auit I1.a, KOTOphIe 3aTeéM MOTYT OBITh BBEJCHHI B NAJHHEHUINYIO pEaKIMIO C MOJYICHUEM coenuHeHui la u, He-
00s3aTeNIbHO, B JAJBHEUNIYIO PEaKIMI0 C MOJYYCHHEM COOTBETCTBYHOIIMX coenuHeHuil [-1 (comepakamx

"OR?", cM. BBILIIE):
o R ) R
: IiLa /©/
1 1 IL.a
R R
R R*
o o

3

aac
R* \Q(\N/N\ lLa,
R/ OH \QN>

IJIe 3aMECTUTEINH SBIISTIOTCS TAKUMH, KaK OTPEIEIICHO M MPEAMIOYTHTEIHHO OMPEICIICHO BHIIIE.

B wacTHOCTH, 3aMECTUTEIH UMCIOT CIICAYIOIINE MPEIIMOYTHTEIIFHBIC 3HAUCHHS. B TaHHOM citydae 0coObIe
3HAYCHHS COOTBETCTBYOIIUX 3aMECTUTEICH SBISIOTCS B KAXKJOM CIIydae CaMOCTOSATEIIFHO, HO TaKXKe U B OO0
KOMOUWHAIIMY JAPYT C APYTOM, OTACITbHBIMHA BApUAHTAMU OCYIIECTBICHHS HACTOSIIETO H300pETCHUSI.

B cooTBeTcTBMM C OZHMM OTJCIBHBIM BapUAHTOM OCYIICCTBICHHS H300pPCTCHUS B COCAMHCHUSX |
(wmu 1-1), 11 u Il cooTBeTCTBEHHO R' o3Hauaer C,-Cy-anxun, C;-Cy-rmukmoankui win C,-Cy-ankunui. [Ipeanou-
turensHo R' o3nauaer C-Cy-ankun, Cs-nukmoankuwi win Ci-adkuHuiI. B oHOM 0c000M BapHaHTE OCYIIECTB-
JIEHUSI U300peTeHIS R' osnauaer CH;. B [OMOMHATEIBHOM 0COGOM BapHUaHTE OCYIIECTBJICHUS R' osmauaer
C,H;s. B emie ofHOM AOTMOJHUTENEHOM 0COOOM BapHaHTE OCYIIECTBICHUS R' o3mauaer H-(C3H5). B eme omnom
JOTIONHATEILHOM 0cOGOM BapHaHTe ocymecTieHus R’ o3nadaer m30-(C3H;). B ele 0fHOM IOMONHHUTEIBHOM
ocoGoM BapuanTe ocymecTsieHns R osnagaer C(CHs)s. B eliie 0[HOM JOIIOIHHTEIEHOM BAPHAHTE OCYILIECTB-
nernst R' o3Hagaer mukimonpormt. B ele 0ZHOM JOMONHHTEIBHOM BapHAHTE OCYIIECTBICHHs R' o3Hagaer
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C=C-CHs.

B cooTBeTcTBMM C OJHHMM OTHENBHBIM BapHaHTOM OCYIIECTBICHHMS H300peTeHust B coequHeHusx -1
R? o3Hauaer C-Cs-ankun, C,-Cy-ankenun wnn C,-Cy-ankuHmi, B yactHocTd Bojopon, C-Cs-ankui, C,-Cy-
ankeHmn win C,-Cy-ankunmi. [peanoyTurensHo R? o3nauaer C;-Cs-ankun. B 10MOMHATEIBHOM 0COGOM BapH-
aHTE OCYIIECTBIICHUS R? o3HagaeT CHs;. B eme oqHOM JTOMOTHUTEIEHOM 0COOOM BapHaHTE OCYIIECTBICHUS R?
osnauaer C,Hs. B ele 0HOM JOMOIHHTEIHHOM 0COGOM BaphaHTe ocyiiecTieHns R’ osnauaer H-(CsH,). B
elIle OIHOM JIOTIONHATEIBHOM 0CO60M BapHaHTe ocymecTIeHHs R? o3nauaetr m30-(CsH,). B ele oqHOM momon-
HHUTEILHOM 0c0G0M BapuaHTe ocymecteienus R® osaauaer CH,CH=CH, (ammmn). B eime 01HOM IOMONHUTEb-
HOM 0coGOM BapuaHTe ocymectsienus R> osaagaer CH,C(CH;)=CH,. B elie 0{HOM JIOIOIHHTEIEHOM 0CO60M
BapHaHTe ocymecTsienus R* o3nauaer CH,C=CH.

B cooTBeTcTBHM C OTHHM OTACTHHBIM BapHAaHTOM OCYIIECTBICHHS M300pETCHUS B COSAMHEHUSIX | (wim
I-1), II u III cooTBercTBeHHO R’ 03Hauaer Cl umu CF;. B oHoM BapuanTe ocymecTsienns R’ oznauaer Cl. B
JIOTIOIHUTENFHOM BapHaHTe ocymiecTsieHus R® o3nauaer CFs.

B cooTBeTcTBHM C OJHMM OTJENBHBIM BapHAHTOM OCYIIECTBIICHUS M300peTeHHs B coeAnHEeHuWsX | (uam
I-1), II u III cootBercTenHo R* osnauaer Cl wiu F. B omroM BapUAHTE OCYLIECTBICHUS R* o3uauaer Cl. B y0-
TOJTHUTEILHOM BapHaHTe ocymecTsienus R* o3nauaer F.

B ocobenHocTn npu NpUMEHEHHH CIOCc00a B COOTBETCTBHHM C HACTOSIINM H300pETEHHEM IPEUMYIIECT-
BEHHO MOT'YT OBITh TOJTy4eHBI cinenyromue coenuuenus 1.1 - L18 m 1.19 - 1.31:

coemunenue 1.1: 2-[2-xmop-4-(4-xmopdenoken)bennn]-1-(1,2,4-tpuazon-1-un)nenr-3-uH-2-011;

coemunenue 1.2: 1-[2-xmop-4-(4-xmophenokcn)permn]- 1 -iuknonporun-2-(1,2,4-rpua3on- 1 -uin)sTaHodr;

coemunenue 1.3: 2-[4-(4-xnopdenokcn)-2-(tpudropmermn)henmn]-1-(1,2,4-tpuazon-1-unm)npomnan-2-o;

coemuuenue 1.4: 1-[4-(4-xnopdenokcn)-2-(tpudropmernin)perun]- 1 -mukiaonpomun-2-(1,2,4-rpuazon-1-
WIJT)3TaHOI;

coenuHenue 1.5: 2-[4-(4-xnopdenoken)-2-(tpupropmernn)pennn]-3-metmin-1-(1,2,4-tpuaszon-1-un)oyran-
2-o11;

coenunenue 1.6: 1-[2-[2-xn0p-4-(4-xn0pdeHokcn)peHni|-2-MeToKcuIieHT-3-nHmi] - 1,2,4-Tprazou;

coenunenue 1.7: 2-[4-(4-xnopdenokcn)-2-(tpudropmermn)penmn]-1-(1,2,4-rpuazon-1-mm)dyran-2-oi;

COCIMHEHUE L.8: 1-[2-[2-x10p-4-(4-x10pheHOKCH ) P eHMIT | -2 -IIUKITOTIPOIHI-2-MeTOKCH-9THI |- 1,2,4-
TpHAa30T;

coequnenue 1.9: 1-[2-[4-(4-xmopdheHokcn)-2-(TpudTopmMeTiuT)heHn|-2-MeTokcunponui |- 1,2,4-tpuasou;

coemqunenue 1.10: 2-[2-xm0p-4-(4-xnopdpeHokcn)pennn]-3,3-mumerni-1-(1,2,4-rpuazon- 1 -mr)0yran-2-o;

coemuuenue 1.11: 1-[2-[4-(4-xm0pdeHokcn)-2-(TpudTopMeTHI)PEHMIT]-2-ITUKIOTPOTTHI-2-METOKCHITHI |-
1,2,4-tpuazomn;

coemqunenue 1.12: 1-[2-[2-xm0p-4-(4-xnopdeHokcn)pennn ]-2-meTokcn-3,3-numetinoy T |- 1,2,4-Tpuas3on;

coenunenue 1.13: 1-[2-[4-(4-xn0phenoken)-2-(Tpudropmerin)hennn]-2-metokcuOytui] 1,2,4-rpuazom;

coenunenue 1.14: 2-[4-(4-xnopdenoken)-2-(tpudropmerin)denun]-1-(1,2,4-tpuazon-1-mwrn)nenr-3-un-2-oim;

coequHenne 1.15:  1-[2-[4-(4-xnopdeHoken)-2-(TpudTopMmeTiin)penu]-2-MeToKcueHT-3-naun|-1,2,4-
TpHa3o;

coenunenue 1.16: 2-[4-(4-xnopdenoken)-2-(tpudropmerin)dennn]-1-(1,2,4-tprazon-1-mn)0yr-3-uH-2-071;

coeaunenue 1.17: 2-[2-xn0p-4-(4-xn0opdenokcu)pennn]-1-(1,2,4-rpuazon-1-mim)nponan-2-oi;

coemunenue 1.18: 2-[2-xmop-4-(4-propdpeHokcn)pennn]-1-(1,2,4-Tprazon- 1 -win)nponas-2-o;

coemunenue 1.19: 2-[2-xmop-4-(4-xnopdpeHokcn)pennn]-3-metun-1-(1,2,4-rpuazon-1-mn)0yran-2-or;

coequnenue 1.20: 1-[2-[2-xn0p-4-(4-xnopdeHokcn)pennn]-2-merokcumpornun]-1,2,4-tpua3on;

coemuuenue 1.21: 1-[2-[2-xn0p-4-(4-xnopdpeHokcn)hennn]-2-meTokcnoyTuin|-1,2,4-tpuasomn;

coemunenue 1.22: 1-[2-[2-xn0p-4-(4-xnopdpeHokcn)pennn]-2-meTokcumeHTmI |- 1,2,4-tprason;

coemuuenue 1.23: 2-[2-xnop-4-(4-xnopdpenoken)penmn]-1,1, 1 -tpudrop-3-(1,2,4-tpua3zon-1-mm)mpomnas-2-oi;

coequHenne 1.24:  runppoxnopun  2-[2-xmnop-4-(4-xnopdenokcn)penmn]-3-prop-1-(1,2,4-Tpuazon-1-
wi)0yTaH-2-oa;

coenuHenue 1.25: 2-[2-x10p-4-(4-xnopdenokcu)pennn]-1-(1,2,4-rpuazon-1-mi)nenT-4-uH-2-0I;

coemunenue 1.26: 2-[2-xmop-4-(4-xmopdeHokcn)penmn]-1-metokcu-3-(1,2,4-rpuazon- 1 -win)npomnan-2-oi;

coemunenue 1.27: 2-[2-xmop-4-(4-propdenokcn)penni]-1-meroxcu-3-(1,2,4-rpuazon- 1 -um)npomnas-2-o;

coemunenue 1.28: 2-[4-(4-xnopdeHokcn)-2-(tpudropmernn)pernn]-1-(1,2,4-tpuazon- 1 -min)neHran-2-or;

coenqunenue 1.29: 2-[4-(4-propdeHokcn)-2-(Tpudropmernn)pernn]-1-(1,2,4-rpuazon- 1 -wr)mpomnas-2-o;

coemqunenue 1.30: 2-[2-xmop-4-(4-xnopdpeHokcn)pennn]-1-(1,2,4-rpuazon-1-mr)0yran-2-o;

coemunenue 1.31: 2-[2-xmop-4-(4-xnopdpeHokcn)pennn]-1-(1,2,4-rpuazon- 1 -mwr)neHTan-2-o7.

B ocoGenHoCTH, TIpM NPUMEHEHWH CHOCO0a B COOTBETCTBUH C HACTOAIIMM H300pPETEHHEM IPEUMYIIECT-
BEHHO MOT'YT OBITh TIOJTy4eHbI cienyrommue coenuuenus 1C.1 - IC.7:

coenunenue 1C.1: 2-[4-(4-xnopdeHokcn)-2-(tpudropmerun)denmn]-1-(1,2,4-tpuazon-1-un)nponan-2-o;

coequnenue 1C.2: 1-[4-(4-xnopdenokcn)-2-(tpudropmermin)penun]-1-muxnonponmi-2-(1,2,4-tpuazon-1-
WJT)3TaHOIT;

COEUHEHUE IC.3: 2-[4-(4-xnopdenokcn)-2-(tpudropmermn)penuin]-3-merun-1-(1,2,4-rpuazon-1-
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wi)0yTaH-2-011;
coeaunenue 1C.4: 2-[4-(4-xnopdenokcn)-2-(Tpudropmern)denmn]-1-(1,2,4-rpuaszon-1-um)oyran-2-oi;

coeTMHeHne 1C.5? 1-[2-[4-(4-xnopdenoken)-2-(TpudTopmern)henni]-2-mMeTokcunponi|-1,2,4-
TpHas3o;

coemunenue 1C.6: 1-[2-[4-(4-xm0pdeHokcn)-2-(TpudTopMeTHI )P EHIIT]-2 - ITUKIOTIPOTTHI-2-METOKCHITHI |-
1,2,4-tpuazomn;

coemqunenue 1C.7: 1-[2-[4-(4-xmopdenoken)-2-(Tpudropmerin)penni]-2-meTokcnoyTun| 1,2,4-tpuazon.

Coenunennst | comepkaT XupaipHBIE HEHTPHI M HX OOBIYHO MOJTydaloT B (opme pamemaToB. R- m
S-OHaHTHOMEPHI COEAMHEHNH MOKHO OT/ACIUTH U BBIJIETUTH B YACTOH (popMeE ¢ ITOMOIIBIO METO/IOB, N3BECTHBIX
CHCIHANKCTY B TAHHOM 00JIaCTH, HAPUMEP C IIOMOIIBIO HCITONB30Banus xupansHoit BOYKX. Kpome Toro, koM-
MOHEHTH! | MOTYT NMPUCYTCTBOBaTh B PasHbIX KPUCTAJUIMYECKHX MOIM(MUKANUAX, KOTOPhIE MOTYT OTINYaThCS
OMONIOrMYecKON aKTHUBHOCTEIO.

CoequHEHHSI B COOTBETCTBHH C M300pPETEHHEM MOTYT NMPHCYTCTBOBATH B PAa3IMYHBIX KPUCTAIIIMYECKUX
MoupuKkanusax. Kpome Toro, nmpy UCIosIb30BaHUN CTaINH KPUCTAIIM3AIMH COTIIACHO U300PETEHHIO MOTYT 00-
Pa30BBIBATHCS COJBBATHI, B YaCTHOCTH, JIFOOOTO oaHOTO M3 coenunenwii 1.1 - 1.18. B wacTHOCTH, conbBat obOpa-
3YIOT, IPAMEHSS aTu(paTHICCKU CIIUPT, KaK OMCAHO BBIIIE, B YACTHOCTH METAHOJI MM STAHOJ.

IIpumeps! u purypbi

Crnenyromue (GUTYpsl 1 IpUMEPH OTOIHUATENHFHO WINTIOCTPHPYIOT HACTOsIIee n300peTeHne, HoO He orpa-
HUYHMBAIOT M300pETeHNE KaKUM-THO00 00pa3oMm.

®ur. | moka3pIBaeT AMarpaMMy PeHTTC€HOBCKON MOPOIIKOBOH nudpakiun GopMbl A coenmaenus 1.3.

®ur. 2 Noka3pIBaeT AUArpaMMy PEHTI€HOBCKOW MOPOLIKOBOH Audpakiyun GopmMsl A coeanHenus 1.5.

AHanuTHKa.

Penrtrenosckyro nopomkoByto audpaxkrorpammy Gopm A u B peructpupoBanu ¢ nomorsio Panalytical
X'Pert Pro mudpakromeTpa npu reoMeTpun oTpakeHU# B nuamnasone 20=3-35° ¢ marom mupunoit 0,0167° u ¢
ucnionb3oBanneM CuKo m3mydenns (1,54178 A) mpu 25°C. 3ammcaHHble 3HaYeHHSA 20 MCIONB30BAIN IS BBI-
qucieHns 3HadeHni d. THTeHCMBHOCTh TUKOB (JIMHEHHBIE OTCYETHl MHTEHCUBHOCTH) HAHOCHIIN TIPOTHB yria 20
(x och B °20).

JlaHHBIE PEeHTIeHOBCKOH nudpakuny MoHOKpHUcTaiuioB cooupanu npu 100K na npudope Bruker AXS CCD
Detector, ucrmonb3ys rpadur-MoHoxpoMarmaeckoe CuKo, mmyuerne (A=1,54178 A). CtpykTypy ompenmemnsan
HPSMBIMH METOaMH, YTOUHSUIM U 0000IIai C IOMOIIBIO UCIIONB30BaHUS METO0B Dypbe ¢ MOMOILIBIO MaKeTa
nporpammuoro obecnieueHnst SHELX (G.M. Sheldrick, SHELX-97, University of Gottingen 1997). Koppekuuto
a/1copOIMH BBITIOJIHSUTN € TIOMOIIBIO TporpaMMHoro obecrieuennst SADABS.

DSC Bemonnsiu Ha Moxyie Mettler Toledo DSC 823e. OGpaser; nomeniany B 3aBILIOBaHHBIC, HO BEH-
TUIMpYyEMBbIe aJIOMHHHEBBIE THIIIM. Macca oOpasma coctapisuia 3 mr. [loBeneHue mpu TEIUIOBBIX Harpys3kax
aHanuzupoBanu B nuanasone 30-200°C ¢ ncnons3oBanueM ckopocTH HarpeBa 10°C/muH M moToka azorta 150
MJI/MUH. 3HAYCHHS TEMIIepaTyp IUIaBICHHUS U OJUMOP(HBIX TIepexo10B moaTeepxkaanu Ha Mettler Hot Stage B
KOMOWHAIIMN C ONTHIECKUM MUKPOCKOTIOM.

A) Tlonyuenue pearenra ['V.

ITpumep Al.

[omy4yerne BogHOTO pacTBOpa MeTHiICynb(daTta TpruMeTmicynshonus (11,3 mac.%, Bona).

304 r mumetmncynbduma u 30 T Boxsl (1,67 mMonb) mepememmusany nipu 25°C. 3atem qobasmsum 146 r qu-
metwicynbdara (1,15 mons) B TeueHne 60 MHH, Ipu 3TOM TeMmIeparypa nosbimanack 10 35°C. 3arem cMmech
nepeMeIIBaIl B TeueHue 2 4 npu temneparype ot 35 no 38°C. [lns obecrieuenus pasneneHus a3 cMech OX-
naxaamu o 30°C u He nepememmBany. [lomydanu 246 T HUKHEH BOIHOM (asbl.

CopeprkaHue BOABI B pacTBOpE OBLIO H3MEPEHO C MOMOIIBI0 TUTpoBanus 1o Kapiry @umepy 1 cocTaBisuio
11,3 mac.%. Conepxanne MeTHICYTb(haTa TPUMETHICYTb(OHIS OBIIO OMpEeaesieHO KOJTNIECTBCHHO Ha yPOBHE
85,3 mMac.%; (SMes)": 35 mac.% (xomuu.-SIMP B D,0, 1u-Na-cosib ¢yMapoBoii KMCIOTHI B Ka4eCTBE BHYTPEHHE-
ro cranaapta). BsskocTs pactBopa nipu 25°C cocraBmnsuna 18,3 mlla-c.

Onpexenenue xapaxktepuctk: 'H-SIMP (400 MT', D,0): 8/m.1. = 2,9 (s, 9H), 3,72 (s, 3H), 4,66 (s, H,0).

IIpumep A2.

[Moxyuenne BogHOTO pacTBopa MeTwicyiabdaTta Tpumermiacynsponus (14,9 mac.%, Bona).

304 r mumeTmncynbduna u 41,3 T Bozas! (2,3 Mois) nepemernuBaiy 1ipu 25°C. 3atem gobasmsua 146 T mu-
Metwicynbdara (1,15 mMonp) B Teuenne 60 MuH, IPU dTOM TeMIiepaTypa noBbimanack 10 35°C. 3areM cMech
TIepeMEeIMBajIN B TeueHnue 2 1 mpu Temnepatype ot 35 mo 38°C. [lns obecriedenust paszeneHus ¢a3 cMech 0X-
naxnanu 10 30°C u He nmepememmBany. [Tonydamm 259 r HokHEH BOTHOHN (a3bl.

Conep>kaHue BOJbI B pacTBOPE OBLIO M3MEPEHO € TIOMOIIBIO THTpoBaHus o Kapiay ®uiepy u cocrasiisiio
14,9 mac.%. Coxepxanue MeTUICYIb(aTa TPUMETHICYJIL(GOHHS ObLIO ONPEAETIeHO KOJMYECTBEHHO Ha yPOBHE
83,2 mMac.%; (SMes)": 34 mac.% (xomuu.-SIMP B D,0, 1u-Na-cosib ¢yMapoBoii KMCIOTHI B Ka4eCTBe BHYTPEHHE-
ro cranaapta). BsskocTs pactBopa nipu 25°C cocraBnsuma 12,5 mlla-c.

ITpumep A3.

[Moxyuenue BogHOTO pacTBopa MeTwicyibdaTa Tpumermiacynsponus (11,2 mac.%, Bona).

- 40 -



037646

144 v mumetruncynsduaa, 30 r Bomsr (1,67 Monb) u 236 T Tonmyosia nepememuBamu mpu 25°C. 3areM 10-
Gasisun 146 T numernicyibdata (1,15 Mons) B Tedenune 60 MUH, IpH 3TOM TeMIIEpaTypa MmoBsIimanack 10 46°C.
3areM cMech TepeMermBany B TedeHue 2 4 npu temreparype 30°C. Jlnsg obecrieuenus pasnenenus ¢as cMech
oxnaxaamu 0 30°C u "He nepememmBany. [Tonydanu 245 T HYbKHEH BOTHOHN (a3bl.

Conep:kaHue BOJbI B pacTBOPE OBLIO M3MEPEHO € TIOMOIIBIO THTpoBaHus 1o Kapiay ®uiepy u cocrasiisiio
11,2 mac.%. Coxepxanue MeTUICYIb(aTa TPUMETHICYJIL(GOHKS ObIO ONPEAEICHO KOJMYECTBEHHO HAa yPOBHE
84,5 mac.%; (SMe3)": 34,8 mac.% (komuu.-SIMP B D,O, 1u-Na-conb hymMapoBoif KMCIOTBI B KA4eCTBE BHYTPEH-
HETO CTaH/IapTa).

CpaBHHTEIBHBIN TIPUMED.

[Tomy4yerne BOOHOTO pacTBOpa MeTHICYIb(aTta TpuMeTmicynshonus (6,5 mac.%, Boaa).

304 r mumermicynsdhuna u 15,0 r Boasr (0,83 monp) nepemernmBanu mpu 25°C. 3arem nobasmsumu 146 T
muMetwicyiabdara (1,15 Mons) B Teuenne 60 MuH, Ipu 3TOM TemriepaTypa Obuta He Oosblre, yeM 35°C. 3atem
CMech IIepeMelINBAIM B TeueHne 2 4 npu Temieparype ot 35 mo 38°C. Jlns obecneyenus: paznencHus ¢as,
cmech oxntaxaany 1o 30°C n He nepemernBaiy. [lomydanu 237 T HIKHEH BOHOI (ha3bl.

Conep:xaHue BOJbI B pacTBOPE OBUIO M3MEPEHO ¢ TIOMOIIBIO THTpoBaHus o Kapiay ®uinepy u cocrasiisiio
6,5 mac.%. Conepkanue MeTwicynbhaTa TPUMETHICYTb()OHHMS OBUIO ONpENeIeHO KOJMYECTBEHHO Ha ypPOBHE
89,6 Mac.%; (SMes)": 37,2 mac.% (komua.-SIMP B D,0, mu-Na-cons hyMapoBoif KHCIOTHI B KA4eCTBE BHYTPEH-
Hero craHnapta). Bsskocts pactBopa npu 30°C cocrasisina 35,1 mlla-c. PactBop He ObII CTaOMIIBHBIM IIpH
25°C. O6pa3oBaNnCh JUIMHHBIC 3epKAIbHBIE KPHCTAIUIBL.

B) Cunre3 okcupaHOB.

ITpumep B1.

Cunres 2-[4-(4-xm0pheHokcn)-2-(TpuTopMeTII ) PEHIIT|-2-METHIIOKCHPaHA.

1-[4-(4-Xnophenokcn)-2-(TpudTopmeTin)denmi|d3TaHon (0,87 Momb), pacTBOPEHHBIH B 372 T' TUMETHII-
cynb¢una, BMecte ¢ 250 r BoqHOT0 MeTHICYNIb(ara TpUMETHICYIb(GoHHS (86 Mac.%, MOTy4eH B COOTBETCTBHH
¢ nmpumepom Al) mpurortorysmy nipu 23°C. Ilpu sHEpruIHOM NepeMenmuBaHuy 106asmsi 15 T memrer KOH,
85 mac.% (2,65 Momnp). DTO IPUBENIO K YBEIWYCHHUIO TeMIIEpaTypsl mpuMepHo Ha 5°C. 3areM mepeMernnBaHue
nponoivkany B Tedenne 10 9 mpu 38°C. OOpaser] peakIIMOHHOW CMeCH ToKa3aj MOJTHOE MPeBpalieHre KeToHa
(BOXKX). [ocne atoro nodasmsian 1350 r 20 mac.% pactBopa NaCl npu 30°C. Ilocne otneneHus BogHO (azbl
JUMETWICYTB(GUIHBIA PacTBOP KOHIICHTPHPOBAIM C TTOMOIIBIO TUCTHIULAINN PACTBOPHUTENS MIPH TEMIIEpaType
BIJIOTh 110 98°C. TTomywanu 324 1 2-[4-(4-x10pdeHokcH)-2-(TprudTopMeTHI ) PEHIII |-2-METHIIOKCHPAaHA ¢ YUCTO-
Toi mpubnm3uTensHo 90 Mac.% (komma. BOXKX); Berxom >99%.

OmnpeneneHne XapakKTepUCTHK.

O6pa3zer; ceiporo npoaykra pactBopsuin nipu 40°C B aum3onpomnuiaoBoM ddupe u oxmaxkaanu ao -5°C.
ITpoayKT moay4yanu B BUIE KPUCTAUIMIECKOTO coeqrnHeHns. Temneparypa miasneHus: 60°C.

'"H-SIMP (400 MI'n, CDCly): 8/m.1. = 1,63 (s, 3H), 2,92 (d, 1H), 3,02 (d, 1H), 6,95 (d, 2H), 7,13 (m, 1H),
7,22 (s, 1H), 7,34 (d, 2H) 7,64 (d, 1H);

BC-SIMP (125 MTI'ti, CDCly): 8/m.11. = 24,82 (q), 55,41 (t), 57,27 (s), 115,94 (d), 120,63 (d, 2C) 121,48 (d),
123,91 (s), 128,60 (s), 129,36 (s), 130,05 (d, 2C), 131,04 (d), 134,59 (s), 154,50 (s), 156,56 (s).

ITpumep B2.

Cunres 2-[4-(4-xnopdenokcn)-2-(TpudTopMeTHIT) heHNIT | -2 -TUKJIOTTPOITMIIOKCHPAHA.

1-[4-(4-Xnopdenoken)-2-(tpudropmerun)penw Junkionponuameranon (0,80 Moib), pacTBOPEHHBIH B
343 r mumetwicynsduIa, BMecte ¢ 263,4 T BOXHOTO METHICYIb(ara TpuMeTHICYIbQoHus (86 Mac.%, noirydeH
B cooTBeTcTBUU ¢ TpuMepoMm Al), mpurortosisimu npu 23°C. Tlpu dHEPrUIHOM TMEPEeMEIUBAHUN JTO0ABISLTH
212 r memer KOH, 85 mac.% (3,21 monp). DTO MpHBENO K YBEIWUCHHIO TEMIEpaTypsl mpuMepHo Ha 5-7°C.
3areM mepeMemBanue npoaosnkany B Teuenne 8 4 mpu 38°C. OOpasen peakIMOHHON CMECH TMoKa3ajl IOJTHOE
npespamerne kerora (BOXKX). Ilocme storo mobasmsum 1236 r 20 mac.% pactopa NaCl npu 30°C. Ilocne
OTZEJIEHNs BOAHOU (ha3bl, AMMETHICYIb(UAHBINA PaCTBOP KOHIEHTPUPOBAIH C MOMOLIBIO TUCTHIUIALMN PACTBO-
putens npu Temneparype BIIoTh g0 90°C. Ilomywamu 332 1 mponmykra (2-[4-(4-xmopdeHokcn)-2-
(TpudropmeTri)heHmIT|-2-MUKIONPONHIOKCHpaHa) ¢ yiucToTol 82 mMac.% (kommd. BOXX); Bexon >95%.

OmnpeneneHne XapakKTepUCTHK.

Oo6pa3zery ceiporo npoaykTa pacteopsui npu 60°C B u3onpomnanone u oxnaxnaamu a0 10°C. I[Ipoaykr mo-
Jy4daJid B BHJIE KPUCTAJUTMIECKOTO coequHeHus. Temmneparypa riaBnenus: 45°C.

BC-SMP (125 MTI'u, CDCly): 8/m.1. = 1,06 (1), 2,17 (t), 15,87 (d), 53,09 (t), 58,46 (s), 115,47 (d), 121,20
(d, 20), 121,65 (d), 124,01 (s), 127,59 (s), 128,4 (s), 130,16 (d, 2C), 132,10 (d), 133,52 (s), 154,26 (s), 156,27 (s).

ITpumep B3.

Cunres 2-[4-(4-x10pheHokcn)-2-(TpudTopMeTHI ) PeHII |-2-U30TIPONIIOKCHPAHA.

1-[4-(4-Xnophenokcn)-2-(TpudTopmeTin)denmt|-2-metmwimpornan-1-o0 (0,078 Monb), pacTBOpEHHBIH B
62 r quMeTmIcyap(uIa, BMecTe ¢ 22,2 T BOJHOTO MeTHICYIb(ara TpuMeTmicyiabporust (80 mac.%, momydeH B
COOTBeTCTBHHU ¢ puMepoM Al) mpurorosisuin ipu 27°C. [Ipu sHeprudHOM nepemMeninBaHuy 1ooasmsim 15,4 v
nemwier KOH, 85 mac.% (0,23 Moinp). DTo MpHUBENO K YBEIMYCHUIO TEMIIEpaTyphl nmpuMmepHo Ha 5-7°C. 3arem
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TepeMenMBaHue MpoaoJpKany B Tedenue 3,5 4 npu 38°C. Obpasen peakIIMOHHOW CMECH TOKa3all TIOJTHOEe TIpe-
Bpamienne keroHa (BOXKX). [Tocne atoro mobasmsm 45 T Boas! mpu 25°C. [ocne oTneneHus BOJIHON (a3bl au-
METWICYTb(QUAHBINA pacTBOP pa30aBisUIM HEOOJIBIINM KOJIMYECTBOM TOJYOJIa M CHOBA IPOMBIBAIIM C ITOMOLIBIO
105  Boapl. 3aTeM opraHudeckyio a3y KOHIICHTPHUPOBAIH C MIOMOINBIO AUCTHUIAINN pacTBoputes mpu 50°C
M BIUIOTh a0 njaBineHust 2 wmOap. Ilomywamm 30 1 2-[4-(4-xnopdenoxcn)-2-(tpudropmerit)perni]-2-
M30IIPONMIIOKCHPaHa ¢ YUCcTOTOH npubnm3uTensHo 81 % (% mromanu, BOXKX); Beixox npudansutensao 88%.

OmnpeneneHne XapakKTepUCTHK.

OO6pa3zer] cbIporo MpoAyKTa aHATH3UPOBATH ¢ TToMoIbio SIMP criekTpockonuu.

BC-AMP (125 MI'n, CDCLy): 8/m.1. = 17,32 (q), 17,55 (q), 31,57 (d), 52,93 (t), 62,71 (s), 116,28 (d),
120,73 (d, 2C) 121,69 (d), 123,95 (s), 127,41 (s), 129,41 (s), 130,12 (d, 2C), 131,97 (d), 134,12 (s), 154,67 (s),
156,56 (s).

'H-SIMP (400 MI'ti, CDCl3): 8/m.1. = 0,85-0,95 (dd, 6H), 2,22-2,35(md, 1H), 2,78 (d, 1H), 3,20 (d, 1H),
6,98 (d, 2H), 7,10 (m, 1H), 7,23 (s, 1H), 7,35 (d, 2H) 7,55 (d, 1H).

[Ipumep B4.

Cunres 2-[4-(4-xm0pheHokcn)-2-(Tpu@TopMETHI ) PEHIIT | -2 -METHIIOKCHPAHA.

1-[4-(4-Xnopdenokcn)-2-(TpudTopmetin)penmwi|3TaHon (0,13 Moyb), pacTBOPEHHBIH B 55 T TUMETHII-
cynbuna, BMecte ¢ 45 T BogHOro Metwicyibdara Tpumermicyiabdonns (80 mac.%, 17 mac.% H,O, nonyden B
COOTBETCTBUU C mpuMepoM A2) npuroToBisuin npu 23°C. TIpu 3HEprudHOM TepeMelInBaHuy T00aBIsIn 25 T
nemter KOH, 85 mac.% (0,38 Monp). DT0 mpuBeENO K yBETHYEHHUIO TeMIlepaTypsl mpumepHo Ha 5°C. 3aTem te-
peMermBanue mpooikanmy B Teuenne 8 1 mpu 38°C. OOpazern peakIIMOHHONW CMECH TMOKa3all MOJIHOE TpeBpa-
menue ketoHa (BOXX). [Tocae storo mobasmsmu 199 r 20 mac.% pactBopa NaCl mpu 30°C. Ilocne oTnenenus
BOJIHOW (ha3bl JUMETIICYIB(GUIHBIA PACTBOP KOHIEHTPHPOBAIH C OMOIIBIO IUCTIJUIILUN PACTBOPUTEIS TPH
temrieparype BIIOTH A0 90°C. Ilomywgamu 56 1 2-[4-(4-xmopdenokcn)-2-(Tpudropmerin)henn]-2-
METHJIOKCHpPaHa ¢ YUCcTOTO# 77 Mac.% (kommu. BOXX); Beixon >95%.

ITpumep BS.

Cunres 2-[4-(4-xnopdpenokcn)-2-(tpuropmeTrin) peHn |-2-METHIOKCHPaHa.

1-[4-(4-Xnopdenoken)-2-(tpudropmermn)penmn|stanon (0,45 monp), pactBopeHHbl B 280 T Toxdyona,
BMecTe ¢ 129 1 BomHOro Metmicyibdarta Tpumermicynbponus (86 mac.%, NOIyuYeH B COOTBETCTBHH C TIpHMe-
pom Al) mpurortosnsun ripu 24°C. Ilpu sHepruanoM nepememuBannu 1o6asmsun 89 r memter KOH, 85 mac.%
(0,38 MomB). DTO MPUBENO K YBEIMUEHUIO TeMIiepaTypsl mpuMepHo Ha 4°C. 3ateM mepeMentuBaHue mpoonKa-
mu B Tedenne 214 mpu 38°C. OOpasen peakIIMOHHOW CMECH IMOKa3all MoJIHOe TipeBparienne keTtoHa (BOXKX).
Iocne atoro nobasmsmm 500 T 20 mac.% pactBopa NaCl mpu 30°C. [locne otaenennus BogHOH (asbl, TOIYOIb-
HBI pacTBOP KOHIICHTPHUPOBAJH C MIOMOIIBI0 AUCTUUIAIMN PACTBOPUTENS TIPH TeMmIiepaType BIoTh 10 98°C u
napneHnn 50 wmbOap. [omywamn 163 1 2-[4-(4-xnopdenokcen)-2-(TpudropMeTin)GeHun]-2-MUKIONPOINII-
OKcHpaHa ¢ YiCcTOTOH nmpuonusurensHo 89 mac.% (kommy. BOXX); Berxon >95%.

ITpumep B6.

Cunres 2-[4-(4-xnopdenokcn)-2-(tpudropmeTrin) peHNI |-2-METHIOKCHPaHa.

1-[4-(4-Xnophenokcn)-2-(TpudTopmeTiun)denmt|d3TanoH (0,128 Momb), pacTBOpEeHHBIH B 55,4 T TUMETHII-
cynbpuna, npuroromsum npu 22°C. Ilpu sHepruuHoM mnepememmmBaHuu noGasmsuin 25,4 1 memner KOH,
85 mac.% (0,385 moms). 3atem nobasmsimm 42,1 T BogHOTO MeTHWICYNb(aTa TpuMeTHicyinbdonus (85,6 mac.%,
MOJIy4eH B COOTBETCTBHHU C IpUMepoM Al). DTO NpHUBENO K YBEIHMUYCHHIO TeMIeparypsl npumepHo Ha 2-3°C.
3areM nepeMeIuBanue npoaomkanu B TedeHue 8 4 mpu 38°C. OOpaszel] peakIIMOHHOW CMecH HOoKa3all IOJTHOe
npespamienue kerona (BOXX). [Tociae storo godaemsum 199 r 20 mac.% pacteop NaCl mpu 30°C. ITocne otae-
JIeHHsI BOJHOH (ha3bl AMMETHICYIb(QHUIHBIN PACTBOP KOHIIEHTPHUPOBAIHN C MIOMOIIBIO AUCTHIUISIIIAN PAaCTBOPUTE-
1t ipu Temneparype Bmiote 10 90°C. Tlomywann 49,7 r 2-[4-(4-xnopdeHokcn)-2-(Tpudropmerin)denn]-2-
METHJIIOKCHpPaHa C YUCTOTOH mpuonmutensHo 82 mac.% (xkommd. BOXKX); Berxox nmpubmmsntensHo 97%.

ITpumep B7.

Cunres 2-[4-(4-x10pheHoKcH )-2-(TpuTOPMETHI ) PEHIII | -2 -ITUKIOTIPOITHIIOKCHpPaHa.

1-[4-(4-Xnophenokcn)-2-(TpudTopmeTin)derwt | mukinonpornuameTadon (0,122 Momb), pacTBOpEHHBIH B
52 r numeruncynsduna, npurotosisu npu 22°C. Ilpu sHEpruYHOM IepeMennBaniy 100asmsum 32,2 T neser
KOH, 85 mac.% (0,488 monp). 3atrem mobaBmsmum 40,1 T BomHOrO MeTWICYIb(aTa TPUMETWICYIbHOHHS
(85,6 mac.%, momy4eH B COOTBETCTBHH ¢ puMepoM Al). DTo IpUBENo K YBETUICHUIO TEMIIEPATyphl IPIMEPHO
Ha 3-5°C. 3aTem mepememmBanue mMpoaoinkanu B TedeHune 8 9 nmpu 38°C. Obpasell peakIMOHHON CMECH TToKa3al
nonHoe mpeBpamenne kerora (BOXKX). Ilocme storo nobasmsmm 187 1t 20 mac.% pactBopa NaCl mpu 30°C.
ITocne otmenenns BogHOHW (Pa3sl AUMETIICYIBGHUIHBIA PAaCTBOP KOHIIEHTPHUPOBAIH C MOMOIIBIO TUCTUILISAIIH
pacTBopuTeNns mnpu Temreparype Bmioth g0 90°C. Tlomywamm 50,0 1T 2-[4-(4-xmopdeHOKCH)-2-
(TpudTopmeTrin)eHnT]-2-MEeTHIIOKCHUpPaHa ¢ YUCTOTOH mpubiam3nuTenbHo 82 Mac.% (koimu. BOXKX); BeIxOA
npuban3nTensHo 91 %.

C) Cunres TpHUa3oos.

Mpumep Cl1. 2-[4-(4-Xnopdenokcn)-2-(tpudropmerin)dennn]-1-(1,2,4-tpuaszon-1-un)npomnan-2-oa (co-
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enuneHwue 1.3).

235,3 1 (95,4 mac.%; 0,683 momb) 2-[4-(4-xnopdenokcn)-2-(Tpudropmerin)peHu]-2-MeTHIIOKCHpaHa
npurotoBisu B 496 T [IM®A u HarpeBamu 1o 60°C. 3arem apyr 3a apyrom nobdasmsam 60,6 T (99 mac.%;
0,869 momnb) Tpuazona u 13,4 r (0,335 mons) nopomka NaOH npu nepememuBanuy. PeakioHHyo cMech Ha-
rpeBanu 10 125°C u 3aTeM mepeMeNnBaii B OOICH CI0XKHOCTH B TSUCHHUE 4 9 TIpH 3ToH Temmeparype. BOXKX-
oOpasell Toka3ai MOYTH TMOJHOE MPEBpAIleHUE B IEJEBON MPOMYKT (OTHOMIEHUE TPHA30JI-1-mi/Tprua3zon-4-ui
npubmsntensao 10:1). [Ipubnumsurensno 80% AM®PA ynapusanu mpu 65°C/4 mOap. K KOHIIEHTpUPOBaHHOH
peakumoHHO# cMecu nobasisu 714 r tomyona u 400 T Bozel. 3ateM BoaHYIO a3y otnessum npu 60°C. Toiry-
OJIbHYIO (pa3y CHOBa MpoMBIBaiIHM ¢ moMolibio 200 r Bomel. BogHyio ¢da3y OTAENsIN W TOTYOJBHBIH pacTBOp
KoHUeHTpupoBaiu mpu 70°C/50 MOap 1o Tex 1op, MoKa pacTBOp HE cojepxai npuoausuresnsHo 50% mpomykra.
OcaxieHHBIE TBEPbIE BEIIECTBA MOBTOPHO PacTBOPSIM IyTeM HarpeBanus no 80°C. PactBop oxnaxnanu ot 80
1o 0°C co ckopocthio SK/4 pu nepememmBannn. CyCTIeH3UIO TBEPABIX BEIIECTB, KOTOpas ObliIa JIETKO Iepe-
MEIIMBACMOH, Pa3AeIIsIN C TIOMOIIBIO (HMIIBTPOBAHMS C OTCACBIBAHWEM H 2 pa3a mpoMbiBasr 2x 100 T cBexero u
XOJIOHOTO ToyoJia. TBepaoe coenuuenune cymy mpu 25°C/50 moap.

Berxon: 456 1 (98 mac.%; Tpua3on-4-WIbHBIA U30Mep: He 00HapyxkuBaeTcs); 82% OT TEOPETHUECKOTO.

Temneparypa traBnenus: 126-127°C.

[MoxyueHnoe TakuM 00pa3oM KpHCTAJUIMUYECKOE BELIECTBO aHaIM3MpoBaiu ¢ nomorbsio DSC u ¢ momo-
IIBI0 PEHTTEHOBCKOM moporkoBoi audpakromerpun (XRPD). PentrenoBckast mopomkoBas audpakTorpaMma
n3o0paxena Ha ¢ur. 1. Orpaxkenus 06001eHbI B Ta0II. 1.

'H-SIMP (400 MTI'u, CDCly): 8/m.1. =1,64 (s, 3H), 4,55 (s, OH), 4,44 (d, 1H), 4,62 (d, 1H), 6,92-7,61 (m,
7H), 7,87 (s, 1H), 8,02 (s, 1H)

BC-AIMP (125 MI', CDCly): 8/m.1. = 27,8 (q), 59,02 (t), 74,77 (s), 118,21 (d), 120,50 (d), 120,82 (d, 2C),
123,95 (CF3), 128,96 (s), 129,54(s), 130,09 (d, 2C), 130,42 (d), 137,30 (s), 144,34 (d), 151,46 (d), 154,24 (s),
156,49 (s).

MoHokpucTamsl GopMel A coeguHeHMs 1.3 momyyanyu myTeM ynapuBaHMS pacTBOpa yKa3aHHOTO B 3aro-
JIOBKE COEIWHECHHMS B allCTOHUTPHIIE IPH TeMIIEpaType OKpyx aromel cpepl. JlaHHbIE peHTTCeHOBCKOH Andpak-
IIMM MOHOKPHCTAJUIOB OBLIM COOpaHbl, KaK ONMCAHO BBIIIE, M KpUCTAIIOTpaduuecKie napaMeTpbl pacCuUThIBa-
JM Ha UX OCHOBaHWU. PaccunTaHHble TaKUM 00pa3oM KpucTauiorpaduuecKie mapaMeTpsl 0000IeHs! B Tadr. 2.

Mpumep C2.  1-[4-(4-Xnopdenokcu)-2-(tpudropmermn)penun]-1-muxnonponmi-2-(1,2,4-rpuazon-1-
WJI)3TaHoJI.

12,8 t (98 mac.%; 0,182 monp) Tpuasona u 2,86 t (0,07 mons) nopormka NaOH go6aensum k 217,5 Mo
22,8 mac.% JM®DA pactBopa 2-[4-(4-xsopdenoxcn)-2-(TpudTopMeTrin)heHn]-2-MUKIONPONHIOKCHPaHa
(0,14 mone) mpu 25°C. Tlocne HarpeBanus 10 125°C peaknMOHHYIO CMeCh NEPEMEIINBAIM IpU 3TOW TeMIepa-
Type B o0eil cinoxkHocTH B Tedenue 10 4. BOXX-o0pa3en nmokasan moutd moyiHoe MpeBpaiieHue B LENeBOM
MPOAYKT (OTHOIIEHHE TPHa3oi-1-mi/Tpuazon-4-un npudnusurensHo 7,3:1). Ipubmmurensao 90% AM®A yma-
puBamu ripu 125°C/60 m6ap. K KoHIEHTpHPOBaHHON peaknnoHHOM cMecH no6asisn 140 r Tonyona u 86 T Bo-
1e1 ipu 40°C. 3atem BonHyto ¢asy oraenstian npu 80°C. TomxyonbHBIH pacTBOp KOHIEHTPUPOBAIH BIUIOTH /IO
86°C/40 m6ap. [Tomyuanu npudnmsurenpro 133 r auctmniara. Ocratok oxnaxnany 10 60°C u gobasmsm 25 T
mertaHoua. [Tocne oxnaxnenns no 45°C nobaBisn 3aTpaBOYHBIE KPUCTAIUIBI U PEAKIIMOHHYIO CMEChH BBIJCPIKHU-
Banu nipu 45°C B Teuenne 30 MuH. 3ateM cMech oxyaxaanu 10 0°C B TedeHue 5 9 U TIepeMEITNBAINA B TCUCHUE
12 4. CycneH3uIo TBEpIBIX BEIIECTB, KOTOpas ObLIa JIETKO IepeMEIInBaeMON, pa3eisuIi ¢ TIOMOIIBIO (GHILTPO-
BaHUs C OTcacklBaHUEM U 1 pa3 npomeiBanu 21 r metaHona ¢ Temneparypoit 0°C. TBepaoe coequHeHe CyIuIm
mpu 55°C u 15 mbap.

Bexon: 42,4 t (94,6 mac.%; npubamsurensuo 3 mac.% MeOH; otHomenue Tpuaszon-1-un/Tprazon-4-mn
npubnu3uTensHo 39:1); 68% OoT TeopeTHyecKoro.

Temneparypa nnasnenus: 86-87°C.

'H-SIMP (400 MI', CDCl3): 8/m.1. = 0,28-0,42 (m, 4H), 1,38-1,43 (m, 1H), 4,2-4,4 (s, br., OH), 4,49 (d,
1H), 4,76 (d, 1H), 6,92-7,76 (w1, 7TH), 7,92 (s, 1H), 8,0 (s, 1H);

BC-AMP (125 MI', CDCLy): 8/m.11. = -0,12 (1), 1,61 (1), 18,91 (d), 58,78 (t), 75,09 (s), 118,14 (d), 120,34
(d), 120,9 (d, 20),,123,97 (CF3), 129,20 (s), 129,53(s), 130,08 (d, 2C), 130,92 (d), 137,06 (s), 144,18 (d), 151,84
(d), 154,24 (s), 156,44 (s).

Ipumep C2a. Kpucrammmsamus 1-[4-(4-xmopdeHokcn)-2-(TpudTopMeTri)heHuNI |- | -IUKI0OmpOTTHiI-2-
(1,2,4-Tpuazomn-1-um)3TaHona.

206,5 T TomyonmpHOTO pactBopa 1-[4-(4-xmopheHokcn)-2-(TpuPTopMeTHI)HEeHWN]- | -ITUKIOMPOTTHI-2 -
(1,2,4-tpnazon-1-mn)stanona (41,8 mac.%; 0,204 Moip), mOIydeHHOTO, Kak omucaHo B mpumepe C2, KOHIICH-
TpupoBanu BIoTh g0 60°C/10 mbap. Octarok oxnaxaanmu a0 50°C u pactBopsuti B cMecu 50 r ataHoma u 9 v
Bozbl. [Tocie oxnaxaenus g0 30°C no0aBisIi 3aTpaBOYHBIE KPUCTALIBI M PEAKITMOHHYIO CMECh BBIICP KUBAIN
npu 30°C B Teuenne 60 muH. 3aTem cMech oxnaxaanu 10 0°C co ckopocthio 2,5K/MuH B TeueHue 5 4 u mepe-
memmBanu npu 0°C B Teuenne 4 nuell. CycneH3UIO TBEPABIX BELIECTB, KOTOpask OblIa JIETKO NepeMeIInBaeMoH,
pa3zfeNsuIv ¢ MOMOIIBI0 (PHIIBTPOBAaHUS € OTcackiBaHUEM M | pa3 mpombiBaiy 39 r ataHona ¢ TeMmneparypoit 0°C.
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TBepmoe coequaenne cymutu nmpu 60°C/10 mbap

[Moxygamn 76,4 T (93,7 Mac.%; oTHoIIeHHE TpHa3oJ-1-wi1/Tprazon-4-un npudimsutensHo 44:1) Gecrper-
HBIX KPUCTAJUIOB, COJIEPXKAIINX ITAHOI B MOJIIPHOM OTHOLICHUHM OTHOCHUTEIBHO MPOAYKTA MpUOIM3UTENsHO 1/3
(oGHapyskeHO ¢ oMot 'H-SIMP CHEKTpOCKONUHU); BBIXO KpUCTALIH3AIHH 83 %.

Temneparypa nnasnenus: 81,5°C.

IMpumep C3. 2-[4-(4-Xmopdenokcn)-2-(Tpudtopmetiun)dennin]-3-metun-1-(1,2,4-rpuazon-1-mwr)oyran-2-
ot (coequnaenwue 1.5)

2-[4-(4-Xmopderokcn)-2-(TpudropmeTiun)pennn|-2-u3onpomnmnokcupas (92,9 r, 76,9 mac.%, 0,217 mMois)
pactBopsima B 180,6 r IM®PA. K stomy pactBopy mobasmsum 27,4 T (98 mac.%; 0,391 monp) Tpuazoma u 4,7 T
(0,117 mone) nmopouixka NaOH npu 25°C. Ilocne HarpeBanus g0 125°C peakIMOHHYIO CMeCh NMEpeMEIInBaIN
TIPH 3TOH TemIepaType B 00Iel cloXKHOCTH B TedeHue 22,5 4. BOXXX-00pasen mokasai, 94To Bce ele 0cTaeTcst
OKCHUpaH, ¥ OTHOIIICHHE TPHA30JIbHBIX POAYKTOB coctaBisieT 10,3:1 (Tpuason-1-un/tpuazon-4-wmn). JlobaBnenue
JononHUTenbHbIX 0,3 9KB. TpHa30ia U MepeMelBaHue B TedueHue eme 2 9 npu 125°C He ymydIuno cTeneHb
npespainenns. [Ipudnmsurensno 79% JAM®A ynapusanu npu BmioTh 10 60°C/4 m6ap. K xoHIIeHTpHpOBaHHOM
peakumonHo# cmecn mobasisim 413 T Tomyona m 205 T Boxsl npu 80°C. 3arem BoxHYIO a3y OTAEIAIH NPU
55°C. TonyonbHBI PacTBOP KOHICHTPUPOBATHU MpH BILIOTH 10 90°C/40 MOap 10 TexX mop, MOKa HE OCTaBaJICs
ocrarok maccoit 108 r. K ocratky no6asisim 111 r meranoxa npu 60°C. IonydeHHBIH pacTBOP OXJIaXk Il 10
-1°C co cxopoctsio 5°C/u. Ilpu 45°C nobasmnsim 3aTpaBoyHble KpucTaiuTbl. CyCIIEH3HIO TBEP/BIX BELIECTB, KO-
Topas ObLIa JIETKO IEPEMEIINBAEMOH, Pa3Aeiain C IIOMOIIbI0 (QIIIBTPOBAHMS C OTCACHIBAHUEM H 1 pa3 IPOMBI-
Bam 25 r cBexkero u xonoanoro (0°C) meranona. TBeproe coequnenue cymunu mpu 55°C u 50 mOap.

Brexon: 64,8 T (96,9 mac.%; oTHomenue Tpuason-l-mi/Tpuazon-4-mn npudbamsurensao 100:1); 73% ot
TeopeTnieckoro. KpucTanisl, kak OO BBISIBICHO C TIOMOIIIBIO 'H-5IMP, coJeprKaii OCTaTOYHBIN METaHOII.

Temneparypa mnasnenus: 114-115°C.

'H-SIMP (400 MT', CDCLy): 8/m.1. = 0,87 (d, 3H), 1,2 (d, 3H), 2,38 (m, 1H), 4,3-4,65 (s, br., 0H), 4,58 (d,
1H), 4,75 (d, 1H), 6,85-7,54 (m, 7H), 7,7 (s, 1H), 7,8 (s, 1H);

BC-AIMP (125 MI'n, CDCLy): 8/m.1. = 16,83 (q), 17,44 (q), 37,00 (d), 57,70 (t), 80,43 (s), 117,98 (d),
120,13 (d), 120,87 (d, 2C),,123,75 (CF3), 129,54 (s), 130,10 (d, 2C), 130,20 (d), 130,82 (s), 136,65 (s), 143,83
(d), 151,69 (d), 154,20 (s), 156,06 (s)

Mpumep C4. 2-[4-(4-Xnopdenoken)-2-(tpudpTopmernn)pennn]-3-metuin-1-(1,2,4-rpuazon-1-um)oyran-2-
ox (coemuuenue 1.5)

INomyuyenne coequnenus 1.5 npoBoanny, kak onucaHo B 3kcnepumente C.3, 3a HCKIIIOYEHHEM TOTO, UYTO BO
BpeMs OXJIKIEHUS pacTBOpa COoeqUHEHHs [.5 B MeTaHoJe 3aTpaBouYHBbIe KpHUCTALThl Tpu 45°C He mo0aBIsUIH.
[omydeHHoe TakuM 00pa30M KPHCTAUIMYECKOE BEIIECTBO aHANM3MpoBain ¢ nmomouipio DSC u ¢ momomsio
peHTreHOBCKOH mopomkoBoit audppakromerpun (XRPD). PenrrenoBckast mopomkosasi qudpakrorpaMma H30-
Opakena Ha ¢ur. 2. OTpaxkeHHs 00001IIeHb! B Ta0. 3.

MonokpucTtaibsl GopMbl A coenuHenus 1.5 momydanu, oOecrneunBas pacTBOPEHHE TOIYYSCHHOTO TaKUM
obpazom coeaunenus 1.5 B 3-mpomanosie U naBas rentany IudGyHIUPOBATH B ATOT PACTBOP NPHU TEMIIEpaType
OKpYyXaromiei cpenpl. JlaHHbBIE PEHTTCHOBCKON AU(PaKINE MOHOKPUCTAIIOB OBUIN COOpaHbI, KaK ONHCAHO BBI-
I, U HAa WX OCHOBAaHHWU PACCUMUTHIBAIN KpHCTaJUIOrpaduyuecKue mapameTpel. PaccuuraHHble TakuM 00pa3oM
KpucTaJiorpaduaeckne mapaMmeTpsl 0000IIeHbI B Ta0II. 4.

D) CpaBHuTenbHbIE MPUMEPHI, KACAIONINECS KOJINIECTBA HUCIIOIb3YEMOTO OCHOBAHHMS.

OcHOBaHHUE U TPHA30Jl B KOJUYECTBAX, KOHKPETH3UPOBAHHBIX B Tabn. D, nobasmsim x 20-25% pactBopy
cootBercTByomero okcupana II B JIM®A. Tlpu 125°C nonygamm npoaykt dopmynst 1. [Tocne ymapuBanus
6ousbiiero kommuectsa JIM®A ocTaTok pacmpenessuii Mexy TOJIyoJoM M BoJOH. BeIxos ompenensum mocie
a3e0TPOIHOM CYIIKH U KOHIEHTPUPOBAHUS C MOMOIIBIO KonndecTBeHHON BOXKX u3 TomyonsHOro pactBopa.

Tabmuma D
npumep | 1 3KB. OkcHpaHa 3KB. 3KB. TEMIL/TIPONOIKUTENBHOCTb | BBIXOX
11 TPHUA30J1a | OCHOBAHUS 1-
TPHA3OIIIA
DI |R'=muxronpormn 1.3 NaOH/0,5 125°C/10 4 82%
(R*),=2-CF;
RH=4-Cl
D2 R'=CH; 13 NaOH/1.3 125°C/6 4 86%
(R*)=2-CF;
(RYa=4-Cl
D3 |R'=nuxnonpormn 1.3 NaOH/1.3 125°C/12 4 75%
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(R%),=2-CF;
R)p=4-Cl
D4 R'=CH; 13 KOH/0,3 125°C/5.5 4 93%
(R*),=2-CF;
RYy=4-Cl
D5 BI:CH3 1.3 NaOH/0,3 125°C/5 1 91%
(R*),=2-CF;
RYu=4-Cl
D6 R'=CH; 1.3 KOH/1.3 125°C/6 1 89%
(R*),=2-CF;
RHp=4-Cl
D7 RlzuHKnonpon}m 13 KOH/1.3 125°C/16 4 56%
(R*),=2-CF;3
RHp=4-Cl
D8 Rl:uuknonponun 13 KOH/0,3 125°C/12 a 76%
(R*),=2-CF;
RHm=4-Cl

E1) CpaBHuTensHsI npuMep.

K 1-[4-(4-xn0pdenokcn)-2-(Tpudropmerin)henun|muxonponmwiMeranony (0,13 Monb), pacTBOpeHHOMY
B 55 r muMeTnicynbuaa BMecte ¢ 42 T BOJHOTO METHICYNb(ara TpuMeTmicynbhonus (86 mac.%, momydeH B
cooTBeTcTBHHU ¢ TpuMepoM Al), mpu 22°C nobasimsumm 15,7 r nemner NaOH (98 mac.%) (0,385 monb) nipu sHep-
TUYHOM TIepEMEIIMBAHUH. DTO TPUBOIIIO K YBEIUICHHUIO TEMITEpaTypbl IpHONIM3UTEIbHO Ha 5-6°C.3aTeM Te-
pememmBanue npoaonkand B tedenue 20 4 mpu 38°C. OOpasen peaKIIMOHHOTO pacTBOpa IMOKa3an HETOJTHOe
npeBpaiieHne keToHa (oOHapyxenue ¢ momomsio BOXKX). 3arem mobammsmu 199 r 20 mac.% pactBopa NaCl
nipu 30°C. Tlocne otnenenns BOAHOW (a3bl AUMETHICYIb(UIHBINA PACTBOP KOHIIEHTPUPOBAIN C TIOMOIIBIO JTHAC-
THJUIALIAA PACTBOPUTENSI ipH TemmepaTtype BiioTh a0 90°C. IMomywamu 59,7 r npomykTa (YMCTOTA TPOMYKTA
npubiamzutensHo 47  wmac.%, ompeneneHHas — konmmdectBeHHoW — BOXX)  2-[4-(4-xnmopdeHokcn)-2-
(TpudTopMeTrin)heHnIT]-2-METHIIOKCUPaHa; BEIXO: 66%.

E2) CpaBHuTENBHBIN TIpUMED.

[Ipumenenne 50% Bogroro KOH npuBoauT K HETIOIHOMY IPEBPAIICHUIO pEarcHTOB.

K 1-[4-(4-xmopdenokcn)-2-(Tpudropmerin) e |uukionponmimeranony (0,13 Momb), pacTBOpeHHOMY
B 55 r quMeTmicynpduaa BMecte ¢ 42 T BOXHOTO METWICYIb(aTa TpuMeTwiIcybhonus (86 mac.%, momydeH B
cooTBeTcTBUM ¢ pumepoM Al), mpu 22°C nobasmsumu 15,743 T 50% Bogroro KOH (0,385 mois) nipu 3HEprud-
HOM NepeMEIINBaHNU. DTO MPHBOIMIO K YBEJIMYEHHIO TEMIIEpaTyphl NpuOIm3uTensHo Ha 5-6°C.3ateM mepe-
MeIIMBaHKe MPoonkany B TeueHue 32 4 npu 38°C. OOpasel peakIMOHHOTO PacTBOPA IMOKA3al HEMOJIHOE Mpe-
BpameHne keroHa (ooHapyxenue ¢ momompio BOXKX). 3arem nobasmsnmm 199 r 20 mac.% pactBopa NaCl npu
30°C. Ilocne oTnenenust BOAHOW (ha3bl AUMETHIICYIb(UAHBIN PACTBOP KOHIEHTPUPOBAIH C IOMOIIBIO TUCTHII-
JSIIUY PacTBOPUTENS MpH TeMneparype BIuioTh 10 90°C. [Nonyuanu 53,5 r (uncrora mpoayKTa NpUOIH3UTEIHHO
34,5 wmac.%, ompeneneHHas konmdecTBeHHOH BDOXX) 2-[4-(4-xmopdenokcn)-2-(TpudTopmert)peHn]-2-
MeTwiokcupana. Berxon: 44%.

DOOPMYVYIJIA N30BPETEHUA

1. Cnocob noyueHust TpHa3oIbLHOTo coeAnHEHUs (hopMyIsl |
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® )’“4©/ \@fR/\ N :
()
OH L\N

BKJIIOYAIOLIUH CIIEAYIONUIYIO CTaIUIO:

(iia) peakiust okcupana dpopmysl 11

o (R,
R“@/ @w "

o

¢ 1H-1,2,4-Tpna3osioM 1 HEOpraHMYECKUM OCHOBaHHUEM, Tae nmpuMeHstoT 0,1-0,8 5KB. yKa3aHHOTO OCHOBA-
HuUs Ha 1 9kB. coequHenHws 1, koTopast MPUBOIUT K coequHEHUSAM GopMyIsl I, roe

R! BeIOHparoT u3 C;-Cg-amknmna uimu C;-Cg-IUKITI0aTKHIA,;

R® HesaBucumo BeiOMparoTr w3 ramorena, CN, NO,, OH, SH, C;-Cgs-ankmma, C;-Cg-amkokcu,
C,-Cy-ankenmna, C,-Cg-ankmamina, C;-Cg-mmknoankuna, C;-Cg-riukmoankmiokcu, NH,, NH(C;-C,-amkuina),
N(C;-Cy-ankuna),, NH(Cs-Ce-unknoankuna), N(C;-Cg-unknoankuna),, S(0),(C;-Cs-anxuna), C(=0)(C;-Cs4-
ankmna), C(=0)(OH), C(=0)(0O-C,-Cg-ankmmna), C(=O)(NH(C;-C4-ankuna)), C(=O)(N(C,-C4-ankuna),),
C(=0)(NH(C5-Cg-mmxmnoankuna)) u C(=0)-(N(Cs-Cg-nmkinoankuna),), Tae p npuauMacT 3Hadenue 0, 1 wmm 2;

KaxkIpli 13 R He 3aMeleH MM IOTOTHHTEIBHO 3aMEIEH OTHMM, ABYMS, TPEMs WIH deThipbMs R™, rie
R*  HesaBucumo BeIOMpator u3 ramoreHa, CN, NO,, OH, C;-Cy-anxmma, C;-C4-rasoreHankmna,
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C5-Cg-timxnoankuina, Cs;-Cg-ranorennukinoankuia, Ci-Cy-ankokcu u C,-Cy-ranoreHaaKkoKCH;

R’ He3aBHCHMO BBIGHPAIOT M3 3aMECTHTENIEH COTTACHO OmpeeneHuio ams R°, rae ykasannsii R e 3ame-
IIIeH MITH JOTIOHHTENBHO 3aMEIIeH OXHNM, ABYMs, TpeMs WiH 4eThipbMs R*, roe kaxsiii R™ HesaBucumMo Bbi-
OMpaloT U3 3aMECTUTENICH COTIIACHO OTPEACIICHUIO JJIs R3a;

n npuHuUMaeT 3Hadenue 0, 1, 2, 3 wm 4;

m npuHuMaeT 3Hadenue 0, 1, 2, 3, 4 wm 5.

2. Crioco6 1o 1,1, B KOTOPOM MPOYKT, TIONydEeHHBIH Ha cTaguu (iia)? KpUCTALTU3YIOT U3 TOIyoJia H/HIN
anu(aTHIeCcKoro CIHpTa.

3. Cnoco0 mo 1,2, B KOTOPOM amu(aTHYecCKuid CIUPT BBIOMPAIOT U3 METAHOIA, ITAHOJNA, H-MPOMAHOIA,
M30TIPOIIaHONa, H-0yTaHOIa, H300yTaHOIa WK JIF0OOH UX CMECH.

4. Cnoco0 mo mo6oMy u3 mi.1-3, B KOTOpOM OCHOBaHHE, MPUMEHseMOe Ha cTanuu (iia), BEIOMpAIOT W3
NaOH, KOH, Na,CO; u K,CO;.

5. Cnoco6 no mobomy u3 mm.l1-4, B KOTOpOM OCHOBaHHWE, NPUMEHSEMOe Ha craauu (iia), BEIOMpArOT H3
NaOH u KOH.

6. Crioco6 1o ro6omMy 3 il 1-5, B KOTOPOM KOJIMYECTBO OCHOBAHMS, IIPUMEHSIEMOT0 Ha cTaauH (iia), co-
crasmsier oT 0,1 1o 0,6 5kB. Ha 1 3KkB. coequuenwus 1.
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