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A (0]
\(Y
\N/N\

Y,

I7ie 3aMECTHTENH ompeneneHsl B 1.1. B HacTosmieM n300peTeHHH MOMOIHMUTEIHHO IPETyCMOTPEHEI
MPOMEKYTOYHBIE COCIMHEHNS, NCTIONb3YEMBIE B YKa3aHHOM CIOCO0€, M CIIOCOOBI MOTyYeHHUS YKa3aHHBIX
MPOMEKYTOYHBIX COSTUHEHHUH.
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CIIOCOB ITOJIVUEHM A ITPOU3BO/JHBIX ITMPUJIASMHOHA

Hacrosimee n3obpereHne OTHOCUTCSI K HOBOMY CIIOCOOY CHHTE3a OIPEeNIeHHbIX COeHHEHNUIT
Ha OCHOBE MNHPUAA3UHOHA. Takue COENMHEHUs SBJSIOTCS MPUTOJHBIMM B KaueCTBE
MPOMEKYTOYHBIX COETMHEHHUI B CHHTE3€ repOMLIUAHBIX COSTUHEHHI Ha OCHOBE THUPUIA3HHA,
HarpuMep, TakoBbIX, omucaHHbIX B WO 2019/034757. Takue coenuHEHHs], KaK MpPaBHIIO,
MOJIy4alOT TMOCPEACTBOM QJKUJIUPOBAHMS MPOMEXYTOYHOIO COEAUHEHUsT Ha OCHOBE

MUpUIA3HHA.

AJNKUJIMPOBAHUE TPOMEKYTOYHBIX COENMHEHWH HA OCHOBE MHUPUIA3WHA H3BECTHO (CM.,
Hanpumep, WO 2019/034757), ogHako, Takol Criocod MMeeT psiJi HeIOCTaTKOB. Bo-mepBbIX,
JaHHBIA MOIXOJ YaCTO MPUBOAUT K HECENIEKTHBHOMY AJIKHJIMPOBAHUIO MO JEOOOMY aTtomy
a30Ta MHPUAA3UHA M, BO-BTOPBIX, JJI MOJYyYEHUS HEOOXOIUMOTO TPOAyKTa Tpedyercs
JOTIOTHUTENIbHAS CJIOJKHASI CTAIUsl OUYMCTKH. TakuM oOpa3oM, TaKOW IMOAXON HE SIBIISIETCS
UJCAbHBIM JUII KPYIMHOMACIITAa0OHOTO TPOWM3BONCTBA, U, CJIENOBAaTEIbHO, HOBBIH, Oolee
s¢pdexTuBHBIE Ccrocod CHHTE3a C HCIOJIb30BAHHEM CEJIEKTHBHOIO  AJIKMTHPOBAHMS
HEOOXOOMM JUIsi TOro, 4ToObl H30eKaTh BO3HUKHOBEHUSI HEKEJATENbHBIX MOOOYHBIX

IPOAYKTOB.

HeoxunanHO, Ha NaHHBI MOMEHT aBTOPbI HACTOSINEr0 HM300peTeHHs OOHAPYKMIIM, HYTO
MOKHO U30€KaTh MOTPEOHOCTH B TAKOM HECEJIEKTUBHOM AJIKHJIUPOBAHUU MyTEM MPHUMEHEHHSI
OTIpENeNIEHHBIX MPOMEKYTOYHBIX COEMHEHHI Ha OCHOBE MHUPHIA3UHOHA, KOTOPBIE, B CBOKO
oyepenb, MOXKHO IpeBpaIlaTh B HEOOXOAMMBIE TepOULIUAHBIE COCOUHEHHS HAa OCHOBE
nupuaasuHa. Takoil cmocoO siBisieTcst OoJjiee KOHBEPTeHTHBIM, YTO MOXKET ObITh Ooiee
SKOHOMHUYECKH 3(P(PEKTUBHO M MOXKET MPHUBOANTh K OOPAa30BAHUIO MEHBINEr0 KOJIUYECTBA

OTXO4OB MMPOU3BOACTBA.

Takum o00pa3oM, B COOTBETCTBUH C HACTOSIIUM H300pETEHHEM IMPEACTABIEH CIIOCO0

nostyueHus coenuHerust Gopmybl (1):
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A mpencrasnsier coOOH O-wieHHbIH reTepoapul, BBIOPAHHBIA W3 TIPYIIBI, COCTOSIIEH M3

dbopmyn A-I1 — A-VII, mpuBeneHHbIX HUXKE,

Ro)p ®)p Rp ®p .
A g
Q) \
\N)Y X\ N XN
A-l A-ll Al A-IV
®R)p Ro)p Rp
N “ I
N SN ™
AV A-VI A-VII

rac JOMaHasa JIMHHA 0003Ha4aeT TOYKY HNPUCOCOUHCHHSA K OCTaJIbHOH YacTH COEIMHEHUS

dopmyusl (I), p paBusiercs O, 1 unu 2; u

Y npencrasnsier coboit Bogopon wiu rpynny Y-I, npuBeneHHyo HIKe,

rac€ JIOMaHasi JIMHHA 0003HayaeT TOYKY MNPUCOCOAHNHCHHA K OCTaJIbHOH YacTu COCIUHECHUA

dopmynsl (I); u
1 o

R" npexncrasisier coboi BOTOPOR U METHIT,
2 o

R” npexncrasisier coboi BOTOPOA UIIN METHUIT,

Q npencrasisier co60ii (CR™R™)y;
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m pasHnsiercs 0, 1 wnu 2;

v 1 2 -
kaxcabiit 13 R u R* HesaBucumo BbIOpaH U3 IPYIIIBL, COCTOSAIIENH M3 BOIOPOJA, METHIIA, —

OH u -NHj;

Z Boibpan w3 rpymms;, cocrosmeii w3 —CN, -CH,OR’, -CH(OR*)(OR™), -
C(OR*(OR*)(OR™), —C(0)OR", -C(O)NR®R” 11 -S(0),0R"; rm

Z BbIOpaH W3 TPYIIBL, COCTOSIEH U3 rpynIibl GopMmya Z,, Zy, Ze, Zd, Ze M Zs, TPUBEIEHHBIX

HIKE,
R5f R5f
R5 R5b 0] Rse o
AN / 59
= \ / R
R5a o) R59
R5c R5d
% z
Za Zc d

5f
5f 5f R
= R RS9 R ;
R R
0] 0 o)
5h o 5"
O R \2< 5h
‘(k R5h R
z Z

e

rac JomMaHas JIUHHA 0003Havaer TOYKY HNPHUCOCAUHEHUA K OCTaJIbHOH YaCTH COEAUHEHMUS

dopmysl (I); u
R’ BeIGpan u3 rpymmsl, cocrosimeii u3 Bogopoxna, -C(O)OR'™™ u -C(O)R'*,
KasKObIid U3 R4, R* u R* nesasucumo BbIOpaH u3 Bogopona u C,-Ceankmna,

kaxapii 13 R, R¥™ R™® R* R R* R¥ R u R™ Hesasucumo BbiGpaH w3 rpymmbi

cocrosiei u3 sogopona u C,-Ceankuna,

v 6 7 -
kaxabpli 13 R° u R’ HesaBucumo BBIOpaH W3 Tpymmbl, cocrosimei w3 Bomopoma u Ci-

Ceanxuna,
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- 8 -
Kaxaplii R° He3aBHCMMO BBIOpaH W3 Tpymmbl, cocrosimeil u3 ranoreHa, -NH,, mermna u

METOKCH,
R'’ BriGpan u3 rpynmel, coctosmei u3 onopona, C-Csankuna, Genuna n Gensuna; u
R'? BpiGpan u3 rpymmsl, cocrosimeii u3 Bogopona, Ci-Ceankina, Gernna u Gensuia;
IIPH 5TOM YKa3aHHBIN CIOCO0 MpeycMaTprBaeT

OCyLIeCTBIIEHHE peakuuu coenuHeHust popmyasl (1I),

(D,

rae A omnperneneH BbIIIE;
13 o _ 16 145 15.
R’ BeIOpan u3 rpymnmsl, cocrosiei u3 rajgorena, =0, -OR™ u -NR"R"™;
R' u R" nesaBucumo BbiGpassl u3 rpymmsl, cocTosmeii u3 Bogopona u Ci-Ceankumna; win
R 15
u R~ BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHHU MPHUCOEIUHEHbI, 00pa3yIOT 4-0-4JIeHHOE
TeTePOLMKJIMIIBHOE KOJIBLIO, KOTOPOE HEeOOs3aTeNbHO COMAEPKUT OAMH IONOJHUTEIbHBIH
reTepoaToM, OTAENbHO BBIOPAHHBIN U3 a30Ta, KUCIOPOIA U Cephl; U
10a.

R'® BRIGpan u3 rpymmsl, cocrosimeii u3 Bogopona, Ci-Ceankma, -C(O)OR'™ u -C(O)R'*™,

R'% onpenenen B 1aHHOM TOKYMEHTE;
¢ coequHerneM ¢opmysl (111):

N
H.NT Y

i

rae Y omnpenesieH B JaHHOM JOKYMEHTE, ¢ TojiyueHneM coenuHenwst popmysi (1);
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A (0]
=
\N/ N\Y
D,

rae AuyY OnpeaecIi€Hbl B JAHHOM OOKYMECHTE.

B cooTBeTCTBMM CO BTOPBIM AaCHEKTOM HACTOALIEr0 M300PETeHUsl MPeayCMaTPHBAETCS

pOMEXKyTOUHOE coenunenue Gopmyds (11):

(D,
rae Au 1{13 OnpeacjICHbI B TAHHOM JOKYMCHTC.

B coorBercTBUN € TPETbUM  ACIICKTOM  HACTOALIECTO I/1306peT6HI/IH AOIIOJIHUTECIIBHO

IpeayCcMaTpUBAETCs IPOMEXKYTOUHOe coenuHerne popmysl (IV):

15a
R

|
A/\/N\Rﬂa
(Iv),

14 15
rne A, R u R onpenenensl B JaHHOM TOKyMEHTE.

B cooTBercTBHHM € YETBEPTHIM ACHEKTOM HACTOSIIErO H300PETEHHs NpPEayCMaTpHBAETCS

npumMeHeHne coennHerns popmydsl (IV) nsa nonyuenus coenunenust popmysl (I).

B cooTBeTrcTBHMM € TATBIM AacClEKTOM HACTOALIETO HM300PETEHHs MpeNyCMaTPUBAETCS
npumeHeHne coennnenns popmydel (VI) ms nonydenus coequaenus popmysl (1),

A/CH3
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(VI),

rae A omnpeneseH B JaHHOM JOKYMEHTE.

B cooTBeTcTBMM C IIECTHIM aCIEKTOM HACTOSIIErO0 H300peTeHHs] MpenyCMaTpUBAETCS
npuMmeHeHue coenurenust popmynsl (II1) ns nonyyenus coenunenus gpopmyasi (I),

H
N

H,NT Y

(1),

rae Y onpeneneH B JAHHOM TOKYMEHTE.

IIpumensiemelii B 17aHHOM AokyMeHTe TepMHH "C-Ceankun" OTHOCUTCS K yIIIEBOJOPOAHOMY
pagukany ¢ OpsIMOM WJIM Pa3BETBJCHHOM LEMbIO, COCTOSAIIEH HCKJIIOUUTEIBHO M3 aTOMOB
yIJIeposia U BOAOPOJA, HE COAEP KALEed HEHACBHILIEHHBIX CBA3EH, COAEp Kaleld OT OMHOrO 10
IIECTH aTOMOB yIJIEpOAa, M KOTOpas MPUCOEIUHEHA K OCTaJbHON 4YacTH MOJEKYJbl C
nomoinpto  oguHapHOW cBsizu. C-Cjankun u  Ci-Crankun  clieqyer HCTOJIKOBBIBATH
cootBercTByromuM odpa3om. [Ipumepsr Ci-Ceankuna BKIIOYAOT O€3 OrpaHUYEeHUS METHJI,

STHIJI, H-TIPOTIWJL, 1-MeTHISTII (M30TIpONTIIT), H-OyTHI U 1-auMeTHITHI (mpem-0yTui).

IIpu wucnonb3oBanuu B AaHHOM JoKyMeHTe TepMuH "C;-Csamkokcu" O3HaA4aeT pagukai
dopmynsl -OR,, roe R, npencrasnsier coboit Ci-CeankuiabHbIH paauKaj, KOTOPBIA B LIEJIOM
onpeneneH Bbime. [Ipumepnr Ci-CsaKOKCH BKIIOYAIOT 0€3 OrpaHUYEHUS] METOKCH, STOKCH,

TIPOTIOKCH, U30MPOTIOKCH H Mpen-OyTOKCH.

Coenunenus popmynsl (I), roe Y npencrasisier codoii rpynmny Y-I, npuBeAEHHYIO HUXKE,

u m pasHsietcs: 0, MOTYT OBITh TIpeAcCTaByieHbI coenuHeHueM (opmyisl (I-1a), mokasaHHOMH

HIKE,



A o
=z
\N/N><Z

RV “R®

(Ha)

rae R', R?, A u Z onpenenenst ast coenuuenuii opmyisi (I).

Coenunenust popmynsl (I), rme Y npencrasisier coboii Y-I, u m paBHsiercsi 1, MOTyT ObITB

5 npezacrasieHsl coenuHenueM Gopmyiel (I-Ib), mokazanHOH HIKE,
A (0]
~ N
S
R R

(-b)

rre R', R?, R' R™, A u Z onpenenensi ast coemunenuii popmyis (I).

Coenunenust popmyinsl (1), rme Y mpencrasisier coboii Y-I, 1 m paBHsieTcst 2, MOTYT OBITh

10 npezacrasieHsl coenuHenneM popmyier (I-Ic), mokazanHoi HIDKE,
A O 2b
7z R1a R
\N /N Z

(-lc)

rre RY, R?, R'™ R?, A u Z onpenenensi ast coemunennii popmyasi (I).

Coenunenus popmynsl (1), rone Y npencrasnsier codoii rpynmy Y-1, mpuBeneHHYIO HIXKE,

u m paBasiercs 0, MOryT ObITh mpexacTaBieHbl coennHenneM Gopmynsl (I11-a), mokasanHOMH

HIKE,

N .z
HaN" 1>< 2
R R

(Il-a)



rae Rl, Rz, A u Z ornipeziesieHbl B JAHHOM JIOKYMEHTE.

Coenunenust popmysl (III), roe Y npencrasmnsier coboit Y-I, 1 m paBHsiercst 1, MOryT OBITH

npezacrasieHsl coenuHeHueM popmyinsl (111-b), mokasaHHOI HuXKe,

2b
H R1a R
N
H,N” 1 , Z
R”Y 'R
5 (lll-b)

rmue Rl, Rz, Rla, RZb, A u Z onipenesieHbl B JAHHOM IOKYMEHTE.

Coenunenust popmynsl (III), roe Y npexncrasmiser coboii Y-I, 1 m paBHsieTcst 2, MOTYT OBITh

npezacrasieHsl coenuHeHneM popmyiel (I11-¢), moxazanHOH HITKE,

1a 2b
H,N”
R1 Rz R1a R2b
10 (l-c)

rmue RI, Rz, Rla, RZb, A u Z oripesiesieHbl B JAHHOM JIOKYMEHTE.

B cnenyroomem cnucke NpenCTaBJICHbl OINPEAENICHMs], BKJHOYAOLIUE MPEANOYTUTENIbHbIE
ompenenenus st 3amectureneii m, p, A, Q, Y, Z, 72, RY, R%, R™ R R’ R* R* R™ R’
15 R R® R R R R R R™ R R7, R®, R', R!%? R, RI% RI® R RIS RMa RIS
RIG, Rzz’ R s R24, R25, R* co cchuikoil Ha Crnoco® B COOTBETCTBHM C HACTOSIIHM
uzo0pereHreM. [IpuMeHHUTETIPHO K JIIOOOMY M3 3THX 3aMecTuTeNel o0oe U3 OnpeneeHH,
MPUBENEHHBIX HU)KE, MOKHO KOMOWHHUPOBATH C JIIOOBIM OIpenejeHreM JIF0OOro Ipyroro
3aMECTUTEJIS], MPUBEICHHBIM HIYKE WJIH B IPYTUX YaCTAX JAHHOTO JOKYMEHTA.
20
A mpencraBnsier coOOH O-UJIEHHBIH TreTepoapuil, BBIOPAHHBIA W3 TPYIIBI, COCTOSINEH W3

dopmyn A-I — A-VII, npuBeneHHBIX HUKE,



Ro)p ®)p R)p (ﬁmN
SN S
\ \
\N)\j' N\ N NN
Al Adl Al ANV
®R)p Ro)p R
N ” N
N ™ ™
AV A-VI A-VII

r7e JIoMaHasi JUHUST 00O3HA4YaeT TOUYKY MPUCOETUHEHUS K OCTaJIbHONH YacTH COEIMHEHUS
dopmyinel (I), p paBusiercs 0, 1 wimm 2 (mpeamoururenpbHO p paBusiercs 0 wim 1, Gonee

5 NPEATIOYTUTENBHO P paBHseTcs 0).

[IpennoururenbHO A TpeAcTaBisieT cOOOH G-UIEHHBIN reTepoapil, BBIOPAHHBIN U3 TPYIIIIEL

cocrositeit u3 popmyn A-I, A-I1, A-III, A-IV, A-V u A-VII, npuBeneHHbIX HUXKE,

Rp Rp ”Rp ®p
Aclll AV
N N
N I
N A x™
AV AV

10
r7e JIoMaHasi JUHUS O00O3HA4YaeT TOUYKY MPUCOETUHEHUS K OCTaJIbHONH YacTH COEIMHEHUS
dopmyinel (I), p paBusiercs O, 1 wmm 2 (mpeamoururenpbHo p paBusiercs O wimm 1, Gonee

NPEATIOYTUTENBHO P paBHsieTcs 0).



10

bonee mpennourutenbHO A mpeacTaBisieT coOOM O-uNieHHBIN reTepoapmi, BbIOpAaHHBINA W3

rpymnnsl, cocrosimed u3z popmyn A-la, A-Ila, A-Illa, A-IVa, A-Va u A-VIla, npuBeneHHbIX

HITKE,
(\N NZ = A
\N)IY QNEV "E,\,jy ENL
Ala A-lla A-llla A-IVa
N7 Z N
g G
A-Va A-Vlla ’
5 r7e JIOMaHasi JIMHUsSI 00O3HAYaeT TOYKY MPUCOSIUHEHHUs] K OCTaJbHOW 4YacTH COEIMHEHHS
dopmyasl (I).

Eme Gonee mpenmodtrutenbHO A BBIOpaH U3 Tpymibl, coctosmed u3 Gopmyn A-la — A-Illa,

MMPUBCACHHDBIX HHUXKE,

\N)}; |§N N§N
10 A-la A-lla A-llla

rae€ JioMaHasi JIMHHA 0003Ha4yaeT TOYKY NPUCOCOUHEHUSA K OCTaJIbHOH YacTU COEIUHEHHS

bopmyas (I).
Haubonee npennouturensHo A npencrasisier codoit rpynmny A-Ia nimm A-Illa.

15

Y npencrasisier codoit Bogopoxa wim rpymmy Y-1, NpuBEeIeHHY0 HUXKE,

B onHOM BapuaHTe OCcyIiecTBiIeHUs Y MPEACTaBIsieT COO0H BOXOPO.

20 B npyrom BapuanTe ocyiecTBieHus Y mpencrasiser codoit rpymmy Y-
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1 " 1 o
R’ mpexncrasnsier coOolf BOIOPOA HJIM METHJ, MPENNOYTUTeNbHO R mpencrasisier coOoit

BOJIOPO/I.

2 od 2 ~
R NpeaACTaBIISICET coboii BOOOPOA WKW MCETUWJI, NPEANOYTUTCIIBHO R MpeaACTaBIISICT coboii

BOJIOPOZ.
B npeanouTHTENbHOM BapHaHTe ocyinectsienns R u R” mpencrasisior coboii BOIOPO.
Q npexcrasisier co6oii (CRR™),,. [peanoururensuo Q npexcrasisier coboii CH,.

m pausercs O, 1 wmm 2, npenmoururenapbHO m pasHsercs | wmm 2. Haumbonee

MPEANOYTUTENBHO M paBHsieTcs 1.

. 1 2 .

Kaxneiii u3 R u R ® HesaBuCHMMO BBIOpAH M3 TPYIIBL, COCTOSIICH M3 BOAOPOIA, METHIIA, —

OH u —NH,. bosnee npeano4YTuTenpbHO KaXkbIi U3 R u R* nesasucumo BBIOpAH U3 IPYIIIIEL,
o la 2b

cocrositiel u3 Bopopona u meruina. Hanbonee mpennmoururensro R u R™ mpencrasnsroT

co0oii Bogopo.

Z Bwibpan wu3 rpymms;, cocrosmeii us -CN, -CH,OR’ -CH(OR")OR™®), -
C(OR*(OR™)(OR™), —C(0O)OR™, -C(O)NR’R’ u -S(0),0R". IIpexnoururensto Z Boibpan
3 rpymmbl, cocrosimeii us —CN, -CH,OR’?, —C(O)OR", -C(O)NRR’ u -S(0),0R". Bosnee
PEANOYTHTENbHO Z BbIOpaH u3 rpymmsl cocrosumeil u3 —CN, -CH,OH, —C(O)OR'Y, -
C(O)NH, u -S(0),OR". Ewe Gosee mpennouTuTensHo Z BbIOPaH U3 TPYIIIbL, COCTOSIIET 13
—CN, -CH,0H, —C(O)OR" u -S(0),0R". Jaxxe Gonee mpexmoururensHo Z BbIGpaH u3
rpymmbl, cocrosimeii u3 —CN, —C(O)OR' u -S(0),0R". Jlaxxe Gonee npexmourturensto Z
BbIOpaH w3 rpymmsl, cocrosimedi 3 —CN, -C(O)OCH,CHj;, -C(O)OC(CHs;);, —C(O)OH, -
S(0),0CH,C(CHs); u -S(0),OH. Tlpu stom eme Ooyiee MpPeANOYTHTENHLHO Z BbIOpaH W3
rpymisl, coctosiment u3 —CN, -C(O)OCH,CHjs, -C(O)OC(CHj3); u —C(O)OH.

B anbrepHaTHBHOM BapHaHTE OCYIIECTBJICHUS Z BBIOPAH M3 TPYIILL, COCTOSIIEH U3 TPYIIIBI

bopmyn Z,, Zy, Zc, Z4, Ze ¥ Zg, NPUBEIEHHBIX HITKE,
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5f R5f
R5 R5b o) R5e o
N 7 \
R5a o) R59
Zb R5c R5d ,
Z, Z, d
5f
5f 5f
5t R 59 R R
R 0O
) 0
5h
“2\0 5h R %0 R5hR
V4 Z

re JOMaHasl JIMHUS OOO3HA4aeT TOYKY MPHCOEIUHEHHS K OCTAJbHOH YacTU COENUHEHHs
dopmynsl (I). [IpennoururenbHo Z BBIOPaH U3 TPYIIBL, COCTOSIIEH U3 TPyIIbl GOopMyd Z,,
Zy, Z4, Zo n Zr. bonee mpenmouturenbHO Z BbIOpaH M3 TPYMIBL, COCTOSIINEH W3 TPYIIIBI

bopmyn Z,, Zg u Z.

B npyrom BapuaHTe OCYILIECTBJICHHs HACTOSIIEro M300peTeHHs Z NpencTaBiisieT COOOH —
10 10 o
C(O)OR™, u R mpencrasisier coboit Bomopox uimm C-Ceankun. IlpepmoururensHo Z

npexncrasisietr codoit -C(O)OCH,CHs.

B npyrom BapmaHTe OCYLIECTBJEHHs HAcToOsAlero uzobpereHus Z BbIOpaH W3 TPYIIIbL,
cocrosmeii u3 —CN, -CH,0H, —C(O)OR" u -S(0),0R', mmu Z BeiGpan u3 rpymmsl,
cocrositedd u3 rpynmbel Gopmyn Z, Zg u Z.. IlpennoututenbHO Z BBIOpAH W3 TPYIIIHL

cocrosimeii u3 —CN, -CH,OH, —C(O)OR", -S(0),OR"’ u -CH=CH,.

-~ - 2 o
CHeL[I/IaJ'II/ICT B JaHHOHU 00J1IaCTH TEXHUKH IIOMMET, YTO Z , IPUBEACHHDBIN HUXKE, MMPEACTABIACT
coboii Pa3HOBUAHOCTD Z AJI1  KOHKPETHBIX BAPHUAHTOB OCYIHECTBJIICHUA HACTOALIECTO

M300pETEHMS.

Z* npencrasisier co6oii -C(O)OH umu -S(0),0H. IpenmnoururensHo Z* mpeacrapiser coboii
-C(O)OH.
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R’ BRIGpaH u3 rpymmbl, cocrosmei u3 Boxopoaa, -C(O)OR'™ u -C(O)R'™. ITpeamoururensHo
R’ mpencrasmster coGoii Bomopom mmm -C(O)OR'™. HauGonee mnpenmourntensao R’

npeacTaBisieT coboi BOJOPOI.

Kaxxnpiit u3 R4, R* u R*® nesaBucumo BoiOpaH u3 C-Ceankmia. [IpennouTUTebHO KasKablil

4 4 4 ~
s R R¥ u RP npeacTassieT coOoi MeTuI.

Kaxneii u3 R°, R® R® R, R R* R¥ R*® u R™ nesaBucumo BbIGpaH u3 rpymmsi
cocrositeit u3 Bopopona u C,-Ceankuia. bonee npeanoyTUTEIbHO KaX bl U3 R’ , R’ a RSb,
R* R R* R R’ u R™ HesaBucuMo BbIOpaH M3 IPYIIBL COCTOSIIEH M3 BOXOPOAA U
meruia. HanGonee npexmoururensHo kaxmbiit u3 R’ R R™® R* R R* R R u R™

npeacTaBisieT coboi BOJOPO.

v 7 )
Kaxmpeiii 13 R® u R’ HesaBucuMO BbIGpaH M3 TPyImbl, cocrosmedl u3 Bomopoxma u C-
o 6 7 o
Ceankwmna. [Tpennmouturensao kaxapiid u3 R” u R’ He3aBucumo npexacrasinsier codoit Bomopon

. 6. n7 .
w Metmt. Hanbonee nmpennouturenbHo kaxnbiil u3 R u R’ npencrasnsier coboii Bonopon.

v 8 -
Kaxnpiit R” He3aBucHMO BBIOpaH M3 IpymIbl, cocrosiued u3 ramoreHa, -NH,, mermna u
8 o
merokcu. IIpenqnoururensHo R™ npencrasnser coboil rajoreH (MpennoYTUTENBHO XJIOP UIIH

6pom) miu Metuit. Bosee npeanournrenso R® mpencrasmser coGoii xmop miu Gpom.

RY Bbibpan m3 rpymmbl, cocrosimeii u3 Bomopoma, Ci-Ceankmia, deHmna u OeH3HIa.
10 “
IIpennoururenpHo R™ mpencrasnsier coboii rpymmy, cocrosimyr u3 Bomopoma u Ci-
10 o
Csankuna. bosnee mpenmouturenshHo R BbIOpaH M3 TpymImbl, COCTOsIENH M3 BOAOPOIA,

METHJIA, 3TUJIa, U30TIPONIIIA, 2,2-TUMETUJIIPONIIA U mpem-0yTHia.

R' priGpan w3 rpymmbl, cocrosmeit u3 Bomopoma, C-Ceankmia, (eHmna u GeHsuia.
10 o
IMpennouturensio R BeiOpan w3 rpymmbl, cocrosimedl u3 somopoma, Ci-Ceankuma u

10a

¢denuna. bonee mnpemnmoututensHo R mpencraBisier COOOM TPYIITy, COCTOSIIYED U3

Bonopona u C-Ceankuna.

10 o
B onHOM BapuaHTe OCylLIecTBIEHHs HAacTosIero n3obperenus R npencrasisier coboit aTun

10 o
i mpem-0ytui. IlpennoururensHo R™ npencrasnsier coOoi 3THIL.
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R" BBIOpaH M3 IPYMIIbIL, COCTOsALIEH U3 ranoreHa, =0, -OR'® u -NR"'R". IIpeanouTuTensHO
R" BeiGpan u3 rpymmsy, cocrosmedi u3 xaopa, -OR' u -NR'R". Bonee mpenmoururenso
R" BbiGpan u3 rpymmel, cocrosmeii u3 xmopa, -OH, -OMe, -OEt, -N(Me),, mopbosuHma,
nunepuuHUIA 1 nupponunuanna. Eme Gonee npemmourutensro R BbiGpaH u3 rpymmsl,
cocrositier u3 -OH, -N(Me),, MmopdonuHiia, munepuanHmIa U nuppoauauumia. laxke eme
Gomee mpexmouTHTenbHO R BBIGpaH W3 rpymmel, cocrosumeii u3 -OH, mopdonnHmia,
MUMepUMHIIA U apponuanHma. Haxe eme Gomee mpexmourntensio R mpencrasiser
coboit -OH wmn mopdonuumn. HauGonee npemmournrensHo R mpencraBmser coGoii

MOP(OTHHIIT.

Kaxcaeiit 13 R 1 R™® nesasucumo BBIOpAH M3 TPYIIBI, COCTOSIIEH U3 rajioreHa, -OR" 1 -
NR"R". IIpennouTuTenpHO KaXAbIA U3 R™ u R"™ wnesasucumo BBIOpAaH M3 TPYIIIbI,
cocrosimmedi w3 xmopa, -OH, -OMe, -OEt, -N(Me),, MopdonuHWIa, NHIEPUIUHUIA U
nupponuanHuia. bonee npeanovYTUTENbHO KaXAbId U3 R" u R™ nesasucnmo BBIOpaH U3

rpymmsl, cocrosimeii u3 -OH, MophonuHmIa, MunepuaANHUIA U TUPPOIUANHIIIA.
B xauecTBe anbTepHATUBbI R u R" Bmecre npeacTasisioT codoit =0.

R'" u R" wmesaBucumo Bbibpadel u3 rpymmsi, cocrosimeii u3 Bomopoma u C-Ceankuia.
Hpennoururensao R u R HesaBucumo BHIGpaHBI M3 IPyIIbI, COCTOSIIEH M3 BOAOPONA,

14 15 o
merwia u stuia. Eme Oonee npennoururensHo R u R He3aBUCHMMO npencTaBisiFoT coO0M

4 5 o
BOnmopoxa uiu Metu. Haubosee npeanoyTuTesbHO R" uR' MPEICTABIISIIOT COOOH METHII.

B kauectBe anbTepHATUBBI R"™ u R BMmecre ¢ aromom a30Ta, K KOTOpPOMY OHH
NPUCOEIMHEHBI, 00Pa3YIOT 4-6-4JIEHHOE TeTEPOLMKINIBHOE KOJBIO, KOTOPOE HEOOA3aTENbHO
COIEP>KHUT OJUH JIOTIOJIHUTEIbHBIN IeTepoaTOM, OTAEIBbHO BHIOPAHHBIA U3 a30Ta, KUCJIOPOna U
cepsl. lIpeanouturensHo R'" uR" Bmecre ¢ aTomom azora, K KOTOPOMY OHU IPUCOEIUHEHDI,
00pasyroT 4-6-4JIeHHOE TeTEPOLUKIMIBHOE KOJIbIIO, KOTOPOE HEOOS3aTENbHO COAEPIKUT OUH
JOTOJHUTENBHBIA TeTepOaTOM, OTHENbHO BBIOPAHHBIH W3 a30Ta W Kuciopona. boree
npexnourtutensio R'™ u R Bmecre ¢ aTomMoM a30Ta, K KOTOPOMY OHH TPHCOEIMHEHBI,
00pasyroT 5-6-4JIeHHOE TeTePOLUKINIBHOE KOJIIIO, KOTOPOE HEOOSA3aTENbHO CONEPIKUT OUH
JOTOJTHUTENBbHBIA TeTepoaTOM, OTHENbHO BBIOpaHHBIN M3 azora u kuciaopoxa. Eme Oomnee
npexnoututensio R' u R BMecre ¢ aTomoM a30Ta, kK KOTOPOMY OHH NPHCOEIMHEHL,

00pa3yroT 5-6-4jIeHHOE reTePOLUKINIBHOE KOJIbIIO, KOTOPOE HEOOSA3aTENbHO COAEPIKUT OJUH
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o 14 15
JOTNOJTHUTENBHBIA aToM kuciopona. Hanbonee npeanoururensHo R u R™ BmecTe ¢ atTomom
a30Ta, K KOTOPOMY OHHU NPHUCOENHWHEHBI, 00pa3ylT MOP(OIMHUIBHYIO, TUIEPUIUHIIBHYIO

WJIU TUPPOJIUAUHWIBHYO PYIIITY.

14 15 .
R™ u R He3aBucuMO BbIOpaHbl U3 IPymmbl, cocrosmei us Bogopona, Ci-Ceankuna, Ci-
4 5
Ce¢ranorenankmina u ¢enmna. IIpeanmodrurenbHO R u R™ mesasucumo BBIOpAaHbI U3
" 14 15
rpynmel, cocrosimei u3 somopona u Ci-Ceankuia. Bonee npemmoutmrensho R u R™?
HE3aBUCUMO BBIOPAHbI M3 TIPYIINIbI, COCTOSIIEH M3 BOmOpona, MeTmna u stuna. Eme Gonee
14a 15a o
npexnouturenbHo R u R7? He3aBUCMMO TPENCTAaBIAIOT COOOM BONOPOA WM METHIL

14 15 o
HauGonee npennourutensio R u R npencransttor coboii meTui.

B kauecrBe anbrepHatmBbl R'™ um R BMecre ¢ aToMoM asora, K KOTOPOMY OHH
NPUCOEIMHEHBI, 00Pa3yIOT 4-6-4IeHHOE TeTEPOHKINIBHOE KOJBIO, KOTOPOE HEOOA3aTENbHO
COIEP>KUT OJUH JIOTIOJIHUTENbHBIN IeTepoaTOM, OTAEIBHO BHIOPAHHBIA U3 a30Ta, KUCJIOPOna U
cepel. IIpeanouturenpHO R u R™ Bmecre ¢ aromom asora, K KOTOPOMY OHU
NPUCOEIMHEHBI, 00Pa3yIOT 4-6-1I€HHOE IeTePOIHKINIBHOE KOJBIO, KOTOPOE HEOOA3aTENbHO
COZEP>KUT OJUH JIOTIOJIHUTENbHBIN reTepoaTOM, OTAEIbHO BHIOPAHHBIN U3 a30Ta U KUCJIOPOJIA.
bonee mnpeanodTUTENBHO R u R™ Bmecre ¢ aromom asora, K KOTOPOMY OHU
IPUCOEINHEHBI, 00Pa3yIOT S-6-4I€HHOE IreTePOLMKINIBHOE KOJIBbIO, KOTOPOE HE0OA3aTENbHO
COZEPIKUT OJVH IONOJIHUTEIbHBIN TeTepoaToM, OTAEIbHO BBIOPAHHBIN U3 a30Ta U KHCJIOPO/A.
Eme Gonee npeamourntensro R'™ u R™ Bmecte ¢ aromom a30Ta, K KOTOPOMY OHH
IPUCOETNHEHBI, 00Pa3yIOT 5-0-4JIeHHOE TeTePOLHKIMIBHOE KOJIbIIO, KOTOPOE HEOOs3aTeNbHO
COZIEPKUT OIWH JOTOJHUTENbHBIN aToM kucjopona. Eime Oojiee mpeamnodyTutesbHO R'™ u
R' BmecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH IPHCOEAHHEHBI, 00pa3yroT MOP(OIHHIIbHYIO,
MHUMePUIMHIIBHYIO WIH THPPOIHIHHINEHY0 rpynmy. HanGonee nmpemmournrensao R'™

15
R BmecTe ¢ aroMoM a30oTa, K KOTOPOMy OHHM MPUCOEIUHEHBL, OOPasyroT

MUPPOIUANHWIBHYIO FPYIIIY.

16 " 10 10
R BbIOpaH m3 rpymmel, coctosimei us Bomopona, Ci-Ceankuna, -C(O)OR™ u -C(O)R™.
16 .
IMpenmoururensHo R™ BBIOpan w3 rpymmel, cocrosmeil u3 Bomopoxa, Ci-Csanmkmna u -
10 16 .
C(O)OR ™. Bonee npeanoututensHo R BBIOpaH U3 rpymmsl, cocTosimeit u3 Bogopoaa u Ci-
16 .
Coankuna. Eme 6omee mpexnoururensHo R BBIOpaH U3 TPYIIIBL, COCTOSILIEN M3 BOAOPOIA,

MCTHUJIA U 5TUJIA.
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IIpennoururensHo coenuHeHue Gopmysisl (I) ZOMONHUTETHPHO MOABEPTAOT CYIb(ypHU3aLUH,
ANKUIIMPOBAHUIO (IIPU HEOOXOAMMOCTH), OKHCIUTENbHON AeCyIb(pypH3aliH, THIPOJIU3Y,
OKHCIIEHUIO W/MJIU COJIEBOMY OOMeHy (T. €. NpEeBpallaroT) C MOJYYEHHEM arpOHOMHMYECKH

npuemiiemoii conu Gpopmydsl (1a) nnm usurrep-rona Gopmyis (Ib),

- —— .
B B
N"}N><Q“-Z2 HITH N:'."-'“N><0\ -
R “R? R R’
— —
(Ia) (Ib),

1 o . )
rae Y mnpencrtamisieT coOOi arpOHOMHYECKH MPUEMIIEMBIH aHUOH, W | U k mpeacTaBisroT
. 1
co0OH Lenble Yucia, KOTOpble MOTYT ObITh BbIOpaHbl U3 1, 2 uinu 3 (MpeanoyYTuTensHo Y
o 1

npencrasisier coboii Cl , u J u k paBnsrores 1), u A, R, R*u Q ompeneseHbl B TaHHOM
2 o .

nokymente, u Z~ mpexncrasysier coboit -C(O)OH wmm -S(0),0OH (cnenmanuct B IaHHOM

061aCTH TEXHUKH MofimMeT, uTo Z° mpexcrasisier co6oit -C(0)0~ mm -S(0),07).

Hacrosmee I/1306peTeHI/Ie AOMOJIHUTECJIBHO TMPEAYyCMATPUBACT NPOMENKYTOUYHOC COCAUHCHUC

dopmysl (1),

(D,

13
rae AuR OMnpeacICHbI B JAHHOM JOKYMCHTC.

[IpennoYTuTeNnbHO B MPOMEKYTOUHOM coenHeHUH (popmys (11),
A mpencraBniser coOOH O-UJIEHHBIH TreTepoapwil, BBIOPAHHBIA W3 TPYMIbI, COCTOSINEH H3

dopmyn A-Ia, A-1la u A-Illa, mpuBeneHHBIX HUKE,

A-la A-lla A-llla

NZ ~

o N

N N
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rae JoMaHasl JMHUSA OOO03HAa4aeT TOYKY MPUCOEIUHEHHS K OCTAJbHOW YacTU COEIWHEHHs
dopmysl (II) (mpennoururensHo A npencrasisier codoii rpynmny A-la mm A-Illa); u

13 o
R’ BriOpan w3 rpynmsl, cocrosimel u3 xmnopa, -OH, -OMe, -OEt, -N(Me),, mopdomnunma,

MUNepuauHNIIA U MUPPOJIMANHUIIA.

Bonee mpenmouruTenbHO mMpoMexyTouHoe coenuHenue Gopmysbl (II) BeIOpaHO M3 TPYIIIHIL,
cocrosiweit n3 coemuuennst popmya (11-1), (II-1T), (II-II1), (I-1IV), (II-V), (II-VI), (II-VII), (II-
VII), (I-IX), (II-X), (II-XTI), (I1-XII), (I-XIID), (II-XIV), (I-XV), (I-XVI), (I-XVII), (II-
XVIID, (II-XIX), (II-XX), (II-XXI), (II-XXII), (II-XXIII) u (II-XXIV), npuBeIeHHBIX HITKe,



N
z | X
A N
(II-V)

HO

18

(-IV)

(I-X1)
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(11-XX11) (I-XX1V)
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Eme Oonee mpeamoutuTensHO mnpomexyTodHoe coenuHenune (opmyner (II) BeiOpano u3
rpymnmnsl, cocrosien u3 coenunenus gopmya (11-1), (II-1I), (II-11), (II-1V), (II-V), (I1I-VI), (1I-
VII), (I-VII), (I-IX), (I-X), (I-XI), (II-XID), (I-XII), (I-XIV), (I-XV) u (II-XVI),

MMPUBECACHHBIX HUKE,



N
z | X
A N
(II-V)

HO

21

(-IV)

(I-X1)



22

(o)
(0]
N
z | X
N
(11-X11ry (II-X1V)
Cl
0
z N X °
I
@
(II-XV) (-XV1)

Eme Oonee mpeamoutuTensHO mnpomexyTodHoe coenuHerne (opmyner (II) BeiOpano u3
rpymmel, cocrosmen u3 coenunerns Gopmya (11-1), (II-1I), (II-111), (II-1IV), (II-V), (II-VI), (1I-
5 VII), (II-VII), (II-IX) u (II-X), npuBEeAEHHBIX HIKE,



HO

23

(-IV)
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B HacrosimmeM w300peTeHMH  JOTMOJHUTEIBHO MPEAYCMATPUBAETCS  MPOMEXKYTOYHOE

coequHenune Gopmysl (IV):

15a
NN 14a
AR
av),
rae A mpeacraBisieT coOOH O-4IeHHBIH reTepoapul, BbIOPAHHBIA U3 TPYIIIBL, COCTOSIIEH W3

dopmyn A-I, A-I1, A-IIT, A-IV, A-V u A-VII, npuBeneHHbIX HUXKE,

~Rp R)p ”p ®p
A | &)
N
N KN XN SN
Al Al Al AV
Rp ®p
N N
N I
N x
AV AV

I7e JIOMaHasi JIMHUsST O0O3HAYaeT TOYKY MPUCOETUHEHUs] K OCTAJbHOW 4YacTH COCOMHEHHS
dopmyast (I), p 1 R® onpenenensr; u

R u R"™ mnesaBucumo BbGpambl u3 rpymmbl, cocrosimeii w3 C,-Ceamkmia, Ci-
Ceranorenankuna v (peHUNA, I

R 1 R" BmecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH MPHCOEINHEHEI, 00Pa3yoT 4-6-dIeHHO®
reTePOLMKINIbHOE KOJIbIIO, KOTOPOE HEOOs3aTeNbHO CONEPXKUT OOHH IOMOJHUTEIbHbIN

reTepoaToM, OTAEIbHO BLIOPAHHBIN U3 a30Ta, KUCIOPOAA U CEpPhL

IIpennoyTuTenbHO B MPOMEKYTOUHOM coearHeHuH Gopmysl (IV),
A mpencraByisier coOOl O-UJEHHBIH TreTepoapwil, BBIOPAHHBIA W3 TPYMIBI, COCTOSINEH H3

dopmyn A-Ia, A-Ila u A-Illa, mpuBeneHHBIX HUKE,
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25

< <
Ay “Sn
A-la A-lla A-llla

rae JoMaHasi JIMHUS OOO3HA4aeT TOYKY MPUCOEJUHEHHS K OCTAJbHOW YacTH COEIUHEHHsI
dopmysl (IV) (mpenmoututensHo A npencrasisier codoit rpynny A-Ia win A-111a); u

R 1 R" nesasucumo Bbibpanb! n3 Cp-Ceallkmia; win

14 15
R u R™* BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHM IPHCOEIMHEHBI, 00pa3yIoT 4-6-4JIeHHOE
reTEPOLIMKITHIBHOE KOJIBIIO, KOTOPOE HEOOS3aTENbHO CONEPKUT OAMH JOMONHUTENBHBIN aTOM
14a 15a
kuciopona (mpenmouyrurenbHo R u R BMecte ¢ aroMoM as3ora, K KOTOPOMY OHH

NPUCOEIMHEHBI, 00Pa3yT MOPGONMHIIIBHYIO, MTUNEPUANHIIIBHYIO WIN MAPPOIHAUHIIBHYIO

rpymmy).

bonee npennouturensHo coennnHeHue Gopmynbl (IV) BeIOpaHO M3 TPyMIbL, COCTOSIIEH U3
coepunenus popmyn (IV-I), (IV-II), (IV-1I), (IV-IV), AV-V), (IV-VI), AIV-VII), (IV-VIII) u

(IV-IX), npuBeneHHbIX HUKE,



(IV-IlTy

(\o
CT\/N\)

(IV-V)
r/N X D
N

(IV-VII)

o
Nij/\v'“\)

(IV-1%)

NéN \D

(V-

(IV-IV)

N A N\)
J

(V-VI)
)
r/ X
N
(V-VIl)

Eme 6onee npeanouturensHo coennaenue Gopmydsl (IV) BeIOpaHO M3 Tpymnmbl, COCTOSIIEH

u3 coequHenus popmyn (IV-I), (IV-1I), (IV-III), (IV-1IV), (IV-V) u (IV-VI), npuBeneHHbIX

HIKE,



27

/NY\/D Z X D
g
(IV-)) (IV-Iry
I
¢! |

(V-1 (IV-Iv) (\
S J
N N Né N

(V-V) (IV-VI)

B anprepHaTUBHOM BapuaHTE OCYIIECTBIEHHsS HACTOSIIErO H300PETEeHHs] COEIUHEHUE

dopmynsr (IV) mpencrasnser coboit coenunenue ¢popmyiel (IV-Ia), (IV-1la) wnu (IV-1Ila),

5 MIPUBEIECHHBIX HUXKE,
N x> N N N N [L
yZ W ~ NZ ~ r/ XN\
| | |
N X Naw
(IV-la) (IV-lia) (IV-lila)

B omHOM BapuaHTe OCYIIECTBICHHS HACTOSIIETO HM300PETEHHs IpPeayCMaTpHBAETCS
npumeHeHne coenunenus popmydel (VI) mis nonydenus coequaenus: popmysl (1),

10

A/CH3

(VI),

rae A OMNnpeaAcICH B JAHHOM NJOKYMCHTE.

15
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[IpenmodTurenpHO MpenyCMAaTPUBAETCS NpUMEHeHue coenuHeHust ¢opmynsl (VI) ms
nostyueHusi coenuHenus popmysl (1), roe

A BBIOpaH u3 rpymnmsl, cocrosmen u3z popmya A-la — A-Illa, mpuBeneHHBIX HIDKE,

Kl” " o

g \

Ay ' N
A-la A-lla A-llla

rac€ JiOMaHasi JIMHHA 0003HayaeT TOYKY HPUCOCOANHCHHA K OCTaJIbHOH YacTu COCAUHCHUA

dopmysl (VI).

bonee mpenmouTHTENBPHO TpenycMaTpHuBaeTCs NMpuUMeHeHue coenuHeHus (opmynbl (VI-I),

(VI-II) unu coenunenus popmyunsl (VI-1II), npuBeneHHbIX HIDKE,
\N)\ N§ KN
(VI-) (VHII) (VI-1II)
11 oJydeHus coenuHeHust popmydsl (I).

Eme Gonee mpeanoyYTUTENbHO MpeAycMaTpUBAeTCs puMeHenne coequnenus: Gopmyinsl (VI-

I)) unu coenunenus gopmynsl (VI-1I), npuBeneHHbIX HUXKE,

\N)\ NS
(VI-)) (V)

111 IOJy4eHus coenuHeHust Gopmydsl (I).

Coenunenust ¢popmyibl (VI) nmubo sBIAIOTCS M3BECTHBIMH B JIUTEpAType, JTUOO UX MOXKHO

MOJTy4YaTh ¢ MOMOIIBIO U3BECTHBIX U3 JIUTEPATyPhl CIOCOOOB.

B napyrom BapmaHTe OCYINECTBJIEHHS HACTOSIIEr0 H300pETEeHHsI IPeayCMaTpUBAETCS

npumeHeHue coenunenns popmydsl (II1) nis monyuenus coenunenus popmyast (1),
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N
H,NT Y

(1),

rae Y onpenesieH B JaHHOM JOKYMEHTE.
[IpennoytuTenbHO MpenycMaTpuBaeTcs npuMeHenune coenunenus Gopmye (I111), roe

Y npencrasisier coboit Bogopoa uiu rpymnmy Y-I, npuBeIeHHY0 HUXKE,

r7e JIOMaHasi JIMHUsI 00O3HAYaeT TOYKY MPUCOSIUHEHHUs] K OCTAJbHOW 4YacTH COEIMHEHHS
dopmysl (III); u

R' npexcrasisier co6oii BOXOPOX;

R* npexcrasisier co6oii BOXOPOX;

Q npencrasisier co6oit (CRPR™)y;

m pasHsieTcs 1

kaxpiii 13 R™ 1 R™ npencrasisier coGoii BOLopox;

Z Bbibpan u3 rpymmbr, cocrosmedi w3 —CN, -CH,OH, —-C(O)OR', u -S(0),OR"
(npenmnoururensro —CN, —C(O)OR" 1 -S(0),0R'"); u

R' BeiGpan w3 rpymmsi, cocrosmmeit u3 Bomopona u C,-Ceankmma (mpexmoururensHo R'
BBIOpAaH W3 TpPYNNbL, COCTOSIIEH W3 BOXOPOAA, METHJA, OTWA, H3OMponwia, 2,2-

OUMETHITIPOITNJIA U mpem-0yTua).

Bbonee mpeamodTUTENHEHO TpeAyCcMaTpPHBAaETCs HpuMeHeHue coenuHenus dopmyist (II1-I),

(III-1T), (II-11D), (II-1V) unu (ITI-V), npuBeneHHbIX HILKE,



10

15

30

H
NH N
HN" H,NT " CN

(II-y (-1

H
N OH
g N 0]
H,N \/\n/ HNT \/\n/
o o)
(111 (I-Iv)

N 0

o’ Yo

(I-V)

111 IOJy4eHus coenuHeHust Gpopmydsl (1).

B napyrom BapmaHTe OCYINECTBJICHHS HACTOSIIEr0 W300pETeHUs NPEayCMaTpPUBAETCS

npumeHeHne coenuHerus ¢opmynsl (IV-b) (wnm ero comm) ansg NodydeHUs COENUHEHHS

A/ﬁ
14b

OR
(IV-b),

rae A ompeneineH B JAHHOM JOKyMeHTe, U R

bopmyser (D),

14 .
® npencrasnser coGoit Bomopox mmu Ci-

Ceakuir.

[IpenmodTuTeIpHO MPEAyCMATPUBAETCS IPUMEHEHNEe coenrHenust popmybl (IV-b) (wnu ero
COJIM) JIs1 ToNTyueHust coenuHenust popmysl (1), roe
A BbIOpaH u3 rpynmsl, cocrosimeii u3 ¢popmynsl A-la — A-Illa (mpennoururensao A-la wmn

A-IlIa), mpuBENEHHBIX HUXKE,

0, Q, ¢
\N)yf k N%N

N

A-la Aclla A-llla
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I7ie JIOMaHasi JIMHUsSI O0O3HAYaeT TOYKY MPUCOSTUHEHUs] K OCTAJbHOW YacTH COCIMHEHHS
dopmysl (IV-b); u

14 “
R"" npencrasisier coGoii Boxopox.

5 Bonee mpeanoyTHTENbHO HpenycMaTpUBaeTCs NpUMeHeHue coenuHeHust ¢popmyinsl (IV-Ib),
(Iv-1Ib), (IV-1Ib), (IV-IVb), (IV-Vb), (IV-VIb), (IV-VIIb), (IV-VIIIb) mm (IV-IXb),

MPUBCACHHBIX HUXE,

o
Na* e
(IV-liib)

K'-o

(IV-\Vb) (IV-Vb) (IV-VIb)
NZ |

N

T
HO
(V-Vlib) (V-VliIb) (IV-1Xb)
10 IUTs TToNTydeHust coenuuenust popmyisr (I).

Eme Oonee mpeanoYTHTENbHO NMPEAyCMAaTPUBAETCS IPUMEHEeHHe coequaenHus Gpopmyunsl (IV-

Ib), (IV-1Ib), (IV-IIIb), (IV-IVb), (IV-Vb) unu (IV-VIb), npuBeneHHbIX HITKE,
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(IV-Vb) (IV-Vlb)
11 IOJydeHus coenuHeHust popmydsl (I).

B npyrom BapuaHTe OCYIIECTBIEHHS HACTOSIIETO W300pPETeHUs] MpeayCMaTpUBAETCs

npumeHeHue coenunenus popmydbl (IV-c) nnst monyuenus coenunenus popmysi (1),

A

(IV-c),

A

rae A OMNpPEACIICH B JAHHOM JOKYMECHTE.

[IpenmodTurenpHO TpPEAyCMATPUBAETCS NpUMeHeHue coenuHenust ¢dopmynbl (IV-¢) nmns
nostyueHus: coenuHenus popmysl (1), roe

A BBIOpaH U3 rpymmsl, cocrosmer us popmya A-la — A-Illa, mpuBeneHHBIX HITKE,
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S N
Ay S "
A-la A-lla A-llla

rac JoMaHas JIUHHA 0003Havaer TOYKY MNPUCOCOUHEHUSA K OCTaJIbHOH YaCTH COEOUHEHUS

dopmysl (IV-c).

5 Bbonee mpennmoyTHTENBHO MpEoyCMAaTPUBAETCS NMpUMEHeHUe coeawHeHust dopmyisl (IV-Ic)

w (IV-Ilc), npuBeneHHbIX HUXE,

g (]
N
AN AN
(IV-Ic) (IV-Iic)
10 B nHacrosimem n300peTeHN HOMOMHUTENBHO MPEAyCMATPUBAETCS CITOCO0, COOTBETCTBYFOIIHIA

yKa3aHHOMY BbIle, r1e coenuHenue Gopmydel (II) monyuaror myrem

OCYIECTBJIEHHsI peakuuu coequHeHus Gpopmysl (IV):

15
Ra

|
N
A/\/ R
15 (IV),

14 15
rae A, R u R onpenenensl B JaHHOM TOKyMEHTE,;

¢ coenuHeHUEM Gopmyibl (V):

13a
OH
R130
20 V),
rae kaxmoiii 13 R 1 R"Y nesasucnmo BBIOpaH U3 IPYIIBL, COCTOSINEH U3 rajoreHa, -OR" u

-NR'""R" (IpenmoYTUTENbHO KaXIbIH 13 R"™ u R uesasucumo BBIOpaH W3 TPYIIIBI,
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. 13 13
cocrosimeii u3 -OH, mMopdonuHMIA, MUMepHANHENA ¥ mEppomHanHmna), win R u R
BMECTE MPeACTaBILA0T codoit =0;

14 pls 16
rane R, R u R onpenenexsl B JaHHOM TOKYMEHTE, C NOJYYEHUEM COCTUHEHHs (OPMYJIbI

(ID):

(D,

13
rae AuR OMnpeaAcCICHbI B JAHHOM JOKYMCHTC.

B Hacrosimmem u300peTeHUM TAaKKe OMOJIHUTEIBbHO TPEAyCMAaTPUBAETCS CHOCO0, Trre

coenunenue popmyiel (IV) nmonyyarot myrem

OCyIIeCTBIIeHHsI peakuuu coequHeHus Gopmyst (VI):

A/CH3

(VI),

rae A ornpeneseH B JaHHOM JOKyMeHTe, ¢ coenuHeHueM ¢gopmyiist (VII):

22
R

~o
R23 J\R24

(VID),
roe R** mpencrasmsier co6oit C1-Cealtku (IPeInouTHTENbHO METIIL),
R” u R™ mesaBucumo BbiOpansl u3 rpymmbl, cocrosimeii n3 Ci-Ceamkoxen n -NRZR*
(mpenmouturensHo MeTokcH U N(Me),);
R” 1 R* HesaBucumo biGpansl u3 C,-CealKia; wim
R” u R™ BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH MPHCOEIUHEHDI, 00pasyroT 4-6-uIeHHO®

FETCPOLUKIIUIIBHOE KOJIbLIO, KOTOPOC HE00s3aTEIBLHO COACPKUT OAUH JIOTIOJTHUTEJIbHBIN

reTepoaToM, OTAEIbHO BEIOPAHHBIN U3 a30Ta, KUCJIOPOAA U CEPHL,

u coenuHeHneM Gpopmysl (VIII):
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156a

HN\R14a

(VIIL),

¢ mojiy4eHreM coenuHeHus: popmyJinl (IV):

14 15
rne A, R"™ u R onpenenensl B JaHHOM TOKyMEHTE.

15a
R

|
N
A/\/ R4

av),

Ha cxeme 1, mpuBeneHHOW Huxke, Ooyiee MOAPOOHO OMMCAHBI PEAKIUU TIO HACTOSIIEMY

n3obperenmo. OnpeneneHns 3aMeCTUTENEH ONpeesieHbl B JAHHOM JJOKYMEHTE.

Cxema 1.

A-CHs

v

0O
22
R
\O R1 3a
)\ o
13b
R23 R24 R1 5a R
Vi hIl V)
—_— —_—
oa A/\/ R4 i
| ) ®
HN.
\R14a
(VI

(@)

Cranus (a). DopMUIUpoOBaHUE

Coenunenus ¢popmyibl (IV) MOXKHO MONydaTh MyTeM OCYIIECTBJIEHUS PEAKIUN COSAMHEHUS

dopmysl (VI),

A/CH3

(VI),

rae A ornpenesieH B JaHHOM JOKyMeHTe, ¢ coenuHenuem ¢gopmyiisl (VII):
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22
R
o

R2 )\R24

(VID),

rre R R” u R* ONpEeNesIeHbl B JAHHOM JOKYMEHTE,

u coenuHerueM ¢opmysl (VIII):

15a

I
HN
\R14a

(VIID),

14 15
rne R™ u R onpenenensl B JaHHOM JTOKYMEHTE;

¢ mojy4eHneM coenuHeHus: popmyisl (IV):

15a
R

|
A/\/N\Rﬂa
(Iv),

14 15
e A, R"™ u R onpenenensl B JaHHOM TOKyMEHTE.

Kak mnpaBuno, crnoco0, onmcaHHbli Ha craauud (a), OCYLIECTBISIOT B HPUCYTCTBUH
KaTaJUTUYECKOTO KOJMYECTBA KHUCIIOTHI MM KATAIUTHYECKOW CMECH KHUCIIOT, TaKHX Kak 0e3
OrpaHUYEHUs TPU(PTOPYKCYCHASI KHCIIOTa, YKCYCHAsl KUCJIOTa, OEH30MHAsL KUCIIOTA, TUBAJIEBAsT
KHCJIOTA, MPOIMUOHOBAsE KUCJIOTA, OyTHiIMpoBaHHbIA runpokcutonyon (BHT), 2,6-nu-mpem-
OyTrndeHom, 2,4,6-tpu-mpem-0oyTrngeHo, METaHCYJIb(POHOBAs KHCJIOTA,
XJIOPUCTOBOIOPOIHASI KUCJIOTA WU cepHasl kucjora. [IpennodrurenpHo cramuro (a) crocoda
OCYLIECTBIISIFOT B TMPHUCYTCTBUU KHCJIOTHI C HEAJKWINPYEMbIM aHHOHOM, TakUM Kak 0e3
orpaHuueHust OytwimpoBaHHbIA ruzapokcutonyon (BHT), 2,6-nu-mpem-Oytundenon wmm
2,4,6-tpu-mpem-0yTrng eHo.

KonudecTBo kucnoThl, kKak mnpasmio, cocrasisier ot 0,05 mo 40 mon. % (B mepecyere Ha

coequnenue Gopmysl (VI)), mpennoururensao ot 0,1 1o 20 mon. %.

Crioco0, onmcaHHBIN Ha cTaauH (a), MOXKHO OCYIIECTBIISITh IIPU OTCYTCTBUU PACTBOPHUTEIIS,

Hjin B pPacTBOpPUTEIIC, UK B CMECU paCTBOpHTeHefI, Takux Kak Oe3 OrpaHHU4YCHUA
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teTparuapodypan, 2-meTunrerparuapodypaH, TUITUIOBBIH 3Gup, mpen-O0yTUIMETUIOBBINA
abup, mpem-aMUIMETWIOBBIA 3(QUp, LHUKIONMEHTHJIMETHIOBBIM 3(QUp, AMMETOKCUMETaH,
IVSTOKCHMETAH, JUIPONOKCUMETaH, 1,3-AMOKCONaH, STWIALEeTaT, AUMETHIKapOOHar,
OUXJIOpMETaH,  auxjopstaH, N, N-numerwndopmamun, N N-numerunaneramun, — N-
metmnupponunodn (NMP), aneroHuTpus, NpONMUOHUTPHI, OYTUPOHUTPWUI, OEH3OHHTPHII,

Tonyos, 1,4-1HOKCaH WK CyJb(OoaH.

JlaHHYIO CTaguI0 MOXKHO OCYyIIeCTBIATH Tmpu Temmeparype ot 0°C mo 230°C,

npennoututesibHo oT 150°C no 230°C, 6onee npennourutenbHo ot 180°C mo 220°C.

B napyrom BapuaHTe OCYINECTBJICHHs [AAHHYIO CTaAUK) MOXKHO OCYINECTBJIATH IIPU

temnepatype ot 50°C no 110°C.

Crnenmanmucty B JaHHOW OOJAacTH TEXHUKH OyleT MOHSATHO, YTO HENPOpearHpOBaBIIHIA
ucxonHeli Marepuan, coenunenue gopmyner (VI), (VII) mmu (VIII), MOKXHO H3BIEKaTh H

MPUMECHATDb MOBTOPHO.

[IpenmodrurenpbHO MAHHYK CTAAMIO MPOBOAST B 3aKPhITOM cocyne (Hampumep, Oe3

OrpaHUYEHUS B ABTOKJIABE).

ITpeanouTHTENbHO AAHHYIO CTAAMIO MPOBOAAT C HEMPEPHIBHBIM yJasleHHeM (Hampumep, 0e3
OrPAaHMYEHUS] TIOCPENCTBOM (DPAKIIMOHHOM IEPeroHKH IOJ MAABJICHHEM) IOOOUYHBIX
NPONYKTOB (HAampHMep, MeTaHOJa W/WIM STaHojJa). bojiee mNpennouTHTENbHO, €CIH
coequnenue ¢opmynbl (VII) mpencrapnser cobol TpUMETHI-OPTOHOPMHUAT WU TPUITUII-
opToOpMHAT, TO PEAKLHIO NPOBOISIT C HENPEPHIBHBIM VAAJCHHEM MeETaHoNa (eCiu
NPUMEHSIOT ~ TPUMETHJI-OpTOQOpPMHAT) WM  3TaHoNa (€CIM  TPUMEHSIOT — TPUITHII-

oprodopmuar).

Cranus (b). Ob6pasosanue gypaHona

Coenunnenust popmyner (II) MOKHO TONydaTh MyTeM OCYIIECTBIICHUS PEAKLUU COSIHHEHUS

dopmysl (IV):
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I?15a
N
AT NRMe
V),
rae A, R™ u R onpenenens! B TaHHOM TOKyMeHTe, ¢ coenunerueM Gopmyisi (V),
0
R133
OH
R13b
V),
. 13a 13b
rae xkaxabii u3 R°* u R’ ompenened B JaHHOM JOKYMEHTE, C MOIyYEHHEM COEIMHEHMUS
¢dopmysr (11):
R'3
(0]
O
=
A
(1),

13
rae AuR OnpeaciCHbl B TaHHOM JOKYMCHTC.

Kak npaBuio, cnocod, onucanneiii Ha ctaguu (b), OCyIECTBISIIOT B MPUCYTCTBUU KUCIOTHI
WIN CMeCH KHUCJIOT, TaKHX KakK XJIOPHUCTOBOAOPOJAHAs KHCJIOTA, CepHas KHCJIOTa,
XJIOPYKCYCHasl KHCJIOTa, TPHUXJIOPYKCYCHasi KHCJIOTA, IPOMHOHOBAs KHUCIOTA, YKCYCHas
KUCJIOTA, YKCYCHBIM aHTHIPHI, MypPaBbHHAs KUCJIOTA, H-OyTaHOBAsl KHUCJIOTA, H-TIEHTAHOBAs
KUCJIOTA, H-TEKCAHOBAas KHCJIOTAa M MPOMHOHOBBIA aHTUAPUA. bosee NpennoYTHTENbHO
cranuio (b) cocoba OCYLIECTBISIOT B MPUCYTCTBUU YKCYCHOM KUCJIOTBI W/WJIM MypPaBbHHOMN

KHCJIOTHI.

Kax mpaBuiio, coco®, onucaHHblii Ha craguu (b), OCYIIECTBISIOT B PAaCTBOPHUTENE, WIH B
CMECH pacTBOpUTENEH, TaknX Kak Oe3 OrpaHWYeHHs] BOAA, ALETOHUTPUJI, MPOMUOHUTPUIL,
METAHOJI, U30aMUJIOBBIM CIUPT, U30MPOMAHOJ, TPeT-OyTaHON, TPET-aMIUIOBbIA crupT, NN, N-
numetmwipopmamun, N, N-mumerwnaueramuna, N-metunnupponuaoH (NMP), ykcycHas

KHCJIOTAa U IPOMMHUOHOBAs KHUCJIOTA.
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JIaHHYIO CTaguI0 PEeakLUd MOKHO OCYLIECTBJIATH Ipu Temreparype ot —78°C nmo 120°C,

npennoututensHo oT —20°C no 60°C. bonee npeanourutensHo ot —10°C no 30°C.

Cranus (c). Paciupenue nukia

Coenunenue ¢opmyibl (I) MOKHO MONyYaTh MyTEM OCYLIECTBICHUS PEAKLMU COCIMHEHUS

dopmysl (11):

(D,

rae A u R onpenenenst B nanHOM H0KyMeHTe, ¢ coequHennem dopmys (II1),

N
H.NT Y

(11D,

rae Y omnpenesieH B JaHHOM JOKYMEHTE, ¢ ToJlyueHueM coequHeHus popmysl (I):

A (@]
=z
\N/ N\Y
(D,

rae AnyY ONpEACIICHBI B JaHHOM JOKYMCHTE.

Kak mpaBmio, B TaHHOM crioco0e CTaauio (C) OCYLIECTBISIOT B MPHUCYTCTBUU KUCJIOTHI HITH
CMECH KHCJIOT, TaKHX KaK XJIOPUCTOBOAOPOMHAs KHUCJIOTA, CEpPHAsl KUCIJOTA, XJIOPYKCyCHas
KUCJIOTA, TPUXJIOPYKCYCHAsE KUCJIOTA, MPOMHOHOBAS KUCJIOTA, YKCYCHAsl KUCJIOTA, YKCYCHBIN
AHTUAPpUA, MypaBbHUHAsA KHCJIOTA, H-6YTaHOBa$[ KUCJIOTa, H-IICHTAHOBAasA KHUCJIOTA, H-
reKCaHoOBasi KHUCJIOTAa W TPONMUOHOBBIM aHruapupn. bosee mpenmodrurenbHO craauio (C)
croco0a OCYIIECTBJISIIOT B TPHCYTCTBUM YKCYCHOM KHCJIOTBI W/WIN TPUPTOPYKCYCHOM

KHCJIOTHI.
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Kak npaBuio, crnocod, onucaHHbIl Ha cTaguu (C), OCYLIECTBISIIOT B PACTBOPUTENE, WIH B
CMECH pacTBOpHTENEH, Takux Kak Oe3 orpanHuueHust cnuptel (Takue kak MeOH, iPrOH,
EtOH, BuOH, tBuOH, TPEeT-aMUJIOBbIN CIIHPT), Terparuapodypas, 2-
MeTmiTeTparuapodypas, IOUSTWIOBBIA 3dup, mpem-OyTUNMETUIOBBI 3dup, mpem-
AMUJIMETHJIOBBIA 3(Up, UKJIONEHTUIMETHIIOBBIH ()P, TUMETOKCHMETaH, THITOKCUMETAH,
OWMPONOKCUMETaH,  1,3-AMOKCONaH, 9STWJIALETAaT, JUMETHIKApOOHAT, JAMXJIOPMETaH,
auxjopatan, N, N-mumerundopmamun, N, N-numerunaneramun, N-MeTUITHPPOIUIOH
(NMP), aueroHUTpws, NPONMUOHUTPHI, OYTUPOHHUTPHWJ, OeH30HuUTpwI, |,4-THOKCaH,
cynbdonaH, YKCyCHasi KHCIOTa M TIPONMHUOHOBAsl KHCJOTAa. lIpeAamodruTensHO Crocol,
OIMCAHHBII Ha CTaguM (C), OCYINECTBIIIOT B PACTBOPUTENIC WJIM B CMECH PACTBOPUTEINEH,
BBIOpaHHBIX W3 rpymmbl, cocrosimedr 3 MeOH, iPrOH, EtOH, BuOH, tBuOH u Tper-

AMHAJIOBOI'O CIiupTa.

JlaHHYIO CTaAMIO peakluu MOXKHO OCYIIECTBJIATh npu Temneparype ot —78°C nmo 120°C,

npeanoututensHo oT —20°C no 80°C. bonee npennourutensHo oT —10°C no 60°C.

Crnenpanucty B JaHHOW OONAcTH TEXHHKH OyAeT MOHATHO, YTO TeMIleparypa crocoda B
COOTBETCTBUM C HACTOSALIMM M300pETEHHEM MOXKET BapbUPOBAThCS HA KaXIOHM U3 cTanuil (a),
(b) u (c). Kpome Toro, naHHas BapuaOesbHOCTh TEMIIEPATYPbI TAKXKE MOXKET OTPaXKaTh BBIOOP

MPUMEHAEMOT'O PAaCTBOPUTEIIA.

IIpeamouTuTenbHO C€roco0 IO HACTOAIIEMY HM300PETEHHI0 OCYLIECTBISIOT B HHEPTHOH

aTMocdepe, Takol kak aTMocepa a30Ta UK aproHa.

Ha cxeme 2, mpuBeneHHOW HU)KE, MOKa3aHA JONOJHUTENbHAs cranus (d) aJKHIupOBaHMS,
KOTOPYIO MOKHO OCYIIECTBJISATh, eciii B coequnennn Gopmyisl (I) Y mpencrasnser coboi

BOJIOPOI.
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Cxema 2.
fiy O A O
= =
S S
(d} R)(Rz
|_| 1a
M 6 a R (11
R‘I Z Z
B 0?7 )

Cranus (d). AnkujinpoBaHue

Coenunenust popmybl (I-1I) MOKHO MONyYaTh MyTEM OCYLIECTBICHHS PEAKLUHU COSTHHEHHS
dopmysl (I-1):

A O
=

\N/NH

(I-I),
rae A ompeneneH B JAaHHOM JOKyMeHTe i coenuHeHust ¢opmyibl (I), ¢ moaxomsmum

ANKIJTUPYIOLIUM CPEACTBOM C TostydeHueM coenrHenust popmydsr (I-11):

A 0o
z

& N Q

N/><\z
1 2

R R
(I-1D),

rae A, R', R?, Q u Z onpeneneHsl B JaHHOM JOKyMeHTe [yist coenunenuii Gopmyst (I).

Kak mpaBuio, B maHHOM croco0e IO HACTOsIIEMY H300PETEHHI0 TaKHe TOAXOSIINE
ANKUJIPYIOLIHE CPENCTBA MOTYT COAEPKATh MOIXOASIIYIO YXOMSIIYIO Ipynmny (COearnHEeHUs
dbopmyel (IX)), HanpuMep, OHU MOTYT BKJIFOYATh O3 OrpaHHueHUs OPOMYKCYCHYIO KUCIIOTY,
mMetuiaOpomanerar, 3-OpOMIPONHMOHOBYKO  KHCIOTY,  METWUI-3-OpOoMIpomnmHuoHar,  2-
OpomaTaHCyb(OHAT HATPUS, 2,2-TAMEeTHIITIPOITHII-2-
(TpudTopMeTmICcy IbHOHMITOKCH )3 TaHCYIb(oHAT, 2-OpoM-N-merancynboHunaneramun, 3-
OpoM-N-MeTaHCY b OHWINPONaHAMUL | 3-XJIOp-2,2-AMMETHINPONAHOBY KUCIOTy. B

Ka4eCTBE€ aAJIbTCPHATUBBI, AJIKUJIHUpYyHOMEC CpEeACTBO, INPUMEHIACMOE B crmocobe 1o
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HACTOSLIEMY H300PETeHHIO, MOXET MPENCTaBIsITh COOOH COOTBETCTBYIOLIMM O0pasoM
AKTUBHUPOBAHHBIN 3JIEKTPOPIIbHBIN ajkeH (coemuHeHust ¢opmynbl (X)), Hampumep, OHO
MOKET BKJIIOYaTh 0O€3 OrpaHUYeHHs] AKPUJIOBYKO KHUCJOTY, METaKpPWIOBYIO KHUCIOTY,
AKPWJIOHUTPUJI, KPOTOHOBYIO KHCIOTY, 3,3-TUMETHJIAKPUJIOBYIO KHUCJIOTY, METHJIAKPUJIAT,
STUJIAKPUJIAT, mpem-0y TUNAKPHUIIAT, STEHCYJIb(HOHOBYIO KUCJIOTY,

U30MPONUIBTHIEHCYIb()OHAT U 2,2-AMMEeTHIIPONIIS TEHCY Ib(OHAT.

[IpennoyTuTenbHO MOOXOASINEe ANKIJIUPYIOIEe CPEeNCTBO MNpPEACTaBisieT coOoi  nbo

coenunenue popmyel (IX), mudo coenmuenne Gopmysl (X),

R1a
6. Q. o
é:xgz z
2
(1%} %}
rae R',R* R" Q u Z onpenenexs! B nanHoM n0KyMeHTe a71st coenunenuii opmyst (I), u LG
NPEACTaBIsIET COOOH MOIXOAAIIYI0 YXOAALYIO0 rpymnmny (MPeArnodTUTENBHO XJI0p, OpOM HIH

TpudTOpMETAHCYIBPOHAT).

bonee mnpennodTUTENbHO NOAXONAINEE AJKWIMPYIOIIEE CPEACTBO MPENCTABISAET COOOMH

coenunenue popmysl (X),

R° (0

rae, R', R?, R' 1 Z onpenenens Beime st coenunennii dopmyasr (I).

Eme Oonee mpeAnouTHTENFHO MOAXOSIIEE ANKUINPYIOIee CPEACTBO BBIOPAHO U3 IPYIIIB,

COCTOSIIIEH U3 aKPIJIOHUTPIIIA, 3TUJIAKPUIIATA U mpem-Oy THIIaKpUIaTa.

Kax npasuio, cranuio (d) manHOro crocoda OCyIIEeCTRISIOT B MIPUCYTCTBUH OCHOBAHHUSI HITH
CMECH OCHOBAHHH, TaKMX Kak KapOOHaT Kauus, KapOOHAT HaTpHsi, TUAPOKCHI KaJlus,
TUAPOKCUI HATPHs, TPUSTWIAMUH, TPUIIPONIIAMHUH, TPUOYTUIAMUH, NUPHAWH. bornee

MPeanouTUTENbHO cTanuio (d) crocoba OCyIEecTBISIIOT B MPUCYTCTBUM KapOoHATA KaJHs.
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Kax mpaBusio, cranuio (d) maHHoro crmoco0a OCYIIECTBJSIFOT B MPUCYTCTBUM KaTaJIH3aTopa
(dasoBoro  mepeHoca, TAaKOro Kak  XJOPUA  TPHUKAMPUIMETHIAMMOHUS,  OpoMua
OeH3UNTPUOY TUIIAMMOHHS, XJIOpUZ OeH3UNTPUOY THIIAMMOHHS, Opomun
OeH3UNTPUI TUIIAMMOHHS, XJIOPHL OEH3UNTPUITUIAMMOHHS, XJIOPH

OeH3UNITPUMETUIAMMOHHMS, OpPOMMI LETHINMUPHIANHUS, XJIOPHI LETHIIMHPUAUHUSA, OpOMUA

HETUITPUMETUIIAMMOHUS, XJIopun JUACTUIIANMETUIIaAMMOHMUSA, XJIopung
AUMCTUIAUCTCAPUTIAMMOHUA, 6pOMI/II[ AOACTUNITPUMETHIIAMMOHMA, XJIopung
AOACTTUIITPUMETHIIAMMOHUNS, XJIOpUng FreKCaACIUITPUMETUIIAMMOHUA, XJIopung
MeTI/IJ'ITpI/I6YTI/I.HaMMOHI/I$I, XJIOpHUa MCTUJITPHUKAIIPUITUIIAMMOHUA, XJIopung

METUITPUOKTUIAMMOHHUS, XJIOpUA (HEHUITPUMETHIAMMOHUS, OpoMHA TeTpaOyTHIAMMOHUS,
XJIOpUL TeTpabyTHIIAMMOHHUS, bTopun TeTpabyTHIAMMOHHUS, ruapocybdar
TeTpaby THIIAMMOHWSI, THAPOKCUI TETPa0yTHIIAMMOHUS, HOMUA TETPaOyTHIaMMOHUs, OpoMua
TETPA3TUIIAMMOHHMS, XJIOPHI TETPASTHIIAMMOHUS, TUAPOKCHI TETPASTHIAMMOHUS, OpoMHI
TETPAMETUIIAMMOHHMS, XJIOPUI TETPAMETUIAMMOHHMSA, OPOMUJ TETPAOKTHIIAMMOHUS, OpoMun
TETPANPONMIAMMOHHS, TUAPOKCH] TETPANPOMIIAMMOHUS, XJIOPUA TPUITHIOCH3MIAMMOHHUSL.
IIpenmoururensHo craguio  (d) cmocoba OCYIIECTBISIOT B MPUCYTCTBUH  XJIOPUIA
TPYITHIIOCH3UIIAMMOHHS, Opomuna OEH3UNTPUITUIIAMMOHHS WIH Opomuna

TeTpaby TUIIAMMOHHS.

Kak mpasmiio, cnoco0, onmucanHblii Ha craguu (d), OCYLIECTBISIOT IMyTeM MepeMeLIHBaAHUS
coenuHenust popmyasl (I-I) ¢ amkmmmpyromum cpeacrsom dopmyast (IX) nwmm (X) B
pacTBOpPUTENE WM B CMECH PACTBOPHTENEH, TAKUX KaK alleTOH, NUXJIOPMETaH, JUXJIOPITaH,
N,N-npumetunpopmaMu, aueTOHUTPWI, TeTparunpodypan, 2-merunrerparuapodypan, 1,4-

IMOKCaH, BOJIA, YKCYCHAs KUCJIOTA WK TPUPTOPYKCYCHAST KUCIIOTA.

Peaxmuro MOxxHO ocyiiecTBiATh npu Temmeparype oT —78 C no 150 C, npeanodtuTensHo OT

20°C no 100°C.

B mpeamodtuTenbHOM BapuUaHTE OCYIIECTBIEHHUS HACTOSIIETO H300pETEeHHs] COCTUHEHUE
dopmysl (I) (koTopoe MoxkeT ObITh M300paskeHO Kak coenuHeHne dopmydsl (I-I) wmu (I-11))
JOTOJIHUTEIBHO MPEBPAINAOT (HApUMep MOCPEACTBOM CYJIb(pypH3aLuy, AecynbdypH3annu,
TUApPONIN3a W/HIN CONEBOro OOMeHa, Kak IOKa3aHO Ha cXeMme 3, NMpPUBENEHHOI HUXe) C
NOJIy4€HHEM arpOHOMHUYECKH npuemieMoii conu Gopmyisl (Ia) wmu nBuTTep-noHa GOpMyJIbI

(Ib):
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k
A | o A | o
N, G N
":-rf“ "\-Zz HITH ,',/-', S
N R1><R.z N R1><R2
_ -
(Ta) (Ib),

1 . . )
rae Y mpenctarBisier coOOH arpOHOMHYECKH MPUEMIIEMbIH aHUOH, W | U k mpeacTaBisitoT
. 1
co0OH wLenble Yucia, KOTOpble MOTYT ObITh BbIOpaHbl U3 1, 2 uinu 3 (MpeanoyYTuTensHo Y
o 1

npencrasisier coboii Cl , u J u k paBusrores 1), u A, R, R*u Q ompeaeseHbl B TaHHOM
2 o .

nokymente, u Z~ mpexncrasisier coboit -C(O)OH wmm -S(0),0OH (cnenwanuct B IaHHOM

061aCTH TEXHUKH MofimMeT, uto Z” mpexncrasisier co6oii -C(0)0™ wmu -S(0),07).

bonee mnpennoututensHo coemuHeHue ¢Gopmysbl (I) IOMOTHUTENHPHO MPEBPAINAIOT C

nosiyueHueM coenuHerus Gopmysl (1a):

AN
N .Q
N4><\z2
RY “R?

(),

1 o . .
rae Y mnpencrtamiseT coOO arpOHOMHYECKH MPUEMIIEMBbIH aHUOH, W | U k mpeacTaBistoT

coGOIi Iiemble 9HCIa, KOTOPbIE MOTYT OBITh BBIOpaHB! U3 1, 2 mmm 3 (IpexnodTHTensHo Y
o 1 2
npencrasisier coboit Cl , u j u k paBustores 1), u A, R°, R® u Q omnpeneneHsl B JaHHOM

nokyMeHTe, u Z” npexcrasisier coboii -C(O)OH.

1 .

IMpenmoururensHo B coequHeHnu Gopmyiel (Ia) Y mnpencrasusier coboil xymopua, Opomun,

Honun, ruapokcun, OukapOoHaT, aleTar, TpuQTopaLeTar, MeTUICYIb(aT, TO3UIAT, OEH30aT U
. 1

Hutpat, rae ] u k paBustorcs 1. bonee nmpeanourutensHo B coenuneHun Gopmysl (Ia) Y

npexncrasisiet coboit Cl |, uj u k paBusroTest 1.

Ha cxeme 3, mpuBeneHHON HUXKe, MMOKA3aHO, Kak coenuHeHue Gopmyisl (I) momoaHUTENHHO

npeBpamaroT B coenunenue ¢popmyusl (Ia) nmm (Ib).
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Cxema 3.
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i
(12 b}
5 Cranus (e). Cynsdypusanus

Coenunnenne ¢opmyiibl (XI) MOXKHO TOJydaTh MyTEM OCYIIECTBIIEHUS] PEAKIIMH COSIHHEHUS

dopmynst (I-1I):

10 R R
(L-1I),
rne A, R, R, QuZ ompeneNieHbl B JAHHOM JIOKYMEHTE, C CYJIb(PYPUPYIOIINM CPECTBOM C

nosyueHueM coenuHenust Gopmyibl (XI):

A S
~
N N Q
N~ 1>< 2\2
15 R R
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Kax mpaswmiio, Ha ctaanu (€) TaHHOTO CIOCO0a MPUMEPhI TAKUX CYJIb(YPUPYIOLINX CPEICTB
BKJIIOYAIOT Oe3 orpanmueHusi nenracyibdun ¢ochopa (P,Ss) u pearent JlaBeccona (2,4-
ouc(4-merokcudennn)-2,4-qurnokco-1,3,2, 4-nutnagudocheran). IIpennoururensHO

cynbdypupyroliee CpeacTBoO mpeacTassieT codoit nenracynbdun Gocdopa.
Kak mpaBuiio, cnoco0d, onucaHHbIN Ha CTaAMU (€), OCYINECTBIISIOT MyTeM MepeMeIlnBaHUsI
coenunenust popmyinl (I-1I) ¢ cynpdypupyromum CpeacTBOM B PaCTBOPHUTENE UM B CMECH

pPacTBOPUTENEH, TAKMX KaK XJIOPOESH30JI WA IHPUIHH.

Peaxmuro MoxHO ocyiecTBisATh npu Temmneparype oT 20°C go 150°C, npeanoyTuTensHo OT

60°C no 120°C.

[IpenmoururenpHO cTamuio (¢) crmocoda MO HACTOSIIEMY H300PETEHUIO0 OCYIIECTBIISIOT B

MHEPTHOH aTMocdepe, Takoil kak aTMocdepa a3oTa UM aproHa.

Cranus (f). Jecyabdypusanus

Coenunenus Gpopmynsl (XII):

A N "] Hso,-
| .
N Q
o

(XID),

1 p2
rne A, R, R°, Q u Z onpenenens! Bbillie, MOKHO TMOJIyYaTh IyTEM OCYIIECTBJICHHUS PEAKIIUU

coenuneHust popmyisl (XI):

A s
/
\N/N><Q\Z
RV “R?
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roe A, R', R>, Q u Z onpenenens! Bbime s coemuaernst Gopmyist (I), B MOIXOISIIEi
pPEaKLMOHHON cpene, coaepkalled CpencTBo sl JAeCYIb(pypH3alud, C TOJy4YeHUEM

coeauneHus popmyel (XII).

Crammo (f) cmocoba, kak NMpaBUIIO, OCYINECTBIISIIOT B TOAXOASALIEH PEAKIMOHHOW Cpene,
KOTOpast MOXKET MPEACTaBJIATh COOOH PacTBOPHUTENb, KOTOPBIH, B MPHUHLMIE, NPEACTABISIET
co0o#i 1000 PacTBOPUTEIb WIIH CMECH PACTBOPHUTENICH, KOTOPBIE SIBJISIFOTCS HHEPTHBIMH TIPH

YCJIOBUAX PCAKIIHU.

Craguro (f) cmocoba, kak TPaBHJIO, OCYIIECTBIISIOT B PACTBOPHUTENE WM B CMeECU
pacTBopuTeneli, Takux Kak Oe3 OrpaHWYeHHs, HampuMep, BOAA, ALETOHUTPUI,
NponaHHUTPII, popmamun, numeruiapopmamua, N-MeTUIPOpMaMua, TUMETHICYIb(POKCH],
N-metwmmupponunod  (NMP),  aumerwnaneramun, — 1,3-IuMeTHI-2-MMHUIA30IHIAHOH,
cyabdonan, N-OytwimupponunoH (NBP), N-okTHImuppoauaoH, IUKIOTeKCaH, MEHTaH, 2-
METHJIIIEHTaH, H-T€KCAH, W300KTaH, METHJIIUKIONEeKCaH, TenTaH, MEeTUJIIHKIONEHTAaH,
MEeTPOJICHHBbIN 3(Up, LUC-NEeKaNH, H-OKTaH, HOHAH, IEKaH, JIMMOHEH, TPU(PTOPTOIYOIL,
xjopoenson, 1,2-nuxnopbenson, 1,2,4-tpuxnopbenson, 1,1-quxnopatan, 1,1,1-TpuxiopaTtaH,
TpuxjopaTuiieH, OpomOeH3on, 1-xymopOyraH, nepHTOPMETUIIUKIOTEKCaH, HOOOeH301,
auxjopMmetad, — xjopodopm,  mepdToprekca, 1,2-nuxnopatan,  nepdropromayou,
nepTOPLMKIOTEKCaH, XJIOPYKCYCHAsl KHCJIOTA, TPUXJIOPYKCYCHAsl KUCJIOTA, MPOMHOHOBAs
KUCJIOTA, YKCYCHAasl KHCJIOTA, YKCYCHBbIM aHTHIPHI, MypaBbHHAs KHCJIOTA, H-OyTaHOBas
KUCJIOTA, H-TIEHTAHOBAsi KHUCJIOTA, H-TEKCAHOBAsl KUCJIOTA, TPOMUOHOBBIA AHTHIPHI,
METHJIALlETaT,  JUMETUIKapOOHAT,  JdTUJAleTaT, OJTWIPOopMHAT,  H3OMPOMHIALETAT,
MponMuIaleTaT, METWIIAKTAT, JTHJINPOIUOHAT, TpeT-OyThianerar, 3THJIeHKapOOHaT,
NpOMUIeHKapOOHaT,  OyTwiameraT, ASTHIJIAKTAT,  H-OKTHJALETAT,  JIUATHIKApOOHAT,
n300yTHIALIETAT, METHJIOBBIA CIIOKHBIH 3(QUpP MYypaBbHHON KHCIIOTBI, OYTHPOJAKTOH,
MeTHJIOeH30aT, nuMeTwidranar, >THIOEH30aT, W3OMEeHTUIANETaT, METHJINPOIHUOHAT,
Oytuponutpuy, N,N-musTHIANETaMul, TeTPadTUIMOYeBUHY, N,N-THU3TUINPONHOHAMUN,
BAJICPOHUTPWI, MAJIOHOHHUTPIII, TeTpameTiiMoueBunHy, N,N-gumeruntpudropameraMus,
N,N-gumernaxiopaneramun, Ju-H-0Oytuicynbdokcun, N,N-nusTuindeH3aMus, TOIyoll, CMECh
W30MEPOB KCWJIOJNA, KyMOJ, H3ONpPOMIIOEH30J, T-KCHJION, ME3UTWICH, OeH30HUTPUII,
HUTPOOEH30J1, O-KCUJIOJ, M-KCHJIOJN, STHJIOEH30J, TeTPAUH, METAHOJ, M30aMHUJIOBBINA CITUPT,

U30MPONAHOJI, TPET-O0yTaHOJ U TPET-aMIIOBBINA CITUPT.
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Kak mpaBuno, cramuio (f) cmocoba OCYIIECTBIAIOT B NPHUCYTCTBUU  KHCIOTHL
IIpenqnoururenbHO KUCIOTA BBIOpaHA W3 TPYIMIBI, COCTOSIMIENH W3 XJIOPYKCYCHOW KHCIIOTHI,
TPUXJIOPYKCYCHOM KHUCJIOTBI, MPONMUOHOBOM KHUCJIOTBL, YKCYCHOM KHCJIOTBL, YKCYCHOIO
AHTHIPUAA, MYPaBbHHOH KHCJIOTHI, H-OyTaHOBOW KHCJIOTBI, H-NIEHTAHOBOW KHCJIOTHI, H-
IeKCAHOBOH KHCJOTBI M MPONMOHOBOTO AHTUApHAA. bojee mnpennmodTuTeNnsHO KHCIOTA

NpeACTaBysieT COOOH YKCYCHYEO KUCIIOTY HJTH MypPaBbUHYIO KUCJIOTY.

[IpennoyTuTenbHO CPENCTBO A AeCydbQypH3aluu NPEACTaBisieT cOOOH OKHuCaHuTeN b, B
NPUHIHIE JTI000H PEeareHT AJIsi OKUCIICHUS, M3BECTHBIH CIELUANUCTY B JaHHOW OOIacTH

TEXHHUKH, MOXKHO UCTIOJIb30BATh JIJIsl OKUCIICHHUS] OPTaHUYECKOU CyJIb()UITHONU MPYIIIIBI.

[Tonxonsimue OKUCIUTENN BKJIIOYAIOT 0€3 OrpaHMYeHHs MEPOKCH]I BOAOPOAA, MEPOKCHI
BOJIOPOJIAa M MOIXOASIIHNI Katanu3arop (Hanpumep, 6e3 orpannuenus TiCls, Mn(OAc);-2H,0
u OunmpunuHOBbIi ymrann, VO(acac), n OunenratHeii nurana, Ti(OiPry) u OuneHTaTHBIN
Jaurasi, nojuokcomeranarsl, Na,WO, BMecte ¢ nobaBkamu, Takumu kak PhPOsH, u CH;3(n-
CsHi7)sNHSO,, xaranusatopbl Ha OCHOBE JaHTaHupaa, Takue kak Sc(OTf)s, opranumdeckue
MOJIEKYJIbl TAaK)K€ MOTYT IEHCTBOBATh B KAaueCTBE KAaTaJM3aTOPOB, HANpUMep, (JIaBUHBI),
XJIOp C MOAXOISIIUM KaTanu3aTopoM (YIMOMSIHYTBIM Bbllle) wWin 0Oe3 Hero, OpoMm ¢
NOAXOMAIIMM  KaTalu3aTopoM (YIOMSIHYTBIM — BblIle) MM 0Oe3 Hero, OpraHu4YecKHe
TUAPOTIEPOKCUIBI (HATpUMeEp, MEPYKCYCHYIO KHUCJIOTY, INEpPMypPaBbUHYIO KHCIOTY, TpeT-
Oytunruaponepokcun, kKymuiruaponepokcnn, MCPBA), opraHn4eckuil TuaponepoKcup,
NOJIyueHHbIN in situ (Hanpumep, u3 peakuuu H,Op v kapOOHOBOM KUCIOTHI + MOAXOISIIHIA
KaTaJIU3aToOp), OPraHUYECKHE MEPOKCHIbI (Hampumep, OCH30WJIMEePOKCUA WU AH-TPET-
Oytwinepokcun), N-okcuabl amuHa (Hanpumep, N-meTunMopdonauHokcun, N-oKcun
NUPUMHA WA TEPOKCUAHOE NPOHM3BOAHOE N-OKCHMAA TPHUSTHIIAMHHA), HEOPraHHYECKUe
okuciureu (NalO,;, KMnQOy4, MnO;, CrOs), Heopranndeckue OKHUCIUTEIH, MOJy4eHHbIe in
situ (Hampumep, katamu3aTop Ha ocHoBe Ru + ¢opmer okucmutens RuO4 in situ, kKoTopbie
MOTYT MPEACTABISTh COOOH 3((HEKTUBHBINA OKHUCIUTEND), HEOPTAaHHYECKHE THAPOTIEPOKCHIBI,
HEOpPraHW4YeCKHe TMEePOKCUABL, AUOKcHupaHbl (Hampumep, DMDOQO), OKCOH, KHCIOPOX
(xucnopon + moxxomsmuil  Katanuzatop, Takod kak NO, Wi HHTpaT LepUs-aMMOHHS),
BO3JyX + MOAXOISAIINN KaTaIN3aTop (TaKue CUCTEMBI MOTYT MPUBECTH K OOPa30BaHUIO in situ
NEPOKCHIIOB, U TMOIXOAALINE KAaTalH3aTOPbl MOTYT MPEACTaBIATbH COOOH, Hampumep, Oe3
orpannueHusi Fe(NOs)s-FeBrs), NaOCl (koTopblii MOXHO HPUMEHSATH B COYETAHUU C

KaTAIUTHYECKUMH  KOJIMYECTBAMH  CTaOWJIBHOTO  pajgukana, Takoro kak (2,2,6,6-

27T
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terpamerunnunepunus-1-umoxkcun (TEMPO), 4-runpokcu-TEMPO wmm 4-anernnamuHO-
TEMPO, nHeobsi3aTeNIbHO TakK»Ke MOKHO J00aBJATh KaTAIUTUYECKHE KOJIWYecTBa Opommia
Hatpusi), NaOBr, HNO;, 6nokaranu3aTopsl, Takiue Kak NMepOKCUAAa3bl U MOHOOKCHUTE€HA3bl U

HUTPO3UIXJIOPHU] (TIOMy4YEeHHBIH in situ).

[IpennoyTHTENBHO CPEACTBO AJIs ACCYIb(PYPU3ALUH MPEACTABIAET COOON MEPOKCUT MITH €T0
NMPOU3BOAHOE (HAMpUMep, TEPYKCYCHYIO KHCJIOTY, TEPMypPaBbHUHYK) KHCJIOTY, TpeT-
Oytwiruaponepokcun, kymuiruapornepokcua, MCPBA). Hawubonee mnpeamnodTuresbHO

CPEACTBO I AeCyIbpypPU3ALUH IPEICTABIISAET COOOM MEPOKCUI BOIOPOA.

Crnenmanucty B JaHHOH 00JIaCTH TEXHUKU OyIET MOHSITHO, YTO TEMIIEPATYypa, IPUMEHsIeMast B
croco0e B COOTBETCTBUH C HACTOSIIIUM H300pETEHHEM, MOJKET BAPbUPOBATHCS B 3aBHCUMOCTH
oT BbIOOpa mNpUMeHsieMoro pactBoputess. Kak mpaBuio, cmocod B COOTBETCTBHH C
HACTOSIIUM HM300peTeHHeM OCYLIeCTBISIFOT mnpu  temmneparype ot 40°C nmo 120°C,

npennoututenbHo oT 80°C no 110°C.

Cranus (g). T'unponus

FI/II[pOJ'II/IS MOXHO MPOBOAUTH C NIPUMECHCHUEM CHOCO6OB, HU3BCCTHBIX CIICUAINCTY B I[aHHOI‘/'I
o0nacTy TexXHUKU. [ MApONU3, KaK MPAaBHJIO, MPOBOAAT C MPUMEHEHHEM MOIXOMASIIETO
peareHta, B TOM uuclie 0Oe3 OrpaHMYEHUS BOJHOTO pPACTBOPAa CEPHOW KHCJIOTBHI,
KOHIIEHTPUPOBAHHOM XJIOPUCTOBOJOPOMAHON KHCJIOThI HJIM KHCJIOTHOH HOHOOOMEHHOM

CMOJIBI.

Kax nmpaBuio, ruapoaus  OCYLIECTBJIAIOT C  INPUMEHEHHEM BOJHOIO  pacTBOpa
XJIOPUCTOBOOPOAHON  KHCIIOTBI, HEOOs3aTeIbHO B  MPUCYTCTBUU  JTOMOJHHUTEIBHOTO
MOAXOMASAIIEr0 pPAacTBOPUTENs, TMpu mnoaxopsmeit Temmneparype ot 0°C mo 120°C

(mpenmouturensro oT 20°C mo 100°C).

Cranus (h). Conesoii oOMeH

Conesoii oomen coenmaenus gopmyinbl (XII) ¢ monydyenuem coenunenust ¢popmynsl (Ia)
MOKHO MPOBOJHTH C MPUMEHEHHEM CIOCOOOB, M3BECTHBIX CIELHAINCTY B JAHHOW 00NacTH

TEXHUKH, U TaKOM OOMEH OTHOCHTCS K CHOCOOYy IpeBpalleHusi OIHOW COJeBOH (OpMBI
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COEAMHEHUs] B APYryK (QaHUOHHBIH OOMEH), HampuMmep, NPEBPaLIeHUs TUAPOCYIbPaTHOM
(HSO4 ) comu B xmopumnyto (Cl ) comb. ConeBoil oOMeH, Kak MNpaBWIO, MPOBOIAT C
NPUMEHEHHEM HOHOOOMEHHOM CMOJIbI WJIM C TIOMOLIBIO PEAKIMU COJIEBOTO METATE3UCA.
Peakuun conmeBoro merare3nca 3aBHCAT OH BOBJICYEHHBIX HOHOB, HAIpUMeEp, COEIUHEHUE
dopmybl (XII), roe arpOHOMUYECKH TpUEMIIEMAst COJIb COAEPIKUT TUAPOCYIb(aTHBIH aHHOH
(HSO,"), Moxer GbITh 3aMeHeHO Ha coenuuenue dopmyast (Ia), rne Y' mpencrasisier coboit
xyopunnbiii annoH (Cl ), myrem 00paboTku BogHBIM pacTBOpoM xyopuaa dapus (BaCly) wim
xyopuna kaneiys (CaCly). IpennoururtenbHo coneBoit ooOMen coenunenns Gopmysl (XII) ¢

nosiydeHueM coenrHenust Gopmyibl (Ia) mpoBOIAT ¢ XI0pUIOM Oapusi.

B mpeanoyruTenbHOM ~— BapMaHTE — OCYINECTBJICHHS — HACTOSALIET0  HM300peTeHHs

peayCMaTpUBaeTCst Crocod nonydenus coenraenust popmyist (1):

A o)
=z
N~ N\Y
(D,

rac

A mpencrasnsier coOOH O-uleHHbIH reTepoapwil, BBIOPAHHBIA W3 TIPYIIBI, COCTOSIIEH M3

dopmyn A-Ia — A-Illa (mpennourutensHo A-la unu A-I11a), npuBeneHHBIX HUXKE,

@ " a
\N)\f KN N§N
A-la A-lla A-llla

rac€ JiOMaHasi JIMHHA 0003HayaeT TOYKY NPUCOCANHCHHA K OCTaJIbHOM YacTH COCIUHCHUA

dopmysl (I); n

Y npencrasnsier codoit Bogopoa uim rpymmy Y -1, npuBeIeHHY0 HIXKE,
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rae JoMaHasl JIUHHA 0003Havaer TOYKY HNPUCOCOUHECHUSA K OCTAJIbHOH YaCTH COEIUHEHMUS

dopmysl (I); n
5 R' mpencrasisier coGoit Bomopox;
R’ mpezncrasisier co50ii BOZOPOX;
Q npexncrasisier co6oit (CR™R™)p;
10
m pasHsieTcs 1

v 1 2 )
kaxcabiit m3 R™ i R™ npencrasnsier coGoit BOXOPOL;

15 Z BbiOpan w3 rpymmsl, cocrosimeii m3 —CN, -CH,OH, —C(O)OR'Y, u -S(0),OR"
(nmpenmnournrensio —CN, —C(O)OR" 1 -S(0),0R'"); u

R' Beibpan u3 rpymmer, cocrosmeif m3 Bomopoma u Ci-Ceankmna (IPeamOUYTHTEIHHO

BOZOPOZA, METHJIA, STUJIA, U30TIPONIJIA, 2,2- AUMETUIINIPONIIIA U mpem-0yTuna);

20
IIPU 5TOM yKa3aHHBIN cr1ocod mpeaycMaTpuBaeT
OCyLIEeCTBIIEHHE peakuuu coenuHeHust popmydsl (1I),
R
o]
6]
AT
25
(D,

rae A omnpezneneH BbIIIE;
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R" BBIOpaH M3 IPYMIIbL, COCTOSALIEH U3 R", BBIOpPAHHBIX U3 TPYIIIBI, COCTOSIIEH U3 XJIOpa, -
OH, -OMe, -OEt, -N(Me), MopdonauHuna, NOUNEPUAMHUNA U HHPPOIHIUHUIA

(mpennoururensHo -OH, -N(Me),, Mmopdonunnia, nunepuauHuiIa U TUPPOITUANHNATIA);
¢ coenuneHueM ¢opmyosl (111):

N
H.NT Y

(1),

rae Y ompenesieH Bbilie, C mojy4eHueM coenunenus Gopmysl (I):

A (@)
=
\N/ N\Y
(D,

rne A u'Y onpenesneHsl BbILIE.

IIpumepsl

Crenyromue npumepbl JOMOJHHUTENBHO WUTIOCTPUPYIOT, HO HE OTPAaHUYMBAIOT HACTOSIIEEe
u3obperenrie. Crenuanuctel B JaHHOH o0Ojactu OynyT CBOEBPEMEHHO pAacHO3HABATh
COOTBETCTBYHOIIUE OTJIMYUA OT HNPOUECAYp KaK B OTHOWICHHWH PCAarCHTOB, TaK H yC.]IOBI/Iﬁ

peakuuii U METOAUK PEAKLIU.

IMpuMeHSIFOT ClieAyromue COKpAIIeHHs: S = CHHIJIET, br s = mupokuii cuHriet, d = nyoner;,
dd = nBotiHoit nmyOner; dt = ABOWHON TpUILIET, t= TpPUIUIET, tt=TPOWHONW TPUILIET,

(= KBapTeT,  quin = KBUHTYIUIeT, sept=cenrer, m = mynpTumuier, GC = razosas

xpomarorpadus, RT = Bpems yAEPKUBAHUS, T; = BHyTpeHHs:s TEMIIEpaTypa,
+

MH" = monekynspHas macca MOJIEKYJIAPHOTO KaTUOHA, M = MOJSIPHOCTS,

QlH AMP = KONM4E€CTBEHHBIN 'H AMP, K. T. = KOMHaTHasi TEMIIEPATypa,

UFLC = cBepxOpIcTpast >KMIKOCTHAsS XpoMmaTorpadust.
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'H AMP-cnextpel perucrpuposanu npu 400 MI'L, ecin He yka3aHO MHOE, U XUMHUYECKUE

CABUTH PErUCTPUPOBAJIN B ppm.

Cniocobst LCMS

CraHnapTHBIHA

CnexTpsl perucTpupoBad Ha Macc-criekTpomerpe oT Waters (OJHOKBaJAPYIOJIbHBIA Macc-
cnektpometp SQD, SQDII), ocHaIlleHHOM UCTOYHUKOM 3JIEKTPOPACTIbUIEHHUS

(MONAPHOCTH. TOJIOKHUTENIbHbIE M OTPULIATENIbHBIE HWOHBIL, HANpPSUKEHHE Ha  KamUBIpe:
3,00 kB, nuana3zoH HanpspkeHuil Ha koHyce: 30 B, HanpsbkeHue Ha skctpakrtope: 2,00 B,
temrnepatypa ucrouHuka: 150°C, temneparypa neconbBatauuu: 350°C, pacxon rasa B
koHyce: S50 /4., pacxon rasa juisi necosbaraumu. 650 /4., nuamasoH macc: ot 100 mo
900 1a), u Acquity UPLC ot Waters: Hacoc Ayl ABYXKOMIIOHEHTHBIX CMeCEH, HarpeBaeMoe
OTHeNIeHUe JUIsl KOJIOHKH, NEeTeKTOp Ha auonHou marpuue u nerekrop ELSD. Kononka:
Waters UPLC HSS T3, 1,8 mxMm, 30x 2,1 MM, Temnepatypa: 60°C, nuamna3oH 3HaueHUi
mmuHel BomHBL DAD (HM): ot 210 go 500, rpagment pactBopurens: A = Boma+ 5%
MeOH + 0,05% HCOOH, B = aueronurpun + 0,05% HCOOH; rpaguent: ot 10 no 100% B

3a 1,2 muH.; pacxon (Mn/muH.): 0,85.

CragmapTHBINA OIPOAOJLKUTENbHBIN

CrniexTpbl perucTpupoBald Ha Macc-criekTpomerpe orT Waters (OIHOKBAaIPYHOJIbHBIN Macc-
cnekrpomeTp SQD, SQDII), ocHallleHHOM HCTOYHUKOM 3JIEKTPOPACTIbLICHHS

(TIONSIPHOCTD: MOJIOXKUTENbHbIE W OTPHLATENbHbIE HOHBI), HANPSDKEHHE Ha Kalwusipe:
3,00 kB, nuana3zoH HanpspkeHuil Ha koHyce: 30 B, HanpsbxkeHue Ha skctpakrtope: 2,00 B,
temrepatrypa ucrounuka: 150°C, temmneparypa necombBatauuu: 350°C, pacxom rasa B
koHyce: S50 /4., pacxon rasa uisi necosbaraumu. 650 /4., nmuamasoH macc: ot 100 mo
900 a), u Acquity UPLC ot Waters: Hacoc aJisi IByXKOMIIOHEHTHBIX CMeECel, HarpeBaeMoe
OTHeNIeHUe ISl KOJIOHKH, NeTeKTop Ha auonHod martpuue u aerekrop ELSD. Komonka:
Waters UPLC HSS T3, 1,8 mxMm, 30x 2,1 MM, Temnepatypa: 60°C, nuamna3oH 3HaueHUi
mmuHel BomHBL DAD (HM): ot 210 go 500, rpagmeHt pactBopurens: A = Boma+ 5%
MeOH + 0,05% HCOOH, B = aueronurpun + 0,05% HCOOH; rpaguent: ot 10 o 100% B

3a 2,7 muH.; pacxon (mi/muH.): 0,85.

Ipumep 1. IHonyuenue 2-[(2-nuppoauars- 1 -MABUHWI |DUPUMUIHNHA
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HarpeBanu cmech 2-mermnnupumunuHa (10T, 0,1063 monb), nupponmuauna (15,2,
0,2125 monb) u qumermiauerans N,N-gumerundopmamuna (26,1 r, 0,2125 momp) npu 87°C
(BHyTpeHHsIsT Temmeparypa) B TeueHue 15 u. Ilocme oxnaknaeHus A0 KOMHATHOM
TEMIIEpaTypbl CMEChb KOHLICHTPUPOBAJIU B BAKyyMe€ C IMOJYYEHUEM >KEITOBATOTO TBEPAOIO
BemecTBa. JloGaemsmun 300 Mt Tper-OyTHiamMeTHsioBoro 3gupa K JAaHHOMY TBEPIAOMY
BEIECTBY, U €0 PACTBOPSUIU MPHU HArPEeBAHUU C OOPATHBIM XOJOAUIBHUKOM. 3aTEM PacTBOP
oxnaxnaamu ao 0°C, nepememnBany B TeueHne 20 MUHYT, TBEPAOE BELIECTBO (PHIIBTPOBAIIH,
OIIH pPa3 MPOMBIBAJIN XOJOAHBIM TPET-OyTUIMETHIOBBIM 3(HUPOM, COOMPAITH U BBICYIIUBAIIH
B riybokom Bakyyme. Ilomywanmu 12,3 r 2-[(E)-2-nupponunuH- | -uaIBUHWI |TUPUMHINHA,
Oenmoe TBepmoe BemecTBo, uuctota 97% Bec/BeC, Kak HW3MEPEHO C IOMOIIBIO
konudecTBeHHOro AMP. @unbprpar KOHLEHTPUPOBAIU B BakyyMe u nodasisui 200 mit Tpet-
OyTrnMeTuoBoro 3¢gupa. 3aTeM nocie JOCTHKEHUS TTOJIHOTO PACTBOPEHUS NPH HarpPEeBaHUH
¢ oOpaTHBIM XOJOAMJIBHHUKOM pacTBOp oxnaxnand ao 0°C, mepeMemMBaiyl B TEUEHUE
20 MUHYT, TBEpAOE BEILIECTBO (PUIBTPOBATH, OAMH pPa3 MPOMBIBAIN XOJOAHBIM TpPET-
OyTUIMEeTHIIOBBIM 3P HUPOM, COOMPAITH 1 BRICYIINBAIN B r1yOokoM Bakyyme. [Tonyuanu 4,7 r
2-[2-nupponuanH- 1-uaBuHWI [nupuMuanHa, 6eJ0e TBepAoe BelecTBO, YUCToTa 94% Bec/Bec,
KaK M3MepPeHO ¢ MOMOLIbI0 KoiudecTBeHHoro AMP. J[Be napTuu oOBEIUHSAIN C MOJNyYeHUEM
17 r yka3aHHOTO B 3arojioBKe coennHeHus, yncrora 96% sec/Bec (Bbixon 84,1%).

IH AMP (400 MI', CDCI3) & ppm 1,85 - 2,05 (m, 4 H) 3,28 - 3,44 (m, 4 H) 5,25 (d, 1 H)
6,67 (t, 1 H) 7,99 (d, 1 H) 8,38 (d, 2 H).

TTpumep 2. ITonyuenue 4-[2-nupumMunuHa-2-uasuHWI MopdoamHa

<)N/+ HO o <N)N/\/

HarpeBanmu cmech 2-stununnupumunuHa (0,251, 2,33 mmons) u mopdommua (0,43 T,

O

4,89 mmonp) mpu 100°C B Teuenume 20 MMHYT. 3aTeM CMeCh OXJAXKAAIU 10 KOMHATHOMN
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TEMIIEpaTypbl M KOHLIEHTpPUpPOBaJM B BakyyMe. HeouuinieHHoe yka3aHHO€ B 3arojOBKe
COEAMHEHHUE MOJyYalu B BUAE OPAHXKEBOIO Macja, KOTOPOe 3aTBEPAEBAJIO NIPU OTCTaAUBAHUU
(0,553 1), ¢ uncroroit 75% Bec/Bec, Kak U3MEPEHO C MOMOLIBI KOJH4YecTBeHHOro SIMP.
Bounpinas yacTe npuMecH nmpeacTasisia coO0i OCTATOUHBINA MOPQOIIHH.

1H AMP (400 MI', CDCI3) 6 ppm 3,23 - 3,33 (m, 4 H) 3,74 - 3,79 (m, 4 H) 5,49 (d, J=13,57
I'm, 1 H) 6,78 (t, J=4,95T'u, 1 H) 7,66 (d, J=13,20 ', 1 H) 8,44 (d, J=4,77 'y, 2 H)

TTpumep 3. IMonyuenue 2-[2-(1-nmunepyuani)BUHUA JIUPUMUIUHA

/N\/
—_—— N . N
O — o
N

Harpesanu cmech 2-atunmmmupumuansa (0,25 r, 2,33 mmonb) u nunepunnaa (4,89 Mmodb)

npu 100°C B Teuenue 20 MUHYT. 3aTeM CMeChb OXJIAXJAJIM A0 KOMHATHOH TeMIlepaTypbl U
KOHLIEHTPUPOBAIU B BakyyMme. Iloy4anu HEOUnIEHHOE YKa3aHHOE B 3ar0JIOBKE COSIUHEHNUE.
IH-AMP (400 MI'u, THF-d8) 6 ppm 8,37 (d, J=4,77 ', 2 H), 7,76 (d, J=13,57 I'y, 1 H), 6,70
(t, J=4,77Tu, 1 H), 5,43 (d, J=13,20 'y, 1 H), 3,19 - 3,30 (m, 4 H), 1,56 - 1,67 (m, 6 H)

IIpumep 4. ITonyuenue 2-mopdoauHo-3-nupuMuani-2-mi-2H-dypan-5-osa  u3z  2-[(2-

UPPOJIUINH- | -MIBUHUJ |TUPUMUATNHA

O

o 0L
Qﬁ/\/ [j HzNﬁ C/Ké(

B xononnsiit (1°C) pactBop 2-[(E)-2-nupponunus-1-unsuHmi|mupumuansia (uucrora 96%
Bec/Bec) (5,04r, 27,6 mmonb) u 2.2-numopdonunoanerara MopdonuH-4-us (1,2 5kB,,
33,1 Mmmonb) mO0aBISUIM MO KaruisiM YKCYCHYRO Kucnoty (5 okB., 138 mMMonb) B TeueHue
nepuoza, coctasisiuero 25 munyT. Ilognepskusanu Huskyro temneparypy (1°C) B TeueHue
eme 15 MuHYT, 3aTeM oOecneunBaId HarpeBaHue PacTBOpa NMPU KOMHATHOH TeMIlepaType U

nepeMeninBany B TedeHue 2 4. 30 MuH. 3ateM pacTBop oxjaxkaanu 1o 2°C u nepeMennBaiu
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eme B TedeHne 30 MUHYT. 3aTeM IMONYYEHHYIO CYCIIEH3UIO (PIIIbTPOBAIN, TBEPAOE BEIIECTBO
ABaKABI poMbIBasK XoJoaHbM (5°C) meraHonoMm (12,5 mir), cobupanu U BBICYIINBAIN TPU
MOHIDKEHHOM JIaBJIEHUU O TMOJIyYeHUsT TocTosiHHOro Beca (5,76 r). Takum oOpasom
NOJIy4ajy YKa3aHHOE B 3aroJIOBKE COEAMHEHHE B BHUAE Oeoro TBEPHOro BeleCTBa C

yrcToToi 98% Bec/Bec, Kak U3MEPEHO ¢ MOMOLIbI0 KomuuecTBeHHOro AMP (Bbixox 82,5%).

1H SIMP (400 MT'ty, CDCI3) & ppm 2,75 - 2,88 (m, 4 H) 3,53 - 3,69 (m, 4 H) 6,27 (d, J=1,4
Ty, 1 H) 6,94 (d, J=1,4 T, 1 H) 7,34 (t, J=4,7 Ty, 1 H) 8,85 (d, J=4,7 Ty, 2 H)

Ilpumep 5. ITlonyuenue 3-UupuMUAUH-2-WiI-2-niuppoianauld-1-uia-2H-pypan-5-osa u  2-

CUAPOKCU-3-upuMuUnnH-2-mi-2H-dbypan-5-oHa 3 2-[(2-iupponuaun-1-

I/I.]'IBI/IHI/I.]'I] NUPpUMHUAWHA

(j =N &H
a =N K | -
O Ne! ([, N
o e O
Sy o OH . ]
3- rprETHE-2r-2- mppomiE- 2 THAPOKCH- 3- HDHMEHH- 21T
1-an-?H-dypas-3-o1 2H-dypan-5-on

TlonyyeHue 2-ruapoOKCHU-2-MUPPOJIUANH- ] -uii- 1 -munanerara

PacTtBop MoHOrMapata THOKCHJIOBOH KHCIOTHI (4T, 42,1 mmonb, 1,0 5kB.) B 3TaHONE
(8,6 mi). Tlonyuennsiii pactBop oxnaxnmanu o 0°C. JloGaBisiM Mo KarisiM pacTBOP
nupposuannaa (1,05 3kB., 44,2581 mmonb, 99,5 Bec. %) B atanone (1,7 mu) mpu 0°C. Iocne
no0aBjieHHsI peakUUOHHYI0 cMech mnepemernuBain npu 0°C B Tedenume 2 4. ITonydeHHOe
OeskeBOe TBEPIOE BEIIECTBO, KOTOPOE 00Pa3oBaIOCh, (DHIIBTPOBAJIH, POMBIBAIN C TTIOMOIIBEO
Et20 (3%) wm BpICymHMBaJM C TOJy4YE€HHEM OenbIX KpUCTALIOB (3,3 T) 2-TUAPOKCH-2-

NUPPOJIUAMH- | -MITyKCYCHON KHUCJIOTBI, KOTOPbIE NPUMEHSUIN KaK TAKOBBIE.

Bo  ¢umakon 3arpyxamum  npu  KOMHATHOM  Temneparype  2-[2-muppoimaus-1-
wisnHwI [mupumuauH (0,3 1, 1,71 mmonb, 13kB.)) M 2-TUAPOKCH-2-MTUPPOTUINH-1-1ii-1-
winarerat (0,271 r, 1,89 mmonb, 1,13kB.) m 3atem pactBopsuiin B MeraHone (2,57 mu,
1,5 mu/mMmonb). B nmaHHBIA pacTBOp MOOABISUIH IO KaruisiM YKCYCHYRO Kucioty (0,49 m,
55KB.) B TeueHHWE TIepHOAa, cocTaBisABIIero 10 MUH, 3aTeM pEaKIHOHHYID CMECh
nepemMelnBaId B TeueHue 2,5 4. mpu K. T. PacTBOpUTENb OCTOPOXKHO YyAAIAIN IyTEM

MNPUMCHCHUA TIMIICTKU MOCJIC OCAKACHUA peaKI_II/IOHHOfI CMECCH. HonyquHoe TBEPAOC
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BEINECTBO MpoMbIiBaiK ¢ nomouibio Et20 (3 x 5 mu). Et20 ynananu ¢ mOMOIIBIO NMHITETKH.
3aTeM OCTaBllieeCsl TBEPAOE BEIIECTBO BBICYIIMBAJIN IPU MOHIKEHHOM JaBJIEHUM C
NOJIy4€HHUEM TUAPOJIU30BAHHOTO NpoAyKTa (2-ruapokcu-3-nupumuans-2-un-2H-dypan-5-

OH) B BUJIE JKEJITOTO TBEPAOTro BewecTna (49,4 mr).

2-I'uppokcu-3-nupumuann-2-un-2H-pypan-S-on: 1H AMP (400 MI'n, D6-DMSO) 6 ppm
6,66 (dd, 1 H) 6,94 (d,1 H) 7,60 (t, 1 H) 8,06 (d, 1 H) 8,99 (d, J=5,14 I'yy, 2 H)

OunbTpaT KOHLUEHTPUPOBAJIH, 3aTEM ITOABEPTAIH Pa3ACICHHUIO ¢ MOMOIIBIO XpoMaTorpaduu ¢
HopManibHOH (asoii (Isco Combiflash) ¢ monydyeHnem ykasaHHOTO B 3arOJIOBKE COSIUHEHUS B
Buzie Oernoro TBepaoro BemecTna (43,5 mr). Xpomarorpadus B KaueCTBe METOAMKH OYHUCTKH
TAKXKe TPUBOJIUT K YaCTHYHOMY OOpa30BaHUIO 2-THIAPOKCH-3-upuMHuInH-2-ui-2H-¢pypan-5-

OHa.

3-ITnpumunus-2-un-2-mupponuaus- 1 -un-2H-pypan-5-on: 1H AMP (400 MI', d6-DMSO) 6
ppm 1,65 (brt, 4 H) 2,60 - 2,78 (m, 4 H) 6,62 (d, 1 H) 6,90 (d, 1 H) 7,58 (t, 1 H) 8,97 (d, 2 H)

ITpumep 6. ITonyuenne 2-(1l-nmunepunnn)-3-nupuMunub-2-un-2H-dbvpas-5-osa u3z 2-[2-(1-

HI/IHeDI/IHI/IJ'I)BI/IHI/IJﬂ NUPUMHUANHA

C\IN(\/'O + Qﬂﬁ‘\o - (N;\QO

Tlonyuyenue 2-ruipoKCU-2-munepuant- 1 -um-1-uaamerara

B pactBOop MOHOTrHzpara TIIHOKCHUIOBOHW KUCHOTHI (5,00 1, 53,23 MMmonb, 1 3kB.) B TosNyoIse
(40 M)

nobaBmsuii mo KarisiM nunepunuH (4,65, 54,11 mmonb, 1,02 3kB.) mpu TIIATEILHOM
nepeMelnBaHNN. PeakIMOHHBIA COCY 3aKyNOPUBAJIN U MOMEINAINA B MOPO3HIIBHYIO KaMepy
Ha HOYb. Kpucramisl coOupanu myTeM BakyyMHOH (puibTpanmu u OCaaoK (pUIBTPOBAJIH.
Ocanok npomeiBanu ¢ momornsio Et20 (2 x 25 M) ¢ moiay4eHnem 2-ruaApoKCH-2-MTUNepUAnH-
1-nii-1-unanerara (8,1814 r, 50,7 mmoib, Beixoa 95,3%) B BHIE TOHKOIUCTIEPCHOTO O€JIOro

MOPOLIKA, KOTOPbIN MPUMEHSUIH KaK TAKOBOM.
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B 3-ropnyro RBF o6semom 100 mi 3arpyxamu 2-(1-nunepunui)-3-nupumMunus-2-un-2H-
dypan-5-on (0,20r, 1,05 mmonb, 13kB.) U 2-rUAPOKCHU-2-NMUNEPHUIUH-]-nii-1-unanerar
(0,184 1, 1,16 mmonsb, 1,1 3kB.) u pacTBOpsiiu B MeTaHose (1,5 Mi/MMOJIb), 3aTeM 100aBIISIIH
o KarmsiM ykcycHyroo kucioty (0,321, 5,3 MMonb, 5 3KB.) M 3aTeM PEaKIHOHHYIO CMeCh
nepeMeluBali B TeueHue 3 4. Mpu K. T. PacTBOpuUTeNb OCTOPOKHO VYAQISUIM IyTeM
NPUMEHEHUs] TUIETKH T0Cie OCAKICHUS pPEeakUOHHOW cMecH. [loiyueHHOe TBeproe
BEINECTBO MpoMbIBaiK ¢ nomouibto Et20 (3 % 5 mur). Et20 ynansanu ¢ MOMOIIBIO THITETKH.
3areM ocTaBlIeeCcs TBEPAOE BEINECTBO BBICYIIMBAIM IPH TMOHWKEHHOM JaBIIEHHH C
NIOJIy4€HHEM HeOOXOIMMOTO MPOAYKTA U CIEAOBBIX KOJIMYECTB THAPOIN3OBAHHOTO MPOIYKTA
B BHAE JKEITOro TBepaoro BemiectBa (46,1 mr). @uiubTpaT KOHLEHTPUPOBAIH, 3aTEM
MONBEPTaill pPa3leNieHHI0 C TMOMOIIbI xpomatorpadum ¢ HopmanbHOU (aszoi  (Isco
Combiflash) ¢ momyueHHeM yKka3aHHOTO B 3arOJIOBKE COCAMHEHHUS B BHIE OEJOro TBEPAOTrO

BemmecTna (43,5 mr).

2-(1-ITunepuun)-3-mupumuaus-2-ui-2H-pypan-5-on: 1H AMP (400 MI'u, D6-DMSO) &
ppm 1,19 - 1,47 (m, 6 H) 2,55 - 2,74 (m, 4 H) 6,41 (d, 1H) 6,92 (d, 1 H) 7,57 - 7,62 (m, 1 H)
8,95-9,01 (m, 2 H)

TIpume 7.  TlonyyeHue  2-TUAPOKCU-3-NMUPUMUANH-2-miI-2H- aH-5-oska w3 2-

MCTHJINMHNPHUMHWAWHA

Cragust 1.

PactBopstin  Tper-Oytokcun kamust (2,50 3kxB., 1,451, 12,5 Mmonb, 2,53kB.) B N,N-
mumetungopmamune (7,50 mi), 3atem nobasmsmu 2-metrnnupumuand (0,48 r, 5,00 Mmmons,
1 5KB.) 1 3aTeM MOJYYEHHYIO MacCy NepeMeIlnBaIi P KOMHATHOH TeMIlepaType B TCUEHHE
12 4. IlpumeHsnu 2-TUPUMHUANH-2-MII3TEHONAT Kaimusl Ha craauu 2 0e3 Kakoi-inbo

00pabOoTKH WK OTIpeAeNICHHs] BBIXO/A.
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Cragust 2.

B tpexropnyio kpyriiogoHHy0 Koj0y 00beMoM SO MJI, OCHAIIEHHYIO TEPMOMETPOM, BITyCKOM
s raza, 0apOOTaXKHBIM YCTPOHCTBOM HM  NEPEeropoOAKOH, 3arpykajid MOHOTHIPAT
riuokcmnoBoit kuciotel (0,61 r, 6,50 mmounsb, 1,30 3kB.) u pacTBopsin B Metanosie (10,0 mi).
[Tony4yeHHYIO pEaKIUOHHYI cMeCh oxjaxkaanu 10 —S5°C u no0aBisiM YKCYCHYIO KHUCJIOTY
(2,87 M, 50,0 mmonb, 10 3kB.), 3aTeM AOOABISIM MO KAIJISIM PACTBOP 2-MUPUMHIMH-2-
wnTeHonata kamms (co cranuu 1) B metanone (2 mun) npu —5°C. TemnepaTtypy peakLMOHHOM
cMecu mommepxkuBanu Ha ypoBHe Hike 0°C Bo Bpemsi noOanenus. OOecredwBanu
HarpeBaHHe PEaKIMOHHOW CMECH O KOMHATHOW TEMIEPaTyphbl U MEePEMEIINBAIIA B TEYCHHE
2 4. PeakIIMOHHYIO CMECH BBIAPUBAIN IO CYXOI0 COCTOSIHUS C NMOJIy4YeHUeM 7,2 T yKa3aHHOTO
B 3aroJIOBKE COEAWHEHHs] B BHJAE YEPHOH JKUAKOCTH (Comepikalleil HeompeeNieHHbIe
KonmnyecTBa yKCycHOH kucnotel u DMF). SAMP u LC-MS COOTBETCTBOBAI CTPYKType
HeoOxomumoro mponykra (7,2 r, koHueHTpaus 9% (omnpeneneHo ¢ momombo kommd. |H

SAMP), 73% BbIXOR).

1H SIMP (400 MT'y, D6-DMSO) § ppm 6,66 (dd, J=8,25, 0,92 Ty, 1 H) 6,94 (d, J=0,73 Ty, 1
H) 7,60 (t, J=4,95 T, 1 H) 8,06 (d, J=8,44 'y, 1 H) 8,99 (d, J=5,14 'y, 2 H)

IIpumep 8. IlonyyeHue 2-MeTOKCU-3-UpUMUINH-2-mi-2H-dbypad-5-oHa U3 2-TrUAPOKCH-3-

nupuMuanH-2-uin-2H-dpypan-5-oHa

Bo ¢naxon 3arpy:xanu 2-runpokcu-3-nmupumuani-2-ui-2H-¢ypan-5-on (0,45 mmons, 80 wmr,
1,0 3kB.), Tpumerokcumeran (0,25 m, 2,25 mmonsb, 5,0 3kB.), p-MsOH (8,0 mr, 0,046 MMoIb,
0,1 sxB.) u meranon (0,3 mi). Peakunonnyro cmech Harpesanu 10 80°C u nepeMernnBaii B
TedeHue 4 4. u 3areM xpaHunu npu —20°C B TedueHue Houu. PacTBOpuUTENb yAanany, 3aTeM
HEOYMIIIEHHOE BEIIECTBO OUHWINAIH. 3aTE€M HEOUYHINEHHOE BEIECTBO OYHINAIU C MOMOIIBIO
konoHouHoH xpomarorpadpun (DCM/MeOH) ¢ nocnenyroimel BTOpoi OUUCTKOH € MOMOIIBIO

xpomarorpadpuu ¢ obpamenHoi ¢aszoi (C18) ¢ monyueHnem OeIOro TBEPIOro BEIIECTBA
(12,9 mr).
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'H SIMP (400 MT'y, CDCl5) 6 ppm 3,68 (s, 3 H) 6,41 (d, J=0,73 I', 1 H) 7,00 (d, J=1,10 T'wy,
1 H) 7,35 (t, J=4,77 T, 1 H) 8,88 (d, J=5,14 T'y, 2 H)

TIpumep 9. ITonyuyeHune 2-3TOKCHU-3-IIUPUMUANH-2-iI-2H- aH-5-oHa 3 u3 2-THAPOKCH-3-

nupuMuIng-2-mwi-2H-dypan-5-oua

fk@ e L
\ o) 0] N \ o)
b

Bo ¢naxon 3arpyxanu 2-runpokcu-3-nmupumuans-2-ui-2H-¢ypan-5-on (80 mr, 0,45 mmons,
1,0 5kB.), nudTOKCHMMETOKCHAITaH (2,25 mmonb, 0,37 My, 5,0 5kB.), KaTaJUTHYECKOE
kommuectBo p-MsOH (8,0 mr, 0,046 mmonb, 0,1 5xB.) u EtOH (0,22 mut). PeakuunoHHyRO
cmech Harpesanu 10 80°C u nepemelnBanu B TeueHue 4 4. u 3areM xpanunu npu —20°C B
TE€YEHHE HOYU. 3aTeM PACTBOPHUTENb BBIMAPUBAIU C MOJYYEHHEM KOPHYHEBOIO TBEPAOIO
Bemectsa (157,4 mr). 3aTeM HEOUHIEHHOE BELIECTBO OUUIIAIN C TTIOMOIIBIO aBTOMATUYECKON
kosoHo4yHOH Xxpomarorpadpuu (DCM/MeOH) ¢ nonydeHnem Oeoro TBEpAOro BeINECTBA
(35,6 mr). B pesyabrare BTOpOi OUHUCTKH C TIOMOLIBIO XpoMaTorpaduu ¢ odparueHHOH (a3oit

(C18) nonyuanu Oenoe TBepnoe BemecTso (18,1 mr).

'H SIMP (400 MT'y, CDCl3) & ppm 1,30 (t, J=6,97 T, 3 H) 3,89 - 4,04 (m, 2 H) 6,47 (d,
J=0,73 T, 1 H) 6,98 (d, J=0,73 T, 1 H) 7,34 (t, J=4,95 T'y, 1 H) 8,86 (d, J=4,77 T', 2 H)
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ITpumep 10. IMonyuenue dypaHoHA, NPEACTABISIOLIErO COO0H 2-XJIOP-3-MMUPUMUAAUH-2-UJI-

2H-dvypas-5-0H, u3 2-ruApPOKCU-3-DUPpUMUIUH-2-ui-2H-dhypad-5-oHa

5 Bo ¢nakon 3arpy:xanu 2-runpokcu-3-nmupumuani-2-ui-2H-¢ypan-5-on (0,45 mmons, 80 wmr,
1,0 5xB.) u pactBopsutn B 1,2-nuxnopatane (0,9 mu, 2 ma/mmons). J{o0aBisuin mo Karuisim
tuormwxyiopun (0,075 r, 0,63 mmonb, 0,046 M, 1,4 5KB.) U KaTaJIUTUYECKOE KOJIUYECTBO
DMF B pactBOp, KOTOpbIM 3aTeM mepememuBaiun B TedeHue | 4. mpu 80°C. 3arem
PacTBOPUTENb BBINAPUBAIN C IMOJYYEHHEM YEpHOro Teepaoro semiectsa (136,2 mr). 3arem

10 HEOYHIIIEHHOE BeIecTBO abcopOuposanyu Ha [solute  ounInany ¢ mMOMOLIBIO aBTOMATUYECKOM
KOJIOHOYHOW Xpomarorpadguu ¢ nmpuMeHeHHeM cMmecH mukiorekcan/EtOAc ¢ momyueHuem

TEMHO-KOPHUYHEBOTO TBEPAOTo BemmecTsa (35,7 mr).

'H SIMP (400 MT', CDCl3) & ppm 7,07 (d, J=0,73 T'w, 1 H) 7,17 (d, J=1,10 T, 1 H) 7,40 (t,
15 J=4,77Tu, 1 H) 8,91 (d, J=5,14 Ty, 2 H)

TTpumep 11. ITonyuenue 3-(6-0kCO-4-MUPUMUINH-2-WITUPUAA3UH- | -WJ1)IPONAHHUTPUIA

20

O06mas opouenypa 1

B cycnensuio 2-mopdonuHo-3-nupumunui-2-mn-2H-¢pypan-5-ona (uncrora 93% Bec/Bec)

(0,25, 0,94 mmonb) B Metanose (1 mi) mobaemsumn ykcycHyro kuciory (0,54 mu) u 3-
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ruapaszuHonponaHHuTpua (1,04 mmonb). XKentyro cmech HarpeBamn npu 40°C B TeueHue

1 gaca, 3aTeM obecneunBaIy €€ OXJIaXAeHHEe 10 KOMHATHOI TeMIepaTyphbl.

O6pabotka

Peak1oHHyI0 CMeCh SKCTPAarHpOBAI BOAOH M ATHJIALIETATOM, OPraHUYeCcKyo a3y OauH pas
IPOMBIBAJIM COJIEBBIM PAaCTBOPOM, BBICYIIMBAJIN HAl CYJIb(paToM HaTpus, (UIBTPOBAIH H
BbIIIAPUBAIM TNpU NOHMW>KEHHOM aaBiaeHuu. Ilomydanu 0,19 r yka3aHHOro B 3arojoBke
coenuHeHusi (unctora 88% Bec/BeC, KaKk HM3MEPEHO C IMOMOINBI KonuuecTBeHHOro SMP)
(xumuueckuii  Beixon  78%). HeouwineHHBIi TPOOYKT OYHINAIA C  [OMOLIBIO
xpomatorpaduueckoii kononku (rpagueHT DCM/MeOH). Boinensiiu 0,13 © yka3aHHOTO B
3aroJIOBKe COEMHEHUsS] B BUAE O€KEeBOro TBEPIOro BellecTBa ¢ 4ucToTo 99% Bec/Bec, Kak

H3MepeHo ¢ nomouisro AMP.

'H SIMP (400 MI'yy, CDCl5) & ppm 2,98 (t, J=6,97 T'w, 2 H) 4,53 (t, J=6,97 T'w, 2 H) 7,39 (t,
J=4,95Tn, 1 H) 7,97 (d, J=1,83 T'y, 1 H) 8,84 (d, J=1,83 I'y, 1 H) 8,90 (d, J=4,77 T'w, 2 H)

IIpumep 12. IlonvueHue TpeT-0yTHUI-3-(6-0KCO-4-MUPUMHINH-2-WINUPUAA3UH- 1 -
JI)IPOIIaHoAaTa
o
() ®
XN N H
N o 7
e X
QL winy B
N \ o} oj< NWOK
0 o] (o]
IIpouenypa

VYka3zaHHOE B 3aroJIOBKE COCOMHEHHE MOJyYadd B COOTBETCTBHU C OOmeH mpouenypoin 1
(BbIIe) u3 2-mopdonuHo-3-nmupumMuanH-2-mi-2H-dypan-5-ona (250 mr, 1,00 mmons), Tpet-
Oytwn-3-runpasunonpornanoata (185 mr, 1,09 mmonb, 1,1 3KB.), YKCYCHOH KHCJIOTBI
(0,567 mn) B MeOH (0,932 mi). Vka3zaHHO€ B 3arojlOBK€ COEAMHEHHE BBIIEISUIN B BUAE
Oenoro TBepmoro Bemectsa (56 mr) mocie GuIbTpoBaHUs ¢ YUCTOTON 97,9% Bec/Bec, kKak

M3MEPEHO C MOMOIIBI0 KoiryecTBeHHOro AMP (mpakruueckuii Bbxon 18,3%).
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1H SIMP (400 MI'w, CDCl3) & ppm 1,46 (s, 9 H) 2,82 (t, J=7,15 'y, 2 H) 4,50 (t, J=7,15 Ty, 2
H) 7,37 (t, J=4,95 'y, 1 H) 7,93 (d, J=2,20 Ty, 1 H) 8,76 (d, J=2,20 T', 1 H) 8,89 (d, J=4,77
I'y, 2 H)

TIpume 13. TITonyuenue  3-(6-0kcO-4-OUPUMHUINH-2-MINTUPUAA3HUH- ] -MJI)IIPOIIaHOBOU

KHCJIOTHI

o]
N (N) N
(\/ N (0] | 7 X
N (o +  H,NT \/Y - . N | ril
OH
0

IIpouenypa

VYKa3zaHHOE B 3aroJIOBKE COEOMHEHHE MMOJy4YaJd B COOTBETCTBHU C o0wei mpouenypoi 1
(Bbiie) u3 2-mopdonuHo-3-mupumMuanH-2-ni-2H-pypan-5-ona (150 mr, 0,528 mmons), 3-
ruapasuHonponaHoBoil  kucnorsl (91 mr, 0,581 mmonb, 1,1 3kB.), YKCYCHOM KHCJIOTBI
(0,302 mu) B MeOH (2,1 mu). Yka3aHHOE B 3arojloBKe COEIMHEHNE BBIACISUIN B BUIEe OEoro
TBepaoro BemecTtBa (89 mr) mocne ¢uiIbTpoBaHUS. Macca BBIIEIEHHOIO HEOUHUILEHHOTO

BELLIECTBA COOTBETCTBOBANIA 64%.
Jaunsie SIMP: 'H SIMP (400 MTI', D6-DMSO) & ppm 2,75 (t, J=7,34 T'n, 2 H) 4,32 (,
J=7,15 Ty, 2 H) 7,66 (t, J=4,95 I'y, 1 H) 7,66 (d, J=2,20 I'y, 1 H) 8,69 (d, J=2,20 I'y, 1 H)

9,03 (d, J=4,77 Ty, 2 H) 11,9 (bs, 1 H)

Ipumep 14. ITonyuenue 2-(AUMETWIAMUHO)-3-iupuaaszud-3-mwi-2H-dbvpas-5-ona
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Ilpouenypa

B pactBop N,N-numerun-2-nupunazus-3-mwmreHamuna (0,300 mr, 2,0 MMOJIb) B MeTaHOJE
(2 mu1) nobaBnsm rmokcuioByro kucnoty (0,25 mi, 2,3 mmons, 1,1 5kB.). CMech HarpeBaiu
npu 50°C B TeueHMe HOUYHM, 3aTeM OOECIeYMBANIN €€ OXJAKICHHE IO KOMHATHOM
TEMITEpaTypbl M 3aT€M PEaKLHOHHYIO CMeChb (DPMIbTPOBAIM M KOHLIEHTPUPOBAJH in vacuo ¢

NOJIy4eHHEM YepHOoro TBepaoro BemecTna (0,4 r).

Ob6pabortka

Ocrarok pazpensin Mexay HacbieHHbIM pacTBopoM NaHCO3 u EtOAc. OO0benuHeHHbIE
opranuueckue ¢as3bl BeicymuBaau Hag Na2S04 1 KOHLEHTPUPOBAIHU in vVacuo C MOITy4YeHUEM

opamkeBoii tuieHku (10,1 mr).

Tlansbie SIMP: 1H SIMP (400 MT ', XJIOPODOPM-d) ) & ppm 9,26 (dd, 1 H), 7,95 (dd, 1 H),
7,59 (dd, 1 H), 7,13 (d, 1 H), 6,18 (d, 1 H), 2,46 (s, 6 H)

IIpumep 15. ITonyueHue TpeT-OyTII-3-(6-0KCcO-4-UPUAa3UH-3 -WINUPUAA3UH- 1 -

WI)IIPONAH0aTa

WOK

o

IIpouenypa

B pactBop 2-mopdonuno-3-nupunasun-3-un-2H-¢pypan-5-ona (0,350 mr, 1,36 mmonb) B
mertaHose (2 mu) nobasisuu 2,2,2-tpudtopykcycuyro kuciory (0,11 mi, 1,36 mmons, 1 5kB.)
npu 0°C ¢ mocnenyromuM no0aBJIeHHEM TpeT-OyTHII-3-TUApasuHonponanHoara (255 wr,
1,5 mmone, 1,1 3kB.). OOecneunBaiy HarpeBaHHE PEAKLMOHHONW CMECH IO KOMHATHOMU

TEMIIEPATYPbI U o0ecreunBay ee NEPEeMEINBaAHHUE B TCUCHUE HOYU.

Obpaborka

PeakilMOHHYI0O CMeCh pas3felsiii MeXIy HacbllleHHbIM pacTBopoM Boael u  EtOAc.

OOvenunennble opranmdeckue (asel BbicymuBaiu Hax Na2SO4 M KOHLEHTPUPOBAIU In
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Vacuo ¢ MoJy4Ye€HUeM HEOUUIEHHOTO YKa3aHHOIO B 3aroJIOBKE COeNMHEHUs ¢ uuctoTon 20%

BeC/BeC, KaK U3MEPEHO ¢ MOMOIIBIO KosmdecTBeHHOro SAMP (Bbixon 18%).

Hannsie AMP: 1H AMP (400 MI'n, CDCI3-d3) 6 ppm 1,49 (s, 9H), 2,77 (t, 2 H) 4,5 (t, 2 H)
7,40 (s, 1 H) 7,67 (dd, 1 H), 7,9 (d, 1H), 8,71 (d, 1 H) 9,35 (dd, 1H)

TTpumep 16. ITonyuenue 3-(6-0kco-4-nupuaa3uH-3-UIMUPUIA3UH- | -1 ) IPOIIAHHUTPUIIA

O

H

N :
HNT N"NeN

IIpouenypa

B pactBop 2-mopdonuno-3-nupunazus-3-ni-2H-¢pypan-5-ona (0,100 mr, 0396 mmonb) B
meranone (0,375 mu) nobaBmsiin ykeycHyro kuciory (0,05 mi, 0,796 mmonb, 23KB.) C
NOCJIENYIHUM fo0aBiIeHneM 3-runpasuHonponanHurpuna (255 mr, 1,5 mmonb, 1,1 3kB.).

Peakuuonnyro cmecek HarpeBanu 10 40°C 1 nepeMelnnBaiy B TeueHue 2 U.

O6pabotka

PeaklinOHHYI0O CMeChb KOHLIEHTPUPOBAJIU C TIOJNYyYEHHEM HEOUHUINEHHOIO YKa3aHHOIO B
3arojIOBKe COCIMHEHHUs] B BUAE YEPHOH KaMeau ¢ 4UCTOTOH 32% Bec/Bec, KaKk M3MEPEHO C

MOMOIIIBIO KomdecTBeHHOTro SAIMP (Bbixom 60%).

Tanubie SIMP: Janubie SIMP: 1H SIMP (400 MT'w, CDCI3-d3) & ppm 3,00 (t, 2 H) 4,5 (t, 2 H)
7.45 (s, 1 H) 7,70 (dd, 1 H), 7,90 (d, 1H), 8,80 (d, 1 H) 9,35 (dd, 1H)
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IIpumep 17. Tloayyenue 2.2-TUMETHITPONUI-2-(6-0KCO-4-MUPpUaa3uH-3-WINUpUaa3ug-1-

wi)3TaHcyabdoHarTa

IIpouenypa

B pactBop 2-runpokcu-3-nupupasuH-3-wi-2H-Qypan-5-0Ha, CBEXKENONYYEHHOTO IyTEM
cmemmBanus N N-guMmerwn-2-nupuaa3us-3-wnteHamuHa (120 mr, 0,67 mmons),  2-
rUApOKCH-2-MopdonuHOyKeycHOH Kucnotsl (175 mr, 0,945 mmonb, 1,4 5kB.) B YKCYCHOH
KHUCJIOThI (2,4 mn), no0aBIsIH OJTHOM nopuuen 2,2-TUMeTUINPONUII-2-
ruapasuHosTancynbponar (183 mr, 0,57 mmonb, 13kB.). PeakumonHyro  cMmech

NEpEMEIINBAJIA IIPU K. T. B TCHCHUE 1 4.

O6pabotka

PeakiMOHHYI0 MacCy pacTBOPsUIM B METHJIEHXJIOPUZE, 3aT€M IPOMBIBAIN HACBHIIEHHBIM
pactBopom NaHCO3. Opranuveckue cion oObeAUHSIN U BhICymuBaiu Hax MgSO4, 3atem
¢unbTpoBanu. OpraHuvyeckue CJIOM KOHIEHTPUPOBAIH JO CYXOrO COCTOSIHUS C MOJTyYeHHEeM
YKa3aHHOTO B 3arOJIOBKE COENMHEHHs B BHJIE YEPHOW KaMenu ¢ unuctotor 43% Bec/Bec, Kak

U3MEPEHO C MOMOIIbI0 KojudecTBeHHOro SIMP (Boixoxn 40%).

Tanubie SIMP: 1H SMP (400 MT', XJIOPODOPM-d) d ppm 9,32 (dd, J=4,77, 1,47 T, 1H),
8,79 (d, J=2,20 T'w, 1H), 7,90 (dd, J=8,62, 1,65 T'w, 1H), 7,65 - 7,72 (m, 1H), 7,42 (d, J=2,20
T, 1H), 4,68 - 4,74 (m, 2H), 3,95 (s, 2H), 3,68 - 3,73 (m, 2H), 1,01 (s, 9H)
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IIpumep 18. ITonyuenue 4-nupuMuant-2-ni-1 H-nupuaa3zuH-6-oHa

0]

) o
—N .
<L R

B pactBop 2-mopdonuHo-3-nmupumunns-2-mn-2H-dypan-5-ona (5,00 r, 19,6 mmob, 1,0 3kB.)

B MeOH (40 r) nobasmsuin ykcycHyro kucioty (11,8 r, 196 mmonb, 10,0 3xB.) mpu 25°C.
[Tony4eHHYIO CYCIEH3HMI0 TMEPEeMEINNBAIM MPU KOMHATHOW TEMIlepaType W HArpeBaId JI0
40°C. Hobasmsun ruapar ruapasuHa (1,09 r, 21,6 mmonb, 1,10 5kB.) B TeueHue mepuona,
coctaBnsiBuiero 60 MHH., TIOCPEACTBOM INNPHUIEBOro Hacoca. lloiaydeHHyr0 cMmech
nepememuBany npu 40°C B Teuerne 2 4. 3areM obecrneunBain oxjaxkaeHne cmecu 10 24°C u
nobasysui Boay (2,5 00.). [lepememnBanue npogokany B TedeHue eme 1 4. [lomydeHnyro
CYCHEeH3MI0 (UIBTPOBAIN Uepe3 BOPOHKY broxHepa M CcOOpaHHOE TBEpAOE BEIIECTBO
npoMeiBasii ¢ omomibio 1 00. cmecu MeOH: Bona (3,2:1). CobpaHHOe TBEpIOe BEIIECTBO
BBICYLIMBAJIM NPU NMOHM)XEHHOM fAaBieHuu npu 60°C. Yka3zaHHOE B 3arojioBKE€ COEAMHEHUE
NOJIy4aju B BHJIE TBepAoro Bemectsa (2,6 r, Beixox 74%, uncrora 97%, Kak ONpeneneHo ¢
novoupto konud. 1H SAMP ¢ npumenenuem 1,3,5-TpuMeTokcuOeH30/1a B KauecTBe

BHYTPEHHETO CTaHJapTa).

1H SIMP (400 MT'y, DMSO-d6) & ppm 7,59 - 7,67 (m, 2 H) 8,65 (d, J=1,96 T'wt, 1 H) 9,02 (d,
J=4.89 T, 2 H) 13,34 (br s, 1 H)

ITpumep 19. TTonyuenue >Tmii-3-(6-0kCco-4-MMUPUMUANH-2-UI-IUPUAA3HH- | -1 )iponaHoaTa

o]
—N —N —N —N
o Y Q%Qﬂﬁ
(o] [o]

B pacteop 4-nmupumunnn-2-un-1H-mupunasun-6-ona (5,00 r, 27,8 mmons, 1 5kB.) B MeTHF

(20 r) mpu koMHaTHOH Temmeparype 3a onuH pa3 modasmsuin K2CO3 (0,78 1, 5,57 mmounb,
0,20 3kB.) ¢ mocnenyromuMm nobaeieHueM Opomupa Terpabyrmiammonusi (0,46 T,
1,39 mmonb, 0,05 3kB.), peakHOHHYIO cMech HarpeBainu mpu 76°C. JloOaBisuid Mo Karumsim

stunmnpon-2-enoat (1,10 3kB., 30,6 MMOJIb) TOCPEACTBOM IIMPULIEBOTO HACOCAa B TEUYEHUE
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nepuona, cocrasnsBuiero 60 muH. Ilocine OKOHUaHUS JO3UPOBAHHOIO  TOOABJIEHUS
HarpeBaHue Nnpopospkany B TedeHue 10 MuH. u nobasisiu Boay (5 00.) B TeueHHe nepuona,
coctasnsBuiero 20 muH. O0ecnieunBany OxJaxJIeHUue peaklMoHHOI cMecH 1o 25°C u 3aTem
ee oxjaxpamu a0 0-3°C. IlomydeHHyIO CyCHEH3HMIO (PUIBTPOBAIM 4Yepe3 BOPOHKY CO
crie4eHHbIM (GuabTpoM U mpomeiBau xononaHoil (0-5°C) Bogoit (7 06.). Teepmoe BewecTBO
BeICYIIMBaNK Ha ribTpe B Bakyyme (P = 150-250 mOap) B Teuenue 1 4. u 3aTeM B riIyOOKOM
Bakyyme (P = 5-10 mOap, mpu T nmeun = 60°C) ¢ mojydeHHEM YKa3aHHOTO B 3arojiOBKe
coequHenus (6,35 r, Boixon 98%, uncrora 82%, kak ompeneNeHo ¢ momoinplo kojud. 1H

SIMP) as a white solid .
1H SIMP (400 MTI', DMSO-d6) & ppm 1,15 (t, J=7,15 I'n, 3 H) 2,81 (t, J=6,97 I'yy, 2 H) 4,05
(q, J=7,13 ', 2 H) 4,35 (t, J=6,97 Ty, 2 H) 7,63 - 7,67 (m, 2 H) 8,67 (d, J=2,08 T'y, 1 H) 9,02

(d, J=4,89 Ty, 2 H)

TIpumep 20. IMonyuenue 4-nupuaasul-3-mi- 1 H-nupuaa3zuH-6-oHa

03

N=N —N
QN
N

\
N=— o R \ / \ N

N\ 7/ \ o

(0

B pactBop 2-mopdonuno-3-nupunasun-3-un-2H-dpypan-5-ona (5,00 r, 18,6 mmosnb, 1,0 3kB.)
B NMP (26,3 r) nobaBnsu ykcycHyro kucioty (11,2 T, 186 mmons, 10,0 3xB.) mpu 24°C.
[Monyuyennyro cycnensuro nepementrBanu npu 24°C u 3arem Harpesaiu 10 S0°C. J{oGassiu
rugpatr rugpasuHa (1,03 r, 20,5 mmonb, 1,1 3kB.) B TedeHHE NEPUONA, COCTABJISBIIETO
120 muH., mocpencTsoM wmmpuiesoro Hacoca npu S0°C. ITocne okoH4aHust AOOABIIEHHS
cMmech BeiaepxkuBanu npu S0°C B TedeHue 2 4. 3areM o0ecrieynBaiy OXJAKICHHE CMECH 10
24°C u poOGammsmu Bonmy (2,5 00.). IlepememnBaHMe mNpomoJKalud B TedeHHe eme | 4.
[TonyyeHHOE JKENTOE TBEPAOE BEINECTBO (PHUIBTPOBANM depe3 BOPOHKY broxHepa u
npoMeiBasii Bomoi (2 00.). CoOpaHHOe KeiIToe TBEpAOe BEIIEeCTBO BBICYIIUBAIN TIPU
NOHM)KEHHOM paasiieHHH mpu 60°C ¢ monydeHHeM YKa3aHHOTO B 3aroJIOBKE COEIMHEHUs
(2,35, BexOm 609%, uncrora 95%, kak ompeneneHo ¢ momombio kommd. |H AMP ¢

npuMeHeHueM 1,3,5-tpumeTokcrOeH301a B KaueCTBE BHYTPEHHETO CTAHAAPTA).
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1H SIMP (400 MI'u, DMSO-d6) & ppm 7,59 (d, J=1,96 'y, 1 H) 7,89 (dd, J=8,68, 5,01 I'y, 1
H) 8,40 (dd, J=8,68, 1,59 'y, 1 H), 8,66 (d, J=2,08 Ty, 1 H) 9,34 (dd, J=5,01, 1,47 'y, 1 H)
13,32 (br's, 1 H)

ITpumep 21. ITonyuenue 3Tui-3-(6-0kco-4-nupuaa3 v -3 -WIMHPUAA3UH- 1 -y )oponaHoarta

0
— =N o — —N\_/_(
~~ N O
\ NH + & — \ 4
Y W A\
o o

B pactBop 4-nupunasun-3-win-1H-mupunasun-6-ona (5,00 r, 27,3 mmonb, 1,03kB.) B

nupuanHe (25 1) nmpu 24°C 3a omuH pa3 m00aBISIIM XJIOpHI OSH3MI(TPUSTHII)aMMOHUS
(0,32 1, 1,36 mmoub, 0,05 sxB.) 1 K2CO3 (1,52, 10,9 Mmmoub, 0,40 5kB.). 3aTeM MOJYYEHHYIO
cmech HarpeBasu mipu 75°C B Teuenue 1 4. J{obaBnsian mo karisiM sTonporn-2-eHoar (3,03 r,
30,0 mmonb, 1,1 5KB.) MOCPENCTBOM LIMPHUIIEBOTO HACOCA B TEUEHUE MEPHOAA, COCTABJISBIIETO
44, mpu 75°C. Tlocne oxkoHuUaHuss nAoOaBieHUsT cMech mnepememuBanu npu 75°C
JOTOJTHUTENBHO B TEUEHHE Yaca. 3aTeM I00aBJsUIN TOTIOHUTENbHOE KOJMYECTBO MUPUANHA
(5 M) m 3arem cmech oxnaxkaanu a0 24°C. KopuyHeByro CycrneH3ur0 (UIBTPOBAIN Yepe3
BOPOHKY CO CII€YEHHBIM (DUIBTPOM C IOJyYEHHEM KOPUYHEBOIO PacTBOpa B IMHUPHIUHE
yKa3aHHOrO B 3arosioBke coenuHeHus (35,2, Beixom 79%, xoHuenrpauus 16,8%, kak
omnpexesieHo ¢ nomotipio koiand. AMP ¢ npumenennem 1,3,5-TpumeTokcrOeH301a B Ka4eCTBe

BHYTPEHHETO CTaHJapTa).
1H SIMP (400 MT', DMSO-d6 ) & ppm 1,13-1,22 (m, 3H), 2,79-2,88 (m, 2H), 4,02-4,12 (m,
2H), 4,34-4,38 (m, 2H), 7,66-7,67 (s, 1H), 7,90-7,94 (m, 1H), 8,41-8,45 (m, 1H), 8,72 (m,

1H), 9,34-9,36 (m, 1H)

IIpumep 22. ITonyuenue 3-[2-nuppoauaub-1-wIBUHWI JIUpUIA3UHA W3 3-METUINUPUIA3UHA,

TPUATIWIOPTOGOPMHUATA U MUPPOJUINHA B IIPUCYTCTBUU 2.6-nu-mpem-oytui-4-mermwindesona

B KAa4YCCTBC KAaTaJINu3aTopa

X

N T '
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Bo ¢nakon nist MukpoBosnHOBOH 00paboTku o0bemMoM 10 mut 3arpy»xanu 3-MeTHIMTUPUAA3HH
(0,551, 5,7mmons), muppomuaue (0,511, 7,2 mmonb), tpusTUnoprodpopmuar (1,14,
7,6 Mmonp) U 2,6-nu-mpem-0ytun-4-merungenon (22 mr, 0,10 mmonp, 2 mon. %). Cmech
HarpeBajy IpU MepeMeLIMBaHUU B MHUKPOBOJIHOBOM peaktope npu 190°C B teuenue 12 u.
Ilocne oxnaxkaeHUss MO KOMHATHOM TeMIepaTypbl PEaKkLHMOHHYK) CMeChb B3BEIIHBAJH,
otOupanu ee obOpasel U aHaAJH3UPOBAIU C MOMOLIbI0 KojmuecTBeHHoro 1H SIMP (8 DMSO-
d6 ¢ 1,3,5-TpumMeTokcHOEH30JI0M B Ka4eCTBE CTAHIAPTA), KOTOPBIH YKa3bIBall HA OOpa3OBaHMe
YKa3aHHOTO B 3arojIOBKE COEIMHEHHE C XUMHYECKHUM BBIXOIOM 55% WM XUMHUYECKUM
BbIXOZIOM 95% B mepecyeTe Ha MpPeBpAIleHHbIN HCXOMHBIN MaTepuan (npespamenue 58%).
Hanneie AMP:1H AMP (400 MI'u, CDCI3) & ppm: 8,60 (dd, J=4,6Hz, 1,7Hz, 1H), 7,80 (d,
J=13,5Hz, 1H), 7,31-7,23 (m, 2H), 5,10 (d, J=13,5Hz, 1H), 3,28 (m, 4H), 1,88 (m, 4H).

TIpumep 23. ITonyuenue 3-[2-nuppoaunub-1-wIBHHWI JIUpUIA3UHA W3 3-METUINAPUAA3UHA,

TpuMeTWI-opTodhopMHUaTa U NUPPOJUAWHA B OPUCYTCTBUU  2.6-mu-mpem-0yTui-4-

MeTI/IJ'Id)eHOJ'Ia B KQ4YCCTBEC KAaTaJINn3aTopa

\0 |\
DTS VPR p—
N |

Bo ¢nakon nist MUKPOBOJTHOBOH 00paboTku odbemoM 10 Mit 3arpyskanu 3-MeTHINMUPUIAA3HH
(0,97 r, 10 mmons), muppomuaua (0,85, 12 mmonb), Tpumeruia-opropopmuar (1,61,
15 mmonb) u 2,6-nu-mpem-OyTtun-4-merundenon (45 mr, 0,20 mmonb, 2 moa. %). Cmech
HarpeBajy MpU MEepeMelInBaHUNU B MHKPOBOJHOBOM peaktope mnpu 200°C B TeueHue 9 u.
ITocne oOXJaKAEHUST OO KOMHATHOW TeMIEepaTypbl PEaKIHMOHHYK) CMECh B3BEIIHBAJIH,
otOupanu ee obpaszel U aHaJM3UPOBAIU ¢ omouIpio konuuecrsernoro 1H AMP (8 DMSO-
d6 ¢ 1,3,5-TpumMeTokcHOEH30I0M B KaUeCTBE CTAHIAPTA), KOTOPBIN YKa3biBall HA OOpa3OBaHME
YKa3aHHOIO B 3aroJIOBKE COENMHEHHE C XMMHYECKHM BBIXOAOM 33% MM KOJMYECTBEHHBIM
XMMHYECKHM BBIXOIOM B MEpecueTe Ha MPeBpalleHHbIH UCXOAHBIA MaTepual (mpeBpalieHne
33%).

Haunbie AMP:1H SAMP (400 MI'u, CDCI3) 6 ppm: 8,60 (dd, J=4,6Hz, 1,7Hz, 1H), 7,80 (d,
J=13,5Hz, 1H), 7,31-7,23 (m, 2H), 5,10 (d, J=13,5Hz, 1H), 3,28 (m, 4H), 1,88 (m, 4H).
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IIpumep 24. IlonyyeHue 2-[2-nuppoanuani- 1 -MIBUHWI |TUPUMUINHA n3 2-

METHUJIIHMPUMUAMHA, TDI/IBTI/IJ'I-ODTOd)ODMI/IaTa U _OUPPOJUINHA B IIPUCYTCTBUU 2.0-TU-mpent-

OyTi-4-MerideHosa B KAYECTBE KaTaJIn3aTopa

Lo (\N
(N\)N\ + )O)\O/\ + M —_— N)\/\D

Bo ¢nakon nst MEKpOBOJTHOBOM 00padoTkn oObemom 10 Mt 3arpy:kaiu 2-MeTHIMTHPHMHUIANH
(0,94 r, 10 mmonb), muppomumua (0,85, 12 mmonb), TpudTHI-OpToPOopMHAT (2,25T,
15 mmonb) u 2,6-nu-mpem-oytun-4-merundenon (45 mr, 0,20 mmonb, 2 Mok %). Cmech
HarpeBajy MpU MepeMelINBaHUNU B MHMKPOBOJHOBOM peaktope npu 220°C B TedeHue 4 u.
ITocne oOXJakAeHUS OO KOMHATHOW TeMIepaTypbl PEaKIHOHHYK) CMEChb B3BEIIHBAJIH,
orOupany ee obpaszel U aHaJH3UPOBAIU ¢ oMoLIbi0 KoimuectseHHoro 1H SIMP (8 DMSO-
d6 ¢ 1,3,5-TpumMeTokcrOEH30I0M B KaUeCTBE CTAHIAPTA), KOTOPBIN YKa3bIBall HA OOpa3OBaHHE
YKa3aHHOTO B 3aroJIOBKE COCAMHEHUE C XUMHUYECKUM BBIXOIOM 39% WIIM KOJIWYECTBEHHBIM
XUMHYECKHM BBIXOJIOM B IepecyeTe Ha MPEeBpaLIeHHbIN HCXOAHBIA MaTepral (peBpalieHne
39%).

Hanneie AMP:1H SMP (400 MI'u, CDCI3) 6 ppm: 8,34 (d, J=4,8Hz, 2H), 7,91 (d, J=13,1Hz,
1H), 6,75 (t, J=4,8Hz, 1H), 5,04 (d, J=13,1Hz, 1H), 3,28 (m, 4H), 1,88 (m, 4H).
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ITEPBOHAYAJIbHA A ®OPMVIJIA U3OBPETEHHA

1. Crnioco6 nonyuenust coenuaenus Gopmysl (I):
A O
-
\N/N\Y
5
@,
rae
10 A mpencrasisier co00il 6-4IeHHBIA TeTepOaAPHI, BBIOPAHHBIN U3 TPYIIIBL, COCTOSIIEH
u3 ¢popmyn A-I1 — A-VII, npuBENeHHBIX HIIKE,
8
R)p R)p R)p ®p
SRR &)
X K N X
N)Y N N N
Al Al Alll AV
R)p ®p Rp
| I
N N
AV AV AVII
rae JioMaHas JIMHUS O0O3HA4aeT TOYKYy IMPUCOCOMHEHUS K OCTaJbHOM YacTh
15 coenunenus popmyiel (1), p pasusiercs 0, 1 wim 2; u

Y npencrasnsier codoit Bogopox wuim rpymmy Y-1, NpuBEIeHHYI0 HUXKE,

rac JioOMaHas JIMHHA o0o3HavaeT TOYKY TMPUCOCAUHECHUA K OCTaJIbHOM dYacTH

20 coenunenus popmyel (I); u
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R! mpencrasisier co6oii BOIOPO MITH METHIT,
R” npezcrasisier coGoit BOXOPO MITH METHIL,
Q npexcrasisier co6oit (CRR™),:

m pasnsiercs 0, 1 unu 2;

o 2 o
kaxaeiii 13 R™ u R™ mesaBucumo BbIOpAH W3 TPYIIBI, COCTOALIEH M3 BOXOPOIA,

Metuia, —OH u —NHj;

Z Boibpan wu3 rpymmel, coctosmeii u3 —CN, -CH,OR’, -CH(OR")(OR™), -
C(OR*)(OR*™)(OR*™), -C(0)OR", -C(O)NR’R” 11 -S(0),0R"; rym

Z BBIOpaH W3 TPYMIBL, COCTOsAIeNd u3 rpymmbl Gopmyn Z,, Zv, Ze, Zd, Ze 1 Zy,

MMPUBCACHHBIX HHUXKE,

R5f R5f
R5 R5b (0] R5e o)
ﬁ‘(\( & \ / R59
R5a 0] ng
R50 R5d
% z
Za Zc d

5f 5f of

5t R 59 R R

R R™ ¢ 9 ng
R o

o (o)

5h 0 "
O R % 5h
Q\ R5h R
Z 4

e
ra€e JioOMaHas JIMHHA o0o3HavaeT TOYKY TMPUCOCAUHCHHSA K OCTaJIbHON dYacCTH

coenunenus popmyel (1); u
R’ BBIGpaH u3 rpymmsl, cocrosimeii u3 Bogopona, -C(O)OR'™ i -C(O)R'*™,

. 4 pd 4
kaxabii 3 RY, R™ u R ® HesaBuCHMO BbIOpaH n3 C;-Csankmna,
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. 52 b pSc pSd pSe pf Bs 5h
kaxapii m3 R7, R R R R™ R* R R u R™ Hesasucumo BbiGpaH 13 rpymimsi,

cocrosei u3 sogopoaa u Ci-Ceankuna,

v 7 -
kaxapii m3 R® u R’ HesaBucuMO BBIGpaH M3 TPyIbl, cocTosimeii u3 Bogopona u Ci-

Cesanxuna,

o 8 o
Kaxblid R He3aBHCHMO BBIOpAH U3 TPYIIIBL, COCTOsIIEH 13 rajoreHa, -NH,, Metuna u

METOKCH,

10 o
R BBIOpaH 13 rpymmel, cocrosmiei n3 sonopona, Ci-Ceankuna, peHmna u OeH3una; u
10 o
R™ BriOpan u3 rpynmbl, cocrosmeit uz sonopona, Ci-Csankuna, Gpenuna u 6eH3una,
IPY 5TOM YKa3aHHBIN COCO0 MpenycMaTpuBaeT

OCyLIECTBIIEHUE peakuuu coenuHeHus popmydsl (1I),

(D,

rae A omnpezeneH BbIIIE;

R" BBIOpaH M3 TPYIIBI, COCTOsIIEH U3 rajorexa, =0, -OR' u -NRHRlS;

R' 1 R" HesaBucumo BbiGpans! u3 rpymsl, coctosmeii n3 Bogopona u C-Ceankuna;
WITH

R'" u R" Bmecre ¢ atomom asora, K KOTOPOMY OHH MPHCOEIUHEHBI, 00pa3yoT 4-6-
YJIEHHOE Te€TEePOLHKIMIBHOE KOJbBLO, KOTOPOE HEeOoOsI3aTeNbHO COAEPIKUT OAWMH
TOTMOJTHUTENBHBIA F€TEPOaTOM, OTIENbHO BEIOPAHHBIN U3 a30Ta, KUCIOPOJA U CEPBL, U

R' BeiGpan m3 rpymmel, cocrosimeii u3 Bomopoma, Ci-Ceankmma, -C(O)OR'™ u -
C(O)Rloa;

10
R onpenerneH Boie;
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¢ coenquHeHueM (popmysl (11I):

N
HoNT Y

(11D,

rae Y ompenesieH Bbile, ¢ Mojy4eHrueM coenuuenus ¢popmysl (I):

A ()]
=z
\N/ N\Y
(D,

rae A u'Y onpeneseHsbl BhIlIe.

2. Crmoco6 mo m. 1, rme R' u R* mpexcrasmsor coboii Bomopom, u R'™ u R?

NPEACTABIIIOT COOOH BOIOPOS.

3. Crnoco0 no mobomy u3 1. 1 mnu n. 2, rae m paBHseTcs 1.
4. Cnocob o mobomy u3 mm. 1-3, rae p paBHsercs O.
5. Crnioco6 mo rodomy u3 mm. 1-4, rae A BeIOpaH U3 rpymmsl, cocrosimei u3 Gopmyn A-

Ia — A-Illa, npuBeNEHHBIX HUXKE,

C“ " ~

g Q

Ay “ N
A-la A-lla A-llla

ra€c JioOMaHasA JIMHHA o0o3HauaeT TOYKY TMNPUCOCAUHEHUA K OCTaJIbHOM dYaCTH

coenuneHust popmyisr (1).

6. Crniocob mo mrobomy w3 mnm. 1-5, roe Z BeiOpaH u3 rpymmbl, cocrosimeir uz —CN, -

CH,OH, —-C(0)OR", -S(0),0R" u -CH=CH,.
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Crioco6 mo moGomy u3 mm. 1-6, rae Z npeacrasister coboii -CN wmmm —C(0)OR ™.
Crnioco6 no mobomy u3 . 1, . 4 wm 1. 5, rae Y npexncrasisier coOol BOXOPO,.

Criocob 1o mo6Gomy u3 mm. 1-8, e R Bribpan us rpymmsl, cocrosimeii u3 xiopa, -

OH, -OMe, -OEt, -N(Me),, nupponuanHuiIa, THNepuaniIa 1 MopQpoIuHuIIA.
Crnoco6 no mobomy u3 mm. 1-9, rae coenunenne Gopmysl (1) nonydarot nytem

OCYIIECTBJICHUs peakuuu coequHeHus popmyis (IV):

15a
R

|
A/\/N\RMa

V),
rae A ompeneseH B iroboM u3 1. 1, m. 4 v 1. 5;
R'* 1 R HesaBucumo BbIGpaHbI U3 rpymbl, cocTosimeii n3 Bogopona, Ci-Ceanknia,
Ci-Ceranorenankmna u GpeHma; mwiu
R'* i R Bmecte ¢ aTOMOM a30Ta, K KOTOPOMY OHH TIPUCOEIUHEHbI, 00PasyroT 4-6-
YJIEHHOE TETEPOLUKIMILHOE KONBLO, KOTOPOE HEOOS3aTENbHO CONEPHKUT OIMH

JOTOJIHUTENbHBIN TeTepoaToOM, OTAEIbHO BRIOPAHHBIH U3 a30Ta, KUCIOPOJA U CEpBbI,

¢ coenriHeHUEM Gopmyibl (V):

(0]
13a

OH
13b
R
V),
9 13a 13b o
rae xaxaeid u3 R° u R HezaBucuMoO Bbl6paH W3 TPYIIIBLL, COCTOAIIEN U3 rajIoreHa,
16 14p 15 13 13 o

-OR"”u-NR"R"”; umu R uR ® BmecTe MPenCTaBysIFOT coboii =0,

u roe R™, R u R' onpenenenst B 1. 1, ¢ nonyuennem coennnenns Gopmyast (I1):

R13

0]

(D,
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rae A omnperneseH Bblllie, U R" onpeneneH B . 1 mu . 9.
Croco0 no 1. 10, rae coenunenne Gopmyisl (IV) nonygaror myrem

OCYILIECTBIIEHHsI peakiuu coeaunenus popmyier (VI):

A/CH3

(VI),

rae A omnpeneneH B mro0oM u3 1. 1, i. 4 v 1. 5, ¢ coenqunenuem opmyast (VII):

22
R
o
R2 )\R24

(VID),
22 o
rae R™ npencrasisier coboit C;-Ceamnkmu,
2324 ., 251 26.
R* u R™ ne3zaBucumo BeIOpaHb! u3 rpymmel, cocrosmei u3 Ci-Csankoken n -NR™R™;
25 126
R” u R™ HesaBucumo BeiOpanbl u3 Ci-Ceankmna, win
25 26
R u R™ BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH MPUCOEIUHEHBI, 00pa3yroT 4-6-

YJICHHOC TCTCPOUUKIIMIIBHOEC KOJIbLIO, KOTOPOC HE00s3aTEILHO COACPIKUT OOUH

JOTMOJTHUTENBHBIA F€TePOaToOM, OT/ENbHO BBIOPAHHBII U3 a30Ta, KUCJIOPOA U CEPBI;

u coenuHerueM ¢popmysl (VIII):

15a

I
HN
\R14a

(VIID),

14 15
rne R u R onpenenensl Boile;

¢ mojydeHreM coenuHeHus: popmyisl (IV):

15a
R

|
N
A/\/ R4

av),

14 15
rae A, R™™ u R"? onpenenens! Boiime.
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12.  Cnoco6® mo mobomy u3 mm. 1-11, rme coemmunenune ¢opmyner (I) gonmomHUTETHHO
NPEBPALIAIOT C MOJYYEHHEM arpOHOMHUYECKH npuemieMoil comn ¢opmynsl (Ia) mmm

uBUTTEp-NoHA popmyusl (Ib),

N Q HITH NN
N&R1><R2 ~Z N'ﬁR1><szzz

- —

1 o . .
rae Y npencraBisieT cOOOH arpOHOMHYECKH TIPUEMJIEMbIH aHHUOH, W ] U K
NPEACTABISIIOT COOOH LieJIble YHCia, KOTOPble MOTYT ObITh BRIOpaHbI U3 1, 2 wiun 3, u

A, R', R? u Q onpenenesns B 1. 1, u Z* npexcrasisier coboii -C(O)OH wmm -S(0),0H.

13. Coenunenne popmyns (1),

(1),
roe A uR" onpeneneHsl B oooM u3 . 1, . 4, m. 5w 1. 9.

14.  Tlpumenenue coenuuenus ¢popmyisl (IV) nns nonydenuns coenraenus popmysi (1),

15a
R

|
A/\/N\Rﬂa
(Iv),

14 15
rne A, R u R onpenenens: B mobom uz n. 1, m. 4, m. 5 uam . 10 Bbie.

15. Coenunenue gopmyisl (IV),
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15a
R

I
N
A e Ve \R'4a
av),
rae A mpencrasisier coOOH O-wIeHHbIH reTepoapwi, BBIOPAHHBIM W3 TPYIIIBL

cocrositeit u3 popmyn A-I, A-II, A-III, A-IV, A-V u A-VII, npuBeneHHbIX HITIKE,

®)p ®p ®)p R)p .
E@ < | ﬁ |
N

\N)\r;’ KN N SN

Al Acll Al AV
Rp ®p

N N

| | I

A ™

AV AV

re JIOMaHas JMHHS OOO3HAYaeT TOUYKY TNPHUCOEAWHEHUS K OCTAJIbHOW YacTu
coenunenns popmyist (I), p u R® onpeneners B moGom u3 1. 1 wm 1. 4.

R'" u R"™ nesaBucumo BeIGpaHsl 3 rpymmbl, cocrosmeii n3 C,-Ceankmma, C-
Ceranorenankuina u pexuna; nim

R' 1 R BmecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH TIPHCOEIHHEHbI, 00PasyroT 4-6-
YJIEHHOE TETEPOLUKIMILHOE KONBIO, KOTOPOE HEOOS3aTENbHO CONEPHKUT OIMH

JOTIOJTHUTETBHBIN T€TEPOATOM, OTIEbHO BbIOPAHHBIN U3 a30Ta, KMUCIOPOIA U CEPBI.

[Tpumenenne coenurenus: popmysl (IV) mo n. 14 wmu coenunenus popmyst (IV) mo
m. 15, rme R'"™™ u R™ Bmecre ¢ atomom asora, KOTOPOMY OHH IPUCOEIUHEHDI,

00pa3yroT MOP(HONTUHUIBHYIO, TUIEPUANHIIIBHYIO WITH MUPPOIHIUHIIIBHYIO TPYITTY.

ITpumenenne coenuaenus popmyinsl (V1) mist monyuenus coenunerns popmyisi (1),

A/CH3

(VI),

rae A ompeneneH B ioboMm m3 1. 1, m. 4 i . 5.



85

18.  Ilpumenenue coenunenus ¢popmydsl (I1I) st monyuenus coenunerns popmyis (1),
N
PN
H,N Y (I,

rae Y onpeneneH B oboM u3 1. 1, m. 2, . 3, . 6, m. 7 wnu 1. 8.
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